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3aransHoi dpopmynum (l):

R2

X!
’
R3{ | \ R
\N '\{
H

(1)

ne:

R' siBnsie coBoto apun abo reTepoapun, KOKHUA 3
AKMX HEODOB'I3KOBO 3aMillleHUIn ofHielo abo OinbLiue
rpynamu, BuOpaHMMKM 3  arkineHgiokcu, arkediny,
ankeHinokcu, arnkiHiny, apwny, uiaHoO, ranoreHy,
rigpokcu, retepoapuny, retepouuknoarnkiny, HiTpo,
R?, -C(=0)-R, -C(=0)-OR®, -C(=0)-NY'Y? -NY'Y*, -

R? aBnsie coBol BOAEHb, auMN, LUiaHo, ranore,
HWKYMI  ankewin, -Z°R* -SONY*Y* -NY'Y? a6o
HWKYNI arnkin, Heobo0B'A3k0BO 3aMilLeHun
3amicHUKOM, BUGpaHUM 3 apuny, LiaHo, reTepoapuny,
reTepouuvknoarkiny, rigpokcu, -ZZR4, -C(=0O)-N Y1Y2, -
C(=0)-R, -COR® -NY®Y*, -N(R‘S)-C(=03-R, -N(7R6)-
C(=0)-NY'Y? -N(R%-C(=0)-OR’, -N(R®-SO-R’, -
N(R®)-SO-NY?Y*, -SO.NY'Y? i ogHoro a6o 6inblue
aTOMIiB ranoreny;,

R® aense coboto BOJEHb, afvm, uiaHo, ranoreH,
reTepoapun, HUKuMit arnkin, -Z°-R*, -C(=0)-OR® a6o -
C£=O)-NY3Y4;

R™ aBnse coboto ankin, umMknoarkin, uyknoankinankin,
retepouuknoankin  abo reTepouvKnoankinanin,
KOKHAA 3  SIKMX  HeOoOOB'A3KOBO  3aMilLUeHUI
3amicHUKOM, BUGpaHUM 3 apuny, uuknoarkiny, uiaHo,
ranoreHy, retepoapuny, retepouukroankiny, -CHO
(abo ix noxigHoro 5-, 6- abo 7-4nNeHHOro LUKMiYHOro
auerano), -C(,=O)-NY1Y2, -C(=0)-0R®, -NY'Y? -
N(Rﬁg-C(=O)-R , -N(R%)-C(=0)-NY*Y* -N(R®-SOR’,
-N(R®)-SO-NY*Y*, -Z°R” i opHiei a6o 6Ginble rpym,
BMOPaHUX 3 riAPOKCK, ankokeu i kapbokeu;

R% aBnse coboto BOAEHb, ankin, arnkedin, apwn,
apunarkin, retepoapun abo retepoapunankin;

R® aBnsie co6oto BOZIEHb ab0 HWKYMA ankin;

R’ aBnsie co6oto ankin, apun, apunarkin, uMkrnoarkin,
uMKnoankinankin, retepoapun, retepoapunarnkin,
retepouukioankin abo retepouvknoankinanin,

R® aensie co6oto BOZIEHb a0 HWKYMA ankin;

R siBnsie coboto apun abo retepoapwun; ankeHin; abo
ankin, uMKnoarnkin, LUMKIioankinarnkin,
retepouuknoankin  abo reTepouvKnoankinanin,
KOKHAA 3  SIKMX  HeOoDOOB'A3KOBO  3aMilLeHUN
3amicHUKOM, BUGpaHUM 3 apuny, uuknoarkiny, uiaHo,
ranoreHy, retepoapwuny, retepouukroarnkiny, -CHO
(abo ix noxigHoro 5-, 6-
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abo 7-uneHHoro u,vu(nquoro au,eTamo) -C(= O)
NY'Y? -C Y20) OR?® -NY'Y?, -N(R®-C(=0)-R’, - (R)
C(=O)}-N N(R%-SO~R”, -N(R®)-SO-NY*Y*,
Z°R" i ogHiei a6o GinbLue rpyn, BubpaHux 3 rigpokcu,
ankokcy i kapbokeu;

X' sBnse coGoto C-apun, C-reTepoapun, C-
reTepouvkioankin, C- reTepou,MKnoanKeHln C-
ranoreH, C-CN, C-R* C-NY'Y? COH C-Z°R, C-
C(=0)-R, C-C(= O)OR CC( O)NYY C-N(RY)-
C(= O)R CN(R)C( O)OR C-N(R%-C(=0)-NY?Y*,
C-N(R%-SO-NY’Y!, C-N(R®-SO2R, C-SO»NY’Y*.
C-NO. abo C-arkeHin, abo C-ankiHin, HeoboB'A3k0BO
3amiweHunm ogHieto abo GinbLwe rpynamu, BUGpaHUMum
3 apuny, uiaHo, ramnoreHy, rigpokcy, reTepoapuy,
FeTeDOLMKJ'IoaJ'IKIJ'IX HITpO -C( O) -NY'Y2 -C O)
OR® -NY'Y?, N(7R (=0)-R’, -N(R®)- (O)N
N(R®- C(= 0) -OR’, N(R®)-SO~R’, -N(R®)-SOxN Y3Y“
—SOz—NY Y?i-z R

Y'i Y2 HesanexHo sBnsioTs 00600 BOAEHb, arkeHin,
apun, uuknoarkin, retepoapun abo  arkin,
HeoOOB'A3KOBO 3aMilleHM opaHielo abo 6Ginblue
rpynamu,  BUOGpPaHWMM 3 apuny,  rarnoreHy,
retepoapwny, FeTeJ)OLI,VIKJ'IoaJ'IKIJ'Iy, FIﬂpOKCVI -C(= O)-
NY3Y4 0) OR® -NY®Y*, N(R)Cg O)-R’, -N(R°)-
C(=0)- —N(RG) SO2R’, -N(R% SOz-NY3Y4
OR’; a6o rpyna -NY'Y? moxe YTBOPOBATU LIMKITIYHUA
aMiH;

Y? i Y* HesanexHo sBnsioTs co6o0 BOZEHb, anKkeHin,
ankin, apun, apunaskin, uukroarkin, reTeé)oapvm abo
retepoapunankin; abo rpyna NY’Y* ' moxe
yTBOpioBaTH LUMKNIYHWIA aMiH;

Z asnse coboto O abo S(O)n,

Z% siBnsie coboto O, S(O)n, NR;

n o3Hauae Hynb abo uine uncno 1 abo 2;

abo N-okcuay, nponikapcekoi dopmu, Gioisoctepn
KMUCMOTW, (hapMaueBTUYHO MNpUUHATHOT coni abo
conbBaTy Takoi CMONyKK; abo N-okcuay,

nponikapcbKkoi popmum abo GioizocTepn KMCNOTU TaKoi

coni abo conbBaTty; pa3oMm 3 ogHMM abo binblie
dapMaueBTMYHO  MPUAHATHMMKW ~ Hocismu  abo
eKkcuunieHTamm,

Ae OioizocTepa KMCMOTM O3Hauya€e CrOMyKy, Yy SKin
rpyna kapboHOBOi KWUCROTW 3aMiHEHa [pYyroto,
BubpaHoto 3 -C(=0)-NHOH, -C(=0)-CH2OH, -
C(=0O)CH2SH, -C(=0)-NH-CN, cynbdo, doccoHo,
ankincynbdoHinkapbamoiny, TeTpasoniny,
apuncynbgoHinkapbamoiny,
reTepoapuncynboHinkapbamoiny, N-
MeTokcukapbamoiny,  3-rigpokcu-3-umknobyreH-1,2-
AiOHY, 3,5-pgiokco-1,2,4-okcagiasonigvHiny abo
reTepouukniyHumMun  ceHonamm, Takumn K - 3-
rigpokciisokcasonin i 3-rigpoken-1-mveTunnipasonin,
3a YMOBM, LLO Taka Crnosyka Bigpi3HAETbCA Bif
4-xnop-2-(4-tpeT-6ytundpenin)-1H-nipono[2,3-
blnipnaunny,
2-(5-meToKen-1-metun-1H-iHgon-3-in)-4-ceHin-1H-
nipono[2,3-blnipnaunny,
2-(5-meToken-1-metnn-1H-iHgon-3-in)-1H-nipono[2,3-
blnipunanH-4-«kap6oHiTpuny,
4-xnop-2-(5-meToken-1-mvetun-1H-iHgon-3-in)-1H-
nipono[2,3-blnipnanHy abo
2-(5-meToken-1H-Hgon-3-in)-1H-nipono[2,3-
blnipunanH-4-«kap6oHitpuny.

2. Cnonyka copmynu (l):
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R' siBnsie coGoto apun abo retepoapurl, KOXHAA 3
AKNX HEODOB'AI3KOBO 3aMilLeHUIA ofHielo abo OinbLue
rpynamu, BUOpaHMMM 3 arkineHgiokcu, arkeHiny,
ankeHinokcu, arkiHiny, apwuny, uiaHo, rarnoreny,
nupon(cm reTepoapmny, reTepouMKnoanKmy, HITEO
-C(=0)-R, -C(=O OR -C( =0)-NY'Y? -NY'Y?,
N(RG) -C(=0)- R’, —N(R O)N Y, -N(R®) )-C(= 0)
OR -N(R®) SOR’, N(R ) SO=NY*Y*, -SO-NY'Y? |
Z R
R? sBnsie coGolo BOAEHb, aUMM, LjiaHo, rarnoreH,
HWKYMI  ankenin, -Z°R* -SONY’Y* -NY®Y? a6o
HWKYNIA arnkin, Heo60B's1I3KOBO 3amilleHun
3aMiCHUKOM, BI/I6paHVIM 3 apuny, LiaHo, reTepoaPmny,
reTepouuKnoarnkiny, fgpokcy, -ZzR4 -C(=0)-NY'Y
C(=0)-R, COzRS -NY3Y4 NR)C( OFR, N(IR)
C(= O)NY Y2, -N(R ) C(= ) OR -N(R ) -SO-R’, -
N(R)SOz-NYsY1 -SONY'Y? i oguH abo 6IJ‘IbLLIe
aToOMIB ranoreHy;
R® sBnsie coGolo BOfEHb, afvm LiaHo, ranoreH
reTepoapur, HWKYMI arkin, , -C(=0)-OR® abo -
C(=0)- -NY3Y?
R™ aBnsae co6oro arnkin, uuknoarnkin, uuknoankinankin,
retepouuknoarkin  abo  reTepoumknoankinankin,
KOKHUA 3  SKMX  HeoOOB'A3KOBO  3aMilLeHui
3amiCcHUKOM, BUBpaHuM 3 apuny, UMKIoarkiny, uiaHo,
ranoreHy, retepoapuny, retepouuknoarnkiny, -CHO
(abo ix noxm,Horo 5-, 6 a6o 7- lmeHHoro LI,MKJ'IIHHOFO
au,eTamo -C(,— NYY -C(=0)-0R®, -NY'Y? -
N(R®-C(= O)R N(R)C( O)-NY*Y*, -N(R)-SO2R’,
-N(R”)-SO2-NY Y4 -Z°R” i opwiei a6o Ginble rpyn,
BMOpaHWUX 3 riAPOKCH, ankokev i kapbokcu;
R® aense coboto BOAEHb, ankin, arkedin, apwn,
apunarkin, retepoapun abo retepoapunanin;
R aBnse co6oto BOAlEeHb ab0 HWKYUA ankKin;
R aBnse co6oto ankin, apun, apunarkin, uMknoarnkin,
uMKnoankinankin, retepoapwun, reTtepoapunarkin,
reTepouMKnoanKm abo reTepoumkioankinankisn,
R® siBnsie co6oto BoAeHb aGo HIWKYMIA ankif;
R siBnsie coboto apun abo retepoapwun; ankeHin; abo
ankin, umknoarnkin, LmKnoankinankin,
retepouuknoarkin  abo  reTepoumknoankinankin,
KOKHUIA 3  SKMX  HeoOOB'A3KOBO  3aMilLeHun
3aMiCHUKOM, BUOpaHMM 3 apuny, UMKIoarkiny, uiaHo,
ranoreHy, retepoapuny, retepouuknoarnkiny, -CHO
(abo ix noxm,Horo 5-, 6-a6o 7- qneHHoro LIMKJ'IIHHOFO
auetan), -C(= NYY -C(=0)-0R®, -NY'Y? -
N(R®-C(= OyR’, N(R)C( O)}NY*Y* -N(R%-SO-R’,
N(R®)-SO-NY?Y*, -Z°R7 i oawiei abo Ginbie rpyn,
BMOpaHWUX 3 riAPOKCH, ankokev i kapbokcu;
X' saBnse coGow C- -apun, C-retepoapun, C-
retepouukoarnkin, C- reTepouMKnoanKeHln C-
ranoreH, C-CN, C-R* C-NY'Y? COH C-ZR, C-
C(=0)-R, C-C(= O)OR C-C(= O)NYY CN(R
C(=O)R, C-N(R%-C(= O)OR7 C-N(R%-C(=0)-NY?Y",
C-N(R-SO-NY*Y*, C-N(R®-SO»R, C-SO-NYY*,
C-NO; abo C-ankeHin, abo C-ankiHin, Heo60B'A3k0BO
3aMillleHMn apusioM, UiaHO, ranoreHoMm, rigpokcu,
rerepoapuriom, reTepou,MKnoanKmOM HITpO -C(= O)—
NY'Y?, -C(=0)-0OR?®, -NY'YZ N(R)C( O)R N(R)
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C(=0)-NY’Y* -N(R®-C(=0)-OR’, -N(R®-SO~R’, -
N(R%-SO-NY?Y*, -SONY'Y? i -Z°R*;
Y' i Y2 HesanexHo sensioTs o600 BOJIEHb, alnkeHin,

apun, uuknoarkin, reTepoapun abo  arkin,
HeoDbOB'A3KOBO 3aMilleHU ofHielo abo 6GinbLlue
rpynamu, BUOpaHUMKN 3 apuny, rarioreHy,

retepoapuny, reTeyou,MKnoanKiny, rigpokemn, -C(=0)-
NY3Y?, -(3(2=O)-OR ,-NY3Y?, -N(RG)-C(()=O)-R7, -N(R%-
C(=0)-NY’Y* -N(R®-SO2-R’, -N(R®-SO-NY’Y* i
OR’; a60 rpyna -NY'Y? moxe yTBOpIoBaTM LMKMIYHMIA
aMiH;

i Y* HesanexHo aBnaoTbL co60to BOJEHb, arkeHin,
arnkin, apun, apunarkin, Uvknoarkin, retepoapun abo

retepoapunankin, ato rpyna N MOoXe
YyTBOPIOBATU LMKMIYHUIA aMiH;

72 aBnsie coboto O a6o S(O)n;

7% sBnsie coboto O, S(O)n, NR;

n o3Hauae Hynb abo uine uicno 1 abo 2;

abo N-okcua, nponikapcbka dopma, 6ioisocTepa

KNCMOTW, apMaueBTMYHO MNPUNHATHA Ccinb abo
conbBaT Takoi cnonykun; abo N-okcua, nponikapcbka
dopma abo 6ioisocTepa kucrnot Takoi coni abo

conbBary;
Ae OioizocTepa KUCMOTM O3Hauya€e CrOMyKy, Yy SKin
rpyna kapboHOBOI  KUCMOTM  3aMiHEHA  pymnot,
BubpaHoto 3 -C(=O)-NHOH, -C(=0)-CH20H, -

C(=0O)CH2SH, -C(=0)-NH-CN, cynbdo, doccoHo,
ankincynbdoHinkapbamoiny, TeTpasoniny,
apuncynbgoHinkapbamoiny,
reTepoapuncynbdoHinkapbamoiny, N-
MeTokcukapbamoiny,  3-rigpokcu-3-umnknodyreH-1,2-
AiOHY, 3,5-pgiokco-1,2,4-okcagiasonigvHiny abo
reTepouukniyHumMmn  ceHonamm, Takumn K 3-
rigpokciisokcasonin i 3-rigpoken-1-mveTunnipasonin,
3a YMOBM, L0 Taka Cnonyka BiApi3HAETbCA Big
4-xnop-2-(4-tpeT-6ymndeHin)-1H-nipono[2,3-
blnipnaunny,
2-(5-meToKCen-1-metun-1H-iHgon-3-in)-4-ceHin-1H-
nipono[2,3-blnipnaunny,
2-(5-meToken-1-metun-1H-iHgon-3-in)-1H-niporo[2,3-
blnipnanH-4-«kap6oHitpuny,
4-xnop-2-(5-meToken-1-mvetun-1H-iHgon-3-in)-1H-
nipono[2,3-blnipnanHy abo
2-(5-meToken-1H-Hgon-3-in)-1H-nipono[2,3-
b]nipnanH-4-«ap6oHiTpuny.

3. Cnonya 3a n.2, pge R' gaBnse cobow
HeobOB'I3KOBO 3aMilLLEHWI reTepoapun.

4. Crnonyka 3a n.3, pe R" aBnse cobowo
HeoObOB'A3K0BO 3aMiLLEHWI asareTePoalen.

5. Cnonya 3a n4, pe R aBnge coboto
HeobOB'A3KOBO 3aMilleHUI iHOonin, HeobOOB'A3KOBO
3amileHnin  nipugun, HeobOOB'A3KOBO  3aMilLeHUA
niponin, HeobOB'A3KOBO 3aMmilleHUI  nipasonin,

HeoOOB'A3K0OBO 3aMilLEHUIA XiHOMIHIN, HeoboB'A3KOBO
3aMilleHU i30XiHOMNIHIN, HeobOB'A3KOBO 3aMilLEeHWU
iMigasonin, HeoObOB'A3KOBO 3aMilleHU iHAA3onin,
HeobO0B'sA3k0BO 3aMilleHnn iHOOMI3NHIN,
HeoOOB'AI3KOBO  3aMilleHud  TeTpariapoiHAOMI3UHIN
ab0 HeobOB'A3KOBO 3aMilLEeHU iH,CI,1a3OJ'IiHiJ'I.

6. Cnonya 3a n.b5, pge R aense coboto
HeoOOB'A3K0OBO 3aMilleHuUI iHOonin, HeoboB'A3KOBO
3aMilleHnn iHOoNi3nHIN abo HeobO0B'A3KOBO
3aMiLLeHuM niponin.

7. Cnonyka 3a n.6, ge R aBnge co6oto He06OB'A3KOBO
3aMilLeHui iHaon-3-in, iHaoNi3NH-1-in, HE060B'A3KOBO
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3amileHnin nipon-3-in, HeobOB'I3KOBO 3aMilLEHUIA
iHoon-2-n abo Heo6OB'A3KOBO 3aMiLLEHUIA NipON-2-in.
8. Cnonyka 3a Oyab-skum 3 nn.3, 4, 5, 6 abo 7, ge
3aMiCHUKM, AKUMUN HeobO0B'A3KOBO 3aMilLeHi
retepoapusibHi rpynu R, saBnsitots coboto oAHy abo
Oinbwe rpyn, BubpaHux 3 ankineHaiokcu, ankeHiny,
arnkeHinokcu, apuny, UuiaHo, ranoreHy, rigpokcu,
retepoapwiy, reTepou,MKnoanKing, R4, -C(=0)-R, -
C(=0)-0OR®, -C(=0)-NY'Y? -NY'Y?i -OR.

9. Cnonya 3a n.2, pge R' aBnse cobow
HeOoOO0B'A3K0BO 3aMilleHW apun.
10. Cronyka 3a n.9, pe R' asnse coboto

HeOo0bOB'A3KOBO 3aMilLeHWn deHin.

11. Cnonya 3a n.10, ge R' aense cobow 4-
3aMmilLeHnn cpeHin.

12. Cnonya 3a n.11, ge R' sBnsie co6oio 4-tpeT-
OymndeHin.

13. Cnonyka 3a nn.9 a6o 10, ge 3amiCHUKU, SKUMU
Heo0OOB'A3KOBO 3aMilleHi reTepoapurbHi rpynu R,
ABNATL cobo oaHy abo Ginble rpyn, BuGpaHux 3
arnkineHgiokey, ranorexy, retepoapuny, rigpokcu, R4,
-NY'Y?i -OR.

14. Cnonyka 3a 6ygb-akum 3 nn.2-12, ne R gaBnse
coboto auun.

15. Cnonyka 3a 6ydb-skvm 3 nn.2-12, ge R? sBnsie
coboto ranoreH.

16. Crnonyka 3a Oygb-skum 3 nn.2-12, ge R? aense
CcobOK HWKYMA arkin, HeoOOB'A3KOBO 3aMilleHU
|.liaHoj ranoreHoMm, rigpokcu, retepoapurnom, -C(=0)-
NY'Y?, TeTpasoninom, -C(=0)-R, -COR®, -NY3Y* -
N(R®-C(=0)-R, -N(R®-C(=0)-NY'Y?, -N(R%-S0O»-R’
a6o -N(R%)-SO--NY*Y*.

17. Cnonyka 3a 6yob-skum 3 nn.2-12,
CcoB00 HKYNI arnkeHin.

18. Cnonyka 3a Oyob-sikum
coboto -C(=0)-OR".

19. Cnonyka 3a Oyab-aKum
coboto -C(=0)-OH.

20. Crionyka 3a Oygb-aKuMm
co60t0 HWKYNI arkin.

21. Crnonyka 3a Oyab-aKuM
coboto meTtun.

22. Cronyka 3a 6yab-aKum
coboto C-OH.

23. Cnonyka 3a Oyob-sikum
co6oto C-Z°R.

24. Crnonyka 3a Oyab-sikum
coboto C-C(=0)-OH.

25. Cnonyka 3a Oyab-skum 3 nn.2-21, ge X' asnse
coboto C-C(=0)-NH2, C-C(=0)-NH-CH3, C-C(=0)-NH-
CH2-CH2-CH2-CH3,

C-C(=O)-NH{] C-C(=O)-NH{>

C-C(=0)-NH-CH-CHZOH, C-C(=0)-NH-CHz-

ae R? aense

3 nn.2-17, ne R® aBnse

3 nn.2-17, pe R? aense

nn.2-17, pe R® sBnsie
nn.2-17, ne R? aense
nn.2-21, ne X' asnse
nn.2-21, pe X' asnse

3 nn.2-21, ge X' saBnsie

CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)-OH, C-
C(=0)-NH-C(CH3)>-CH20H, C-C(=0)-NH-
CH2CH20CH3,

o
C—C(=O)—NH—CH2——<j C-C(=O)-NH-CH2—®



C-C(= 0)—N O cc(=
C-C(=0)-N(CHba)s,

HO

CH,
C-C(=0)—N >
abo

26. Cnonyka 3a 6y,u,b skum 3 nn.2-21, ae X' siensie
co6oto C-reTepoLykrioarnkeHisn.
27. Crnonyka 3a Oygb-skuMm 3 nn.2-21, ge X' aense

coboto

28. CnonyKa 3an. 2 dopmynu (la):
(R™0),

o Yo

 (la)
ne:

R® aBnse coboto BOJ€EHb, ankeHin abo R4;

R saBnse coGow arnkeninokcu, kapbokcu (abo

GioisocTepy chnom) LiaHo, ranoreH r|,qp0|<cm

rete oapmn R -C( O)-R, -C( O)- NYY -OR* -
N(R®-C(=0)-R’, -N(R®)-SO»R a6o -NY'Y?%

p 03Havae Hynb abo uine uicrno 1 abo 2; i 3anuLokK

R2
)(

npuegHaHui B I'IOJ'IO)KeHHi 2 abo 3 iHOoNbHOIO KiNbUS;
abo N-okcug, nponikapcbka dopma abo

hapmaLeBTUYHO NPUMHATHA Cinb abo comnbBaT Takoi

cnonyku; abo N-okcua abo nponikapcbka dopma
Takoi coni abo conbBary.

29. Cnonyka 3a n.28, ge X' aBnsie co60oto C-HibKuMit
anKkoKcu.

30. Cnonyka 3a n.28, ge R" sense co6olo kapGokan
(abo Gioisoctepy KucnoTW);  rigpokcu;  arkin,
3aM|u.leva| Kap60KCVI arnkin, 3amMilleHunn -N(R )- SOz-
R"; -N(R%-CO-NY’Y* retepoapun; -OR* pge R*
ABnAe coboto arkin; -OR4, ae R* aBnse coGoro ankin
abo uuknoankinankin, saamileHuin ogHieto abo BinbLue
rinpokaurpynamu; -OR*, ne R* siBnsie coboto ankin
abo uuknoarkin, 3aMILLl,eHI/II/I o,qmelo abo Oinbwe
Kap60KCMprI'IaMVI -OR* pe R* JAense coboto
LMKnoankin, samieHuin -C( 0)- -NY'Y% -C(=0)-R, ,u.e
R sBnse ooGow anin; -C(=O)- NY'Y? a6o -N(R®)-

C(=0)R
31. CnonyKa 3a n.28, pe R asnse cobow -
OCH2CO2H,
-OCH2CO2H, -OCH(CH3)CO2H,

CoH H,C —CH,
—O0—C— CH;, —00—C—CH,

COH a6o CO,H

32. Cnonyka 3a n.28, ge R aensie co6oto Kap60KCVI
nipuamn,
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0
-CH,-NH-CO- NH O

s
CH,N H—SO;@
H,C — CH, C|02H

— 00— C—CHs

—0—C— CH,

-OCH,4 CH,OH CO,H
H,C—— CH,
—O—C—CH N~
|
CONH, N=N

a6o CONHC(CH3)2CH20H, -C(=0)-NH-CH2-C(CH3)2-
OH a6o -CONHCH2CH2OCHs.
33. Crnonyka 3a n.28, e p osHauae 1, i R™
npuegHaHun B nonoxeHHi 5 abo B nonoxeHHi 6
iHOONiINBbHOrO KinbLs.
34 Cnonyka 3a 6yab-skum 3 .28, ge p o3Havae 2, i
npmeuHaHmm B NOSOXeHHi 5 abo B nonoxeHHi 6
IH[J,OJ'IIJ'IbHOFO Kinbus.
35 Cnonyka 3a n.28, ne
R ABnNsie co6010 BOAEHD;
R ABNsie cCOOOI0 BOAEHD;
X' sBnsie coGoto C- -apun, C-retepoapun, C ranoreH,
C-CN, C-Hwkumii arkokcu, C-C(=0)-OR°, C(=0)-
NY'Y? a60 C-NY'YZ
R® saBnse coboiw BoaeHs, Cisarkin, Cisarkin,
SaMiIJ.I,eHI/II7I Fi/J,pOKCM, Ci4arkin, 3amiweHnnm -
N(R®)C(=0)-R’, Ci.sankin, 3amiwienuin -C(=0)-NY'Y?,
abo uvKnoarkinankin, 3amilleHui rigpokeu;
R" sensie coboto kapGokeu aGo Gioi3ocTepy KUCHOTH;
rigpokcu; anKm 3aMIU.leHVIVI Kapbokcy; anKm
3amilleHnin N(R )- -SO-R’; anKm 3aMiLeHnm -N(R )-
CO-NY’Y* re Tepoapuyr; -OR* pme R* sBnse coboio
ankin; -OR ae R* aense ooBoio ankin abo
umMkKnoankinankin, samilleHun opHieio abo 6GinbLue
rigpokcurpynamu; -OR*, ne R* aBnsie coboto arnkin,
3aMILLI,eHVIVI o,quelo abo Ginblwe arnkokcurpynamu; -
OR ae R* aense ooBoto ankin abo LmMKoarnkin,
3amiweHuni ogHieto abo Ginbwe kapbokcurpynamu; -
OR* me R4 ﬂBJ‘IFle cobO0t0 UMKNoankin, samMilleHunn -
C(=0)- NY Y -C(=0)-R, ,u.e R sBnse coboto ankin; -
C(=0)-NY'Y? a6o -N(R®-C(=0)-R”; i ne rpyna R™
npuegHaHa B MONOXeHH 5 abo B MOMOXEHHI 6
iHOONINBLHOTO KiNnbUs, SKWO p 03Havae 1; i rpynu R™
npuegHaHi B NONOXKEHHAX 5 i 6 iIHAONINBbHOMO Kinbus,
AKLIO p 03Havae 2; abo
N-okeng, nponikapceska dopma abo dapmaueBTUYHO
NPUHATHa Cinb abo conbBaT Takoi crnonyku; abo N-
okcug abo nponikapcbka dopma Takoi coni abo
conbBary.
36. Cnonyka 3a n.2 coopmynu (Ib)

, (Ib)
ne

R® aBnsie co6oto BOJEHb, ankeHin abo R
R aBnse coBoto ankeHinokcu, Kap60|<cm (abo
OioizocTepy KMCrNoTW), UiaHO, ranoreH, rigpokcuy,
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reTeg)oapmn R* -C(=0)-R, -C(=0)-NY'Y? -OR*, -
N(R®)-C(=0)-R’, -N(R%)-SO»-R’ a6o -NY'Y?

p 03Hauae Hynb abo uine yicrno 1 abo 2;

abo N-okcug, nponikapcbka dopma abo

dapmMaLeBTMYHO NPUAHATHA Cinb abo combBaT Takoi

cnonyku; abo N-okcua abo nponikapcbka dopma
Takoi coni abo coneBary.
37.Cnonyka 3a n.36, ge p 03Haqae HYMb.
38. Cronyka 3a n.36, ge R? aenae co6oo BOAEHb; R®
ABNsie co00t0 BOAEHb;
X' asnse coboto C-apun, C-retepoapun, C-ranoren,
C-CN, C-Hwxuuii arkokcu, C-C(=0)-OR®, C-C(=0)-
NY'Y? C-NY'Y?
R® aBnsie co60t0 BoaeHb abo C1.4ankin;
p 03Hauae Hynb; abo
N-okena, nponikapceka gopma abo hapmaueBTUYHO
nNpuHATHa cinb abo conbeaT Takoi cnonyku; abo N-
okcua abo nponikapcbka copma Takoi coni abo
conbBarty.
39. Cnonyka 3a n.38, ge R® sBnsie coboto BO[EHb.
40. Cnonyka 3a n.2 doopmynu (Ic):

R2

,
=
R3 |
NS
N
 (Ie)
ne:

R® aensie co6oto BOJEHb, arkeHin abo R4;

R saBnse coBolo arkeHinokcu, kapGokcu (aGo
bioizocTepy chnom) LiaHo, ranorex, rmpoxcw
reTeg)oapvm R -C( O)-R, C( 0)- NY Y -OR*, -
N(R®)-C(=0)-R’, -N(R®-SO~R” a6o -NY'Y?

p o3Hauae Hynb abo uine yucno 1 abo 2; i 3anuwok

R2
1
RB‘E)(l A
NS
NTN
H

npuegHaHUN B NONOXeHHi 2 abo 3 NiponbHOro Kinbugd,
a rpyna -(Rm)p npuvegHaHa B MnonoxeHHi 4 abo 5
niponbHoro kinbugs; abo

N-okena, nponikapceka gopma abo hapmaueBTUYHO
NpuHATHa cinb abo conbeaT Takoi cnonyku; abo N-
okcug abo nponikapcbka dopma Takoi coni ato
conbBarty.

41. Cnonyka 3a n.40, ge R? aBnsic coGoro BO[EHb.

42. Cnonyka 3a n.40 a6o 41, ge R® sensie coGoto
BOEHb.

43. Cnonyka 3a oyab-Akum 3 nn.40-42, ne X' aense
coboto C-azareTepoapurn.

44. Cnonyka 3a 6ygb-Akum 3 nn.40-42, ge X' saBnsie
coboto

3 CH, CH30,C
C-NH @ C-NH CNH @
Cl
C-NHO C-NH
OCH3 C-NH O— OCH,

OCH,
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C-NH-CHZ—®

C-NH-CH2—<|
C—NH—CHs—O—F ONH—CHz—O OCH,

a6o
45. Cnonyka 3a 6yab-Akum 3 nn.40-42, ne X' sense
coboto N, C-H, C-CN,

%5 .

NH -C(CHz3)2-CH20H.
46 CnonyKa 3a Oyab-sakum 3 nNn.40-45, pe R® aense
coboto C4ankin.
47. Cnonyka 3a 6yab-sikum 3 nn.4046, oe R" aense
coboto apun.
48. Cronyka 3a n.40, ae R® siBnsie coboto C1sarnkin,
3aMilleHnMn ankokcu, abo Cisankin, 3amilleHun -
NY1Y2; i R agnsie co60t0 HeoBOB'A3KOBO 3amilleHun
retepoapwun abo HeobOB'A3KOBO 3aMilLlEHUI apurl.
49. Cronyka 3a n.40, ge R° saBnse coBoto
Heo6O0B'A3KOBO 3aMiLLieHU C14ankin.
50. Cnonyka 3a n.40, pe R gaense coBoro
HeOOOB'I3KOBO 3aMmilleHu apun abo HeobOB'A3KOBO
3amilLeHunIi reTepoapur.
51. Cnonyka 3a n.40, ge R® saBnse coboto Crsarkin,
3aMilleHnn ankokcu, abo Ci4ankin, 3amilleHun -
NY'YZ i R aBnse coBoto HeoBoB's13K0BO 3aMilLeHMi
retepoapun abo HeobOB'A3KOBO 3aMilLleHUI apur.
52 Cnonyka 3a n.40, pe:
R SBNsie cOOO0 BOAEHD;
R ABNsie cOOOI0 BOAEHD;
X' sBnsie coGoto C- -apun, C- reTepoapvm C-ranoreH,
C- CN C-HrKYMn asikoKey, C-C(=0)-OR®, C- -C(=0)-
NY'YZ a6o C- NYY R® aBnse co6oto Creankin: p
o3Havae 1iR"™ ﬂBJ'IFlG co6oro apwun.
53. Cnonyka 3a n.52, ge X ﬂBnﬂe coboto C-cpeHin.
54. Cnonyka 3a n.52, pe X' aense coboto C- -Nipnann
abo

55. CnonyKa 3an.52, ne X1 asnsie coboto C-ClI.

56. Cnonyka 3a n.52, ae X' aBnae coboto C-OCHa.

57. Cnonyka 3a n.52, ge X' siBnsie co6oto C-C(=0)-
OtBu.

58. Cnonyka 3a n.52, ge X' aBnse cobot 0cobmmeo
C-C(=0)-NH-CHs, C-C(=0)-NH-CH2-CH20H, C-
C(=0)-NH-CH>-CH(CH3)OH, C-C(=0O)-NH-CH2-
C(CH3)2-OH, C-C(=0)-NH-C(CH3).-CH20H abo C-
C(=0)-NH-CH2CH20CHSs.

59. Cnonyka 3a n.52, ge X' siBnsie co6oto C-C(=0)-
NH-C(CH3)2-CH20H.

60. Cnonyka 3a n.52, ne X' aense coboto



1

CH,
CNH

61. Cnonyka san2 dopmynu (Id):
R2

1 6, 5 (R19)
~ ’\{ 4
H , (Id)
ae

p 03Hauae Hynb abo uine uncno 1 abo 2, i

R saBnse coBoto ankeHinokc, kapbokcn (abo

GioisocTepy KI/ICJ'IOTVI) LiaHo, ranoreH rl,quKcm

reTeé)oapvm R -C( 0)-R, -C( O)- NYY -OR*, -
N(R®)-C(=0)-R’, -N(R%-SO»-R a6o -NY'Y? a6o

N-okena, nponikapceka ¢opma abo (papmaueBquHo

NpUMHATHa cinb abo conbBaT Takoi cnonyku; abo N-

okcug abo nponikapcbka dopma Takoi coni ato

conbBarty.

62. Crionyka 3a n.61, ge R’ siBnsie co6oio BOzeHS,

HWKYUIA ankin, HWKYUIA ankin, samilleHumn CONYY

HWKYUI ankin, samilleHn KapboKCu, HWKYMIA arkin,

3aMilLeHuWIi TeTpasoninom, HWKYMA arnkin, 3aMILLI,eHVIVI

rl,quKcm abo HWKYMI arkin, samilleHun N(R )-SO2-

R, N(R)C( 0)-R abo -C(= )R

63. Crnonyka 3a n.62, pe R? asnse cobow -

CH2CH2C(=0O)CHa.

64. Cronyka 3a n.62 abo 63, ge R® siBnse co6owo

BOOEHb.

65. Cnonyka 3a n.62 a6o 63, ge p o3Havae 1.

66. CnonyKa 3a Oyab-sikuMm 3 Nn.62-65, ge R aBnse

coboto ankin.

67. Cnonyka 3a Oygp-ikum 3 nn.62-66, ne R"

NPUEQHAHWIA B MOMOXEHHI 4.

68. Cnonyka 3a n.2 goopmynu (1)

}I<ﬁ’

ae:

R' siBnsie coGoto apun aGo reTepoapun, KOXHWUIA 3
AKX HEODOB'AI3KOBO 3aMillleHUIn ofHielo abo OinbLlue
rpynamu, BUOpaHMMKM 3  arkineH4iokcu, arkeHiny,
arnkeHinokcw, ankininy, apuny, rigpokcu,
reTepoapvu'ly, reTepouMKnoanKmy, -C(=0)-R, -C(=0)-
NYY -N(R%-C(= O)R -N(R%-C(=0)-N Y3Y*
N(R)C( O) -OR’, -N(R%-SO»R N(R)SOzNYéY“
-COx-NY'Y%

abo N-okcua, nponikapcbka dopma, 6ioisocTepa
KMCNoTH, ¢apMaLeBTUYHO TMpUAHATHA Cinb  abo
conbBaT Takoi crnonyku; abo N-okcup, nponikapcbka
dopma abo 6ioisocTepa kucrnot Takoi coni abo
conbBarty.

69. Cnonyka 3a n.2, saka ABnsie coboto
2-[5-meTokcn-1-(2-mopconiH-4-in-2-okcoeTnn)-1H-
iHgon-3-n]-1H-niporo[2,3-b]nipnanH-4-«ap6oHiTpun;
4-meTokcn-2-(5-meToken-1-metmn-1H-ingon-3-in)-1H-
nipono[2,3-blnipnauny;
4-meTtokcun-2-(5-meTokci-1H-ingon-3-in)-1H-
niposo[2,3-blnipnaunH;
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(2-meTokcieTun)amig 3-[4-(3,5-gumeTnnizokcazonin-4-
in)-1H-niporo[2,3-b]nipnanH-2-in]-1-metvn-1H-iHgon-
5-kap6oHOBOI KMCNOTY;

(2-meTokcieTvn)amig 3-[4-(3,5-aumeTunizokcasonin-4-
in)-1H-nipono[2,3-b]nipnavH-2-in]-1H-iHgon-5-
KapboHOBOI KUCNOTY;
(2-rinpokcmn-1,1-gumeTuneTnn)amis, 3-(4-uiaHo-1H-
niposo[2,3-bnipngmH-2-n]-1-metmn-1H-iHgon-5-
KapboHOBOT KMCMOTY;
(2-rigpokcun-2-metTnnnponin)amig, 3-(4-uiaHo-1H-
niposo[2,3-b]nipnanH-2-n]-1-metmn-1H-iHgon-5-
KapboHOBOT KMCMOTH;
3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono[2,3-
blnipnanH-2-in}-1-metun-1H-Hgon-5-kap6oHoBy
KNCIOTY;
3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono[2,3-
blnipnanH-2-in}-1H-ingon-5-kap6oHoBy kKMcnoTy;
4-(3,5-aumeTunnizokcason-4-in)-2-(5-meTokcu-1-
meTun-1H-ingon-3-in)-1H-niporno[2,3-b]nipnawH;
4-(3,5-gumeTnnizokcason-4-in)-2-(5-meTokci-1H-
iHaon-3-n)-1H-nipono[2,3-blnipnaun;
3-(4-meToken-1H-nipono[2,3-blnipnavH-2-in)-1-
MeTun-1H-ingon-5-«ap6oHoBY KMCMOTY;
3-(4-uiaHo-1H-nipono[2,3-bInipuguH-2-in)-1-metnn-
1H-inpon-5«apboHoBY KMCMOTY;
2-(5-meToKCi-1H-iHaon-3-in)-1H-nipono[2,3-
b]nipnanH-4-«kap6oHOBY KMCMOTY;
2-(5-meTtoken-1-metmn-1H-iHgon-3-in)-4-(nipyavH-3-
in)-1H-niporo[2,3-blnipnavH;
4-xnop-2-(5-meTokci-1H-Hgon-3-in)-1H-nipono[2,3-
blnipnaunh;

(2-rippokeu-1,1-guveTunetun)amia  2-(5-meTokcm-1-
MeTun-1H-ingon-3-in)-1H-nipono[2,3-bInipnavH-4-
KapboHOBOT KMCMOTH;
(2-rigpokecu-1,1-guveTvneTvn)amis 3-(4-xnop-1H-
nipono[2,3-bJnipuanH-2-n)-1-meTmn-1H-4Hgon-5-
KapboHOBOT KMCMOTH;
[2-(5-meToken-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-in]MopdoniH-4-inMeTaHOoH;
(2-rinpokcmn-1,1-gumeTuneTnn)amig, 2-(1-etvn-5-
meTokci-1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
KapboHOBOI KMCNOTY;

(2-meTokcietTun)amig 2-(5-weTokeun-1-metmn-1H-
iHaon-34n)-1H-nipono[2,3,-b]nipnavnH-4-«kap6oHoBoT
KNCMOTH;

(2-rigpokcu-2-metTnnnponin)amig, 2-(5-meTokcu-1-
MeTun-1H-ingon-3-in)-1H-niporo[2,3-b]nipnavH-4-
KapboHOBOT KMCMOTH;

(2-rippokcunponin)amig  2-(5-veTtokcu-1-metun-1H-
iHaon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHosoi
KNCMOTH;

(2-rippokcieTnn)amig 2-(5-meTokcu-1-memmn-1H-
iHgon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHoBoi
KNCNoTK;

(2-meTokcieTun)amig 2-(5-meTtokci-1H-Hgon-3-in)-1H-
nipono[2,3-b]nipuanH-4-«kapO0oHOBOiT KNCIOTY;
2-(5-meToken-1-metmn-1H-ingon-3-in)-1H-nipono([2,3-
b]nipunanH-4-«ap6oHOBY KUCMOTY;
3-(4-xnop-1H-nipono[2,3-b]nipnanH-2-in)-1-meTun-
1H-iHpoon-5+«apboHoBY KMCMOTY;
2-(1-etun-5-veTokci-1H-iHaon-3-in)-1H-nipono[2,3-
b]nipunanH-4-«kap6oHoBY KMCMOTY;
2-(5-meToKCi-1H-iHgon-3-in)-1H-nipono[2,3-
blnipnanH-4-«kapbokcamig;
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2-(5-meToken-1-metn-1H-iHgon-3-in)-4-viopdoniH-4-
in-1H-nipono[2,3-b]-nipnawH;
2-(5-meToken-1-metmn-1H-iHgon-3-in)-4-ninepuanH-1-
in-1H-nipono[2,3-b]nipnauH;
[2-(5-meTokcu-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-in}-(2-meTokcndeHin)amiH;
[2-(5-meTokeun-1-metnn-1H-ingon-3-in)-1H-
niposo[2,3-b]nipngnH-4-inj-opToToninamix;
[2-(5-meTokcu-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-in}-(3-meTokcndeHin)amiH;
[2-(5-meToKCUK-1-MeTUR-1H-iHaon-3-n)-1H-
niposo[2,3-blnipnanH-4-in}-meTatoninamiu;
(4-doropcbeHin)-[2-(5-meToken-1-meTun-1H-iHaon-3-
in)-1H-niporo[2,3-b]-nipnanH-4-injamiu;
[2-(5-meTokcu-1-metmn-1H-ivgon-3-in)-1H-
niposno[2,3-b]nipuanH-4-n]-(4-meTokcndeHin)amiH;
[2-(5-meTokCu-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipuanH-4-injnapatoninamin;
6eHann-[2-(5-weTtokcu-1-memmn-1H-ingon-3-in)]-1H-
nipono[2,3-b]nipnavH-4-njamiu;
(4-dbrop6eH3un)-[2-(5-meToken-1-metnn-1H-iHgon-3-
in)-1H-nipono[2,3-blnipnanH-4-injamix;
(4-meTokcubeHsun)-[2-(5-meTokcmn-1-meTun-1H-iHgon-
3-in)-1H-nipono([2,3-b]-nipnanH-4-injamin;
(2-meTokcietnn)-[2-(5-meToken-1-vetun-1H-iHgon-3-
in)-1H-niporno[2,3-b]-nipnauH-4-injamiu;

meTunosun edip 3-[2-(5-veTtokcn-1-meTmn-1H-ingon-
3-in)-1H-nipono[2,3-b]-nipngnH-4-inamiHo]6eH30MHOT
KNCMoTK;
uuknonponinmetn-[2-(5-metokev-1-veTtun-1H-ingon-
3-in)-1H-nipono([2,3-b]-nipnanH-4-injamin;
[2-(5-meTokCK-1-MeTUn-1H-iHgon-3-n)-1H-
niposo[2,3-b]nipnavH-4-nj-cpeHinamiu;
o6ymn-[2-(5-meTokcu-1-memmn-1H-iHgon-3-in)-1H-
nipono[2,3-blnipnanH-4-injamiu;

MeTunamig 2-(5-meTokdi-1H-Hgon-3-in)-1H-
nipono[2,3,-b]nipnanH-4-«apboHoBoi kKMcnoTn abo
TpeT-6ytunoeuin  ediip  2-(5-meTokci-1H-iHgon-3-in)-
1H-nipono|2,3,-bjnipnanH-4-kap6oHOBOI kKNCNoTH;

abo N-okcua, nponikapcbka dopma, 6ioisocTepa
KMCNoTH, ¢apMaueBTUYHO TMpUAHATHA Cinb  abo
conbBaT Takoi crnonyku; abo N-okcup, nponikapcbka
dopma abo 6Gioisoctepa kucnomm Takoi coni abo
conbBarty.

70. Cnonyka 3a n.2, sika siBnsie coboto
2-[5-meTokcn-1-(2-mopdoniH-4-in-2-okcoetmn)-1H-
iHaon-3-n]-1H-nipono[2,3-b]nipnanH-4-«kap6oHiTpun;
4-meTtokcun-2-(5-meTtokcu-1-metun-1H-ingon-3-in)-1H-
niposo[2,3-blnipnaunH;
4-meTtokcun-2-(5-meTokci-1H-iHgon-3-in)-1H-
niposo[2,3-blnipngunH;

(2-meTokcieTun)amig 3-[4-(3,5-gumeTnnisokcasonin-4-
in)-1H-niporo[2,3-b]nipnawH-2-in]-1-metvn-1H-iHaon-
5-kap60oHOBOI KMCNOTY;

(2-meTokcieTun)amig 3-[4-(3,5-gumeTnnisokcasonin-4-
in)-1H-nipono[2,3-b]nipnavH-2-in}-1H-iHgon-5-
KapboHOBOI KMCNOTY;
(2-rinpokcun-1,1-gumeTuneTvn)amig, 3-[4-uiaHo-1H-
niposo[2,3-b]nipngmH-2-n]-1-metun-1H-ingon-5-
KapboHOBOI KMCNOTY;
(2-rippokcun-2-metnnnponin)amis, 3-[4-uiaHo-1H-
niposo[2,3-b]nipngnH-2-n]-1-metun-1H-ingon-5-
KapboHOBOI KMCMOTY;
[1-memnn-3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-iHaon-
5-inokcilouToBy KUCIOTY;
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3-[4-(3,5-gumeTunizokcason-4-in)-1H-nipono[2,3-
blnipngnn-2-in}-1-metun-1H-Hgon-5-kap6oHoBy
KNCIOTY;
3-[4-(3,5-meTunisokcason-4-in)-1H-nipono[2,3-
b]nipnanH-2-in]-1H-iHaon-5-«ap6oHOBY KNCIOTY;
4-(3,5-aumeTunnizokcason-4-in)-2-(5-meTokcum-1-
meTun-1H-ingon-3-in)-1H-niporo[2,3-b]nipnavH;
4-(3,5-gumeTunisokcason-4-in)-2-(5-metokci-1H-
iHgon-3-n)-1H-nipono[2,3-blnipnanH;
3-(4-meToken-1H-nipono(2,3-b]nipuamH-2-n)-1-
MeTun-1H-ingon-5«ap6oHoBY KMCMOTY;
2-(5-meToken-1-metn-1H-ingon-3-in)-4-gexin-1H-
nipono[2,3-b]nipnany;
2-(5-meToken-1-metmn-1H-ingon-3-in)-1H-nipono([2,3-
b]nipnanH-4«ap6oHiTpun;
4-xnop-2-(5-meToken-1-metun-1H-iHgon-3-in)-1H-
nipono[2,3-blnipnamny;
2-(5-meToken-1-metmn-1H-iHgon-3-in)-4-(NipnavH-3-
in)-1H-niporno[2,3-blnipnawH;
4-xnop-2-(5-meTokci-1H-Hgon-3-in)-1H-nipono[2,3-
blnipnanh;
2-(5-meTokci-1H-iHgon-3-in)-1H-nipono[2,3-
b]nipnanH-4«ap6oHiTpun;
(2-rigpokcu-1,1-guvetvnetvn)amia  2-(5-meTokcm-1-
MeTun-1H-ingon-3-in)-1H-niporo[2,3-b]nipnavH-4-
KapboHOBOT KMCMOTH;
(2-rigppokcun-1,1-gumeTuneTin)amin, 3-(4-xnop-1H-
nipono[2,3-bJnipugnH-24n)-1-metmn-1H-iHgon-5-
KapbOHOBOI KMCNOTY;
(2-rippokcu-1,1-gumeTvneTvn)amis 2-(1-emn-5-
meTokci-1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
KapboHOBOI KUCNOTY;
(2-rinpokcun-2-veTunnponin)amig 2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-niporno[2,3-b]nipnanH-4-
KapboHOBOI KMCNOTY;

(2-rinpokcunponin)amig ~ 2-(5-metokcu-1-meTun-1H-
iHaon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHoBoi
KNCMOTH;

(2-rigpokcietnn)amig 2-(5-weTokcun-1-memmn-1H-
iHaon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHoBoi
KNCMOTH;

(2-meTokcieun)amig 2-(5-meTtokci-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«kap6oHOBOI KMCNOTH;
MeTunamig 2-(5-meToKCci-1H-iHoon-3-in)-1H-
nipono[2,3-b]nipuanH-4-«kap6oHoBoi kncrnot abo
TpeT-6yTnnosun  edip 2-(5-metokci-1H-iHgon-3-n)-
1H-nipono|[2,3-b]nipnanH-4-«kapboHOBOT KNCNOTH;

abo N-okcua, nponikapcbka dopma, 6ioisocTepa
KMCNoTK, ¢apMaLeBTMYHO TMpUAHATHA Cinb  abo
conbBaT Takoi crnonyku; abo N-okcua, nponikapcbka
dopma abo 6ioisoctepa kucrnot Takoi coni abo
conbBary.

71. Cnonyka 3a n.2, axka aBnsie coboto
(2-meTokcieTun)amig 3-[4-(3,5-gumeTnnizokcazonin-4-
in)-1H-niporo[2,3-b]nipnanH-2-n]-1-metvn-1H-iHgon-
5-kapOOHOBOI KMCNOTY;
(2-rigpokcu-2-metTnnnponin)amig 3-(4-uiaHo-1H-
nipono[2,3-bJnipuanH-24n}-1-metmn-1H-iHoon-5-
KapboHOBOT KMCMOTH;
3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono[2,3-
blnipngnH-2-in)-1-metmn-1H-iHgon-5-«ap6oHoBy
KNCIOTY;
3-[4-(3,5-meTunisokcason-4-in)-1H-nipono[2,3-
blnipnanH-2-in}-1H-ingon-5-kap6oHoBy kMcnoTy;
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4-(3,5-gumeTunisokcason-4-in)-2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnawH;
2-(5-meToken-1-metmn-1H-iHgon-3-in)-1H-nipono(2,3-
b]nipnanH-4-«ap6oHiTpun;
(2-rippokcun-1,1-pgumetuneTnn)amio  2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-niporno[2,3-b]nipnavnH-4-
KapboHOBOI kncnot abo
(2-rippokcu-1,1-gumeTvneTvn)amig, 2-(1-en-5-
MeTokci-1H-iHaon-3-in)-1H-nipono[2,3-b]nipnanH-4-
KapboHOBOI KMCNOTY;

abo N-okcua, nponikapcbka dopma, 6ioisocTepa
KMCNoTH, ¢apMaLeBTUYHO TMpUAHATHA Cinb abo
conbBaT Takoi crnonyku; abo N-okcup, nponikapcbka
dopma abo 6Gioisoctepa kucnomm Takoi coni abo
conbBarty.

72.Cnonyka 3a n.2, sika siBnsie coboto
[2-(5-meTokCu-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipuanH-4-n]-(2-meTokcudpeHin)amiH;
abo N-okcua, nponikapcbka dopma, 6ioisocTepa
KNCMOTW, apMaueBTMYHO MNPUNHATHA Ccinb abo
conbBaT Takoi cnonykun; abo N-okcua, nponikapcbka
dopmy abo 6iocizoctepa kucnomm Takoi comi abo
conbBarty.

73. 3acTocyBaHHS CMONYKM 3a N.2 ANt BATOTOBIEHHS
nikapcbkoro 3acoby Ans nikyBaHHS CTaHiB, SKi MOXHa
nonerwmTn LUNSAXOM BBEJEHHS iHriGiTopy
KaTaniTM4Hoi akTMBHOCTI Syk.

74. 3acTocyBaHHSA CNOMyKW 3a M.2 AN BUTOTOBMEHHSA
nikapcbkoro 3acoby pAns  nikyBaHHS  3ananbHoro
3aXBOPIOBaHHS.

75. 3actocyBaHHA 3a n.74, Oe 3ananbHUMK
3axBOpPIOBaHHAMM € acTMa, 3anarnbHuiA [epMaTos,
anepriyHMiA  pUHIT, anepriyHMn  KOH'IOHKTMBIT abo
3ananeHHs cyrmnobis.

76. 3actocyBaHHA 3a n.74, pge 3ananbHUMK
3aXBOPIOBAHHAMMU € actma, ncopias,

repneTmgopmMHnI AepMmaTuT, eksema,
HEKPOTU3YIOUMIA  BacCKymiT,  LKIPHAA  BaCKymiT,
OynbO3He  3axBOPIOBAHHSA,  amnepriYHum  puUHIT,

anepriyHM  KOH'WOHKTUBIT, apTpuT, peBMaToIgHUN
apTpuUT, KOPEBUIA apTpUT, NCOpiaTUYHUIA apTpUT abo
ocTeoapTpuT.

77. 3acTocyBaHHS CMONYKM 3a N.2 AN BATOTOBIEHHSsI
nikapcbkoro 3acoby Ans nikyBaHHSA CTaHiB, SKi MOXHa
nonerwmTn LLUMSIXOM BBEEHHS iHriGiTOpy
KaTanitmyHoi aktmeHocTi FAK.

78. 3acTocyBaHHS CMONYKM 3a N.2 AN BATOTOBMEHHS
nikapcbkoro 3acoby Ans nikyBaHHSA CTaHIB, SKi MOXHa
nonerwmTn LUMSIXOM BBEEHHS iHriGiTOpy
kaTtanitmyHoi aktmeHocti KDR.

79. 3acTocyBaHHA CMoOMykK 3a M.2 Ans BUTOTOBIEHHS
Nikapcbkoro 3acoby Ans nikyBaHHs CTaHiB, SKi MOXHa
nonerwmTn LLUMSIXOM BBEEHHS iHriGiTopy
KaTaniTMyHoi akTMBHOCTI Aurora2.

80. 3acTocyBaHHA Cnomnyku 3a M.2 Ans BUTOTOBIEHHS
Nikapcbkoro 3acoby Ans nikyBaHHs CTaHiB, SKi MOXHa
nonerwmTn LLUMSIXOM BBEJEHHS iHriGiTopy
kaTtanitmyHoi aktmsHocTi IGF1R.

81. 3acTocyBaHHA Cnonyku 3a n.2 Ans BUTOTOBIEHHS
nikapcbKoro 3acoby Ans NikyBaHHA paKy.

82. 3actocyBaHHa 3a n.81, pge pakoBum
3axBOPIOBAHHAM, sKe nigndrae nikyBaHHW, €
KONopeKTanbHWi pak, pak mpocTaTv, pak MOJIOYHO|
3ano3un, pak LWMTOBMAHOI 3ano3un, pak LKipu, pak
06040BOi kKMLKM abo pak nereHi.

83. 3acTocyBaHHA cnonyku 3a n.2 Ans BUTOTOBIEHHS
nikapcbkoro  3acoby Ans  nNikyBaHHA  XPOHIYHOI
0BCTPYKTMBHOI XBOPOOM NnereHsb.

84. 3acTocyBaHHS CMONYKM 3a N.2 AN BATOTOBMEHHS
nikapcbkoro 3acoby Ansi NMikyBaHHA aHrioreHeay.

JaHnn BuHaxig BIQHOCUMTLCS [0 3aMilleHUX
asaiHgonis, no crnocobis X ofdepXKaHHs,
dapMaLeBTUYHMX  KOMMO3MLiA, WO MIiCTATb Ui
cnomnykn, i Ao ixX dhapmaueBTMYHOro 3acTOCYBaHHS
npu nikyBaHHi XBOPOOMMBMX CTaHiB, $SKi MOXHa
perynoBaTy, iHriGytoun npoTeiHkiHasu.

MpoTeiHkiHasn GepyTb yyacTb B akTax nepegad
curHanie, ski  perynowTb  akTueaujo, picT i
andepeHuitoBaHHA  KNITUH y  Bignosidb Ha
no3akniTMHHi  Mediatopu i Ha 3MiHY OTOYEHHS.
3BMYANHO Ui KiHA3M NOAINATL HA AeKirnbka rpyn: Ti,
AKi  nepeBaxkHO OCKHOPUNIOTL CepuHOBI  i/abo
TPEOHIHOBI  3anuWKK, | T, SKi  nNepeBaxHo
doccopuniooTs TMPO3MHOBI 3ammwkn [S.K. Hanks
and T.Hunter, FASEB. J., 1995, 9, pages 576-596].
CepuH/TpeoHiH  KiHa3u  BkMOYalTb,  Hanpuknag,
i3opopmu npoteiHkiHasm C [A.C.Newton, J. Biol.
Chem., 1995, 270, pages 28495:28498] i rpyny
UMKMNiH3anNexHMx kiHa3, Takmx gk cdc2 [J.Pines,
Trends in Biochemical Sciences, 1995, 18, pages
195-197]. Tupo3uHKiHA3M BKNOYaTb pelenTopu
¢akTopiB POCTY, WO CTATYIOTb MemMOpaHu, Taki $K
enigepmansHuin peuenTtop dakTopa pocty [S.lwashita
i M.Kobayashi, Cellular Signalling, 1992, 4, pages
123-132], i BHYTPILUHbOKMITUHHI, HepeuenTOpHI
KiHasu, Taki Ak p56tck, p59fyn, ZAP-70 i csk kiHaau

[C.Chan et. al, Ann. Rev. Immuhol., 1994, 12, pages
555-592].

lMoHagMmipy BWCOKa aKkTUBHICTb MpOTEiHKiHa3
CynpoBOAKYye OaraTo 3axBOpoBaHb, §Ki BMHMKAOTb
BHacnigok HeHopManbHOT KRiTUMHHOT dyHKUii. Lle
MOXe BUSIBMATUCb abo GesnocepedHbLo, abo
HenpsMo,  Hanpwknag, Yy  Bumsagi BiAMOBU
BiQNOBIAHOMO KOHTPOSbEHOIO MEXaHi3aMy Ansa KiHasu,
NnoB'A3aHof, Hanpwukrag, 3 MyTauieto,
noHagekcrnpecielo abo HeBignNoOBIAHOK aKTUBALIE
depmeHTy, abo y BurMAdi  HagmipHoro  abo
HeJoCTaTHbOrO  MPOAYKYBAHHSA  UMTOKIHIB  abo
dakTopiB pocTy, €Ki Takok Oepytb y4actb B
TpaHcaykuii curHanis "Buwe" abo "Hwxue" kiHasn. Y
BCiX LMX BMMAgKax MOXHA YekaTu, WO CenekTUBHE
iHribyBaHHs Aii KiHa3un, HagacTb CNPUATIMBY Ait0.

TuposuHkiHa3a cenesiHkm (Syk) sBnse coboto 72-
kDa uuTOonnnasmiyHy npoTeiHTUPO3MHKIHA3Yy, sSKa
E€KCNPEeCyETbCHA B Pi3HMX reMOMNOeTUYHUX KIiTUHAX i €
iCTOTHUM eneMeHTOM B psAi kackagdiB, siki 3B'A3yl0Tb
peLenTopy aHTUrEHiB 3 KMITMHHUMKU peakuiamu. Tak,
Syk rpaloTb UeHTpanbHy ponb B nepeadi curHanis
BMCOKOI cnopigHeHocTi IgE peuentopa, FceR1, B
TYYHUX KNiTUHaX i B nepefadi curHany peLenTopHoro
aHTMreHy B T i B nimdountn. Cxemmn curHanbHoi
TpaHcayKkuii, xapakTepHi onda TydHux, T i B knituH,
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MarTb CrinbHi pucu. PeuenTopHi [OMEHN
3B'A3yBaHHA niraHOQy He BONOAjIOTb XapakTepHOI
aKTUBHICTIO TUPO3UHKiHa3n. OgHak BOHW B3aeEMOAiI0Tb
3 nepejaBanbHUMKM  CYOOOVHULUAMMK, SKi - MIiCTAT
aKTMBaUiHUA oparMeHT Ha OCHOBI iIMyHOpeLenTopa
Tmpo3suHy (ITAM) [M.Reth, Nature, 1989, 338, pages
383-384]. Li dparMeHT npucytHi sk B B, TaKk i B y
cyboamHuuax FceR1, B &-cyboauHuui T KniTMHHOrO
peuentopa (TCR) i B IgGa i IgGP cyboanHuusax B
kniTmHHoro peuentopa (BCR). [N.S.van Oers and A
Weiss, Seminars in Immunology, 1995, 7, pages 227-
236]. Micna 3B'A3yBaHHA aHTUreHy i nonimepusadii,
ITAM 3anuLwKun docdopunioloTbcs
nNpoTeiHTMPO3uHKiHa3amn  cimenctea  Src.  Syk
Hanexam A0 YHiKanbHOro Kracy TMPO3MWHKiHa3, sKi
MiCTATb OBa romororiyHux Src TaHgemu, 2 (SH2)
OOMeHN i C-TepMiHanbHUM KaTaniTMyHui gomeH. Lli
SH2 pomeHu 3B'A3y10TbCs1 3 BUCOKOH CMOPIOHEHICTIO 3
ITAM, i ua SH2-onocepegkoBaHa acouiauia Syk 3
aKTVBOBAHVM PeLEenTopoM CTUMYIIOE aKTUBHICTL Syk
KiHasu i nokaniaye Syk Ha membpaHi nnasvu.

Y wmuwen 3 pgediumtom  Syk iHriboBaHa
JerpaHynsuiss  TYdHUX  KMiTMH, WO  J03BOnNsE
nepegbaunTi, WO Le € BaX/MBOK MeTow Ans
CTBOPEHHS areHTiB, sKi CTabini3yloTb Ty4Hi KNiTUHW
[P.S.Costello, Oncogene, 1996, 13, pages 2595-
2605]. AHanoriyHi gocnipKeHHs NpoAemMOoHCTpyBanu
KputnuHy porb ana Syk B BCR i TCR nepepaui
curHanis [A.M.Cheng, Nature, 1995, 378, pages 303-
306, (1995) i D.H.Chu et al., Imnmunological Reviews,
1998, 165, pages 167-180]. Kpim TOoro, Syk mabytb
OepyTb y4acTb y BUXKMBAHHI €03nHOQINIB Yy BiANOBiAb
Ha IL-5 i GM-CSF [S.Yousefi et al., J. Exp. Med,,
1996, 183, pages 1407-1414]. HesBaxatoun Ha
KMYoBY posfib Syk B TYYHUX KNiTMHAX, B nepepavi
curHanie B BCR i T knitnHax, gyxe mano BigomMo npo
MeXaHi3M, 3a JonoMorolo skoro Syk nepefae Hwk4e
edekTopn. [Ba amanTopHux 6inkn, BLNK (B
KMiITUHHUIA niHkepHwA Binok, SLP-65) i SLP-76, sk
Oyno nokasaHo, € cybctpatamu ana Syk B B knitmHax
i TY4HMX KNiTMHaX, BiANOBIAHO, | 6YNO NOCTYNbOBAHO,
WO BOHW 3B'3y0Tb Syk 3 poO3TalLOBaHWMK HKYE
edekTopamu [M.Lshiai et al., Immunity, 1999, 10,
pages 117-125 and L, R.Hendricks-Taylor et al.,,
J.Biol. Chem, 1997, 272, pages 1363-1367]. Kpim
Toro, Syk, mabyTb rpawTb BaXIMBY pOflb Yy CXEMi
nepepgadi curHanis CD40, ska rpae Baxnvey ponb B
nponicgepadii B knituH [M.Faris et al., J.Exp. Med.,
1994, 179, pages 1923-1931].

Kpim Toro, Syk 6epe yyactb B akTuBauii
TPOMOOLMTIB, CTUMYNbOBAHUX 3a PaxXyHOK HWU3bKOI
cnopigHeHocTi IgG peuentopa (Fc ramma-RIIA) abo
CTMMynboBaHUX konareHom [F.Yanaga et al,
Biochem. J., 1995, 311, (Pt.2) pages 471-478].

dokanbHa apresinHa kiHasa (FAK) € He
peuenTopHOK TUPO3UHKIHA301, WO Gepe ydacTb B
cxemax  TpaHcOyKuii  iHTerpuHornocepeaKkoBaHOro
curHany. FAK cniBnokanisyetbCa 3 iHTerpyHamu B
canTax pokanbHoro KoHTakTy i FAK akTuBauii, i ii
TUPO3UHOCHOPUIOBaHHS, AK 6yno
NPOAEMOHCTPOBAHO Ana  GaratbOX TWMIB  KMiTWH,
3anexuTs B4 3B'A3yBaHHA IHTErpvHiB 3i CBOIMM
no3akniTMHHUMKW  niraHgamu.  PesynbTatm  pagy
JocnimpKeHb NigTBEPSKYIOTL rinoTesy npo Te, wo FAK
iHrGITOPM MOXYTb  BUABUTUCH KOPUCHUMMK  NpuU
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nikyBaHHi pakoBux 3axsoptoBaHb. Hanpukrnag, FAK-
AediunTHi KNitTMHM cnabo MirpyloTe y BiANOBigb Ha
XiMIOTaKTUYHi  curHamM, | noHagekcnpecia  C-
TepMmiHanbHoro poMeHy FAK 6nokye nowmpeHHs
KMiTUH, TaKOX $IK | XiIMioTakTMYHY Mirpaito [Sieg et al,
J. Cell Science, 1999, 112, 2677-2691; Richardson A.
and Parsons T., Cell, 1997, 97, 221-231]; kpim TOTrO,
NYXMHHI KNiTMHKW, obpobneHi FAK aHtMcmucnosnmm
OniroHykneoTMaamm,  BTpayawTb  3A4i6GHICTE OO
npuegHaHHa i 3asHatoTe anonto3 [Xu et al, Cell
Growth Differ. 1996, 4, 413-418]. MNoBigomMnanocs, LWo
FAK noHageKcrnpecoBaHi npu pakoBuxX
3axBOPKOBAHHAX MNpOCTaTX, MOJIOYHOI  3anosu,
LLMTOBUAHOT 3ano3n i nereHb. PiBeHb ekcnpecii FAK
Oe3nocepeHbO  KOpenwe 3  NyxIMHamu, Lo
OEMOHCTPYIOTb HaNOINbLW arpecuBHUin heHOTUMN.

AHrioreHes3, abo yTBOpEHHS HOBMX KPOBOHOCHMX
CyOUH WNsixoM "MpopocCTaHHA" 3 CyAMHHOT cuctemm,
WO icHyBana paHiwe, Mae Benu4yesHy BaXiuMBiCTb
Anst po3BUTKY embpioHa i opraHoreHe3dy. HagmipHa
HeoBacKynspuaauis cnocTepiraetbcs npu
peBMaTtoigHoMy apTpuTi, AiabeTnyHin peTnHonarTii i B
npoueci po3suTky nyxnuH [Folkman, Nat. Med., 1995,
1, 27-31]. AnrioreHe3 € cknagHum GaratocTtagiiHyim
npouecoM, SIKM BKNIOYAE akTuBaLjlo, Mirpauito,
nponidepadito i BIKMBAHHA eHOoTenianbHNUX KNiTUH.
IHTEHCMBHI  pocnipkeHHs B obnacTti  aHrioreHesy
NyXMUH B OCTaHHI OBa OeCATUPIYYS BCTAaHOBUMNKM pag
TepaneBTMYHUX MilleHen, $Ki BKM4YaloTb KiHa3w,
npoTteasn Ta HTErPUHM, IO NPMBENO A0 BIOKPUTTA
6araTbox HOBUX aHTM-aHMOreHHMX areHTi.,
BKMOYauM peuenTop, WO MIiCTUTL BOYyOOBaHUN
aomeH kiHasn (KDR, sigomun Takox sk VEGFR-2,
peuenTop-2 chakTopa pPOCTy CyOUHHOrO €HAOTeNit),
iHriGiTopn, geski 3 AkMx B uen 4ac nepebysalTb B
cragii kniHiyHOi ouiHkm [Jekunen, et al., Cancer
Treatment Rev. 1997, 23, 263-286.]. IHriGiTopu
aHrioreHe3y MOXHa BWKOPMUCTOBYBATM $SIK OCHOBHI,
000aTKOBI | HaBiT 3acobu aAns 3anobiraHHA Npu NosBi
260 NOHOBMNEHHI POCTY 3MOAKICHUX MYXIUH.

Oesxi 6inkn, wo 6epytb ydyactb B cerperawji
XPOMOCOM i 306upaHHi BepeTeH, Oynu BusIBNEHi B
apbkmpkax iy gposodhin. PymHyBaHHA umx 6Ginkis
npuMBOANTL OO0 MOPYLIEHHs cerperawii XxpoMocoMm i oo
YTBOPEHHSA  OOHOMOMSAPHUX  abo  3pYMHOBAHMX
BepeTeH. [lo umx kiHa3 BigHocatbea Ipll i Aurora
KiHa3n 3 S.cerevisiae i gposodin, BigNoOBiAHO, SKi
HeoOXiaHi Ans po3fdineHHs UeHTpocoM i cerperauii
xpomocoMm. OguH romoror gpbkmpkosux Ipll nogmHn
HewoaaBHO OyB KIOHOBaHUMN i OxapaKTepu3oBaHWUN
pisHuMun nabopatopismu. La kiHasa, Ha3BaHa
Aurora2, STK15 ab6o BTAK, BigHocuTbCca [0
cimeiictBa cepuH/TpeoHiHkiHa3. Bischoff et al.
nokasanu, wo  Aurora2 €  OHKOreHHOK i
aMnnicikyeTbCsl B KOMOPEKTaNbHNX paKkax y MoguHn
[EMBO. J, 1998, 17, 3052-3065]. BoHa Takox 6yna
BMSIBNIEHA, HaNpuknag, Npu pakoBUX 3aXBOPIOBAHHSX,
O BKMNtOYalTb eniTenianbHi NyxnuWHKW, Taki SK pak
MOJSIO4HOT 3a1031.

PeuenTtop iHcyniHonogibHoro chaktopa pocty
mny 1 (IGF1R) € TpaHcmembpaHHUM peLenTopoM
TUPO3WHKIHA3N, SKUN 3B'A3YETbCS FOMOBHMM YMHOM 3
IGF1, ane Takox i 3 IGF2 Ta iHCyniHOM 3 MEHLLO
cnopigHeHictio.  3B'a3yBaHHA  IGF1 3 1noro
peLenTopom npvMBOaUTH o oniromepu3aadii
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peuenTopis, akTnBauii TUPO3MHKIHA3N,
M DKM ONEKYNSAPHOTo peuenTopHOro
aBToOoC hopUNIOBaHHS i docdopunioBaHHs
KAITUHHUX cybcTparis (aBoma OCHOBHUMM
cyoctpatammn gna  Hux € IRS1 i  She).
JlirangaktmeoBaHi  IGF1R  iHOYKYIOTb  MITOreHHy

aKTUBHICTb Y HOpMarnbHUX KRiTMHax. Y Oeskux
KMiHIYHMX NOBIOOMMEHHAX NiOKPECNIOETLCA BaXmBa
ponb cxemu IGF-1 B po3BUTKY NyXnUH y ntoguHu: (i)
noHagekcnpecia IGF-I-R yacto BuaBnsetbca B pisHMX
nyxnuHax (Hanpwknag, npyv paky MOJIOYHOI 3anosu,
paKy TOBCTOI KWLLKW, paKy NnereHb, paky LKipu, npu
capkoMi) i 4acTo acouileTbCA 3 arpecBHUM
deHoTUNOoM; (ii) BMCOKi KOHLIEHTpAUii LMPKYMOYNX
IGF1 no6pe KopentoTb 3 PU3MKOM BUHUKHEHHS paky
npoctatM, JnereHs i MoJioyHoi  3anosu; (iii)
enigemionoriyHi - gocnimkeHHa posrnagatTts  IGF1
akcuc Ak ¢akTop CXUNbHOCTI B naTtoreHesi paky
MOJIOuHOT 3ano3u i npocTtatn [Baserga R. The IGF-I
receptor in cancer research, Exp Cell Res. (1999)
253:1-6; Baserga R. The contradictions of the JGFI-
Receptor, Oncogene (2000) 19: 5574-81; Khandwala
HM. et al. The effects of IGFs on tumorigenesis i
neoplastic growth, Endocrine Reviews (2000) 21:215-
44; Adams TI et al. Structure i function of the IGF
1R,CMLS (2000) 57: 1050-93.]

Y [MbkHapoaHin MaTeHTHIN 3asaBLi
PCT/US/00/15181, nogaHin 2 4yepBHa  2000],
pO3KpUTUIA pag 2-3aMilleHnx 6eHsimigasonis, iHaoNIB,
6eH30Kkcasonis i 6eH3oTia3oni., AKi, AK
NOBIAOMMSIETLCA, MOXHa BMKOPUCTATU ans
iHriGyBaHHA 3arnbeni KNiT1H.

ABTOpPU  BUSABWAM  HOBY [Pyny 3aMmillieHux
asaiHponis, AKi BOMNOAI0Tb LiHHAMWK
dapmaLeBTUYHUM I BMacTMBOCTAMMU, 30Kkpema,
34aTHicTio iHridyBaTu npoTeiHkiHa3u, GinbLw

KOHKPETHO, 3aaTHicTio iHrbyBaTn Syk KiHa3y, Aurora2,
KDR, FAK i IGF1R.

Takum 4nMHOM, B OOHOMY acnekTi JaHMIA BUHaXiA
BiAHOCMTbCA L0 (hapMaLeBTUYHUX KOMMO3MWLiN, Lo
BKITIOYaK0Th CMOMyKn 3aransHoi opmynu (1):

R2
1
e
PO I N 0
N
H
ae

R’ siBnsie co6oto apwun abo retepoapun, KOKHUN 3
AKX HEODOB'AI3KOBO 3aMillleHUI ofHielo abo Binblue
rpyn, BubOpaHMX 3 ankineHZiokcu,  arnkediny,
arnkeHinokcu, arkidiny, apwny, LuiaHo, ranoreHy,
rigpokcy, retepoapuny, retepouuknoarnkiny, HiTg)O,
R? -C(=0)-R, -C(=0)-OR®, -C(-0)-NY'Y? -NY'Y* -
N(R%)-C(=0)-R’, -N(R%-C(=0)-NY’Y*, -N(R®-C(=0O)-
012?7, N(R®-SO2R’, -N(R®-SO-NY*Y* -SO»-NY'Y?|
-Z°R;

R? siBnsie co6oto BOAEHb, aumn, LiaHo, ranoreH,
HWKAMiA  ankenin, -Z°R* -SONY*Y* -NY'Y? a6o
HWDKYNIA arnkin, Heo0O0B'sI3k0BO 3amilleHun
3amicHMKOM, BUBpaHUM 3 apuny, LiaHo, retepoapusy,
reTepouuKnoarnkiny, rigpokcu, -22R4, -C(=0)-NY 'Y2, -
C(=0)-R, -COR® -NY®Y*, -N(R6)-C(=06)-R, -N(7R6)-
C(=0)-NY'Y? -N(R®-C(=0)-OR’, -N(R®-SO»R’, -

N(RG)-SOz-NYSY‘, -SO2NY'Y? i ogHoro a6o 6inblue
aToOMIiB ranoreHy;

R® aBnse cobowo BOAEHb, apun, LiaHo, ranoreH,
reTepoapwus, HWKYMn ankin, -ZZR4, -C(=O)-OR5 abo -
C(=0)-NY3Y*

R* ABMSIE coboto arnkin, umKnoarnkin,
umMknoarnkinankin, reTepouvKrioankin abo
reTepouvKnoankinankin, KOXHUN 3 AKUX

HEeOOOB'I3KOBO 3aMilLEHUA 3aMiCHMKOM, BUGpaHuM 3
apuny, Luknoarnkiny, uiaHo, ranoreHy, retepoapuny,
retepouuknoarkiny, -CHO (abo ix noxigHoro 5-, 6-
abo 7-uneHHOro uukniyHoro auetamno), -C(=0O)-
NY'Y? -C(=0)-OR®, -NY'Y?, -N(R®)-C(=0)-R’, -N(R®)-
C(=0)-NY’Y*, -N(R®-SO~R’, -N(R®-SO-NY*Y*, -
Z°R7i opaHiei abo GinbLie rpyn, BMOpaHuUX 3 rigpoKcK,
arkokcu i kapbokcu;

R® aBnsie coboro BOAEHb, arkin, ankeHin, apun,
apunarkin, retepoapun abo retepoapunarnkisn;

R® aBnse coboto BOAEHb ab0 HWKYUA ankKin;

R’ saense coBotw ankin, apun, apwunankin,
umknoarnkin, umMknoarnkinankin, retTepoapwun,
retepoapunankin, reTepoLmMKoarkKin abo
reTepoLumvKnoankinankin;

R® aBnse co60t0 BogeHb abo HIDKUMIA arnkKin;

R sBnsie co6oto apun abo retepoapwu; ankeHisn;
abo arkin, UMKnoarnkin, LUMKnoankinankin,
retepouuknoankin  abo reTepouvknoarkinankin,,
KOKHAA 3  SIKMX  HeOoDOOB'A3KOBO  3aMilLUeHUN
3amicHUKOM, BUGpaHuM 3 apwuny, uuMknoarkiny, wiavo,
ranoreHy, retepoapwny, retepouukroarkiny, -CHO
(abo ix noxigHoro 5-, 6- abo 7-4nNEeHHOro LUKMiYHOro
auetanw); -C(=0)-NY'Y?, -C(=0)-OR® -NY"Y? -
N(Reg-C(=O)-R , -N(R®)-C(=0)-NY*Y* -N(R®)-SO>R’,
-N(R )-SOz-NY3Y4, 2R ofHiei abo Oinble rpymn,
BMOPaHUX 3 rigpOKCK, ankokev i kapbokeu;

X' aBnse coboto N, CH, C-apun, C-retepoapun,
C-retepouuknoankin, C-retepouukrnoankeHin, C-
ranoreH, C-CN, C-R* C-NYV, C-OH, C-Z’R, C-
C(=0)-R, C-C(=0)-OR° C-C(=0)-NY'Y? C-N(R;;-
C(=0)-R, C-N(R®-C(=0)-OR’, C-N(R®)-C(=0)-NY’Y*,
C-N(R®-SO~NY*Y* C-N(R®-SO2R, C-SO~NY®Y*,
C-NO2 abo C-ankeHin abo C-arnkiHin, HeoboB's3k0BO
3amileHunn ogHieto abo GinbLie rpynamu, BUGpaHUMm
3 apuny, UiaHo, ranoreHy, rigpokcu, retepoapuny,
reTepouMKnoanKin%/, HiTpO, -C(=O)-NY1Y2, -Yg=0)-
OR® -NY'Y2 -N(R%-C(=0)-R’, -N(R®)-C(=0)-N Y’Y*, -
N(R®)-C(=0)-OR’, -N(R%-SOxR’, -N(R%-SO-NY?*Y*,
-SCWNYVi-Z?R*

Y' i Y2 HeszanexHo sBnsoTs coboo BOJEHb,
ankeHin, apwn, uuknoankin, retepoapun abo arnkin,
HeobOB'A3KOBO 3aMilleHUn opfHielo abo Ginblue
rpynamu, BMGpaHuUMK 3 apuny, ranoreHy,
retepoapuny, reTespouMKnoanKiny, rigpokeun, -C(=0)-
NY?Y*, -C(=0)-OR”, -NY3Y/, —N(Rs)—Cg=O)—R7, -N(R®)-
C(=0)-NY’Y* -N(R%-SOR’, -N(R®-SO-NY*Y* i
OR’; a6o rpyna -NY'Y2 moxe yTBOPOBATU LIMKITIYHURA
aMiH;

Y2 i Y* HesanexHo sBnsioT cobolo BOJEHb,
ankeHin, arkin, apwn, apunankin, uukroankin,
retepoapwun abo retepoapunarkin; abo rpyna NY?
MOXe YTBOPIOBaTU LIMKIYHNIA aMiH;

Z" aBnsie coboro O abo S;

Z% siBnsie coboto O abo S(O)n;

Z° aBnsie coboto O, S(O)ns NRY;

n o3Hauae Hynb abo uine uicno 1 abo 2;
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abo BignosigHi ix N-okcuau, nponikapcbki
dopmu, OGioizoctepu Kucnotu, dapMaueBTUYHO
NPUHATHI coni abo comnbBaTV (Hanpuknag, rigpaTu)
Takmx cnonyk; i ix N-okeuam, nponikapceki dpopmu i
GioizocTtepu kucrnotn; pasom 3 ogHUM abo Ginblue
dapmMaueBTMYHO  MPUMHATHUMK  HociamMn  abo
eKkcuunieHTaMu.

B iHWoMy acnekTi AaHUn BUHaxi4 BiAHOCUTLCA [0
cnonyk dopmynun (), Sk BM3HAYeHO BuLIE, ane
BMKITIOYAI04M CMNOMYKW, MepepaxoBaHi HUKYe:

2-peHin-1H-nipono[2,3-b]nipnavH,

2-(4-6pomdpeHin)-3-metTnn-1H-nipono|[2,3-
blnipnaunH,

memunosun  edip  4-(3-veTun-1H-nipono[2,3-
blnipnanH-2-in)6eH3oHoT kncnom,

2-(4-xnopdpeHin)-1H-nipono[2,3-b]nipuanH,

2-(4-meTokendpenin)-1H-nipono[2,3-blnipnaun,
5-meTtun-2-deHin-1H-nipono[2,3-bjnipnaunHx,
4-meTnn-2-geHin-1H-nipono[2,3-bjnipnavH,
2-nipnamnH-3-in-1H-nipono[2,3-bJnipnavH,
4-(3-metn-1H-nipono(2,3-blnipnamH-2-
in)6eH30MHY KUCMOTY,
2-(4-meTokendpeHin)-3-meTun-1H-nipono[2,3-
blnipnaunH,
2-(4-meTnndeHrin)-3-metmn-1H-nipono|2,3-
blnipnanH,

isonponinosun edip 4-(3-vetnn-1H-niponol[2,3-
blnipnanH-2-in)6eH3onHoi knenotm,

2-peHin-3-metnn-1H-nipono[2,3-bjnipnaunHx,

5-6pom-2-heHin-3-metnn-1H-nipono[2,3-
blnipnaunH,
6-xnop-2-ceHin-1H-nipono([2,3-blnipnavH,
6-xnop-4-meTtun-2-ceHin-1H-nipono[2,3-
blnipnanH,
4-metnn-2-cpeHin-1H-nipono[2,3-bjnipnanH-3-
inkapbokcanbaerig,
2-gpeHin-1H-nipono[2,3-b]nipnamH-3-
inueToHiTpUA,
2-beHin-3-npon-1-eHin-1H-nipono[2,3-blnipnaun,
4-meTnn-2-geHin-1H-nipono[2,3-bjnipnanH-3-
inkapbokcansaeria,
anmeTtnn(2-deHin-1H-nipono[2,3-bjipnavH-3-
inmeTun)ami,
2,2'-ancbetn-1H,1'H-[3,3'6i[nipono[2,3-
b]tpnaunHini,

2-(2-dpeHin-1H-nipono(2,3-b]nipnanH-3-
in)auetamig,

3-anin-2-geHin-1H-nipono[2,3-blnipnamH,

(2-cheHin-1H-nipono[2,3-b]nipnamH-3-
in)aueToHiTPUN,

2-gpeHin-1H-nipono[2,3-b]nipnann-3-
kapbanbgeria,

3-mopdoniH-4-nmeTun-2-ceHin-1H-tpono[2,3-
blnipnaunn,

N-[2-(2-cpeHin-1H-nipono[2,3-bInipnanH-3-
in)etun]auetamig,

6-dpeHin-5H-nipono[2,3-bnipasuH,

6-(4-meTokendpeHin)-5H-nipono[2,3-blnipasuy,

6-(4-xnopdeHin)-5H-Tporo[2,3-b]nipaanH,

6-(2-xnopdeHin)-5H-nipono[2,3-blnipa3uH,
3-meTtnn-6-deHin-5H-nipono[2,3-bjnipasuH,
2-meTun-6-geHin-5H-nipono[2,3-bjnipasuHi
7-meTnn-6-geHin-5H-nipono[2,3-bjnipasuH.

MaeTbcsa Ha yBasi, WO B ONWC JAHOMo BUHAxoady
TepMiH "cnonyku paHoro BuHaxody' i ekBiBaneHTHi

BMpa3u BKIOYAKOTb CMONYKM 3aransHoi dopmynu (1),
Ak Oyrno BM3HAYEeHO BMLIE, MNPUYOMY LEW BuUpas
BKMOYaE nponikapcbki  dopmu, dapmaueBTMyHO
NPUMHATHI coni i combBaTW, Hanpwkrag, rigpaTu,
AKWO Ue BignoBidae KOHTEKCTY. AHamnorivHo,
NOCUNaHHA Ha MPOMDKHI CMOMYKW, He3amneXxHo Bif
TOro, 3asiBMneHi BOHM caMi Y/ Hi, BKIOYaloTb iX coni i
conbBaTW, SIKWIO Lie BignoBigae KOHTEKCTY. 3 MeTol
YTOYHEHHHA, $KWO LUe BiANOBiJAE  KOHTEKCTY,
npeacTaBneHi KOHKPETHI Npuknagun, ane U npuknamm
€ npocTo incTpaTMBHMMU | He nepenbavatots
BUKITIOYEHHS  (HWIKMX, $SIKWO BOHM BiANOBiAaTb
KOHTEKCTY.

Y TOMy 3HauyeHHi, 9K BYKOPUCTaHO BuLLe i dani y
BCbOMY OMWCi BUHAxXoAy, TEPMiHW, WO 3ycTpivaroTbCs,
SAKWO Hemae [HWWUX BKasiBOK, MalTb HaCTyrHi
3HAYEeHHs:

"MauieHT" BkNOYAE K MOAMHY, Tak | iHLWUX
ccaBLiB.

"BioisocTepa kucnotm" o3Havae rpyny, sika Mae
XiMiyHy abo  iisMuHy cxoxicTb i Bomnogie
aHanoriynmmm  GionoriyHMMKM  BNacTMBOCTAMM 3
kapbokcuneHow rpynoto  [guB. Lipinski, Annual
Reports in Medicinal Chemistry, 1986, 21, p 283
Bioisosterism In Drug Design"; Yun, Hwdhak Sekye,
1993, 33, ‘'"pages 576579 Applicaton Of
Bioisosteism To New Drug Design"; Zhao, Huaxue
Tongbao, 1995, ‘"pages 34-38 Bioisosteric
Replacement and Development Of Lead Compounds
In Drug Design"; Graham, Theochem, 1995, 343,
"pages 105-109 Theoretical Studies Applied To Drug
Design: ab initio Electronic Distributions In
Bioisosteres"). TMpuknagn BignosigHMx 6GioisocTep
kucnoT Bkntoyatotk: -C(=0)-NHOH, -C(=0)-CH20H, -
C(=O)CH2SH, -C(=0)-NH-CN, cynbdo, ¢ocdoHo,
ankincynbdoHinkapbamoin, TeTpasonin,
apuncynbdgoHinkapbamoin,
retepoapuncynboHinkapbamoin, N-
MeTokcukapbamoin, 3-rigpoken-3-umknobyreH-1,2-
[iOH, 3,5-piokco-1,2,4-okcagia3onigvHin abo
reTepoumMKnivHi dpeHoNu, Taki K 3-rigpoKciizokcasonin
i 3-rigpokcu-1-meTnnnipasonin.

"Auun" osHavyae H-CO- abo arkin-CO-rpyny, B
SIKiV arkinbHa rpyna mMae BkasaHi 3HauyeHHs.

"AunnamiHo" sensie cobow aumn-NH-rpyny, ae
auun Mae BkasaHi 3Ha4YeHHS.

"AnKeHin" o3Havae aniaTyHy BYINMEBOAHEBY
rpyny, wWo MIiCTUTb BYrMeub-ByrfeUb NOABIHUNA
3B'A30K, SKUA Moxe Oy HeposranykeHum abo
posranykeHum, WO MIiCTUTb Big ©OnuM3bko 2 1o
6nm3bko 15 aTomiB Byrneuto B naHutory. MepeBaxHi
anKeHinbHi rpynu mMictaTs Big 2 Ao 6nusbko 12 aTomiB
Byrneulw B naHutory; i Ginbw nepeBaxHO Big 2 A0
6nm3bko 6 aTtomis Byrmeuto (Hanpuknag, 2-4 atomu
BYrnew) B naHutry. TepmiH "posranyxeHun" B Tomy
3HAYeHHi, 9K BiH BMKOPUCTaHWUMW, i Yy BCbOMY TeEKCTi,
O3Havae, WO oaHa abo 6Ginblie HWKYMX anKinbHUX
rpyn, Taknx sik MeTun, etun abo nponin, npuegHaHi
00 NiHiINHOro NaHutora; B LbOMY BUNaAKy Ao MiHinHOro
ankeHinbHoro nadutora. "Hwkuyuin ankeHin" osHavae
Big 6nm3bko 2 Oo 6nm3bko 4 aToMmiB Byrmeul B
naHutry, sIkUn moxe OyTM HeposranykeHum abo
posranykeHum. [puknagn  ankeHinbHUX  rpyn
BKITIOYaKOTb €TeHin, nNponexin, H-byTeHin, i3obyTteHin,
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3-meTunbyT-2-eHin, H-NEHTEHIN, renTeHin, OKTeHin,
LMKIOreKCuIoyTeHin i geueHin.

"AnkeHinokcn" aense coboto ankeHin-O-rpyny, ge
ankeHin mMae BKasaHi Bule 3HaudeHHd. [puknamm
arnKeHiNnoKCMrpyn BKIYatoTb aninokcu.

"Ankokcn" o3Havae amnkin-O-rpyny, B  AKin
ankinbHa rpyna Mae BKasaHi BULUE 3HAYEHHS.
Mpvknaan ankokcurpyn BK4YaoTb AMGITOPMETOKCH,
METOKCK, TPUGTOPMETOKCK, €TOKCW, H-MPOMOKCH,
i3onponokcu, H-6yTokcK i renTokeu.

"Ankokcukap6oHin" osHavae ankin-O-CO-rpyny, B
AKiA arnkinbHa rpyna mae BkasaHi BULLEe 3HaAYeHHS.
Mpuknagn ankokenMkapOOHIMbHUX Tpyn  BKIOYAOTb
METOKCK- | eTOKenKapOoHin.

"AnKin" osHavae, SKLIO HeEMaE iHLIMX BKa3iBOK,
anipaTmuHy BYIMEBOOHEBY rpyny, sika Moxe Oyt
Hepo3ranykeHuMm abo posranykeHUM FfaHLoroM, Lo
MicTUTb Big 6nmsbko 1 go 6nusbko 15 aTtomis
BYIMneul B naHulory, HeoOOB'A3kOBO 3aMilLEHOMY
ogHuM abo Ginbwe artomiB ranoreHy. KoHKpeTHi
ankineHi rpynu mictat BiA 1 4o 6nusbko 6 aTomis
Byrneuto. "Hwxkumii ankin" sk rpyna abo 4yactnHa
HWKYOT  arkokcu, HWK4Yoi  ankinTio, HWKYOT
ankincynbiHinbHOT abo HWKY0i ankincynbgoHINbHOT
rpynv  O3Hayae, SKWO HeMae iHWMX BKa3iBOK,
anicpaTuHy BYrMEBOOHEBY rpyny, sika Moxe Oyt
Hepo3ranykeHMm abo posranykeHUM FaHLoroM, Lo
MicTTe Big 1 g0 6nm3bko 4 aTtomiB Byrmeulw B
naHutory. lMpuknamm arkineHWx rpyn  BKMAYaKTb
MeTun, eTun, H-nponin, isonponin, H-6ytmn, BTOP-
Oytun, TpeT-0yTnn, H-NeHTUn, 3-MeHTun, renTun,
OKTUI, HOHIN, Aeunn i gogeunn. Mpuknagn ankineHMX
rpyn, 3amiweHux opgHum abo Ginbwe artomis
ranoreHy, BKro4arTb Tpu TopMeTUn.

"Ankinen" osHavae anicaTMyHUi OBOBANEHTHUN
pagukan, OfepXKaHuh 3 HeposranykeHoi abo
po3sranyXeHoi ankinbHOT rpynu, B SKin arnkinbHa rpyna
Mae BKasaHi BuLLe 3HaveHHs. [Mpvknagn ankineHoBmx
pagvkanis BKITO4AK0Th METUIEH, eTuneH i
TPUMETUSEH.

"AnkineHgioken" o3Havae -O-arkineH-O-rpyny, B
AKI ankineH Mae BKasaHi BuLLe 3HayeHHs. MNpuknam
ankineHgiokevurpyn  BKMOYaTb  METUMEHAIoOKCH i
eTuneHaiokcu.

"Ankin cynbciHin" osHavae arkin-SO-rpyny, B
AKIN ankinbHa rpyna Mae BKasaHi BuLUE 3HAYEHHs.
MepeBaxHMMmn ankincynbiHiNbHUMKU rpynamMmu € Ti, B
AKMX ankinbHa rpyna siensie cob6oto Ci.4arnkin.

"AnkincynbdoHin" os3Havae arkin-SOx-rpyny, B
AKIN ankineHa rpyna Mae BKasaHi BuLUE 3HAYEHHs.
MepeBaxxHUMY ankincyrnb@OHINbLHUMIK rpynamu € Ti, B
AKMX ankineHa rpyna siensie coboto C1.4arnkin.

"AnkincynboHinkapbamoin" o3Havae ankin-SOz-
NH-C(=0)-rpyny, B akin ankinbHa rpyna Mae BkasaHi
BULLE 3HaYeHHS. MepeBaxHMMM
ankincynbgoHinkapb6amoinbHUMM rpynamm € Ti, B
AKX ankineHa rpyna sense coboto Ci.4arnkin.

"AnKinTio" o03Hayae ankin-S-rpyny, B  AKin
ankineHa rpyna Mae BkasaHi BULUE 3HAYEHHs.
Mpuknagn ankintio rpyn BKMAKYalTb METUNTIO,
eTunTio, i3onponinTio i renTUnTiO.

"AnkiHin" o3Havyae anidatTuuHy BYINEBOAHEBY
rpyny, WO MiCTUTb ByrMeub-Byrneuesun NOTPiHUNA
3B'I30K, Mpu4omMy  Uus rpyna  moxe  Oymm
Hepo3aranykeHuMm abo po3ranykeHUM FaHLroM, Lo

MiCTUTb Big 6nuM3bko 2 Ao 6nusbko 15 aTomiB
Byrneul B naduory. llepeBaxHi ankiHineHi rpynu
MicTATb Big 2 0o 6nu3bko 12 aTtomiB Byrmeulw B
naHutory; i 6inbw nepeBaxHo, Bi4 2 Ao 6nmsbko 6
aTomiB BYyrmeL (Hanpuknag, 2-4 atomu Byrfeut) B
naHutory. lMpuknagn ankiHinbHUX rpyn  BKMAOYa0Tb
€TWHIN, NponiHin, H-ByTnHIN, i306yTMHIN, 3-MeTUNoGYT-
2-WHIN i H-NEeHTUHIN.

"Apoin" o3Havae apun-CO-rpyny, B SKiin apunbHa
rpyna Mae BkasaHi Buwe 3HadeHHdA. [lpuknagm
apoinbHUX rpyn BkNtoYaTe 6eH30in i 1-i 2-Hadroin.

"ApoinamiHo" o3dHayvae apoin-NH-rpyny, ge apoin
Ma€ BKasaHi BMLLE 3HAYEHHS.

"Apun" sk rpyna, abo yactuHa rpynu, osHadae: (i)
HeoDbOB'A3KOBO  3aMilUeHUA MOHOUMKNIYHMI  abo
MONiUMKMIYHUI apoMaTuyHUim KapOouuKniYHWA
dparmeHT Big OnmM3bko 6 go 6nusbko 14 aTtomis
BYIneul, Takum sik deHin abo Hadtun; abo (i)
HeobOB'A3KOBO 3aMilleHUMA YacTKOBO HacuMYeHun
NONILMKIIYHNIA apomaTUyHUin KapOoLMKNiYHUIA
dparMeHT, B SKOMY apurbHa i ukrnoarnkineHa abo
LUMKoarnkeHinbHa rpyna KOHAEHCOBaHi pasoMm 3
YTBOPEHHAM  UMKIIYHOI  CTPYKTYpW, Takoi  £K
TeTparigpoHadTUNbHe, iHAEHINbHE abo iHOaHINbHe
Kinbue. 3a BMHATKOM BWNAAKiB, KONW AaHi iHLWi
BM3HAYEHHS, apuiibHi rPyNM MoXyTb OyTu 3amilleHi
oAHVM abo Ginblue 3amiCHVKaMK apuibHUX rpym, sKi
MOXYTb OyTM ofHaKkoBi abo pisHi, Ae BNpa3 "3amicHuK
apunbHOI  rpynu"  BKMYae, Hanpukrnag, auun,
aumnamMiHo, arnkokcu, ankokcukap6boHin,
arnkineHgiokey,  ankincynb@iHin, — ankincynbdoHin,
ankinTio, apoin, apoinamiHo, apun, apunankinokcu,
apunankinokenkapboHin, apunarnkintio, apunokcu,
apunokcvkapboHin, apuncynbiHin, apuncynbgoHin,
apuntio, kapbokcu (@abo GioizocTepa kMcnoTu), yiaHo,
ranoreH, retepoapoin, reTepoapwn,
reTepoapunankinokcu, retepoapoinamiHo,
reTepoapuriokey, fgpokcu, Hitpo, TpudtopmeTun, -
NY2Y*, -CONY*Y*, -SO.NY*Y*, -NY’-C(=0) ankin, -
NY’SOzankin a6o arkin, HeoOOB'A3KOBO 3aMilLiEH W
apunom, retepoapunom, rigpokeu, abo -NY3Y:

"Apunankin" osHadae apunaskineHy rpyny, B sikin
apunbHWA | ankinbHWM dparMeHTM MaioTb BKasdaHi
BuLle 3HayeHHs. [lepeBaxHi apunarnkinbHi rpynu
Mictate  CrsarnkineHun  doparmeHT.  Npuknam
apunarnkinbH1MX rpyn BkntoyaTs 6eH3unn, 2-ceHeTun
i HacbTaniHmeTun.

"Apunankinokcn" o3Havae apwnarkin-O-rpyny, B
AKIn  apunarkinbHa rpyna Mae BkasaHi  Buulle
3HayeHHs. [Npuknaan apunarnkiniokeurpyn BKYaloTb
6eH3unokeu i 1-abo 2-HadraniHMeToKCu.

"ApunankinokcukapboHin" osHavae apunankin-O-
CO-rpyny, B €Kil apunarnkin Mae BKasaHi BULLE
3HayeHHs. [Mpuknagom apunankinokcmkapboHinbHOT
rpynu € 6eH3nnokcukapboHin.

"ApunankinTio" o3Havae apunarkin-S-rpyny, B
AKiIN - apunankinbHa rpyna Mae BkasaHi  BuLe
3HayeHHs. [lpukrnagom apunarnkintmio rpynn €
6eHaunTio.

"Apunokcu" o3Havyae apun-O-rpyny, B AKiA
apurbHa rpyna Ma€ BKas3aHi BuWE 3HAYEeHHS.
Mpuknaan apunokcurpyn BKMOYawTb (eHoKen i
HagITOKCU, KOKHA 3 SIKUX HEODOB'I3KOBO 3aMilleHa.

"Apunokcukap6oHin" osHavae apun-O-C(=0)-
rpyny, B SKiA apurbHa rpyna Mae BKasaHi BULLE
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3HayeHHs. [Mpuknagn apunokckapOboHINMbHUX Tpyn
BKITIOYaloTb heHOKCvKapOOoHin i HadpTokcukapBoHin.

"ApuncynbdiHin" o3Havae apun-SO-rpyny, B AKin
apunbHa rpyna mae BkasaHi BULLE 3HAYEHHS.

"ApuncynbdoHin" osHavae apun-SOo-rpyny, B
AKIN apurbHa rpyna Mae BKadaHi BULLE 3HAaYEHHS.

"ApuncynbdoHinkapbamoin" o3Havae apnn-SO-
NH-C(=0)-rpyny, B kil apunbHa rpyna Mae BkasaHi
BULLE 3HAYEHHS.

"ApnnTio" o3Havae apun-S-rpyny, B SKii apurnbHa
rpyna Mmae BKasaHi Buwe 3HayeHHs. [puknam
apunTio rpyn BKNYaTb eHinTio i HadTunTIO.

"AzareTtepoapun” O3Havae apomMaTUyHun
KapboLMKMIYHUI hparMeHT, WO MiCTUTb Big 6nu3bKo
5 po 6mu3bko 10 yneHiB Kinbus, B SSKOMY OOWH 3
UYneHiB Kinbus aBnse coboto asoT, a iHWKWIA 4YneH
Kinbus BuGpaHum 3 BYrmeuto, KUCHIO, Cipku i a3orTy.
Mpuknagn asareTepoapusibHUX Py BKIOYaTb
6eHsiMmigasonin, iMigasonin, iHgasoniHin, iHgoNin,
i30XMHONIHIN, nipungumn, nipuMiguHin, niponin,
XiIHOMIHIN, XiHa30MiHIN | TeTpariapoiHAO0NI3NHI.

"Unkniynmin  amiH"  osHavae 3-8  uneHHy
MOHOLKIIYHY UMKIOAnKinbHy KinbLeBy cuctemy, ge
OAVH 3 aTOMIB BYIMeLU0 KinbLUs 3aMiHEHWUIA a30TOM, i
qka (i) moxe pani MmicTMTM rpyny, WO MiCTUTb
retepoatom, BubpaHy 3 O, S, SO, abo NY’ (ne Y’
AaBnsae cobolo BoAeHb, arkin, apwn, apunarnkin, -
C(=0)-R’, -C(=0)-OR’ a6o -SO:R"); i (ii) Mmoxe Gyt
KOHOEeHCOBaHa 3 A0AaTKOBUM apuibHUM (Hanpuknag,
deHinom), reTepoapuibHAM (Hanpwuknag,
nipyannom), reTepouVKNoankinsHUm abo
LMKNoankinbHUM KifbLUsSMUY 3 YTBOPEHHAM BiLuKniYHOT
abo TpuuukniyHoi kinbueBoi cuctemu. [Mpuknamm
LMKIIYHMX aMiHiB BKIOYalTe NiponigvH, NinepuaunH,

MOopdoniH, ninepaswH, iHOOMIH, NipUHAOTIH,
TeTparigpoxiHoniH i nogibHi rpynu.
"LinknoankeHin" O3Ha4vae HeapoMaTUyHy

MOHOLMKIIYHY abo noniuMKniyHy KinbLeBy CUCTEMY,
WO MIiCTUTb, MPUHANMHI, OOWH BYrNeLub-ByrneLeBsnii
noABiMHAN 3B'A30K, i WO MICTUTb Big ONU3bko 3 0o
6n13bKo 10 aToMmiB BYrreLto. Mpuknam
MOHOLMKITIYHNX LMKINoarnkeHinbHMx Kineub
BKIIOYaOTb LMKIIONEHTEHIN, LIMKNOreKceHin i
LMKIIorenTeHin.

"Linknoankin" osHadYae HacMyeHYy MOHOUMKIIYHY
abo 6GiuuKniYHY KinbueBy CUCTEMY, WO MIiCTUTb Bif
6nmsbko 3 pgo 6Gnusbko 10 aTtomiB  Byrneuto,
HeoboB'A3K0BO 3aMiLleHol OKCO. Mpuknam
MOHOLMKITIYHMX LMKITOarKiflbHUX Kineub BKIOYaoTb
C3zgUMKNOANKiNbHI  KinMbUsl, Taki 9K Uuknonponin,
LUMKIOMNEHTUN, LMKIOFEKCUIT i LMKIOrenTus.

"Unknoankinankin® ogHavyae uuknoankinasrkinbHy
rpyny, B AKil LMKNOArKinbHAW i ankineHUn dparMeHTn
Mae BKa3aHi BULLE 3HaYeHHs. Mpuknamm
MOHOUMKITIYHMX LMKnoarkinasnkinbHux rpyn
BKJIOYAIOTb LIMKIIONPOMINIMETUS, LMKIIONEHTUIMETUS,
LMKITOreKCUnmMeTUn i umknorentunmeTun.

"lanoreH" osHayvae dorop, xop, 6pom abo nog.
MepeBaxHi dTop i Xxnop.

"letepoapoin” o3Hayae retepoapun-C(=0)-
rpyny, B SKiA reTepoapunbHa rpyna mae BkasaHi
BULIE 3HayeHHs. [puvknagn retTepoapurnbHUX Tpyn
BKJOYa0Tb NipnannkapboHin.

"leTepoapoinamiHo" o3Havae retepoapoin-NH-
rpyny, B SKi reTepoapunbHMin parMeHT Mae BkasaHi
BULLE 3HAYEHHS.

"TeTtepoapun" sk rpyna, abo 4yactvHa rpynu,
o3Ha4ae: (i) HeobOB'sI3KOBO 3aMiLLEHUIA apOMaTUYHUIA
MOHOUMKIiIYHMIA  ab0  NOMMUMKNIYHWA  OpraHiYHuN
dparMmeHT, Wo MictnTb Big 6nmabko 5 oo 6nuabko 10
uneHiB B KinbLj, B sikomy oanH abo bGinblie 4neHis
Kinbus sBnsge cobok (ABnsTb Co00K) enemeHT
(enemeHTH), aKki  Bigpi3HAIOTbCA B4  BYrMeulo,
Hanpuknag, a3oT, KuceHb abo CipKy, (Npuknaam Takmx
rpyn BKIOYA0Thb rpynu 6eHsimigasoniny,
OeHsTiasoniny, dypuny, imigasoniny, iHgoniny,
iHOoNi3uHINY, i3oxa3oniny, i3o0xiHoniHiny, i3oTiasoniny,
okcapgjasoniny, nipasuHiny, nipugasuHiny, nipasoniny,
nipuauny, nipyumiguHiny, niponiny, XiasoniHiny,
xiHoniHiny, 1,3,4-Tiagiasoniny, Tiasoniny, TieHiny i
Tpuasorniny, HeoOOB'I3kOBO 3aMilleHi ogHielo abo
Oinblue rpynamn apunbHUX 3aMiCHWKIB, SIK YKaszaHo
BMLUE, SKWO TiNbKM HemMae iHwux BkasiBok); (ii)
HeoOOB'A3KOBO  3aMilLeHW, YacTKOBO HacuM4yeHun
NONIUMKNIYHUIA reTepokapOOLWKNIYHUIA dparMeHT, B
AKOMY reTepoapunbHa i UuMknoarkinbkHa —abo
LMKIoarnkeHinbHa rpynu KOHAEHCOBaHi 0gHa 3 OOHOH
3 YTBOPEHHSAM UMKIYHOT CTPYKTYpU (NpuKknagn Takux
rpyn BKMKOYaTb NiPUHOAHIMBHI rPynu, He0BOoB'A3KOBO
3amileHi ogHuM abo GinbLue "3aMiCHMKaMM apUsbHUX
rpyn”, K yKasaHo BuLle, SKLO TiflbKM HEMAae iHLWMX
BM3Ha4yeHb). HeoOOB'SI3KOBI 3aMiCHMKM BKIOYaTH
oavH abo Ginblie "3amicHUKIB apurnbHUX rpyn”, €K
yKa3aHo BuULLE, AKLLO TiNIbKM HEMAE iHLUMX BU3HAYEHD.

"leTepoapunankin” O3Havae
retepoapunankinbHy rpyny, B sikin retepoapuibHUN i
ankinbHWM  pparMeHT™M MalTb  BKasaHi  Bulle
3HayeHHs. [lepeBaxHi reTepoapunarkinbHi rpynu

MicTate  CisarnkineHun  doparmeHT.  Npuknam
reTepoapunankinbHuX rpyn BKITIOYal0Th
nipuannmeTun.

"reTepoapunarnkinokex" O3Hauvae
retepoapunankin-O-rpyny, B AKiRN
retepoapwnankinbHa rpyna Mae BKasaHi BuULle
3HAYEHHS. Mpuknamm reTepoapuIIoKCUrpyn
BKIOYa0Tb HeoBOoB'A3KOBO 3aMilueHun

nNipManIMeToKcu.

"l'eTepoapunokcu” osHavae retepoapun-O-rpyny,
B HKiA reTepoapuiibHa rpyna Mae BKasaHi BULLE
3HaYEHHS. Mpwknaan reTepoapunoKCurpyr
BKJt0Yal0Tb HEOBOB'SI3KOBO 3aMiLLEeHWIA NipUANIIOKCH.

"reTepoapuncynbdoHinkapbamoin” O3Ha4vae
retepoapun-SO2-NH-C(=0)-rpyny, B AKin
retepoapwurbHa rpyna Mae BkasaHi BuLLe 3HaYEHHS.

"leTepouukroankeHin" o3Ha4vae

LUKIOArnKeHinbHy rpyny, ska Mictute oauH abo
Oinbwe retepoaTtomiB abo rpyny, WO MiCTUTb
retepoatom, BubpaHy3 O, Si N T
"TeTepouuknoarnkin® osHavae: (i) umknoarkinbHy
rpyny, Wo MicTuTb Big 6nn3bko 3 40 7 YneHiB B KinbLj,
ke MicTuTb oguH abo bGinbwe retepoaTtomiB abo
rpyn, siKi MicTsTb retepoaToM, BubpaHux 3 O, Sii NY7,
i Mmoxe Oym HeobOB'3kOBO 3amiweHe okco; (ii)
4acCTKOBO Hacu4eHumn NONILUUKNIYH WA
reTepokapboLMKIiYHNIA ppamMeHT, B SKOMY apurbHe
(abo reTepoapunbHe) Kinble, KOXHe HeoOOB'A3KOBO
3amiwleHe ogHuM abo  Ginbwe  "3amicHukamu
apurnbHux rpyn", i reTepoumknoankinbHa rpyna
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KOHOEHCOBaHi pa3oM 3 YTBOPEHHSAM  LMKMIYHOT
cTpykTypu. (MpuKknagm Takux rpyn BKIYaOTb rpynu
XpomaHiny, aurigpobeHsodypaHiny, iHAOMIHINY i
nipuHAONIHINY).

"leTepouukroarkinankin" O3Hayvae
reTepouvKknoarnkinankineHy rpyny, B AKIN
retepouuKnoarkineHi i ankineHi dparmMeHT makwTb
BKa3aHi BULLUE 3HAYEHHS.

"Mponikapceka dopma"” o03Ha4vae Cnonyky, ska
nepeTBOPIETLCA in Vivo BHacnigok Metaboniamy
(Hampuknag, B pesynbTati rigponisy) B CNOMYyKY
dopmynu (1), Bkntovaroum ii N-okeugn. Hanpuknag,
cknagHui edbip cnonykm dopmyrm (1), skuia mMicTnTb
rigpokcurpyny, B pe3ynbTaTi rigponidy in vivo Moxe
Oyt  nepeTBOpeHWW Yy  BUXIGHY  MOReKyny.
AnbTepHaTMBHO, CKNagHuin edip cnonykn dopmynm
(N, skun mictute  kapbokcurpyny, Moxe 6ytn
nepeTBOpeHWn B pe3ynbTaTi rigponidy in vivo y
BUXiZHY MONeKyny.

BignosigHumn  cknagHumun - edpipamy  cnonyk
dopmynn  (I), wWo MmicTATb  rigpokcurpyny, €,
Hanmpvknag aueTtaTtv, uMTpaTW, nakTamm, TapTpaTtw,
ManoHaTu, oKcamaTtu, caniyunati, nponioHaTu,
cykumHatn, dymapaTti, Marneam, meTuneH-Gic-B-

rigpokcvHadpTonaTv,  2,5-gurigpokcnbeHsoatn,  2-
rigpokcieTaHcynbdoHaTH, An-n-TonyonrtapTpaTy,
MeTaHCynbgoHaTH, eTaHcynbdoHaTu,
6eH3oncynboHaTy, n-tonyoncynsdoHaTy,

uumknorekcuncynsgamaTti i cknagHi edipyn  XiHHOT
KNCIOTW.

BignosigHumn  cknagHumun - edpipamy  cnonyk
dopmynn  (I), aki mictam  kapbokcurpyny, €,
Hanpuknazg, poskpwuti B nybnikauii [F.J.Leinweber,
Drag Metab. Res., 1987, 18, page 379].

BignosigHi cknagHi edipyn cnonyk dopmynu (1),
WO MicTATb K kapbokcurpyny, Tak i rigpokcurpyny y
dparmeHTi -L"-Y, BkMioYaloTb NakToHM, YTBOPEHi Npu
BTpaTi BOAM  MDK  BKasaHuMM  KapOoOKcu- i
rigpokeurpynamu.  lNpuknagu TaKMX  NaKTOHIB
BKITHOYAKTh KanponakToHW i ByTMpOnNakToHN.

Ocobnneo BigNoOBigHMIA Knac ckiagHux edipis
cnonyk dopmynu (), Wwo MicTaTe rigpokenrpyny,
MOXHa ofepKatn 3 parMeHTiB KUCNOT, BUGpaHUX 3
TMX, Wo po3kpuTi [Bundgaard et. al, J. Med. Chem.,
1989, 32, page 2503-2507], i Bkno4alOTL 3aMilLEHi
(amiHomeTun)6eH3oaTy, Hanpuknag,
diankinamiHomeTunbeHsoaTM, B SAKUX ABi  ankinbHi
rpynv  Moxyte Oy 3'egHaHi  pa3oMm  i/abo
nepepuBaTMCb aTOMOM KUCHIO abo HeobOB'A3KOBO
3aMillleHMM aToMOM a3oTy, Hanpuknag, ankinosaHum
aToMoM asory, ocobnmeo
(mopdoniHomeTn)beH3oaTn, Hanpuknag, 3- abo 4-
(mopcboniHomeTun)beH3oatu, i (4-ankinninepasunH-1-
in)beHsoaTu, Hanpuvknaa, 3- abo 4-@4-
ankinninepaswuH-1-n)6eHzoaTtu.

Y Tux BUnagkax, Konu Cronykn AaHOoro BUHaxody
MicTATb  kapbokcurpyny abo [OOCUTb  KUCHOTHY
GioisocTepy, MOxHa ogepxaTu coni npueaHaHb
OCHOB, ki € NpocTuMH i BinbLw 3py4HUMUK opMamm
ONS  BMKOPUCTaHHSA; Ha MNpakTUUi  BUKOPUCTAHHS
CONbOBOI dopmu NpakTM4HO eKBiBaneHTHe
BUKOPUCTaHHIO hopmun BiflbHOI KUcroTn. OCHOBK, SKi
MOXHa  BUKOpUCTATM ANs  OJEpXKaHHA  conen
NpUeQHaHHA OCHOB, NEPEBaKHO BKIOYATL Ti, SKi B
pesynbTaTi NPUEQHAHHSA BiflbHOT KMCIOTU YTBOPHOOTH
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dapmMaLeBTUYHO NPUAHATHI cori, TO6TO coni, KaTioHW
AKNX HETOKCWYHI ANs nauieHTa npy hapmaueBTUYHMX
Ao3ax coren, Tak Wo cnpuaTnuei iHribytovi edekTu,
BNacTMBi BiIMlbHMM OCHOBaM, He 3HELiHITLCA
noGiyHMmn edekTamu, SKi MPUNUCYIOTbL  KaTioHaM.
dapmaueBTMYHO NPUAHATHI COMi, BKMKYakoum coni,
ofepKaHi 3 NMYyKHWUX i NyXHOo3eMenbHWX MeTaris, B
06'eMi AaHOro BUHaxoAy BKIOYaOTb Ti, AKi ogepXaHi
3 HacTYMHUMKM  OCHOBaMW: TiApuaoM  HaTpito,
rigpokcnaom HaTpito, riApoKcMaom Kanito,
rigpokcMaoM  KasbUuito, rigpoKcMaoM  antoMiHito,
rigpoKcMaoM MiTito, figpoKCNOOM MarHito, rigpoKcuaom
LMHKY, amiakom, eTuneHgiamiHom, N-
METUMITIOKaMiHOM, Ti3UHOM, apriHiHOM, OPHITUHOM,
XONiHOM, N,N'-gubeHsnnetTuneHgiamiHom,
XropnpokaiHoMm, [AietaHonamiHoMm, mnpokaiHom, N-
6eH3ungeHeTUNaMiHoM, aietmnamiHom,
ninepasvHoMm, Tpuc-(rigpokemeTnn)aMmiHoMeTaHOM,
riApoKCMAOM TeTpaMeTUNaMOoHito i T.M.

Heski 3i cnonyk JaHOro BUHAX0Ay € NMY)KHUMMW, i Ui
Cronykn MOXHa BuKopuctat™m y opMi  BifbHOT
ocHoBu abo y hopmi ix chapmaLeBTUYHO NPUAHATHAX
conen npueaHaHHa KUCMOTU.

Coni npuegHaHHA KNCNoT € BinbL 3pydHO0 And
BMKOPUCTaHHS POPMOLIO; i Ha NPaKTULLi BUKOPUCTaHHS
CONnbOBOI cdopmu NPakTU4HO eKBiBaneHTHe
BMKOPUCTAHHIO QOPMMU BiflbHOT OCHOBU. Kucnotu, ski
MOXHa BMKOpUCTATM ONs  OJEpKaHHs  Cconen
NpUeaHaHHs KACNOTU, NEPEeBaXHO BKMOYaloThb Ti, SKi
B  pesynbTarTi npueaHaHHa BiNbHOI  OCHOBM,
YTBOPIOKOTb (papMaueBTUYHO NPUIAHATHI coni, To6To
COni, aHiOHM AKMX € HETOKCUYHUMM ANA nauieHTa y
dapMaLeBTUYHMX O03ax COMen, Tak WO CNpUATMBI
iHribytovi edpekTn, BNacTvBi BiNbHWUM OCHOBaM, He
3HELHIoTLCA NOGIYHUMYK edbeKTaMu, SKi TPUNUCYIOTb
aHioHaMm. Xoua nepeBaxHi dapmaLeBTUYHO
NPUMAHATHI CONi BKa3aHUX OCHOBHUX CMONYK, BCi coni
NPUEOHAHHST KUCINOT € KOPUCHUMU SIK [pkeperna dopMm
BiflbHMX OCHOB, HaBiTb AKLUO KOHKpeTHa Ciflb cama rno
cobi noTpibHa TiNbKM $SIK MPOMIXKHUIA MNPOOYKT, SK
Hanpvknag, sKWo Ciflb OAEpPXYoTb TiflbKU AN uinen
OYMLLIEHHA Ta igeHTucpikadii, abo skwo i
BMKOPUCTOBYIOTb  SIK  MPOMDKHY  CMOMYKYy  npwu
odepXKaHHi dapmMaueBTMYHO MNPUMHATHOT coni B
npouecax ioHHOrO 0OMiHYy. dapmaueBTUYHO
npuiHATHI  coni B oO'emi pgaHoro BMHaxogy
BKMOYaloTb COMi, oaepxaHi 3 MiHeparbHUX KUCNOT i
OpraHiYyHMX KWUCAOT, | BKMYaloTb rigporanoreHian,
Hanpvknag, rigpoxnopuam i rigpobpomign, cynbgaTu,
docdatn, HiTpaT, cynbdamaTv, auetaTv, umTpaTn,
nakTtaTu, TapTpaTtu, MaroHaTy, okcanaTu,
caniumnaTi, nponioHaTu, CcykuuMHaTu, dymapaTu,
Maneatn, MeTuneH-6ic-B-rigpokcuHadToatM, 2,5-
avrigpokcnbeHsoaTn, 2-rigpokcieTaHcynbdoHaTtn, an-
n-tonyontapTpaTy, MeTaHcynbdoHaTH,
eTaHcynboHaTu, 6eH3oncynbgoHaTu, n-
TonyoncynbdoHaTu, LuKnorekcuncynsgamat i coni
XIHHOT KMcnoTw.

Kpim Toro, wo coni gaHoro BuMHaxogy cami Mo
cobi KOpMCHI K aKTMBHI CMONyKW, IiX MOXHa
BMKOpUCTATM AN UifNel  O4YMLUEHHS  CMIONYK,
Hanpuknag, BMKOPUCTOBYIOYUM BiAMiHHOCTI B
PO3YMHHOCTI conen i BUXIAHMX CMONYK, MOBIYHMX
NpoaykTiB i/abo BMXAHUX PEYOBMH, 3a [OMOMOIO
BiJOMMX cha xiBLUsIM crnocobiB.
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3 nocunaHHsaM Ha HasefeHy Bue dopmyny (1),
Aani HaBoASTbCHA KOHKPETHi | nepeBaxHi rpynu:

R' 30kpema Moxe SBNSITM cOGO HEOBOB'I3KOBO
3amilleHnii retepoapun, ocobnMBo HeoOOB'I3KOBO
3aMilLeHunmn asareTepoapun. Mpuknam
HeoboB'A3K0BO 3amilLeHnx asareTepoapunis
BKMOYaloTb iHAONIN, nipuaun, niponin, nipasonin,
XiHOMiHiN, i30XiHOMIHIN, iMiga3sonin, iHAasonin,
iHOONI3UHIN, TeTparigpoiHOOMI3WHIN Ta HO4A30MiHInN.
HeoboB'a3koBi 3aMiCHVMKM BkM4valTe oaHy abo
Ginblue rpyn, BuGpaHMx 3 ankineHgiokon, ankeHiny,
arnkeHinokcu, apwuny, uiaHo, ranoreHy, rigpokcn,
retepoapuny, reTepou,MKnoanKmy R*, -C(= O) -
C(=0)-0R®, -C(=0)-NY'Y2 -NY'Y2 i -OR. R 6intow
nepeBaxHo sIBMsie co60t0 HEOBOB'A3KOBO 3aMiLLEHNN
iHOonin, HeobOB'A3KOBO 3aMilLeHUI iHAoNIBUHIN abo
HeoBOB'S3K0BO 3amilweHui miponin. R' we 6inbLw
nepeBaxHo ABNsie coboto HeobOB'A3KOBO 3amilLEHMI
iHgoon-34n, iHooni3nH-1-n, HeoboB'A3KOBO 3aMiLLEHUIA
nipon-3-in, Heo6oOB'A3KOBO 3amiLLeHW iHOoN-2-in abo
H806OBF|3KOBO 3amilieHun nipon-2-n.

R' Moxe Takox sBNsSTM coBOK HEOBOB'I3KOBO
3aMilLeHnI apun, 0cobmnmBeo Heo0bO0B'A3K0BO
3aMilleHunin deHin. HeoboB'A3koBi  3aMiCHUKM
BKMOYaOTb OoAHYy abo OGirbwe rpyn, BuGpaHmMx 3
aJ'IKIJ'IeH,CI,IOKCVI ranoreHy, reTepoapuny, riapokcu, R*
-NY'Y?i -OR. R’ we 6inbw nepeBaxHo ABNSE coﬁoro
4-3amilleHun eHin, ocobrmeo 4-TpeT-apunbytmn
cbeHln

R MOXe NepeBaxHO sIBNATN cO60 BOAEHD.

R? MOXe Takox nepeBaXxxHO ABMNATN coboto auus.

R? Moxe TaKox nepeBaxHo ABnAT™M cobowo
ranoreH.

R? MoOxe Takox nepeBaxHo €ABMAATM coboro
HWKYUIA  ankin, HeoOOB'A3KOBO 3aMilLleHUI LiaHo,
ranoreHoMm, rigpoKcu, reTepoapvmom -C(= O) NY'Y?
TeTpasoninom, -C(=0)-R, -CO:R®, -NYSY -N(R%-
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C(=0)R, -N(R®-C(=0)-NY'Y? -N(R®-SO2-R’ abo -
N(R®)-SO-NY?Y*.

R? Moke TakOX MepeBaxHO SIBASITU COGOK
HWKYNUIA ankeHin.

R® MOxXe nepeBaxHO SBNSITA COGOI0 BOAEHD.

R® Moke TakOX mMepeBaxHO SIBMSITU COGOK
HeobOoB'A3K0BO 3amilleHnn apun, oco6mmBo
He0603ﬂ3KOBo 3aMilLeHuin cpeHin.

R® MOXe TaKoX NepeBaxHO ABNATA coboro -
C(= O) -OR® (Hanpuknag, -C(=0)-OH).

R® Moke TakOX MepeBaxHO SIBASITU COGOW
HI/I)KLIVIM arkin (Hanpwknazg, MeTun).

X MOXe nepeBaxHo aBnsAT! coboto N.

X' MoXe Takox NepeBakHO SBNATU coBoto CH.

X' Moxe TakoX nmepeBaxHO SBASTU cobot C-
ranoreH ocobnueo C-C1.

X MOXe TakoxX nepesaxHo aBnaTn coboto C-CN.

X MOXe TakoX nepeBaxHo aBnaTM coboro COH.

X' Moxe TakoxX nmepeBaxHO SBASTU coboto C-
apwvn (Hanpuknag, C-cpeHin).

X' MOxe Takok nepesaxHo sBnatM coboto C-

retepoapwn, 000651MBO C-azaretepoapun
(Hanpwvknag, C-nipuaun,

CR,

= |
c
e
/
CH,

X' Moxe Takox nepeBakHO SBMSTU coGoto C-
ZZR ocobnmBo  C-HWX4YMA  amnkokcu,  OinbLl
nepesaxHo C-OCHa.

X' MOXe TakoK MepesaxHO ABNATH coboto C-
C(=0)-OR® oco6nmeo C-C(=0)-OH a6o C-C(=O)-
OfBu.

X' MOXe Takok NepesaHO ABASTU coboto C-
C(=0)-NY'Y? oco6mmso C-C(=0)-NHa, C-C(=0)-NH-
CHs,

C-C(=0)-NH-CHy-CHy-CHa-CHs, c-—q-@—rm-ﬂ , C—C(-O)—NH'O .

C-C(=0)-NH-CHy-CHy0H, C-C(=0)-NH-CHy-CH(CH3)OH, C-C(=0)-NH-CH3-C(CH3 ),-OH,

0
C-C{=ONH-C(CH3)y-CHaOH, C-C(=0)-NH-CHa CE, OCH;, C—C{=O)—NH"CH;<J ,

C_C{'OJ—‘NH“CH?@ +C-C(=0)-N(CH3)y, C—C(=0)—N a,

c—q=o)~©~ou 6o C—C(=0)—N

ocobnmeo
CH20H

X MOXe TaKoX nepeBaXHO aBNATM cobot C-
NY'Y?Z,

nepesakHo C-C(=0)-NH-C(CHa)--

HO

cH,
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€H, HO
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CH,
e—-uu-l:lq—@—wﬂ—m—@m f- 1) ooz ¢-—u~—©

X' moxe Takox nepeBaxHo ABNATM cobow C-
reTepoumMKnoankeHin (Hanpuknag,

C~<\:>m & c—@-co,‘an

MoTpibHO po3ymiTh, WO AaHWIA BUHAXig OXONIioe
BCi BignoBiAHI kOMOGiHaUii npeacTaBneHMx B AaHOMY
OMNUCIi KOHKPETHUX | NePEBAKHUX P Y.
KoHkpeTHMA BapiaHT JaHOro BuHaxody SBNse
coboto crnonyky cbopmynm (1)
R!

ne:

R’ aBnsie co6oto apwun abo retepoapur, KOKHUNA 3
AKMX HEODOB'I3KOBO 3aMillleHUIn ofHielo abo OinbLie
rpynamu, BuOpaHMMKM 3  arkineHgiokcu, arkediny,
ankeHinokcu, arkininy, apuny, rigpokcen,
retepoapwuny, retepouumknoarnkiny, -C(=0)-R, -C(=0)-
NY'Y?  -N(R%-C(=0)-R’, —N(7R6)-C(=O)-NY3Y4, -
N(R®-C(=0)-OR’, -N(R%-SO02-R’, -N(R%-SO-NY*Y* i
—SC-NY'Y?;

abo N-okcup, nponikapceky gopmy, bioisoctepy
KUCMOTW, drapMaLeBTMYHO MPUMHATHY cinb abo
conbBaT Takoi crnonyku; abo N-okcua, nponikapcsky
dopmy abo 6ioizocTepy kucriotm Takoi coni abo
conbBary.

HaibinbL nepeBaxHO rPynow Crnonyk AaHoro
BMHaxony € cnonyku coopmynu (la):
=%,

(Ia)

H

B AKiN RZ, R3i X' aaron; BKa3aHi BULLE 3HAYEHHS;
R® aBnsie coboto BoaeHb, arkenin a6o R* R aense
cobotlo ankeHinoken, kapbokev (abo 6i0i3OCTePy
KMCNoTK), uiaHo, ranoreH, rigpokcu, retepoapun, R, -
C(=0)-R, -C(=0)-NY'Y?, -OR* -N(R®-C(=0)-R’, -
N(R%-SO-R’- a6o -NY'Y% p osHauae Hynb, ao
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R‘—E ! \
X \

uine uucno 1 abo 2; i 3anuLLoK H
npueaHaHuiA B NonoxeHH 1 abo 3 iHAOMBHOTO KiNbLs;
i ix BignosigHi N-okcuam, i ix nponikapceki dopmu; i
dapmMaueBTMYHO  MPUWHATHI  coli | combBatn
(Hanpuknag, rigpaTtn) Takmx cnonyk i ix N-okcmam i ix
nponikapcoki opmMmu.

MepeBaxHi cnonykn dopmynn (1a), B SAKin R?
ABNsie co6010 BOAEHD.

MepesaxHi cnonyku dopmymu (1a), B sikin R®
SIBNsie COOO0 BOAEHD.

MepeBaxHi cronykn copmynu (1a), B sikinn X’
aBnsie coboto:

(i)N;

(ii) CH;

(iii) C-apun (Hanpuknag, C-ceHin);

(iv) C-retepoapun, ocobnueo C-asaretepoapwun
(Hanpuknag, C-nipuann abo

CH,

CH,

(v) C-ranoreH (Hanpuknag, C-C1);

(vi) C-CN;

(Vi) C-Z°R, nepeBakHO C-HWKuMil
(Hanpuknag, C-OCHpz);

(viii) C-C(=O)-OR5, nepesaxHo C-C(=0)-OtBu;

(iX) C-C(=O)-NY'Y? (Hanpuknag, C-C(=O)-NH-
CHs, C-C(=0)-NH-CH2-CH20H, C-C(=0)-NH-CH2-
CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)>-OH, C-
C(=0)-NH-C(CH3).-CH20H abo C-C(=0)-NH-
CH2CH20CHs)  ocobnueo  C-C(=0)-NH-C(CHs3)2-
CH20H; a6o

(x) C-N Y"Y? (Hanpuknag,

CH, CH,0 CH,O;
C=~NH: ? C‘N‘Q@ 1 C— ?

CH, OCH,
c—m@ .C-—NH@ . c~mr©—cav
c-—m-:—@—oca,. c—-Nn—cn,—Q ; c—m—cn,—@ i
c—NH—cu,—@—r , C—NH-C H,-@-ocn,,

. PN
m—co@ 200 C—N o

CH,0

aJIKOKCH

C—NH-CH;

C—NH
ocobnmeo nepesaxHi. Cnonykn
dopmynu (1a), B sKin X' aBnse coboto N, C-H, CCN,
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cnﬂ
i CH
c | o
\_-0
C—NH
= TN a6o  C-C(=0)-NH-

C(CH3)2-CH20H ocob6nunBo nepeBaxHi.

MepeBaxHi cnonykn dopmynn (1a), B SAKin R®
siBnsie co6o1o:

(i) BOOEHD;

(ii) C1-sankin [Hanpuknag, -CHs abo -CH>CHy3j;

(iii) C14arkin, 3amilueHunn rigpokey [Hanpuknag, -
CH20H, -CH2CH20H a6o -CHzCHzCH-OH]é

(iv) Crsankin, 3amiweHmn -N(R )C(=O)—R7
[Hanpuknag, CH2CH2CHoNHC(=0)CHa3j;

(v)  Crsankin, 3amiweHuit  -C(=0)-NY'Y?

~CH;~C (u0) -¥ o)

[Hanpuknag, : L T abo

~CH=~CO~NH N
2 N/

\
C431: abo
(Vi) umknoankinankin, 3amilleHwn rigpokeu
B,E—CH,
— —cnz
[Hanpukrag CR,OK | nepeBaxHi. Ocobrmeo

nepesaxHi cnonykn dopmynu (1a), B akin R® sensie
coboto BoaeHb, -CHz abo -CH2CHa.
MepeBaxHi cnonyku copmynu (1a), B sikin R'™
saBnse coboto:
(i) kapbokcn abo
j

w= N I

GioisocTepy  kucnotu

[Hanpwknag,
(i) rigpokcy;
(iii) arkin, samiweHni kapbokcu [Hanpuknag -
CH2CH2COHJ;
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(iv) ankin, 3amiweHun -N(RG)-SOz-R7 [Hanpuknag,

$
—ca,—-ma—so@ '

(v) arnkin, I.’:aMiLLI,eHVIVI -N(Re)-CO-NYBY4

O
[Hal'l puknag, "‘CHE'N&“CO"KHO];

CH
N 3
:""\
\\0‘r
(Vi) reTepoapun [Hanpuknag, N ,
CH.
N~ %2
N
—d
N= abo nipnamn];

(vii) -OR*, ge R* siBnsie coBoto ankin [Hanpuknag,
-OCHg];

(viii) -OR , me R* sBnse cobow ankin a6o
uMKnoankinankin, samileHun opgHieto abo Oinblie
rinpokemrpynamu  [Hanpuknag, -OCH2CH2OH, -
OCH2CH2>CH:0H, -OCH(CH3)CH20H,
~0OCH,CH (CH) Of-z? TE:

2 o, = T"Cﬂgaﬁo ~OCE,CH (OH) CH,OR );

CH,OH

(ix) -OR4, ne R* asnse coboto arnkin, samiweHun
ofHieto abo Ginbwe arnkokcurpynamu [Hanpwvknag, -
OCH(CH3)CH20CHGg];

(x) -OR4, ae R* aBnse coboi ankin abo

umMkKnoankin, 3amiwleHuMn opHielo abo  Ginblie
kapbokcurpynamu  [Hanpuknag, -OCH2CO2H, -
OCH(CH3)CO2H,
0,8 H,C—CH,
~OCH,CO,H, ~OCH (¢H,) CO,H, —0~=C—CR, 200 -0—C—CH, J;
CO,B co,n

(i) -OR4, ne R* asnse coboto LMK noankin,
3amitermit -C(=0)-NY'Y?
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Hzf"fﬂz H,‘]':—-—i:n,

- —-cn2 Q== CH&
[Hanpuknag, T abo 1;
CONH, CONHCH,

(xi) -C(=0)-R, pe R 4aBnde coboto ankin
[Hanpwukrag, -C(=0)-CHgj;

(xiii) -C(=0)-NY'Y? [nanpuknag, -CONHj, -
CONHCHs, -CONHCH(CH20H)2, -CONHCH2CH20H,
-CONHC(CH3)2CH20H, -C(=0)-NH-CH2-C(CH3)>-OH,
-C(=0)-NH-CH2-CH2>-CO2H, -CONHCH2CH20OCH3, -

CONHCH2CH2CONH2 abo
S
-cm—<\\|
~NH .
N ]; abo
(xiv) -N(R%-C(=0)-R’ [Hanpuknag, -
NHC(=O)CHs]. Ocob6nuBo nepeBaxHi  Cnomyku

dopmynu (la), B sikin R siBnsie coGoto kapboke,
nipuavn,
o

S. o]
~esrme-sor( ] -—cngwﬂn-co—-nno.

o O H¢~—CH, Moo
-ocE,, ~0— —z:: , —o-z—z:a,. —o—?—-'g,. — T
T r['o H T
CH,0/ 2 CONE,
abo
CONHC(CH3).CH20OH, -C(=0)-NH-CH2>-C(CH3)2-
OH a6o -CONHCH2CH2>OCHs.
Akwo p osHauae 1, R nepesaxHo npueaHaHui
B NONOXeHHi 5 abo NonoXxeHHi 6 iHAoNINBHOTO Kinbus.
Akwo p o3Havae 2, rpynu R™ nepeBakHO NpUeaHaHi
B MOJTOXEHHAX 5 i 6 iHOONINMbHOroO KinbLUs.
[MepeBaxHOO rpynoto Crnonyk AaHoro BMHaxondy €
cnonyku copmynu (1a), B sKin: R? sBnsie co6oto
BofieHb; R® siBnsie coBoto BogeHb; X' siBRsie co6oio
CH, C-apun [Hanpwknag, C-cenin], C-retepoapun,
g,

[Hanpwknag, C-nipngun abo g C-ranoreH
[Hanpuknag, C-C1], C-CN, C-Hwk4MiA ankokem
[Hanpuknag, C-OCHjg], C-C(=O)—OR5 [Hanpuknaa, C-
C(=0)-OtBu], C-C(=0)-NY'Y? [ocobnmeo C-C(=O)-
NH-CH3, C-C(=0)-NH-CH,-CH,OH], C-C(=0)-NH-
CH2-CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)-OH, C-
C(=0)-NH-C(CH3),-CH-0OH abo C-C(=0O)-NH-
CH2CH20OCHs, 6inbw nepesakHo C-C(=0)-NH-
C(CH3)>-CHOH] a6o  CNY'Y?  [oco6nneo
CH,0

c—mzﬂ\-/ '

R® sensie coboto

(i) BOOEHD;

(i) C14ankin [Hanpuknag, -CHz abo -CH3CHjj;

(iii) C14arkin, 3amileHni rigpokey [Hanpuknag, -
CH20H, -CH2CH>0H a6o -CH>CH>CH20H];
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(iv) Ci4ankin, 3amiwenuin  N(R®)C(=O)R’
[Hanpuknaa, CH2CH2CH2NHC (=O)CHj3j;
(v) C 1-4ankin, 3amilleHunn

~CHC {=0) —h{/_.\o

-C(=0)-NY'Y?

[Hanpuvknag, abo

—CH=CO-NE:

J \ 4
<E,]; abo
(Vi) umknoarkinarkin, samiLleHui rigpokcu
R™ asnsie coboro
(i) kapboken  abo
H\"RB
7
W= ],

GioizocTepy  Kucnomm

[Hanpuknag
(i) rinpokcy,
(iii) ankin, 3amiwenun kapbokcu [Hanpuknag,
CH2CH2CO2H];
(iv) ankin, 3%Mil.l.|,eHVll71 -N(RG)-SOQ-R7 [Hanpuknag,

_cayuu—so@]_

(v) ankin ,3aMiu.1eHvu7| -N(R%-CO-NY?Y*

Q
—cn;—m-cc—-uao
[Hanpwvknag, I
~
| <3
(Vi) reTepoapun [Hanpuknag, N )
CH
M, ~“F2
W
=N a6o nipuaun];
(vii) -OR*, ne R* siBnsie co6oto ankin [Hanpuknaz,
-OCHj];
(viii) -OR4, ne R* aBnse coBow arkin a6o
uMKnoankinankin, samiweHun ogHieto abo Oinblie

rinpokemrpynamu  [Hanpuknag, -OCH.CH-OH, -
OCH2CH2CH20H, -OCH(CH3)CH20H, -
S
-0—C—CH,
OCH2CH(OH)CHs, CH,0H a6o -
OCH2CH(OH)CH20H];

(ix) -OR?, ne R* siBnsie coBoto arnkin, 3amiLLeHuit
opHieto abo 6Ginble arnkokcurpynamu [Hanpuknag, -
OCH(CH3)CH20CHg];

(x) -OR4, ne R* aBnse coBow ankin abo

uMKnoankin, 3amiweHun opHieto abo  OBinblie
kapbokcurpynamu  [Hanpuknag, -OCH2CO-H, -
Hz(f—lfﬂz
-0—C—CE,

OCH(CH3)COHabo  ©%f |
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(x) -OR* pe R* sBnse co6owo wLuKnoankin,
c—-—
S
-o-—T—cnz
3amileHunn -C(=O)-NY1Y2 [Hanpuknag, ~ONH,
Ea'f cR,
{
~o~-C—cH,

abo CONHCHS]‘

(xii) -C(=0)-R, me R 4Bnae coboto ankin
[Hanpuknag, -C(=0)-CHgj;

(xiii) -C(=0)-NY'Y? [Hanpuknag, -CONHa -
CONHCH3, -CONHCH(CH20H),, -CONHCH2CH20H,
-CONHC(CH3)2CH20H, -C(=0)-NH-CH2-C(CH3)0H,
-C(=0)-NH-CH2>-CH>-COoH, -CONHCH2CH>OCH3, -

N"-.
e
CONHCH:CH-CONH; a60 U
(xiv) -N(RG)-C(=O)-R7 [Hanpuknag, -
NHC(=0)CHj3]; rpyna R' npueaHaHa B nonoxeHHi 5
abo nonoxeHHi 6 iHOONIMBHOrO KinbUsA, SKWO p
o3Hauae 1, i rpynu R™ npueaHaHi B NOSIOXKEHHI 5 i 6
iHOOMINMBHOTIO KiMbLA, AKWO p O3HA4a€e 2; i BiONOBiAHi
N-okengm i ix nponikapceki doopmu; i papmaueBTUYHO
NPUAHATHI comi | combBaTv (Hampwknag, rigpaTu)
Takux cnonyk i ix N-okcmam i nponikapceki opmu.
[HWOW nNepeBaxHOK T[PYNOK CNOMyK [AaHor
BMHaxoAy € cnonykn gopmynu (1a), B AKin: R? siznsie
coGolo BofeHb; R® siBnsie coBolo BogeHb; X' sBnsie
co6oto N; R® siBnsie co6olo
(i) BOOEHD,
(ii) C1-sankin [Hanpuknag, -CHs a6o -CH2CHg),
(iii) Cr-4arkin, 3amilleHuni rigpoken [Hanpuknag, -
CH20H, -CH2CH20H a6o -CH2CH2CH20H],
(iv) Cisankin, samiwenuit -N(R®)C(=0)-R’
[Hanpwuknag, CH2CH2CH2NHC(=O)CHj3],
(v Cisankin, 3amiwenmint  -C(=0)-NY'Y?
[Hanpwknag,

/N
~CH~C (=0) -K xox —~CHz-CO—NE \ /.pr |
CH!

abo
(Vi)  umknoankinarnkin,
B,C—CH,
|
.._C-.._caz

[Hanpukriag, CH2OH
R' sensie coboto
(i) kapboken  abo
N
2
i ]

3aMilLleHM  rigpoKen

GioizocTepy  KMCnoTu

[Hanpuknag,
(ii) rippokcew;
(ili) arnkin, 3amiweHun kapbokcu [Hanpuknag,
CH2CH2CO2H];
(iv) ankin, samiweHuit -N(R®)-SO.-R [Hanpuknaga,

S
--:ﬁi—v.a-so_,—@]_

)
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(vy ankin, 3amiwenuit  -N(R®-CO-NY®Y*

O
—caz—m{-cw.-wo
[Hanpuknag, I

ol
~ 1
(vi) reTepoapun [Hanpuknag, N ,
o ~CE,
N
— ]
e abo nipnaun];

(vii) -OR*, ge R* siBnsie co6oto ankin [Hanpuknag,
-OCHg];

(viii) -OR* pme R* sBnse cobolo arkin a6o
uMkKnoankinankin, samilleHun opHieilo abo 6GinbLue

rigpokemrpynamu  [Hanpuknag, -OCHoCH.OH, -
Rf—cH,
-ﬂ—C-—fﬂl
OCH(CH3)CH20H, -OCH2CH(OH)CHs, CH,CH

abo -OCH2CH(OH)CH20H];

(ix) -OR4, ae R* asnse coboto arkin, samilleHun
ofHieto abo Ginble arnkokcurpynamu [Hanpwvknag, -
OCH(CH3)CH20CHg3];

(x) -OR* pe R* sense coGolo ankin abo

umMkKnoankin, 3amilwleHuMn opHielo abo  Ginblie
kapbokcurpynamu  [Hanpuknag, -OCH2CO:H, -
R
~0—C—CH,
OCH(CH3)COH a6o ~ S0# 1,

(xi) -OR4, ae R* saense coboto LMK noankin,

8,6,

-o—T'-CR,
3amilieHunmn -C(=O)-NY1Y2 [Hanpuknag, ConR,
5
~O—G—CH,
a6o CONHCE).

(ki) -C(=0)-R, pe R 9Bnse coboto arnkin
[Hanpwuknag, -C(=0)-CHagj;

(xiii) -C(=O)-NY'Y? [nanpuknag, -CONHj -
CONHCH3s, -CONHCH(CH2)OH, -CONHCH>CH20H,
CONHC(CH3)2CH20H, -C(=0)-NH-CH2-C(CH3)20H, -
C(=0)-NH-CH2-CH2>-CO2, -CONHCH2CH20CH3,

LSS
~cons— |
WH
CONHCH2CH>CONH2 a6bo N
(kv)  -N(R%-C(=0)-R’
NHC(=O)CH31];
rpyna R npuegHaHa B monoxeHHi 5 abo B
NOMOXEHHi 6 iIHOONINMBbHOTO KinbLs, AKLIO p 03Havae 1,
i rpynu R" npuegHaHi B NONOXeHHi 5 i 6 iHgoninsHoro
Kinbus, AKLWO p o3Ha4vae 2; i BignosiaHi N-okenawm, i ix
nponikapcski opmu; i dapmaueBTMYHO MPUAHATHI
coni i conbBaTu (Hanpuknaa, rigpaTv) TakMx CAONYK i
ix N-okcuam i nponikapcski opmu.
[HLWIOK KOHKPETHOK IPYMoK  CMOMyK AaHor
BMHaxoAy € crionyku dopmynu (Ib):

]abo
[Hanpuknag, -
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(Ib)

B AKiN RZ,BRB, Rg, R1°, X i p MaKTb BKasaHi BuLLE
3HayeHHs, i BignosigHi N-okcuay, i ix nponikapcoki
dopmu; i apMaueBTUYHO NPUNRHATHI coni i conbBaTn
(Hanpuknag, rigpatvn) crnonyk cdopmynu (Ib) i ix N-
OKCcuaM i nponikapceki opmu.

MepeBaxHi cnonyku dopmynu (1b), B sikiin R?
ABNsie co00t0 BOAEHb.

MepeBaxHi cnonykn copmynun (1b), B akKin R®
AaBnse cob60ol BOAEHD.

MepeBaxHi cronykn copmynu (1b), B sikinn X'
siBnsie co6o1o:

(i) N;

(ii) CH;

(iii) C-apun (Hanpuknag, C-ceHin);
(iv) C-retepoapun, ocobnuso C-asaretepoapwun
‘.'.'lil3

(Hanpuknag, C-nipuamn abo

(v) C-ranoreH (Hanpuknag, C-C1);

(vi) C-CN;

(vii) C- Z°R, nepeBaxHO C-HWKYMN  arnkoKkom
(Hanpwuknag, C- OCHs)

(viii) C-C(=0)- OR MepeBaxHo C-C(=0)-OtBu;

(ix) C-C(=0)-NY' Y (Hanpuknag, C-C(=0)-NH-
CH;, C- C( 0)-NH-CH2-CH20H, C-C(=0)-NH-CH2-
CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)-OH, C-
C(=0)-NH-C(CH3)>-CH20OH abo C-C(=0)-NH-
CH2CH20OCHs), ocobnmeo C-C(=0)-NH-C(CHa)2-
CH20H; a6bo

CH, CH,0;
GNY[YZ (e.g' C.'-NH@ ' cmm.@ !

C=—NH
ocobnueo . Ocobnueo nepeBaxHi
cnonyku copmynu (1b), B sikiit X' siensie co6oto N, C-

C—HH

H, C-CN, S8
NH-C(CH3s)2-CH20H.

MepeaxHi crnonykn cdopmynu (1b), B AKin R®
ABnse cob6ot BoAEHb.

MepeBaxkHi Takox cnonykn cdopmynu (1b), B ki
R’ siBnsie coboto C1.sankin [Hanpuknag, -CHa.

MepeBaxHi cnonyku coopmynu (1b), B sikin p=0.

MepeBaxHOio rPYNoto CroNyK AaHOTO BUHAXOAYy €
cnonykn dopmynu (1b), B sKin: R? sBnsie coboto
BogeHb; R® siensie cobolo BoaeHb; X' siBnsie coboto
CH, C-apun [Hanpuknag, C-deHin], C-retepoapun,

CH,

abo C-C(=0)-

e

C—S‘/c!’

[Hanpwknag, C-nipugun atGo CB; ], C-ranoreH
[Hanpuknag, C-C1], C-CN, C-HM)KLWIVI ankokeu
[Hanpuknag, C-OCHg], C- C( O) -OR® [Hanpuknag, C-
C(=0)-0OtBu], C-C(=0)- -NY'Y? [ocobnueo C-C(=0)-
NH-CHs, C-C(=0)-NH-CH2-CH20OH], C-C(=0)-NH-
CH2-CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)>-OH, C-

C(=0)-NH-C(CH3).-CH20H abo C-C(=0)-NH-
CH2CH20CH3, 6inbLu nepesaxHo C-C(=0)-NH-
C-NY"Y? [ocobnmBo

C(CHa3)>-CH:0H]  abo
c

3

C—NE

R® ﬂBnﬂe] coboto BogeHb abo Ci4ankin
[Hanpwuknan, -CHzs); p aBnse coboto Hynb; i BignoBigHi
N-okenaum, i iX  nponikapcbki dopmu; i
dapmMaueBTMYHO  MPUWHATHI  comi | combBatn
(Hanpuknag, rigpaTtvi) Takux cnonyk i ix N-okeuam i
nponikapceki opmu.

[HWO NepeBaKHOI TPYNoK  COMyK ,anoro
BMHaxoA4y € cnonyku dopmynu (1b), B Akin: R” aBnsie
coGoto BofeHb; R® siBnsie coGolo BogeHb; X' sBnsie
coboto N; R® asnsie coboto BogeHb abo Ci.4ankin
[Hanpwuknag, -CHas]; p o3Havae Hynb; i BignosigHi N-
okecuam, i ix nponikapcbeki dopmu; i hapMaLleBTUYHO
NPUMHATHI coni | combBaTW (Hanmpwknag, rigpaTu)
Takmx cnonyk i ix N-okcugu i nponikapcbki opmu.

[HWO NepeBaXHOI rPYNoK CMoMyK AaHor
BMHaxony € cnonyku popmynu (Ic):

3Ha4eHHA, a 3alinLioK B

nepeBaxHo
npueaHaHuiA B NONOXeHHi 2 abo 3 niposbHOro Kinbus,
i rpyna -(R'), npuenHaHa nepeBakHoO B NonoxeHH 4
abo 5 niponbHoro kinbugs, i BignosigHi ix N-okcugm i
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nponikapcoki opmu; i apMaueBTUYHO NPUNRHSATHI
coni i combBaTM (Hanmpwknag, TrigpaTtv) Cronyk
dopmynu (1c) i ix N-okecmam i nponikapceki hopmu.

MepeBaxHi cnonyku copmynun (1c), B sKkin R?
aBnse cob6ot BoAEHb.

MepeBaxHi cronykn copmynu (1c), B sikin R®
s1BNsie co6010 BOAEHb.

MepesaxHi cronyku cdopmynu (1c), B skt X'
aBnsie coboto:

(i) N;

(ii) CH;
(iii) C-apun (Hanpuknag, C-ceHin);
(iv) C-retepoapun, ocobnmneo C-azaretepoapwur

HS

=
c \ g

(Hanpwknag, C-nipuaumn abo Ch, );

(v) C-ranoreH (Hanpuknag, C-C1);

(vi) C-CN;

(vii) C-Z°R, nepeBaxHO C-HWKYMA ankoKcv
(Hanpuknag, C- OCHs)

(V|||)C C(=0)- OR nepesaxHo C-C(=0)- -0O'Bu;

(ix) C-C(=0)-NY' Y (Hanpuknag, C-C(=0)-NH-
CHs, C- C( 0)-NH-CH2-CH20H, C-C(=0)-NH-CH2-

CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)>-OH, C-
C(=0)-NH-C(CH3)>-CH>0OH abo -C(=0)-NH-
CH2CH20CH3), ocobnueo  C-C(=0)-NH-C(CHaz)2-

CH20H; abo ( x)

CH,0,C
cNYly2 {e.p. C—NH@ W@ Nﬂ—@

c—w@ ;. c—nad ' c——NH-@-CH;-
c—m—@—ocu,, c—NH-cH,-<] .c——nu-cm——@
c—nn—cu,—@—r. c—nu—cu,—@—oaa,,
C—NH- cn,@wﬂ-co-@ a6o c-—@o)

CH,0
ocobnumeo . Oco6nv|Bo nepeBaxHi

crnonyku cbopmynvl (1c), B sikiit X' siBnsie coGoto N, C-

H, C-CN,

NH- C(CHs)z—CHzOH

MepeBaxHi Takox cnonyku dopmynu (1c), B ki
R® siBnsie co6oto C14ankin [Hanpuknag, -CHa).

KoHkpeTHWIA BapiaHT BUHaxoay I'Ipe,ElCTaBJ'IeHVIVI
cnonykamu dopmynn (1c), B sikin R siensie co6oto
HeoboB'A3k0BO 3amilleHUn C1-4ankin.

MepeBaxHi cnonyku dopmynu (1c), B akin p=1.

a6o C-C(=0)-
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MepeBakHi cronyku coopmynu (1c), B skin R™
saBnsae coboto apun [Hanpuknag, deHin).

KoHkpeTHUIn BapiaHT BuHaxody I'Ipe,ElCTaBJ'IeHVIVI
crnonykamu dopmynu (1c), B siKin R' sBnsie coboto
HeOOOB'I3KOBO 3aMmilleHUA apun abo HeobOB'A3KOBO
3amilleHuni retepoapun.

MepeBaxHOIO rPYNot Cronyk Aatoro BuHaxody €
cnonyku copmynu (1c), B sikin: R siensie coGoto
BogeHb; R® siensie coboto BoaeHb; X' sBNse coboko
CH, C-apun [Hanpuknag, C-ceHin], C-retepoapun,

[Hanpuknag, C-nipuamn CH, ], abo C-ranoreH

[Hanpuknag, C-C1], C-CN, C-HwkuMiA ankokcm
[Hanpuknag, C-OCHj3), C- C( O) -OR® [Hanpuknag, C-
C(=0)-OtBu], C-C(=0)-NY'Y? [ocobnueo C-C(=O)-
NH-CHs, C-C(=0)-NH-CH2-CH20H, C-C(=0)-NH-
CH2-CH(CH3)OH, C-C(=0)-NH-CH2-C(CH3)>-OH, C-
C(=0)-NH-C(CH3z).-CH20OH abo C-C(=0)-NH-
CH2CH20CH3], 6inbLu nepesaxHo C-C(=0)-NH-
C(Cél;ls)z-CHzOH] abo CNY'Y? [oco6rmBo

4,0

C—NH
].

R® saBnsie co6ot Ci4ankin [Hanpuknag, -CHa3j;
p=1; R' sense coboto apun [Hanpwknag, deHin], i
BignosigHi N-okcuawn, i X nponikapceki dopmu; i
dapMaLeBTUYHO MNPURHATHI  coni | conbBaTu
(Hanpuknag, rigpaTtv) Takmx cnonyk i ix N-okeugm i
nponikapcski popmu.

[HWO nepeBaXHOK [PYMOK  CMOMYK fanoro
BMHaxXoA4y € cnonyku dopmynu (1¢), B aKin: R ABNSE
coboto Bo,qub R® asnse coboto BOJEHb; X' asnse
coboto N; R® sBnsie coBoto Ci.4arnkin [Hanpuknag, -
CHs], p=1; R' sBnse coboto apun [Hanpwknag,
deHrin], i signosigHi N-okcuawn, i X nponikapcoki
dopmu; i hbapmaueBTUHHO NPUNHATHI coni i cornbBaTh
(Hanpuknag, rigpaTtv) Takux crnonyk i ix N-okcugmy i
nponikapcoki opmMu.

KoHkpeTHUn BapiaHT [AaHOro BuHaxody SBMseE
coboto cnonyku copmynm (1c), ge R® sBnsie co6oto

Crs4ankin, samilleHnn ankokcu, abo Cisarnkin,
samiwennin -NY'Y% i R™  gaense coBow
HEeOOOB'A3KOBO  3aMilLeHU retepoapun  abo

HeOoOO0B'A3K0BO 3aMilUeHW apun.
IHLIOK KOHKPETHOK IPYroK  CMOSyK AaHor
BMHaxoAy € crnionyku dopmynu (Id):
2

(Id)

> ZH 3 10 1 . f

B skin R%, R”, R™, X i p mae BkasaHi Buue
3HauJeHHs, i BignosigHi N-okcuawm, i X nponikapcobki
dopMu; i hapmaueBTUYHO NPUNHATHI COMi i conbBaTh
(Hanpuknag, rigpaTtv) Takmx cnonyk i ix N-okeugm i
nponikapcski dopmMu.

MepeBakHi crionyku copmynu (Id), B sikin R?
saBnsie coboto:
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(i) BOOEHD;

(i) HWKUMIM arkin (Hanpvknag, meTun);

(i) HoKUMR  arkin, samiwenuin  -CONY'Y?
(Hanpuknag, -CH2CH2CONH: abo -
CH2CH2CONHCH3);

(iv)  Hwxumn  arin,
(Hanpuknag, -CH>CH2COoH);

(V) HWX4MR ankin, 3amilleHuid TeTpasornifnom

Mym
S— R

3amiweHmn  kapbokecn

(Hanpuknag, ;

(Vi)  Hwkuun  ankin, 3amilleHun rigpokeu
(Hanpwvknag, -CH2CH2>CH-0OH abo -
CH2CH2C(CH3)20H);

(Vi) Huxumi arkin, samiwenuit -N(R®)-SO-R’
(Hanpuknag, CH2CH2CH2NHSO,CH3);

(Viii) HWK4M arnkin, 3amiweHuin -N(RG)-C(=O)-R
(Hanpuknag, CH.CH2CH2NHC(=0)CHa3); abo

(iX) Hwxk4MM  arkin, 3amiweHun
(Hanpuknag, -CH2CH2C(=0)CHs).

MepesaxHi cronyku dopmynn (Id), B sikin R®
ABNsie co00t0 BOAEHb.

MepeBaxHi crnonykn copmynu (Id), B sKin X'
aBnsie coboto N.

MepeBaxHi cnonyku copmynm (Id), B akivi p=1.

MepeBaxHi cnonykn copmynum (Id), B sKin R™
aBnsie coboto arnkin [Hanpuknag, TpeT-6ytmn].

R™ nepeBaKHO NPUEAHAHWI B NOJIOXKEHHI 4.

[MepeBaxHOIO rpynoto Cronyk AaHOro BUHAXOAY €
crnonyku copmynu (Id), B akin: R? siBnsie co6oto:

(i) BOOEHD;

(i) HWKUMIM arkin (Hanpvknag, meTun);

(i) Hwkuin  ankin, 3amiweHunit —CONY'Y?

-C(=0)R

(Hanpuknag, -CH2CH2CONH: abo -
CH2CH2CONHCH3);
(iv)  Hwxuun arkin, 3amiweHwi  Kapbokon

(Hanpuknag, -CH2CH2COoH.);
(V) HWX4MR ankin, 3amilleHuin TeTpasornifniom

N
_cﬂrw%u;zﬁ .

(Hanpuknag,

(Vi) HWwKYMA  ankin, 3amileHun  rigpokacn
(Hanpwvknag, -CH2CH>CH20OH abo -
CH2CH2C(CH3)20H);

(Vi) Hxumi arkin, samiweHuit -N(R®)-SO-R’
(nanpuknag, CH2CH2CH2NHSOCHg);

(viii) HwKuMW arkin, 3amiweHunn —N(RG)-C(=O)-R
(nanpuknag, CH2CH2CH2NHC(=0)CHz3); abo

(iX) Hwxuun arkin, 3amileHui
(ranpuknag, -CH2CH2C(=0)CHj3);

R® ssnsie coboto BofeHb; X sense coboto N; p=1;
R sBnsie co6oto ankin [Hanpvknaga, TpeT-6yTun] i R
npueaHaHuWi B NONoXeHHi 4; i signosigHi N-okenaw, i
ix nponikapceki hopmu; i dapmaLeBTUYHO NPUAHSATHI
coni i conbBaTn (Hanpwknaa, rigpaTv) TakMx CAONYK i
ix N-okcuam i nponikapcski dopmu.

KoHKpeTHi cnonykn gaHoro BmHaxogdy Opmynu
() BMBpaHi 3 cnomyk, YTBOPEHWX BHACNIAOK
npuegHaHHa atoma (C*) opgHoro 3 pameHTiB
asaiHponis (A1-A87), npeacraBneHux B Tabnuui 1, oo
atoma Byrneur (*C) B reTepoapoMaTYHOMY KinbLij
ofHoro 3 dpamerTie (B103-B116), npepcraBneHnx
B Tabnuuj 2.

KoHkpeTHi crnonyku gaHoro BuHaxody copmynu
(1a) BuOpaHi 3i cnonyk, YTBOPEHMX BHACNIAOK

-C(=0)R
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npuegHaHHa aTtoma Bymeuw (C*) opgHoro 3
dparmeHTiB asaiHgonis (A1-A87), npeacraBneHux B
Tabnuui 1, po atoma Byrneuto (*C) B N'aTMUNEHHOMY
Kinbui ogHoro 3 dparmeHTiB (B1-B39 abo B117-
B123), npeacrtaBnennx B Tabnuui 2, i npueaHaHHs
atoma Byrneuto (C*) deHinbHOro Kinbud B 0AHOMY 3
dparmeHTiB (B1-B39 abo B117-B123),
npeacraeneHnx B Tabnuui 2, go atoma kucHwo (*O)
ogHoro 3 dparmeHTiB (C1-C19 abo C79-C96)
npeacraeneHux B Tabnuui 3.

KoHKkpeTHi cnonyku gaHoro BuHaxody copmynu
(1a) Takox BMOpaHi 3i CoNyK, yTBOPEHMX BHACNIAOK
npuegHaHHs atoma Byrmeut (C*) opgHoro 3
dparmeHTiB asaiHgonis (A1-A87), npeacraBneHux B
Tabnuui 1, go atoma Byrneuto (*C) B N'aTMUneHHomy
Kinbui ogHoro 3 doparmeHTiB (B1-B39 abo B117-B123)
npegcraeneHMx B T1abnuui 2, i npuegHaHHs atoma
Byrneuto (C*) ceHinbHOro kinbusa B OOHOMY 3
dparmeHTiB (B1-B39 abo B117-B123),
npeacraeneHnx B Tabnuui 2, oo atoma Byrmeuto (*C)
opgHoro 3 gparmeHTiB (C20-C44, C47-C61, C65-C78
abo C97), npeacraeneHux B Tabnuui 3.

KoHKpeTHi cnonykn AaHoro BuHaxody copmynu
(1a) BMBpaHi Takox 3i Conyk, yTBOPEHMX BHACNIAOK
npuegHaHHa aTtoma Bymeuiw (C*) opgHoro 3
dparmeHTiB asaiHgonis (A1-A87), npencraBneHux B
Tabnuui 1, go atoma Byrneuto (*C) n'aTMyneHHoro
Kinbus OJHoro 3 dparmeHTiB (B1-B39),
npeacTaeneHMx B 1abnuui 2, i npueaHaHHs atoma
Byrneuto (C*) deHinbHOro kinbus B OAHOMY 3
dparmeHTiB (B1-B39) npeacraeneHnx B Ttabnuui 2,
0o ogHoro 3 atomiB a3oTy (*N) pparmeHnTiB (C45, C62
abo C63) abo go atoma BoaHto (*H, doparmeHT (C46),
abo po artoma dopy (*F, dparment C64),
npeacraBneHux B Tabnumui 3.

KoHkpeTHi cnonyku gaHoro BuHaxody copmynu
(1b) BuWOGpaHi 3i crnonyk, YTBOPEHMX BHACNIAOK
npuegHaHHs atoma Byrmeuto (C*) opgHoro 3
dparmeHTiB asaiHgonis (A1-A87), npeacraBneHux B
Tabnuui 1, no atoma Byrneuto (*C) B N'aTMUnNeHHoOMY
Kinbui ogHoro 3 cpparmeHTiB iHgoni3vHiB (B40 abo
B41), npepcrtaBneHux B T1abnuui 2, i npueaHaHHs
atoma Byrneuto (C*) WeCTMUYNEHHOrO Kirnbus 0aHOro 3
dparmeHTiB iHOoNI3UHY (B40 abo B41),
npeacraeneHnx B Tabnudi 2, oo (i) atoma kucHtio (*0O)
opgHoro 3 dparmeHTiB (C1-C19 aGo C79-C96), (ii)
atoma Byrmneuto (*C) ogHoro 3 dpparmenTis (C20-C44,
C47-C61, C65-C78 abo C97), (iii) atoma a3oTy (*N)
oaHoro 3 cparmeHTiB (C45, C62 abo C63), (iv) aTomy
BoAaH (*H, dparmeHT (C46)) abo (v) atomy cpropy
(*F, dbparmeHT C64), npeacraBneHnx B Tabnuui 3.

KoHKpeTHi cnonyku AaHoro BuHaxody copmynu
(1b) BMGpaHi TakoX 3i Conyk, yTBOPEHMX BHACNIAOK
npuegHaHHa aTtoma Bymeuiw (C*) opgHoro 3
dparmeHTiB, aszaiHaonis (A1-A87), npeacraBneHux B
Tabnuui 1, po atoma Bymeuw (*C) B dparmeHTi
iHoonisuHy (B42), npeacraeneHux B Tabnuui 2.

KoHkpeTHi cnonyku gaHoro BuHaxody copmynu
(1c) BuMOpaHi 3i crnonyk, YTBOPEHMX BHACNILOK
npuegHaHHs atoma Byrmeuto (C*) opgHoro 3
dparmeHTiB asaiHgonis (A1-A87), npeacraBneHux B
Tabnuui 1, go atoma Bymeuiw (*C) B ogHOmMy 3
dparmeHTiB nipony (B43 B54), npeacraBneHux B
Tabnuui 2.
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KoHkpeTHi crnonyku gaHoro BuHaxody copmynu
(Id) BubpaHi 3i cnonyk, YTBOpEHMX BHaCniAOK
npuegHaHHs atoma Byrmeut (C*) opgHoro 3
dparmeHTiB a3aiHgonis (A1 abo A29, A61 abo AB4-

85660
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A66), npepcraBneHux B Tabnuuyi 1, go aTtoma

Byrneuyt (*C) B ogHomy 3 cbparmeHnTiB (B55-B100),
npeacraBneHux B Tabnuui 2.
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KoHKpeTHi cnonykn gaHoro BmHaxogdy GOpmynu JCH,
(1) MoxHa npeacTaBMTV SK NPOAYKT BCIX KOMGiHALM Q
KoKHOI 3 rpyn A1-A87 B Tabnuui 1 i kokHOT 3 rpyn B1-
B13 B Tabnuui 2, i koxHoi 3 rpyn C1-C97 B Tabnuui 3.
Mopanbli KOHKPETHi CMONYKM [aHOoro BUHaxody N
dopmynn (1) MOXHa NpeacTaBUTU SK NPOAYKT BCIX 1 o N
KoMbiHauin koxHoi 3 rpyn A1-A87 B Tabnuui 1 i P N\ N
KOXHOT 3 rpyn B1-B 123 B Tabnuui 2. N 3 CH,
Tak AKi H

Hanpwknag, KomOGiHauin, MOXHa
npeacrasutn sk A1-B1-Cl, € npoagyktom KombiHauin
rpynu A1 B Tabnuui 1, B1 B Tabnuui 2 i C1 B Tabnuuj
3, a came,

aani poskpuTo y npuknagi 1().
KoHkpeTHi cnonyku, oxonneHi AaHumM BUHaAX040M,
BKITIOYaKOTh BCi CONYKK, LLO SABMSAIOTb COOOH KOXHY 3



81

kombiHauin A1 pgo A87-B1 po B123-Cl mo C97, i
KOXHY 3 kombiHauin A1-A87-B1-B 123.
KoHkpeTHi crnonyku faHoro BuHaxody SBNSAOTbH
coboto:
6-(5-meTokCn-1-vetnn-1H-iHgon-3-in)-5H-
nipono[2,3-blnipasunH;
6-(1-metun-1H-iHpgon-3-in)-5H-nipono[2,3-
b]nipasuH;
6-(3-6pomapeHin)-5H-nipono[2,3-b]nipasuh;
7-izonponin-6-deHin-5H-nipono[2,3-b]nipasun;
6-(4-6pomdpeHin)-5H-niporo[2,3-b]nipasuH;
2-(4-6pomdpeHin)-1H-niporo[2,3-b]nipasuH;
6-(4-[1,3]aiokcan-2-indeHin)-5H-niporno[2,3-
blnipasuh;
6-(3-[1,3]niokcan-2-indeHin)-5H-nipono[2,3-
b]nipasuH;
2-(5H-niporo[2,3-b]nipa3nH-6-in)xiHOMiH;
3-(5H-niposo[2,3-b]nipasnH-6-in)isoxiHONIH;
6-[1-meTnn-1H-iHgon-54n]-5H-niporo[2,3-
blnipa3uh;
6-(5-meToken-1-wetnn-1H-iHgon-3-in)-2-meTun-
5H-nipono[2,3-b]nipasnH;
3-metmn-6-(1-metun-1H-Hgon-3-in)-5H-
Tpono[2,3-b]nipasuH;
6-(1-6eH3nn-5-meTokdi-1H-Haon-3-in)-5H-
niposo[2,3-b]nipasuH;
6-(1-meTnn-1H-nipon-3-in)-5H-nipono[2,3-
blnipasuh;
6-(1-meTtnn-1H-nipon-2-in)-5H-nipono[2,3-
blnipasuH;
6-ingoniauH-1-in-5H-nipono[2,3-blnipasuy;
6-(3-meTuningonianH-14n)-5H-nipono|2,3-
b]nipasuH;
6-(1-meTnn-2-ceHin-1H-nipon-4-n)-5H-
nipono[2,3-blnipasunH;
6-(5,6,7,8-TeTpariapoiHgoniavH-1-in)-5H-
niposo[2,3-b]nipasunH;
6-dpypaH-3-in-5H-niposo[2,3-blnipasuH;
anmeTtnn[4-(5H-nipono[2,3-b]nipasnH-6-
in)peHinlamiu;
6-(5-meToken-1-wetnn-1H-iHgon-3-in)-7-veTun-
5H-niponol[2,3-b]nipaauH;
6-(4-TpeT-6yTnndeHin)-5H-nipono[2,3-blnipasnH;
6-(4-TpeT-0ynndeHin)-7-metun-5H-niponol[2,3-
b]nipasuH;
6-(3,4-gumeTokcmndeHin)-5H-nipono(2,3-
blnipasuH;
6-(4-amiHodpeHin)-7-veTnn-5H-nipono[2,3-
b]nipasuH;
6-[4-(1-meTnn)eTokemaeHin}-5H-nipono|2,3-
b]nipasuH;
6-(1H-1-vetnn-2-(MmeTunTio)imigason-5-in)-5H-
nipono[2,3-blnipasuH;
6-(1-metvn-1H-iHaason-3-in)-5H-nipono(2,3-
b]nipasuH;
6-(1-meTnn-4-cpenin-1H-nipon-3-in)-5H-
nipono[2,3-blnipasunH;
6-(4-dbropderin)-5H-niporo[2,3-b]nipasuH;
6-(4-meTokandpeHin)-5H-nipono[2,3-blnipasux;
6-[4-(TpeT-6yTun)deHin]-7-(npon-1-eHin)-5H-
nipono[2,3-blnipasunH;
6-(4-meTunTiodpeHin)-5H-nipono[2,3-b]nipasuH;
6-(3-meTokandpeHin)-5H-nipono[2,3-blnipasux;
6-(1-meTnn-1H-nipason-4-in)-5H-nipono[2,3-
blnipasuH;
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6-(1-meTnn-5-cpeHin-1H-nipazon-3-in)-5H-
nipono[2,3-blnipasunH;
6-(nipnanH-2-in)-5H-nipono[2,3-b]nipasvH;
6-(nipnanH-4-in)-5H-nipono([2,3-blnipasuH;
6-(3,4-gumeTnndeHin)-5H-nipono[2,3-b]nipasuH;
6-(4-rigppokcndpenin)-5H-nipono[2,3-blnipasuh;
6-(4-TpupropmeTokcnpeHin)-5H-nipono[2,3-
b]nipasuH;
6-(4-amiHodpeHin)-5H-nipono[2,3-b]nipasuh;
6-(1-meTundeHrin-1H-nipon-3-in)-5H-nipono[2,3-
b]nipasuH;
6-(1,5-gumeTun-1H-nipon-3-in)-5H-nipono|[2,3-
b]nipasuH;
6-(1,4-gumeTnn-1H-nipon-3-in)-5H-nipono(2,3-
b]nipasuH;
2-(1-meTnn-4-cpeHin-1H-nipon-3-in)-1H-
nipono[2,3-blnipnamny;
3-[3-(5H-niporo[2,3-b]nipasunH-6-in)iHgon-1-
injnponan-1-om;
3-[5-meTokcn-3-(5H-nipono(2,3-b]nipasnH-6-
in)inaon-1-injnponaH-1-om;
2-[3-(5H-niporno[2,3-b]nipazunH-6-in)ingon-1-
injetaHon;
6-(1H-iHgon-3-in)-5H-nipono[2,3-blnipaswuH;
2-[5-meTokcn-3-(5H-nipono(2,3-b]nipasnH-6-
in)iHoon-1-injetaxon;
3-[3-(5H-nipono[2,3-b]nipasnH-6-in)inoon-1-
injnponinamin;
3-[5-meTokcn-3-(5H-nipono(2,3-b]nipas3uH-6-
in)iHaon-1-in]nponinamiu;
N-{3-[3-(5H-Tpono[2,3-b]nipasnH-6-in)iHgon-1-
injnponintaueTtamig;
N-[4-(5H-niporo[2,3-b]nipasnH-6-
in)deHinjaueTtamig;
6-[1-(3-mopdroniH-4-innponin)-1H-Hgon-3-in]-5H-
nipono[2,3-bJnipasuH;
6-[1-(3-ninepuguH-1-innponin)-1H-iHaon-34n]-5H-
niposo[2,3-b]nipasunH;
6-{1-[3-(nipnamnH-3-inoken)nponin]-1H-iHgon-3-in}-
5H-nipono[2,3-b]nipasuH;
1-me™n-3-(5H-nipono[2,3-b]nipasnH-6-in)-1H-
iHpon-5-on;
6-(2-xnop-5-metoken-1-wetmn-1H-iHgon-3-in)-
5H-nipono[2,3-b]nipasuH;
3-(5H-niporno[2,3-b]nipasnH-6-in)6eH3anbaeria;
4-(5H-nipono[2,3-b]nipasnH-6-in)6eH3anbaeria;
[3-(5H-nipono[2,3-b]nipasuH-6-in)inaon-1-
in]meTaHon;
[3-(5H-nipono[2,3-b]nipa3nH-6-in)deHin]meTaHon;
[4-(5H-nipono[2,3-b]nipasunH-6-indeHin]meTaHon;
6-(5-meToKCi-1H-iHaoN-3-in)-5H-nipono(2,3-
b]nipasuH;
2-[5-meTokcn-3-(5H-nipono(2,3-b]nipasnH-6-
in)inaon-1-in]-1-mopdoniH-4-inetaHoH;
2-[5-meTokcu-1-(2-mopgoniH-4-in-2-okcoeTun)-
1H-inpon-3-in]-1H-nipono[2,3-b]nipnanH-4-
KapboHiTpus;
[6-meTokemn-3-(1H-niporno[2,3-blnipnanH-2-
in)iHaon-1-inJouToBYy KUCNOTY;
4-meTtokcmn-2-(5-meTokcm-1-meTun-1H-ingon-3-in)-
1H-nipono[2,3-b]nipnavH;
4-meTokcun-2-(5-meTokci-1H-ingon-3-in)-1H-
niposo[2,3-blnipnaunH;
4-xrop-2-(4-tpeT-6ytundpenin)-1H-nipono[2,3-
blnipnauh;
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2-(5-meToken-1-vetnn-1H-iHgon-3-in)-5-ceHin-
1H-nipono[2,3-bInipnauH;

1-[1-metnn-3«(1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHgon-5-nokcuinponaH-2-on;

[5,6-aumeTokcun-3-(1H-nipono[2,3-b]nipnannH-2-
in)iHaon-1-injouToBy KNCNOTY;

2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)iHaon-1-in]-1-MmopdoniH-4-ineTaHoH;

amig  1-[1-meTnn-3-(1H-nipono[2,3-b]nipnanH-2-
in)-1H-ingon-5-nokcnl-umknobyraHkapboHoBOT
KNCMOoTH;

MeTunamig 1-[1-metun-3-(1H-nipono(2,3-
blnipngnH-2-in)-1H-Hgon-5-
inoken]umknobyraHkapb6oHOBOT KUCMOTH;

metunamig 1-metmn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-iHoon-5-kapboHOBOT KUCIOTH;

(2-rippokcienn)amig  1-meTtnn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-5-kap6oHOBOI kKMCNOTH;

(2-mopdponiH-4-ineTvn)amig 1-meTnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-inaon-5-kap6oHoBoi
KNCMOTH;

(2-kapbamoineTun)amig 1-vetun-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-iHgon-5-kap6oHoBoi
KNCoTu;

Bic(2-rigpokcieTun)amig 1-meTnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-Hgon-5-kap6oHoBoi
KNCIOTH;

amig 1-veTun-3-(1H-nipono[2,3-bInipnaunH-2-in)-
1H-inpon-5-«apboHoBOi kKMcnoTy;

(2-rigppokcu-1,1-GicrigpokcMmeTuneTnn)amis 1-
metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHaon-5-
KapboHOBOI KMCNOTY;

(2-rinpokcu-1-rigpokcumeTun-1-vetuneTun)amig
1-me™n-3-(1H-nipono([2,3-b]nipuamH-2-in)-1H-iHaon-
5-kapb0oHOBOI KMCNOTY;

(2,3-purigpokcunponinjamis, 1-meTun-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-5-kap6oHoBoi
KNCIOTH;

(2-rippokeun-1,1-pumeTvnetvn)amia  1-memmn-3-
(1H-nipono[2,3-b]nipuanH-2-in)-1H-iHgon-5-
KapboHOBOI KMCMOTH;

(2-rippokcu-1-rigpokcumeTuneTun)amig 1-vetvn-
3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-ingon-5-
KapboHOBOI KMCMOTH;

(2-kapbamoineTun)amia 1-vietun-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-inaon-6-kap6oHoBoi
KNCMoTK;

(2-rippokcien)amig  1-metmun-3-(1H-nipono[2,3-
b]nipnanH-2-in)-1H-Hgon-6-kapboHOBOI KMCNOTY;

(1H-[1,2 4]tpnason-3-injamig 1-meTnn-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-6-kap6oHoBOT
KNCIOTH;

(2-rippokcu-1-rigpokcumeTuneTun)amig 1-vetvn-
3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-ingon-6-
KapboHOBOI KMCMOTH;

(2-rippokcun-1,1-pgumeTuneTmn)amia  1-vetmn-3-
(5H-nipono(2,3-b]nipasnH-6-in)-1H-HgoNn-5-
KapbOOHOBOI KMCNOTY;

3-[6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
blnipasuH-7-in}-N-metunnponioHamig;

3-[6-(4-TpeT-6yTMndeHin)-5H-niporno|[2,3-
b]nipasuH-7-in]-N,N-agumeTmnnpo-nuoHamig;

2-MeToKcieTMnamig 1-metun-3-(5H-nipono(2,3-
b]nipasuH-6-in)-1H-iHgon-5-+«ap6oHoBoi kKncnoT;

2-tien-2-inetunamig  1-metn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5-«ap6oHoBoi kKncnoTu;

2-cpropetTrnamig 1-metun-3-(5H-nipono(2,3-
b]nipasuH-6-in)-1H-iHoon-5+«ap6oHoBOi kKncnoTy;

2-kapboeTokcieTnamig 1-vetTnn-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-ingon-5-«apboHoBoi
KNCMOTH;

(rinpokcnmeTn)kapbomeToKCUMETUNaMig 1-
MeTun-3-(5H-nipono[2,3-b]nipasuH-6-in)-1H-iHoon-5-
KapboHOBOI KMCNOTY;

2-rigpokcieTnamig 1-metnn-3-(5H-niponol[2,3-
b]nipasuH-6-in)-1H-iHoon-5-+«ap6oHoBOi kKncnoTy;

MeTtunamig 1-metmn-3-(5H-nipono[2,3-bJnipasnH-
6-in)-1H-iHooNn-5-kapboHOBOT KMCMOTY;

ammMmeTunamig, 1-metun-3-(5H-nipono(2,3-
b]nipasuH-6-in)-1H-iHoon-5-«ap6oHOBOT KMCNOTH;

[1-memnn-3-(5H-niporno[2,3-b]nipasnH-6-in)-1H-
iHaon-54n]mMopaoniH-4-nNkeToH;

4-rippokcun-[1-[1-vetnn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5-inl-kapboHinninepnauH;

MeTunamig 3-[1-meTnn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHaon-5-
inJkapboHinamiHoNpPoOMioOHOBOT KNCIOTY;

3-rigpokcunponinamig 1-metn-3-(5H-nipono[2,3-
blnipasuH-6-in)-1H-iHgon-5«ap6oHoBOI kKMCMOTH;

memunamig  3-{6-[4-(1-metun)eTokcndeHinl-5H-
nipono [2,3-b]nipasnH-7-n}-nponioHoBOi KNCNOTY;

MeTunamig, 3-[6-(4-meTokcndeHin)-5H-
nipono[2,3-bJnipasnH-7-in}-nponioHOBOI KMCNOTH;

3-{6-[4-(1-meTun)eTokcudeHin]-5H-nipono[2,3-
b]nipasuH-7-injnponioHamig;

3-[6-(4-rinpokcndpeHin)-5H-nipono[2,3-blnipasun-
7-injnponioHamig;

metunamig  3-[6-(4-ropdeHin)-5H-nipono[2,3-
b]nipasuH-7-in]nponioHoBOI kKMCNoTH;

(2-meTokcieTnn)amig 3-[4-(3,5-
anmeTunisokcasonin-4-in)-1H-nipono[2,3-bl-nipuanH-
2-in}-1-metun-1H-iHgon-5«ap6oHOBOT KUCIOTH;

(2-meTokcieTnn)amig 3-[4-(3,5-
AnmeTunisokcasonin-4-in)-1H-niporo [2,3-bl-nipnguH-
2-in}-1H-iHgon-5«ap6oHOBOT KUCINOTH;

(2-rippokcun-1,1-pgumetunetnn)amia  3-(4-uiaHo-
1H-niponol[2,3-bInipnanH-2-in]-1-metmn-1H-iHoon-5-
kapboHOBOT KMCMOTH;

(2-rigppokcu-2-veTunnponin)amig  3-(4-uiaHo-1H-
nipono[2,3-blnipnanH-2-in}-1-metun-1H-ingon-5-
KapbOHOBOI KMCNOTY;

2-[5,6-gumeToken-3-(1H-nipono[2,3-blnipnanH-2-
in)ingon-1-inJ-1-MmopdoniH-4-ineTaHoH;

[1-memnn-3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-
iHOon-inokcM]ouToBY KUCHOTY;

2-[1-metn-3{1H-nipono[2,3-b]nipnamH-2-n)-1H-
iHOON-54n0oKCUINPONiOHOBY KUCIOTY;

1-[1-me™n-3{(1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHaon-54nokcu]-unkno6yraHkapboHOBY KMCNOTY;

1-meTnn-3-(1H-nipono[2,3-b]nipnanH-2-n)-1H-
iHaon-5-«ap6boHoBY KMCNOTY;,

1-me™n-3-(1H-nipono(2,3-bJnipnamH-2-n)-1H-
iHopon-5-on;

1-{1-(uuknobyraHkapboHoBa kucrota)-3-1H-
niporno [2,3-b]nipnanH-2-in]-1H-iHaon-5-
inokcn}umknobyraHkapb6oHOBY KMCMOTY;

1-memn-3-(1H-nipono[2,3-b]nipyamH-2-in)-1H-
iHOoN-6-kapboOHOBY KUCMOTY;
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3-[1-metnn-3{1H-Tporo[2,3-b]nipnanH-2-in)-1H-
iHOon-54n]nponioHOBY KNCIOTY;
1-metn-3-(5H-nipono[2,3-b]nipasnH-6-in)-1H-
iHoon-5-«ap6boHoBY KMCNOTY;
[2-meTokCK-5-(BH-nipono[2,3-b]nipasnH-6-
in)deHokenlouToBY KUCMOTY;
3-[2-gumeTnnamino-5-(5H-nipone[2,3-b]nipasnH-
6-in)deHinlnponioHoBY KUCMOTY;
3-[1-meTnn-3+5H-nipono[2,3-b]nipasuH-6-in)-1H-
iHAon-54n]-kap6oHinamiHonNponioHOBY KMCNOTY;
3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono([2,3-
blnipngnH-2-in}-1-metun-1H-Hgon-5-kap6oHoBy
KNCIOTY;
3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono[2,3-
blnipugnH-2-in]-1H-ingon-5-kap6oHoBy KMCMOTY;
4-(3,5-gumeTnnizokcason-4-in)-2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnawH;
4-(3,5-gumeTunnisokcason-4-in)-2-(5-metokci-1H-
iHaon-3-n)-1H-nipono[2,3-blnipnauk;
3-(4-meToken-1H-nipono(2,3-bJnipyamH-2-in)-1-
MeTun-1H-ingon-5-«ap6boHoBY KUCNOTY;
3-(4-uiaHo-1H-nipono[2,3-blnipnanH-2-in)-1-
MeTun-1H-ingon-5-«ap6oHoBY KMCMOTY;
3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-ingon-5-
KapOOHOBY KMCHOTY;
2-(5-meToken)-1H-iHgon-3-in)-1H-niponol[2,3-
b]nipnanH-4-«kap6oHOBY KMCNOTY;
Kanin 2-(5-meTokeu)-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipnanH-4«ap6okcunar;
2-[1-metmn-3{1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHoon-5-nokcunleTaHon;
2-[1-metnn-3H1H-nipono[2,3-blnipnamH-2-in)-1H-
iHgon-5-nokcu]nponax-1-on;
{1-[1-memun-3-(1H-nipono[2,3-b]nipnaH-2-n)-
1H-inpon-5-inoken]-uuknobytmnimeTtaHon;
2-(6-beHin-5H-nipono(2,3-b]nipasuH-7-n)etaHon;
3-[1-metmn-3{5H-nipono[2,3-b]nipasuH-6-in)-1H-
iHoon-5-n]kap6oHinamiHoNponioHOBY KUCIIOTY;
2-[2-meTokcn-5-(5H-nipono(2,3-b]nipasuH-6-
in)peHokculetaHonm;
3-[2-pumeTnnamino-5-(5H-nipono[2,3-b]nipaanH-
6-in)dpeHin]nponaH-1-on;
3-{6-[4-(1-meTnn)etokcudeHin]-5H-nipono|[2,3-
blnipasuH-7-injnponaHon;
2-(5-meToken-1-vietun-1H-iHgon-3-in)-1H-
nipono[2,3-blnipnauny;
3-[1-metnn-3{1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHgon-5-nokcu]nponax-1,2-gion;
3-[1-meTnn-3«1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHaon-54nokcmlnponaH-1-on;
3-[1-meTun-3<1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHoon-5-nokcu]nponaH-2-on;
2-[1-meTnn-542H-teTpaszon-5-4n)-1H-iHgon-3-in}-
1H-nipono[2,3-bInipnauH;
2-[1-metnn-5{2-meTun-2H-teTpason-5-n)-1H-
iHoon-3-n]-1H-niposo[2,3-blnipnauy;
2-[1-metnn-5{1-meTun-1H-tetpason-5-n)-1H-
iHgon-3-n]-1H-niporno[2,3-blnipnauH;
1-[1-meTnn-3«1H-nipono[2,3-bnipnamH-2-in)-1H-
iHOoN-5-n]eTaHoH;
2-(5,6-gumeTokcun-1-vetmn-1H-iHgon-3-in)-1H-
niposo[2,3-blnipngunH;
(S)-3-[1-meTnn-3-(1H-Tpono([2,3-b]nipnanH-2-in)-
1H-inpon-5-inokenlnponax-1,2-gion;
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(R)-3-[1-meTnn-3-(1H-Tpono[2,3-b]nipnamH-2-in)-
1H-iHpon-5-inoken]nponax-1,2-gion;
2-[5-(2-meTokcu-1-meTuneTokeun)-1-vetnn-1H-
ingon-3-n]-1H-nipono[2,3-b]nipnawk;
2-[1-meTnn-54(5-me1nn[1,2,4Jokcagiason-3-n)-
1H-inpgon-3-in}-1H-nipono[2,3-blnipnavH;
(R)-3-[6-meTOKCM-1-MeTUn-3-(1H-nipono[2,3-
blnipnanH-2-in)-1H-Hgon-5-inokcuinponax-1,2-gion;
6-meTokcu-1-me™n-3-(1H-nipono[2,3-b]nipuanH-
2-in)-1H-Hgon-5-on;
2-(5-meToken-1-metnn-1H-iHgon-3-in)-4-ceHin-
1H-nipono[2,3-b]nipnavH;
2-[5-(nipngnH-4-in)-1-vetmn-1H-iHgon-3-in]-1H-
nipono[2,3-blnipnamny;
2-(5-meToken-1-wetnn-1H-ingon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«apOoHiTpun;
4-xnop-2-(5-meToken-1-vetmn-1H-iHgon-3-in)-
1H-nipono[2,3-b]nipnavH;
2-(5-meToken-1-metn-1H-iHgon-3-in)-4-
(nipngun-3-in)-1H-nipono[2,3-bInipnanH;
2-(5-meToken-1-wetmn-1H-iHgon-2-in)-1H-
niposo[2,3-blnipngunH;
2-(5-meTtoken-1-wetmn-1H-iHgon-3-in)-3-veTun-
1H-nipono[2,3-blnipnawH;
2-(1H-nipon-2-in)-1H-nipono[2,3-b]nipnawnH;
2-(1-metun-1H-nipon-2-in)-1H-nipono[2,3-
blnipnanH;
4-xnop-2-(5-meTokci-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipuaunH;
5-meTokcu-1-metmn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-Hpon-6-on;
2-(6-izonponokcn-5-vietokcn-1-vetnn-1H-iHgon-
3-in)-1H-nipono[2,3-bJnipnauvH;
2-[5,6-gumeToken-1-(2-MopdoniH-4-inetnn)-1H-
iHaon-3-n]-1H-nipono[2,3-b]nipnany;
1-me™nn-3-(1H-nipono(2,3-bJnipnamH-2-n)-1H-
iHoon-5-4namin;
N-[1-metnn-3-(1H-nipono[2,3-b]nipnaH-2-in)-1H-
iHaon-54n]-meTaHcynboHamig;
N-[1-metnn-3-(1H-nipono[2,3-blnipnavH-2-in)-1H-
iHgon-5-inJaveTtamig;
N-{1-metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHaon-54nlmeTnn}rieH-2-incynboHamifa;
{1-[5-(1-rigpokcumeTunuukno6yTokcn)-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHoon-1-
inJuuknobytmnimeTaHon;
{1-[1-memnn-3-(5H-nipono|[2,3-b]tpasnH-6-in)-1H-
iHoon-54nokcul-uuknobytmnimeTtaHon;
5-[6-(4-TpeT-6yTMnceHin)-5H-nipono[2,3-
blnipasuH-7-inletun-2H-TeTpason;
3-[6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
b]nipasuH-7-in]nponioHiTpun;
3-[6-(4-TpeT-6yTMnceHin-5H-nipono[2,3-
b]nipasnH-7-injnponioHamig;
3-[6-(4-TpeT-6yT"ndeHin)-5H-nipono[2,3-
b]nipasuH-7-in]nponioHOBY KUCNOTY;
3-{6-[4-(1-meTnn)etokcndeHin]-5H-nipono|[2,3-
b]nipasuH-7-injnponioHoOBY KUCNOTY;
3-[6-(4-dTopdeHin)-5H-nipono[2,3-b]nipa3uH-7-
inJnponioHoBY KNCNOTY;
3-[6-(4-meToKendpeHin)-5H-nipono[2,3-blnipasnH-
7-in]nponioHOBY KUCNOTY;
3-[6-(4-TpeT-6yTMndoeHin)-5H-nipono[2,3-
b]nipasuH-7-inlnponax-1-om;
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etunosui  edip [2-meToken-5-(5H-nipono[2,3-
b]nipasuH-6-in)deHokcn]ouToBOT KMCNOTH;

2-meToken-5-(5H-nipono(2,3-bJnipnaH-6-
in)gpeHon;

3-¢prop-2-(5-meToken-1-meTnn-1H-ingon-3-in)-
1H-niponol[2,3-bInipnauH;

3-{6-(4-rippokevpeHin)-5H-nipono[2,3-blnipa3uH-
7-in}nponioHoOBY KMUCNOTY;

etn 3-{6-(4-rippokcndpeHin)-5H-nipono[2,3-
blnipasuH-7-injnponioHar;

2-(5-meTokci-1H-iHaon-3-in)-1H-nipono(2,3-
b]nipnanH-4-«ap6oHiTpun;

6-(4-meTnncynbdinindgerin)-5H-nipono[2,3-
blnipasuh;

6-(4-meTnncynboHindeHin)-5H-nipono[2,3-
b]nipasuH;

3-(6-(4-TpeT-6yTnndeHin)-5H-niponol[2,3-
blnipasuH-7-in)nponinamin;

N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponinjaueTtamig;

amig N-{3-(6-(4-TpeT-6ymundpeHin)-5H-
nipono[2,3-bJnipasnH-7-in)nponin}-
umKnonponinkapboHoBOT KNCIOTH;

N-{3-(6-(4-TpeT-6yTundeHin)-5H-nipono[2,3-
b]nipasuH-7-in)nponin}6ytmpamin;

N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
b]nipasuH-7-in)nponin}-meTokciaueTamia;

amig N-{3-(6-(4-TpeT-6ymundpeHin)-5H-
niporno[2,3-blnipasnH-7-in)nponin}tieH-2-inkap6oHoBoi
KNCIOoTH;

N-{3-(6-(4-TpeT-6yTundeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N'-nponinceyoBuHy;

N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N'-
KapboeTOKCUMETUIICEUYOBUHY;

N-{1-metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHoon-54inlmeTtun}-N'-TeTparigponipaH-2-ince4oBuHy;

N-{3-(6-(4-TpeT-6ytTundeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N',N'-gieTunce4osuny;

N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-veTtaHcynbgoHamig;

N-{3-(6-(4-TpeT-6yTundeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}tieH-2-incynsoHamig;

N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
b]nipasuH-7-in)nponin}-gumeTunizokcason-4-
incynbdpoHamig;

N-{3-(6-(4-TpeT-6ymndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-1-meTunimigason-4-
incynscoHamipg;

(2-rippoken-1,1-gumeTuneTvn)amis, 2-(5-
MeTokcu-1-metnn-1H-iHgon-3-in)-1H-nipono([2,3-
b]nipnanH-4-«ap6oHOBOT KUCIOTH;

(2-rippokcu-1,1-gumeTuneTvin)amin, 3-(4-xnop-
1H-niponol[2,3-b]nipnaunH-2-in)-1-metnn-1H-iHaon-5-
KapboHOBOI KMCMOTH;

[2-(5-meTokCeun-1-meTun-1H-iHgon-34n)-1H-
nipono[2,3-b]nipnanH-4-in}-mopdoniH-4-inMeTaHoH;

3-[6-(4-rinpokcndpeHin)-5H-nipono[2,3-blnipasun-
7-in]-N-metunnponioHamig;

(2-rippokcu-1,1-gumeTvnetvn)amig  2-(1-emn-5-
meTokci-1H-ingon-3-in)-1H-niporno[2,3-b]nipnanH-4-
KapboHOBOI KMCMOTH;

(2-meTokcieTun)amig  2-(5-meTokcm-1-veTun-1H-
iHgon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHoBoi
KNCMOTK;

(2-rippokcu-2-metunnponin)amig 2-(5-metokcu-1-
metun-1H-ingon-3-in)-1H-niporo[2,3-b]nipnanH-4-
KapboHOBOI KMCNOTY;

(2-rinpokcunponin)amig  2-(5-meTtokcn-1-meTun-
1H-inpon-3-in)-1H-niporo[2,3-b]nipnanH-4-
KapboHOBOI KUCNOTY;

(2-rinpokcietun)amig  2-(5-metokcu-1-vetun-1H-
iHaon-3-n)-1H-nipono[2,3-binipnanH-4-kap6oHoBoi
KNCMOTH;

(2-meTokcieTun)amig  2-(5-meTokci-1H-iHgon-3-
in)-1H-niporno[2,3-b]nipnanH-4-«kap6oHOBOT KUCNOTH;

2-(5-meTtoken-1-wetmn-1H-ingon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«kapOOHOBY KMCNOTY;

3-(4-xnop-1H-nipono[2,3-blnipnanH-2-in)-1-
meTun-1H-ingon-5«ap6oHoBY KMCMOTY;

2-(1-eTn-5-meTokci-1H-ingon-3-in)-1H-
nipono[2,3-b]nipnanH-4-kapboHOBY KMCMOTY;

2-(5-meToKCi-1H-iHaon-3-in)-1H-nipono[2,3-
b]nipnanH-4«apbokcamia;

3-[6-(4-mopdoniH-4-indpeHin)-5H-nipono[2,3-
blnipasuH-7-in}-N-metunnponioHamig;

6-(4-niponiguH-14indeHin)-5H-nipono(2,3-
blnipasuH;

6-(4-(cpypan-2-in)deHin)-5H-nipono[2,3-
blnipasuH;

6-(4-(3,5-gumeTnnisokcazon-4-in)eHin)-5H-
Tponol[2,3-blnipasuH;

2-[4-(5H-niporo[2,3-b]nipas3nH-6-
in)peHin]nponaH-2-on;

1-[4-(5H-niporo[2,3-b]nipa3nH-6-
in)peHinletaHoH;

6-[4-(4-[2-mopdoniH-4-ineTunininepaanH-1-
in)gpeHin]-5H-nipono[2,3-b]nipasuH;

6-(4-ninepa3svH-1-ndeHin)-5H-nipono[2,3-
blnipasun;

2-memn-4-[6-(4-TpeT-6ymndeHin)-5H-
nipono[2,3-b]nipasnH-7-in]oyraH-2-on;

[3-(1H-nipono[2,3-b]nipnanH-2-in)-1-vetmn-1H-
iHoon-5-4n]-meTMnamiH;

2-{[5-meTokcn-3-(1H-nipono[2,3-b]nipnanH-2-
in)ingon-1-in]-1-(1-MeTunninepasuH)-4-injeTaHoH;

N-umnknobymmn-2-[5-meTokcu-3-(1H-nipono[2,3-
blnipnanH-2-in)iHoon-1-inJauetamig,;

N-(3-imigason-1-innponin)-2-[5-meTokcn-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHgon-1-injJaueTamig;

1-(2,5-purigponipon-14n)-2-[5-veTokcn-3-(1H-
nipono[2,3-bJnipnanH-2-in)iHaoon-1-inletaHoH;

N-uuknorekcun-2-[5-metokcu-3-(1H-nipono[2,3-
blnipnannH-2-in)ingon-1-injauetamig;

N-uuknoneHTun-2-[5-veTokcu-3-(1H-nipono[2,3-
blnipnann-2-n)ingon-1-injauetamig;

N-(3-gumetunaminonponin)-2-[5-meTokcu-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHgon-1-injJaueTamig;

MeTUNoBUN edip 6-[2-[5-meTokCK-3-(1H-
nipono[2,3-b]nipnanH-2-in)iHgoon-1-
inJaueTMnamiHo]reKCaHOBOT KUCIOTH;

1-[1,4"16ininepnamnin-1'-1H-2-[5-meTokcn-3-(1H-
Tpono[2,3-b]nipuanH-2-in)iHaon-1-injetaHoH;

N-(3,3-ammeTmn6ymmn)-2-[5-meTtokcu-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHgon-1-injJaueTamig;

N-(3-eTokcunponin)-2-[5-veTokcn-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHgon-1-in]-auetamia;

1-(3,3-aumeTunninepnauH-1-in)-2-[5-meToken-3-
(1H-niponol[2,3-bInipnguH-2-in)ingon-1-injeTaHoH;
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2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)iHnaon-1-in]-N-(3-okcoizokcasonignH-4-injaueTtamia;
1-[4-(4-xnoppeHin)ninepaanH-1-n}-2-(5-meTokcu-
3-(1H-niporo[2,3-b]nipnanH-2-n)iHaoon-1-inletaHoH;
1-(4-rigpokcuninepnann-1-in)-2-[5-meTokcun-3-
(1H-niponol[2,3-bInipnavH-2-in)ingon-1-injeTaHoH;
2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)iHaon-1-in]-1-TiasonignH-3-neTaHoH;
2-[5-meTokCcK-3-(1H-nipono[2,3-b]nipnanH-2-
in)iHnpon-1-in]-1-[4-(3-dpeHinanin)ninepasuH-1-
injetaHoH;
N-dypaH-2-inmeTun-2-[5-metokcun-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHoon-1-inJaueTamig;
2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)iHaon-1-in]-N-(2-nipnamH-4-inetun)aueTtamig;
N-umkrnonponinveTun-2-[5-vetokcn-3-(1H-
nipono[2,3-blnipnanH-2-in)iHaoon-1-in]-N-
nporwaueTtamig,;
N-(1-uvknorekcunetn)-2-[5-meTokcmn-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHoon-1-inJaueTamig;
2-[5-meTokcn-3-(1H-nipono(2,3-bJnipnamH-2-
in)ingon-1-in]-N-metun-N-nipnamH-3-
inMeTnnaueTamin;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)ingon-1-inJ-1-(4-meTatoninninepasuH-1-in)eTaHoH;
2-[5-meTokcn-3-(1H-nipono[2,3-b]nipnamH-2-
in)ingon-1-in]-N-(2-cpeHincynbgaHineTnn)auetamia;
2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)ingon-1-in]-N-(4-mopdoniH-4-indeHin)auetamia;
N-uuknonponin-2-[5-metokcu-3-(1H-nipono[2,3-
blnipnann-2-n)ingon-1-injauetamig;
2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)ingon-1-inJ-1-(3-meTnnninepasuH-1-in)eTaHoH;
N-(4-uvknorekcundeHin)-2-[5-meTokem-3-(1H-
nipono[2,3-blnipnanH-2-in)iHgon-1-injauetamia;
2-[5-meTokcn-3-(1H-nipono(2,3-bJnipnamH-2-
in)iHaon-1-in]-N-(2-meTnnuknorekcin)aueTamiz,;
N-umkrorekcunveTun-2-[5-vietokcn-3-(1H-
Tpono[2,3-blnipuanH-2-in)iHgon-1-injauetamia,;
2-[5-meTokCcKn-3-(1H-nipono([2,3-blnipnanH-2-
in)iHnaon-1-in]-1-niponianH-1-ineTaHoH;
4-{2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnanH-2-
in)ingon-1-inJaueTunininepasvnH-2-oH;
4-{2-[5-meToken-3-(1H-nipono[2,3-b]nipnanH-2-
in)ingon-1-inJauet™mn}-3,3-gMmeTunninepasnH-2-oH;
4-{2-[5-meToken-3-(1H-nipono([2,3-b]nipnanH-2-
in)ingon-1-injJaueTmn}-1-meTunninepasvH-2-oH;
2-[5-meTokcn-3-(1H-nipono[2,3-b]nipnamH-2-
in)ingon-1-inJ-1-tTiomopdoniH-4-ineTaHoH;
N-(2-rigpokcu-2-peHineTnn)-2-[5-vetokcn-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHgon-1-inJaueTamia,;
1-(2,6-gumeTnnmopdoniH-4-in)-2-[5-meTtokcn-3-
(1H-niponol[2,3-bInipnavH-2-in)ingon-1-injeTaHoH;
N-(4-gieTvnamiHometundeHin)-2-[5-meTokcn-3-
(1H-nipono[2,3-b]nipnguH-2-in)ingon-1-injaueTamiz;
N-[2-(4-rippokcndperin)eTnn]-2-[5-meTokcn-3-(1H-
nipono[2,3-blnipnanH-2-in)iHoon-1-injauetamia;
2-[5-meTokcn-3-(1H-tpono[2,3-blnipnanH-2-
in)iHnaon-1-in]-N-(TeTparigpodypaH-2-
inMeTun)aueTamia;
2-[5-meTokcn-3-(1H-tpono[2,3-blnipnanH-2-
in)ingon-1-in]-N-nippauH-2-inmeTynaueTamia;
N-(1,2-aumeTvnnponin)-2-[5-meTokcn-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHoon-1-inJaueTamig;
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N-(3-6eH3un  okcunipugnH-2-in)-2-[5-meTtokcu-3-
(1H-nipono[2,3-b]nipnguH-2-in)ingon-1-injaueTamig;
2-(5-meToken-3-(1H-nipono[2,3-bJnipnamH-2-
in)ingon-1-in]-N-xiHoniH-3-inueTamig,;
2-[5-meTokCK-3-(1H-Tpono[2,3-b]nipuanH-2-
in)ingon-1-in]-N-xiHoniH-8-inueTamig;
N-izoxiHoniH-5-in-2-[5-veTokcn-3-(1H-Tporno[2,3-
blnipnanH-2-in)iHoon-1-inJauetamig,;
2-[5-meTokcmn-3-(1H-nipono[2,3-b]nipnanH-2-
in)ingon-1-in]-N-(3-metnbytun)aueTtamig;
N-izoxiHoniH-1-in-2-[5-meTokcu-3-(1H-nipono[2,3-
blnipnanH-2-in)iHoon-1-injauetamig;
2-[5-meTokcn-3-(1H-nipono[2,3-b]nipnamH-2-
in)ingon-1-in]-N-xiHoniH-2-inueTamig;
1-(3,6-gurigpo-2H-nipuamH-1-in)-2-[5-meTokcmn-3-
(1H-nipono[2,3-b]nipnanH-2-in)iHgon-1-injeTaHoH;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)inaon-1-in]-N-[3-(4-metnnninepasuH-1-
in)nponinjaueTtamig;
N-(2-umknorekc-1-eHinetn)-2-[5-meTokcn-3-(1H-
nipono[2,3-blnipnanH-2-in)-ingon-1-injauetamia;
N-[2-(1H-iHgon-3-in)etnn]-2-[5-meToken-3-(1H-
nipono[2,3-blnipnanH-2-in)-ingon-1-injauetamiz;
2-[5-meTokcn-3-(1H-nipono[2,3-b]nipnamH-2-
in)ingon-1-in]-1-[4-(teTparigpodypaH-2-
KapboHin)ninepaavH-1-njeTaHoH;
N-agamaHTaH-1-in-2-[5-meToken-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHgon-1-injJaueTamig;
N-(2-gumeTnnaminoeTnn)-2-[5-metokcn-3-(1H-
nipono[2,3-b]nipnanH-2-in)inoon-1-in]-N-
MeTunaueTamif;
1-(4-6eH30[1,3]aiokcon-5-inmeTunninepasuH-1-
in)-2-[5-metoken-3-(1H-nipono[2,3-b]nipnanH-2-
in)iHoon-1-injeTaHoH;
1-[4-(4-xnop6eHsun)ninepasunH-1-in}-2-[5-
meTokemn-3-(1H-nipono[2,3-bInipuanH-2-in)inaon-1-
injetaHoH;
2-[5-meTokcmn-3-(1H-nipono[2,3-b]nipnanH-2-
in)ingon-1-in]-1-[4-(1-deHineTvn)ninepasvH-1-
injetaHoH;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)iHaon-1-in]-1-[4-(2-mopconiH-4-ineTun)ninepasunH-
1-inJeTaHoH;
1-[4-(4-meTokeudpeHin)ninepasnH-1-inl-2-[5-
MeTokcu-3-(1H-nipono[2,3-blnipuanH-2-in)ingon-1-
inleTaHoH;
2-[5-meTokcn-3-(1H-nipono(2,3-bJnipnamH-2-
in)iHaon-1-in]-N-[3-(2-okconiponignH-1-
in)nponinjauetamig;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)ingon-1-inJ-1-ninepmavH-1-ineTaHoH;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)ingon-1-in]-N-(2-ninepnanH-1-ineTun)auetamig;
2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)inaon-1-in]-N-(2-niponiguH-1-ineTnn)auetamia;
1-[4-(2-meTokdeTnn)ninepa3uH-1-in]-2-[5-
meTokcmn-3-(1H-nipono[2,3-blnipuavH-2-in)iHaon-1-
inletaHoH;
1-[4-(2-gyumeTnnamiHoeTUn)ninepasuH-1-in]-2-[5-
meTokcm-3-(1H-nipono[2,3-blnipuavH-2-in)iHaoon-1-
inletaHoH;
N-i306ytnn-2-[5-meTokcn-3-(1H-nipono[2,3-
blnipuauH-2-in)iHpon-1-inl-auetamig,;
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1-[4-(4-TpeT-6yTunbeH3un)ninepasuH-1-in}-2-[5-
meTunokcmn-3-(1H-nipono[2,3-blnipuann-2-in)ingon-1-
inleTaHoH;

2-[5-meToKCcKn-3-(1H-nipono[2,3-blnipnanH-2-
in)ingon-1-in]-N-(1-meTnn-3-ceHinnponin)auetamiz;

N-(4-gieTunamiHo-1-meTmn6ytnn)-2-[5-meToKCn-
3-(1H-niposo[2,3-b]nipnanH-2-n)iHoon-1-injauetamia;

N-6eH3un-N-(2-rigpokcietnn)-2-[5-meTokcn-3-
(1H-nipono[2,3-b]nipnanH-2-in)Hgon-1-injaueTamig;

1-{4-[2-(2-rinpokcieTokcn)eTun]ninepasnH-1-in}-2-
[5-meTokcmn-3-(1H-niporo[2,3-b]nipnaunH-2-in)ingon-1-
injeTaHoH;

N-(1-rigpokcumeTun-2-metmnoytmn)-2-[5-
meTokcmn-3-(1H-nipono[2,3-blnipnanH-2-in)ingon-1-
inJavetamig;

N-6eHaunn-2-[5-veTtokcn-3-(1H-nipono[2,3-
blnipnann-2-in)ingon-1-in]-N-metunauetamia;

N-(2-meToken-1-metuneTun)-2-[5-vetoken-3-(1H-
nipono[2,3-b]nipnanH-2-in)-ingon-1-injauetamia;

N-(3-rigpokcunponin)-2-[5-meTokem-3-(1H-
nipono[2,3-bnipnanH-2-in)iHoon-1-injauetamia;

N-(3-meTokenpeHin)-2-[5-meTokcmn-3-(1H-
nipono[2,3-blnipnanH-2-in)iHoon-1-inl-aueTamiz;

1-(4-6eHsrigpmnninepa3snH-14n)-2-[5-MeTokCcn-3-
(1H-nipono[2,3-b]nipnanH-2-in)Hgon-1-injeTaHoH;

1-(4-6eH3nnninepaswuH-1-in)-2-[5-meToken-3-(1H-
nipono[2,3-bJnipuanH-2-n)iHaoon-1-injeTaHoH;

2-[5-meTokcn-3-(1H-nipono(2,3-b]nipnamH-2-
in)inpon-1-in]-N-(3-niponiguH-1-i-nponinjauetamia;

N-(1-6eH3unninepngnH-4-in)-2-[5-veTokcn-3-(1H-
nipono[2,3-b]nipuanH-2-in)iHoon-1-injJaueTamig;

1-[4-(4-xnop-deHin)-4-rigpokcuninepuamH-1-in]-
2-[5-meToKCcKn-3-(1H-nipono([2,3-blnipuanH-2-in)iHoon-
1-inJeTaHoH;

MeTUMNOBUN edip 2-[2-[5-meToken-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHaoon-1-inJaueTmnamiHol-
3-MeTUNNEeHTaHOBOT KUCTIOTU;

2-[5-meTokCcK-3-(1H-nipono[2,3-b]nipnanH-2-
in)ingon-1-in]-N-(2-metTunxiHoniH-4-in)aueTamia;

N-(2-6eH3uncynbgaHun-1-rigpokcumeTuneTu)-
2-[5-meTokcn-3-(1H-nipono[2,3-b]nipuamH-2-in)ingon-
1-inJaueTtamig;

[2-(1H-nipono([2,3-b]nipnanH-2-in)nipon-1-
inJouToBY KUCIOTY;

2-{[2-(1H-Tpono[2,3-b]nipuanH-2-in)nipon-1-in]-1-
LMKIonponinamiHo}eTaHoH;

N-(3-eTokcunponin)-2-[2-(1H-nipono[2,3-
blnipugnH-2-in)nipon-1-injaueTtamig;

1-niponiguH-1-in-2-[2-(1H-nipono[2,3-b]nipnanH-
2-in)nipon-1-injetaHoH;

1-(3,6-gurigpo-2H-nipngnn-1-in)-2-[2-(1H-
Tpono[2,3-b]nipuanH-2-in)nipon-1-injetaHoH;
1-memn-4-{2-[2-(1H-nipono-[2,3-b]nipnanH-2-
in)nipon-1-injauetnn}ninepasnH-2-oH;
2-[2-(1H-nipono[2,3-b]nipuanH-2-in)nipon-1-n]-N-
(TeTparigpodpypaH-2-inmeTnn)auetamina;
1-(2,6-gumeTnnmopdonin-4-in)-2-[2-(1H-
nipono[2,3-bJnipuanH-2-in)nipon-1-njetaHoH;
2-[2-(1H-nipono[2,3-b]nipnanH-2-in)nipon-1-n]-1-
TioMmoponiH-4-ineTaHoH;
1-(4-rigpokcvninepuamH-1-in)-2-[2-(1H-
nipono[2,3-bJnipuanH-2-in)nipon-1-njetaHoH;
1-(3,3-aumeTunninepnamH-1-in)-2-[2-(1H-
nipono[2,3-blnipnanH-2-in)nipon-1-njeTaHoH;
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4-{2-[2-(1H-nipono[2,3-bnipnamH-2-in)nipon-1-
inJaueTnn}ninepasvH-2-0H;
N-(1-metun6ytnn)-2-[2-(1H-nipono[2,3-
blnipuanH-2-n)nipon-1-injauetamia;
N-6iumkno[2,2,1]renT-2-in-2-[2-(1H-nipono[2,3-
blnipunann-2-in)nipon-1-injauetamig;
N-[3-(4-meTunninepasunH-1-n)nponin}-2-[2-(1H-
nipono[2,3-b]nipnanH-2-in)nipon-1-njauertamiz;
1-[4-(3-anmeTnnamiHonponin)ninepasunH-1-in]-2-
[2-(1H-nipono([2,3-b]nipnavH-2-in)nipon-1-injeTaHoH;
1-(4-meTnnninepa3avH-1-in)-2-[2-(1H-nipono[2,3-
blnipuanH-2-in)nipon-1-injetaHoH;
1-[4-(4-xnopdpeHin)-4-rigpokcuninepnanH-1-in}-2-
[2-(1H-nipono([2,3-b]nipnavH-2-in)nipon-1-injeTaHoH;
1-[4-(3-rinpokcudpeHin)ninepasnH-1-in}-2-[2-(1H-
nipono[2,3-b]nipuanH-2-in)nipon-1-njeTaHoH;
3-[5-meTokcn-2-(1H-nipono([2,3-bJnipnamH-2-
in)ingon-1-injnponioHoBY KUCMOTY;
3-[5-meTokcun-2-(1H-Tpono[2,3-bnipnanH-2-
in)iHaon-1-in]-1-mopdoniH-4-inmponax-1-oH;
3-[5-meTokcn-2-(1H-nipono(2,3-bJnipnamH-2-
in)ingon-1-in]-N-cpeHinnponioHamig;
3-[5-meToken-2-(1H-nipono [2,3-b]nipnann-2-
in)iHaon-1-in]-1-tiomopdoniH-4-innponaH-1-oH;
3-[5-meTokcn-2-(1H-nipono(2,3-bJnipnamH-2-
in)inaon-1-in]-1-(4-MmeTunninepasuH-1-in)nponaxH-1-
OH;
3-[5-meTokcn-2-(1H-nipono([2,3-b]nipnamH-2-
in)ingon-1-in]-N-(teTpariapodypaH-2-
inmeTun)nponioHamig;
N-(2-rigpokcu-2-geHinetvnn)-3-[5-vetokcn-2-(1H-
nipono[2,3-blnipnanH-2-in)iHaon-1-injnponioHamiz;
N-(2-rigpokcieTnn)-3-[5-meTokcn-2-(1H-
nipono[2,3-b]nipnanH-2-n)iHgon-1-in]nponioHamiz;
1-[4-(4-xnopdpeHin)-4-rigpokcuninepnanH-1-in}-2-
[6-meTokemn-2-(1H-niporno[2,3-bInipuanH-2-in)ingon-1-
injetaHoH;
2-(5-meToken-1-metun-1H-iHgon-3-in)-4-
MopdoniH-4-in-1H-nipono[2,3-b]-nipnawH;
2-(5-meToken-1-metun-1H-iHgon-3-in)-4-
ninepnan-14n-1H-nipono[2,3-blnipnavH;
[2-(5-meTokeu-1-metun-1H-ingon-3-in)-1H-
nipono[2,3-b]nipnanH-4-n}-(2-meTokcndeHin)amiH;
[2-(5-meToKCUK-1-MeTUR-1H-iHaoN-3-n)-1H-
niposo[2,3-b]nipnanH-4-nj-opToToninamin;
[2-(5-meTokCu-1-meTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-n}-(3-meTokcneHin)amiH;
[2-(5-meTokcu-1-metmn-1H-ivgon-3-in)-1H-
niposo[2,3-blnipnanH-4-n}-meTatoninamiu;
(4-dbTopbeHin)-[2-(5-meTokcn-1-meTun-1H-iHgon-
3-in)-1H-nipono[2,3-b]-nipnanH-4-injamin;
[2-(5-meTokcu-1-metmn-1H-ingon-3-in)-1H-
nipono[2,3-b]nipnanH-4-in}-(4-meTokcndeHin)amiu;
[2-(5-meTokCK-1-MeTUn-1H-iHgon-3-n)-1H-
niposo[2,3-b]nipnavH-4-nj-napatoninamin;
O6eH3un[2-(5-wetokcn-1-metun-1H-ingon-3-in)][-
1H-niponol[2,3-bInipnanH-4-injamin;
(4-dpTopbeH3unn)-[2-(5-meTokcm-1-meTnn-1H-
iHaon-3-n)-1H-nipono[2,3-b]-nipnanH-4-injaminx;
(4-meTokcubeHsun)-[2-(5-meTokcmn-1-meTun-1H-
iHaon-34n)-1H-nipono[2,3-blnipnanH-4-injamiu;
(2-meTokcieTnn)-[2-(5-meToken-1-metnn-1H-
iHgon-3-n)-1H-nipono[2,3-b]-nipnanH-4-injaminx;
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metunosun edip 3-[2-(5-meTokcK-1-veTun-1H-
iHgon-3-n)-1H-nipono[2,3-blnipnanH-4-
inamiHo]6eH30MHOT KMcnoTu;

umknonponinvetTMn[2-(5-metokem-1-metun-1H-
iHgon-34n)[-1H-nipono[2,3-b]nipuanH-4-injamin;

[2-(5-meTokCK-1-MeTun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipuanH-4-in}-ceHinamix;

6ymn[2-(5-meTokcu-1-vetnn-1H-iHgon-3-n)-1H-
niposo[2,3-blnipnavH-4-njamin;

MeTunamig, 2-(5-vetoken-1H-ingon-3-in)-1H-
nipono[2,3-b]nipuanH-4-«ap6oHoBoi kncrnot abo

TpeT-6yTmnosun edip 2-(5-vetokci-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnanH-4-«kapboHoBOT KMCNOTK; i
ix BignosigHi N-okeman i nponikapceki dopmu, i
dapMaLeBTUYHO NPURHATHI  coni | combBaTh
(Hanpuknag, rigpatM) Takux cnonyk i ix N-okcugm i
nponikapceki dopmu.

MepeBaxHumn cnonykammn dopmynu (1a) gaHoro
BMHaxo4y ans iHridyBaHHA SYK €:

6-(5-meTokCen-1-vetnn-1H-iHgon-3-in)-5H-
nipono[2,3-bJnipasuH, (cnonyka, no3HaveHa sk A1-B1-
C1), npuknag 1(a);

6-(1-metvn-1H-iHgon-3-in)-5H-nipono[2,3-
blnipasuH; (cnmonyka, no3HayeHa sk A1-B1-C46),
npuknag 1(b);
3-[3-(5H-niporno[2,3-b]nipadnH-6-in)iHgon-1-
injnponax-1-on, (cnonyka, no3HayeHa sk A1-B6-C46),
npuknag 2(a);
3-[5-meTokcn-3-(5H-nipono|2,3-blnipasuH-6-
in)iHaon-1-injnponaH-1-on; (cnomyka, nNo3HayeHa $K
A1-B6-C1), npuknag 2(b);
2-[5-meTokcn-3-(5H-nipono(2,3-blnipasnH-6-
in)ingon-1-injJetaHon; (cnonyka, nosHaveHa sk A1-B5-
C1), npuknag 2(d);
6-(1H-iHgon-3-in)-5H-nipono[2,3-bjnipaswH;
(cnonyka, no3dHadveHa sk A1-B2-C46), npuknag 2(e);

N-{3-[3-(5H-nipono|[2,3-bJnipa3vnH-6-in)iHgon-1-
injnponintauetamia, (cnonyka, nosHayeHa sk A1-B7-
C46), npuknag 4(a);

1-meTun-3-(5H-nipono[2,3-blnipasuH-6-in)-1H-
iHoon-5-on; (cnonyka, nosHauyeHa sk A1-B1-C10),
npvknag 7;

[3-(5H-nipono[2,3-b]nipa3nH-6-in)ingon-1-
inlmeTtaHon; (cnonyka, nosHadeHa sk A2-B4-C46),
npuknag 9 (c);

6-(5-meTokKCi-1H-iHaon-3-in)-5H-nipono[2,3-
blnipasuH; (cnonyka, nosHadeHa sk A1-B2-C1),
npvknag 11;

2-[5-meToKCK-3-(5H-Nipono([2,3-b]nipa3uH-6-
in)inaon-1-in}-1-MmopdoniH-4-ineTaHoH; (cnonyka,
nosHaveHa sik A1-B8-C1), npuknag 12(a);

2-[5-meTokcn-1-(2-mopdoniH-4-in-2-okcoeTun)-
1H-inpgon-3-in]-1H-nipono[2,3-b]nipnanH-4-
kapboHiTpun; (cnonyka, nosHayeHa sk A3-B8-C1),
npuknag 12(b);

4-meTokcn-2-(5-meToken-1-metmn-1H-ingon-3-in)-
1H-nipono[2,3-b]nipnavH; (cnonyka, no3HaveHa $K
A5-B1-C1), npuknag 13(b);

4-meTtokcun-2-(5-meTokci-1H-ingon-3-in)-1H-
nipono[2,3-bJnipuanH; [cnonyka, no3HayeHa sk A5-
B2-C1), npuknag 13(c);

1-[1-metnn-3+1H-nipono[2,3-b]nipuamH-2-n)-1H-
iHaoon-54nokcu]nponaH-2-on; (cnonyka, no3HaveHa sk
A2-B1-C5), npuknag 13(f);
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amig  1-[1-wetnn-3-(1H-nipono[2,3-b]nipnamH-2-
in)-1H-ingon-5-nokcu]unknobyraHkapb6oHOBOT
KucrnoTtu; (cmonyka, mnosHaveHa sk A2-B1-C15),
npuknag 14(b);

MeTunamig 1-[1-metnn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H-Hgon-5-
inokcnumknobyraHkap6oHOBOI  KMCMOTW; (Cnonyka,
nosHadveHa sk A21-B1-C16), npuknaa 14(c);

(2-rippokcietTun)amig  1-metnn-3-(1H-niponol[2,3-
blnipngnH-2-in)-1H-ngon-5-kap6oHoBoT KuUcnoTu;
(cnonyka, nosHayeHa sik A2-B1-C34), npuknag 14(e);

(2-kapbamoinetun)amig 1-metun-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-iHoon-5-kapboHoBoi
KkucnoTu; (cnonmyka, nosHadeHa Ak A2-B1-C24),
npuknag 14(g);

amig 1-vetun-3-(1H-nipono[2,3-b]nipnanH-2-in)-

1H-inpgon-5-«apboHoBoi Kucnotu; (cnonyka,
nosHayveHa sk A2-B1-C29), npuknag 14(i);
(2-rippokcu-1,1-gumetvnetun)amia  1-mMetun-3-

(1H-nipono[2,3-bInipngnH-2-in)-1-ingon-5-«ap6oHoBoi
KucrnoTu; (crmonyka, mnosHaveHa sk A2-B1-C31),
npuknag 14(m);

(2-rippokcu-1-ripgpokcumeTuneTun)amig 1-vietmn-
3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHgon-5-
kapboHOBOT KMCIOTH; (Cnonyka, no3HaveHa sk A2-B5-
C33), npuknag 14(n);

(2-kapbamoineTun)amig 1-vetnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-inaon-6-kap6oHoBoi
KuMcnoTu; (cnomyka, mno3HayeHa gk A2-B18-C24),
npuknag 14(0);

(1H-[1,2,4]tpnason-3-in)amig, 1-metnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-naon-6-kap6oHoBoi
kucnoTu; (cnonmyka, nosHadeHa Ak A2-B1-C51),
npuknag 14(q);

2-metokcietunamia  1-metmn-3-(5H-nipono[2,3-
blnipasuH-6-in)-1H-iHgon-5«ap6oHoBoi KWUCNOTK;
(cnonyka, no3Ha4veHa gk A1-B1-C25), npuknag 14(v);

2-rippokcietunamig 1-metun-1-3-(5H-nipono[2,3-
blnipasuH-6-in)-1H-ingon-5-«kap6oHoBoi KUCnoTu;
(cnonyka, nosHauyeHa sk A1-B1-C34), npuknag
14(aa);

MmeTtunamig 1-metmn-3-(5H-nipono[2,3-b]nipasnH-

6-in)-1H-iHgon-5-kap6oHoBOi  kMcnotn;  (cnonyka,
nosHaveHa sk A1-B1-C23), npuknag 14(ab);
(2-meToKCieTMN)aMig 3-[4-(3,5-

avmeTunisokcasonin-4-in)-1H-nipono[2,3-blnipnavH-
2-in}-1-metnn-1H-iHaon-5-«ap6oHoBoT Kucnotu;
(cnonyka, nosHaveHa sk A83-B1-C25), npuknag
14(am);

(2-meTokcieTnn)amig 3-[4-(3,5-
anmeTunisokcasonin-4-in)-1H-niporo[2,3-b]nipnanH-
2-in]-1H-iHpon-5«apboHoBoi  kucroTn;  (cnonyka,
nosHayveHa gk A83-B2-C25), npmknag 14(an);

(2-rippokeun-1,1-guvetunetun)amin  3-[4-uiaHo-
1H-nipono[2,3-b]nipnaunH-2-in}-1-metnn-1H-iHgon-5-
KapboHOBOI KMCroTK; (cnonyka, no3HaveHa sik A3-B1-
C31), npuknag 14(ao);

(2-rippokeun-2-metunnponin)amig  3-[4-uiaHo-1H-
niposo[2,3-b]nipnamH-2-n]-1-metnn-1H-iHgon-5-
kapboHOBOI KMCroTk; (cnonyka, nos3HaveHa sk A3-B1-
C97), npuknag 14(ap);

[1-metnn-3-(1H-niporo[2,3-b]nipuanH-2-in)-1H-
iHgon-5-nokculouToBa KucrnoTa; (cnonyka,
nosHaveHa sk A2-B1-C6), npuknag 15(@);
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2-[1-metmn-3{1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHaon-5-nokcmlnponioHoBa KucroTa; (cnonyka,
nosHaveHa sik A1-B1-C2), npuknag 15(b);
1-[1-metnn-3+1H-nipono[2,3-b]nipuamH-2-n)-1H-
iHoon-54nokcnurknobyraH-1«apboHoBa  KUCMOTa;
(cnonyka, no3HaveHa sk A2-B1-C11), npuknaa 15(c);
1-metn-3-(1H-nipono(2,3-blnipnamH-2-in)-1H-
iHoon-5-on; (cnonyka, nosHayeHa sk A2-B1-C10),
npuknag 15();
1-metn-3-(1H-nipono(2,3-blnipnamH-2-in)-1H-
iHoon-6-«apboHoBa KMcnoTa; (cnomnyka, no3HaveHa sk
A2-B18-C28), npuknag 15(9);
3-[1-meTnn-3«1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHOon-54n]nponioHoBa KucnoTa; (cnonyka, Nno3HayeHa
ak A2-B1-C2), npuknag 15(h);
1-meTnn-3-(5H-nipono[2,3-b]nipasuH-6-in)-1H-
iHOon-5-+«ap6boHoBa KMCnoTa; (Crnonyka, No3HavYeHa gk
A1-B1-C28), npuknag 15();
3-[4-(3,5-gumeTunisokcason-4-in)-1H-nipono[2,3-
blnipngnn-2-in}-1-memmn-1H-iHgon-5-kapboHoBa
kucnoTa; (cnonyka, no3HayeHa gk A83-B1-C28),
npuknag 15(m);
3-[4-(3,5-meTunisokcason-4-in)-1H-tpono(2,3-
blnipnann-2-in}-1H-ingon-5«ap6oHoBa KncrnoTa;
(cnonyka, nosHaveHa sk A83-B2-C28), npuknag
15(n);
4-(3,5-gumeTnnizokcason-4-in)-2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-niporno[2,3-b]nipnawH;
(cnonyka, nosHaveHa sik A83-B1-C1), npuknag 15(0);
4-(3,5-gumeTunizokcason-4-in)-2-(5-metokci-1H-
iHgon-3-n)-1H-nipono([2,3-blnipnanH; (cnonyka,
nosHaveHa sik A69-B2-C1), npuknag 15(p);
3-(4-meToken-1H-nipono[2,3-b]nipuavH-2-in)-1-
metun-1H-ingon-5«ap6oHoBa KkucroTta; (cnonyka,
nosHaveHa sik A5-B1-C28), npuknag 15(q);
3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-ingon-5-
kapboHoBa kucnoTa; (crnonyka, nos3HaveHa sik A2-B2-
C28), npuknapg 15(s);
2-[1-metnn-3H1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHgon-5-nokcunletaHon; (cnomnyka, nosHavyeHa sk A2-
B1-C3), npuknag 16(a);
2-[1-meTnn-341H-nipono[2,3-b]nipnanH-2-in)-1H-
iHoon-54nokculnponaH-1-on; (cnonyka, no3HaveHa sk
A2-B1-C7), npuknag 16(b);
{1-[1-metnn-3-(1H-nipono[2,3-blnipuanH-2-in)-
1H-inpon-5-inoken]umknobymnimeTaHon;  (cnonyka,
nosHadveHa sk A2-B1-C12), npuknag 16(c);
2-(5-meToken-1-vetnn-1H-iHgon-3-in)-1H-
nipono[2,3-bJnipuamH; (cnonyka, no3HayeHa sk A2-
B1-C1), npuknag 17(a);
3-[1-meTun-3<1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHgon-5-nokculnponax-1,2-gion; (cnonyka,
nosHaveHa sik A2-B1-C9), npuknag 17(b);
3-[1-metnn-3{1H-nipono[2,3-blnipnamH-2-in)-1H-
iHoon-54nokcu]nponaH-1-on; (cnonyka, no3HaveHa sk
A2-B1-C4), npuknag 17(c);
3-[1-metnn-3{1H-nipono[2,3-b]nipnamH-2-in)-1H-
iHOon-5-nokcunlnponaH-2-on; (cnonyka, No3HayeHa sk
A2-B1-C5), npuknag 17(d);
2-[1-meTnn-542H-teTpaszon-5-4n)-1H-iHgon-3-in}-
1H-nipono[2,3-blnipnavH; (cnonyka, no3HaveHa sk
A2-B1-C36), npuknag 17(e);
2-[1-metmn-5{2-meTun-2H-teTpason-5-n)-1H-
iHgon-3-n]-1H-niposo[2,3-blnipnaux; (cnonyka,
nosHayveHa sk A2-B1-C3 5), npuknag 17(f);
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1-[1-me™nn-3«1H-nipono[253-blnipnauH-2-in)-1H-
iHoon-5-njeTaHoH; (cnonyka, nos3HaveHa sk A2-B1-
C20), npuknag 17(h);
2-(5,6-gumeTokcu-1-vetmn-1H-iHgon-3-in)-1H-
nipono[2,3-bJnipuauH; (cnonyka, no3HayeHa sk A2-
B17-C1), npuknag 17(i);
(R)-3-[1-meTnn-3-(1H-nipono[2,3-bInipnanH-2-in)-
1H-iHpon-5-inoken]nponan-1,2-gion; (cnonyka,
nosHaveHa sik A2-B1-C80), npuknag 17(j);
(S)-3-[1-meTnn-3-(1H-nipono[2,3-bInipnannH-2-in)-
1H-ingon-5-inoken]nponan-1, 2-gion; (cnonyka,
nosHadveHa gk A2-B1-C89), npuknag 17(k);
2-[5-(2-meTOKCen-1-meTnneTokcun)-1-vetmn-1H-
iHaon-34n]-1H-nipono[2,3-bnipnany; (cnonyka,
nosHadveHa sk A2-B1-C17), npuknag 17(1);
2-[1-meTnn-54(5-metnn[1,2,4Jokcagiason-3-n)-
1H-inpon-3-in]-1H-nipono[2,3-bInipuawH;  (cnonyka,
nosHayveHa sk A2-B1-C68), npuknag 17(m);
(R)-3-[6-meTOKCM-1-meTUN-3-(1H-nipono[2,3-
blnipnanH-2-in)-1H-Hgon-5-inokeuninponax-1,2-gion;
(cnonyka, nosHaveHa sk A2-B17-C80), npuknag
17(n);
6-meTokcu-1-metmn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-npon-5-on; (cnonyka, nosHadeHa sk A2-
B17-C10), npuknag 17(0);
2-(5-meToken-1-metnn-1H-iHgon-3-in)-4-ceHin-
1H-nipono[2,3-b]nipuanH; (cnonyka, no3HayeHa sk
A13-B1-C1), npuknag 17(p);
2-(5-meToken-1-metmn-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«apOoHiTpun; (cnonyka,
nosHadveHa sk A3-B1-Cl), npuknag 17(r);
4-xnop-2-(5-meToken-1-vetmn-1H-iHgon-3-in)-
1H-nipono[2,3-bJnipuanH; (cnonyka, no3HayeHa $K
A28-B1-C1), npuknag 17(s);
2-(5-meToken-1-metmn-1H-iHgon-3-in)-4-
(nipnaun-3-in)-1H-nipono[2,3-blnipnanH;  (cnonyka,
nosHadveHa sk A15-B1-C1), npuknag 17(t);
4-xnop-2-(5-meTokci-1H-iHgon-3-in)-1H-
nipono[2,3-bJnipuauH; (cnonyka, nosHaveHa gk A28-
B2-C1), npuknag 17(y);
N-[1-meTun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHgon-5-4njaueTtamig; (cnonyka, nosHadeHa sk A2-B1-
C45), npuknag 19(b);
{1-[5-(1-rigpokcumeTunuukno6yTokcn)-3-(1H-
nipono[2,3-b]nipnanH-2-in-iHoon-1-
inJumknobytmnimeTaHon; (cnonyka, no3HaveHa sk A2-
B13-C12), npuknag 20(a);
{1-[1-memun-3-(5H-nipono|[2,3-b]nipa3nH-6-in)-1H-
iHoon-54nokcn]-unknodytmnimeTaHosm; (cnonyka,
nosHaveHa sik A1-B1-C13), npuknag 20(b);
2-(5-meTokci-1H-iHaon-3-in)-1H-nipono[2,3-
blnipuanH-4-«apboHitpun; (cnonyka, nosHayeHa sk
A3-B2-C1), npuknag 32;
(2-rippokeun-1,1-gumeTuneTvn)amis, 2-(5-
meTokcu-1-metun-1H-ingon-3-in)-1H-niponol[2,3-

b]nipnanH-4-«ap6oHoBOT KMUCNOTK; (cnonyka,
nosHaveHa sk A68-B1-C1), npuknapg 40(a);
(2-rinpokcu-1,1-gumeTuneTvn)amig, 3-(4-xnop-

1H-niponol[2,3-bInipugunH-2-in)-1-metnn-1H-iHgon-5-
kapboHOBOI KMCroTu; (cnonyka, no3HadeHa sk A28-
B1-C31), npuknag 40(b);

(2-rinpokecun-1,1-gumetTuneTun)amig  2-(1-etmn-5-
meTokci-1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
kapboHOBOI KMCroTu; (cnonyka, no3HadeHa sk ABG8-
B3-C1), npuknag 40(e);
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(2-rippokcu-2-metunnponin)amig 2-(5-metokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
kapboHoBOI kMcnoTy; (cnonyka, nosHadeHa Ak A70-
B1-C1), npuknag 40(g);

(2-rigppokcunponin)amia  2-(5-meTtokcu-1-meTnn-
1H-inpgon-3-in)-1H-niporo[2,3-b]nipnanH-4-
kapboHOBOI KMCNOTW; (cnonyka, no3HayeHa sk A85-
B1-C1), npuknag 40(h);

(2-rigppokcieTun)amig  2-(5-meTtokcu-1-vetun-1H-
iHaon-3-n)-1H-nipono[2,3-blnipnanH-4-kap6oHosoi
kucnoTu; (cnonyka, nosHadeHa sk A86-B1-C1),
npuknag 40();

(2-meTokcieTun)amig  2-(5-meTokci-1H-ivgon-3-
in)-1H-niporo[2,3-b]nipnavH-4-«kapboHoBoi  KMCnoTu;
(cnonyka, no3Ha4eHa sk A69-B2-C1), npuknaa 40 (j);

MeTunamipg, 2-(5-meTtokci-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-«ap6oHoBoi Kucnotu;
(cnonyka, nosHayeHa sik A9-B2-C1), npuknapg 60;

TpeT-6yTmnoeuin edip 2-(5-vetokci-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnavH-4-«kapboHoBOi  KMCNoTK;
npuknag 61;

i BignosigHi N-okcmau i iX nponikapcbki dpopmu, i
dapMaLeBTUYHO MNPURHATHI  coni | combBaTh
(Hanpuknag, rigpaTtn) Takux cnonyk i ix N-okcugwy i
nponikapcski popmu.

Oco6nuBo nepeBaKHUMKU  CMOMyKamu  JAHOIO
BMHaxony dopmynu (1a) ans iHribyBaHHs SYK €:

6-(5-meToken-1-vetnn-1H-iHgon-3-in)-5H-
nipono[2,3-bJnipasuH; (cnonyka, no3HadyeHa Ak A28-
B1-C1), npuknag (1a);

amig  1-[1-wetnn-3-(1H-nipono[2,3-b]nipnamH-2-
in)-1H-ingon-5-inokcunlumknobyraHkapboHoBOT
kucnotu; (cnonyka, nosHadeHa sk A2-B1-C15),
npuknag 14(b);

(2-meTokcieTnn)amig 3-[4-(3,5-
anmeTtunizokcasonin-4-in)-1H-nipono[2,3-b]nipnauH-
2-in}-1-metun-1H-iHgon-5+«ap6oHoBoi KUCINOTH;
(cnonyka, nosHaveHa sk A83-B1-C25), npuknag
14(am);

(2-rinpokcu-2-vetunnponin)amig  3-(4-uiaHo-1H-
niposo[2,3-blnipnguH-2-n]-1-metun-1H-inaon-5-
kapboHOBOI kncroTk; (cnonyka, no3HaveHa sk A3-B1-
C97), npuknag 14(ap);

3-[4-(3,5-gumeTnnizokcason-4-in)-1H-nipono([2,3-
blnipnanH-2-n)-1-metmn-1H-ingon-5«ap6oHoBa
KkucnoTa; (cnonyka, mno3HayeHa sk A83-B1-C28),
npuknag 15(m);

3-[4-(3,5-meTunisokcason-4-in)-1H-niporo[2,3-
b]nipnanH-2-in]-1H-iHoon-5-«ap6oHoBa KMcroTa,
(cnonyka, nosHaveHa sk A83-B2-C28), npuknaa
15(n);

4-(3,5-gumeTunisokcason-4-in)-2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnavH;
(cnonyka, nosHaveHa sik A83-B1-C1), npuknag 15(0);

2-[1-metnn-5{2H-TteTpason-5-n)-1H-iHaon-3-inj-
1H-nipono[2,3-b]nipuavH; (cnonyka, no3HayeHa sk
A2-B1-C36), npuknag 17();

2-(5-meToken-1-vetun-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«ap6oHiTpun; (cnonyka,
nosHadveHa gk A3-B1-C1), npuknag 17(r);

{1-[1-memun-3-(5H-nipono|[2,3-b]nipasunH-6-in)-1H-
iHoon-54nokcn]urknobytmn}imeTtaHon; (cnonyka,
nosHadveHa gk A1-B1-C13), npuknag 20(b);

(2-rigppokeu-1,1-gumeTuneTvn)amig, 2-(5-
meTokcmn-1-metun-1H-ingon-3-in)-1H-nipono|[2,3-

b]nipnanH-4-«ap6oHoBoT KMUCRoTu;
nosHaveHa sk A68-B1-C1), npuknapg 40(a);

(2-rippokeu-1,1-guvetunetun)amig  2-(1-etun-5-
MeTokci-1H-iHaon-3-in)-1H-nipono[2,3-b]nipnavH-4-
KapboHOBOI KMCroTK; (cnonyka, no3HadeHa sk ABG8-
B3-C1), npuknag 40(e);

i BignosigHi N-okcnay i ix nponikapcbki dopmu, i
dapMaLeBTUYHO NPURHATHI  coni i combBaTh
(Hanpuknag, rigpatM) Takux cnonyk i ix N-okcugm i
nponikapceki opmu.

MepeBaxkHMMM cronykamu [OaHoro BuMHaxody
dopmynu (1b) anst iHribyBaHHs SYK €:

6-ingoni3uH-1-in-5H-nipono[2,3-blnipasuH;
(cnonyka, no3Ha4veHa sk A1-B40-C46), npuknag 1(p);

6-(3-meTuningonianH-1-n)-5H-nipono(2,3-
blnipasuH; (cnonyka, nosHadeHa sk A1-B41-C46),
npuknag 1(q);

i BignosigHi N-okcnay i ix nponikapcbki dopmu, i
dapMaLeBTUYHO NPURHATHI  coni i conbBaTh
(Hanpwknag, rigpaTtv) Takmx cnonyk i ix N-okcugmy i
nponikapceki opmu.

MepeBaxkHMMM cronykamu [OaHoro BuMHaxoady
dopmynu (1c) ans iHribyBaHHA SYK €:

6-(1-meTtnn-4-coeHin-1H-nipon-3-n)-5H-
Tpono[2,3-bJnipasuH; (cnonyka, no3HaveHa Ak Al-
B43), npuknag 1(ad);

i BignoeigHi N-okcnay i ix nponikapcbki Gopmu, i
dapmMaueBTMYHO  MPUWHATHI  comi | combBatn
(Hanpuknapg, rigpaTtvn) Takux cnonyk i ix N-okeuam i
nponikapceki opmu.

MepeBakHMMK cnonykamu [OaHOro BuMHaxody
dopmynu (Id) ans iHribyBaHHa SYK e:

6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-b]nipa3uH;
(cnonyka, no3Ha4veHa sk A1-B55), npuknag 1(w);

6-(4-TpeT-6yTndeHin)-7-metmn-5H-nipono(2,3-
blnipasuH; (cnonyka, nosHayeHa sk A29-B55),
npuknag 1(x);

3-[6-(4-TpeT-6yTMnceHin)-5H-nipono[2,3-
blnipasuH-7-in}-N-metunnponioHamig; (cnonyka,
nosHaveHa sk A33-B33), npuknag 14(t);

5-[6-(4-TpeT-6yT"ndeHin)-5H-nipono[2,3-
blnipasuH-7-inletn-2H-TeTpason; (cnonyka,
nosHaveHa sik A35-B55), npuknag 22;

3-[6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
b]nipasuH-7-in]nponioHamig; (cnonyka, no3HaveHa sk
A32-B55), npuknag 24;

3-[6-(4-TpeT-6yTUn deHin)-5H-nipono[2,3-
b]nipasuH-7-in]nponioHoBa KuCrnorTa; (cnonyka,
nosHaveHa sik A31-B55), npuknag 25();

3-[6-(4-TpeT-6KTMNCEHIN)-5H-Nipono[2,3-
b]nipasuH-7-in]nponaH-1-on; (cnonyka, nos3HaveHa sk
A30-B55), npuknag 26;

N-{3-(6-(4-TpeT-6yTundeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponinjauetamia; (cnonyka,
nosHadveHa sk A39-B55), npuknag 36();

N-{3-(6-(4-TpeT-6yTnndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-meTtaHcynbdoHamig;
(cnonyka, nosHa4veHa sk A38-B55), npuknag 39(a);

2-metnn-4-[6-(4-TpeT-6yTMndeHin)-5H-
nipono[2,3-bJnipasnH-7-in]oyraH-2-o1;
nosHaveHa sik A59-B55), npuknag 50;

4-[6-(4-TpeT-6yTUndeHin)-5H-nipono[2,3-
blnipasuH-7-in-6ytaH-2-0H; (cnomnyka, no3HayeHa $K
A58-B55), npuknag 51;

(cnonyka,

(cnonyka,
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i BignosigHi N-okcmam i iX nponikapceki opmu, i
dapmMaueBTMYHO MPUWHATHI  comi i combBatn

(Hanpuknag, rigpaTtn) Takux cnonyk i ix N-okengn i
nponikapcoki dopmu.

MepeBaXHMMKN cronykamMn [aHOro  BUHaxXoAdy
dopmynu (1a) ans iHribyBaHHS Aurora2 €:

1-met™nn-3-(1H-nipono(2,3-blnipnamH-2-n)-1H-
iHgon-6-kapboHoBa KucnoTa; (crnonyka, No3HaveHa sK
A2-B18-C28), npuknag 15(g);

2-[1-metnn-5{nipnavH-4-in)-1H-iHaon-3-n]-4-1H-
nipono[2,3-bJnipuaunH; (cnonyka, no3HayeHa sk A2-
B1-C37), npuknag 17(q);

N-{1-metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-
iHoon-54inlmeTun}rieH-2-incynboHamig;  (cnonyka,
nosHadveHa sk A2-B1-C69), npuknag 19(c);

N-{1-metun-3-(1H-rapono[2,3-b]nipnanH-2-in)-
1H-inpon-5-1njvweTtnn}-N'-TeTparigponipaH-2-
inceyoBunHa; (cnonyka, nosHadeHa sk A2-B1-C74),
npuknag 37(c);

2-[5-meTokcn-3-(1H-nipono([2,3-b]nipnamH-2-
in)inaon-1-in]-N-(2-metTunxiHoniH-4-in)aueTamia;
(cnonyka, nosHaveHa sk A2-B123-C1), npuknag
53(cf);

[2-(5-meTokeu-1-metmn-1H-ingon-3-in)-1H-
nipono[2,3-b]nipuanH-4-n]-(2-meTokcudpeHin)amiH;
(cnonyka, no3Ha4veHa sk A87-B1-C1), npuknag 59(b);

i BignoeigHi N-okcmnay i ix nponikapcbki gopmu, i
dapmMaueBTMYHO  MPUWHATHI  coni i combBatn
(Hanpuknag, rigpaTtvM) Takux cnonyk i ix N-okeugm i
nponikapcoki opmu.

[MepeBaxHyMK crnonykamn [aHoro BWHaxody
dopmynu (1c) ang iHribyBaHHA Aurora?2 €:

6-(1-meTun-1H-nipon-2-in)-5H-nipono(2,3-
blnipasuH; (cnonyka, nosHayeHa sk A1-B53), npuknaa
1(0);

i BignosigHi N-okcuay i ix nponikapceki dopmu, i
dapMaLeBTUYHO MNPURHATHI  coni | combBaTh
(Hanpuknag, rigpatM) Takux cnonyk i ix N-okcugm i
nponikapceki opmMu.

Cnonykun gaHoro Bl;lHaXO,D,y dopmynu (1a), B aKin

R

1

X
7 N
R |
S
3anuLok ] npuegHaHUM B MNONOXEHHI
2 iHgornbHoro kinbus, i cnonykm cdopmynm 1(c), B sAkin
2

R’—E:cl\

3anuLoK H npuegHaHUn B
NOSMOXEHH 2 niporbHOro Kinbus, AeMOHCTPYIOTb
CeneKkTUBHICTb iHrbyBaHHSA y BigHOLEHHi Aurora?2.
Cnonykn gaHoro BuHaxody copmynu (1a), B aKin
t]

3anunLIok . H (ne R? asnsie coboto
BoAeHb, a X gBnde coboiwo CH) npuegHaHui B
NONOXeHH 3 iHAOMbHOrO KifbLUS, i cnonykn dopmynu
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1

RLEN)\

1(c), B SKilA 3anuLLOK # (ne R? sBnse
cobolo BoAeHb, a X' aense cobow CH afo N,
oco6nmeo N) npveaHaHu B NONOXEHHI 3 NiponbHOro
Kinbus, € nepeBaxHUMM Ang iHribyBaHHA IGF1R.

MepeBakHMMMN cronykamu [OaHOro BuMHaxody
dopmynu (1a) ans iHribyBaHHa IGFIR €:

2-[5,6-aumeToken-3-(1H-nipono[2,3-bInipnanH-2-
in)iHaon-1-in]-1-mopdoniH-4-ineTaHoH; (cnonyka,
nosHaveHa sik A2-B118-C1), npuknag 14(aq);

2-[5,6-gumeToKCH-1-(2-MopdoniH-4-ineTnn)-1H-
ingon-3-n]-1H-nipono[2,3-b]nipnawk; (cnonyka,
nosHayveHa sk A2-B122-C1), npuknag 1(ab);

MeTaHcynbgoHaTt 2-(5,6-gumeTokcu-1-vetun-1H-
iHaon-34n)-1H-nipono[2,3-blnipnavy; npuknag 21(g);

i BignosigHi N-okcmam i iX nponikapcbki dopmu, i
dapMaLeBTUYHO MNPURHATHI  coni | conbBaTh
(Hanpuknag, rigpaTtv) Takmx cnonyk i ix N-okeugm i
nponikapceki dopmu.

Cnonykn paHoro BWHaxXo4y [OEeMOHCTPYIOTb
KOPUCHY hbapMaKomoriYyHy akTUBHICTb, i, BiANOBIOHO,
BOHW BKIIOYEHi Yy dhapMaueBTUYHi komnosuuii, i ix
BMKOPUCTOBYIOTb ans nNiKyBaHHSA nawieHTiB,
CTpaxpawuux OesKAMM MOpPYLEeHHAMU 3[00pOB'A.
TakMuMm  4UMHOM, HaCTyMHUM  acnekT  BUHaxogy
cknagatTb CMonyku AaHoro BuMHaxody i kKoMmnosuuii,
AKi MiCTATL iX, AN 3acTOoCyBaHHS B Tepanii.

Cnonyku, BKNIOYeHi B 00'eM [aHOro BMHaXxXoAy,
OnokyloTb KaTaniTMYHy aKTUBHICTb KiHa3M BignoBigHO
0o TecTiB, NpeAcTaBneHWX B NniTepaTypi, i onncaHux
Aani gocnimpkeHb in vitro, npudyomy pesynbTatn LMX
TecTiB, AK BBaXaloTb, KOpenTb 3
PapMaKooriyHO aKTUBHICTIO Y MIOAMHU Ta iHLWWMX
ccasui. Tak, y HacTynHOMYy BapiaHTi B [JaHOMY
BMHAaXOAi 3anpOrMOHOBaHi CMOMNYKN AaHOro BMHaxoady i
KOMMo3uuii, SKi  MiCTATe Taki cnonyku, Ans
BMKOPUCTaHHS npu niKyBaHHi nauieHTis,
CcTpaXkgatoumx Big abo CXMbHUX OO CTaHIB, AKi MOXHa
nonerwmTn LLNAXOM BBEJEHHSA iHriGiTopis
npoTeiHkiHa3n (Hanpuknag, Syk, Aurora2, KDR, FAK i

IGF1R). Hanpukrnag, cnonykM [daHoOro MOXHa
BMKOpUCTaTH ans nikyBaHHS 3anarnbHux
3axBOpKOBaHb, Hampwknag acTMu:  3analbHuX

AepmaTosiB (Hampuknag, ncopiasy, repneTnyHoro
AepmaTtuTy, eK3eMW, HEKPOTU3YYOro | LUKIpHOro
BacKyniTiB, 6YNMbO3HOro 3axBOPIOBAHHSA); anepriyHnx
PUHITIB | aneprivHUX KOH'IOHKTUBITIB; 3ananeHb
cyrno6iB, BKMOYa4M apTpuT, PEBMATOIOHUN apTpuUT
Ta iHWi CTaHW, AKi CyNpoOBOAXYIOTb apTPUTU, TakKi sK
peBMaToigHWA  CMOHAWMNIT, NOAArpUYHUA  apTpwT,
TpaBMaTUYHWUN apTpur, KopoBa KpacHyxa,
ncopiatmyHmM  apTput i octeoapTpuT. Cnonyku
AaHOTO BMHaxod4y MOXHA TakoX BWKOpMCTATUM Ans
NiKyBaHHS  XPOHIYHMX OOCTPYKTUBHUX rereHeBux
3axBOpIoBaHb (COPD), rocTporo CUHOBITY,
ayToiMyHHOrO niaberty, ayToiMyHHOrO
eHuedanomienity, Konity, aTtepocknepoasy,
3axBOploBaHb  NepudepuyHNX  CyauH, CcepLeBo-
CYOWHHWX  3axBOPIOBaHb, PO3CISAHOMO  CKIepoasy,
pecteHosy, MiokapauTy, B kniTMHHMX niMmdom,
CMCTEMHOIO YepBOHOIO BOBYaKa, 3axBOPHOBaHbL TUMY
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«TpaHcnmaHTaT MpoTM xassiHa», Ta iHWWX CTaHiB,
NoB'A3aHNX 3  BIATOPrHEHHAM  TpaHCMMaHTaTiB,
pakoBMX 3axBOpKBaHb i NyXIMH  (Takmx $K
KOnopekTaneHi  NyxXMMHW,  NyXMHWM  npocTaTtu,
MOJTOYHOI 3ano3u, LWMTOBUAHOT 3an03n i pak TOBCTOI
KWLWKW i nereHb), i 3ananbHUX 3axBOploBaHb
KnweyHuky. KpiM Toro, crnonyku [aHoro BUHaxody
MOXHa BVKOPUCTATM K a@HTUaHMOreHHi areHTn
NyXInH.

CneujiansHum BapiaHTOM TepaneBTUYHUX
MeTOiB aHOro BUHAXOAY € NiKyBaHHS acTMu.

IHWK1M chevujanbHMM BapiaHTOM TepaneBTUYHUX
MeTOZiB JAHOro BUHaxXoAy € nikyBaHHS ncopiasy.

[HWMM chneuianbHAM BapiaHTOM TepaneBTUYHUX
MeTOAiB [AaHOro BUHaxXody € MiKyBaHHS 3anareHHs
cyrnobi..

[HWMM cneudianbHMAM BapiaHTOM TepaneBTUYHUX
MeTOAiB AaHOro BUHaxody € MiKyBaHHS 3analbHuX
3aXBOPIOBaAHb KULLIEYHUKY.

[HWMM creudianbHMAM BapiaHTOM TepaneBTUYHMX
MeToAiB [aHOro BWHAxXoAy € MiKyBaHHA paKkoBMX
3aXBOPOBaHb i MYXMUH.

BignosigHo [0 iHWOI BigMiTHOI 0COGsMBOCTI
OAHOro BMHaxo4y 3anpornoHOBaHWUN CMOCIO NikyBaHHS
nauieHTa (noguHuM abo TBapuHM), CTPaXAa4oro Bif
abo CXMNMbHOrO A0 CTaHiB, siKi MOXHA MOMErunTA
BBeJEHHAM iHri6GiTopiB npoTeiHkiHasn (Hanpuknag,
Syk, Aurora2, KDR, FAK i IGF1R), Hanpwvknag, Takmx
CTaHiB, AKi ONUCaHi HWKYe, SKUIN BKIOMA€E BBEOEHHS
nauieHTy eqeKkTMBHOT KifbKOCTi CMnoMnyku JaHoro
BMHaxony abo Kkommo3uuii, sika MICTUTb CromyKy
paHoro BuHaxody. [lig  TepmiHoMm "edekTmsHy
KinbKicTb" MaloTe Ha yBasi Taka KinbKiCTb Cromyku
[aHOro BUHaxopdy, fka edeKTuBHa Ans iHribyBaHHS
KaTaniTMyHoi akTMBHOCTI NpOTeiHKiHa3N, Takoi sk Syk,
Aurora2, KDR, FAK i IGF1R, BHacnigok 4oro
AocsaraeTbcs NOTPiGHWIA TepaneBTUYHUIA ePekT.

MoTpiGHO BpaxoByBaTW, WO HaBedeHWA B
OAaHOMY OMuUCi  TEepMiH  «JiKyBaHHA»  MNOTPiOHO
po3rmsaaatTM K Takul, Lo BKNOYae nNpodinakTuky, a
TaKOoX MiKyBaHHSA BUSBINEHNX CTaHIB.

B o6'em paHoro BMHaxody BKIOYEHI TaKok
KOMMO3uLii, WO MICTATb, NPUHANMHI, OOHY 3i CnOnyk
JaHOro  BuMHaxody pasoM 3  dapmaLeBTUYHO
NPUAHATHUM HOCIEM abOo eKCLMMIEHTOM.

Cnonykn [JaHoro BuMHAxXody MOXHa BBOAUTU
Oyob-sikuM  BigMoBiAHMM crnocobom. Ha npakTuui
CMOMyKN JaHOro BUHaxXo4y 3BUYAaNHO MOXHa BBOAUTU
napeHTeparnbHo, 30BHILLHBO, PeEKTanbHO, NepopansHO
abo 3a ponomoroto iHransuin, ocobnuneo y Bunagky
nepopansHoOro BBEAEHHS.

Komnoauuii gaHoro BMHaxogy MOXHa ofepxaTtu
3BUYaHMMUM crnocobamu, BUKOPUCTOBYHOUM OAMH abo
6inbLue dpapmaLeBTMYHO NPUINHATHUX af'toBaHTIB abo
ekcumnieHTiB. An'loBaHTM BKNOYalTb (HapiBHi 3
iHLLMMK), po3pimpKyBavi, CTEpUIbHi BOAHI
cepeposuLLa i pi3Hi HETOKCUYHI OpraHiyHi
pPO34MHHUKK. Komnoauuii mMoxyts ©Oym y dopMi
Tabnetok, nintonb, rpaHyn, MOPOLKIB, BOOHUX
po34mHiB abo CcycneHsi, pOo34YuHIB aOnd  iH'eKuin,
enikempis abo cvponis, i MOXYTb MICTUTU oduH abo
Oinblue areHTiB, BUOpaHWX 3 rpynu, LIO BKHOYae
nigconompKkyBadi, CMakoBi areHTu, apomMaTusaTopu,
b6apBHukn abo crabinidatopu OnAa  odepKaHHA
bapMaLeBTUYHO NPURHATHUX Npenapatie. Bubip
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HOCIA | BMICT aKTMBHOI PeYOBMHW B HOCIii 3BUYANHO
BM3HAYalTb BIiONOBIOHO A0 PO3YMHHOCTI i XIMiYHMX
BMacTMBOCTEN  aKTUBHOI  CMOMYKW,  KOHKPETHUM
cnocobom BBeOEHHA | ymMOBaMu, $SKi iCHYIOTb Yy
dapMaueBTUYHIN npakTuui. Tak Hanpuknag, Aans
npuroTyBaHHa  TabneTtok  MOXHa  BUKOpPUCTATU
eKkcuunieHT, TakKi 9K nakTo3a, uuTpaT HaTpilo,
kapboHaT KanbLito, Ovkanbuindgocdar, i
po3nywyBanbHi areHTU, TaKi K Kpoxmasb, albliHOBi

KUCNOTM | [esiKi KOMMMEKCHi cunikatu pasom  3i
3MallyBanbHUMW areHTamu, TakumuM sK cTeapaT
MarHito, HaTpimnaypuncynedar i Tanbk. [Ons

NPUroTyBaHHS Kancyr 3py4HO BUMKOPUCTATU NaKTO3Y i
BMCOKOMOJIEKYNSPHi MOMieTUNEHMiKoni.

AKWO BUKOPUCTOBYIOTL BOAHI  CYCMEH3il, BOHU
MOXYTb MIiCTUTU eMYrbytodi areHT abo areHTu, ski
noneruyloTb ogepXaHHs cycneHsin. MoxHa Takox
BMKOpUCTaTM po3pigXKyBadi, Taki €K caxaposa,
eTaHos, NonieTUNEeHMIKosb, MiuepuH i xnopodopm
abo ixcymiui.

Onga napeHTepanbHOro BBEEHHS
BMKOPUCTOBYIOTb €MYNbCii, cycrneHsii abo po3unHu
NPOAYKTIB BiANOBIAHO OO0 AaHOro BWHaxody B Onil,
Hanpuknag, KyHXYTHi onii, apaxicosii onii abo
ONMBKOBIN onii, abo y BOAHO-OpPraHiYHNX po34uHaXx,
Takux €K Boda | MponineHmikonb, B pPO34YMHax
CKMagHMX opraHivyHux edipiB ons iH'ekUin, Takux sk
eTurnonear, TakoX §K Yy BUMMsSAi CTEPUIIbHUX BOOHMX
pPO34MHIB  hapMaueBTUYHO  MNPUMHATHUX  COMEW.
PosuvHn comer npoaykTiB  AaHOro  BUHaxody
0COONMMBO 3pYy4HO BUKOPUCTATU ANl BBEAEHHS 3a
OOMOMOrOK  BHYTPilULHbOM'A30BMX abo  nigLKipHUX
iH'ekUin. BogHi po3uHW, WO TaKkoX BKIOYAKOT
PO34YMHU COMEN B YUCTIN ANCTUNBLOBAHIA BOAi, MOXHaA
BMKOPUCTaTW ANS BHYTPiLULHbOBEHHOrO BBEAEHHS, 3a
YMOBM, LLO BENMYMHa iX pH ckopurosaHa BignosigHUM
YMHOM, TaK LLO BOHW BignoBiAHMM YMHOM 3abydepeHi
i € I3B0TOHIYHUMK 3 OOCTATHLOM KiNbKICTIO TMHOKO3U i
Xnopuay HaTpito, i WO BOHM CTEpPUNI30BaHi LUMSAXOM
HarpiBaHHs1, ONPOMiHEeHHs1 a60 MikpodinbTpauii.

Ons 30BHILUHBOTO  3aCTOCYBaHHSA MOXHa
BMKOpUCTaTU reni (Ha BOAHIN abo CNMPTOBI OCHOBI),
Kpemyu abo Masi, WO MICTATb CMOMyKM [aHoro
BMHaxody. Cnonykn gaHoro BvHaxody MOXyTb Oytn
TaKOX BKMOYEHi B renesy abo maTpuyHy OCHOBY AniS
BMKOPUCTaAHHA B nnactvpax, Wo pJgossonuno 6
3abe3neunTn peryrnboBaHe HaOXOMKEHHS CMOSyKK
Yepes TpeHcaepManbHuin 6ap'ep.

Ona BBegeHHA LWNAXOM  iHranduin - Cronyku
[aHoro BMHaxoQy  MOXHa PO3UYMHUTH abo
cycneHaysaTu y BignosigHOMY HoGIT ans
BMKOPUCTaHHA B posnunioBavi abo y BumaAgi

aepo3onto  cycrneHsii abo po3umHy, abo MOoxHa
apcopbysatm abo abcopbyBaT Ha BIANOBIOHMX
TBEPOMX HOCIAX ANs  BUMKOPUCTAHHS B CYXOMY
NOPOLLKOBOMY iHranaTopi.

Teepai KOMMo3uuii ANA pekTanbHOro BBeAEHHA
BKMOYaloTb CYrno3uTopii, CTBOpPEHi BiANOBIAHO 00
BiJOMMX CNocobiB i WO MIiCTATb, WOHANMEHLLE, OOHY
CMONYKY AAQHOMO BUHAXOAY.

MpoueHTHWA BMICT aKkTUBHOIO IHrpedieHTa B
KOMMo3uuii AaHoro BuMHaAxXo4y MOXe BapitoBaTUCh,
npu4oMy Heo6xgHO, WOO BiH CKragaB KinbKicTb, sika
3abe3neunTb ogepkaHHA NOTPIGHOT Ao3un.
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OuyeBNOHO, WO [Aekibka OOMHUYHUX [O30BUX
¢dopM MOXHa BBOAUTM MPUGMM3HO B OOWH i TOM Xe
yac. [losy, IO BMKOPUCTOBYETLCS, BU3HA4Yae nikap, i
BOHa 3anexuTb Big 6OaxaHoro TepaneBTUYHOMo
edekTy, cnocoby BBEAEHHS | TPMBANOCTI NiKyBaHHSA, a
TakoX Big CTaHy nauieHTa. [Ona gopocnux [osu
3BMYalHO cknagatoTb Big 6nusbko 0,001 o Gnusbko
50, nepeBaxHo Big 6nM3bko 0,001 go 6nM3bKo SMI/Kr
Macwu Tina Ha geHb npw iHranauii, Big 6nunssko 0,01 oo
6nunsbko 100, nepeBaxkHo Big 0,1 go 70, GinbL
nepesaxHo, Big 0,5 go 10mr/kr macy Tina Ha OeHb
npu nepopansHoOMY BBeAeHHi, i Big 6nnapko 0,001 go
6nnsbko 10, nepesaxHo Big 0,01 oo 1,0mr/kr macv
Tina Ha AeHb NMpW BHYTPILULHbOBEHHOMY BBEOEHHI. Y
KOXXHOMY KOHKPETHOMY BMNagKky A03M BU3HaYalTb
BiANOBIQHO OO dhaKTopiB, BMACTUBUX NaLUieHTy, SKUR
nignarae nikyBaHHIO, TakMX sK BiK, Maca, 3aranbHun
CTaH 340pOoB'A Ta iHLWI XapaKTepUCTUKMK, SKi MOXYTb
BMNAVHYTU Ha ePeKTUBHICTb NiKiB.

Cnonykn JaHoro BMHaxogy MOXHA BBOAUTU TaK
yacTo, sk Uue HeoOXiAHO Ans OOCATHEHHs1 NoTpibHOro
TepaneBTMYHOro edekTy. [eski nauieHTM MOXYyTb
LWBNOKO pearyBaTu Ha BMCOKi abo HU3bKI [03K, | MOXe
BUSIBUTUCb AOCTaTHIM BBeAEHHS Binbll HU3bKMX O03.
Ons iHWMX naueHTiB MOXe BUSIBUTUCb HeobxiaHuMm
6inbl TpuBane nikyBaHHSA npu npuiiomi Big 1 go 4
003 Ha [eHb, BignoBiAHO A0 i3ionoriYHmMx BUMOT
KOXHOFO KOHKPETHOro nauieHTa. 3Bu4alniHO, akTUBHUN
NPOAYKT MOXHa BBOAMTU nepoparnbHo Biga 1 go 4
pasiB Ha pfgeHb. lpupogHo, ONA Aesakux nauieHTiB
Oyne Heob6xigHO nponucaTh He Ginmblwe Hix ogHy abo
OBi 0031 Ha OEHb.

Cnonykn [aHoro BMHAxody MOXHa oJepxatw,
BMKOPMCTOBYIOUM abo aganTytoum Bigomi cnocobu, nig
AKMMM  MawTb Ha yBasi cnocobu, ski  god
BMKOpMCTOBYBanu, abo cnocobu, ski poskpuTi B
nitepatypi, Hanpuknag, po3kputi [R.C.Larock B
Comprehensive Organic Transformations, VCH
publishers, 1989].

[Mpu npoBedeHHi peakuin, WO onucyloTbea Aani,
MOXe BUSBUTUCL HEOOXIOHUM 3aXMCTUTU peakLiiHO-
3gaTtHi yHKLUiOHanbHi rpynu, Hanpuknag, rigpokc,
amiHo, iMiHO, TiO abo kapbokcurpynu, SKWO iX
NPUCYTHICTb HeobxigHa B KiHLEBOMY NpoaykTi, LWO6
YHUKHYTK TX HeGaxkaHoi yyacTi B peakuiax. 3BnyanHi
3axVCHi TPyMM MOXHa BUKOPMCTATU BIAMNOBIAHO [0
CTaHOapTHOI NpakTukW; npuknagu gus. y [T.W.
Greene i P.GIM. "Wuts in Protective Groups in
Organic Chemistry" John Wlleyand Sons 1991].

Cnonykun dopmynu (1) ne R', R? i R® maiom
BKas3aHi BULLE 3HAYEHHS, i X' asnse co6o+o N abo CH,
MOXHa oJepXaTu, BYKOPUCTOBYOUM abo ajanTyioun
crnocobu, poskputi [Davis et al., Tetrahedron, 1992,
48, page 939- 952] Hanpuknaa:

(i) B3aeM0p,|e|o cnonyku coopmynu (I1):

-f j/ (I

ne R? i R® matoTb BKasaHi BULLE 3HAYEHHS, X'
aBnse coboto N abo CH, 3 BignoBiaHOW OCHOBOWO,
Takow sik niTingiisonponinamia (abo 6ytunniTin), B
iHEPTHOMY PO34MHHUKY, TaKOMY SiK TeTparigpodypaH,
i npu TemnepaTypi Big 6nmM3bko -26°C;

(i) obpobkow opepkaHOro aHioHy HiTpunamu
cpopmynm (1V)
R'CN (V)

ae R' mae mxasaHi BULLE 3HAYEeHHA npu
Temnepatypi Big 6nmsbko -15°C go npubnusHo
KiMHaTHOT TemMnepaTypu.

JaHunn  crocid ocobnuBo  nigxoauTte  And
ofepxaHHsa cronykn copmynm (1), ge R' sense
cobolo HeoboB's3koBO 3amilleHnin N-meTuniHgon-3-
in, R?i R® aensioTs co6oto BOJEHb, X' aBnsie coboro
N a6o CH.

Cnonyku cdopmyru (1), ge R1, RZ, R®i X' matom
BKasaHi BULIE 3HAYEHHS, MOXHA TakOX oJepxaTtu,
BMKOPUCTOBYIOUM abo aganTytoum cnocib, poskputun
[Chang i Bag, J.Org. Chem., 1995, 21, pages 7030-
7032] HaanKna,u,, B3aEMO/JJ€0 CMOSyKun

dopmynu (

{I&f "

pe R R2 R® i X' maiots BkasaHi Buwe
3HaueHHsi, a X° siBrsie coBot ranoreH, nepeBaxHO
aTtom wogy abo TpudmaTHy rpyny, 3 GOpPOHOBO
KVICJ'IOTOFO dopmynum (VI):
R’ B(OH) (V)

ae R' mae BcasaHi BULLle 3HayeHHsA. Peakuio
NpUEQHaAHHA 3pYYHO MpPOBOAWUTW, Hampuknag, Yy
NPUCYTHOCTI KOMIMJIEKCHOIO MeTaneBoro
KaTtanisaTopa, Takoro SK
TeTpakuc(tpudeHindgocaiH)nanagin(0), i
OikapboHaTy HaTpito, y BogHOMY AnMeTundopmamiai,
npu TemnepaTypi ax A0 TemnepaTypu KUNiHHS 3i
3BOPOTHMM XONOAUITBHUKOM.

Cnonyku dopmymm (I), ge R% R* i X' matotb
BKa3aHi BMLe 3HayeHHs, i R A coboto apun abo
retepoapun, 3amileHumn -NY'Y2, moxHa o,u.epx(am
B3aEMOJjel0 BiANOBIOHNX CMOMYK, B SKWX R" sBnse
coboto apun abo retepoapun, 3amiweHunin -OSO.CF3,
3 amiHavu copmynu HNY'YZ Peakuito  3pydHo
npoBoauTM Npu TemnepaTypi Big 6nunsbko 200°C B
MiKpPOXBUITbOBIN Neui.

Cnonyku dgopmynu (1), p,e R% R*i X' matomb
BKa3aHi BULLE 3HaueHHs, i R’ siBnsie co6oto apun abo
retepoapwun, 3aMilleHWn reTepoapusiiom, MOXHa
ofepxamm B3aeMo/ieto BiANOBIAHNX CMOMYK, B SIKUX
R" saBnsie co6oto apun abo retepoapun, 3amilLeHWUN -
OSO.CF3, 3 reTepoapunbOpOHOBO  KUCMOTOO.
Peakuito 3py4HO MpOBOAUTU Y MPUCYTHOCTI PO3YMHY
KapboHaTy HaTpito i
TeTpakuc(tpudpeHindgocdin)nanagio[0], B iHepTHOMY
PO3YMHHUKY, TaKOMY SIK AioKcaH, i npu TemnepaTypi
6nm3bko 180°C B MiKpOXBUITLOBIN Neui.

Cnonykn [JaHoOro BMHaxody MOXHa Takak
ojepKaTu B3aEMOMEPETBOPEHHSM iHLIMX CMONYK
OaHOoro BMHaxoay.

Tak Hanpuknag, cnonyku dopmynm (), wo
MiCTATb KapboKCUIPYNy, MOXHa ofepXaTtu rgposizom
BiONOBIAHMX ckrnagHux edipie. [ligponia 3pydHo
NpoBOAUTU SK TYKHUM rigponi3, BMKOPUCTOBYHOUM
OCHOBY, TaKy $K T[igpoKcug INyKHOro MeTany,
Hanpwknag, rigpokcua nitito abo kapboHaT nykHOro
MeTany, Hanpwuknag, kapboHaT kanito, y NpUCyTHOCTI



105 85660 106

cymiLui BOAHUW/OpraHivyHmii PO3YMHHIK,
BMKOPVCTOBYIOUM OPraHiYHi  PO3YMHHUKM, Taki $K
aiokcaH, TeTparigpodypaH abo meTaHon, npwu
Temnepartypi Bi4 6n13bko KiMHATHOT 4O TeMMepaTypu
KWUMiHHA 3i 3BOPOTHMM XOonoAunbHWKOM. [igponia
cknagHux edqipiB MOXHa TaKOX NpPOBOAUTU  SIK
KWCNOTHUW T[igponi3, BUKOPUCTOBYIOUM HeOopraHiuHy
KWUCMOTY, TaKy sk XITOPUCTOBOAHEBa KwucroTa, Y
NPUCYTHOCTI  CyMiWi BOAHWA/IHEPTHUIA  OpPraHiYHWN
PO3YMHHUK, BUKOPUCTOBYIOYN OPraHiYHi PO3UYNHHWKM,
Taki sk giokcaH abo TeTparigpodpypaH, npwu
Temnepartypi Big 6nm3bko 50°C pgo 6nusbko 80°C.

Ak iHwMA npuknag cnonyku dopmynu (), wo
MiCTATb kap6okcurpyny, MOXHa ofepxaTu,
BMAAnNSAOYM peaklielo, KaTanioBaHOK KUCMOTOoH,
TpeT-OyTvnbHy rpyny BiANOBIOHUX TpeT-OyTnunosux

cknagHux edipiB, i BUKOPUCTOBYOMM CTaHAAPTHI
YMOBU peakuii, Hanpuknaa, 34iNcHIoYM peakuilo 3
TPMATOPOLITOBOKO ~ KMCMOTO  Mpu  TemnepaTypi

6rM3bKo KiMHaTHOT TeMnepaTypu.

Ak Hwvi npuknag, cnonyku dopmymun (), wo
MiCTSATb kap6okeurpyny, MOXHa ofepxatu
rigpyBaHHAM  BigMOBIAHMX OEH3NNOBUX CKMafHUX
egipiB. Peakuito MOXHa NpPOBOAMTV Y MNPUCYTHOCTI
dopmiaTy amoHil0 i BIiANOBIOHOMO MeTaneBoro
KaTanisaTopa, Hanpuknaz, nanagito, HaHeceHoro Ha
iHEPTHUA HOCIN, TakKMn §K Byrnelb, NepeBaXxHO B
PO34YMHHUKY, TaKOMY AK MeTaHon abo etaHon, i npu
Temnepatypi OnuM3bko TemnepaTypu  KUMiHHSA 3
3BOPOTHWM XONOAUITBHUKOM.

AnbTepHaTMBHO, peakLjlo MOXHa NPOBOANTU Y
NPWCYTHOCTI BiANOBIAHOIO MeTaneBoro katanisaTopa,
Hanpuknaz, nnatmHn abo nanagito, HeobOoB'A3KOBO
HaHECeHUX Ha IHepTHUA HOCIA, Takui sK Byrmeub,
NnepeBaXXHO B PO3YMHHKKY, TaKOMy Sk MeTaHon abo
eTaHorn.

Ak iHLLMA npuknag npouecy
B3aEMonepeTBOpeHHs, cronyku dopmynu (1), wo
MicTaTe  -C(=0)-NY'Y? rpyny, MoxHa opaepxaTy
peakuieto noegHaHHa cnonyk dopmynu (l), wo
MiCTSATb kKapOokanrpyny, 3 amiHoM dhopmynu HNY'Y?,
OLEPKYIOYM  aMigHWM  3B'A30K,  BMKOPMCTOBYHOUM
CTaHOapTHIi MeTOAMKW peakuii NoegHaHHs nenTuais,
Hampuknaz peakujilo MoegHaHHs Yy  MPUCYTHOCTI
rekcadgtopcocdaty O-(7-azabeH3oTprason-1-n)-
1,1,3,3-TeTpameTnnypoHii i TpuetunamiHy (abo
giizotnponinetunamivy) B TeTparigpodypari (abo
avnMmeTvndopMamiai) npu  KiMHaTHIN  TemnepaTypi.
Peakuilo noegHaHHs MOXHa TakoX MNpPOBOAMTU
B3aemogieto cnonyk dopmynmn  (l), wo mictaTh
kapbokcurpyny, 3 N-okcugom rekcadropdgocdaTty N-
{(aumeTmnamwo)(1H-1,2,3-tpuasonol4,5-bInipnavH-
1-in)MmeTnneH}-N-meTmnveTaHamiHii Yy MPUCYTHOCTI
BiQNOBIAHOI OCHOBM, Takoi siK AiidonponineTmnami, B
iHepTHOMY PO3YNHHUKY, Takomy AK
anmetundopmamig, i npy  TemnepaTtypi 6nmM3bko
KiMHaTHOI TemnepaTypy 3 No4anbLUOK B3aEMOJIEI 3
amiHoMm dopmynu H-NY'Y? (xnopua amoHilo MOXHa
BMKOPUCTaTU AONsi odepkaHHs crionyk copmynm (1),
wo mictate -C(=0)-NH2 rpyny). Peakuito noegHaHHs
MOXHa TakoK MpOBOAUTU  B3AEMOLEID  CMNONYK
dopmynu (l), wo mictate kapbokcurpyny, 3 2-(1H-
6eH3oTtpmason-14n)-1,1,3,3-
TeTpameTunypoHirrekcagropgocdaTom, B
6e3BogHOMY AuMMeTundopmamigi 3 nopanbLuoto

B3aemMofgieto 3 aMmiHoM  dopMynu HNY'Y? y
NPUCYTHOCTI AjisonponineTunamiHy.
Ak iHWMR npuknag npouecy

B3aeMOnepeTBOpeHHd, cronyku dopmynu (1), wo
mictate -CH2OH  rpyny, MoOxHa  ogepxaTu,
BiQHOBMIOYM BIAMOBIOHI CNOMYKK Q)oemynm N, wo
MicTsTb rpyny -CHO a6o -CO:R’ (ne R’ siBnsie coboto
HWKYM ankin). Hanpuknag, BiOAHOBMNEHHS 3pYy4HO
3[iNCHIoBaTH, BVYKOPUCTOBYHOUM peakuito 3
NiTinanioMiHIiiapMaoM, B iHEPTHOMY PO3YUHHUKY,
TakoMmy Sk TeTparigpodypaH, i Npu TemnepaTypi Big
6nm3bko KiMHaTHOI TemnepaTypu [0 MpubnusHO
TEMMNepaTypy KUMiHHA 3i 3BOPOTHUM XONOANITBHUKOM .

Ak iHWMN npvknag npouecy
B3aeMonepeTBopeHHs, cnonykn copmynm (1), ae R
aBnse coborw apun abo retepoapun, 3amilleHuA -
CO2Me, moxHa ofepxaTu:

(i) 06pobkoto crionyku cdoopmynm (1), ae R' siensie
coboto apun abo retepoapun, 3amilleHWi rigpokcuy,
N-ceHinTpudTopMeTaHcynbLdoHamigoM y
NPUCYTHOCTI BignNoBigHOI  OCHOBM,  Takoi  sK
TpueTunamiH, B iHEPTHOMY PO3YMHHUKY, TaKOMy SK
AVXNopMeTaH, npu TemnepaTypi 6nmnabko -78°C;

(i) peakuieto opepkaHoro  Tpucnaty 3
MOHOOKCUAOM BYITIEL0 Y MPUCYTHOCTI BiANOBIOHOIO
KaTanisaTopa (Hanpwknag, aueTaty nanagiw), 1,3-
Oic(oaudpeHindocdiHo)nponany,  TpueTunamiHy i
MeTaHoNy, B iHEPTHOMY PO3YMHHUKY, TakoOMy $K
anmeTtundopMamia, npu Tucky 6nm3sko 1 atmocdepu
i Nnpu TemnepaTypi 6rM3bKO KiMHAaTHOT TEMNepaTypu.

Takunn cnoci6 ocobnueBo  nigxoauTs  AnA
ofepxaHHA cnonyk copmynu (1), ae R' siBnsie coGoto
5-kap6okcumeTnn-N-meTuniHgon-3-in.

Ak iHLLMIN npuknag npou,ec¥
B3aemonepeTBopeHHs, cnonyku copmynm (1), ae R
aBnse coboto apun abo retepoapun, 3amilleHnin —
SoaNY'Y? moxHa ojepxaTu:

(i) obpobkoto cnonykn copmynum (1), ae R' sense
coboto apun abo retepoapun, 3amileHWA rigpoKcu,
N-cheHinTpudTopMETaHCYNbGOHIMIAOM, SIK OMNMCaHO
BULLE;

(i) obpobkoto opepxaHoro Tpudnaty TpeT-
OyTmnmepkanTtaHoM Yy MNPUCYTHOCTI TpeT-byTokcmay
HaTpito, aueTaTy nanagito, xnopugy nitito i R(+)-2,2'-
Oic(audpeHindgocdiHo)-1,1"-6iHacpTuny B iHEpTHOMY
PO34YMHHUKY, TAKOMY 9K TOmyon, i npu TemnepaTtypi
6nm3bko 110-120°C;

(iii) B3aemogieto opepxaHoi cnonyku dopmynu
N, me R' sense co6oto apun abo retepoapun,
3amiweHnn -StBu, 3 TpudTOPOLTOBOK KUCMOTOK |
aueTaTtom pTyTi, B iIHEPTHOMY PO34YMHHIKY, TaKOMY SK

Tonyon, i npu TemnepaTypi O6nu3bKo KiMHaTHOI
Temneparypu, 3 noJarnbLLoo 06pobkoto
rigpocynbdiaoMm;

(iv) B3aemogieto ogepxaHoi cnonyku dopmynu
N, me R' sense co6oto apun abo retepoapun,
3amiweHunn -SH, 3 XnopoM y BOAHIN OUTOBIN KUCMOTI
npu Temnepatypi 6rmM3bko KiMHaTHOT TeMnepaTypu;

(v) B3aemogieto ogepxaHoi cnonyku copmynu (1),
ne R' saBnse co6oio apun abo reTtepoapun,
3amilerui -SO,Cl, 3 amiHom dopmynu HNY' Y2,

Ak iHLLKIN npuknag npouecy
B3aEMonepeTBopeHHs, cnonykn copmynu (1), ge R’
aBnge cobow apun abo retepoapwun, 3amilleHun
apunom (abo retepoapunom), MOXHa ogepxaTu
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o6pobkoto cnonykn dopmynu (1), ae R' siBnsie coboto
apun abo retepoapun, 3amiweHun rigpokcu, N-
deHinTpudTopMmeTaHCynbMOHIMIAOM, SK  OMMcaHo
BULLEe 3 nNoJarbLIol B3aEMOAIEd  OAepXKaHoro

Tpudmaty  3i ckmagHum  edoipom  apwun(abo
retepoapun)bopoHOBOT  KACAOTM Yy  MPUCYTHOCTI
BignoBigHOro KaTanisatopa (Hanpuknag,
TeTpakuc(tpudpeHindgocdiH)nanagito i BOAHOIO

OikapboHaTy HaTpito, B IHEPTHOMY PO3YNHHUKY,
TakoMy sk aumeTtundopmamig, i npu TemnepaTypi
6nmabko 120-150°C.

Ax iHLLNVA npvknag npouecy
B3aemMonepeTBopeHHs, cnonyku copmynu (1), ge R'
aBnae coboto apun abo retepoapun, 3amilleHun -
C(=O)CH3s, moxHa opepxat 06pobKko  Cronyku
dopmynn (1), ne R' sBnse co6oto apun abo
retepoapun, 3aMmilLeHnm rigpokeu, N-
deHinTpuropMmeTaHCcynbOHIMIAOM, $K  OMMcaHo
BULLE, 3 NOAdasbLUO B3AEMOAIED OAEPXKAaHOM
Tpudnaty 3 H-GYTMNBIHINOBMM eipOoM Y MPUCYTHOCTI
BiAMOBIAHOrO KaTanizatopa (Hanpuknag, auetaTty
nanagito), 1,3-6ic(amdeHindocdiHo)byTaHy i
TpueTunamiHy, B iHEPTHOMY PO3UYMHHKKY, TaKOMY 5K
aunvmeTtundopmamia, i npu  TemnepaTypi 6nm3sbko
80°C.

Ak iHLLMA npuknag
B3aemMOnepeTBOPEHHS, cnon2y|<14 q)ogmynw (), wo
MicTsTb rpyny -C(OH)CH3R'™ (e R™ siBnsie coboto
ankin), MoxHa ogepxatum 06pobkow  crnomyku
dopmymn (1), wo Mmictatb myny -C(=0O)CHs,
peareHToM lpiH'Apa, Takum sK MeTUnmMarHinoaua,
AKLLO R™ saBnse coGoo metun, B iHepTHOMY
PO3YMHHUKY, TakoMy $IK TeTparigpodypaH, i npwu
Temnepatypi 6rm3bKo KiMHaTHOT TemnepaTtypu.

Ak iHLWNIA npvknag npouecy
B3aeMonepeTBOpPEHHS, cnonyku dopmynu (1), ge R’
aBnse cobotw apun abo reTepoapwn, 3amilleHui
rigpoKev, MoXHa opepxat B3aeMOZi€0 BiANOBIAHNX
cnonyk copmynu (1), ae R' siensie co6oto apun a6o
retepoapws, 3aMilleHnii MeTOKCW, 3  KUCIOTOH
Jlbloica, Takow sk TpubGpomig 6Gopy, B iHEpTHOMY

npouecy

PO3YMHHUKY, TakOMy &K AMXIIOpMEeTaH | npu
Temnepatypi Big 6nu3asko 0°C 0o 6nNM3bko KiMHaTHOT
TemnepaTypu.

AnbTepHatuBHo, cnonyku cdopmynun (I), ge R’
aBnge cobow apun abo retepoapwn, 3amilleHUA
rigpokcy, MoxHa o,qepmam B3aEMO/i€0 BiANOBIAHMX
cnonyk dopmynu (1), ae R' siBnsie co6oto apun a6o
retepoapwn, 3aMilLeHnmn 6eH3unnoken, 3
NOATPUMETUICUIIAHOM, B IHEPTHOMY PO3UYMHHUKY,
TakoMy SIK aUeToHITpWn, i Npu TemnepaTypi 6nM3bko
50°C.

Ak iHWMR npuknag npou,ecy
B3aEMOMNEepeTBOPEHHS, CrOMyKu cpopmynm ), ne R
aBnse coboto apun abo retepoapun, 3amiweHuin -OR
(e R aBnsie coboto He0OOB'A3KOBO 3aMilLeHMI arKkin,
LMKnoankin, uvknoarnkinankin, retepouuknoarnkin ato
retepouuvknoarnkinankin), MOXHa ouep»(am
aJ'IKIJ'IyBaHHFIM BignoBigHux cnonyk dopmynu (I), o
R' saBnse coGoto apun abo retepoapun, 3aMILLI,eHVIVI
rl,quKcm cnonykoto chopmynu (VII):
RX® (Vi)

ne R mae BkasaHi BULLEe 3HAYEHHs, i X2 asnsie
coboto ranoreH, nepeBaxHo aTtom Gpomy, abo rpyny
TO3UNYy,  BWKOPWUCTOBYIOYM  CTaHAapTHi  YMOBM

ankinysaHHa. AnKinyBaHHA MOXHa, Hanpuknag,
30iNCHUTW Yy NPUCYTHOCTI OCHOBMU, Takoi 9K kapboHaT
NnyXHOro meTany (Hanpuknag, kapboHat kanito abo
KapboHaT Lesilo), arnkokcuga nykHoro MeTany
(Hampuknap, TpeT-OyTokcmMa Kanito) abo rigpug
nyKHoOro MeTany (Hanpuknag, rapua HaTtpito),
anmeTtundgopmamiai abo avmeTtuncynbdokeugi, npu
Temnepartypi Big 6rnmabko 0°C go 6nmasko 100°C.

AnbTepHatuBHo, crionyku cdopmynun (I), ge R’
saBnsae coboto apun abo retepoapun, 3amiweHun -OR
(oe R siBnsie coboto HeoBOB'A3KOBO 3aMilLLEHNI arnkin,
LMKnoarnkin, uvknoarnkinankin, retepoumknoarnkin ato
retepouvKknoarnkinankin), MOXHa o,qep»(am
B3aemMogjeto BignosigHux cnonyk dopmynu (I), ge R’
aBnse coboto apwun abo retepoapwn, 3amilLeHWn
rigpokeu, 3 BignosigHum cnnptom chopmynm (VIII):
ROH (VI

Ae R Mae BkasaHi BULLE 3HAYEHHS, Y NPUCYTHOCTI
TpuapundocdiHy, Takoro 6K TpudeHingocdiH, i
diankin  auetuneHavkapbokcunaTty, Takoro - sK
aiisonponinaueTuneHgukapbokcunaTt abo
anMmeTvnaueTnneHamkapbokemnaT, B iHEPTHOMY
PO34YMHHUKY, TAKOMY SK Tomyon, i nmpu TemnepaTtypi
6nm3bko KiMHaTHOI TemnepaTypu. Takumi cnoci6
ocobnmeo I'II,D,XO,EI,I/ITb ONst  OfEepXaHHs  Cronyk
dopmynun (1), pe R' saBnsie co6oto retepoapun,
3amiweHunii -OR (oe R gaBnse cobol HeoBOB'SA3KOBO
3aMilleHMn  arkin, Uuuknoankin, uuknoankinankin,
reTepouuknoarnkin abo retepouuknoankinankin).

Ak iHLLMIN npuknag npou,ecy
B3aeMONepeTBOPEHHSA, cnonykn dopmynu (1), ae R’
saBnsae coboto apun abo retepoapun, 3amiweHun -OR
(oe R sBnsie coboto nponin, 3amilweHunin rigpokcu),
MOXHa ofepXaTu Bsaelvlo,u.lero BiANOBIAHMX CMOMYK
dopmynu (1), me R' sense cobow apun a6o
retepoapun, 3amiweHni -OR (ge R siBnse coboto
nponexin) 3 6opaHoM 3 MoAarnbLIOK B3aEMOE 3
nepokcMaom BoAHI. Takui  crnoci6  ocobrmeo
I'IIHXO,D,I/ITI: ana ogepxanHs cnonyk dopmynu (1), ge

ABNSiE cobot  iHgonin, 3amilleHun -
OCHzCH(CHs)OH i -OCH2CH>CH:0OH.
Ak iHWMR npuknag npou,ecy

B3aEMonepeTBopeHHs, cnonykn dopmynu (1), ge R’
saBnsie coboto apun abo retepoapun, 3amiweHuin -OR
(oe R saBnsie coboto rpyny 1,3-aurigpokciankineHy),
MOXHa OJepXaTu B3aEMOJIE0 BiAMOBIOHUX CMONYK,
ae R siBnse coboto arnkeHin, 3 TeTpaokcMaom OCMito y
npucytHocTti N-okenay 4-metunmopdaoniHy. Peakuito
3pPYYHO MPOBOAUTM B iHEPTHOMY PO3YMHHUKY, TAKOMY
AK aueToH, i npu TemnepaTypi GnU3bKO KiMHATHOT
Temneparypu.

Ak iHLLMIN npuknag npou,ecg
B3aEMOMNEPETBOPEHHSA, cnonyku cdopmynu (1a), ae R
aBnsie  cobol  ankin,  ankeHin, uukroankin,
reTepou,MKnoanKm abo anKm 3aM|u.|,eva| -C(=0)-
NY'Y? -OR’, -C(=0)- -OR’, -NY'Y? moxHa ogepxaTu
ankinyBaHHsaM BignoBigHMX cnonyk dopmynu (1a), ae
R® siBnsic co6ot0 BoAeHb, BIAMOBIOHUM ranoreHigom
dopmynu (1X):
Ro%* (IX)

ne R® asnsie coboto arnkin, ankedin, umknoarnkin,
retepouuknoankin  abo ankin, 3amilleHun -
C(=O)NY'Y? -OR’, -C(=0)-OR’, -NY"Y? i X! agnse
cobolo aTtom raroreHy, nepeBaxHO aTtom 6Gpomy,
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BMKOPWUCTOBYIOUM CTaHAaApTHi YMOBM ankinyBaHHS,
HanpvKknag Ti, ki onucaHi BuLLge.

Ak iHLWMIA npvknag npouecy
B32EMONEPETBOPEHHS, CroITykM dopmynu gl), o
MiCTATb -N(R)C( 0)- -NY3Y? rpyny, ae R° i
obnasa saBNAKTL cobOK BOAEHb, i Mae BKasaHi
BULLIE 3HAYEHHs, MOXHa oOJepXaTn B3AEMOLE0
BignosigHUXx crnonyk dopmynn  (I), wWwo micTaTh
amiHorpyny, 3 isouiaHaTtoM chopmymnu 0=C=NY* B
iHEPTHOMY PO34YMHHUKY, TaKOMY SK TeTparigpodypaH,
i Nnpu TemnepaTypi 6rM3bKO KiMHaTHOT TEMNepaTypu.

Ak iHLLIMA npuknag npouecy
B3aemMonepeTBopeHHs, cronyku dopmynu (1), wo
MICTATb CynbOKCUAHI 3B'A3KM, MOXHa oaepxaTu
OKWCMNEHHSIM BiOMOBIAHMX CMOMYK, WO MIicTATb -S-
3B'A3kn. Hanpvknag, OKUCNEeHHS 3py4HO 34iNcHIoBaTy,
BMKOPUCTOBYIOUM  peakuildo 3  MNEepoKCUMKUCIOTOHO,
Hanpvknag, 3-xnopnepbeH30HO0 KMCoToH,
NepeBaXHO B HEPTHOMY PO3YMHHUKY, Hanpuknag,
ONXTOpMeTaHi, nepeBakHO npu abo 6nusbko
KiMHaTHOI  TemnepaTypu, abo, anbTepHaTUBHO,
BMKOPUCTOBYIOYM  KUCMUIA  MEepOKCOMOHOCYNbdaT
Kanito B cepefoBulLli, TakOMy SIK BOOHMWA MeTaHon,
3abydepeHunii oo 6nmsbko pH5, npu TemnepaTtypax
Big 6nu3bko 0°C go kiMHaTHOI TemnepaTypu. Takui
OCTaHHin cnoci®é nepeBaxHWA AN CrOMyK, Lo
MiCTATb rpyny, HECTINKY B KNCAIOTHOMY CepeoBULL.

Ak iHLMIA npvknag npouecy
B3aeMonepeTBOpeHHd, cnonyku dcopmynu (1), wo
MiCTATb  CYNb(OHHI  3B'A3KW, MOXHaA opepxaTtu
OKWCIEHHsIM BifNOBIAHMX CMOJYK, LLO MIiCTATb -S- abo

CynbdoKCUaHiI 3B'A3KU. Hanpwuknag, peakuito
OKWUCMEHHS1  3pYy4HO MPOBOAMTU  B3aeMofielo 3
NepOoKCMKUCITOTOLO, Hanpvknag, 3-
xropnepbeH30AHOI  KUCIMOTOK,  MNepeBaxHO B

iHEPTHOMY PO3YMHHWKY, Hanpvknazg, MXNopMeTaHi,

nepeBaxHO npu abo 65m3bKko KiMHaTHOT
TemnepaTypu.
Ak iHLWNIA npvknag npouecy

B3aemMornepeTBopeHHsa cnonyku dopmynu  (l), wo
MiCTATb UiaHOrpyny, MOXHa ojepXaTu B3aEMOE
BignoBigHMx cnonyk cpopmynm (1), wo mictats -C(=0)-
NH> rpyny, 3 neHTaxnopugom cocdopy Yy
NpPUCYTHOCTI TpueTunamiHy. [aHy peakuito 3pyyHO
NPOBOANTN B IHEPTHOMY PO3UYMHHUKY, Takomy siK

TeTparigpodpypaH, i npu TemnepaTtypi 6nm3sbko
TEMMEPaTypU KUMiHHS 3i 3BBOPOTHUM XONOAUITBHUKOM.
Ak iHLLMA npuknag npouecy

B3aemMoOnepeTBOPeHHs, cronykn dopmynu (1), wo
mictate  rpyny -C(=O)-NH2, mMoxHa opepxatu
B3aemofjeto BignosigHux crnonyk dopmynun (1), wo
MIiCTATbL  LiaHOrpyny, 3 MepoKCMAOM BOAHIO Y
NPWUCYTHOCTI rigpokcmay HaTtpito. Peakujlo  3pyd4HO
npoBOAUTM B MeTaHonNi Npu TemnepaTypi 6nu3bko
KiMHaTHOT TemnepaTtypu.

Ak iHLLWIA npuknag npouecy
B3aEMONepeTBOPEHHs, crnonykn copmynm (1), wo
MIiCTATb [pyny TeTpasoniny, MOXHa ogepxaTu
B3aemogjeto BignosigHMx crnonyk dopmynm (1), wo
MiCTATb  UiaHOorpyny, 3  a3ngoTpubyTUIIONOBOM.
Peakuito 3py4HO NpoBOaMTU B iIHEPTHOMY PO3UMHHUKY,
TakoMy K Tonyon, i npu TemnepaTypi 6nm3bko
TemMnepaTypy KUMiHHSA 3i 3BBOPOTHUM XONOANMBHUKOM .

Ak iHWMR npuknag npou,ecg
B3aemMornepeTBOpeHHS, crnonyku dopmynu (1), ge R

aBnse coboto TOp, MOXHAa ogepKaTn B3aEMOZE0
BiAnoBiaHUX crionyk dopmynu (1), ae R? sBrsie co6oio
BOAEHb, 3 MeTunmarHinbpomigom (B iHepTHOMY
PO3YMHHUKY, TakoMy $IK TeTparigpodypaH, i npu
Temnepatypi  6mm3bko 0°C) 3 nogarnbuioro
B3aemogieto 3 Gic(teTpacropbopatom) 1-xnopmeTnn-
4-dprop-1,4-nia3oHinbiuunknol2,2,2]okTaHy npv
Temnepatypi Big 6mm3bko 0°C  pgo  6numsbko
TemMnepaTypy KUMiHHSA 3i 3BBOPOTHUM XONOANMBHUKOM .

Ak iHWMN npvknag npouecy
B3a€MOI'IepeTBOp6HH9I CI'IOJ'IyKI/I cbogmynm N, oe X
aense coboo C-NY'Y? (me \'% MarOTb BKasaHi
BULLE 3HAYEHHS, i TiNbKN OOVH 3 Y i Y? siBnsie co6oto
BOAEHb), MOXHa ofepxaTtu B3aGIVIO,EI,|€IO BiAMOBIAHNX
cnonyk copmyru (I), ge X' sBnsie co6oto ranorex
(Hanpuknag, xnop), 3 amiHoM copmyrnu HNY'Y? (ne
Y'i Y? matoTb BKa3aHi LOHO BULLE 3a 3HaYyeHHd) y
NPUCYTHOCTI kapboHaTy uesito i Tpuc-
(ambeHnsunigeHaueToH)aunanagito(0), B iHepTHOMY
PO34YMHHUKY, TakoMy $K 1,2-gMmeTokcieTaH, i npu
Temnepatypi 6nunabko 80°C.

Ak iHLLKIN npuknag npou,eC}/
B3aemonepeTBopeHHs, cnonyku cdopmynm (1), ge X
asnse cobot C-CN, MO)KHa oJepxaTy B3aEMOJi€t0
crnonyku dopmynu (1), oe X' saBnsie coGoto C-ranoreH,
nepesaxHo C-C1, 3 uUjaHiAOM LMHKY Y MPUCYTHOCTI
LIMHKOBOTO NMOPOLLKY, KOMMekcy [11-
Bic(amdenindocadiHo)depoueHy] i
amxnopnanagito(ll), aumxnopmeTtaHy (kaTaniTuyHa
Kinekictb) i N,N-gumeTunaueTamigy npu temnepartypi
6nmsbko 150°C.

Ak iHWMN npvknag npouecy
B3aEMOMNepeTBOPEHHS, CI'IOJ'IyKVI cbopmynm (I, wo
MicTTb rpyny -C(=0)-OR® (ne R® mae BkasaHi BuLLe
3HayeHHs), MOXHa opepxatu B38€MO,ELI€IO
BignoBigHMx cnonyk cdopmynu (l), Wo MictaTe gp
C(=0)-OH, 3i cnuvptamum  copMynu -OH.
Hanpuknag, skwo R® sasnse coboto TpeT-6yTVIJ'I,
peakuilo 3pyyHO npoBOAMTM Yy npucytHocti 1,1'-
kapboHingiimigasony i 1,8-giasabiuvkno[5,4,0lyHoeu-
7-eHy npu TemnepaTypi 6nmM3bko  KiMHaTHOT
Temneparypu.

MoTpibHO BpaxoByBaTW, LO CMOMYKM [AHOIMO
BMHaxo4y MOXYTb MICTUTU acumeTpuuyHi ueHTpu. Lli
aCMMETPUYHI LEHTPM MOXYTb He3arnexHo matn abo
R-, abo  S«oHdirypauito. dPaxiBuyi  MNOBUHHI
BpPaxoByBaTW, WO [Aesiki CMOMyKM AaHOro BUHaXo4y
MOXYTb TaKOX BOMOAITY FEOMETPUYHOIO i30Mepieto.
MoTpibHO poO3yMiTH, WO AaHWA BUHaXg BKIOYae
OKpeMi reoMeTpuyHi i3omepn, cTepeoizomepun i ix
CyMiLLi, BKMOYaOUM paueMiyHi Cymilli BKazaHUX BULLE
crnonyk dopmynu (l). Taki isoMmepu moxHa BAZINUTK 3
iX cymilen, BukopuctoBytoum abo aganTtyroum BigoMi
cnocobu, Hanpwknag, XxpomartorpadiyHi metoau i

MeToan nepekpucranisauji, abo iXx oOKkpeMo
OfdepXKyloTb 3 BIiAMOBIAHUX i30MeEpPIB X MPOMDPKHMX
CMONYK.

BignosigHo 4o iHWOT BiAMITHOT 0CO6GMMBOCTI
OaHOro BUHaxoAdy, COMi MPUEOHaHHA KUCIOT CMOomMyK
OAHOro BMHAxXo4y MOXHa oJepxaTu B3aeMOieEr0
BiNbHOT  OCHOBM 3 BiANOBIOHOO ~ KMUCMOTOM,
BMKOpUCTOBYOUM abo apganTytoum Bigomi cnocobu.
Hanpuknag, comni  npuvegHaHHA  KACNOTM  OaHoro
BMHaXo4y MOXHa ofepxaTtn, abo pO3UNMHAOUWM BIiNIbHY
ocHoBy Y Boi abo y BogHOMY po3uuHi cnupTy, abo B
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iHLWUMX  BIiAMNOBIOHMX PO3YMHHMKAX, WO MICTATb
BiONOBIOHY KUCIoTYy, i BUAINAKYM Cinb
BMNapOBYBaHHAM pO34yvHy, abo B3aemogi€to BinbHOI
OCHOBMW i Kucrnotm B opraHquomy PO3YUHHUKY,
npuMyoMy B UbOMY BUMNAAKY Cifb BUAOINAETLCA
O6esnocepegHbo, abo i MOxHa ofepxaTu,
KOHLEHTPYIOUM PO3UUH.

Coni npuegHaHHs  KUCMOT  CMOMYK  JaHomo
BMHaxoQy  MOXHa pereHepyBaTM 3  CONewn,
BMKOpMCTOBYIOUM abo apanTytoum Bigomi cnocobu.
Hanpuknag, BuXigHi Cnonyky JaHOro BWHaxody
MOXHa pereHepyBaTu 3 cOnew MpuegHaHHA KUCMoT
006pobkoto ix nyrom, Hanpwknag, BOOHUM PO3YMHOM
GikapboHaTy HaTpito abo BOAHUM PO34YMHOM aMmiaky.

Cnonykn JaHoro BMHaxody MOXHa pereHepyBaTu
3 iX conen npuegHaHHA OCHOB, BUKOPUCTOBYIOUM abo
ajanTyoum  BigoMi cnocobu. Hanpuknag, BuxigHi
CMonyKn JAHOT0 BUHAXO4Y MOXHa pereHepyBaTu 3 ix
conen npuegHaHHs OCHOB OBPOOKOK iX KMCMOTOH,
HanpvKnaga, XopMCcTOBOAHEBOK KUCIIOTOHO.

Cnonyku gaHoro BUHaxo4y MoXxHa ogepxkaTu abo
cdopmyBaTM B xo4i 34iicHeHHs crnocoby agaHoro
BMHaXOA4y y BAMSAAI conbBaTiB (Hanpvknag, rigparis).

lgpatTm  cnonmyk  JaHoOro  BMHaxodZy  3pYYHO
ofepXKyBaTtn nepekpucranisauieto 3 CymiLLi
BOOHWUM/OPraHiYHWiA  PO3YMHHWK,  BUKOPUCTOBYHOUM
OpraHiyHi PO3YMHHUKM, TaKi K [JioKCcaH,

TeTparigpodypaH abo meTaHon.

BignosigHo 4o iHWOT BiAMITHOT 0COGMMBOCTI
AaHOro BUHaxoAy, CONi NPUELHAHHS OCHOB CMOMYK
OAHOro BMHAxXO4y MOXHa oJepxaTu B3aeMOier
BiNbHOT  KuMcnotm 3 BiNOBIOHOKO  OCHOBOIO,
BMKOpMCTOBYIOUM abo aganTytoum Bigomi cnocobu.
Hanpvknag, coni npyeaHaHHA OCHOB CMONYK AaHOro
BMHaXO4y MOXHa ogepxaTtn, abo po3uMHALIOWM BiflbHY
KMCroTy y Boai abo y BoAHOMY po34uHi cnupTy, abo B
iHWMX BIiANOBIOHMX PO3YMHHMKAX, WO MICTATb
BiANOBIOHY OCHOBY, i BUAINAKOYMN cinb
BMNAapOBYBaHHAM pO34vHy, abo B3aemogi€to BinNbHOI
KUCMOTM | OCHOBM B OPraHiYHOMY PO3UYMHHUKY,
npuyoMy B LUbOMY BUNAaAKy Cifb BUAINAETLCA
OesnocepegHbo, abo i MOxXHa ofepxaTu,
KOHLLEHTPYIOUN PO3UMH.

BuxigHi peyvoBWHM | MPOMIXKHI CMONYKN MOXHA
ofepxaTun, BUKopucToBytoun abo aganTtyroum Bigomi
crnocobu, Hanpuknag, Taki cnocobu, siki onucaHi y
NOPIBHAMBHUX Mpuknagax abo ix 04YeBUMAHI XiMiuHi
€KBiBaneHTu.

Cnonyku copmyrnm (IV), oe R' mae BkazaHi BuLe

3HaYeHHs, MOXHa ofepxaTu B3aeEMOJi€t0

BI,EI,FIOBIJJ,HMX cnonyk coopmynu (1):

R-CHO (1)
ne R' mae BkasaHi BULLE 3HA4YeHHd, 3

rigpoKcMnamiHriapoxnopunaom B iHepTHOMY

PO3UYMHHUKY, TakOMy siK gumeTundopmamig, i npu
Temnepatypi 6nmsbko 150°C. Cnonyku copmynm (IV),
ne R’ npeactaeneHunin dopmynoto (Il):
4 ®)
P
§

; (I
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ne R j p MaloTb BKasaHi BULLE 3HAYeHH4, i R®
ABNsA€ coOO arkin, ankeHin, uuknoankin ado ankin,
3amitennin C(=0)NY'Y?, -OR’, -C(=0)-OR’, -NY'Y?,
MOXHa oJepxaTu aJ'IKIJ'IyBaHHﬂM BignosigHMx 1H-
iHgonis  chopmynu (I\Q pe R’ npegcraBneHumn
(bopmynoro (Ilg ne i p MawTb BKasaHi BuLle
3HaYEHHS, SIBNSiE co6om BOZEHb, 3 BiANOBIOHUM
(Heo6os'$|3|<oso 3amilleHnm) arkin-, ankedin- abo
LuKroarnkinranoreHiaom, BMKOPMCTOBYHOUN
CcTaHAapTHi yMOBW arnkinyBaHHs. ArkinyBaHHA MOXHa,
Hanpwknag, 34IMCHUTU Yy NPUCYTHOCTI OCHOBW, TaKoi
AK  KapboHaT nyKHOro MeTany, Hanpwuknag,
kapboHaTy kanito, abo rigpuay NyKHOro wmertany,
Hanpuknag, rigpudy  HaTtpilo, B iHepTHOMY
PO34YMHHUKY, TakoMy $K aAumeTtundopmamin abo
anmeTuncynbgokena, npu Temnepatypi Big 6nmabko
KiMHaTHOT TemnepaTypu 4o 6rm3bko 100°C

Cnonykn dopmynm (IV), ge R' sBnsie cobolo
5,6,7,8-TeTparigpoiHaonisanH-1-in, MOXHa ogepxaTu:
(i) B3aemopieto ninepmanH-2-kapboHOBOI KMCMOTW 3
MYpPaLUMHOK KUCMOTOK i OUTOBMM aHrigpMaom npu
Temnepatypi 6nu3bko KiMHaTHOT Temnepatypw; (ii)
0bpobkoto ofgepkaHoro HaTpii-1-copminninepnanH-
2-kapbokeunaty  4-tonyoncynboHinxnopuaom B
iHEPTHOMY PO3YMHHUKY, TaKOMY SIK AMXIIOPMETaH, i
npu TemnepaTypi 6nmn3bko KiMHATHOT TemnepaTtypu;
(iii) B3aemopieto 3 AKPWIIOHITPUIIOM Y MPUCYTHOCTI
TpueTunamiHy npu TemnepaTypi OMM3bKO KiMHaTHOI

Temnepartypu.
Cnonyku copmynu (1), ae R' mae BkazaHi BuLLe
3HAYEHHsl, MOXHa ogepkaTu  OpPMiNyBaHHAM

crnonyku coopmynu (2):
R'H (2)

ne R'" wmae BkasaHi BULLUE  3HaAYeHHd,
BMKOPWUCTOBYIOYM  CTaHZapTHi  yMOBM  peakuii,
Hanpuknag, peakuii dopminysaHHa Binbcmaiepa-
Xaka, OKCUXIOPUAOM docdopy B
anmeTtundopmamigi.

Taka MeToaMka ocobnmMBo nigxoouTb Ans
ofjepKaHHsa crionyku dopmynun (1), ae R' sense
coboto HeoboB'I3KoBO 3amilleHnint N-meTuniHgon-3-
in.

Cnonykn copmynu (V), ,u.e R? R®*i X' maiom
BKa3aHi BULIE 3HaueHHs, i X° sBMse CoGOlo aToMm
noay, MoxHa ofepKaTn WOAYBaHHSAM CMOMyKU

opmynu (3):
R2
=
2t [ Vs (3)
=
N
Oy
ne R R® i X' matoTb BxasaHi BULLE 3HAYEHHS.
Peakuito noayBaHHs 3py4HO nposoauTy,

BMKOPUCTOBYIOUM abo apanTytoum cnocobu, onucaHi
[Saulnier i Cribble, J.Org. Chem., 1982, 47, 1982],
Hanpwknag, obpobkoto cronykn copmynu  (3)
niTingiisonponinamigom B iHEPTHOMY PO3UYUHHUKY,
TakoMy K TeTparigpodypaH, i npu Temnepatypi
6nmsbko -78°C 3 nojanbliol  B3aemofeto
O[lepXKaHoro aHioHa 3 nogom. Taky peakuilo 3pyqHO
3divicHioBaTM 3 iHOOMNOM, Yy sikoro 3axuweHa NH,
Hanpuknaz rpyrnoto To3uny.

Crnonykn dopmynn (3), ae R% R®* i X' mawom
BKasaHi BuLE 3HayeHHs, MOXHa oJepxkaTu
uuknizauieto cnonyku opmynm (4):
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t 2
e CH,R
2| (4)
NN _-CHO
N
2 H 3 . 1 .

oe R5, R i X malTb BkasaHi BULLE 3HAYEHHS.
Peakuito  uuknizauii  3py4HO  3gilicHoBaTM Y
NPUCYTHOCTI ankoKcMay NY)XKHOro MeTany, Takoro sk
eToKkcua HaTpilo, B iIHEPTHOMY PO3YMHHUKY, TAKOMY SiK
eTaHon, i npu Temnepatypi Big GnU3bKO KiMHATHOT
Temnepatypu o 6nmM3bko TemnepaTypu KWMiHHA 3i
3BOPOTHVM XONOOUITBHUKOM.

Cnonyku dopmynu (3), ge R®i X' mae BrasaHi
BMLIe 3Ha4vyeHHs i R” aBnse coboi BOAeHb, MOXHA
ofepxaTun uvknizadieto cnonyku dopmynu (5):

/"1 cH,

RLE e (5)

\N/\\u/cs\ozt

e R® i X' mawTs BkasaHi BULLE 3Ha4YeHHs.
Peakuilo uvknizadii 3py4HO NpoBOAUTM Yy NPUCYTHOCTI
amigy Hatpito, B N-meTunaHinivi, i npu Temnepartypi
Big 6nmM3bko 120°C go 6mm3bko 200°C

Cnonyku cdopmynu (3), oe R%*i X' matoTb BrasaHi
BMLUEe 3HauveHHd, i R aBnae coboro MeTI/U'I (a6o C1.
4ankKin, HeoboB'A3KOBO 3aMilleHuI -7 R ne Z'i rR?
MalTb BKa3aHi BWLLE 3HAYEHHsI), MOXHa O[epXaTu
uuknisauieto cnonyku coopmynm (6):

/x x°
&
NM\RH

H

ae R® i X' MatoTb BKkasaHi BULLE 3HAYEHHS, R"
aBnse coboto BOJJ,eHb (a6o C1 4arKin, HeoboB'A3KOBO
3aMilLeHun -Z'R* , e Z' i R* malom BrasaHi BULLE
3HAYeHHs) i aBnge coboK aToM ranoreHy,
nepeBaxHO atom O6pomy, abo TpudnaTtHy rpymny.
Peakuito uuknisauii 3py4HO NpoBOANTM Y MPUCYTHOCTI
KOMMMEKCHOro MeTaneBoro katanisatopa, Takoro sk
TeTpakuc(tpudperindgocdin)nanagin(0), TpeTUHHOro
aMmiHy, Takoro €K TpueTunamiH, i TpuapundociHy,
Takoro gk  TpugeHingocdiH, B  iHEpPTHOMY
PO3YMHHUKKY, TakoOMy $K AumeTtundopmamia i npu
Temnepatypi 6nmapko 60°C oo 6nusbko 120°C. Taka
mMeToguka o0cobnMBO NiAX0AWUTb ANA  OJepXaHHs
cnonyku copmynu (3), ae R* i X MaioTh BKa3aHi
BULLE 3HAaYeHHs, X aensie coboto N i R? asnsie coboto
C-CHa.

Cnonyku dgopmynu (3), oe R?} R? i X' mawom
BKasaHi BulWE 3HayeHHd, MoxHa opgepxatn: (i)
B3aemogjeto cnonyku dopmynm (7):

. X
a’{ | ™)
™
3. A . .
pe R*i X' matotb BkasaHi Buwe 3HaueHHs:, i X
ABNsAe cobolo aToM ranoreHy, nepeBaXHo aToM oAy,
3 auetuneHamu copmynu (8):
R’C=C-SiMes (8)
e R? Mmae BKkasaHi BULLE 3HAYeHHdA, Yy
NPUCYTHOCTI KOMMITEKCHOrO MeTanesoro
KaTanisaTopa, Takoro K xnopua [1,1-
Gic(amdeHingocdiHo)deppoueH]nanagito (1,
xropuay niTito i kapboHaTy HaTpilo, B iHEPTHOMY
PO3YMHHUKKY, TakoMy SK AumeTtundopmamia, i npu
Temnepatypi ax go 6nussko 100°C;
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(i) ecuninyBaHaM.
Crnonyku cdopmynn (4), ge R% R® i X' mawom

BKasaHi BuWE 3HayeHHd, MOXHa ojepxatu
B3aeMogjeto cnonyku gopmynu (9):
Z cH,R®
R (9)
N NH

2

ne R2 R% i X' maloTb BkazaHi BULLE 3HAYEHHS, 3
CYMILLLLIO MYPaALUMHOT KUCIOTH i OLLTOBOFO aHrigpuay.

Cnonyku cdopmynu (5), oe R®i X' matoTb BrasaHi
BMLUE 3HA4YEHHs, MOXHa OJepXaTu B3AEMOLED
BignoBigHMX cnonyk dopmynu (9), oe R® i X' mawoTb
BKa3aHi BULUEe 3Ha4eHHs, i R® aBnse coboto BoAeHb, 3
TpueTnnopToopmiaToM y MNPUCYTHOCTI KUCMOTHOrO
KaTanisaTopa, TakoOro $K XIOPUCTUA BOAEHb, B
eTaHoni, i npu TemnepaTypi BiA O/M3bko KiMHATHOT
Temnepatypu o 6nu3bko TemnepaTypy KWMiHHA 3i
3BOPOTHMM XONOAUITBHUKOM.

Cnonyku copmynn (6), ae R®, R" i X' matotb
BKa3aHi BULUE 3HA4YEHHs, i X° saBnsie co6owo aTtom
ranoreHy, MoxHa op,epx(am aJ'IKIJ']yBaHHﬂM Cronyku
dopmynu (7), oe R® X' i X° malotb BkasaHi BuLLe

3HaAYeHHs, BiANOBIAHUM arkeHinranoreHiaom
(bopmynvl (10):
R"CH= CHCHzX (10)

ne R" mae BkasaHi Buwe 3HauenHsi, | X siBnsie
cobolo aToM ranoreHy, nepeBakHo Gpomy. Peakujto
ankinyBaHHA 3py4HO MPOBOAUTU Y MPUCYTHOCTI
rigpuay NyKHoro MeTany, Takoro sk rigpua HaTpito, B
iHEPTHOMY PO34MHHUKY, TaKOMY SiK TeTparigpodypaH,
i Nnpy TemnepaTypi 6IM3bKO KIMHaTHOI TemnepaTypm

Cnonyku cdopmynu (7), oe R®i X' matoTb BrasaHi
BuWe 3HaueHHs, | XC saBnsie coBolo aTom 6pomy,
MOXHa ogepxaTu OpomMyBaHHAM CMONyKKn

(bopmynvl (11):

—E (1)

e R®i X' maiotb BraszaHi BALLE 3HAYEHHS, B
p.mmemncynb(boxcmm

Cnonyku dopmynu (7), ae R i X' maiots BrasaHi
BULLE 3HaYeHHs, i X aBnse coboto atom nogy, MoxHa
ofepxaTn nogysaHHaM crionyku dopmynu (11), 4
R® i X' maloTb BrasaHi BULLE 3HAYEHHS. PeaKu,iro
nodyBaHHSA 3pY4HO NPOBOAUTU, BUKOPUCTOBYIOUM abo
aganTtytoum cnoci6 W-W. [Sy, Synth.Comm., 1992,22,
pages 3215-3219].

Cnonyku dopmynu (V), ae R', R34 R%i X' matotb
BKa3aHi BUMLIE 3HAJYeHHs, a aBnse coboto
TpudcpnatHy rpyny, MOXHa ofepkatn B3aEMOJED
crnonyku copmynu (12):

RZ
r: . (12)
N 1 °
ne R2, R3Hi X' maloTb BkasaHi BULLE 3HAYEHHs, 3

aHrgpnaom TpugTOpPOLTOBOI KUCIIOTU Y NPUCYTHOCTI
OCHOBW XaHirca, B iHEpTHOMY PO34YMHHUKY, TaKOMY K
anxnopmeTtaH, i npu TemnepaTypi 6nmsbko 0°C. Lo
peakLito 3py4HO NPOBOAUTMI, BUKOPUCTOBYIOYM iHOON 3
NH, 3axviweHoto, Hanpvknag, To3UIbHOL rPYMNoto.



115

Cnonyku copmynu (12), ge R% R* i X' matotb
BKa3aHi  BMLUE 3HA4YEHHs, MOXHa oJepxaTu

B3aemofjeto cnonyku copmynu (13):
i

.
& | ) —cno

R

3. B .

ne R’ i X' matwTb BKasaHi BULIE 3HAYEHHS, 3
MeTaxrnopnepbeH3oiHO KWUCMOTO, B iHEPTHOMY
PO3YMHHUKY, TakKOMy $K AMXIIOpMEeTaH, | npu
Temnepatypi 6nm3bko 5°C. Lo peakuito 3pyyHO
nposoauTn,  BuKopucToBytoun  iHgon 3 NH,
3axMLLEHOI0, HaNpuKnaz, TO3NIbHOIO PYNO,

Cnonykun dopmynn (13), ge R” i X' matotb

BKasaHi BULLE  3HAYEHHd, MOXHa ojepxaTtu
B3aemofjeto cnonyku copmynu (14):
1

£
2 N
£ Y (14
\

oe R? i %(1 MalTb BKasaHi BULIE 3HAYEHHS, 3
niTingiisonponinamigom, B iHEPTHOMY PO3UYUHHUKY,
TakoMy K  TeTparigpodypaH 3  noAarnbLiok
B3aEMOSj€to 3 avmeTnndopMamigom npu
Temnepatypi 6nmabko -78°C. Lo peakujio 3pyqHO
NpoBOANTH, BVKOPUCTOBYIOUN iHopon 3 NH,
3axVILLEHOI0, HanpuKag, TO3UMbHO PYMoto.

Crnonyku cpopmynn (14), e R® i X' maiots
BKasaHi BWLE 3HayeHHs, MOXHa oJepxaTu
B3aemogjeto cnonyku dopmynu (7), oe R%*i X' matotb
BKa3aHi BULLE 3HAYEHHS, i X8 asnsie coboto noa, 3
TpUMeTUncuninaueTMNeHom y NPUCYTHOCTI
KOMMIIEKCHOrO MeTaneBoro kartanisatopa, Takoro sik
xnopug [1,1-
Bic(amdenindocdino)deppouer]nanagito(ll), 3
nogarnbLlUmMm AeCUNiNnyBaHHSM.

Cnonyku copmynn (14), ge R® matom BrasaHi
BULWIE 3HayeHHs, i X aBnsge coboto C-Z°R (oe z2
anae coboo O i R aBnae coboto ankin), MoxHa
ofepxaTun B3aemogieto cnonyku dopmynu (14), ge R®
MatoTb BKasaHi BULLE 3Ha4YeHHs, | X aBnsae coboto C-
ranoreH, nepesaxHo C-C1, 3i cnuptom dopmynm R-
OH vy npwucyTHOCTI rigpokcuay nyKHOro metany,
Takoro K rigpokcup HaTpito. Peakuilo  3pydHO
npoBOAUTM MpU  NiOBULLUEHOMY TUCKY | npu
Temnepatypi 6nmabko 170°C.

Cnonyku coopmynu (14), ae R® mae exasaHi BuLLe
3Ha4eHHs, i X aBnsae coboto C-OH, MoxxHa ogepxaTu
B3aemogieto cnonyku copmynm (14), npe R° mae
BKa3aHi BuWE 3Ha4YeHHd, i X saBnde cobow C-
ranoreH, nepesaxHo C-C1, 3 BOOHUM PO3YNHOM
NYKHOrO MeTany, TakuM sk PO34MH rigpokeuay
HaTpito.  Peakuito  3pyyHO  npoBoAMTM  npu
niaBMLWEHOMY TUCKY | npwu TemnepaTtypi 6nu3bko
180°C.

Cnonyku copmynn (14), ge R® maom BrasaHi
BULWE 3HaveHHs, i X aBnse coboto C-C1, moxHa
ofaepKaTu OKUCINEHHSIM CMNOMyKn cPopmynvl (14), e R®
Mae BKasaHi BuULle 3Ha4veHHs, i X aBnsae coboto C-H,
3 3-xnopnepbeH30HO KUCMOTOK, B iHEPTHOMY
PO3YMHHUKY, TaKOMYy $K JOUXITOpPMEeTaH, | npu
Temnepatypi 6nmn3bko 0°C 3 noganbLUoo B3aeMOJetd
opgepkaHoro N-okcugy nipono[2,3-blnipuanHy 3

(13)
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okeuxrnopungom cocdopy Npu KUN'ATIHHI 3i 3BOPOTHUM
XONOANMBbHUKOM.

Cnonykun copmynun (14), ge R® malo™ BKasaHi
BUWe 3HaueHHsi, | X' siBnsie coboto rpyny C-C(=0)-
OR” (me R® malom BKazaHi BMLUE 3HAYEHHS), MOXHa
ofepxaTn B3aeMOZI€El0 BiANOBIAHNX CNONyk hopmynu
(), wo wmictate rpyny C(=0)-OH, 3i cnuptamu
dopmynu R5-OH. Hanpwuknag, sikwo RS aense coboto
TpeT-6yTin,  peakuilo  3py4HO  MpPOBOAUTU Y
NPWUCYTHOCTI 1,17°«apboHingiimigasony i 1,8-
piasabiuvkno[5,4,0lyvoeu-7-eHy npu  TemnepaTypi
6nmM3bko KiMHaTHOT TEMnepaTypu.

Cnonyku q:)op1|v|ynv| (14), pe R®mae BasaHi BuLLE

3HayeHHs, | X aBnsge cobotwo C-reTepoapun
By
-~
c {
\_o
CH
(Hanpuknag, 3 )  MOXHa  oJepxaTu
B3aemogjeto cnonyku dopmynu (16):
cha
=
=L Y (16)
oy
A
H

ne R® mae BkasaHi BULLE 3HaA4YeHHd, 3

BiANOBIAHO  reTepoapunbopoHOBOD  KUCIOTOH
(Hanpuknapg 3,5-anmeTnnisokcason-4-60poHOBOIO
KMCNOTOH) y NpPUCYTHOCTI
TeTpakuc(tpudeHindocdiH)nanagito(0) i  BogHoro

GikapboHaTy HaTpito. Peakuito 3py4HO npoBoaT B
aunvmeTtvndopMamigi  npu  TemnepaTtypi  6nm3sbko
110°C.

Cnonykun cdopmynu (V1), oe R' mae BkasaHi BuLE
3HaYeHHsI, MOXHa OJepXaTu B3AEMOLIE0 CMOMYyKK
dopmynu (15):
R'X® (15)

ne R' mae exasaHi BULLE 3HAYEHHS, i X% ansie
cobolo aTom ranoreHy, nepeBaxHO Opomy, y
npucytTHoCTi  TpubymmnbopaTty, 3  BigNOBIAHOM
OCHOBOW, Takow 4HK, Oytunnitin, B iHEepTHOMY
PO3YMHHUKY, TakoMy £k TeTparigpodypaH, i npwu
Temnepatypi 6nmabko -100°C.

Crnonyku dopmynu (VI), ae R' maiots BrasaHi
BULLE 3HAYEHHs, MOXHA TakoX ofepxaTtv obpobkoto
crnonykun copmynu (15), oe R" matoTb BkasaHi BuLLe
3HAYeHHs, | ansge coboto rpyny -HgOAc,
6opaHoM, B iHEPTHOMY PO3YMHHWKY, TakoOMy $K
TeTparigpodpypaH, i npu TemnepaTtypi 6nm3sbko
KiMHaTHOT TemnepaTypu.

Cronykn dopmynu (15), ae R' siBmsie coBoto
HeoOOB'AI3KOBO  3aMilleHnin iHoon-3-in i aBnsie
coboto aTom GpoMy, MOXHa ofepxaTu B3aEMOLE
HeoOOB'I3KOBO  3aMilleHnX iHaoniB 3 6GpomMom B
iHepTHOMY PO3UYNHHUKY, TakoMy SK
anvmeTtundgopmamin, i npu  TemnepaTypi 6nm3sbko
KiMHaTHOT TemnepaTtypu.

Cnonyku dopmynu (13), ae R' sBrse coBoto
HEOBOB'3KOBO 3amillernn iHgon-3-in i XC aense
coboto rpyny -HgOAc, MoxHa ofepxaTn B3aeMOZi€et0
HeobOoB'A3KOBO 3aMilleHMX [HOONIHIB 3 aueTaToM
pPTYTi B KpwKaHin OLTOBIN KUCMOTI Npu TemnepaTtypi
6n13bKo KiIMHaTHOT TeMnepaTypu.
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Hani paHun BuHaxig npeacTaBneHun, ane 0es

obMeXxeHHs, npuknagamu, Lo € nmwe
inoCTpaTMBHUMKU  MpUKNagamm i NOPIBHAMbHAMMU
npviknagamu.

Cnektpn H anepHOro mMarHiTHoro pesoHaHcy (1H
AMP) 3anucaHi Ha cnektpomeTpi Varian Unity
ENOVA 3 po6ouot yvacTtotoro 400MIy. Y cnekTtpax
A0EepHOro MarHiTHOro pes3oHaHcy XiMiuHi 3cyBu (J)
BUP@XEH B M.M. BiJHOCHO TeTpameTuncuraHy.
CKOpOYEeHHA MatloTb HacCTYMHi 3HaYeHHS: C=TUHIMET;
AAayonert ; TIpuNNeT, MMYNbTUNMET ; KBKBapTeT ;

apyonet  pybnetis  ; nopeaBinHWn  oyonet
ayoneris.
Ymosu BMCOKOEDEKTUBHOT pianHHOT

xpomaTtorpadii-Mac-cnektpomeTpii  BEPX-MC (LC-
MS) ans Bu3HayeHHs 4Yacy yrpumanHs (RT) Oynu
HaCTYMHUMMK:

Cnocio A: BEPX «konoHka YMC ODS-A
(50MMx4MM) poBOYi yMOBY rpafiEHTHOTO ENIOOBaHHSI
3 cymiwamu Boau i aueToHiTpuny, (A) 95:5i (B) 5:95,
aki mictate 0,1% MypalmMHOI KUCNOTU, SK TpagieHT
pyxomoi asmn (0,00xe., 95%A5%B; niHinHWA
rpagieHT go 100% B npotarom 2xB., MNOTIM
3bepiratotb 4o 3,4xB.); ob'emHa BuTpaTa 2MN/XB. i
YacTnHy npubnusHo 200mkn/xs. BiABOAATL Y Mac-
cnektpomeTp; o6'em npobu 10-40mkn; BOygoBaHa
piogHa maTpuus (220-450Hm), BOYOOBaHUI AeTEKTOP
cBiTNopoa3citoBaHHA B napax (ELS) ELS-temnepatypa
50°C, nocuneHnHa  8-1,8un/xe.; Temnepartypa
oxepena 150°C;

Cnocio B: BEPX kononka Luna C18 (2) (3
MikpoHn)  (30Mmx4,6MM)  npaule B ymoBax
rpapieHTHOro enBaHHA 3 cymiwamn (A) Boda, LWO
mictute  0,1% TpudTopouToBOi  Kucnotu, i (B)
aueTtoHiTpun, wo micmtb 0,1% TpudTopouTOBOT
KMCroTW, SK pyxoma dpasa 3 rpagieHtom: 0,00xB.,
95%A:5%B; 0,50xB., 95%A:5%B; 4,50xB.,
5%A:95%B; 5,00xB., 5%A:95%B; 5,50xB.,
95%A5%B; ob'emHa BuTpata 2Mn/XB.; 4YacCTUHY
npubmsaHo 200mkn/xB. BiABOOATb B mac-
cnektpomeTp; o6'em npobu 10-40mkn; BOygoBaHa
piogHa maTpuus (220-450Hm), BOYOOBaHUIN AeTEKTOP
cBiTNopoa3citoBaHHA B napax (ELS) ELS-temnepatypa
50°C, MOCUSEHHS 8-1,8mn/xB.; Temnepatypa
oxepena 150°C.

Cnocio C: PX-MC aHanism npoBogsTb Ha
npunagi Micromass wmogerms LCT nos'd3aHa 3
npunagom wmogeni HP  1100. Bwmict cnony
BM3Ha4yaloTb, BukopucToBytoun HP mogens G1315A 3
doToaiogHUM MaTPUYHUM JeTeKTopoMm ans
iHTepBany AoxuH xaunb 200-600HM i Sedex moaens
65 peTekTOop CBITNOpO3CitoBaHHA B napax. Mac-
CcrekTpn HarpoMagkytoTe B iHTepsani 180-800.
PesynbTtatn aHanisyloThb, BMKOPUCTOBYIOYUM
nporpamMHe 3abe3neveHHs Micromass MassLynx.
Po3pineHHss 3pinicHioloTs Ha koroHui Hypersil BDS
C18, 3 poamipom uyactuHok 3MkMm (50x4,6MMm),
BMKOPMCTOBYIOYM E€IOOBaHHA 3 NiHIMHUM rpagieHToM
Big 5 go 90% auetoHitpuny, wo Mictute 0,05%
(06./06.) TpudTOPOLTOBOT KUCMOTW, Yy BOAI, siKa
mictntb 0,05% (06./06.) TprdpTopoLTOBOT KUCIOTH, 3a
3,5x8., npu ob'emHinn Butpati 1Mn/x8. Yac noBHoro
LUMKIy,  BKMHOYal4M  MOBTOPHE  BCTAHOBMEHHsI
piBHOBarn B KOSOHLi, CTAaHOBUTb 7 XBUSIWH.

Cnoci6 D: KonoHka Hypersii BDS C-18
(4,6MMx50MM) i3 06epHeHow dasoto; poboyi ymoBy;
rpagieHTHe enoBaHHA cymiwamn (A) Boga, Lo
mictte  0,05% TpudpropouTtoBoi kucnotn, i (B)
aueToHiTpun, wo micmte 0,05% TpndTopouTOBOT
KNCMOTW, $K rpagieHT pyxomoi da3u: (0,00xs.
100%A:0%B; niHinnMin rpagient oo 100% B 3a 2
XBUNUHK; NOTiM  nmigTpumytoTe  3,5xB.); ob6'eMHa
BMTpaTa 1Mn/XB.; 4acTMHy MOTOKY, MpuUONM3HO
0,25mn/xB., BiABOAATL B Mac-crnekTpomeTp, 06'emM
npo6u 10mkn; Hewlett Packard Model HP1 100 Series
YO petektop 3 pobouyot gomkuHow xBuni 200HM;
aeTekTop  cBiTnoposcitoBaHHa B napax (ELS);
Temnepatypa geTekTyBaHHA 46°C, Tuck a3oty 46ap.

YMoBHM OYMLLEHHS 3 BUKOPUCTaHHSIM
BUCOKOEEKTUBHOI  pianHHOT  XpomaTorpadii-mac-
cnektpomeTpii (PX-MC) 3 nepemykaHHSM HaCTYrHi:

crnonyku ouvwaTe 3a pgonomoroto  PX/MC,
BukopuctoBytoun cuctemy Waters FractionLynx, wo
ckrnajaetbcs 3 rpagieHTHoro Hacoca Waters mogerns
600, pereHepauinHoro Hacoca Waters mogens 515,
niopKuenoBaneHUIN Hacoc peareHTiB (Waters Reagent
Manager), aBTtoiHkekTopa Waters mopens 2700,
aBox Bumwukadies Rheodyne wmogens  LabPro,
doTogiogy Waters mopernb 996. 1/1000 noToky
3MilWyoTe 3 MeTaHomoM (06'emHa BuTpaTa 0,5mMn/xB.)
i HanpaeBnswTb B [OeTeKTop; Uuen noTik 3HOB
po3ainaTb, 3/4 NOTOKM HaNpPaBnAlTb B 4ETEKTOPHWA
npucTtpin 3 cdoTtogiogom, i 1/4 B mMac-cnekTpomeTp;
iHWMI BMXiA4 3 kKonoHku (999/1000) HanpaBnsAwTb B
KONEeKTop pakuin, Ae 3BMYaNHO MOTIK HanpaBnsT
B 3NUB, SKLLO TifTbKM OYiKyBAHWUIA MAcCOBWUA CUTHamM He
BM3Ha4ae nporpamHe 3abe3sneyeHHst FractionLynx.
MporpamHe 3abesneveHHs FractionLynx mictuTb
MOIEKYNAPHI  OPMYyNM  O4YiKYyBaHMX  CMOMYK i
nepemMmkae cucteMy Ha 30upaHHs Cnomyk, Kosm
crnocTepiralTbCa MacoBi CMrHanu, BignoBiaHi [M+H]+ i
[M+Na]+. Y pesikux Bunagkax (B 3amnexHocTi Big
aHaniTMuHmx pesynbTtatis PX-MC, skwo [M+2H]™
OEeTeKTYeTbCA 9K  IHTEHCUMBHW iOH), MporpaMmHe
3abe3neYeHHs FractionLynx [0oaaTKkoBO
3abesnevyeTbcs po3paxoBaHuUM 3HaYEHHSM
NONoBUHM MonekynapHoi macu (MM/2), B umx ymoBax
cUCTEMA TaKOX MepemMuKaeTbCst Ha 36upaHHs, Kosm
OEeTeKTYI0TbCA MacoBi CUrHanm, BignoBigHi [M+2H]++ i
[M+Na+H]"". Cnonyku 36upatoTb B TapoBaHi CKMAHi
amnynu. lMicna 36upaHHA pO3YMHHWK BUNapOBYOTL B
ueHTpudyrosoMy BunapHuky Jouan mogers RC
10.10 abo B ueHTpudyroBomy BunapHuKy Genevac
Mogern HT8 i KinbkicTb Cronyky BM3HA4alOThb,
3BaXYH0uM amnynu nicnsi BMNapOBYBaHHS
PO34YMHHUKA. [eTekTopHUNI npucTpin, Mac-
cnektpomeTp Waters mogene ZMD i Konektop
dpakuin Gison mogens 204. MNpunag cnpaBnsaeTbcs
3 BUKOPUCTaHHSM nporpamMmHoro  3abesneveHHs
Waters FractionLynx.

B iHWoMy BapiaHTi pO3dineHHsa 34INCHIoTL Ha
OBOX cuMeTpuydHux konoHkax Waters Symmetry (Cs,
5mkm, 19x50mMm, Ne B kaTanosi 186000210), npuyomy
OfdHa KONOHKa (PyHKUIOHYE £K pereHepaLliniHa Ha
cymiwi 95/5 (06./06.) Boga/aueToHiTpMN, WO MiCTUTb
0,07% TpudcpropouToBoi kucrnotm (06./06.), Toai sk
iHWwa € nopginato4yoto. KonoHkn entowtots 3 AiHiNHUM
rpagieHToM aueToHiTpuny, wo wmicmtb 0,07%
(06./06.) TpudTopoUTOBOI KUCNOTM Yy BOZI, fKa
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mictte 0,07% (06./06.) TpudTOopOLTOBOI KUCNOTY;
Big 5 0o 95% (06./06.) 3a 8 xBuUnNMH Npn 00'eMHIN
BuTpati 10mMn/x8. Ha BuxoAi 3 po3dinoBOi KOMOHKM
MoTiK po3ainsTb y BiJHOLLEHHI 1/1000,
BMKOpUCTOBYtOUM AinunbHuin npuctpiin LC Packing
AccuRate.

Yac yTpuMaHHsa ans BUcokoeeKTUBHOT piaMHHOT
xpomatorpadii (BEPX: RT 3HauyeHHs1) BM3HayaloTb,
BukopuctoBytoun (i) Cnoci6 A, «konoHky Cig
Phenomenex (150%4,6mm), BMKOPUCTOBYIOYUM
rpafieHTHe €enioBaHHA CYMILULLIIO aueToHITpUnYy i
Boan 3 0,1% TpudTOpPOLTOBOI KUCMOTM K pyxoma
¢asa (0-1xB., 5% aueToHiTpuny, 1-12xB. nignom ax
no 95% aueToHITpUnNY; 12-14,95x8. 95%
aueToHiTpuny; 14,95-15x8. 0% aueToHiTpuny); abo
Cnoci6 B: konoHka YMC ODS-AQ (2x50mm)
rpadieHTHe eroBaHHA CyMillaMu aueToHITpUny i
Boan 3 0,1% MypalmHOi KMcrnotT sik pyxoma dasa
[95/5/0,1%(A) Ao 5/95/0,1%(B)] npn o6'emHi BUTPaTI
0,4mn/x8.); abo Cnoci6 C: 3 mikpoHn BDS Cis
Hypersil  (50x4,6mm),  rpagieHTHE  enorBaHHA
cymiwammn aueToHiTpuny i Boam 3 0,1% mypawmHoi
KMCNoTn AK pyxoma dasa [95/5/0,1%
BOAa/aueToHiTpunMypawmHa kucrnota npotsirom 0,1
XBUIUHW,  NiHIHWIA rpagieHT o 5/95/0,1%
BOAa/aLeToHITpMN/MypalumHa KucnoTa, 2 XBUIUHMK i
36epiratotb 0o 3,5xB.].

3HayeHHa Rr ons ToHKowaporoi xpomMatorpadii
(TWX) BM3Ha4alOTb, BYKOPUCTOBYIOMM  NIACTUHMU
aiokena kpemHito Merck.

Mpwuknag 1

(a) 6-(5-MeTokcu-1-metmn-1H-iHgon-3-n)-5H-
nipono[2,3-bJnipasnH. A1-B1-C1, npoaykt kombiHauii
rpynu A1 B Tabnuui 1, B1 B Tabnuui 2 i C1 B Tabnuuj
3:

Po3unH, WO nepemiwyeTbCcsd, AiisonponinamiHy
(59,9mn) B TeTparigpodypani (1400mn), npmn -15°C i B
aTMocgepi  as3oTy 006po6nsiTs  PO3YMHOM  H-
oymnnitito B rekcaHax (131mn, 1,6M) npoTtsrom 25
XBUMWH, MiATPUMYIOYM NpU  UbOMY TemnepaTtypy
Hwk4ye -10°C. MNicna nepemiwyBaHHa npoTarom 30
XBUINUH cyMilWw 06pobnsaTs MmeTunnipasuHom (26,8r)
npotarom 15 XBUINUWH, NOTIM NEepEeMiLLyloTb NPOTAroM
1 roAnHu i NnoTiM 06pobnATE PO3YMHOM 5-METOKCU--
meTtun-1H-ingon-3-«ap6oHitpuny [53r, MopiBHANBHMIA
npuknag 1(a)] B TeTparigpodypaHi (600mn) npoTarom
1 roavHu, NiaTpuMytoumn TemnepaTypy Huxde -10°C.
PeakuinHin cymiwi patoTb Harpituce Ao KiMHATHON
TemMnepaTypu npoTarom 2 roguvH, NoTiM 3anMiatoTb
Ha HiY | noTivm o06pobnsioTs Bogow (100mn).
TeTtparigpodypaH BUAanNsaTb y Bakyymi i ogepkaHy
Cymill pos3nodinaiTs Mk eTunauertatom (500mn) i
BoAot (200mn). [Ba wapu po3ainstoTs i BOOHMI LWap
ekcTparyioTe  eTunauetatom (200mn). OO6'egHaHi
opraHivHi wapw npomusatoTe Bogot (500mn), noTim
BMMapOBYIOTb. 3anuLuok nigaanTs dreww-
xpoMmaTorpadii Ha cunikareni, enYM CyMILULLIO
anmxnopmeTtaHy i MmetaHony  (19:1, 06./06.),

OLIEPXKYIOUM BKas3aHy B 3arofioBky crnonyky (19,4r) y
BMIMSAi cipoi TBepAoi pedvoBuHu. T.nn. 270-272°C.
MC: 279 (MH™).

(b) 6-(1-meTun-1H-iHpgon-3-in)-5H-nipono[2,3-
blnipasuH, A1-B1-C46, npogykT kombiHauii rpynn Al
BTabnuui 1, B1 B Tabnuui 2 i C46 B Tabnuui 3:

Hitoun anamnoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 1-meTuniHgon-3-«apboHiTpun
[MopiBHAnbHUA npuknag 2(b)], opepxytots 6-(1-
MeTun-1H-ingon-3-in)-5H-nipono[2,3-b]nipasuH
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 264-266°C.
[EnemeHTHMIM aHani3: C, 72,34; H, 4,68; N, 22,28%.
O6uncneHo gna CisHi2N4: C, 72,56; H, 4,87; N,
22,57%].

(c)  6-(3-6pomdbeHin)-5H-nipono[2,3-bljnipasuH,
A1-B91, npoayTt komGiHauii rpynn A1 B Tabnuui 1 i
B91 B Tabnuui 2:

B
CO-0)
W R
=

Hitoun aHanoriyHo npuknagy 1(a) Buwe, ane
BMKOPUCTOBYIOUM 3-OpOoMOEH30HITPUN, OaepKyioTb 6-
(3-6pomdpeHin)-5H-nipono[2,3-bJnipasvH y Burnagi
6e3b6apeHOi TBepooi pevoBuHU. T.nn. 247-249°C.
MC: 276 (MH").

(d) 7-i3onponin-6-ceHin-5H-nipono[2,3-
blnipasuH. A61-B100, npoaykT kom6iHauii rpynn A1l B
Tabnuui 11 B100 B Tabnui 2:

L7

| N

e

#

Hitoum aHanorivHo npwknagy 1(a) Buwe, ane
BMKOPUCTOBYIOUN 2-i306yTnnnipasnH i GeH3oHITpun,
OfepXKyl0Tb 7-isonponin-6-dgeHin-5H-niporno[2,3-
blnipasuH y Burnagi 6e36apsBHoi TBEpAOi PEYOBUHU.
T.nn.216-218°C. MC: 238 (MH™).

(e)  6-(4-6pomdbeHin)-5H-nipono[2,3-bjnipasuH.
A1-B90, npoaykT komGiHauii rpynu A1 B Tabnuui 1 i
B90 B Tabnuui 2:

Hitoun aHanoriyHo npuknagy 1(a) Buwe, ane
BMKOPUCTOBYIOUM 4-6pOoMOEH30HITPUI, OAEPKYIOTbL 6-
(4-6pomdpeHin)-5H-nipono[2,3-bJnipasvH y Burnagi
6e3b6apeHOi TBepooi pevoBuHM. T.nn. 326-329°C.
MC: 276 (MH").

() 6-(4-[1,3]niokcaH-2-inceHin)-5H-nipono[2,3-
blnipasuH A1-B87, npoaykTt kombiHauii rpynu A1 B
Tabnuui 1 i B87 B Tabnuui 2:

00
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Litoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOYUM 2-(4-uiaHodeHin)-1,3-giokcaH
(ooepxaHui 3a crnocobom npuknagy 3a [naTeHTHOI
zagskm CLWIA No 5750723]), opepxyioTb 6-(4-
[1,3]miokcan-2-inceHin)-5H-nipono[2,3-bjnipasvH vy
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 288-289°C.
TWX: Rr=0,34 (eTvnaueTat/neHTan: 1/1).

(g)  6-(3-[1,3]piokcaH-2-indeHin-5H-nipono[2,3-
blnipasuH A1-B88, npoaykT kombiHauii rpynu A1 B
Tabnuui 1 i B88 B Tabnuui 2:

O
CD

,D,iIO‘?VI aHaroriyHo npwknagy 1(a) suwe, ane
BMKOPUCTOBYHOUN 2-(3-uiaHodpeHin)-1,3-giokcaH
(ooepxaHui 3a crnocobom npuknagy 3a [naTeHTHOI
dasekm CLWIA No 5750723]), opepxyioTb 6-(3-
[1,3]aiokcan-2-indeHin-5H-nipono[2,3-bJnipasunH y
BMMAAi )XOBTOT TBepAoi pedosnHn. T.nn. 205-206°C.
[EnemeHTHMI aHanis: C, 68,28; H, 5,46; N, 15,02%.
O6uncneHo ans CieH1sN3O2: C, 68,31; H, 5,37; N,
14,94%].

(h) 2-(5H-nipono[2,3-b]nipa3uH-6-n)xiHoniH. A1-
B103, npoaykt kombGiHauii rpynu A1 B Tabnuui 1 i
B103 B Tabnuui 2:

=)
oY

o~

r{1-:

Oitoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPWCTOBYIOUM 2-XIHOMIHKApOOHITPUI, OJepXKytoTb
2-(5H-niporo[2,3-b]nipasnH-6-in) xiHONiH y BuUrNaai
XO0BTOI TBepAoi pevoBuHW. T.nn. 293-295°C. MC: 247
(MH+). [EnemeHTHMA ananis: C, 72,76; H, 3,82; N,
22,56%. ObuncneHo ansa C1eP1sN3O2: C 73,16; H,
4,09; N, 22,56%].

(i) 3-(5H-niporo[2,3-b]nipasunH-6-n)isoXiHONIH.

A1-B104, npoaykT kombGiHauii rpynn A1 B Tabnumui 1 i
B104 B Tabnuui 2:

N -
o
o \

B

[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU 3-i3oxiHoniHkap6oHiTpumn,
OfepXKyIoTb 3-(5H-niporo[2,3-b]nipa3unH-6-
in)isoxiHoNiH y BUMSAAI 3eneHoi TBEpAOi PEeyvOBUHMU.
T.nn. 281-285°C. MC: 247(MH").

34) 6-[1-metun-1H-ingon-5-in]-5H-nipono(2,3-
blnipasuH. A1-B65, npoaykT kombiHauii rpynn A1 B
Tabnuui 1 i B65 B Tabnuui 2:

oA
h N,
(N/ h{ Ma

Litoun aHanoriyHo npuknagy 1(a) suwe, ane
BukopuctoBytoun 1 -metun-1H-ingon-5-«apboHitpun
[MopiBHANBHUM npukrnag  2(c)l, opepxyioTb 6-[1-
Metun-1H-ingon-5-in}-5H-nipono[2,3-b]nipasuH y

BMMAAI XKOBTOT TBepAoi peyoBuHu. T.nn. 260-265°C.
MC: 249 (MH™).

(k) 6-(5-meTokcu-1-vetun-1H-iHgon-3-in)-2-
MeTun-5H-nipono[2,3-blnipasuH. A64-B1-C1, npoaykt
komOiHaUii rpynu A64 B Tabnuui 1, B1 B Tabnuyj 2 i
C1 B Tabnuui 3:

Hitoun anamnoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 2,6-AUMETUNNIpasuH, oaepxytoTs 6-
(5-meToken-1-metnn-1H-iHaon-3-n)-2-metn-5H-
nipono[2,3-blnipasuH y ernﬂ,ql XOBTOi TBEpAoi
peyoBuHu. MC: 249 (MH). 'H SIMP [(CD3).SOJ: &
12,2-12,3 (1H, wc); 8,54, 8,56 (koxHu 1H, c); 7,50
(1H, p, J=8,9T"u); 7,47 (1H, n, J=2,4T'u); 6,96 (1H, oa,
J=8,9i 2,4I"u); 6,91 (1H, c¢); 3,91, 3,87 i 2,57 (KOKHMIA
3H, ¢c).

)] 3-vetnn-6-(1-meTun-1H-ingon-3-in)-5H-
nipono[2,3-bJnipasnH. A66-B1-C1, npoaykT kombiHauii
rpynu A66 B Tabnuui 1, B1 B Tabnuui 2 i C1 B Tabnuui

Hitoun aHarorivHo npwuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUM 2,5-aumeTunnipasvH i 1-metun-1H-
iHoon-3+«apboHiTpun [MopiBHANbHUI npuknag 2(c)],
opgepxytote  3-metnn-6-(1-vetnn-1H-ingon-3-in)-5H-
nipono[2,3-bjnipasuH 'y Burnagi )KOBTOI TBEPAOI
peyoBuHU. T.NM. 170-175°C. MC: 263 (MH").

(m)  6-(1-6eH3nn-5-meTokci-1H-iHaon-3-in)-5H-
nipono[2,3-bJnipasnH. A1-B24-C1, npoaykT kombiHauii
rpynu A1 B Tabnuui 1, B24 B Tabnuui 2 i C1 B Tabnuui
3:

¥as

EH\ \ \/@

,D,uoqm aHanoriyHo npuknagy 1(a) Buwe, ane
BMKOPUCTOBYHOUM 1-6eH3un-5-meTokci-1H-iHooN-3-
KapboHITPUN [MopiBHANBHUA npuknag  2(g)l,
opgepkytoTe  6-(1-6eH3un-5-veTtokci-1H-ingon-3-in)-
S5H-niponol[2,3-bJnipasvH y BuUrnagi xosToi TBepaol
pevoBuHu. T.nn.  240-244°C. TWX Re=0,5
(amxnopmeTtaH/MeTaHon 19/1).

(n) 6-(1-meTnn-1H-nipon-3-in)-5H-nipono(2,3-
blnipasuH. A1-B54, npoaykT komGiHauji rpynn A1 B
Tabnuui 1 i B54 B Tabnuui 2:

[N\ A =
H

Hitoun ananoriyHo npuknagy 1(a) suwe, ane
BMKOpUCTOBYtOUM  1-meTnn-1H-nipon-3«apboHiTpun
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[MopiBHanbHUM npuknag 2 (i), opepxytots 6-(1-
meTun-1H-nipon-3-in)-5H-nipono[2,3-bJnipaswH y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 211-213°C.
MC: 199 (MH™).

(o) 6-(1-meTnn-1H-nipon-2-in)-5H-nipono[2,3-
blnipasuH. A1-B53, npoaykT kombiHauji rpynn A1 B
Tabnuui 1iB53 B Tabnuui 2:

N,
-
2
N \
H
[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOpMCTOBYIOUM  1-meTun-1H-nipon-2«apboHitpun
[MopiBHanbHMA  npuknag  2(j)], omepxkytots  6-(1-
MeTun-1H-nipon-2-in)-5H-nipono[2,3-bjnipaswH y
BMMAA4i XXoBToi TBepAoi pedosunun. T.nn. 208-209°C,
MC: 199 (MH™).
(p) 6-iHgoni3anH-14n-5H-nipono[2,3-bjnipasuH.
A1-B40-C46, npoaykT kombiHauii rpynn A1 B Tabnuui
1, B40 B Tabnuui 2 i C46 B Tabnuui 3:

7
2

,U,iIO‘-WIR aHarnoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU iHOONi3UH-1«kapboHITPUN
[MopiBHANbHMI Npuknag 5], oaepKyroTb 6-iHA0MNI3WH-
1-in-5H-nipono[2,3-bjnipaswH  y Burnaai  xosToi
TBEpAoil pPEYOBUHU. T.nn. 224-225°C (3
posknagaHHam). MC: 235 (MH™).

(q) 6-(3-meTuniHgonisunnH-1-in)-5H-nipono[2,3-
blnipasuH. A1-B41-C46, npoaykT kombiHauii rpynu A1l
B Tabnuui 1, B41 B Tabnuui 2 i C46 B Tabnuui 3:

)

E'EI\ 7R
> s

Litoun aHarnorivHo npuknagy 1(a) suwe, ane

BMKOPMCTOBYIOUM  3-MeTUNiHAOMI3WH-1kapboHiTpyn
[MopiBHANLHUI  npwknag 6], odepxyoTs  6-(3-
MeTuniHaonisanH-1-in)-5H-nipono[2,3-blnipasun y

BUIMSAI )XOBTOI TBepAoi peyvoBmHun. T.nn. 233-235°C
(3 poaknagaHHam). MC: 249 (MH™).

(r) 6-(1-meTnn-2-cpeHin-1H-nipon-4-in)-5H-
nipono[2,3-blnipasnH. A1-B52, npoaykT kombGiHauii
rpynv A1 B Tabnuui 1 i B52 B Tabnuui 2:

E:: A

1
H

Litoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU 1-metnn-5-cenin-1H-nipon-3-
KapOoHITPUN [MopiBHANLHMIA npuknag 2(k)],
omepxytotb  6-(1-meTun-2-cgeHin-1H-nipon-4-in)-5H-
nipono[2,3-bjnipasnH y BUrMsAi KOBTOI TBEpAOi
peyvoBuHU. T.nn. 221-222°C (3 posknagaHHam). MC:
275 (MH").

(s) 6-(5,6,7,8-TeTparigpoingonianH-1-mn)-5H-
nipono[2,3-bJnipasnH. A1-B111, npoaykT kombGiHauii
rpynv A1 B Tabnuui 1 i B111 B Tabnuui 2:

N‘\
-

Hitoun ananoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 5,6,7,8-TeTparigpoiHgonianH-1-
kapboHiTpun [MopiBHANBHMI Npuknag 8], oaepXyoTb
6-(5,6,1,8-TeTparigpoingoniavnH-1-in)-5H-nipono[2,3-
blnipasuH y BUrnsgi >koBToi TBEpAOT pe4oBUHW. T.AnN.
236-238°C (3 posknaaarHam). MC: 239 (MH™).

(t) 6-cbypan-3-in-5H-nipono[2,3-b]nipasnH. Al-
B107, npoaykt komGiHauii rpynu A1 B Tabnuui 1 i
B107 B Tabnuui 2:

—
Oy
-
N Y
Hitoun aHarnorivHo npwuknagy 1(a) suwe, ane
BUKOPUCTOBYIOUM  3-(PYpPOHITPUN, oJepkKyloTb 6-
dypaH-3-in-5H-nipono[2,3-b]nipasuH y  BumMagi
oparxeBoi TRepaoi pewoBuHW. MC: 186,79 (MH).
TWX: RF=0,45 (guxnopmeTaH/meTaHon): 19/1).
(u) aumeTtnn[4-(5H-nipono[2,3-b]nipasnH-6-

in)deHinlamin. A1-B61, npoaykT kom6iHauji rpynn A1l
B Tabnuui 1iB61 B Tabnuui 2:

OO0

Hitoun ananoriyHo npuknagy 1(a) suwe, ane
BukopucToBytoun  4-N,N-gumeTtnnamiHoGeH3oHiTpun,
ofepxytoTb  aumetun[4-(5H-nipono[2,3-b]nipasnH-6-
in)eHinlamiH y BArMa4i XXOBTOT TBEPAOI PEYOBUHU.
T.nn. 297-298°C. MC: 239 (MH™).

(v) 6-(5-meTokcu-1-vetnn-1H-iHgon-3-in)-7-
meTun-5H-nipono[2,3-binipasuH. A29-B1-C1, npoaykT
komOiHauii rpynu A29 B Tabnuui 1, B1 B Tabnuyj 2 i
C1 B Tabnuui 3:

O/

Eﬂ:\ Nm

HOitoum  anamnoriyvo  npuknagy (a), ane
BMKOPUCTOBYIOUM eTUnnipasvH, oAepxytoTb 6-(5-
MeTokcu-1-metmn-1H-iHgon-3-in)-7-meTun-5H-
nipono[2,3-bjnipasvH y BuUrMsai KOBTOI TBEpAOi

peYoBUHM.
T.nn. 243-244°C. BEPX (cnoci6 A): R1=6,73xs.
(w) 6-(4-TpeT-6ynndpeHin)-5H-nipono[2,3-

bJnipasuH. A1-B55, npoaykT kombGiHauji rpynn A1 B
Tabnuui 1 i B55 B Tabnuui 2:

N\

o

A

Hitoun aHanoriyHo npuknagy 1(a) Buwe, ane
BMKOPUCTOBYHOUM 4-TpeT-6yTMNOEH30HITPUN,
ofgepxkyloTe  6-(4-TpeT-6ymmndeHrin)-5H-niporno[2,3-

blnipasuH y Burnagi xosToi TBep,q0| peyoBuHU. PX-
MC: Croci6 B: Rt=3,29xs., 252 (MH").
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(x) 6-(4-TpeT-6yTMNdeHin)-7-metnn-5H-
nipono[2,3-bJnipasnH A29-B55, npoaykT kombiHauii
rpynu A29 B Tabnuui 1 i B55 B Tabnuui 2:

Ny,
EN;E;H )<
H

Litoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU 2-eTynnipasuH i 4-tpeT-
6ymnbeH3oHITpUA, O[IEPKYIOTb 6-(4-TpeT-
6ymndeHin)-7-memmn-5H-nipono[2,3-b]nipasnH y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 213-214°C.
MC: 266(MH™).

(y) 6-(3,4-gpumeTokcndeHin)-5H-nipono(2,3-
blnipasuH. A1-B71, npoaykT kombiHauji rpynn A1 B
Tabnuui 1iB71 B Tabnuui 2:

2o
G-
N "lH

Oitoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUM 3,4-gnmeToKCMBEH30HITPUN,
ofdepxytoTb 6-(3,4-aumeTokcudperin)-5H-nipono([2,3-
blnipasuH y Burmaai  xoBTo-opaHXeBOi TBEPAO|
peyoBuHU. T.Nn. 212-214°C. MC: 256 (MH").

(2 6-(4-amiHodpeHin)-7-metmn-5H-nipono(2,3-
blnipasuH. A29-B79, npoaykt kombGiHauji rpynn A29 B
Tabnuui 1iB79 B Tabnuui 2:

L3
N N
H

[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYHOYM 2-eTnnnipasuH i 4-
aMiHOBGeH30HITpUN, oaepKyloTb 6-(4-amiHodeHin)-7-
MeTun-5H-nipono[2,3-blnipasuH y Burnagi kopuuHesoi
TBepAoi peyosuHu. T.nn. 330-332°C. MC: 225 (MH").

(aa) 6-[4-(1-meTnn)eTokcmdeHin]-5H-niponol[2,3-
blnipasuH. A1-B63, npogykT kombiHauii rpynn A1l B
Tabnuui 1 i B63 B Tabnuui 2:

N\
oW

= “ >__

4

Litoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYHOHMN 4-(1-meTnn)eToKCMBEH30HITPUN
[MopiBHaAnbHUR npuknag 51], opepxyiots  6-[4-(1-
MeTun)eTokcmdeHin]-5H-nipono[2,3-b]nipaavH y
BUMMsAi xoBToi TBEepaoi pedvosnHn. MC: 254 (MHY).
BEPX (cnoci6 B): Rt=1,64xB.

(ab) 6-(1H-1-meTun-2-(meTnnTiO)iMigason-5-in)-

5H-nipono[2,3-b]nipasuH. A1-B110, NpOAYKT
kombiHauii rpynu A1 B Tabnuui 1 i B1 B Tabnuui 2:

J
G

H
Litoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYHOUMN 1H-5-uiaHo-1-MeTUN-2-
(meTunTio)imigason [[opiBHANbHUA npuknag 52],
omepxytotb  6-(1H-1-meTun-2-(MeTtnnTio)imigazon-5-

in)-5H-niporo[2,3-blnipasauH  y  Burmagi  XoBTOI
TBepAoi peyosuHM. T.nn. 230°C. MC: 246 (MH™).

(ac) 6-(1-metun-1H-iHnpason-3-in)-5H-nipono[2,3-
blnipasuH A1-B21, npoaykT kombGiHauii rpynun A1 B
Tabnuui 1 i B21 B Tabnuui 2:

0
ﬂ/ li “”“\

a8

Hitoun aHanoriyHo npuknagy 1(a) Buwe, ane
BMKOPUCTOBYHOYM 3-uiaHo-1-vetnn-1H-iHoason
[MopiBHanbHMI npuknag 56(a)l, ogepxyots 6-(1-
Metun-1H-ingason-3-in)-5H-nipono[2,3-blnipasuH vy
BMMAAI KOBTOI TBepAoi pevosmHu. MC: 250 (MH"),
248 (MH"). H amP [(CD3)2S0OJ: 6 12,5-12,6 (1H, wc);
8,38 (1H, g, J=2,4I'u); 8,24 (g, 1H, J=7, 9I'w); 8,21 (c,
1H, J=2,4ly); 7,76 (g, 1H, J=8,1T'u); 7,48 (1, 1H);
7,32 (1,1H); 7,29 (c, 1H); 4,18 (c, 3H).

(ad) 6-(1-metnn-4-cerin-1H-nipon-3-n)-5H-
nipono[2,3-blnipasnH. A1-B43, npogykT kombiHauii
rpynu A1 B Tabnuui 1 i B43 B Tabnuui 2:

Hitoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 3-LiiaHO-1-veTun-4-ceHin-1H-nipon
[MopiBHanbHMI npuknag 56(b)], ogepxyots 6-(1-
mMeTun-4-ceHin-1H-nipon-3-in)-5H-nipono[2,3-
blnipasuH y Burnsgi tBepaoi pevosuHu, T.nn. 195°C
(3 poaknamaHHam). MC: 275 (MH™).

(ae) 6-(4-dropdpenin)-5H-nipono[2,3-bjnipasuH.
A1-B89, npoayTt komGiHauii rpynn A1 B Tabnuui 1 i
B89 B Tabnunui 2:

-0

H
Hitoun aHarorivHo npwknagy 1(a) suwe, ane

BMKOPUCTOBYIOUN 4-pTOPOGEH3OHITPUN, oaepKytoTb 6-
(4-dpTopcbeHin)-5H-nipono[2,3-bjnipa3uH y Burnsagi He
30BCiM 6inoi Teepaoi peyosuHu. MC: 213 (MHY). "H
AMP [(CD3)2SO]J: & 12,3 (c, 1H); 8,4 (a, 1H); 8,2 (g,
1H); 8,05 (g, 2H); 7,4 (8, 2H); 7,2 (c, 1H).

(af) 6-(4-meTokeneHin)-5H-nipono[2,3-
blnipasuH. A1-B77, npoaykT kombiHauii rpynn A1 B
Tabnuui 1i B77 B Tabnuui 2:

R
N )
OO
"

Hitoum aHanorivHo npwknagy 1(a) Buwe, ane
BMKOPUCTOBYIOUN 4-MeTOKCUBEH3OHITPUN, OOEPKYIOTb
6-(4-meTOKCMpeHIn)-5H-nipono[2,3-blnipasuH y
BMMAAi He 30BciM 6inoi TBepaoi peqoBUHW. T.hn.
244-246°C. MC: 225 (MH").

(ag) 6-[4-(TpeT-6yTnn)deHin)-7-(npon-1-eHin)-
5H-nipono[2,3-b]nipasuH. A43-B55, NPOAYKT
KomOiHaUii rpynn A43 B Tabnuui 1 i B55 B Tabnuui 2:
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Oitoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN  4-(TpeT-6ytun)oeH3oHiTpun i 4-
(mipasuHin)-1-6yteH [MopiBHANbHUMIA npuknag 59],
ofepxyloTb 6-[4-(TpeT-6yTnn)deHin)-7-(npon-1-eHin)-
5H-nipono[2,3-bJnipasvH y Burngagi osToi TBepOol
peyoBuHU. T.Nn. 207-208°C. MC: 292 (MH™).

(ah) 6-(@-meTnnTiodpeHin)-5H-nipono[2,3-
blnipasuH. A1-B92, npoaykT kombiHauii rpynn A1 B
Tabnuui 1 i B92 B Tabnuui 2:

CO-Or

[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYHOUM 4-(MeTUNTiO)6EH30HITPUN,
OLlEPXYIOTb 6-(4-vieTvnTiodeHin)-5H-niporo[2,3-
blnipasuH y Burnagi xxosToi TBepaoi pevoBuHu. MC:
242 (MH"). "H AMP[(CO3),80]: & 12,48 (1H, c); 8,37
(1H, c); 8,18 (1H, c); 7,98 (2H, @, J=7,9"u); 7,19 (2H,
a,J=7,9Iu); 7,11 (1H, ¢); 2,52 (3H, c).

(ai) 6-(3-veTokendpeHin)-5H-nipono[2,3-
blnipasuH. A1-B62, npoaykt komGiHauii rpynu Al B
Tabnuui 1 i B62 B Tabnuui 2:

Litoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPMCTOBYIOUN 3-METOKCUBEH3OHITPUI, OOEPKYIOTh
6-(3-meToKCMeHin)-5H-nipono[2,3-blnipasuH y
BMMA4I opaHxeBoi TBepAoi peyoBuHW. T.nn. 194-
196°C. MC: 226 (MH").

(aj) 6-(1-metvn-1H-nipason-4-in)-5H-niponol[2,3-
blnipasun A1-B108, npoaykt kombGiHauii rpynn Al B
Tabnuui 11 B108 B Tabnuui 2:

N\ =
age:
{ N

BHacnigok o6pobku 3a cnocobom, Cxoxum 3i
cnocobom npuknagy 1(a) BuLLE, ane
BMKOPUCTOBYIOUU 1-meTun-4-uiaHonipason
(ooepxaHui 3a cnocobom [Yoshida in J.Het.Chem.,
1995, 32, page 701]), ogepxyotb 6-(1-meTun-1H-
nipason-4-in)-5H-nipono[2,3-bjnipasavH y  BurnaAi
opaHxeBoi TBepAoi peyvoBmHuU. T.nn. 232-234°C. MC:
200 (MH").

(ak)  6-(1-meTun-5-dpeHin-1H-nipason-3-n)-5H-
nipono[2,3-blnipasmnH. A1-B109, npoaykT kombGiHaLii
rpynu A1 B Tabnuui 1i B109 B Tabnuu,i 2:

Oitoun aHarnorivHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUM  1-MeTun-3-LiaHo-5-ceHinnipason
[MopiBHsanbHuiA npuknag  1(k)], oaepxytots 6-(1-

MeTun-5-ceHin-1H-nipason-3-in)-5H-niponol[2,3-
blnipasuH y BurmAgi opaHkeBOi TBEPAOi PEYOBUHMU.
T.nn. 222-223°C BEPXR1=7,36x8.

(ai) 6-(nipuanH-2-in)-5H-nipono[2,3-blnipasvH.
A1-B101, npoaykT kombiHauii rpynn A1 B Tabnumdi 1 i
B101 B Tabnuui 2:

n
LTS
P \fq 4
H

Hitoun aHarorivHo npwknagy 1(a) suwe, ane
BMKOPUCTOBYIOUM  2-LiaHOMIpUAnH, OAepXKyioTb 6-
(nipngun-2-in)-5H-nipono[2,3-blnipasvH 'y  Burnaai
XKOBTOI TBepAoi peyvoBmHU. T.nn. 234-235°C. 'H AMP
[(CD3)2SQ]: & 8,71 (1H, m, J=4,1T'u); 8,38 (1H, c);
8,24 (1H, c); 8,17 (1H, @, J=8,2I'y); 7,93 (1H, T,
J=8,2l"u); 7,41 (1H, m); 7,36 (1H, c).

(am) 6-(nipuamH-4-n)-5H-nipono[2,3-bjnipasuH.
A1-B102, npoaykT kombiHauii rpynu A1 B Tabnumui 1 i
B102 B Tabnuui 2:

[/;:\/
H

Hitoun aHarnorivHo npwknagy 1(a) suwe, ane
BMKOPUCTOBYIOUM  4-LiaHOMipuAnH OJdepKyloTb  6-
(nipnann-4-in)-5H-nipono[2,3-blnipasuH y Burnagi
XKOBTOI TBepAoi pevoBmHuU. T.nn. 324-326°C. H aMP
[(CD3).SQO]: & 8,69 (2H, g, J=7,1Tu); 8,45 (1H, c);
8,33 (1H, c); 8,00 (2H, g, 3=7,1T"u); 7,47 (1H, c).

(an) 6-(3,4-gumeTnnceHin)-5H-nipono[2,3-
blnipasuH. A1-B75, npoaykT kombiHauji rpynn A1 B
Tabnuui 1i B75 B Tabnuui 2:

FRy

i

l

=
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Hitoun aHarorivHo npwknagy 1(a) suwe, ane

BMKOPUCTOBYIOUN 3,4-onmeTMnoeH3oHITPUN,
odepXKyloTb 6-(3,4-ogyumeTnndeHin)-5H-niposo[2,3-
blnipasuH y Burnagi xxosToi TBepaoi pevosuHu. MC:
224 (MH"). BEPX: R1=2,4xB.

(ao) 6-(4-rigpokcndpeHin)-5H-nipono[2,3-
blnipasuH. A1-B78, npoaykT kombiHauji rpynn A1 B
Tabnuui 1iB78 B Tabnuui 2:

[\
B

Hitoum aHarnorivHo npwuknagy 1(a) Buwe, ane
BMKOPUCTOBYHOUN 4-riAPOKCUBEH3OHITPUI, OOEPKYIOTH

6-(4-rinpokcundpenin)-5H-nipono[2,3-blnipasuH y
BumaAni 6nigo-koBToi TBepaoi pevoBnHU. MC: 212
(MH™).

(ap) 6-(4-TpudptopmeTokemdeHin)-5H-niponol2,3-
blnipasuH. A1-B76, npoaykT kom6iHauji rpynn A1 B
Tabnuui 1i B76 B Tabnuui 2:

Q-0

8

Hitoun aHarorivHo npwuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 4-Tpn pTOpMETOKCMOEH3OHITPU,
OfEepPXKYI0Tb 6-(4-TpncpropmeTokcndeHin)-5H-
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nipono[2,3-blnipasuH y Burnsai  6nigo-opaHxeBoi
TBEpAoi peyosnHu. MC: 280 (MH™). Rt=2,64xs.

(ag) 6-(4-amiHodbeHin)-5H-nipono[2,3-binipasuH.
A1-B79, npogykTt komGiHauii rpynu A1 B Tabnuui 1 i
B79 B Tabnuui 2:

=

PV
B

[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUN 4-aMiHOBEH30HITPMN | niggatoum
NPOAYKT peakuii xpomartorpadii Ha cunikareni,
€rIoIYM CYMILLLLKD eTunaueTaTy i MeHTaHy, a NoTiM
eTvnaueTtaTtom, ofepxyloTb 6-(4-amiHodeHin)-5H-
nipono[2,3-bjnipasnH y BUrMSAAi >KOBTOI TBepAoi
peyoBuHU. MC: 211,1(MH").R1=2,12x8.

(ar) 6-(1-meTnn-2-geHin-1H-nipon-3-n)-5H-

nipono[2,3-bnipasnH. A1-B112, npoaykT kombGiHauii
rpynu A1 B Tabnmui 1 i B112 B Tabnuui 2:

/

=

.

o

Litoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU 1-metTnn-2-ceHin-1H-nipon-3-
kapboHiTpun  [MopiBHANbHMN  npuknag  56(c))],
ogepxyioTb  6-(1-metnn-2-ceHin-1H-nipon-3-in)-5H-
nipono[2,3-bjnipasnH y BuUrmMsai KOBTOI TBEpAOi
pevoBuHu. T.nn. 210°C (3 posknagaHHam). MC:EI
(emidia enekTpoHiB) (70eB); m/z=274 M" (100%).

(as) 6-(1,2-gumeTun-1H-nipon-4-in)-5H-

nipono[2,3-bJnipasnH. A1-B113, npoaykT kombGiHauii
rpynu A1 B Tabnuui 1i B113 B Tabnuui 2:

<
" "

[itoun aHanoriyHo npuknagy 1(a) suwe, ane
BMKOPUCTOBYIOUU 1,5-gumeTnn-1H-nipon-3-
kapboHiTpun  [MopiBHaAnbHUM  npuknag — 56(d)],
OfepXKyIoTb 6-(1,2-gumeTnn-1H-nipon-4-in)-5H-
nipono[2,3-bjnipasnH y BUrNSa4i >KOBTOI TBepAoi
pevoBnHu. T.nn. 253°C. [EnemeHTHni awnanis: C,
67,60; H, 5,68; N, 26,22%. O6uncneHo ans CioH12Na:
C,67,91; H,5,70; N, 26,40%].

(at) 6-(1,4-gumetnn-1H-nipon-3-n)-5H-
nipono[2,3-bjnipasnH. A1-B114, npoaykT kombGiHauii
rpynu A1 B Tabnuui 1i B114 B tabnuui 2:

E“IH;
>

Oitoun  anamnorivHo  npukrnagy 1(a), ane
BMKOPUCTOBYHOUM 1,4-pumetnn-1H-nipon-3-
kapboHiTpun  [mopiBHAMbHMIA  npukragd  56(e)],

OfepPXKYI0Tb 6-(1,2-gumetnn-1H-nipon-3-in)-5H-
nipono[2,3-bjnipasnH y BUrNSA4i >KOBTOI TBepAoi
peyosuHu. T.nn. 210°C. MC: El (70eB); m/z=212 M"
(100%).

(au) 2-(1-metnn-4-genin-1H-nipon-3-n)-1H-
nipono[2,3-blnipasnH. A2-B43, npoaykT kombGiHauii
rpynu A2 B Tabnuui 1 i B43 B Tabnuui 2:

s
o<
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Hitoun  aHanorivHo  npuknagy 1(a), ane
BMKOPUCTOBYIOUN 3-MeTUnNipuanH i 3-uiaHo-1-meTun-
4-cpeHin-1H-nipon [MopiBHsAnbHNA npuknag 56(b)],
ogepkytoTb  2-(1-vetun-4-coeHin-1H-nipon-3-in)-1H-
nipono[2,3-blnipasvH y BUrNaai Kopu4HeBoi TBEpAO|
peyoBuHu. T.nn. 140°C (3 posknagaHHam). MC: El
(70eB); m/z=273 M'(100%).

Mpwvknag 2

3-[3-(5H-nipono[2,3-b]nipasznH-6-in)ingon-1-
injnponan-1-on A1-B6-C46, npoaykT koMGiHaLji rpynu
A1 B Tabnuui 1, B6 B Tabnuui 2 i C46 B Tabnuui 3:

N,

TN
I o \ N\\/\«\/Oﬂ
PO3‘~?VIH 6-[1-[3-(‘pet-

oymnanmeTtuncunatinokey)nponinl-1H-ingon-3-nj-
5H-niponol[2,3-b]nipasvHy [29r, MopiBHANBLHWUIA
npuknag 3(a)] B TeTparigpodypani  (500mn) B
atmocdepi asoTy obpobnsTs PO34MHOM
TeTpabytunamoHidropuay B TeTparigpodypaHi
(144mn, 1,0M). Micnsa nepemiwyBaHHA Npy KiIMHATHIA
TemnepaTtypi NpoTArom 4 roavH peakuinHy Ccymil
KOHUEHTPYIOTb Y BakyyMi. 3anuwok o6pobnsiots
BOLOK, OJEPXKYYM TBEPAY  PEYOBUHY,  SKY
BiAINbTPOBYIOTb, NOTIM MPOMMBAIOTL BOLOK i NOTIM
cywaTb, OOepKYyloun BKasaHy B 3arofiloBKy CMonyKy
(17,5r) 'y BurNagdi KOBTO-KOPUYHEBOI  TBEPAOT
peyoBuHU. T.NM. 220-221°C. MC: 293 (MH™).

(b)  3-[5-meTOoKCn-3-(5H-nipono[2,3-b]nipa3nH-6-
in)ingon-1-injnponaH-1-on. A1-B6-C1, NPOAYKT
koMbiHauii rpynun A1 B Tabnuui 1, B6 B Tabrmui 2 i C1
B Tabnuui 3:

s

N
(3
P \N
H

Hitoun aHamnoriyHo npuknagy 2(a) suwe, ane
BMKOPUCTOBYIOUU 6-{1-[3-(TpeT-
oymnagnmeTtuncunaHinokev)nponinl-5-meTtokci-1H-
iHgon-3-n}-5H-nipono[2,3-bjnipasuH  [MopiBHANBHMIA
npuknag 3()]}, oaoepxyotb 3-[5-meTokcn-3-(5H-
nipono[2,3-bJnipasnH-6-in)iHgon-14njnponaH-1-on vy
BMMAAI XKOBTOT TBepaoi pedoBuHu. T.nn. 225-228°C.
MC: 323 (MH™). TLWX: Rr=0,16
(anxnopmeTaHmeTtaHon: 19/1 06./06.).

(c) 2-[3-(5H-niporno[2,3-b]nipasnH-6-in)iHgon-1-
inletanon, A1-B5-C46, npoaykt komb6iHauii rpynn Al
B Tabnuui 1, B5 B Tabnuui 2 i C46 B Tabnuui 3:
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Oitoun aHarnoriyHo npuknagy 2(a) suwe, ane

BMKOPMCTOBYIOUN 6-{1-[2-(TpeT-
oytmnanmeTtuncunadinoken)etun}-1H-iHgon-3-n}-5H-
nipono[2,3-blnipasnH [MopisHanbHui npuknag 3 (c)],
opgepxytoTb 2-[3-(5H-nipono[2,3-b]nipaavH-6-in)iHaon-
1-in)etaHon y BurmaAai KOBTOI TBEpPAOI PEYOBUHW.
T.nn. 272-273°C. MC: 279(MH™).

(d) 2-[5-meToKkcn-3-(5H-nipono[2,3-b]nipa3nH-6-
in)iHaon-1-in] etaHon, A1-B5-C1, npoaykT kombiHauii
rpynu A1 B Tabnuui 1, B5 B Tabnuy 2 i C1 B Tabnuu
3:

O

e

i,
5

=z N\

K
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Litoun aHarnoriyHo npuknagy 2(a) suwe, ane
BMKOPUCTOBYIOUU 6-{1-[2-(TpeT-
oymnagnmeTtuncunaHinokev)emwmn]-5-vietokd-1H-
iHgon-3-n}-5H-nipono[2,3-blnipasuH  [MopiBHANLHMIA

npuknag 3(d)l, opepxywoTe 2-[5-meTokcun-3-(5H-
nipono[2,3-bJnipasnH-6-in)iHgon-1-njetaHon y
BUIMSAi cipol TBepAoi pevoBuHu. T.nn. 270-273°C.
MC: 309,43 (MH").

(e) 6-(1H-iHgon-3-in)-5H-nipono[2,3-bJnipasuH.
A1-B2-C46, npoaykT kombGiHauii rpynn A1 B Tabnuui
1, B2 B Tabnuui 2 i C46 B Tabnuui 3:

Hitoum aHanorivHo npwknagy 2(a) Buwe, ane
BMKOPUCTOBYIOUU 6-[1-(2-
TpumeTuncunadinetTokcume™n)-1H-iHaoon-3-inl-5H-
nipono[2,3-bJnipasnH [MopiBHsanbHui npuknag 3(i)],
odepXyioTb 6-(1H-iHoon-3-in)-5H-nipono-[2,3-
blnipasuH y BUrnaai oparxkeBoi TBEpAOT pEHOBUHMN. 'H
AMP [(CD3).SO]: & 12,54 (1H, wc); 8,32 (1H, g,
J=2,8lu); 8,27 (1H, c); 8,19 (1H, a, J=2,8I'y); 8,12
(1H, m); 7,71 (1H, m); 7,30 (2H, m); 7,03 (1H, g,
J=2,0l"vu).

Mpuknag 3

(@) 3-[3-(5H-nipono-6-n)iHaon-1-injnponinamiH.
A1-B23-C46, npoaykT kombiHaLii rpynn A1 B Tabnuui
1,B23 BTabnuui 2 i C46 B Tabnuui 3:
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Po3uunH 3-[3-(5H-nipono[2,3-b]nipa3nH-6-
in)ingoninjnponaH-1-ony [12r, Mpuknag 2(a)] i
TeTpabpomigy Byrmeuto (19,1r) B AuxnopmeTaHi
(300mMn) npu KimMHaTHiIN TemnepaTypi obpobnstotb
po3unHoM TpudpeHindocdiHy (12,9r) B guxnopmeTaHi
(100mn) npotarom 5xB. [Micna nepemiwyBaHHS npu
KIMHaTHIN TemnepaTtypi NpoTAroM 3 roAuH peakuinHy
cyMilWl iNbTpYOTb | TBEpAy YacTUHY NpPOMMBaOTL
HEBENVKMMMU KiNbKOCTAMU auxnopmeTaHy. dinbTpar i
NPOMMBHI opaKkuii BUNApOBYIOTb, OAEPXKYIOUYM CMOIY
KOPUYHEBOIO KOMbOPY, $KY 3MilyloTb 3 Pigkum
amiakom (npubmsHo 80mMn) B repmMeTUYHOMY
aBTOKMaBi | 3anuuwarTb MnepemMilyBaTucb Mpu
KiMHaTHin TemnepaTtypi Ha 18 roguH. MNoTim aBTOKNaB
oxonoaxytTb po -78°C i noTtim obGepexHo
BigKpuBaoTb. AMiaKy AatoTb BUMNApyBaTUCH i 3arMLLIOK
nipoawTs  dnew-xpomatorpadii  Ha  cunikareni,
erioYM  CyMILLLLKD  AUXIIOPMETaHy, MeTaHony i
KOHUeHTpoBaHoro amiaky (900:100:7, 06./06./06.),
OLlEPKYIOUM BKasaHy B 3arosloBKy CMOMyKy y BUrMAAi
XoBTOi TBepAoi peyosuHn (3r). T.nn. 170°C. 'H AMP
[(CD3).SO]: & 8,28 (1H, g, J=2,7Tu); 8,18 (1H, c);
8,10, 7,64 (xoxHwn 1H, g, J=7,7Tu); 8,09 (1H, g,
J=2,7Tu); 7,29, 7,23 (xkoxnin 1H, T4, J=7,1 i 1,0ly);
6,97 (MH, c); 4,32 (2H, T, J=7,0l4); 2,57 (2H, T,
3=6,5"u); 1,89 (2H, kBiHTET, J=6,4T"11).

(b)  3-[5-meTokcun-3-(5H-nipono[2,3-b]nipasuH-6-
in)ingon-1-injnponinamiH. A1 -B23-C1, npoaykT
koMbGiHauii rpynn A1 B Tabnuui 1, B23 B Tabnuui 2 i
C1 B Tabnuui 3:

”’
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[itoun aHanoriyHo npuknagy 3(a) suwe, ane
BMKOPUCTOBYIOUU 3-[5-meToKCK-3-(5H-niporno[2,3-
b]nipasuH-6-in)iHgon-1-injnponax-1-on [Mpuknag
2(b)], opepxytotb  3-[5-mMeTOokCcU-3-(5H-nipono[2,3-
blnipasuH-6-in)iHgon-1-injnponinamiv 'y BumMAZj
XKOBTOI TBepaoi pedvoBuHn. T.nn. 95-100°C i 150-
160°C. MC:322 (MH™). TLX:
RF=0,2(anxnopmeTaH/MeTaHON/KOHUEHTPOBaHUIM
amiak: 900/100/7 06./06./06.).

Mpwknag 4

(a) N-{3-[3-(5H-ipono[2,3-bjnipa3uH-6-in)iHgon-
1-in)nponin}aueTtamia. A1-B7-C46, NPOAYKT
KoMbGiHauii rpynn A1 B Tabnuui 1, B 7 B Tabnuui 2 i
C46 B Tabnuui 3:

Y
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Auemunxnopua (31Mkn) AofalTb Kpannsmy [0
po3unHy 3-[3-(5H-nipono[2,3-bJnipasnH-6-in)iHgon-1-
injnponinaminy [100mr, Mpuknag 3(a)], TpueTunaminy
(52,2mkn) i guxnopmeTtaHy (20Mn) npu  KiMHaTHIN
Temneparypi B atMmocdepi asory. Micnsa
nepemillyBaHHA NPOTAroM 24 rogvH npu KiMHaTHIA
TemnepaTtypi  peakuiiHy  cymill  BMMapOBYOTb.
3anuwok  niggaloTe  dnew-xpomaTtorpadii - Ha
cunikareni, enYM  CYMILILLID  ANXIOPMETaHyY i
MeTaHony (9:1, 06./06.), opepxyiounM BKasaHy B
3aronoBKy crnonyky (82mr) y surmsagi xoBToi TBepaoi
peyoBuHU. T.Nn. 260°C. MC: 334 (MH").

(b) N-[4-(5H-nipono[2,3-b]nipa3nH-6-
in)peHinlauetamia. A1-B80, npoaykt kombiHauii
rpynu A1 B Tabnumui 1 i B80 B Tabnuui 2:

(0
| "
H a2.c

Hitoun aHanoriyHo npuknagy 4(a) Buwe, ane
BMKOPUCTOBYIOUM  6-(4-amiHodbeHin)-5H-nipono[2,3-
blnipasuH [Mpwknag 1(aq), ane He T[lopiBHAMbHWIA
npuknag 1(aq)], oaepxywots N-[4-(5H-nipono[2,3-
blnipasuH-6-in)deHinjauetamia 'y Burnagi  kosToi
TBepAoi peyosnHu. MC: 253,1 (MH"), R1=2,3xs.

Mpwvknag 5

(a) 6-[1-(3-mopdponiH-4-innponin)-1H-iHgon-3-in]-
5H-nipono[2,3-bJnipaavH.  A1-B27-C46, npoaykT
kombGiHauii rpynn A1 B Tabnuui 1, B27 B tabnuui 2 i
C46 B Tabnuui 3:

o

Cymiw 3-[3-(5H-nipono[2,3-blnipasuH-6-in)iHgon-
1-injnponinGpomigy [250mr, MocunanbHUn npuknag,
4], mopdoniHy (0,5mn), kapboHaTty kanito (100mr) i
noamay kanito (2 kpuctanu) B eTUIIMETUIKETOHI
KMN'aTaTb 3i 3BOPOTHUM XONOAUIMbHUKOM MPOTArOM 2
roauH. MNoTiM cymilli AaloTb BUXOMOHYTU OO0 KiMHATHOT
Temnepartypu NPOTAroMm 16 rogvH, noTim
BMMapOBYIOTb. 3anuLuok nigaaTs dneww-
xpomaTorpadii Ha cunikareni, enYM CyMiLULLIIO
anxnopmeTtaHy i meTaHony (9:1, 06./06.), oaepxyroum
XOBTY CKnomnodibHy macy, sky noTim po3TupainTs 3
eTnnaueTatom i MeHTaHOM, OAEepXKYuM BKasaHy B
3aronoBky crnonyky (40mr) y Burmsagi xoBTol TBepaol
peyoBuHM. T.Nn. 180-185°C. MC: 362 (MH").

(b) 6-[1-(3-ninepnguH-1-innponin)-1H-iHgon-3-n]-
5H-nipono([2,3-b]nipasunH. A1-B26, npoaykT KoMmGiHaLii
rpynu A1 B Tabnuui 1 i B26 B Tabnuui 2:
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Litoun aHanoriyHo npuknagy 5(a) suwe, ane
BMKOPUCTOBYIOUM NinepuavH, oaepkyotb  6-[1-(3-
TnepuavH-1-innponin)-1H-iHaon-3-in]-5H-nipono[2,3-
blnipasuH y Burnsgi »xoBToi TBEpAOT pevoBuHW. T.nn.
240°C. MC: 360 (MH").

Mpuknapg 6

6-{1-[3-(nipnamnH-3-inoken)nponin]-1H-iHgon-3-n}-
1-5H-niporo[2,3-blnipasuH. A1-B22-C46, npoaywT
koMbGiHauii rpynn A1 B Tabnuui 1, B22 B Tabnuui 2 i
C46 B Tabnuui 3:

0
9
. N I "
H -
Po3unH aiisonponinasogukapbokcmnaty

(269vkM) B TeTparigpodypaHi (0,5mMn) poparTs
Kpannsmu NPOTSArom 2xB. o PO3UnHYy
TpudpeHindgocdivy (359mr) B TeTparigpodypaHi
(2,5mMn) npu 0°C B amocdepi asoty. [licna
nepemillyBaHHA Npu Lin TemnepaTypi npotarom 20xs.
cymiw o6pobnsTb PO3YMHOM  3-rigpoKcunipuanHy
(65mr) B TetparigpodypaHi  (1mn) npotarom 1
XBUMHW, noTiMm  cycnensieto  3-[3-(5H-nipono[2,3-
blnipasuH-6-in)iHgon-1-injnponaH-1-ony [200wmr,
Mpuknag 2(a)] B TeTparigpodypaHi (2mn). Cymiw
3anuualTb HarpiBaTMCb [0 KiMHATHOI TemnepaTypu
npotarom 18 rogwH, NOTIM BUMNAapOBYOTb. 3anuLLOK
nigoatoTs  drew-xpomatorpadii  Ha  cunikareni,
enoyM cymilw eTunaueTaTty i MeTtaHony (9:1,
00./06.), ogepxytoun BKasaHy B 3arosyioBKy CMOSMYKY
(110mr) y Burnagi xXoBTOI TBEpPAOT peyvoBuHWU. T.nn.
208-135 209°C. MC: 370 (MH").
Mpwknag 7
1-meTnn-3-(5H-nipono[2,3-b]nipasuH-6-in)-1H-
iHoon-5-on. A1-B1-C10, npoaykt kombiHauii rpynu A1l
B Tabnuui 1, B1 B Tabnuui 2 i C10 B Tabnuui 3:
H

EN:\ NN

N ~

Cymiw 6-(5-meTokcn-1-vietmn-1H-iHgon-3-n)-5H-
nipono[2,3-bjnipasuHy  [200mr, [puknag  1(a)l,
6pomuctoBogHeBoi  kucrotm  (48%, 500mkn) i
KpwkaHoi outoBoi kucnotm (3mn) Kkun'atate  3i
3BOPOTHWM  XONMOAMIIBHAKOM NpoTAroM 14  roguH.
Micns  oxonoaxyBaHHA  CyMill  HeMTpanisyioTb,
AoJarunm HacuyeHuin po3umH GikapboHaTy HaTpito.
OpepxaHy TBepAy peYOoBMHY TEMHOMo KOMbopy
GiNbTPYIOTL | NOTIM CcywaTb, OAepXKYylouM BKasaHy B
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3aronoBky crnonyky (180mMr) y Burnagi YopHoi TBepaoi
peyosnHM. T.Nn. 289-290°C. MC: 264 (MH™).

Mpwvknag 8
6-(2-xnop-5-meToken-1-metmn-1H-iHgon-3-in)-
5H-nipono[2,3-b]nipaauvH. A1-B15-C1, NPOAYKT
komOiHauii rpynu A1 B Tabnuui 1, B15 B Tabnuyj 2 i

C1 B Tabnuui 3:

H Ct

Po3uuH  6-(5-veTokcn-1-vietmn-1H-iHgon-3-in)-
5H-nipono([2,3-b]nipasuHy [100mr, Mpuknag 1(a)] B
anmeTokcieTaHoni (25mn), oxonogxeHwun po -78°C,
006po6rAdT> pOo3YMHOM H-OyTUNNITiIO B rekcaHax
(172mkn, 2,5M). Micna nepemillyBaHHA MNPOTSroM
30xs. cymiw o6pobnsTb 4-
TONYyoncynb@OHINXNopuaoMm (82wmr), noTim
3anuwalrTb MOBIMbHO HarpiBaTMcs [0 KiMHATHOI
Temnepatypu i NOTIM BWMNAPOBYIOTb. 3anuLoK
nigaaTs  dnew-xpomatorpadii  Ha  cunikareni,
ernioioyM  CyMIllLWLI  AUXIopMeTaHy | MeTaHony
(19:1, 06./06.), omepxyloum BkasaHy B 3arorioBKy
cnonyky (45wr) ¥ BUIMSAI YOPHOI TBEpAOi PEYOBUHU.
MC: 313 (MH"). 'H AMP [(CD3),SO]J: 5 12,20 (1H, c);
8,39 (1H, g, J=3I'u); 8,21 (1H, @, J=3Tu); 7,54 (1H, g,
J=9ru); 7,30 (1H, g, J=2l'u); 6,96 (1H, aa, J=9i 2I'u);
6,84 (1H, g, J=2I"u); 3,82 (3H, c¢); 3,81 (3H, c).

Mpuknag 9

(a) 3-(5H-nipono[2,3-b]nipa3nH-6-
in)6ensanbgerig. A1-B96, npoaykt komGiHauii rpynum
A1 B Tabnuui 1 i B96 B Tabnuui 2:

CHO

N
P
\

PO3LI7/IH 6-(3-[1,3]aiokcanH-2-indeHin)-5H-
nipono[2,3-blnipasuHy [1,6r, [Mpuknag 1(g)] B
anxnopmeTaHi (50Mn) 06pobnsaTe TPUGTOPOLTOBOIO
kucrnoTtoto (5mMn). OpgepxaHy cymiw Kun'atatb  3i
3BOPOTHMM XONOAUIbHUKOM MPOTAroM 6 rofuH, NoTiM
0aloTb  BUXOMOHYTM  MPOTAroOM  HOYi i MOTiM
BMMAapPOBYOTb. 3anuLIOK PO3TUpaKTs 3 LieTUIIOBUM
edipoM, ofepKyloun TBepay PevYOBUHY XXOBTOrO
KOmNMbOopy, SIKY MepeKkpucTanisoByloTb 3 eTunawuetary,
O[lEepXYlouM BKasaHy B 3aronoBky cronyky (0,6r) y
BUIMSAI  KPUCTaniyHoi >KOBTOi TBEPAOi PEeYvYOBUHMU.
T.nn. 268-270°C. [EnemeHTHMI aHani3: C, 69,96; H,
3,92; N, 18,69%. O6uncneHo ans CisHoN3O: C,
69,95; H, 4,06; N, 18,82%].

(b) rigpat 4-(5H-nipono[2,3-b]nipa3vH-6-
in)6ensanbgerigy, A1-B95, npogykt komGiHaLii rpynu
A1 B Tabnuui 1 i B95 B Tabnuui 2:

1::\ =

\
B

Hitoum aHarnorivHo npwuknagy 9(a) Buwe, ane
BMKOPUCTOBYIOUM 6-(4-[1,3]piokcaH-2-indeHin)-5H-
nipono[2,3-blnipasnH [Mpuknag 1(f)], opepxyoTb
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rigpaT 4-(5H-niporno|[2,3-b]nipasnH-6-
in)oeH3anbaerigy, y BUIMSA4i  KOBTOI  TBEpAOi
pevoBuHU. T.Nn>295°C. [EnemeHTHUn awHanis: C,
67,57; H, 4,33; N, 18,04%. O6uucneHo ansa
C13HoN3OVH20: C, 67,23; H, 4,34; N, 18,09%].

(c) [3-(5H-nipono[2,3-blnipasuH-6-in)iHaon-1-
in)meTtaHon A1-B4-C46, npoaykT kombiHayji rpynu A1l
B Tabnuui 1, B4 B Tabnuui 2 i C46 B Tabnuui 3:

u\
" CH;OB

Litoun aHanoriyHo npuknagy 9(a) suwe, ane
BMKOPUCTOBYIOUU 6-[1-(2-
TpumeTuncunadinetokcume™n)-1H-ingon-3-in}-5H-
nipono[2,3-bJnipasnH [[MopiHaneHUn npuknag 3(t)],
ofepxytoTb [3-(5H-nipono[2,3-blnipasuH-6-in)ingon-1-
in)MeTaHon y BUMMsAAi KOPUYHEBOT TBEPOO| PEYOBUHM.
T.nn. >320°C. 'H AMP [(CD3)2SO]: & 8,13 (1H, c);
7,90 (2H, ¢), 7,75 (1H, p); 7,50 (1H, n); 7,15-7,25 (2H,
M), 6,85 (1H, s); 5,60 (2H, c).

Mpwknag 10

(a) [3-(5H-nipono|2,3-b]nipasnH-6-
in)dpeHin]lvweTtarHon. A1-B98, npoaykT kombiHaLyi rpynu
A1 B Tabnuui 1 i B98 B Tabnuui 2:

£H,08
f‘)?r@

CycneHasito 3-(5H-nipono[2,3-b]nipa3nH-6-
in)oeHsanbgerigy [0,4r, Mpuknag 9(a)] B eTtaHoni
(50mn) obpobnsatoTe Goprigpugom Hatpito (200mr).
Cymiw 3anuwaloTe nepemMillyBaTUCb MNpu KiMHaTHINA
Temnepatypi Ha 1 roguHy, noTim 06pobnAT BOAOKD
(10mn) i moTiM BMMApoOBYOTL. TBEPAY PEYOBUHY, LLO
3anuumnacs, poaTtvpaloTs 3 Bogot  (50mn),
OLEpXyloun  TBepAy PpevoBUHY  Onigo-KoBTOro
KONMbOpy, Ky NpPOMUBaOTL BOAOK i MOTIM
nepekpMcTani3oByloTb 3 MeTaHomMy, OAEepPXKYHun
BKasaHy B 3aronoeky crnonyky (0,35r) y surmsagi
XKOBTOI TBEPAOT KpucTaniyHoi peyoBuHU. T.nn. 225-
226°C. [EnemeHTHMIA aHani3: C, 68,72; H, 4,73; N,
18,44%. O6uncneno ana Ci3H11N3O: C, 69,32; H,
4,92; N, 18,65%].

(b) [4-(5H-nipono[2,3-b]nipa3nH-6-
in)deHin]vwertarHon. A1-B97, npoaykT kombiHaLji rpynu
A1 B Tabnuui 1 i B97 B Tabnuui 2:

POSOSE
e
R
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Litoun awanoriyHo npuknagy 10(a) Buwe, ane
BMKOPMCTOBYIOUN 4-(5H-niporno[2,3-b]nipasunH-6-
in)6ensanbgerig [Mpuknag 9 (b)), opepxyots [4-(5H-
nipono[2,3-b]nipasnH-6-in)deHinMetaHon y Burnsagi
XKOBTOi TBepAoi pevoBuMHu. T.nn. 284-285°C.
[EnemeHTHM anani3: C, 68,61; H, 4,65; N, 18,28.
O6uncneHo ana Cq3H11N3O: C, 69,32; H, 4,92; N,
18,65%].

Mpuknag 11

6-(5-MeTokci-1H-ingon-3-in)-5H-niporno[2,3-

blnipasuH. A1-B2-C1, npoaykT komGiHauii rpynu A1 B
Tabnuui 1, B1 B tabnuui 2 i C1 B Tabnuui 3:
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OxonompxeHnn (-78°C) po3sumH  6-(1-6eH3unn-5-
meTokci-1H-ingon-3-in)-5H-niporo[2,3-b]nipasnHy
[50mr, Mpuknag 1(m)] B TeTtparigpodpypari (20mn)
06po6rATsL pigkuM amiakom (20mr), noTiM HaTpiem
(100mr). Micns nepemiwyBaHHA npn -78°C NpoTsirom
30xB. peakuiHy Ccymiw 3anuwarTe  MNOBINbHO
HarpiBaTMCb [0 KiMHATHOI TemnepaTypu, MOTIM
obpobratoTs  Bogowo  (50mn) i noTim  Tpuui
ekctparyioTb  etunaueTtatom  (50mn).  O6'egHaHi
€eKCTpaKTM cywaTb Hag cynbdaToM HaTtpito i NoTim
BMNapPOBYIOTb. 3anuLiok po3TupakwTs 3 AieTUIIOBUM
edipoM, oAepXKyluM BKazaHy B 3arofioBKy CMOIyKy
(14mr) y BumAQI KOPUYHEBOI TBEPOOi PEYvOBUHMU.
T.nn.268-271°C. MC: 265,24 (MH").

Mpuknag 12

(@) 2-[5-meTokcn-3-(5H-nipono[2,3-b]nipa3nH-6-
in)inaon-1-in]-1-vopdoniH-4-ineTaHoH. A1-B8-C1,
npoaykT komGiHauii rpynu A1 B Tabnuuyi 1, B8 B
Tabnuui 2 i C1 B Tabnuui 3:

Po3uuH, wo nepemiwyetbesa, 6-(5-meTokci-1H-
iHaon-34n)-5H-nipono[2,3-binipasuny [70mr, Mpuknaa
11] B 0Ge3sogHomy gumeTundopmamigi  (10mn)
obpobnatoTe  rigpugom  Hatpito  (21,6mr, 60%
aucnepcis B MiHepanbHomy  macni).  [licns
nepemiwyBaHHa npoTtaroM 30xB. cymiw o6pobnsitoTs
po3ymHoM 4-(2-xropaueTun)vopdoniHy (44,1mr) B
anmeTtvndgopmamigi  (1mn) i nepemillyBaHHSA
NPOAOBKYIOTb NpOTAroM uwe 3 roaMH. PeakuinHy
cymiw BunuBawTb Yy Boay (20mn) i notiM Tpwuui
ekcTparyioTe  etunauetatom  (30mn).  OG'eaHaHi
€eKCTpaKTM cywaTb Hag cynbdaToM HaTpito i noTim
BMNapPOBYIOTb. 3anuLloKk po3TupakwTs 3 AieTUIIOBUM
edipoM, oAepXKylouM BkazaHy B 3arofioBKy CMOSyKy
(55mr) y Burmagi KOBTOI TBepAOi peyqoBUHWU. T.nn.
263-267°C. MC: 392,21 (MH").

(b) 2-[5-meToKCU-1-(2-MOphoniH-4-in-2-
okcoetun)-1H-ingon-3-inl-1H-nipono[2,3-bInipnannH-4-
kapboHiTpun. A3-B8-C1, npoaykT komGiHauii rpynu
A3 B Tabnuui 1, B8 B Tabnuui 2 i C1 B Tabnuui 3:
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Litoun aHanoriyHo npuknagy 12(a) suwe, ane
BMKOPUCTOBYIOYUU 2-(5-meTtokdi-1H-iHaon-3-in)-1H-
nipono[2,3-blnipnanH-4«apboritpun [Mpuknag 32],
OfepXKyIoTb 2-[5-meTOKCK-1-(2-MOphoniH-4-in-2-
okcoetnn)-1H-iHgon-3-in}-1H-nipono[2,3-b]nipuamH-4-
KapboHITPMN y BUMSAAI XXOBTOI TBEPAOi PEYOBUHU.
PX-MC: Cnoci6 D: Rr=3,55x8., 416 (MH").

Mpuknag 13

(a) [5-meToken-3-(1H-nipono[2,3-b]nipasuH-2-
in)inpon-1-injoytoBa kucnota. A2-B25-C1, npoaykT
KoMOGiHaUii rpynn A2 B Tabnuui 1, B25 B Tabnuui 2 i
C1 B Tabnuui 3:

€TUIoBoro

Cymiww
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-
inlingon-14njouToBoi kucnotm [4,61r, MNopiBHANBHWNA

edipy {5-meTokcu-3-[1-

npuknag 13(@)], metaHony (250mn) i BogHoro
rigpokemay kanito (5M, 25mn) kMn'aTaTe 3i 3BOPOTHUM
XONOAMINBbHUKOM  NpoTAroMm 7  rogwH. MeTaHon
BUOANAOTE  MPW  3HWKEHOMY  TUCKY, 3anuLok

0bpobnatoTe Bogoto (20mn) i pH po3uvHy goBoasATb
A0 7, [OoAalydM KOHLEHTPOBaHy XOpPUCTOBOOHEBY
kucrnoty. OpepxxaHy TBepAY PEYOBUHY >XOBTOMO
Kombopy BiAINbTPOBYIOTL | niggatTs  dneww-
xpomaTorpadii Ha cunikareni, enYM CyMILLLLIO
eTunauetaty i meTtaHony (7:3, 06./06.), ogepxytoum
BKas3aHy B 3aronosky cnonyky (1,69r) y surnsagi 6inoi
TBepaoi peyosuHn. MC: 320 (N-H'). BEPX (Cnoci6
A): R1=6,67x8.

(b) 4-meTokcu-2-(5-meToKCK-1-MeTun-1H-iHoon-
3-in)-1H-nipono[2,3-bjnipnanH. A5-B1-C1, npogykT
komOiHaUii rpynu A5 B Tabnmui 1, B1 B Tabrmui 2 C1
B Tabnuui 3:

Oitoun  ananorivHo  npuknagy 13(a), ane
BMKOPUCTOBYIOUM  4-MeTOKCU-2-(5-MeTokeu-1-meTtnn-
1H-ingon-3-in)-1-(tonyon-4-cynb ¢oHin)-1H-
nipono[2,3-bJnipuanH [MopiBHaneHUn npuknag 2(1)],
OfepPXKYyIoTb 4-meTokcun-2-(5-meTtokcmn-1-metun-1H-
iHaon-3-n)-1H-nipono[2,3-blnipnauH y BUrMAAI
XKOBTO-KOPUYHEBOI TBEpAoi peyoBuHW. T.nn. 288-
289°C. MC: 307 (MH™).

(c) 4-vetokan-2-(5-veTokci-1H-iHoon-3-n)-1H-
nipono[2,3-bJnipuauH. A5-B2-C1, npoaykt kombiHauii
rpynn A5 B Tabmuui 1, B2 B T1abnuui 2 i C1 B
Tabnuui 3:

Oitoum  aHarorivHo  npuknagy 13(a), ane
BMKOpMCTOBYIOUN  4-MeToKcn-2-(5-meTokci-1H-iHgon-
3-in)-1-(Tonyon-4-cynbgoHin)-1H-nipono[2,3-
blnipuann (MopiBHAnNbHUI npuknag 39), oaepkyloTb
4-meTtokemn-2-(5-meTokci-1H-ingon-3-in)-1H-
nipono[2,3-bjnipuanH y BUMAAI KOBTO-KOPUYHEBOT
TBepAoi peyoBmHu. T.nn. 294-295°C. MC: 294 (MH™).

(d) 4-xnop-2-(4-tpeT-6yundpeHin)-1H-
nipono[2,3-blnipnanH. A28-B55, npopykT kombiHauii
rpynu A28 B Tabnuui 1 i B55 B Tabnuui 2:

1
(-0
B
Oitoum  aHamorivHo  npuknagy 13(a), ane
BMKOPUCTOBYIOUN  4-Xxrop-2-(4-TpeT-6ytnndoeHin)-1-

(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH
[MopieHanbHMI Nnpuknag 12(j)], oaepkytoTb 4-xrop-2-
(4-TpeT-6yTndpeHin)-1H-nipono[2,3-b]nipnanH y
BUIMsiAi KpemoBoi TBepaoi pevoBuHu. TLUX: RF=0,71
(etunauetat/renta 1:1). 'H SIMP [(CD3)2:SOJ: &
12,52 (1H, c); 8,16 (1H, g, J=6,1T"u); 7,93 (2H, g,
J=8,1r'y); 7,50 (2H, g, J=8,Aru); 7,21 (1H, g,
J=6,1I"u); 6,96 (1H, c); 1,30 (9H, c).

(e) 2-(5-meTokcu-1-metmn-1H-iHgon-3-in)-5-
deHin-1H-nipono[2,3-blnipnamH. A65-B1-C1, npoaykT
KoMOGiHauii rpynn A65 B Tabnuui 1, B1 B Tabnuui 2 i
C1 B 1abnuui 3:

Hitoun  ananorivho  npwknagy 13(a), ane
BMKkopucTtoBytoun 2-(5-metokcu-1-vetun-1H-wpon-3-
in)-5-cpeHin(tonyon-4-cynsdoHin)-1H-nipono[2,3-
blnipuaunH [MopisHsaneHui npuknag 13(j)], oaepxyoTs
2-(5-meToken-1-metun-1H-iHgon-3-in)-5-ceHin-1H-
nipono[2,3-blnipnanH y Burmaai kpemosoi TBepAoi
peyoBuHU. T.Nn. 240-242°C. MC: 354 (MH").

(f) 1-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpgon-5-inokenlnponax-2-on. A2-B1-C5, npogykt
KoMbiHauii rpynn A2 B Tabnuui 1, B1 B Tabrmui 2i C5
B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 13(a) suwe, ane
BMKOPUCTOBYIOUM 1-{1-metun-3-[1-Tonyon-4-
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cynboHin)-1H-nipono[2,3-bInipuann-2-in]-1H-Hgon-
5-inokcninponan-2-on [[NopiBHANbHUIA npuknag 79],
opgepxytote  1-[1-metnn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-iHgon-5-inokcujnponaH-2-on y BUMMAAOi
KpemoBoi TBepaoi peyouhu. T.nn. 198-199°C. BEPX
(Cnoci6 A): R1=6,69xB.

(9) [5,6-ammeToKCn-3-(1H-nipono[2,3-b]nipnanH-
2-in)inpon-1-injoyTtoBa KucrioTa. A2-B121-C1,
NPOAYKT KoMOiHauii rpynn A2 B Tabnuui 1, B121 B
Tabnuui 2i C1 B Tabnuui 3:

e
e}
O,
=
| "{H on
Oitour ananoriyvHo npwknagy 13 (@), arne
BMKOpMCTOBYtOUM  TpeT-6ytunosun  edip  {5,6-

anmeTtokcn-3-[1-(tonyon-4-cyneoHin)-1H-
nipono[2,3-blnipnanH-2-inlingon-1-injoutoBoi
kucroTu [MopisHaneHui npuknag 13(q)], oaepkytoTb
[5,6-anmeTokcn-3-(1H-nipono[2,3-blnipnavH-2-
in)ingon-1-injJoutoBy KWUCNOTy Yy BWUIMA4I TBEpAoi
PEYOBUHU KOMbOPY Xaki. [EnemeHTHWn ananis: C,
60,28; H, 5,16; N, 10,85%. O06uucneHo ana
C19H17N3041,5 H20: C, 60,31; H, 5,33; N, 11,11%].
MC: El (70eB); m/z=351 M"-(100%).

Mpuknag 14

(a) 2-{[5-meTokcmn-3-(1H-nipono[2,3-blnipnann-2-
in)ingon-1-inJ-1-mopdoniH-4-injetaHoH.  A2-B8-C1,
nNpoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B8 B
Tabnuui 2 i C1 B Tabnuui 3:

”
]j 3 NN
N l
H
an
0,
CycneHasito [5-meTOKCM-3-(1H-nipono[2,3-

blnipugnH-2-in)iHgon-1-injoutoBoi  kucnotv  [60mr,
Mpwknag 13(a)] B 6e3sogHoMy gumeTtundopmamigi
(7mn) obpobnsatots N-okcnpom rekcagropdocdaty
N-{(ammeTunamino)(1H-1,2,3-tpnasonol4,5-
blnipnanH-1-n)metuneH}-N-meTMNIMETUHAMIHItO
(71mr) i pgiisonponinetTunamiHom (45mkn). [Micns
nepemillyBaHHSA npuM  KiMHaTHIN ~ TemnepaTypi
npotarom 30x8. goaatTe mopdoniH (18mkn) i cymiw
nepemilyloTe MpU KiMHaATHIN TemnepaTtypi we 12
roavH. PO34nMHHMK BUOAnsa0Tb Yy BakyyMmi, i 3anuLlok
CyCneHAyIoTb B HACUMYEHOMY poO34uHi GikapbGoHaTy
HaTpito. TBepdy peuvoBMHY, WO BuUNana B ocag,
BiAINbTPOBYIOTE, MNOTIM  CcywlaTb, OOEPXKYHOUN
BKasaHy B 3aronoeky cnonyky (10mr) y surnsagi
ioneToBoi TBEpAOT peyoBuHKU. T.nn. 243-247°C. MC:
391 (MH").

(b) amig 1-[1-memnn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-iHgon-5-inokcn]uuknobyraHkapboHoOBOT
kucrnotn. A2-B1-C15, npoaykt kombGiHauji rpynu A2 B
Tabnuui 1, B1 B Tabnuui 2 i C15 B Tabnuui 3:

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUN 1-[1-memnn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-5-
inokenumknobyraHkapboHoBy  kucnoty  [Mpuknag
15(c)] i xnopma amoHito, ogepxytoTb amig 1-[1-metnn-
3-(1H-niporo[2,3-b]nipuanH-2-n)-1H-iHoon-5-
inoken]umknobyraHkapboHOBOI  KMCMOTM Yy  BUMMAAI
TBEPAOI peyoBunHUN Bnigo-gioneToBoro koneopy. T.n.
267-268°C. MC: 361 (MH")

(c) wmetunamig  1-[1-metvn-3-(1H-nipono[2,3-
b]nipuanH-2-in)-1H-Hgon-5-
inoken]umknobyraHkap6oHoBoi kucriotm. A2-B1-C16,
nNpoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B1 B
Tabnuui 2 i C16 B Tabnuui 3:

L

{
N AN
H

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUN 1-[1-memnn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H4Hgon-5-
inokenumknobyraHkapboHoBy  kucnoty  [Mpuknag
15(c)] i memnamiH, opepxytoTb metunamig 1-[1-
meTun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHoon-5-
inoken]umknobyraHkapboHOBOI  KMCMOTM Yy  BUMMAAI
6nigo-6yskoBoi TBepAoi peyosunHu. T.nn. 249-250°C.
MC: 315 (MH").

(d) MeTunamig 1-metnn-3-(1H-niponol[2,3-
blnipuanH-2-in)-1H-Hgon-5-kap6oHoBOi KMcnoTn. A2-
B1-C23, npooyTt kombiHauii rpynu A2 B Tabnuui 1,
B1 B tabnuui 2 i C23 B Tabnuui 3:

O

[
N N
H
Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYHOUM 1-metnn-3-(1H-niposo[2,3-
blnipnanH-2-in)-1H-Hgon-5-kap6oHoBy Kucnoty
[Mpuknag 15(d)] i MeTunamin, ogepxyioTb MeTunamig
1-memn-3-(1H-nipono([2,3-b]nipuamH-2-in)-1H-iHaon-
5-kapboHOBOT kMCroTM y BUMmMAAi Gnigo-opaHxesoi
TBepAoi peyosuHm. T.nn. 186°C. MC:304 (MH™).

(e) (2-nppokcietTnn)amig, 1-metnn-3-(1H-
nipono[2,3-bJnipnanH-2-in)-1H-iHaon-5-kapboHOBOI
kncnotn. A2-B1-C34, npoaykt kombiHauji rpynu A2 B
Tabnuui 1, B1 B Tabnuui 2 i C34 B Tabnuui 3:

NN

.
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OH

\u

LT
/N\ N

4
[itoun aHanoriyHo npuknagy 14(a) suwe, ane

BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H-Hgon-5-kap6oHoBy KucrnoTy
[Mpukrag 15(d)] i eTaHomamiH, ogepxyloTb (2-
rigpokcieTun)amig 1-vetn-3-(1H-nipono[2,3-
blnipnanH-2-in)-1H4Hgon-5-kap6oHoBOT  KMCNOTU Y
BMMAAI XKOBTOT TBepAoi pedoBnHn. T.nn. 256-257°C.
MC: 335 (MH™).

(f) (2-mopdoniH-4-inemn)amig 1-vetnn-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-5-kap6oHoBoi
kucnotu, A2-B1-C47, npoaykT komGiHauii rpynu A2 B
Tabnuui 1, Bie Tabnuui 2 i C47 B Tabnuui 3:

Litoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYHOUM 1-meTtnn-3-(1H-niposo[2,3-
blnipngnn-2-in)-1H-Hgon-5-kap6oHoBy Kucnorty
[Mpuknaa 15(d)] i 2-amiHoeTMNMOPEONiH, OAEPXKYIOTb
(2-mopdponiH-4-inetin)amig 1-metun-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-inaon-5-kap6oHoBoi
Kucrnotn y sumaAgi 6es3bapBHOi TBEpAOi PeYvOBUHM.
T.nn. 268-270°C. MC: 404 (MH™).

() (2-kapbamoinetvn)amig  1-vetun-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-inaon-5-kap6oHoBoi
kucnotn. A2-B1-C24, npogykt komGiHauji rpynu A2 B
Tabnuui 1, B1 B Tabnuui 2 i C24 B Tabnuui 3:

et

[o]

D
= " ) N
H

Litoun ananoriyHo npuknagy 14(a) Buwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H-Hgon-5-kap6oHoBy KucrnoTy
[Mpukrag 15(d)] i p-amaHvHamig, oAaepxyioTb (2-
kapbamoinetun)amia 1-memun-3-(1H-niporo([2,3-
blnipnanH-2-in)-1H4Hgon-5-kap6oHoBOT  KMCNOTU Y
Bumsani 6e3dapBHOi TBepaoi pedoBMHWU. T.nn. 286-
288°C. MC: 362 (MH").

(h)  6Gic(2-rinpokcieTnn)amig 1-meTnn-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-5-kap6oHoBOT
kucrnotn. A2-B1-C48, npoaykt kombGiHauji rpynu A2 B
Tabnuui 1, Bie Tabnunui 2 i C48 B Tabnuui 3:

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memnn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-5-kap6oHoBy Kucnoty
[Mpukrag 15(d)] i pieTaHonamiH, ogepXkytoTb Gic(2-
rigpokcieTmn)amig 1-vetn-3-(1H-nipono[2,3-
blnipnanH-2-in)-1H-4Hgon-5-kapboHoBOi  kMCNOTM Y
BMMAAi XKOBTOT TBepaoi peyoBuHu. T.nn. 230-232°C.
MC: 379 (MH™).

(i) amig 1-veTtnn-3-(1H-nipono[2,3-blnipnannH-2-
in)-1H-ingon-5«ap6oHoBoi  kucnomm. A2-B1-C29,
npoaykT komGiHauii rpynu A2 B Tabruuyi 1, B1 B
Tabnuui 2 i C29 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUN 1-memn-3-(1H-nipono[2,3-
blnipnanH-2-in)-1H-Hgon-5-kap6oHoBy Kucnoty
[Mpuknag 15(d)] i xnopug amoHito, ogepXkyloTb amig
1-memn-3-(1H-nipono([2,3-b]nipuamH-2-in)-1H-iHaon-
5-kapboHOBOT KMCMOTW Yy BUMMSAAI XOBTOi TBEpAOi
peuosuHu. T.nn. 330-332°C. MC: 291 (MH™).

() (2-rippokcmn-1,1-Bic-rigpokcumeTuneTUn)aming
1-metnn-3-(1H-nipono[2,3-b]nipnamH-2-n)-1H-iHgoon-
5-kapboHoBoi  kmcnomm.  A2-B1-C49, npopyT

KoMbGiHauii rpynu A2 B Tabnuui 1, B1 B Tabmmui 2 i
C49 B Tabnuui 3:

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-5-kap6oHoBy Kucnoty
[Mpukmap 15(d)] i Tpuc(rippokcumeTun)amiHoMeTaH,
OfEepPXKYI0Tb (2-rippokcu-1,1-6ic-
rigpokemmeTuneTun)amig  1-metmn-3-(1H-niporo|[2,3-
blnipuanH-2-in)-1H-4Hgon-5-kap6oHOBOT  KMCMOTU Y
BMMAAI XKOBTOT TBepaoi pedoBunnn. T.nn. 205-206°C.
MC: 395 (MH™).

(k) (2-rinpokcun-1-rigpokcumeTun-1-
MeTuneTun)avig 1-metun-3-(1H-niporo([2,3-
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blnipngnH-2-in)-1H-Hgon-5-kap6oHoBoi KMcrnoTn. A2-
B1-C30, npooyTt kombiHauii rpynu A2 B Ttabnuui 1,
B1 B Tabnuui 2 i C30 B Tabnuui 3:

H

il

0
OH

l

N N N

,D,iroumH aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H-Hgon-5-kap6oHoBy KucrnoTy
[Mpuknapg 15d)] i 2-amiHo-2-meTun-1,3-nponaHgion,
OfEePXKYI0Tb (2-rippoken-1-rigpokcume Tnn-1-
MeTuneTun)amia 1-vetnn-3-(1H-niporo[2,3-
blnipngnH-2-in)-1H-iHngon-5-kap6oHoBOT  KMCNOTU Y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 180-182°C.
MC: 379 (MH").

() (2,3-gurigpokcunponin)amig  1-metnn-3-(1H-
nipono[2,3-b]nipnanH-2-n)-1H-iHoon-5-kap6oHoBoi
kucnotn, A2-B1-C50, npoaykT kombiHauji rpynu A2 B
Tabnuui 1, B1 B Tabnuui 2 i C50 B Tabnuui 3:

N

H
[itoun aHanoriyHo npuknagy 14(a) suwe, ane

BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-5-kap6oHoBy KucrnoTy
[Mpwknaa 15(d)] i 3-amiHo-1,2-nponaHaton,
ofepxyloTb (2,3-gurigpokevnponin)amia  1-metmn-3-
(1H-nipono[2,3-b]nipuanH-2-in)-1H-iHgon-5-

KapbOHOBOI KWCMOTW Yy BWUMAZI >KOBTOI TBEpAol
peyosnHU. T.nn. 171-172°C. MC: 365 (MH").

(m) (2-rigpoken-1,1-gumeTuneTun)amig 1-metnn-
3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHgon-5-
KapbonHOBOI  KUCIOTW. A2-B1-C31, NPOAYKT
komOiHauii rpynu A2 B Tabnuui 1, B1 B Tabrmui 2 i
C31 B T1abnuui 3:

[itoun aHanoriyHo npukrnagy 14(a) suwe, ane

BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
b]nipnanH-2-n)-1H-Hgon-5-kap6oHoBy Kncnoty
[Mpuknapg 15(d)] i 2-amiHO-2-mMeTun-1-nponaHon,

ojepxyioTb  (2-rigpokcn-1,1-gumeTvneTun)amig 1-
meTun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHaon-5-
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KapbOHOBOI KWCMOTW Yy BWUMMAZI >KOBTOI TBEpAol
peyosuHM. T.nn. 161-162°C. MC: 365 (MH™).

(n) (2-rippokcu-1-rigpokcumeTnnemmn)amia  1-
MeTun-3-(1H-niporno[2,3-blnipnguH-2-in)-1H-iHoon-5-
kapboHoBoi knucnot. A2-B1-C33, npoaykt kombiHauii
rpynu A2 B Tabnuui 1, B1 B Tabnuui 2 i C33 B Tabnuui
3:

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memnn-3-(1H-nipono[2,3-
blnipuanH-2-in)-1H-Hgon-5-kap6oHoBy KUCrnoTy
[Mpuknag 15(d)] i cepnHon, ogepxyioTb (2-rigpokcn-
1-rigpokcumeTuneTmn)amia, 1-meTun-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-5-kap6oHoBoT
KWUCNOTW y BUMAAI XKOBTOT TBepAoi pevoBuHW. T.nn.
178-179°C. MC: 365,41 (MH").

(0) (2-kapbamoineTtun)amig  1-vetnn-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-6-kap6oHoBOT
kncrnotn. A2-B18-C24, npoaykt koMbiHauii rpynn A2
B Tabnuui 1, B18 B Tabnuui 2 i C24 B Tabnuui 3:

Hitoun aHanoriyHo npukragy 14(a) suwe, ane
BMKOPUCTOBYIOUN 1-meTnn-3-(1H-niporol[2,3-
blnipugnH-2-in)-1H-Hgon-6-kap6oHoBy KUCrnoTy
[Mpuknap 15(g)] i 3-amiHonponioHamigriogpoxmopua,
ofepkytoTb (2-kapbamoinetun)amig 1-vetun-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-6-kap6oHoBoi
KMUCNOTK y BUMAAI Onigo-KoBTOI TBEPAOI PEYOBMHU.
T.nn. 277-280°C. MC: 362 (MH™).

(p) (2-rinpokcieTvn)amig, 1-meTun-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-Hgon-6-kap6oHoBoi
kncrnotn. A2-B18-C34, npoaykt kombiHauii rpynn A2
B Tabnuui 1, B18 B Tabnuui 2 i C34 B Tabnuui 3:

oH

HNN

0

' s

P

N "L N

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memun-3-(1H-nipono[2,3-
blnipugnH-2-in)-1H-Hgon-6-kap6oHoBy Kucnoty
[Mpuknap 15(g)] i eTaHomamiH, opepkyoTb (2-
rigpokcieTmn)amig 1-vetn-3-(1H-nipono[2,3-
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blnipngnH-2-in)-1H-iHgon-6-kap6oHoOBOT KMCMOTU Y
BUIMSAI KOPUYHEBOiI TBepAoi peyoBuHn. T.nn. 264-
267°C. MC: 335 (MH").

(q) (1H-[1,2,4]rpnaszon-3-in)amig 1-metmn-3-(1H-
nipono[2,3-b]nipnanH-2-n)-1H-iHoon-6-kapboHoBOi
kucrnotn. A2-B18-C51, npoaykt kombiHauii rpynn A2
B Tabnuui 1, B18 B Tabnuui 2 i C51 B Tabnuui 3:

NP

o

Q

[Oitoun aHanoriyHo npukragy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H-Hgon-6-kap6oHoBy Kucnorty
[Mpuknap  15(9)] i  1H-[1,2,4]tpuason-3-inamin,
opnepxytotb (1H-[1,2,4])(Tpnaszon-3-injamig 1-vmeTun-
3-(1H-niporno[2,3-b]nipunanH-2-n)-1H-iHoon-6-
KapbOHOBOI KWCMOTW Yy BWUMMAZI >KOBTOI TBEpAO|
peuosuHu. T.nn. 343-345°C. MC: 358 (MH™).

(r) (2-rippokcu-1-rigpokcumeTunetun)amia  1-
metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHaon-6-
KapboHoBoi KNCIOTK. A2-B18-C33, NPOAYKT
KoMOGiHaUii rpynn A2 B Tabnuui 1, B18 B Tabnuui 2 i
C33 B Tabnuui 3:

OH

O

TN
"

Litoun ananoriyHo npukrnagy 14(a) Buwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(1H-nipono[2,3-
blnipngnH-2-in)-1H4Hgon-6-kap6oHoBy Kucnoty
[Mpuknap 15(g)] i cepuHon, oaepxyoTb (2-rigpokcu-
1-rigpokcumeTnne TN )amig 1-vetnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-naon-6-kap6oHoBoT
KMCNoTM 'y BUMA4I  CBITNO-KOpUYHEBOI TBepAoi
peyoBuHU. T.NM. 247-249°C. MC: 365 (MH").

(s) (2-rippoken-1,1-gumeTuneTvun)amig 1-metvn-
3-(5H-niporo[2,3-b]nipasuH-6-in)-1H-iHaon-5-
kapboHoBoi kucnot. A1-B1-C31, npoaykT kombiHaLii
rpynu A1 B Tabnuui 1, B1 B Tabnuui 2 i C31 B Tabnuui
3:

Litoun  aHanoriyHo
BMKOPMCTOBYIOUN

npuknagy 14(a), ane
1-me™nn-3-(5H-niporno[2,3-

b]nipasuH-6~in)-1H-iHgon-5«ap6oHoBy KUCroTy
[Mpukmapg 15(i)] i 2-amiHo-2-meTun-1-nponaHon,
ofepxytoTe  (2-rigpokeun-1,1-gumeTvnetvn)amig  1-
MeTun-3-(5H-niporno[2,3-blnipasuH-6-in)-1H-iHoon-5-
KapboHOBOI KUCMOTU Yy BWUIMsSAI KOBTOI TBEpPAOi
peyosnHM. T.nn. 210-214°C. MC: 364 (MH").

(t) 3-[6-(4-TpeT-6yTMndeHin-5H-nipono[2,3-
b]nipasuH-7-in)-N-metunnponioHamig A33-B55,
NpoAyKT komGiHauii rpynn A33 B Tabrmui 1 i B55 B
Tabnuui 2:

o, [
N\
H
[N“Ig{ —
NN
H

BHacnigok o6pobks 3a cnocobom, CXOXMM  3i
cnocobom npvknagy 14(a) BULLE, ane
BMKOPUCTOBYIOUN 3-[6-(4-TpeT-6 yTndoeHin-5H-
nipono[2,3-bJnipasnH-7-injnponioHoBy Kucnoty
[Mpuknap 25(a)] i memnamiH, ogepkytoTs 3-[6-(4-
TpeT-6yTnndeHin-5H-nipono[2,3-blnipasnH-7-in)-N-
MeTunnponioHamig y Burnsigi He 3oecim Ginoi tBepaoi
peyoBuHK. T.Nn. 222-228°C. MC: 337 (MH™).

(u) 3-[6-(4-TpeT-6yTndeHin-5H-nipono[2,3-
blnipasuH-7-in)-N,N-gumetunnponioHamia. A34-B55,
npoaykT kombiHauii rpynn A33 B Tabrmui 1 i B55 B
Tabnuui 2:

RN

N

-0

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 3-[6-(4-TpeT-6yTMndoeHin-5H-
niposno[2,3-b]nipasnH-7-injnponioHoBy Kucnoty
[Mpuknap 25(@)] i aumeTunamin, ogepxytots 3-[6-(4-
TpeT-6yTnndeHin-5H-nipono([2,3-bjnipasuH-7-in)-N,N-
AvuMeTunnponioHamia y Burmaai He 3o0BciM - Ginoi
TBepAoi peyoBuHu. T.nn. 203-204°C.MC:351(MH™).

(v) 2-meToKcieTunamig 1-vetTnn-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-ingon-5-«apboHoBoi
kucnotn. A1-B1-C25, npoaykt kombGiHauji rpynu A1 B
Tabnuui 1, B1 B Tabnuui 2 i C25 B Tabnuui 3:

H\/'\O/

-~
(’/\ \-K

H
Hitoun aHanoriyHo npuknagy 14(a) suwe, ane

BMKOPUCTOBYHOUM 1-metnn-3-(5H-niposo[2,3-
b]nipasuH-6-in)-1H-iHoon-5-+«ap6oHoBy Kucnoty
[Mpuknag 15(i)] i 2-meTokcieTMNamiH, 0AepPKyI0Tb 2-
MeToKcieTunamig 1-metun-3-(5H-niporno([2,3-
b]nipasuH-6-in)-1H-iHgon-5«kapboHoBOi  kMcno™M Y

~
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BAMAOi  opaHwkeBoi  TBepaoi  peyoBuHU. MC:
350(MH™). BEPX (Cnoci6 C): Rr=1,27xs.
(w) 2-TieH-2-ineTunamig 1-meTun-3-(5H-

nipono[2,3-b]nipaznH-6-in)-1H-ingon-5-«apboHoBoi
kucnotu. A1-B1-C27, npogykT komGiHauii rpynu A1 B
Tabnuui 1, B1 B Tabnuui 2 i C27 B Tabnuui 3:

T

Litoun ananoriyHo npuknagy 14(a) Buwe, ane
BMKOPUCTOBYIOUU 1-me™n-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5«ap6oHoBy Kucnoty
[Mpuknag 15(i)] i 2-TieH-2-ineTunamiH, ogepXyloTb 2-
TieH-2-ineTunamia 1-memun-3-(5H-niporo(2,3-
b]nipasuH-6-in)-1H-iHgon-5«ap6oHoBOi  KMCrOTM Y
BMMAOi »oBToi TBepAoi pevoBmHU. MC: 402 (MH+).
BEPX (Cnoci6 C): Rt=1,45xs.

(x) 2-dpTopeTvnamia-1-metnn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5«ap6oHoBoi kucnotn. Al-
B1-C53, npoaykT kombGiHauii rpynn A1 B Tabnuui 1,
B1 B 1abnuui 2 i C53 B Tabnuui 3:

CIO—<1

Oitoun aHanoriyHo npukragy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(5H-nipono[2,3-
blnipasnH-6-in)-1H-ingon-5-«ap6oHoBy kucnoTy [15(i)]
i 2-gpropeTvnamiH, ogepxkyotb 2-cpropetunamig 1-
metun-3-(5H-nipono[2,3-b]nipaznH-6-in)-1H-iHaon-5-
KapboHOBOI KMCIOTVM y BUIMAAI OpaHkeBOi TBepAoi
peuosnHu. MS: 338 (MH'). BEPX (Cnoci6
C):R1=1,30x8.

(y) 2-kapboetokcienamig  1-vetnn-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-iHoon-5«apb6oHoBoT
kucrnotn. A1-B1-C54, npoaykt kombiHauji rpynu Al B
Tabnuui 1, B1 B Tabnuui 2 i C 54 B Tabnuui 3:

o’
H
\/\\S
Wy N
[Hf N\ LN

4
Litoun ananoriyHo npuknagy 14(a) Buwe, ane

BMKOPUCTOBYIOUU 1-me™n-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5+«ap6oHoBy Kucnoty
[Mpuknap 15(i)] i rigpoxnopug eTtunosoro edipy B-
anaHiHy, opepxylTb 2-kapboeTtokcieTunamig 1-
metun-3-(5H-nipono[2,3-b]nipasnH-6-in)-1H-iHaoon-5-
KapbOHOBOI KUCIOTW Yy BUMSAAI OpaHxeBoi TBepaoi

peyoBnHu. MS: 392 (MH'). BEPX (Cnoci6 C):
R1=1,38x8.

(2) (rippokcumeTun)kapbomeTokcumeTunamia 1-
MeTun-3-(5H-niporno[2,3-blnipasuH-6-in)-1H-iHoon-5-
kapboHoBoi knucnot. A1-B1-C52, npoaykt kombiHauii
rpynu A1 B Tabnuui 1, B1 B Tabnuui 2 i C52 B Tabnuui
3:

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPMCTOBYIOUN 1-memn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5«ap6oHoBy Kucnoty
[Mpuknap 15(i)] i rippoxnopug mMetunosoro edipy
CEpUHY, OAEPXYIOTb
(rippokenmeTun)kapbomeTokcumeTunamig 1-metnn-3-
(5H-nipornol2,3-b]nipasnH-6-in)-1H-iHgoN-5-
KapbOHOBOI KUCIOTV Yy BUMSAAI OpaHxeBoi TBepaoi
peuosnHu. MC: 394 (MH'). BEPX (Cnoci6 C):
R1=1,24x8.

(aa) 2-rigpokcieTunamig (1-vetun-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-ingon-5-«apboHoBoi
kncrnotn. A1-B1-C34, npoaykt kombiHauji rpynu Al B
Tabnuui 1, B1 B Tabnuui 2 i C34 B Tabnuui 3:

o ~"8
-1
H\.
Eﬂ/ ) N\ N\

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane

BMKOPUCTOBYIOUN 1-memnn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHoon-5-+«ap6oHoBy KucrnoTy
[Mpukrnag 15(i)] i eTaHomamiH, oaepkylTb 2-

rigpokcieTunamig, (1-memn-3-(5H-niporo[2,3-
b]nipasuH-6-in)-1H-iHgon-5-«kap6oHoBoi  KMCrOTM Y
BUMAAiI XKOBTOT TBEpAOi pevoBuHn. T.nn. 171-173°C
(3 poaknamaHHam). MC: 336 (MH™).

(ab) wmemnamig  1-metnn-3-(5H-nipono[2,3-
b]nipa3uH-6-in)-1H-iHoon-5-«ap6oHoBoi kucnotn. Al-
B1-C23, npooykT kombiHauii rpynu A1 B Tabnuui 1,
B1 B 1abnuui 2 i C23 B Tabnuui 3:

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUN 1-memnn-3-(5H-nipono[2,3-
b]nipa3uH-6-in)-1H-iHoon-5-«ap6oHoBy KUCroTy
[Mpuknapg 15(i)] i MeTunamiH, ogepXyl0Tb MeTUNaMig
1-me™nn-3-(5H-nipono(2,3-b]nipasunH-6-in)-1H-iHaon-
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5-kapboHOBOT KMCNOTU Y BUMSAAI KpeMOBOi TBepAoi
peuoBuHn, MC: 304 (MH*). 'H SMP [(CD3)SOJ: &
8,64 (1H, wc); 8,59 (g, 1H, J=1,0lu); 8,27 (g, 1H,
J=2,4Tu); 8,17 (c, 1H); 8,15 (g, 1H, J=2,4T'vn); 7,82
(am, 1H, J=1,0ru, 7,9Tu); 7,62 (a, 1H, J=7,9Iu); 7,21
(c, 1H); 3,96 (c, 3H); 2,82 (c, 3H).

(ac) pumetnnamig  1-meTtun-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5+«ap6oHoBoi kKncnoTm.

A1-B1-C55, npoayTt komGiHauii rpynn A1 B
Tabnuui 1, B1 B Tabnuui 2 i C55 B Tabnuui 3:

[Oitoun aHanoriyHo npukragy 14(a) suwe, ane

BMKOPUCTOBYIOUU 1-memn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgon-5+«ap6oHoBy Kucnoty
[Mpuknapg  15())] |1 AuMMeTMRmaMiH, oOJepXKYlOTb

anmetunamig 1-metnn-3-(5H-nipono[2,3-b]nipasnH-6-
in)-1H-inoon-5«ap6oHOBOT KUCIOTW Y BUTMSAI )KOBTOI
TBEpOOi peuosmHM. MC: 320 (MHY). 'H awp
[(CD3)2SQ]: & 8,26 (g, 1H, J=2,1T'u); 8,18 (c, 1H);
8,15 (g, 1H, J=2,1T'w); 7,62 (g, J=8,1Tw); 7,372 (oA,
1H, J=1,0lu, 8,1T"u); 6,98 (c, 1H); 3,94 (c, 3H); 3,05
(c, 6H).

(ad) [1-meTun-3-(5H-nipono([2,3-blnipa3uH-6-in)-
1H-ingon-5-injwopdoniH-4-irKkeToH. A1-B1-C56,
npoaykT kombGiHauii rpynn A1 B Tabruui 1, B1 B
Tabnuui 2 i C56 B Tabnuui 3:

("a

CO<X

,D,iIO‘-I?/I aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-me™n-3-(5H-nipono[2,3-
b]nipa3uH-6-in)-1H-iHoon-5-«ap6oHoBy Kucnoty
[Mpuknaa 15(i)] i mopcboniH, ogepxyoTe [1-meTnn-3-
(5H-nipono[2,3-b]nipasvH-6-in)-1H-iHgon-5-
inlmopdoniH-4-inkeToH y BUMAAI XOBTOI TBEpAOl
peyosnHM, MC: 362 (MH").

(ae) 4-rigpoken-[1-[1-meTnn-3-(5H-nipono[2,3-
b]nipasuH-6-in]-1H-iHoon-5-inkap6oHinninepuanH.
A1-B1-C57, npogykT kombGiHauii rpynn A1 B Tabnuui
1, B1 B Tabnuui 2 i C57 B Tabnuui 3:

OH

(3

Wa

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPMCTOBYIOUN 1-memn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHgoon-5«ap6oHoBy Kucnoty
[Mpuknag 15(i)] i 4-rigpokcuninepuavH, oaepxyioTb 4-
rigpoken-[1-[1-meTnn-3-(5H-nipono[2,3-b]nipa3uH-6-
in}-1H-ingon-5-inkapboHinninepnanH  y  BumMAgi
xoBTOi TBepaol peuosuHu, MC: 376 (MH"), 398
(MNa™).

(af) wmetunamig  3-[1-meTnn-3-(5H-niponol[2,3-
b]nipaswH-6-in)-1H-iHaon-5-
in)kap6oHinamiHonponioHosoi kucnoti. A1-B1-C26,
npoaykT komGiHauii rpynu A1 B Tabruuyi 1, B1 B
Tabnuui 2 i C26 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPMCTOBYIOUN 3-[1-metnn-3-(5H-nipono[2,3-
b]nipasuH-6-in)-1H-iHaon-5-
inJkapboHinamiHonponioHoBy kucnoTy [Mpuknag 15(1)]
i MeTMnamiH, ogepxyloTb Metunamig 3-[1-vetnn-3-
(5H-niponol2,3-b]nipasnH-6-in)-1H-iHgoNn-5-
in)kapboHinamiHonponioHoBOT KUCNOTU Yy BUMMAGJ
oBTOi TBepaoi peuoBuHu. MC: 377 (MH'). BEPX
(Cnoci6 C): Rt=1,20xe.

(ag) 3-rigpokeunponinamis, 1-metun-3-(5H-
nipono[2,3-b]nipasznH-6-in)-1H-ingon-5-«apboHoBoi
kncrnotn. A1-B1-C34, npoaykt kombiHauji rpynu Al B
Tabnuui 1, B1 B Tabnuui 2 i C34 B Tabnuui 3:

157
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Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKOPUCTOBYIOUU 1-memn-3-(5H-niporno[2,3-
b]nipasuH-6-in)-1H-iHoon-5«ap6oHoBy Kucnoty
[Mpuknag 15()] i 3-rigpokcunponinamiH, ogepXyioTb
3-rigpokcunponinamig 1-metun-3-(5H-niporo(2,3-
blnipa3uH-6-in)-1H-ingon-5«ap6oHoBoi  kMcnotM y
BMMmMAAi »xoBToi TBEepAoi pevosmHu. MC: 350 (MH+).
BEPX (Cnoci6 C): R1=1,22xs.

(ah) 3-{6-[4-(1-vetun)eTokcndeHin]-5H-
niposno[2,3-bJnipasnH-7-in}-N-meTunnponioHamig.
A33-B63, npoaykT komGiHauii rpynu A33 B Tabnuui 1 i
B63 B Tabnunui 2:

R

o~



153 85660 154

Litoun aHanoriyHo npuknagy 14(a) suwe, ane
BMkopuctoBytoun 3-{6-[4-(1-meTun)etokcndpeHinl-5H-
nipono[2,3-blnipasnH-7-injnponioHoBy Kucnoty
[Mpukrnag 25(b)] i meTnamiH, ogepxyote 3-[6-[4-(1-
MeTun)eTokcudeHin)-5H-niporo[2,3-b]nipasunn-7-in]-
N-meTunnponioHamig y BUIMAAI XOBTOI TBEpPAOT
peuosuHn, MC: 339 (MH'). BEPX (Cnoci6 C):
R1=1,49x8.

(ai) 3-[6-(4-meTOKCMeHIN)-5H-nipono[2,3-
blnipasuH-7-in}-N-metunnponioHamig. A33-B77,
npoaykT kombiHauii rpynn A33 B Tabrmui 1 i B77 B
Tabnuui 2:

[itoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKOPUCTOBYIOUM 3-[6-(4-meTOKCHMDEHIN-5H-
nipono[2,3-bJrapasuH-7-injnponioHoBy Kucnoty
[Mpuknap 25(d)] i memmnamiH, ogepxytoTe 3-[6-(4-
MeTokcnaeHin)-5H-niporno[2,3-b]nipasnH-7-n]-N-
MeTunnponioHamig y Burnsgi He 3oscim Ginoi tBepaoi
peyosmuHn. 'H AMP [(CD3)2SOJ: & 12,0 (c, 1H); 8,3 (a,
1H); 8,2 (g, 1H); 7,7 (@, 2H); 7,1 (g, 2H); 3,8 (c, §H);
3,05 (1, 2H); 2,6 (1, 2H); 2,5 (¢, 3H). MC: 310 (MH").

(aj) 3-{6-[4-(1-meTun)eTokcudeHin]-5H-
nipono[2,3-b]nipasnH-7-injnponioHamia. A32-B63,
npoaykT kombiHauii rpynn A32 B Tabrmui 1 i B63 B
Tabnuui 2:

Litoun ananoriyHo npukrnagy 14(a) Buwe, ane
BukopmctoBytoun 3-{6-[4-(1-meTun)eTokcmceHin]-5H-
nipono[2,3-bJnipasnH-7-injnponioHoBy Kucnoty
[Mpuknap 25(b)] i xnopug amoHito, ogepxyiots 3-[6-
[4-(1-metun)eTokcndpeHin]-5H-nipono[2,3-b]nipasnH-
7-injnponioHamig y BurmAgi 6inoi TBepAoi peYoBMHM.
MC: 325 (MH"). BEPX (Cnoci6 C):R1-1,44xB.

(ak) 3-[6-(4-rinpokendpeHin)-5H-nipono[2,3-
b]nipasuH-7-injnponioHamia. A32-B78, NPOAYKT
komOiHaUii rpynu A32 B Tabnuui 1 i B78 B tabnuui 2:

N
PeaWas

P

N

H

Oitoun aHanoriyHo npukragy 14(a) suwe, ane
BMKOPUCTOBYHOUN 3-[6-(4-rinpokcudeHin)-5H-
nipono[2,3-b]nipasnH-7-injnponioHoBy Kucrnoty
[Mpuknaa 30] i xnopua amoHito, ogepxytoTe 3-[6-(4-
rigpokemaeHin)-5H-nipono[2,3-binipasunH-7-
injnponioHamig y Burnagi 6inoi TBepaoi peyoBuHM
MC: 283(MH™). BEPX (Cnoci6 C): R1=2,18xa.

(al) 3-[6-(4-dropdpeHin)-5H-nipono[2,3-b]nipasnH-
7-in]-N-meTunnponioHamia. A33-B89, nNpoayKT
kombiHaUii rpynu A33 B Tabnuui 1 i B89 B tabnuui 2:

o, [

"

OO
P
A

Hitoun aHanoriyHo npukrnagy 14(a) suwe, ane
BMKopucToBytoun 3-[6-(4-TopdeHin)-5H-niporo|[2,3-
b]nipasuH-7-inlnponioHoBy kucnoty [Mpuknag 25(c)] i
MeTunamiH, ogepkytotb  3-[6-(4-propdeHin)-5H-
nipono[2,3-bJnipasnH-7-in}-N-meTunnponioHamig, y
BMMmMAAi He 30BciM Ginoi TBepAoi peyoBUHN. H amP
[(CD3)2SQ]: 6 12,5 (c, 1H); 8,4 (m, 1H), 8,2 (m, 1H);
7,8 (g, 2H); 7,4 (g, 2H); 3,1 (1, 2H); 2,6 (T, 2H), 2,5 (c,
3H). MC: 298 (MH™).

(am) (2-meTokcieTun)amig 3-[4-(3,5-
anmeTunisokcasonin-4-in)-1H-nipono[2,3-b]nipnanH-
2-in]-1-metn-1H-iHgon-5«ap6oHoBoi kucrotm. A83-
B1-C25, npoaykT kombiHauii rpynu A83 B Tabnuui 1,
B1 B Tabnuui 2 i C25 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKopucTtoBytoun  3-[4-(3,5-aumeTunizokcason-4-n)-
1H-niponol[2,3-bInipnanH-2-in]-1-metmn-1H-iHgon-5-
kapboHoBy kucrnoty [Mpuknag 15(m)] i 2-
MeTOKCieTUNamiH, oaepXytoTb (2-MmeTokcieTnn)amig, 3-
[4-(3,5-anmeTnnizokcasonin-4-in)-1H-nipono[2,3-
blnipnanH-2-in]-1-metnn-1H-Hgon-5-kap6oHoBoT
KWUCNOTW Yy BUMSAI TBepAoi peyoBuHU. T.nn. 249-
250°C. MC: 443 (M").

(an) (2-meTokcietTun)amig 3-[4-(3,5-
anmeTunisokcasonin-4-in)-1H-niporo[2,3-b]nipnanH-
2-in}-1H-iHgon-5«ap6oHoBoi kucnot. A83-B2-C25,
npoaykT komGiHauji rpynn A83 B Tabnuui 1, B2 B
Tabnuui 2 i C25 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 14(a) suwe, ane
BMKkopuctoBytoun  3-[4-(3,5-aumeTunizokcason-4-n)-
1H-nipono|[2,3-b]nipnanH-2-in]-1H-ingon-5«ap6oHoBy
kucroty [MPUKIAO 15(n)] i 2-meTokcieTnnamin,
OLEPXKYIOTb (2-meTokcieTun)amig 3-[4-(3,5-
anmeTunisdokcasonin-4-in)-1H-nipono[2,3-blnipnavH-
2-in]-1H-iHpon-5-«kap6oHoBoT KMCroTH y BUrMsAAi Ginoi
TBepAoi peyoBuHu. T.nn. 274-275°C.MC: 430 (MH™).

(ao) (2-rippoken-1,1-pumeTuneTun)amig  3-(4-
uiaHo-1H-nipono[2,3-b]nipuamH-2-in)-1-meTun-1H-
iHoon-5«apboHoBoi kucriotv. A3-B1-C31, npoaykt



155 85660 156

kombGiHauii rpynu A3 B Tabnuui 1, B1 B Tabmmui 2 i
C31 BT1abnuui 3:

Litoun ananoriyHo npuknagy 14(a) Buwe, ane
BMKOPUCTOBYIOUU 3-(4-uiaHo-1H-niporo[2,3-
blnipugnH-2-in)-1-metmn-1H-ingpon-5-«kap6oHoBy
kucnoTy [Mpwknag 15(r)] i 2-amiHO-2-MeTMANpPONaHon,
ofepxytoTb (2-rigpoken-1,1-gumeTvnetvn)amia 3-(4-
uiaHo-1H-nipono[2,3-bJnipuamH-2-in)-1-meTun-1H-
iHoon-5«apboHoBoOi  kucnotm y Burmaai  TBepAol
pevosnHu. MC: 388 (MH'). BEPX (Cnoci6 C):
R1=2,81xB.

(ap) (2-rigpokcn-2-meTvnnponin)amig 3-(4-uiaHo-
1H-niponol[2,3-bInipnguH-2-in)-1-metmn-1H-iHgon-5-
kapboHoBoi kucnot. A3-B1-C97, npoaykT kombiHauii
rpynn A3 B Tabnuui 1, B1 B 1abnuui 2 i C97 B
Tabnuui 3:

Oitoun aHanoriyHo npukragy 14(a) suwe, ane
BMKOPUCTOBYIOUU 3-(4-uiaHo-1H-niporno[2,3-
blnipnanH-2-n)-1-vetmn-1H-ingon-5«ap6oHoBy
kucroty [Mpuknag 15(r)] i 3-amiHO-2-meTnn-2-
nponaHon (ogepxaHwi 3a c1ocoboM, OnMcaHum
[Cabelta et. al. Tetrahedron, 1995, 51 (6), 1817-
1826]), ogepxyoTb (2-rigpokcu-2-vetunnponinjamig
3-(4-uiaHo-1H-niporno[2,3-bInipuanH-2-in)-1-metnn-
1H-iHpon-5«apboHoBOi  KMCNOTU Yy BUMALI XKOBTOI
TBepAoi peyoBuHU. PX-MC: Cnoci6 D: Rr=2,69xB.,
388 (MH™).

(aq) 2-[556-gumeToken-3-(1H-nipono[2,3-
b]nipnanH-2-in-ingon-1-in}-1-mopdoniH-4-ineTtaHoH.
A2-B118-C1, npoaykT kombiHauii rpynn A2 B Tabnuui
1,B118 B Tabnuui 2 i C1 B Tabnuui 3:

v
O
DR
- N N
\
*‘ 9
Oitoun  aHanorivHo  npwknagy 14(a), ane
BMKopucToBytoun  [5,6-aumeTokcun-3-(1H-niporo[2,3-

blnipnannH-2-in)ingon-1-injoutoBy kucnoty [[Mpuknag
13(9)l, OfEePXKYI0Tb 2-[5,6-gumeTokcn-3-(1H-
nipono[2,3-bJnipuanH-2-in)iHgon-1-in]-1-mopdoniH-4-
ineTaHoH y BumsAgi 6nigo-KoBTOT TBEPAOT PEYOBUHM.
T.nn. 260°C (3 posknagaHHam). TWX: Rg=0,37
(amxnopmeTanMmeTtaHon, 9/1). MC: ESI; m/z=421
MH*.

Mpuknag 15

(a) [1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-ingon-5-inoken]outosa KMcnora. A2-B1-C6,
npoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B1 B
Tabnuui 2 i C6 B Tabnuui 3:
O

Po3unH etunosoro edipy {1-metmn-3-[1-(tonyon-
4-cynboHin)-1H-niporno[2,3-b]nipnanH-2-in]-1H-
iHoon-5-nokcn}ouToBoi KUCIoTn [500mr,
MopisHanbHWA npuknag 15(b)] B meTaHoni (25mn)
0bpobnatoTb rigpokcmaom kanito (5H, 3mn) i noTim
KUMN'ATATb 3i 3BOPOTHUM XONOAMMbHUKOM NpoTarom 16
roavH. PO34YvHHVK BUAANSAIOTb MNPU 3HWKEHOMY TUCKY i
3anuwok obpobnstTs Bogot (10mn). pH cymilwi
[oBOAATb OO 7, [OJalwyM OuToBY KWUCIOTY, |
OoflepXaHy 6e36apBHy TBEPAOY peyvoBUHY
BioINbTPOBYIOTL,  MOTIM  CyWaTb,  OAEpPXKYuu
BKasaHy B 3aronosky cnonyky (170mr) y surmsagi
6e36apBHOi TBepaoi peyoBuHu. T.nn. >300°C. MC:
322 (MHY).

(b) 2-[1-meTnn-3-(1H-niporo[2,3-b]nipnguH-2-in)-
1H-inpon-5-inoken]-nponioHoBa kucnota. A2-B1-C2,
nNpoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B1 B
Tabnuui 2 i C2 B Tabnuui 3:

OH

e

0
f A\
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H

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOpUCTOBYIOUM eTunosui edip 2-{1-metnn-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blinipnanH-2-
in]-1H-ingon-5-inokcu}nponioHoBOT KMcnotu
[MopiBHanbHUR npuknag 15(c)], opepxyoTe 2-[1-
MeTnn-3-(1H-nipono[2,3-b]nipnguH-2-in)-1H-iHaon-5-
inoken]nponioHoBy KucrnoTty y Burmsgi 6es3bapsHoi
TBepAoi peyoBnHu. T.nn. 177-178°C. MC: 336 (MH").

(c) 1-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpon-5-inokcn]-umknobyraH-1-kapboHoBa
kucnota. A2-B1-C11, npoaykt kombiHauji rpynu A2 B
Tabnuui 1, B1 B Tabnuui 2i C1 1 B Tabnuui 3:

OXO“H
Q
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NN N
H
Hitoun aHanoriyHo npuknagy 15(a) suwe, ane

BMKOpucTOBYtoun eTtunosun edip 1-{1-metnn-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-

l
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in}-1H-inpon-5-inoken}umknobyraHkap6oHOBOT
kucnoTu [MopisHanebHui npuknag 15(d)], ooepxytoTs
1-[1-me™n-3{(1H-nipono[2,3-blnipnamH-2-in)-1H-
iHoon-54nokcu]uvknobyraH-1-kapboHOBY KUCMOTY Yy
Bumani 6e3dapeBHOi TBepaoi pedoBuMHKU. T.nn. 168-
169°C. MC: 362 (MH").

(d) 1-metun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpon-5«apboHoBa kucnoTa. A2-B1-C28, npoaykT
KomOiHauii rpynn A2 B Tabrmui 1, B1 B Tabrmui 2 i
C28 B Tabnuui 3:

OOH
=
[ >
NT N ~
H

Litoun ananoriyHo npuknagy 15 (a) suwe, ane
BMKOPUCTOBYOUM MeTunosun edip 1-metnn-3-[1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-b]nipnanH-2-
in}-1H-ingon-5-«apboHoBoi  kucrnomm [[opiBHAMbHWA
npuknag  19(a)l, opepxyioTb 1-vetnn-3-(1H-
nipono[2,3-blnipnanH-2-in)-1H-iHgon-5-kap6oHoBy
KWUCIMOTY Yy BUIMSAI XXOBTOI TBEpPAOI peyvoBuHuU. T.nn.
>300°C. MC: 291 (MH").

(e) 1-vetnn-3-(1H-nipono[2,3-b]nipuanH-2-in)-
1H-iHpoon-5-on. A2-B1-C10, npoaykT komGiHauii rpynn
A2 B Tabnuui 1, B1 B Tabnuui 2 i C10 B Tabnuui 3:

[itoun aHanoriyHo npukrnagy 15(a) suwe, ane
BMKOPUCTOBYHOUM 1-memun-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bnipngnu-2-in]-1H-Hgon-
5-on [MopisHansHnin npuknag 14(a)l, ogepxytots 1-
MeTun-3-(1H-niporno[2,3-blnipnguH-2-in)-1H-inoon-5-
on y BUMMAAI XOBTOI TBepAol pedyoBuHU. T.nn. 199-
200°C. MC: 264 (MH").

(f) 1-[1-(unknobyraHkapboHoBa kucnota)-3-[1H-
niposo[2,3-b]nipnamH-24n}-1H-iHgon-5-
inoken]umknobyraHkapboHoBa kucrota. A2-B12-C11,
npoaykKT kombGiHauii rpynu A2 B Tabnuui 1, B12 B
Tabnuui 2i C11 B Tabnuui 3:
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Litoun ananoriyHo npuknagy 15(a) Buwe, ane
BMKOpMCTOBYIOUM eTunosun edip 1-{1-(etnnosun
edip umknobyraHkap6oHoBOi kMcnoTtn)-3-[1-(Tonyon-
4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-in]-1H-

iHaon-5-nokcuiumknobyraHkapboHOBOI KNCnoTn
[MopisHANbHUM npuknag 23 (d)], ogepxyots 1-{1-
(umknobyraHkapboHoBa kucrnoTa)-3-[1H-niporo[2,3-

b]nipnann-2-in}-1H-iHgon-5-
inoken}umknobyraHkapGoHOBY KWCNOTY Yy BUMMAAi
XoBToi TBepaoi pevoBuHu. T.nn. 240°C (3
posknagaHHam). MC: 444 (MH™).

(9) 1-vetun-3-(1H-nipono[2,3-b]nipnanH-2-in)-
1H-inpon-6-«kapboHoBa KucrioTa. A2-B18-C28,
npoaykT komGiHauji rpynun A2 B Tabnuui 1, B18 B
Tabnuui 2 i C28 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOPUCTOBYIOUM MeTunosun ediip 1-metnn-3-[1-
(Tonyon-4-cynboHin)-1H-niposo[2,3-b]nipnguH-2-
in}-1H-ingon-6-«apboHoBoi kncnotu, [[opiBHAMLHWA
npuknag  13(g)l, oAepxyioTb 1-vetnn-3-(1H-
nipono[2,3-b]nipnanH-2-in)-1H-iHgon-6-kap6oHoBy
KWUCMOTY Yy BUIMSAAI XXOBTOI TBEpAOi peyvyoBuHwU. T.nn.
359-361°C. MC 292 (MH").

(h) 3-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-iHpon-5-injnponioHoBa  kucnoTta.  A2-B1-C21,
npoaykT kombGiHauii rpynn A2 B Tabruui 1, B1 B
Tabnuui 2 i C21 B Tabnuui 3:

(v}

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOpUCTOBYtOuM etunosui edip 3-{1-metnn-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-
in]-1H-ingon-5-injnponioHoBoT KMCNOTK
[MopiBHanbHUR npuknag 38(a)], oaepxyote 3-[1-
metun-3-(1H-niporo[2,3-b]nipnanH-2-in)-1H-iHaon-5-
injnponioHoBY KWCMOTY Yy BUMMSAAI XXOBTOi TBEpAOl
peyoBuHU. T.Nn. 268-270°C. MC: 320 (MH").

(i) 1-memnn-3-(5H-nipono[2,3-b]nipnaH-6-in)-1H-
iHoon-5«apboHoBa kucnota. A1-B1-C28, npoaykt
KoMbGiHauii rpynu A1 B Tabnuui 1, B1 B Tabmmui 2 i
C28 B Tabnuui 3:
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Hitoun  ananorivHo npwknagy 15(a), ane
BMKOPUCTOBYIOUM MeTunosui edip 1-vetun-3-(5H-
nipono[2,3-b)nipasnH-6-in)-1H-iHaon-5«ap6oHoBoi
kucnotu [[MopiBHsaneHUM npuknag 19(b)], ogepxyiotsb
1-memn-3-(5H-nipono(2,3-b]nipuaH-6-n)-1H-iHaon-
5-kap6oHOBY KMCNOTY Y BUMSAAI KOPUYHEBOT TBEPAO|
pevosuHu. T.nn. 350°C. BEPX (Cnocit A):
R1=5,85xB.
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() [2-meTokcmn-5-(5H-nipono[2,3-bInipnanH-6-
in)deHokenloutoBa  kucnota.  A1-B67, npoaykT
komOiHaUii rpynm A1 B Tabnuui 1 i B67 B Tabnuui 2:

0
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[itoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOPMCTOBYIOUN eTunosun edip [2-meToken-5-(5H-
nipono[2,3-b]nipasnH-6-in)deHokcn]ouToBoi KMCNOTU
[Mpukmap  27], opepxyloTs  [2-meToKcn-5-(5H-
niposno[2,3-b]nipnanH-6-n)dpeHoken]ouToBY KUCNOTY Y
Burnagi 6inoi TBeppoi pevosunu. T.nn. 330-332°C.
MC: 300 (MH").

(k) 3-[2-pumeTnnamino-5-(5H-nipono(2,3-
blnipnann-6-in)denHin]nponioHoBa kucrota. A32-B74,
npoaykKT komGiHauii rpynn A32 B Tabrmui 1 i B74 B
Tabnuui 2:

0,

-
0~
N7 N v
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[itoun aHanoriyHo npukrnagy 15(a) suwe, ane
BMKOpUCTOBYtouM  etun  3-[2-aumeTunamiHo-5-(5H-
nipono[2,3-b]nipasnH-6-in)deHin]nponioHat
[MopiBHanbHu npuknag 38(b)], opepxytote 3-[2-
anmeTunamiHo-5-(5H-nipono(2,3-b]nipnamH-6-
in)dpeHin]nponioHoBY KUCNOTY Yy BUMSAi OpaHXeBoi
TBEPAOi peyoBMHN. T.Nn. 269-271°C. MC: 311 (MH").
() 3-[1-memun-3-(5H-niporo[2,3-b]nipnanH-6-in)-
1H-iHpon-5-in]«apboHinamiHonponioHoBa  kucnoTa.
A1-B1-C58, npoaykT kombGiHauji rpynn A1 B Tabnuui
1, B1 B Tabnuui 2 i C58 B Tabnuui 3:

Litoun ananorivHo npuknagy 15 (a) Buwe, ane
BMKOPUCTOBYOUM 2-kapboeTokcieTnamig 1-metun-3-
(5H-nipono(2,3-b]nipnanH-6-in)-1H-iHaon-5-
kapboHoBoi kucrotn [Mpwuknag 14(y)] i rigpokeva
HaTpito, ogepxylote 3-[1-meTun-3-(5H-niporo|[2,3-
blnipngnH-6-in)-1H-Hgon-5-
inJkapboHinamiHONpPonioHOBY ~ KWUCMOTY Yy  BUMAAI
oparxeBoi TBepoi peyosuHK (35mr). MC: 364 (MH).
BEPX (Cnoci6 C): Rt=1,24xs.

(m) 3-[4-(3,5-gumeTnnisokcason-4-n)-1H-
nipono[2,3-bJnipnanH-24n}-1-metmn-1H-iHaon-5-
kapboHoBa Kucrnora, A83-B1-C28, NPOAaYKT

komOiHauii rpynu A83 B Tabnuui 1, B1 B Tabnuuj 2 i
C28 B Tabnuui 3:

Hitoun aHanoriyHo npwknagy 15 (a) suwe, ane
BMKOPUCTOBYIOuM  MeTunoBun  ecip  3-[4-(3,5-
anmeTunidokcazon-4-in)-1-(tonyon-4-cynboHin)-1H-
nipono[2,3-bJnipuanH-2-n}-1-metmn-1H-iHaon-5-
KapboHoBOi kucnot [MopiBHANBHMIA Npuknag 13(m)],
OLEPXKYIOTb 3-[4-(3,5-gumeTunizokcason-4-in)-1H-
nipono[2,3-blnipnanH-2-in}-1-metmn-1H-ingon-5-
KapOOHOBY KWCMOTYy y BUMAAi >KOBTOI TBEpAO|
pevoBuHu. T.nn. >305°C. PX-MC(CMOCIb D):
RT=2,57XB.

(n) 3-[4-(3,5-gumeTnnisokcazon-4-in)-1H-
nipono[2,3-bJnipnanH-2-n]-1H-iHgon-5«ap6oHoBa
kucnoTta. A83-B2-C28, npoaykT kombiHauii rpynu A83
B Tabnuui 1, B2 B Tabnuui 2 i C28 B Tabnunui 3:

N—O a] O\

Hitoun ananoriyHo npuknagy 15 (a) suwe, ane
BMKOpUCTOBYIOUM  MmeTunosu  edip  3-[4-(3,5-
anmeTunisokcazon-4-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-b]nipuanH-2-n]-1H-iHgon-5«ap6oHoBoi
kncnoTu [MopisHaneHun npuknag 12(1)], oaepxkyoTs
3-[4-(3,5-meTunisokcason-4-in)-1H-niporno[2,3-
blnipugnH-2-in}-1H-ingon-5«apboHoBy  kucnoty y
BMIMSAi XoBTOT TBepAdoi pevoBuHu. T.nn. >300°C.
MC: 373 (MH").

(o) 4-(3,5-pumeTunisokcason-4-in)-2-(5-veTokcu-
1-memn-1H-iHngon-3-in)-1H-nipono[2,3-b]nipnamH.
A83-B1-C1, npoaykT kombiHauji rpynn A83 B Tabnuui
1, B1 B Tabnuui i C1 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOpUCTOBYOuM 4-(3,5-gnmeTunisokcason-4-in)-2-(5-
meTokcmn-1-metun-1H-ingon-3-in)-1-(tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuaunH [MopiBHANbHWIA
npuknag, 13(m)], OdEPXKYIOTb 4-(3,5-
anmeTunidokcazon-4-in)-2-(5-metokcn-1-metmn-1H-
iHaon-34n)-1H-nipono[2,3-binipnanH y BUrNAAi
»KOBTOI TBepAoi pevoBuHW. T.nn. 254-255°C. MC: 373
(MH™).

(p) 4-(3,5-gumeTnnizokcason-4-n)-2-(5-mMeToKCi-
1H-ingon-3-in)-1H-nipono[2,3-blnipuanH. A83-B2-C1,
npoaykT komOiHayji rpynn A83 B Tabnuui 1, B2 B
Tabnuui 2 i C1 B Tabnuui 3:
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[itoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOpUCTOBYtOuM 4-(3,5-anmetunisokcason-4-in)-2-(5-
meTokci-1H-iHgon-3-in)-1-(Tonyon-4-cynb ¢oHin)-1H-
niposo[2,3-b]nipnguH [MopiBHANBHUA npuknag
12(m)], ogepxytotb 4-(3,5-gumeTnnisokcason-4-in)-2-
(5-meTokci-1H-iHgon-3-in)-1H-nipono[2,3-bjnipnavH y
BMMAAi XXOBTOT TBepAoi pedosunun. T.nn. 270-271°C.
TWX: RF=0,29 (eTvnaueTat/rentaH, 4:1).

(q) 3-(4-veTtokcu-1H-tipono[2,3-b]nipnannH-2-in)1-
metun-1H-ingon-5«ap6oHosa kucnota. A5-B1-C28,
nNpoaykT komGiHauii rpynu A5 B Tabnuuyi 1, B1 B
Tabnuui 2 i C28 B Tabnuui 3:

Litoun ananoriyHo npukrnagy 15(a) Buwe, ane
BMKOpMCTOBYIOUM MeTunosui edip 3-[4-(meTokcn-1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-blnipnguH-2-
in}-1-memn-1H-ingon-5-«ap6oHoBy KUCNoTy
[MopiBHANbHUM npuknag 2(q)l, oaepxyioTs 3-(4-
meTokcmn-1H-nipono[2,3-blnipnanH-2-in)-1-vetn-1H-
iHoon-5«apboHoBy KUCMOTY y BUMsSAi  pOXeBOi
TBEpAOi pevoBmHU. PX-MC: CIMOCIB D: Rr=2,39xB.,
MC: 322 (MH™).

(r)  3-(4-uiaHo-1H-nipono[2,3-blnipnanH-2-in)-1-
MmeTun-1H-ingon-5«ap6oHoBa kucrota. A3-B1-C28,
nNpoAaykKT kombGiHauii rpynu A3 B Tabnuui 1, B1 B
Tabnuui 2 i C28 B Tabnuui 3:

Litoun ananoriyHo npuknagy 15 (a) suwe, ane
BMKOpMCTOBYIOUM MeTunosun edip 3-(4-uiaHo-1H-
nipono[2,3-bJnipnanH-24n)-1-meTnn-1H-4Hgon-5-
kapboHoBOi kucroTu, [[MopiBHANbHMIA Npukrag 81],
opgepxkytoTe  3-(4-uiaHo-1H-nipono[2,3-bInipngnH-2-
in)-1-memn-1H-Hgon-5-kap6oHoBy KUCNoTy y
BMMsAi poxesoi TBepaoi peyosuHn. BEPX (Cnocib
C): Rt=2,89x8. MC: 317 (MH").

(s) 3-(1H-nipono[2,3-blnipuauH-2-in)-1H-ingon-5-
kapboHoBa kucnoTta. A2-B2-C28, npoaykT kombiHaLii
rpynn A2 B Tabnuui 1, B2 B Tabnuui 2 i C28 B
Tabnuui 3:

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOPMCTOBYIOUM MeTunosui  edip  1-(tonyon-4-
cynboHin)-3-[1-(tonyon-4-cynsoHin)-1H-
nipono[2,3-bJnipnanH-2-in]-1H-iHgon-5«ap6oHoBoi
kmucnoTu [MopiBHanbHUI npuknag 12(p)], oaepxyoTb
3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHgon-5-
KapOOHOBY KWCMOTY y BUMSAi >KOBTOI TBEpAO|
pevoBnHM. T.nn. >300°C. 'H AMP [(CD3):SOJ: &
12,85-12,95 (1H, c); 12,10-12,00 (1H, c); 8,65 (1H, c);
8,31 (1H, an); 8,28 (1H, n); 8,25 (1H, an); 7,85 (1H,
an); 7,55 (1H, a); 7,30 (1H, m); 6,97 (1H, p).

(t)y  2-(5-metokd-1H-iHpon-3-in)-1H-nipono[2,3-
blnipngnH-4-«apboHosa KucroTa. A67-B2-C1,
npoaykT komGiHaujii rpynn A67 B Tabnuui 1, B2 B
Tabnuui 2 i C1 B Tabnuui 3:

Hitoun aHanoriyHo npuknagy 15(a) suwe, ane
BMKOPUCTOBYIOUN TpeT-6yTunosun edip 2-(5-meTokdi-
1H-inpon-3-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-b]nipnanH-4-«kapOoHOBOT KMCIoTu
[MopisHanbHMI npuknag 67(b)], ogepxyoTe 2-(5-
meTokcm-1H-iHaon-3-in)-1H-nipono[2,3-b]nipnanH-4-
KapbOHOBY KUCMOTy y BUMAAi TeMHOi TBepdoi
pedyoBnHun. MC: 308(MH'), TIWX  Rr=0,04
(etvnauertat/renTaH, 3:1).

(u) kanin 2-(5-meTokcm)-1H-iHgon-3-n)-1H-
nipono[2,3-blnipnanH-4«apbokcunat, kaniesa Cinb
A2-B2-C28, npoaykTy kombiHaLii rpynvn A2 B Tabnuui
1, B2 B Tabnuui 2 i C28 B Tabnuui 3:
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Hitoun aHanoriyHo npukrnagy 15(a) suwe, ane
BMKOPUCTOBYIOUM MeTunosun edip 1-metun-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-
in}-1H-ingon-5«apboHoBoi  kucrnom [[opiBHAMbHWIA
npuknag 19(a)] i BunapoByouM peakuinHy cymiw 3
noganblmMmM cycneHoyBaHHsM B MiHiManbHoMy 00'eMi
BOAW, 30MpaHHAM TBepAOi YACTUHU i CYLWiHHAM npu
60°C y Bakyymi, ogepxyoTb kanin 2-(5-meTokci-1H-
iHgon-3-n)-1H-nipono[2,3-bjnipuanH-4-kapbokcunar.
TWX: RF=0,00 (emmnaueTtat/neHTaH, 2:3). H amP
[(CD3)2SQJ: 6 8,57 (1H, c); 8,10, (1H, aa); 7,90 (3H,
m); 7,33 (1H, g); 7,00 (1H, on); 6,75 (1H, g).

Mpuknag 16
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(a) 2-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-iHpon-5-inokcnletaHon. A2-B1-C3, NPOAYKT
kKoMbiHauii rpynn A2 B Tabnuui 1, B1 B Tabrmui 2i C3
B Tabnuui 3:
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Po3uuH etunosoro edipy {1-metun-3-[1-(tonyon-
4-cynboHin)-1H-nipono[2,3-b]nipnanH-2-in]-1H-

iHaon-54nokcu}ouToBoi KMCroTu [120mr,
MopiBHanbHUA  npuknag  15(b)] B  6Ge3BogHOMY
TeTparigpodypaHi (5mn) obpobnsatot
antomorigpnaom niTito (1,0M PO34MH B

TeTparigpodypaHi, 50mkn) npu 0°C B artMocdepi
asoTy. Cymiw 3anuwatoTb HarpiBatMcb A0 KiMHaTHOT
TemnepaTtypu, NOTIM NepeMillyioTe NPOoTAroMm 3 roguH
i noTim obepexxHo BunueaioTb y Body (75mn). Cymiw
Tpuui ekcTpanytoTb etunaueTtatom (25mn). O6'egHaHi
OpraHiyHi  eKCTpakTM MpPOMUBAIOTL  HACUYEHUM
po3uvHOM coni (75mn), cywatb Hag cynbdaTtom
HaTpito i MOTIM BMMApOBYIOTb, OAEPXKYIOUM BKasaHy B
3aronoBky crnonyky (45wvr) y sumsagi 6e3bapsHoi
TBepAoi peyoBuHu. T.nn. 209-210°C. MC: 308 (MH™).

(b) 2-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpon-5-inokennponax-1-on. A2-B1-C7, npoaykTt
koMbGiHauii rpynn A2 B Tabnumui 1, B1 B Tabrmui 2 i C7
B Tabnuui 3:

[itoun aHanoriyHo npukrnagy 16(a) suwe, ane
BMKOPUCTOBYOUM eTunoBuii edip 2-{1-metun-3-[1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-b]nipnauH-2-ini-
1H-inpon-5-inokcn}nponioHoBOT KMCNoTu
[MopisHanbHu Mpuknag 15(c)], ogepxkyiote 2-[1-
metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHaon-5-
inokevlnponan-1-on y Burnsaai 6e3bapeHoi TBepAoi
peyosnHM. T.Nn. 164-165°C. MC: 320 (MH™).

(c) {1-[1-meTnn-3-(1H-niporo[2,3-b]nipnguH-2-in)-
1H-inpon-5-inoken]umknobytun} meTaHon. A2-B1-
C12, npogykT KombiHauii rpynn A2 B Tabnuui 1, B1 B
Tabnuui 2 i C12 B Tabnuui 3:
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[itoun aHanoriyHo npuknagy 16(a) suwe, ane
BMKOpMCTOBYtIoUN eTtunosui edip 1-{1-metun-3-[1-
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(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-
in]-1H-ingon-5-inoken}unknobyraHkap6oHOBOT
kncnoTu [MopisHaneHun npuknag 15(d)], oaepxyots
{1-[1-memnn-3-(1H-nipono[2,3-blnipuanH-2-in)-1H-
iHoon-54nokcnlumknobyTun}-metaHon y  BUMSgi
6esbapsHoi TBepdoi pevoBuHu. T.nn. 144-146°C.
MC: 348 (MH™). BEPX (Cnoci6 A): RT=6,37xB.

(d) 2-(6-cpeHin-5H-nipono([2,3-b]nipnanH-7-
in)etaHon. A44-B100, npoaykT komGiHauii rpynu Ad4
B Tabnuui 1iB100 B Tabnuui 2:

xfo

Hitoun aHanoriyHo npuknagy 16(a) suwe, ane
BUMKOpUcTOBYtoun (6-cpeHin-5H-nipono[2,3-bjnipasuH-
7-in)outoBy kucrnoTy [[MopiBHANbHMI npwknag 35],
opgepxytoTe  2-(6-dpeHin-5H-nipono[2,3-blnipngnn-7-
in)etaHon y BUrmaAi 6e36apBH0| TBEPOO| PEeYOBUHN.
T.nn. 201-202°C. MC: 348 (MH"). BEPX (Cnodi6 A):
R1=6,37x8. [EnemeHTHUN aHanis: C, 70,68; H, 5,77;
N, 17,44%. O6uncneHo ana Ci3H11NsO: C, 70,28; H,
5,48; N, 17,56%].

(e) 2-[2-meTokcn-5-(5H-nipono[2,3-b]nipasuH-6-
in)peHokenletaHon. A1-B66, npoaykt kombiHauii
rpynu A1 B Tabnuui 1 i B66 B Tabnuui 2:

Ny -~
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Hitoun aHanoriyHo npuknagy 16(a) suwe, ane
BMKOPUCTOBYIOUM eTunoBuin edip [2-meTokcn-5-(5H-
nipono[2,3-b]nipasnH-6-in)deHoKcn]ouToBOi  KMCNOTU
[Mpuknap 27], opepxyoTs  2-[2-meToken-5-(5H-
nipono[2,3-b]nipasnH-6-in)deHokculetaHon y Burnagi
)KOBTOI TBepAoi pevoBuHu. T.nn. 203-205°C. MC: 286
(MH™).

() 3-[2-gumeTnnamino-5-(5H-nipono(2,3-
b]nipasuH-6-in)deninjnponan-1-on. A1-B73, npoaykr
komOiHaUii rpynu A1 B Tabnumui 1 i B73 B Tabnuui 2:
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Hitoun aHanoriyHo npuknagy 16(a) suwe, ane
BMKOpMCTOBYIOUM  eTnn  3-[2-gumeTnnamiHo-5-(5H-
nipono-[2,3-bJnipasunH-6-in)deHinjnponioHaT
[MopiBHanbHUR npuknag 38(b)], opepxyoTe 3-[2-
meTokcmn-5-(5H-nipono[2,3-blnipasuH-6-
in)deHinnponaH-1-on y BUMA4I XOBTOI TBEPAOl
peyoBuHU. T.Nn. 203-204°C. MC: 297 (MH™).

3-{6-[4-(1-meTun)eTokcudpeHin]-5H-
nipono[2,3-b]nipasnH-7-injnponaHon. A30-B63,
nNpoaykT kombGiHauii rpynn A30 B Tabrmui 1 i B63 B
Tabnuui 2:
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[Oitoun aHanoriyHo npukrnagy 16(a) suwe, ane
BuKopucToBytoun 3-{6-[4-(1-meTun)etokcmdeHin]-5H-
nipono[2,3-blnipasnH-7-in}  nponioHoBy  KMCMOTY
[Mpwuknap 25(b)], o4epXyloTb 3-{6-[4-(1-
MeTun)eTokcmdeHin]-5H-nipono[2,3-bJnipaavH-7-
injnponaHon y BUMSAI XXOBTOT TBEPAOi PEYOBUHU
(7mr). MC: 312 (MH"). BEPX (Cnoci6 C): Rt=2,9x8.

Mpuknag 17

(a) 2-(5-vetokcn-1-wetmn-1H-Hgon-3-n)-1H-
nipono[2,3-bJnipuamH. A2-B1-C1, npoaykt kombiHauii
rpynu A2 B Tabnuui 1, B1 B Tabnuui 2 i C1 B

Tabnuui 3:

v
DR I
W 'L ~

Po3unH 2-(5-wetokcn-1-metun-1H-ingon-3-in)-1-
(Tony on-4-cynboHin)-1H-nipono[2,3-bJnipnavH
[1,45r, MopisHanbHUA npuknag 13(b)] B meTtaHoni
(100mn) o6pobnstoTh rigpokengomM kanito (5H, 15mn),
noTiM KuN'ATATb 3i 3BOPOTHUM  XONOOUITbHVKOM
npoTtarom 2 roauvH. PeakuinHy cymill oxonomxyloTb,
noTiM BMMapoBylOTb. 3anuwok o6pobnsAT BOAOH
(150mn), ofepxaHy TBEPAY YacTuHy
BiAINLTPOBYIOTL, NOTIM  cywaTb,  OAEPXKYHOUN
BKkasaHy B 3aronoeky cnonyky (0,75r) y surnagi
XXOBTO-KOPUYHEBOI TBEPAOT pedvoBuHW. T.nn. 226-
227°C.MC: 278 (MH™).

(b) 3-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-ingon-5-meTokcu]nponaH-1,2-gjion, A2-B1-C9
NpoAyKT kombGiHauii rpynu A2 B Tabnuui 1, B1 B
Tabnuui 2 i C9 B Tabnuui 3:
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Litoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYHOUM 3-{1-meTun-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-Hgon-
5-inokcuinponax-1,2-gion [lMopiBHANBHWA NpuUKnag
16], OdepPXKYI0Tb 3-[1-meTnn-3-(1H-niporo[2,3-
blnipngnn-2-in)-1H-ngon-5-inokcuninponax-1,2-gion y
Burnsiai 6esbapeHoi TBepaoi peyosuHu. T.nn. 202-
203°C. MC: 338 (MH").

(c) 3-[1-meTnn-3-(1H-niporo[2,3-b]nipnaguH-2-in)-
1H-inpon-5-inokenlnponax-1-on. A2-B1-C4, npoaykTt
koMbGiHauii rpynun A2 B Tabnuui 1, B1 B Tabrmui 2 i C4
B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYIOYUU 3-{1-meTnn-3-[1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH-2-in}-1H-Hgon-
5-inokcuinponan-1-on [MopiBHsaneHuin Mpuknag 17],
opepxytote  3-[1-metnn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-ingon-5-inokculnponan-1-on 'y  BuUrNagi
»OBTOI TBepAoi pevoBuHW. T.nn. 192-193°C. MC: 322
(MH™).

(d) 3-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpon-5-inokennponaH-2-on. A2-B1-C5, npoayT
koMbGiHauii rpynn A2 B Tabnumui 1, B1 B Tabrmui 2i C5

B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) Buwe, ane
BMKOPUCTOBYHOUM 3-{1-meTnun-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-iHgon-
5-inokcuinponaH-2-on [lMopiBHAnbHWIA npuknag 17],
opgepxytoTb  3-[1-metnn-3-(1H-nipono[2,3-b]nipnanH-
2-in)-1H-iHpon-5-inokcujnponaH-2-on y  Bumsagi
XOBTOI TBepAoi pevoBuHu. T.nn. 201-202°C. MC: 332
(MH™).

(e) 2-[1-metnn-5-(2H-TeTpason-5-in)-1H-iHoon-3-
in}-1H-nipono[2,3-blnipnanH. A2-B1-C36, npoaykT
KoMOGiHauii rpynu A2 B Tabnuui 1, B1 B Tabmmui 2 i
C36 B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpMCTOBYIOUN 2-[1-MeTnn-5-(1-TpumeTuncTaHaHin-
1H-teTpason-5-in)-1H-ingon-3-in}-1-(Tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuauH [MopiBHANbHWIA
npuknag 20], oAepxyloTb 2-[1-vetnn-5-(2H-
TeTpason-5-in)-1H-ingon-3-in}-1H-niponol[2,3-
blnipuanH y Burnagi xoBToi TBEpAOi pevyoBuHU. T.nn.
303°C. MC: 316 (MH").

(f) 2-[1-memnn-5-(2-meTnn-2H-teTpason-5-n)-1H-
iHaon-34n]-1H-nipono[2,3-b]nipnanH. A2-B1-C35,
nNpoaykT komGiHauii rpynu A2 B Tabruuyi 1, B1 B
Tabnuui 2 i C35 B Tabnuui 3:
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Litoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYHOUM 2-[1-meTnn-5-(2-meTnn-2H-
TeTpason-5-in)-1H-ingon-3-in}-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH [MopisHANLHWIA
npuknag 21], ogepxyote 2-[1-metnn-5-(2-metmn-2H-
TeTpason-5-in)-1H-iHgon-3-in}-1H-nipono[2,3-
blnipnanH y Burnmagi 6exesoi TBepAOi PEYOBUHM.
T.nn. 299-300°C (3 posknagaHHam). MC: 330 (MH™).

(9) 2-[1-metnn-5-meTtun-1H-teTpason-5-n)-1H-
iHaon-3-n]-1H-nipono[2,3-b]nipnanH

=4
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[itoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYIOUM 2-[1-metnn-5-(1-meTun-1H-
TeTpason-5-in)-1H-ivgon-3-in}-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH [MopiBHANbHWIA
npuknag 21], ogepxyots 2-[1-metnn-5-(1-metun-1H-
TeTpason-5-in)-1H-inaon-3-inj-1H-nipono[2,3-
blnipuonH y Burmagi 6exeBoi TBepAOi PEYOBUHMU.
T.nn. 286-289°C (3 posknaganHam). MC: 330 (MH™).
(h) 1-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-iHgon-5-injeTaHoH. A2-B1-C20, NPoOAYKT
KomOiHauii rpynn A2 B Tabrmui 1, B1 B Tabrmui 2 i
C20 B Tabnuui 3:
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[itoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYHOUM 1-[1-metnn-3-{(1-(Tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuanu-2-in}-1H-ingon-
5-inJeTtaHoH [[MopiBHAMbHWIA Npuknag 22], ogepKyioTb
1-[1-metnn-3{(1H-nipono[2,3-bnipnamH-2-in)-1H-
iHoon-54nletaHoH y Burmaai  6exeBoi  TBepAol
peyoBuHu. T.nn. 210°C (3 posknagaHHam). MC: 290
MH™).
( (i)) 2-[5,6-gumeTokcm-1-metun-1H-ingon-3-n)-1H-
niposo[2,3-blnipnamnH. A2-B17-C1, NPOAYKT
komOiHauii rpynu A2 B Tabnuui 1, B17 B Tabnuyj 2 i
C1 B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BUKOPUCTOBYHOYM 2-(5,6-gumeTokcu-1-vietmn-1H-
iHaon-34n)-1-(tonyon-4-cynsgoHin)-1H-nipono(2,3-
b]nipnanH [MopiBHANBHMIA npuknag 13(d)],
ogepxytoTb  2-[5,6-gumeTtokcn-1-meTun-1H-4Hgon-3-
in)-1H-niporo[2,3-blnipnavH  y BumAgi  6exesoi
TBEPAOT PEYOBUHMU. T.nn. 283-285°C (3
posknaganHsm). MC: 308 (MH). 'H AMP [(CD3),SOJ:
5 11,75 (1H, c); 8,10 (1H, pn); 7,85 (1H, ap); 7,77
(1H, ¢); 7,41 (1H, ¢); 7,13 (1H, c); 7,00 (1H, pna); 6,75
(1H, c¢), 3,85 (3H, c), 3,84 (3H, c); 3, 80 (3H, c).

() (R)-3-[1-meTtun-3-(1H-nipono[2,3-b]nipnannH-2-
in)-1H-ingon-5-inokcunl-nponax-1,2-gion. A2-B1-C80,
nNpoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B1 B
Tabnuui 2 i C80 B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPUCTOBYHOUM (K)-3-{1-metun-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-iHgon-
5-inokcuinponax-1,2-gion [[MopiBHANMBHWIA NpuKnag
24(a)], onepxyots (R)-3-[1-meTnn-3-(1H-nipono[2,3-
blnipngnn-2-in)-1H-ngon-5-inokcuninponan-1,2-gion y
Burnsiai 6es6apeHoi TBepaoi peyoBuHu. T.nn. 182-
185°C. MC: 338 (MH").

(k) (S)-3-[1-meTun-3-(1H-nipono[2,3-b]nipnanH-2-
in)-1H-ingon-5-inokcunl-nponax-1,2-gion. A2-B1-C79,
npoaykT komGiHauii rpynu A2 B Tabnuuyi 1, B1 B
Tabnuui 2 i C79 B Tabnuui 3:
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Hitoun aHanoriyHo npukrnagy 17(a) suwe, ane
BMKOPUCTOBYIOUM (S)-3-{1-metnn-3-[1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-b]nipnanH-2-in}-1H-ingon-
5-inokcuinponan-1,2-gion [lMopiBHANLHWMI NpuKknag
24(b)], opepxyotb (S)-3-[1-meTnn-3-(1H-niporo[2,3-
blnipuanH-2-in)-1H4ngon-5-inokcninponan-1,2-gion y
Bumani 6e3dapBHOi TBepaoi pedoBuHU. T.nn. 153-
156°C. MC: 338 (MH").

() 2-[5-(2-weTokcn-1-meTunetokcn)-1-metun-1H-
ingon-3-n]-1H-nipono[2,3-blnipnavH. A2-B1-C17,
npoaykT kombGiHauii rpynn A2 B Tabruui 1, B1 B
Tabnuui 2i C17 B Tabnuui 3:
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Oitoun aHanoriyHo npukrnagy 17(a) Buwe, ane
BMKOpPUCTOBYIOUN 2-[5-(2-meTokcu-1-meTnneTokcm)-1-
meTun-1H-ingon-3-in}-1-(tonyon-4-cyns oHin)-1H-
nipono[2,3-blnipnanH [MopiBHANbHUN npwknag 25],
OfepXKyIoTb 2-[5-(2-veTokcun-1-meTuneTokcu)-1-
meTtun-1H-ingon-3-in]-1H-nipono[2,3-b]nipnanH y
BUIMSAI XOBTOI TBepAoi peyoBuHu. T.nn. 150-151°C.
MC: 336 (MH™).

(m) 2-[1-vetun-5-(5-metnn[1,2 4Jokcagiazon-3-
in)-1H-ingon-3-n]-1H-niporo[2,3-b]nipngvH.  A2-B1-
C68, npooykT kombiHauii rpynu A2 B Tabnuui 1, B1 B
Tabnuui 2 i C68 B Tabnuui 3:

I! ~

Oitoun aHanoriyHo npukrnagy 17(a) Buwe, ane
BMKOPUCTOBYHOUU 2-[1-metnn-5-(5-
metn[1,2,4]okcagiazon-3-in)-1H-iHgon-3-in]-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnavH
[MopiBHANbHMI Npuknag 27], ogepxyoTte 2-[1-meTnn-
5-(5-metvn[1,2 4]okcagiazon-3-n)-1H-iHgon-3-in]-1H-
nipono[2,3-blnipnanH y Burmaai kpemosoi TBepAoi
peyoBuHU. T.Nn. 290-294°C. MC: 330 (MH")

(n) (R)-3-[6-meTOKCMK-1-MeTUN-3-(1H-nipono[2,3-
blnipnannH-2-in)-1H-Hgon-5-inokcujnponan-1,2-gion.
A2-B17-C80, npoaykT kombiHauii rpynn A2 B Tabnuui
1, B17 B. Tabnuui 2 i C80 B Tabnuui 3:
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Litoun ananoriyHo npukrnagy 17(a) Buwe, ane
BMKOPUCTOBYIOYU (R)-3-{6-meTokcmn-1-meTnn-3-[1-
(Tonyon-4-cynbdoHin)-1H-niporno[2,3-blnipnguH-2-
in}-1H-inpon-5-inoken}nponaH-1,2-gion
[MopiBHanbHMIA Npuknag, 24(c)], oaepxkyote (R)-3-[6-
meTokcmn-1-meTun-3-(1H-nipono[2,3-b]nipnanH-2-n)-
1H-ingon-5-inokenlnponan-1,2-gion y BUMNAAOi
kpemoBoi Teepaoi pevosuHu. MC: 368 (MH'). BEPX
(CNOCIB A): R1=5,81x8.

(o) 6-meTtoken-1-metnn-3-[1H-nipono(2,3-
blnipugnH-2-in)-1H4Hngon-5-on. A2-B17-C10, npoaykT
KomOiHauii rpynu A2 B Tabnuui 1, B17 B Tabnuuj 2 i
C10 B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKopucToBytoun  2-(5-rigpokcu-6-metokcun-1-meTun-
1H-inpon-3-in)-1-(tonyon-4-cyne oHin)-1H-
niposo[2,3-bnipugnH [MopiBHsanbHU npuknag 28],
OfepPXKYI0Tb 6-meTokcun-1-metnn-3-[1H-nipono[2,3-

blnipngnn-2-in)-1H-Hgon-5-on y BumsaA4i KOpu4HeBoi
TBepAoi peyonHu. MC: 294 (MH™). BEP X (Cnoci6 A):
R1=6,37x8.

(p) 2-(5-meTokcu-1-vetun-1H-iHgon-3-in)-4-
deHin-1H-nipono[2,3-blnipnanH. A13-B1-C1, npoaykT
koMbGiHauii rpynn A13 B Tabnuui 1, B1 B Tabnuui 2 i
C1 B 1abnuui 3:

Hitoun  ananorivHo npwknagy 17(a), ane
BMKopucToBytoun 2-(5-metokcn-1-vetmn-1H-iHgon-3-
in)-4-cpeHin-1-(tonyon-4-cyneoHin)-1H-nipono[2,3-
blnipuaunH [MopiBHsanbHWA Npuknag 2(m)], o4epXyoTb
2-(5-meToken-1-metun-1H-iHgon-3-in)-4-ceHin-1H-
nipono[2,3-blnipnanH y Burmsai  koBTOi  TBEpAOi
peuosmnHn. 'H SIMP [(CD3),SOJ; & 11,98 (1H, c); 8,21
(1H, p, J=3,5T'u); 7,94 (1H, c); 7,86 (2H, o, J=8,8L);
7,59 (2H, T, J=8,8I'w); 7,47 (2H, m); 7,39 (1H, g,
J=1,9Iu); 7,17 (1H, A, J=3,5I"y); 6,93 (1H, poa, J=8.8,
1,9I"u); 6,82 (1H, c); 3,84 (3H, c); 3,82 (3H, c).

(a) 2-[1-veTun-5-(nipnanH-4-in)-1H-ingon-3-in}-4-
1H-nipono[2,3-b]nipnavH. A2-B1-C37, NPOAYKT
KoMOGiHauii rpynu A2 B Tabnuui 1, B1 B Tabmmui 2 i
C37 B Tabnuui 3:

Hitoun  anarorivho  npwknagy 17(a), ane
BMKOPUCTOBYIOUM 2-[5-(nipuanH-4-in)-1-vetnn-1H-
iHpon-3-n]-1-(tonyon-4-cynbgoHin)-1H-nipono([2,3-
blnipuagnn (MopiBHanbHUI npuknag 60), oaepkyoTb
2-[1-metun-5{nipnanH-4-in)-1H-inaon-3-n}-4-1H-
nipono[2,3-bjnipuanH y BUMMSA4i XoBTOI  TBEpAoi
pevoBnHM. T.nn. 325-330°C. 'H SIMP [(CD3).SOJ; &
8,65 (2H, g, J=7,2l'y); 8,20 (1H, c); 8,15 (1H, m); 8,04
(1H, c); 7,88 (3H, m); 7,72 (2H, m); 7,03 (1H, T,
J=7,2I'y); 6,96 (1H, c); 3,93 (3H, c).

(r 2-(5-meTokcu-1-vetun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipnanH-4-kap6oHiTpun. A3-B1-C1,
npoaykT komGiHauii rpynu A3 B Tabnuuyi 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:
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Litoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKopuctoBytoun 2-(5-metokcu-1-vietmn-1H-iHgon-3-
in)-1-(tonyon-4-cynboHin)-1H-nipono[2,3-
blnipnanH-4-«ap6oHiTpun [MopiBHANLHUMIA NpuKnag
13(n)], ooepxytots 2-(5-meTokcu-1-vetmn-1H-iHoon-
3-in)-1H-nipono(2,3-bjnipnanH-4-kapboHiTpmn y
BUIMSAi opaHkeBoi TBephoi peyosuHw. T.nn. 304-
305°C. "H AMP [(CD3)2SOJ; 5 12,60 (1H, c); 8,24 (1H,
c); 8,07 (1H, c); 7,50 (3H, m); 6,96 (1H, g, J=8,6IL);
6,88 (1H, c); 3,91 (3H, ¢); 3,86 (3H, c).

(s) 4-xnop-2-(5-meTokcn-1-vetun-1H-ingon-3-in)-
1H-nipono[2,3-b]nipnavH. A28-B1-C1, NPOAYKT
komOiHauii rpynu A28 B Tabnuui 1, B1 B Tabnuuj 2 i
C1 B T1abnuui 3:

CH,
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Litoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpMCTOBYIOUN  4-xrop-2-(5-meTokcmn-1-metun-1H-
iHaon-34n)-1-(tonyon-4-cynsgoHin)-1H-nipono(2,3-
blnipnanH [MNopiBHaneHUM npuknag 13(i)], oaepxyoTb
4-xnop-2-(5-metoken-1-metmn-1H-ngon-3-in)-1H-
nipono[2,3-blnipnanH 'y BUMAAQI >KOBTO-KOPUYHEBOI
TBepaoi peyosnHK. T.nn. 250-252°C. MC: 312 (MH").

(t) 2-(5-meTtokcn-1-metmn-1H-iHgon-3-in)-4-
(mipnamn-3-in)-1H-nipono[2,3-bnipnanH. A15-B1-C1,
npoaykT komGiHaujii rpynn A15 B Tabnuui 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:

[itoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKopuctoBytoun 2-(5-metokcu-1-vietun-1H-iHgon-3-
in)-4-(nipnguH-3-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH [MopiBHANbHMIA npuknag 2(o)],
opepxytotb  2-(5-metokcun-1-metmn-1H-iHgon-3-in)4-
(nipngnn-3-in)-1H-nipono[2,3-binipnanH  y  Burmaai
XKOBTOI TBepAoi pevoBuHW. T.nn. 248-249°C. MC: 355
(MH™).

(u) 2-(5-vetokcn-1-vetmn-1H-iHgon-2-n)-1H-
niposo[2,3-blnipngmH. A2-B20-C1, NPoOAYKT
KoMbGiHauii rpynn A2 B Tabnuui 1, B20 B Tabnuui 2 i
C1 B T1abnuui 3:
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[itoun aHanoriyHo npuknagy 17(a) suwe, ane

BMKopucTtoBytoun 2-(5-metokcu-1-vietun-1H-iHgon-2-

in)-1-(tonyon-4-cynboHin)-1H-nipono [2,3-b]
nipnavH  [MopiBHaneHun npuknag 2(p)] i nicns
nepekpucTanisauii NpoaykTy peakuii 3 eTunaueTarty i
nodanbLloro NpPoOMUBAHHA  gieTunoBuMm  edphipom
ogepkytotb  2-(5-meTtokcn-1-metmn-1H-iHgon-2-in)-
1H-nipono[2,3-blnipnavH y Burnaai xoeToi TBepAoi
KpucTaniyHoi pevoBuHu. T.nn. 234-235°C. 'H AMP
[(CD3)2SQJ; & 12,15-12,10 (c, 1H); 8,275-8,225 (aa,
1H); 8,00-7,975 (na, 1H); 7,475-7,45 (g, 1H); 7,125-
7,075 (m, 2H); 6,925-6,90 (c, 1H); 6,875-6,825 (m,
2H); 3,95-3,90 (c, 3H); 3,80-3,775 (c, 3H).

(v) 2-(5-meTokcn-1-vetmn-1H-iHgon-3-in)-3-
metun-1H-nipono[2,3-binipnanH. A84-B1-C1, npoaykT
kombiHaUii rpynu A84 B Tabnuui 1, B1 B Tabnuyj 2 i
C1 B 1abnuui 3:
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpucTOBYouN 2-(5-metokcn-1-vetnn-1H-iHgon-3-
in)-3-memn-1-(Tonyon-4-cynbgoHin)-1H-niporo[2,3-
blnipnanH [MopiBHANLHWUIA npuknag 13(k)],
ojepxyloTb 2-(5-meTokcu-1-vetmn-1H-iHgon-3-in)-3-
MeTun-1H-nipono[2,3-blnipnann y Burmagi 6exesoi
TBEepAoi pevosuHu. T.nn. 237°C. [EnemeHTHWR
aHanis: C, 74,15; H, 6,10; N, 14,54%. O6uucneHo
ansa CqgH17N30: C, 74,21;H, 5,88; N, 14,42%].

(w)  2-(1H-nipon-2-in)-1H-nipono[2,3-b]nipuavH,
A2-B115, npoaykT kombBiHauii rpynn A2 B Tabnuui 1 i
B115 B Tabnuui 2:
7T 7]

7

B H

Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOPVCTOBYHOUU 2-(1H-nipon-2-in)-1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-blnipuanH [MopiBHANLHWIA
npuknag 67(g)], oaepxyiots 2-(1H-nipon-2-in)-1H-
nipono[2,3-bjnipuanH 'y BUrNA4i >XoBToi  TBEpAoi
pevoBuHN. T.nn.  240°C (3  poskfagaHHaM).
[EnemeHTHM® aHanis: C, 72,11; H, 4,95; N, 22,94%.
O6uncneHo anma CiHoN3: C, 72,33; H, 4,97; N,
21,85%]. MC: El (70eB); m/z=183 M' (100%); 155
(30%).

(%) 2-(1-meTtun-1H-nipon-2-in)-1H-nipono[2,3-
blnipuanH. A2-B53, npoaykT komGiHauii rpynu A2 B
Tabnuui 1 i B53 B Tabnuui 2:

"
L
H
HOitoum  aHamorivHo  npuknagy 17(a), ane
BMKOPUCTOBYIOYUM 2-(1-metnn-1H-nipon-2-in)-1-

(Tonyon-4-cynbdoHin)-1H-niporno[2,3-b]nipnavH
[MopiBHanbHUn npuknag 13(1)], opepxyote 2-(1-
metun-1H-nipon-2-in)-1H-nipono[2,3-bnipngnH y
BurnsAgi 6inoi TBepaoi pevosnHun. T.nn. 183°C. MC: El
(70eB); m/z=197 M" (100%).

(y) 4-xnop-2-(5-meTokci-1H-iHaon-3-in)-1H-
nipono[2,3-blnipnamH, A28-B2-C1, NPOAYKT
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kKoMbGiHauii rpynn A28 B Tabnuui 1, B2 B Tabnuui 2 i
C1 B T1abnuui 3:

[itoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpUCTOBYtouM  4-xnop-2-(5-meTokd-1H-iHgon-3-
in)-1-(tonyon-4-cynboHin)-1H-nipono[2,3-b]nipnavH
[MopisHANbHUM npuknag 12(h)], oaepkyoTe 4-xmop-
2-(5-meToKCi-1H-iHaon-3-in)-1H-nipono[2,3-b]nipnanH
y BumsAgi TBepAoi peyosuHn. PX-MC: Cnoci6 D:
Rr=2,76x8., 298 (MH").

(2 5-meTokcn-1-metnn-3-(1H-nipono[2,3-
blnipuanH-2-n)-1H-iHgon-6-on. A2-B119-C1, npogyTt
kKoMbGiHauii rpynun A2 B Tabnuui 1, B119 B tabnuui 2 i
C1 B T1abnuui 3:

[itoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpUCTOBYOuM  2-(6-rigpokcn-5-meTokcn-1-metnn-
1H-inpon-3-in)-1-(tonyon-4-cyne¢oHin)-1H-
niposno[2,3-blnipnamH [MopiBHanbHMn npuknag 83],
OfEePXKYI0Tb 5-weTtoken-1-metmn-3-(1H-niporo([2,3-
blnipuann-2-n)-1H-4Hgon-6-on y Burnsgi He 30BCIM
6inoi TBepaoi pevoBuHu. T.nn. 250°C, MC: El (70eB);
m/z=293 M" (100%).

(aa) 2-(6-isonponokcun-5-metokcu-1-vetun-1H-
iHgon-3-in)-1H-nipono[2,3-blnipnanH. A2-B120-C1,
NPOAYKT kKoMOiHauii rpynn A2 B Tabnuui 1, B120 B
Tabnuui 2 i C1 B Tabnuui 3:

g
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[itoun aHanoriyHo npuknagy 17(a) suwe, ane

BMKOPUCTOBYIOUU 2-(6-isonponokcu-5-veTokcn-1-
metun-1H-inpon-3-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH  [MopiBHANbHUN npwknag 84],
OfEePXKYI0Tb 2-(6-isonponokcn-5-metokeun-1-meTnn-
1H-inpon-3-in)-1H-nipono[2,3-blnipnavH y Burnaai He
30BciM 6inoi TBepaoi pevoBuHu. T.nn. 216°C. MC: El
(70eB); m/z=335 M’ (100%); 293 (90%); 278 (35%).

(ab) 2-[5,6-gumeTokcu-1-(2-mopdoniH-4-inetun)-
1H-ingon-3-in]-1H-nipono[2,3-b]nipnguH.  A2-B122-
C1, npoaykTt kombiHauii rpynmn A2 B Tabnuui 1, B122 B
Tabnuui 2 i C1 B Tabnuui 3:

174
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Hitoun aHanoriyHo npuknagy 17(a) suwe, ane
BMKOpMCTOBYIOUN 2-[5,6-gumeToken-1-(2-mopdoniH-4-
inetun)-1H-iHgon-3-in]-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH [MopiBHanbHMiA npuknag 13(r)],
OfEepPXKYI0Tb 2-[5,6-gumeToKCK-1-(2-MOopdoniH-4-
inetun)-1H-iHgon-3-in]-1H-nipono[2,3-blnipnanH y
Burmnani  Gnigo-poxeBoi TBepOoi peyoBuHW. T.hn.
218°C. MC: ESI; m/z=407 MH".

Mpwvknag 18

1-meTnn-3-(1H-nipono[2,3-bJnipnanH-2-n)-1H-
iHoon-54namiH. A2-B1-C63, npoaykt KombGiHauii
rpynu A2 B Tabnuui 1, B1 B Tabnuui 2 i C63 B Tabnuui
3:

Po3uuH TpeT-6ytnnosoro edipy [1-metnn-3-(1H-
nipono[2,3-bnipnanH-2-in)-1H-ingon-5-
injkapbamiHosoi  kucrnotn  [0,2r, [lopiBHAMLHWIA
npuknag 30], WO nepemilwyeTbCcs, B AMXIIOPMETaHi
06pob6rAoTs  TPMATOPOLTOBOK  KMUCMOTOK  (2M11).
Micna nepemiwyBaHHA Npu KiIMHaTHIA TemnepaTypi
npotarom 16 roguH, peakujiiHy Cymill BUNApOBYOTh.
3anuwok  CcycneHayloTb B HaCGMYeHUA  PO34YMH
OikapboHaTy HaTtpito (10mn) i opepxaHy TBepay
peyvoBMHY iNbTPYIOTb, NOTIM CylaTb, OAEPXKYHOUN
BKasaHy B 3arofioBKy CMOMNyKy Yy BWUIMsAi >XOBTOI
TBepAoi peyoBuHu. T.nn. 247-248°C. MC: 263 (MH™).

Mpwknag 19

(a) N-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-iHpon-5-in]-meTaHcynbdoHamia. A2-B1-C62,
nNpoaykT komGiHauii rpynu A2 B Tabruuyi 1, B1 B
Tabnuui 2 i C62 B Tabnuui 3:

H

Po3uuH  1-veTtun-3-(1H-nipono[2,3-blnipngnn-2-
in)-1H-imgon-5-naminy [52,4mr, [lpuknag 18] B
anxnopmeTtaHi  (5mn) obpobnsawTe TpMetTunamiHom
(30mkn), noTim meTaHcynbdoHinxnopuaom (17mkn).
Micna nepemiwyBaHHA Npu KiMHaTHIA TemnepaTypi
npotsirom 16 roguH peakuiiHy cymil po3basnsoTb
anxnopmeTaHom (10mn), npommBatots Bogoto (10mr),
noTiMm MpPOMMBAKTL HaCUYeHVM PO3YMHOM  COJii
(10mn), cywatb Hag cynbdaToM MarHito i noTim
BMMapOBYOTb. TBEPAY PEYOBMHY, L0 3anuumnach,
po3tTupatoTe 3 AieTunosuMm edipoM, oAepKyluu
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BKasaHy B 3arofioBky CMOMyky Yy BWIMSAi >XOBTOI
TBepAoi peyosmHu. T.nn. 223-224°C. MC: 341 (MH™).

(b) N-[1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-ingon-5-injaueTamia. A2-B1-C45, NPoOAYKT
KomOiHauii rpynn A2 B Tabrmui 1, B1 B Tabrmui 2 i
C45 B tabnuui 3:
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Litoun ananoriyHo npuknagy 19(a) suwe, ane
BMKOPMCTOBYIOUM aueTunxiopug, ogepxyots N-[1-
metun-3-(1H-nipono[2,3-b]nipnanH-2-in)-1H-iHaon-5-
inJauetamig y BurnAQi XOBTOI TBEpAOT PEYOBUHMU.
T.nn. 220-221°C. MC: 305 (MH").

(c) N-{1-memun-3-(1H-niporo[2,3-b]nipnanH-2-in)-
1H-inpon-5-injMeTun}tieH-2-in-cynsoHamia. A2-B1-
C69, npooykT kKombiHauii rpynu A2 B Tabnuui 1, B1 B
Tabnuui 2 i C69 B Tabnuui 3:

[itoun aHanoriyHo npukrnagy 19(a) suwe, ane
BukopuctoBytoun  [3-(1H-nipono[2,3-b]nipnanH-2-n)-
1-metun-1H-iHgon-5-njvetmnamin [Mpwknag 52] i 2-
TieHincynbgoHinxnopua, oaepkytots N-{1-meTnn-3-
(1H-nipono[2,3-b]nipuanH-2-in)-1H-iHgon-5-
injlMetun}tieH-2-incynbgoHamia y BurmaAgi  6nigo-
opaHxeBoi TBEpAOT pevoBnHu. T.nn. 226-227°C.

Mpuknag 20

(a) {1-[5-(1-rigppokcumeTunuuknobyTokcu)-3-(1H-
nipono[2,3-b]nipnanH-2-in)iHoon-1-
inumknobymmnimertaHon.  A2-B13-C12, NPOAYKT
komOiHauii rpynu A2 B Tabnuui 1, B13 B Tabnuyj 2 i
C12 B Tabnuui 3:
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Po3unH etunosoro edipy, Wo nepemiwyetscs, 1-
[1-(etvnoBui edip uMknobyraHkapboHOBOI KMCNOTH)-
3-[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]-
nipuanH-2-in]-1H-iHgon-5-
inoken]umknobyraHkap6oHoBOI KUCNOTU [0,54r,
MopisHanbHUM npuknag 23(d)] B TeTparigpodypaHi
(50mn) npu 0°C B atmocdepi asoTy obpobnsiotb
KpannsaMu pos3ynmHOM TeTparigpoantoMiHaTy niTilo B
TeTparigpodypaHi (4,9mn, 1,0M). Micna
nepemiwyBaHHa npoTarom 2 rogwH npu  0°C
peakuivHy Ccymilw 3anuuwatoTb Npyv  KiMHaTHIN

Temnepatypi we Ha 18 roauH, notim o6pobnsTs
KpannaMmu Bogow (20mn) i noTiM inbTpytoTb Yepes
Hyflo Super Gel®, piatomoBy 3emni. Ocag Ha
dinbTpi npomuBaloTe  eturauetratom  (20mn),
ABoasHuin hinbTpaT po3ginatoTs | BOAHUA Wap ABidi
ekcTparyioTb  eTunaueTtatom  (25mn).  O6'egHaHi
opraHiyHi ¢asum NpoMuBalTb HACUYEHUM PO3YMHOM
coni (25mn), NoTiM cywaTte Hag cynbdaToM MarHito i
noTiMm  BMMApoBYOTb. 3anuWIOK po3TWpakwT 3
aieTunosMMm  edipoM i peyoBUHY, fKa  He
po3uvHUnacL, niggaTs dnew-xpomartorpadii Ha
cunikareni, enooyYM  CyMIWLWIO ANXIOpMeTaHy i
meTaHony (19:1, 06./06.), ogepxyiounm BKasaHy B
3aronosky cnonyky (0,19r) y Burmsgi Kpemosoi
TBepAoi peyoBuHu. T.nn. 165-166°C. MC: 418 (MH™).

(b) {1-[1-meTnn-3-(5H-nipono[2,3-blnipa3uH-6-in)-
1H-inpgon-5-inoken]-uvknobytun}imeTtaHon. A1-B1-
C13, npoaykt kombiHauii rpynu A1 B Tabnuui 1, B1 B
Tabnuui 2 i C13 B Tabnuui 3:
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Hitoun aHanoriyHo npuknagy 20(a) suwe, ane
BMKOpUCTOBYIOUM etunosun edip 1-[1-metun-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-iHoon-5-inokcn-
uuknobymmnkapboHosoi  kucrotn  [[opiBHAMbHWA
npuknag 15(e)l, opepxyote {1-[1-MeTun-3-(5H-
nipono[2,3-b]nipasnH-6-in)-1H-iHoon-5-
inokenlumknobytmnimeTaHon y BUMSAAI KOPUYHEBOIT
TBepaoi peyoBnHU. T.nn. 267-271°C. MC: 349 (MH").

Mpuvknag 21

(a) meTtaHcynbdoHaT 2-(5-meToKCM-1-MeTun-1H-
iHaon-3-n)-1H-nipono[2,3-blnipnanH
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MeTaHcynb oHoBY kucrnoTy (70Mkn) gogatTs o
po3umHy  2-(5-meTtokcu-1-metmn-1H-ngon-3-in)-1H-
nipono[2,3-blnipnanH  [300mr, TMpuknag 17(@@)] B
TeTparigpodypaHi (20mn) npu KIMHaTHIA
Temnepatypi. CyMilwl nepemiwytoTb NpoTarom 45xe. i
odepkaHun ocag BigdINbTPOBYIOTb, OAEPXKYHOUM
BKasaHy B 3aronosky cnonyky (390mr) y surnsagi
XoBToi TBepAoi pevoBuHu. T.nn. 256-257°C.
[EnemeHTHMA aHanis: C, 57,60; H, 4,77; N, 10,90%.
O6uncneHo gna Cq3H1iN3O: C, 57,90; H, 5,13;N,
11,25%].

(b) metaHcynbdoHat 6-(5-meTokCU-1-meTun-1H-
iHaon-3-n)-5H-nipono[2,3-blnipasuHy

/
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[itoun aHanoriyHo npuknagy 21(a) suwe, ane
BMKOpMCTOBYIOUN 6-(5-meTtoken-1-metmn-1H-Hgon-3-
in)-5H-niporo[2,3-blnipasuH [Mpuknag 1(a)],
ofepXKyloTb MeTaHCynbgoHaT 6-(5-MeTokcu-1-veTun-
1H-iHpon-3-in)-5H-nipono[2,3-blnipasuny y Burmagi
XXOBTOI TBepAoi pevoBuHU. T.nn. 245-250°C. MC: 279
(MH™).

(c) MeTaHcynbgoHaT 2-[5-meTokcun-3-(1H-

nipono[2,3-b]nipuanH-2-in)iHaoon-1-in]-1-mopdoniH-4-
ineTaHoHy

Oitoun aHanoriyHo npukragy 21(a) suwe, ane
BMKOPUCTOBYIOUU 2-[5-meTokcu-3-(1H-nipono[2,3-
blnipnanH-2-in)ingon-1-in}-1-vopdoniH-4-neTaHoH
[Mpuknap 14(a)], ogepkytoTb MeTaHcynbdgoHaT 2-[5-
MeTokcu-3-(1H-nipono[2,3-blnipnanH-2-in)iHgon-1-in]-
1-MopdroniH-4-ineTaHoHY y BUIMSAAI XOBTOI TBepaol
peyosnHK. T.m. 214-215°C.MC. 391 (MH").

(d) MeTaHcynbdgoHaT (2-rigpokcun-1,1-
anmeTuneTun)amigy 1-meTnn-3-(1H-niporol[2,3-
b]nipnanH-2-in)-1H-iHaon-5-kapboHOBOI KMCOTU

Litoun ananoriyHo npuknagy 21 (a) suwe, ane
BMKOpUCTOBYOUN (2-rigpokcun-1,1-gumeTnnetTmn)amig
1-metnn-3-(1H-nipono[2,3-b]nipnanH-2-n)-1H-iHgoon-
5-kapboHoBoi kucnoTu [Mpwknag 14(m)], ogepKyoTb
MeTaHcynbdoHaT (2-rinpokcmn-1,1-
avnMmeTtvnetun)amigy 1-me™n-3-(1H-niposo[2,3-
blnipnann-2-in)-1H-Hgon-5-kap6oHOBOT  KMCNOTN Y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 190-192°C.
MC: 363 (MH").

(e) MeTaHCynbgoHaT 6-[5-(2-rigpokcmn-1,1-
anvmeTuneTtunkapbamoin)-1-vetun-1H-ingon-3-inj-
5H-nipono([2,3-b]nipasuny

H

Oitoun  aHarnorivHo  npuwknagy 21(a), arne
BMKOpMCTOBYIOUN (2-rigpokcmn-1,1-gumeTnnetTun)amia
1-me™n-3-(5H-nipono(2,3-blnipasunH-6-in)-1H-iHaon-
5-kap6oHoBoi kucnotu [Mpuknag 14(s)], ooepxyoTb
MeTaHcynbdoHaT 6-[5-(2-rigpokcn-1,1-
anmeTuneTtunkapbamoin)-1-vetun-1H-ingon-3-inj-
5H-nipono[2,3-b]nipasvHy 'y Burmagi  KopuyHeBOi
TBepAoi peyoBuHU. T.nn. 240°C (3 posknagaHHAM).
'H AMP [(CD3):SO]; & 8,50 (1H, c); 8,37 (1H, &4,

J=3,0ru); 8,32 (1H, A, J=3,0ry); 8,29 (1H, c); 7,82
(1H, @, J=8,2T'y); 7,77 (1H, c); 7,64 (1H, o, J=8,2I"w);
7,20 (1H, c); 3,95 (3H, c); 3,59 (2H, c); 2,37 (3H, c);
1,38 (6H, c).

(f) MeTaHCynbgoHaT 2-[5-meTOKCMK-3-(5H-
nipono[2,3-b]nipasnH-6-in)iHgon-1-n]-1-mopdoniH-4-
ineTaHOHy

3 I\—é{%

Hitoun  aHnanorivHo  npwknagy 21(a), ane
BMKOPUCTOBYHOYM 2-[5-meTOoKCU-3-(5H-nipono[2,3-
blnipasuH-6-in)iHngon-1-in]- 1-M0pd)on|H4 ineTaHoH
(Mpvknag 12), ogepxyloTe MeTaHcynbdgoHaT 2-[5-
meTokcmn-3-(5H-nipono[2,3-blnipasuH-6-in)iHgon-14n]-
1-mopgoniH-4-inetaHony. T.nn. 250°C. H AMmP
[(CD3)2SQJ; & 8,32 (1H, c); 8,22 (1H, c); 8,11 (1H, c);
7,50 (1H, c); 7,44 (1H, @, J=8,8T"u); 7,04 (1H, c); 6,93
(1H, @, J=8,8I'u); 5,36 (2H, c); 3,90 (3H, c); 3,61 (8H,
m); 2,31 (3H, ¢).

(9) meTaHcynbdoHaT 2-(5,6-AMMeTOKCU-1-MeTUN-
1H-inpon-3-in)-1H-nipono[2,3-blnipnavH

Litoun  aHanoriyHo

npuknagy 21(a), ane
BMKOPUCTOBYHOUM 2-(5,6-gumeTokcu-1-vietmn-1H-
iHaon-3-in)-1H-nipono[2,3-b]nipnamH [Mpuknag 17(i)],
ojepkyloTb MeTaHcynbgoHaTt 2-(5,6-gumeTokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnavH. 'H
AMP [(CD3)2S0]; & 8,25 (2H, m); 7,90 (1H, c); 7,42
(1H, ¢); 7,33 (1H, pn); 7,16 (1H, c); 7,04 (1H, c); 3,90
(3H, c¢); 3,85 (3H, c); 3, 84 (3H, c); 2,36 (3H, c).
Mpuknag 22
5-[6-(4-TpeT-6yTMnceHin-5H-nipono[2,3-
blnipasuH-7-inletun-2H-Tetpason. A35-B55, npoaykr
koMOGiHauii rpynn A35 B Tabnuui 1 B55 B Tabnuui 2:
9

'

=N

N
Be
WY
u
Jo posuvHy, wWo nepemiwyetbes, 3-[6-(4-TpeT-
6ymndeHin-5H-nipono[2,3-b]nipasnH-7-
injnponioHitpuny [0,2r, Mpuknag 23] B TOMYyoni
(25mn), npu KiMHaTHIN TemnepaTtypi B aTmocdepi
asoTy, JojawTb asmgoTtpubymmnonoso (0,61mn).
PeakuinHy cymiw HarpiBatote npu 117°C. Yepes 24
rOAVHU JoaarTb [oJaTkoBy anikeoTy
asmpgoTtpnbytunonosa (0,21mn) i peakuiiHy cymiw
HarpiealTb We 24 rogmHu. PeakuinHy cymiw racatb
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KPWKaHOI OLTOBOK KUCTOTO (44Mn) i nepemilyioTe
npotarom 15 xBUNuH, nepeg ™M K Po3NoOAinsoT
MDK BOAOK i eTurnaueTaTom. [iBa Wwapu po3ginsatoTb i
opraHiyHy dpakuito NpoMuBaloTe BOAO, CyllaTb Haj
cynbgaToOM MarHito i NoTiM BMMAPOBYOTL. 3anumLIOK
nipaawTs  dnew-xpomatorpadii  Ha  cunikareni,
enioyM  eTunayeTaToMm, OLEPXKYUM BKasaHy B
3aronosky crionyky (0,06r) y Burnazai He 30BciM Ginoi
TBEpAOi peyoBnHU. MC: 348 (MH™). BEPX (Cnoci6 B):
Rr=64x8.

Mpuknag 23

3-[6-(4-TpeT-6yTndeHin-5H-niporo[2,3-
blnipasuH-7-in]-2H-nponioHiTpun. A45-B55, npogykT
komOiHaUii rpynu A45 B Tabnuui 1 i B55 B Tabnuui 2:

0
)
H

Oo PO3UnNHY 3-[6-(4-TpeT-6yTMnNdeHin-5H-
niposno[2,3-bJnipasnH-7-injnponioHamigy [0,1r,
Mpwknag 24] B TeTparigpodypari (15mn) npwu
KiMHaTHI TemnepaTypi AoAaloTs Tpuetunamid (1mn) i
okeuxnopung  dgocdopy (1mn). PeakuiHy cymil
KUN'ATATb 3i 3BOPOTHUM XONOAWMBbHUKOM MNPOTArOM
30x8., notim BunueaTe B 10% po3unH GikapboHaTy
HaTpito. Cymiw ekcTparyioTb eTtunaueTaTtoMm i
ob'egHaHi opraHiYHi ekcTpakT! NPoOMMBalOTbL BOAOH,
cywaTtb Hag cynbdatoM MarHito i BMNapOBYIOTb.

Banuwok  niggatoTe  dnew-xpomatorpadii - Ha
cunikareni, entoun crnovaTky CyMiLLLLO
eTunauetaty i neHtaHy (1:1, 06.06.), notim

eTvnaueTaTtom, OAEpPXKYuM BKasaHy B 3aronoBKy
cnonyky y urnaai 6inoi TBepaoi peyosuHu. T.nn.
215-216°C. MC:305 (MH").
Mpuknag 24
3-[6-(4-TpeT-6yTMnceHin-5H-nipono[2,3-
b]nipasuH-7-injnponioHamig. A32-B55, NPOAYKT
koMbiHaUii rpynn A32 B Tabnuui 1 i B55 B Tabnumui 2:

Oy,
N
m,,,.rdg}H
H

o pO34nNHY 3-[6-(4-TpeTOYyTMNdEHIN-5H-
niposo[2,3-b]nipasnH-7-injnponioHoBoi KMCIOTH
[0,51r, Mpuknag 25(a)] B aumeTtundopmamigi (15mn)
npu KiMHaTHIN TemnepaTypi B aTMocdepi asoTy
popjatTs  TeTpadropbopat O-6eH3oTpuason-14n-
N,N,N'N'-tetpameTtunyponito (0,54r) i TpuetunamiH
(0,22mn). MazonogibHun amiak GapboTyioTb 4Yepes
pPO34MH NPOTAromM 5xB. i repMeTu3oBaHy peakuinHy
cymiWw  3anuwaiTb cToATU npu KiMHaTHI
TemnepaTtypi npoTtaroM  Hodi. [loTiM  po3yuH
BMNMBAIOTbL Yy BOAY i €eKCTpanyloTb eTunauetaToM.
OpraHiyHi eKkcTpakTy NpoMuBaKT BOAOK i CywaTb
Hag cynbdaTom HaTpilo, OO4EpPXKYluM BKasaHy B
3aronoBKy CrnonyKy y Burnsagi 6inoi 1eepaoi pevoBuHM
6e3 popgatkoBoro ounwieHHs. MC: 323 (MH"). BEPX
(Cnoci6 B): Rt=4,49xs.

Mpuknag 25

(a) 3-[6-(4-TpeT-6yTnndpeHin-5H-nipono|2,3-
b]nipasuH-7-in]nponioHoBa KucroTa. A31-B55,
npoaykT kombiHauii rpynn A31 B Tabrmui 1 i B55 B

Tabnuui 2:
0
OH
®
NN
H

Ho posunHy gumetun 1,1-gukapbokcunaty 3-[6-
(4-TpeT-6yrnnceHin-5H-nipono[2,3-b]nipasnH-7-
injnponioHosoi 1,1-gukmncnotn [0,4r, MopiBHAMLHWIA
npuknag 44(a)] B8 metaHon (20mn) popatoTte 1H
PO3YMH Tigpokcvuay HaTpito (4Mn). PeakuiviHy cymill
HarpiBatotb npn 50°C npotarom 6 roAwH, MNOTIM
3anuwalTb CTOATU Npu  KiIMHaTHIM  TemnepaTypi
npoTsrom Houi. Po3umHHUK BMAanNA0T
BMNapOBYBaHHAM, MOTIM JodawTe 6H  po3uyvH
cipyaHoi kucnotv (50mn) i peakLjinHy cymill KMn'aTaTs
3i 3BOPOTHUM XONOAWMIIBHUKOM MNPOTArOM 2 TOAMH.
Micns oxonogxyesaHHA pH po3unMHy gosBoasaT™ A0 4,
BMKOPUCTOBYIOUM 1H PpO34MH rigpokcMay HaTpito, i
ojepKaHuUn ocag BiADINbTPOBYIOTb, CylWwatb Yy
BaKyyMi, OJep>Xyloun BKa3aHy B 3arofloBKy CMOMyKy
(0,26r) y Burnsai He 30BciM Ginoi TBepaoT peyoBUHU
6e3 pomaTkoBoro owlleHHs. T.nn. 274-275°C. MC:
324 (MH").

(b) 3-{6-[4-(1-meTun)eTokcudpeHin]-5H-
nipono[2,3-bJnipasnH-7-injnponioHoBa kucrota. A31-
B63, npoaykT kom6GiHauii rpynn A31 B Tabrmui 1i B63
B Tabnuui 2:

o F

Q

L

= y >__

H

Hitoun  aHanorivHo  npwknagy 25(a), ane
BuKopucToBytoun anmmetvn 1,1-gukapbokcunat 3-[6-
(4-(1-metnn)eTokendpeHin)-5H-nipono[2,3-bInipasun-
7-injnponioHoBoi  1,1-gukmncnomm  [[MopiBHANBbHWUIA
npuknag 44(b)], OLEPXKYIOTb 3-{6-[4-(1-
MeTun)eTokcmdeHin]-5H-nipono[2,3-b]nipa3vH-7-
injnponioHoBY KWUCroTy y BUMAQI OBTOI TBEpAOi
peyoBuHu. MC: 326 (MH'). BEPX (Cnoci6 C):
R1=1,56x8.

(c) 3-[6-(4-dTopdheHin)-5H-nipono[2,3-b]nipasnH-
7-inlnponioHoBa  kucnota.  A31-B89,  npoawT
koMbGiHauii rpynn A31 B Tabnuui 1 B89 B Tabnuui 2:

o I

(-0~
7y

B
Hitoum  aHamorivHo  npuknagy 25(a), ane

BMKopucToBytoun aumeTtvn 1,1-gukapbokcunat 3-[6-
(4-dpropcpenin)-5H-nipono[2,3-blnipa3uH-7-

injnponioHoBoOT 1,1-avkncriom [MopiBHANBLHWUIA
npuknag 44(c)], oaepxytote 3-[6-(4-propdeHin)-5H-
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nipono[2,3-bJnipasnH-7-injnponioHoBy ~ KMcnoty Y
BUIMsAi He 30BCiM 6inoi TBepAoi peyoBUHM. 'H amP
[(CD3).S0Ol; 6 12,3 (c, 1H); 8,4 (a, 1H); 8,2 (a, 1H);
7,8 (o, 2H); 7,4 (g, 2H); 3,1 (1, 2H); 2,7 (T, 2H). MC:
285 (MH").

(d) 3-[6-(4-meTOKCMeHIN)-5H-nipono[2,3-
b]nipa3uH-7-in]nponioHoBa KucroTa. A31-B77,
npoaykT kombiHauii rpynn A31 B Tabmmui 1 i B77 B
Tabnuui 2:

H
[+) f
Q

-
-0
N/ N
>
Litoun ananoriyHo npukrnagy 25(a) Buwe, ane
BuKopucToBytoun anmmetun 1,1-aukapbokeunaT 3-[6-
(4-meTokCMdeHin)-5H-nipono[2,3-bnipasuH-7-
injnponioHoBOT 1,1-avkuncriot [nopiBHANBHMUIA
Mpwknag 44(d)], onepxytots 3-[6-(4-dTopdeHin)-5H-
nipono[2,3-bJnipasnH-7-injnponioHoBy ~ KMCNOTy Y
BMMmMsAai He 30BciM Ginoi TBepAol pe4oBUHM. H amP
[(CD3)2S0OJ; 6 12,0 (c, 1H); 8,3 (a, 1H); 8,2 (m, 1H);
7.7 (g, 2H); 7,1 (g, 2H); 3,8 (¢, 3H); 3,05 (1, 2H); 2,6
(T, 2H). MC: 297 (MH™).
Mpuknag 26
3-[6-(4-TpeT-6yTMncbeHin)-5H-niposo[2,3-
b]nipasuH-7-injnponax-1-on. A30-B55, NPOAYKT
koMbiHauii rpynn A30 B Tabnuui 1 i B55 B Tabnuui 2:
CH

Oo '.(‘;yMiLLIi 4H XNOPUCTOBOAHEBOI KUCMOTU B
piokcaHi i meTtaHoni (5mn 1:1, 06./06.) popatotb 3-[6-
(4-TpeT-6yTMiNnheHin-5H-nipono[2,3-b]nipasvH-7-
injnponioHosy kucnoty [0,02r, [Mpuknag 25(a)] i
peakuiHy cymill 3anuwiairTb nepemillyBaTucb Mpu
KiMHaTHIN TemnepaTypi npoTarom Houi. [licna
BMNAapOBYBaHHSA 3arvLLIOK CYCNeHAYlTb B PO3YMHI
6ikapboHaty HaTpito (10%) i etunauetaty. Pasu
pOo3A4insaTb, OpraHiyHy dpakuito npoMmnBaloTb BOAOH
i cywatb Hag cynbdaTtom  HaTtpito. [licna
BMNapOBYBaHHS 3anmLok CyCneHayloTb B
pietunosomy edipi (50mn). Jopatote antomMorigpug
niTito (0,12mn 1M po3uuHy B gieTunoBomy eqipi) i
CYCMEH3il0 KuN'aTATb 3i 3BOPOTHNM XONOAMMBbHMKOM
npotarom 2 roguH. [JopatoTe goaaTkoBy amnikBoTy
anomorigpngy nitio (0,12mn 1M po3unHy B
aieTmnoBomMy edipi) i peakuiiHy cymilw HarpiBaloTb
npotarom we 1 rognHu. Peakuilo racats XOnogHuM
BoAaHUM (10%) po3uuHoM rigpocynbdaTy Kanito, aKui
[OJalTb KpannaMu OO0  NPUNUHEHHS  BUAINEHHS
BOAHI0, p036aBnsiloTb BOAOK i ekcTparyloTb edipom.
OG'egHaHi opraHivHi pakuii npomMmnsaloTs BOAOIO,
cywaTtb Haj cynbdatoM HaTpilo i nigaaloTe dneww-
XpomaTtorpadii Ha cunikareni, €I YM
eTvnaueTaTtom, OAEpPKYluM BKasaHy B 3aronoBKy
cnonyky (0,035r) y Burnagi He 3oscim 6inoi TBepaoi
peyoBuHU. T.Nn. 187-189°C. MC: 310 (MH™).

182

Mpuknag 27
Emnosun edip [2-meToken-5-(5H-nipono(2,3-
b]nipasuH-6-in)deHokculoutoBoi  kucnotn. A1-B68,
npoaykT kombiHauii rpynn A1 B Tabnuui 1 i B68 B
Tabnuui 2:
G

O_>~oEt
(O
-
"

o pPO34NHY 2-meTOoKCen-5-(5H-nipono[2,3-
blnipasuH-6-in)denony [0,5r, Tpuknag 28] B
anmeTundopmamigi (10mn) i kapboHaTy uesito (0,67r)
popatoTb etunxnopadetat (0,025r). PeakuinHy cymil
HarpiBatloTb npu  50°C npoTarom Houi. [icna
OXOMNOAXYBaHHA umeTundopmamMia BuaanswTs Yy
BaKyyMmi i 3anvLIOK PO3NOAinNAtoTe MK eTunaueTaTom
i Bogoto. OpraHiuHy dpakuito cyllaTe Hag CynbgaToMm
HaTpilo, BMNapoBYOTb i 3anuLIoK niggalTb dneL-
xpomaTtorpadiii Ha cunikareni, enwotwwu  2,5%
MeTaHonoM B AguxnopMmeTaHi. [oTim  npoaykT
po3TMpalTb 3 CyMillWo eTunaueTaTy i MeHTaHy,
O[IEPXKYIOYM BKasaHy B 3arosyloBKy CrMONyKy y BUrMsAAi
6inoj TBEpAoi pevosuHu. T.nn. 183-184°C. MC: 328
(MH™).

Mpuknag 28

2-MeTokcn-5-(5H-nipono[2,3-b]nipasnH-6-
in)derHon. A1-B70, npoaykT KomGiHauii rpynn Al B
Tabnuui 1iB70 B Tabnuui 2:

OH
OO~
N '1
u

[o po3wiHy 6-(3-TpeT-6yTMnanmeTuncuninokcu-
4-meTokcm)deHin-5H-nipono[2,3-b]nipasunHy [1,0r,
MopiBHanbHU npukrnag 49] B TeTparigpodypaHi
(50mn) popatom dTopua TeTpadbyrmnamonito (5,63mn
1M po3sunHy B TeTparigpodypaHi). PeakuiinHy cymiLu
nepemilyloTe NPU KIMHaTHIA TemnepaTypi npoTarom 3
roavH. TeTparigpodypaH BUAansoTb Npu 3HWKEHOMY
TUCKY | 3arMLIOK cycneHayloTb y Bodi. OgepxaHun
TBEPAUN NPOAYKT BiAMINbTPOBYIOTL | Ccywatb Yy
BaKyyMi, O4EpPXYIouM BKasaHy B 3arofioBKy CMOJMYKY Y
Burmsai  6inoi  TBeppoi  pevosuHn (0,56r), sKy
BUMKOPWUCTOBYIOTb 6€3 [0A4aTKOBOro ouuviieHHsi. MC:
242. (MH"). BEPX (Cnoci6 B): Rr=3,02xa.

Mpuknaa 29
3-d10p-2-(5-meToken-1-meTun-1H-ingon-3-in)-
1H-nipono[2,3-b]nipnavH. A62-B1-C1, NPOAYKT
KoMOGiHauii rpynn A62 B Tabnuui 1, B1 B Tabnuui 2 i

C1 B T1abnuui 3:

o
DS
i \
AN
Po3umH  2-(5-veTokcu-1-vietmn-1H-iHgon-3-in)-

1H-nipono[2,3-bInipuagvHy [0,1r, Mpuknag 17(a)] B
6e3BogHoMy TeTparigpoduypaHi  (4mn), npu 0°C,
06pob6raoTs  MeTunMarHinbpomigom  (0,042mn) i
nicns nepemiwyBaHHs npotsarom we 20xe. npu 0°C
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cymiw  obpobnswTs  Gic(teTpadTtopbopaTom)  1-
xnopmeTtnn-4-gtop-1,4-giasoHiabiumknol2,2,2]JoktaHy
(0,13r). PeakuitHy cymiw nepemiwyioTe  Npu
KiMHaTHIN TemnepaTypi nNpoTaArom 4 roAauH, MNOTiM
BATPUMYIOTb MNpWU KiIMHaTHIN TemnepaTtypi MpPOTAromMm
Houi, NoTiM HarpiBatoTe npu 40°C npoTarom 4 rogvH,
noTim Harpisatot npu 80°C npoTsarom 2 roauH, NoTim
OXONOMXKYIOTb A0  KiMHaTHOT  TemnepaTypu i
pO3NoAinATe MbK eTunaueTaTtom i Bogow. BoaHun
wap Tpudi ekcTparyiotb eTunaueTtatom (25mn).
OG'egHaHi eKkcTpakTM | eTunaueTaTHUM Wwap nicns
po3aiNeHHs NPOMUBAKOTb HACUYEHNM PO3YMHOM COfi,
cywatb Hag cynbdatom  MarHilo i noTiMm
BMMapOBYIOTb. 3anuLiok po3tupatiotb 3
eTunaueTaTtom, OAEpPXKYuM BKasaHy B 3aronoBKy
crnonyky (0,057r) y Burnagi 6inoi tBepaoi pe4oBuHMN.
T.nn. 248-250°C. 'H AMP [(CD3)2S0]; & 12,20 (1H,
c); 8,24 (1H, m); 7,81 (1H, ¢); 7,79 (1H, g, J=9,6IL);
7,46 (1H, g, J=9,6l"u); 7,27 (1H, c); 7,18 (1H, aa,
J=13,1, 6,0ru); 6,90 (1H, g, J=9,6I"y); 3,88 (3H, c);
3,80 (3H, c).

Mpwuknag 30

3-{6-(4-rippokendpeHin)-5H-nipono[2,3-blnipa3uH-
7-injnponioHoBa  kucnota.  A31-B78,  npopyT
koMbGiHauii rpynn A31 B Tabnuui 1i B78 B Tabnumui 2:

o

S

N

o posunHy aumeTtun 1,1-gukap6okcunaty 3-[6-
(4-(1-metnn)eTokemdpeHin)-5H-nipono[2,3-bInipasun-
7-injnponioHoBoi 1,1«kucnotn [0,77r, NopiBHANLHWIA
npuknag 44(b)] B metaHon (45vmn) popatoTe 1H
PO34MH rigpokenay HaTtpito (7,7mn). PeakuiliHy cymill
HarpiBatotb npu 50°C npotArom 6 roAwH, MNOTIM
3anuwaTb NpyM KiMHaTHIn TemnepaTtypi MNpOTSArom
Houi. PO34YMHHMK BMAAnATb  BUMAPOBYBAHHSAM,
aofawTb 6H pO3uMH cipyaHoi kucnotm  (20mn) i
peakuivHy  cymiw  Kun'atATb  3i  3BOPOTHUM
XonogunbHUKOM  npotdarom 12 roguH. [licrs
OXONOMKYBAHHA PO34MH Nignyroeyotb A0 pH4 4H
PO34YMHOM TiAPOKCMAY HaTpilo, odepXaHui 3arnmLuoK
PiNbTPYIOTL | CylwaTb Y BaKyyMi, OOepPXYoun BKkasaHy
B 3aronoeky crnonyky (0,42r) y Burmagi koBToOl
TBEPOOi PEYOBUHU, SKY BUKOPUCTOBYIOTL  6e3
[0OaTKOBOro ounweHHd. MC: 284 (MH"). BEPX
(Cnoci6 C): Rr=2,3xs.

Mpuknag 31

ETtun 3-{6-(4-rippokcvdeHin)-5H-nipono(2,3-
b]nipasuH-7-injnponioHar. A57-B78, NpPoAYyKT
KoMbGiHaUii rpynn A57 B Tabnuui 11 B78 B Tabnuui 2:

0,5t
M
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Po3unH  3-{6-(4-rinpokcvcbeHin)-5H-niponol[2,3-

blnipasuH-7-injnponioHoBoi kucnotu (0,02r) [Mpuknag
30] B eTaHoni (2mn) o6pob6rATL KaTaniTMYHOK
KinbKicTiO napaTtonyoncyrnbgoHOBOi kucrnotm. Cymiw
KUN'aTaTb 3i 3BOPOTHUM XONMOAMIBbHMKOM MpOTAroMm 4
FOAVH, PO3YMHHUK BUAANATb BUMAPOBYBAHHAM i

ocag BigginbTpoByoTL. [loTiM  TBEepAy 4YacTuHY
BMilLylOTb B eTunauertaT, OpraHiyHuin  wap
NpoMmnBalTb BOAOK, HACWMYEHUM PO3YMHOM  COfi,
cywatb Hag cynbdatoM MarHilo i BMNapoBYIOTb,
OAEPXKYIoUN TBEPAY PEYOBUHY XOBTOMO KOJbOPY, SKY
nigaawTs  dnew-xpomatorpadii  Ha  cunikareni,
ernioyM  eTnnaueTaTom, OAEPKYIOUM BKa3aHy B
3aronoBky cnonyky. MC: 298 (MH"). BEPX (Cnoci6
C): Rt=2,58xs.

Mpwvknag 32 i nopieHsaneHWiA Mpuknag 100

2-(5-meTokci-1H-iHaon-3-in)-1H-nipono[2,3-
b]nipnanH-4-«ap6oHiTpun. A3-B2-C1, NpoOayKT
kombiHauii rpynun A3 B Tabnumui 1, B2 B Tabrmui 2 i C1
B Tabnuui 3:
GH,

oN
=
N
[ \M\H

[itoun aHanoriyHo nNopiBHANMBHOMY npuknagy
12(a), ane BukopuctoBytoun 2-nop-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipuanH-4-kapGoHitpun
[MopiBHAnNbHUM npuknag 62(a)], ogepxyoTe 2-(5-
meTokci-1H-ingon-3-in)-1H-niporno[2,3-b]nipnavH-4-
KapOOHITPUN y BUIMALI XOBTOi TBEPAOI PEYOBUHMU.
T.nn. 303-304°C, TWX Rf=0,07 (etvnaueTtat/rentaH
1:1) i 2-(5-meTokci-1H-Hgon-3-in)-1-(Tonyon-4-
cynboHin)-1H-rapono[2,3-b]nipnanH-4-«apboHiTpun
[MopisHanbHMI npuknag 100] y Bumaai KopuyHeBoi
TBEpAOi peyosuHu. MC: 443 (MH'). TWX: Re=0,38
(etnauetat/rentaH 1:1).

Mpuknag 33
6-(4-meTnncynboHindeHin)-5H-nipono[2,3-
blnipasuH. A1-B93, npoaykT kombiHauji rpynn A1 B

Tabnuui 1i B 93 B Tabnuui 2

OO
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&

CycneHaito, Lo nepemillyeTbcs, 6-(4-
MeTunTtiodeHin)-5H-nipono[2,3-b]nipasnny [0,2362r,
Mpwknag 1(ah)] B auxnopmeTaHi (20mn) 06pobnsaoTs
TBA okcoHom (2,545r). Yepes 2 roanHu ogepaHum
PO34MH OPaHXEeBOro KOMbOPY BUNapOBYyOTh. 3anuLLOK
niggaloTs  dnew-xpomatorpadiii  Ha  cunikareni,
€IoIYM CyMILLLLIKID MeTaHony i agnxnopmeTaHy (1:1,
006./06.), ogepXxytoun BKasaHy B 3arosyioBKy CMOJYKY Y
Burnsgi 6inoi Teepaoi pewosuHn. MC: 258 (MH™). 'H
AMP [(CD3)2SO]J; 6 12,66 (1H, c); 8,41 (1H, c); 8,24
(3H, m); 7,82 (2H, g, J=8,7T'u); 7,33 (1H, c); 2,81 (3H,
c).

Mpwvknag 34
6-(4-meTnncynboHindeHin)-5H-nipono[2,3-
blnipasuH. A1-B94, npoaykT kombGiHauji rpynn A1 B

Tabnuui 1i B94 B Tabnuui 2

Cycn?—:‘Hairo, o nepemillyetbcs, 6-(4-
MeTunTiodeHin)-5H-nipono[2,3-bjnipasmHy  [0,125r,
Mpwknag 1(ah)] B anxnopmeTaHi (15mn) o6pobnsioTs
TBA okcoHom (1,35r). Yepe3 4 rognHu peakuinHy
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Cymill BMNapoBYOTb. 3anulioK niggawTe  dneL-
xpomaTorpadii Ha cunikareni, enYM CyMILLLLIO
mMeTaHony i guxnopmeTtaHy (1:1, 06./06.), ogepxyroun
BKa3aHy B 3arofoBKy cnonyky}/ Burnsiai 6inoi TBepaoi
pevoBuHu. MC: 274 (MH”). 'H AMP [(CD3).SO]; d
12,78 (1H, c); 8,44 (1H, c); 828 (3H, m); 8,04 (2H, g,
J=8,8I'u); 7,40 (1H, c); 3,27(3H, c).

Mpuknag 35

3-(6-(4-TpeT-6yTMndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponinamin. A46-B55, NPOAYKT
KoMbiHauii rpynn A46 B Tabnuui 11 B55 B Tabnuui 2

W
e
™
1

P03‘~Ilf/IH 3-[6-(4-TpeT-6ynndpeHin-5H-nipono(2,3-
b]nipasuH-7-injnponioHamigy [0,2r, lMpuknag 24] B
6e3BogHoMy TeTparigpodypaHi (20mn) obpobnsawTs
pPO34YMHOM antomorigpuay nitito B AieTmnosomy edqipi
(5mn, 1M). Po3unH nepemiwyioTb NpPU  KiMHaTHIA
TemnepaTypi NpoTarom 24 roawH, notiMm o6pobnsaTs
BoAo0 (20mn). Cymiw dhinbTpytoTe Yepes uenit, ABivi
npomueatoTe  etunauvetratom  (20mn). OG'egHaHi
GinbTpaT i NpoMuBHI dpakuii NpomMBaloTb BOAOHD,
NoTiM HaCM4YEeHUM PO3YMHOM COnNi, NOTIM CywaTb Hazg
cynbpaTOM  MarHilo i NOTiM  BMMNapoBYOTb,
OLlEPXYIOUM BKasaHy B 3arosfloBkKy CroOnyKy y BUrMsALi
xoBTOi TBepaoi pewsuHu (0,12r). MC: 309 (MHY).
BEPX (Cnoci6 C): Rt=2,54xs.

Mpuknag 36

(a) N-{3-(6-(4-TpeT-6yTnncpeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-auetamia. A39-B55, npoaykT
komOiHauii rpynu A3 9 B Tabnuui 1 i B55 B Tabnuui 2:

H

Nro
N,
S
“
H

Po3uuH 3-(6-(4-TpeT-6yundenin)-5H-nipono[2,3-
blnipasuH-7-in)nponinamin (0,0324mmonb) [Mpuknag
35] B TeTparigpodypaHi (1,5mn) obpobnsawTs
auetunxnopugom (0,0324mmornb) i TpueTunamiHom
(0,0788mmorb). Po3unH nepemiwytoTe Npu KiMHaTHIA
Temnepatypi npotarom 12 rogvH i noTiM 06pobnsTL
BOAOM0 i eTunaueTaTtom. OpraHiyHy dpasy cywaTb Hag
cynbaToOM MarHito i NoTiM BMMAPOBYOTL. 3anuLIOK
niggarTs  drnew-xpomatorpadiii  Ha  cunikareni,
enioyM Cymilw eTunaueTaTty i MeTtaHony (9:1,
06 ./06.), oAepKytoun BkasaHy B 3arofloBky CrosyKy y
BMMAAi oBToi TBEepAoi pevoBmHu. MC: 351 (MH+).
BEPX (Cnoci6 C): R1=3,05xB.

(b) Awig N-{3-(6-(4-TpeT-6yTnndeHin)-5H-
nipono[2,3-bJnipasnH-7-
in)nponinjumknonponinkap6oHoBoi  knucnomm. A47-
B55, npoaykT komGiHauii rpynn A47 B Tabrmui 1i B55
B Tabnuui 2:

(]

} R
e ki

[itoun aHanoriyHo npukrnagy 36(a) suwe, ane
BMKOPUCTOBYIOUN uuknonponinkapboHinxnopua,
ogepkxytoTb  amig N-[3-(6-(4-TpeT-OyTnndueHin)-5H-
nipono[2,3-b]nipasnH-7-
in)nponinjuuknonponinkap6oHOBOi KUCNOTK Y BUMMAA)
TBEPAOI CMONUCTOI XXOBTOI TBepaoi pedoBunHu. MC:
377 (MH"). BEPX (Cnoci6 C): Rt=3,25xs.

(c) N-{3-(6-(4-TpeT-6yTnncpenin)-5H-nipono[2,3-
b]nipasuH-7-in)nponin}-6ytupamia. A48-B55, npoaykT
KomOiHaUii rpynn A48 B Tabnuui 1i B55 B Tabnuui 2:

¢

.

A
1

B
Hitoun aHanoriyHo npukrnagy 36(a) Buwe, ane

BMKOPUCTOBYIOUM H-OyTupoinxnopua, ogepxytote N-
{3-(6-(4-TpeT-6yTundpeHin)-5H-nipono[2,3-binipasnH-
7- |n)npon|n}6ympaM|,u. y BUMaAgi CMOJ'IMCTOI XOBTOI
TBepAoi peyosuHn. MC: 379 (MH'). BEPX (Cnoci6
C): R1=3,28x8.

(d) N-{3-(6-(4-TpeT-6yTnncpeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-meTokciauetamia.  A49-B55,
npoaykT kombiHauii rpynn A49 B Tabrmui 1 i B55 B

Tabnuui 2:
ow’

N
H

|

-
-

S
o

E

Hitoun aHanoriyHo npuknagy 36(a) Buwe, ane
BMKOPMCTOBYHOUYM METOKCiaLeTunxnopua, oaepkytoTs
N-{3-(6-(4-TpeT-6yTnndeHin)-5H-nipono(2,3-
b]nipasuH-7- IJ'I)I'IpOI'IIJ'I}METOKCIaLI,eTaMI/J, y, BUMMAAOi
6inoi Teepmoi pevosunn. MC: 381 (MH'). BEPX
(Cnoci6 C): Rt=3,15xe.

(e) Awig N-{3-(6-(4-TpeT-6ymnndeHin)-5H-
nipono[2,3-b]nipasnH-7-in)-nponin}tieH-2-
inkap6oHoBoi kncnotm. A50-B55, npoaykt kombiHauii
rpynu A50 B Tabnumui 1 i B55 B Tabnuui 2:

-t
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[itoun ananoriyHo npuknagy 36(a) Buwe, ane
BMKOPUCTOBYIOYUU TieH-2-inkap6oHinxnopwua,
ofepxytotb  amig N-{3-(6-(4-TpeT-6ytnndeHin)-5H-
nipono[2,3-b]nipasnH-7-in)nponin}tieH-2-nkapboHoBoi
KMCNOTK Yy BUIMSAAI XOBTOI TBepaoi pedoBuHu. MC:
419 (MH"). BEPX (Cnoci6 C): R1=3,28xa.

Mpuknapg 37

(a) N-{3-(6-(4-TpeT-6yT"ncpeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N'-H-nponinceyoBuHa.  A51-
B55, npoaykT kom6GiHauii rpynn A51 B Tabrmui 1i B55
B Tabnuuj 2:

?’N\-’\
1 “‘; 3

g

H

Po3uunH 3-(6-(4-TpeT-6yTnndpeHin)-5H-nipono[2,3-
b]nipasuH-7-in)nponinaminy (0,0324mmonsb) [Mpuknag
35] B TeTparigpodypaHi (2mn) o00pobnAKTL  H-
nponinisoljaHaToM (0,0324mmorb ). Po3uuH
nepemilyloTe NpWU KiMHaTHIA TemnepaTypi NpoOTSAroM
12 roguH i noTim o0b6pobnawTe Bogok  (3mn).
OpeprxaHun ocaj BiahinbTPOBYIOTH, noTim
npoMunBaloTb BOAOK i NOTIM cywaTb Yy BakyyMi npu
50°C, ofepxylouM BkasaHy B 3arofloBKYy CMONYKY y
BUMMsAai 6exeBoi TRepaoi peyoBuHn. MC: 394 (MH™).
BEPX. (Cnoci6 C): R1=3,25xs.

b) N-{3-(6-(4-TpeT-6yTMndpeHin)-5H-nipono[2,3-
blnipasuH-7-in)npoTtn}-N'-
kapboeTokcumeTuncedoBsmHa. A52-B55, npopykT
komOiHaUii rpynu A52 B Tabnuui 1 i B55 B Tabnuui 2:

=} }_‘g \/(oo
- L

Litoun ananoriyHo npukrnagy 37(a) Buwe, ane
BMKOPUCTOBYIOUM e Tuni3ouiaHaToaleTaT, OAepXYyi0Tb
N-{3-(6-(4-TpeT-6yTndeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N'-
KapbOETOKCMETUIICEYOBUHY Yy BUMALI  >KOBTOI
TBEpAOi pedosuHn. MC: 437 (MH™). BEPX (Cnoci6
C): Rr=3,18xB.

c) N-{1-memun-[3-(1H-nipono[2,3-b]nipuanH-2-in)-
1H-inpon-5-injmemn]-N'-teTparigponipaH-2-
incevoBuHa. A2-B1-C74, npogykT komGiHauji rpynu
A2 B Tabnuui 1, B1 B Tabnuui 2 i C74 B Tabnuui 3:

188

Hitoun aHanoriyHo npuknagy 37(a) Buwe, ane
BukopucToBytoun  [3-(1H-nipono[2,3-blnipnanH-2-in)-
1-metmn-1H-iHgon-6injmetunamii  [Mpuknag 52] i
TeTparigponipaH-2-iniouiaHat, ogepkyote  N-{1-
metun-[3-(1H-nipono[2,3-blnipnanH-2-in)-1H-ingon-5-
inlmetnn}-N'-TeTparigponipaH-2-ince4oBuHy y BUrnsgi
TBEpAOI peyoBuHN. T.nn. 229-231°C.

Mpuknag 38
N-{3-(6-(4-TpeT-6yTundeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-N',N'-gietunceyosuHa.  A53-
B55, npoaykT komGiHauii rpynu A53 B Tabrmui 1i B55

B Tabnuui 2:

e
i

Y
P

o

Po3unH 3-(6-(4-1peT-6yTvndpeHin)-5H-nipono(2,3-
blnipasuH-7-in)nponinamin  [0,0324mmonb, Mpuknaa
35] B TetparigpodypaHi (1,5mn) obpobnsoTb
adietTunkapbamoinxnopngom (0,0324mmornb) i
TpueTnnamiHom (0,0788Mmmonb). Po3unH
nepemilyloTe NpW KiIMHaTHIA TemnepaTypi NpoOTAroMm
12 roguH i popatte Boagy i etunauetaT. Lapwm

po34irsloTe | OpraHiYHMA  pO3YMH CcywaTb Hag
cynbgaTom MarHito. OcywyBanbHUn areHT
BiAINbTPOBYIOTE | PO3YMHHMK  BUMNAPOBYHOTH.

3anuLoK ouulalTs Ha xpomaTtorpadiyHin KOMoHL
(cunikarenb, etunauetaT, notim 10% meTaHon B
eTunaueTarti), OOEepKYIouM BKasaHy B 3arofioeKy
CMONYKY Yy BUMMSAAI XXOBTOi TBepAoi peyoBunu. MC:
408 (MH"). BEPX (Cnoci6 C): R1=3,43xa.

Mpuknag 39

(a) N-{3-(6-(4-TpeT-6ynndpeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-meTtaHcynsdoHamig. A38-B55,
NpoaykT kombiHauii rpynn A38 B Tabmmui 1 i B55 B
Tabnuui 2:

Q,
S
A
H
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-

\

a

Po3unH 3-(6-(4-TpeT-6yTnndenin)-5H-nipono[2,3-
blnipasuH-7-in)nponinaminy [0,0324mmons, Mpuknaa
35] B TeTtparigpodypari (1,5mMn) obpobnswt
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MeTaHCyrnbdOHINXIopMaoM (0,0324mmorb) i
TpyeTUnamiHom (0,0788mmonb). Po3uuH
nepemilyloTe NpKU KIMHATHIA TemnepaTypi NpoTArom
12 roguH i popatoe Boagy i etunauetaT. LWapwm

po34ifAloTe | OpraHiyHMM po3yYMH cywaTb Hapg
cynbaTtom MarHito. OcywyBanbHun areHT
BioiNbTPOBYIOTE | PO3YMHHWMK  BUMNAPOBYIOTb.

3annwok ouMwaTe Ha xpomaTorpadiyHii KOMoHLUI
(cunikarenb, etunauetaT, noTim 10% meTaHon B
eTunaueTaTi), OOEPKYIOUM BKasaHy B 3arofioBKy
CMoNyKy y BUMMAAi XXOBTOi TBepaoi peyoBuHu. MC:
387 (MH"). BEPX (Cnoci6 C): Rt=3,23xs.

(b) N-{3-(6-(4-TpeT-6yTMNcbeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}tien-2-incynscpoHamin.  A50-
B55, npoaykT kom6GiHauii rpynn A50 B Tabrmui 1i B55
B Tabnuui 2:

Litoun ananoriyHo npuknagy 39(a) suwe, ane
BMKOPUCTOBYIOYUU TiEH-2-incynboHinxnopua,
oAepXKyIoTb N-{3-(-6-(4-TpeT-6yTUndeHin)-5H-
nipono[2,3-b]nipasnH-7-in)nponin}tieH-2-
incynbcoHamig y BUrMsAi XKOBTOI TBEPAOI PEYOBUHU.
MC: 455 (MH™). BEPX (Cnoci6 C): Rt=3,56xa.

(c) N-{3-(6-(4-TpeT-6yTMNndeHin)-5H-nipono[2,3-
b]nipasuH-7-in)nponin}-ammeTnnisokcazon-4-
incynbcpoHamia. A54-B55, npoaykt komGiHauii rpynu
A54 B Tabnuui 1 i B55 B Tabnuui 2:

o\
N
o
N
B

, 1 \
-
1

H

Litoun ananoriyHo npuknagy 39(a) Buwe, ane
BMKOPUCTOBYIOUU 3,5-aumeTunisokcason-4-
incynbpoHinxnopua, opepkytotb  N-{3-(6-(4-TpeT-
OytmndeHin)-5H-nipono[2,3-b]nipasunH-7-
in)nponin}ammeTunisokcadon-4-incynsgoHamig y
BUMMAAI cMormcToi 6inoi TBepaoi peyoBuHn. MC: 468
(MH"). BEPX (Cnoci6 C): Rt=3,55xs.

(d) N-{3-(6-(4-TpeT-6yTMncbeHin)-5H-nipono[2,3-
blnipasuH-7-in)nponin}-1-meTunimigason-4-
incynbcpoHamia. A56-B55, npoaykt komGiHauii rpynu
A56 B Tabnuui 1 IB55 B Tabnuui 2:

Hitoun aHanoriyHo npuknagy 39(a) Buwe, ane
BMKOPUCTOBYHOYM 1-meTunimigason-4-
incynbdpoHinxnopua, opepxkyiote  N-{3-(6-(4-TpeT-
6ytmndpenin)-5H-niporno[2,3-blnipasvH-7-in)nponin}-1-
MeTuniMigason-4-incynbgoHamig, y BUMMAOI
cmonucToi 6inoi Teepaoi peyosuHn. MC: 453 (MH™).
BEPX (Cnoci6 C): Rt=3,13xs.

Mpuknag 40

(a) (2-rippokev-1,1-gumeTnneTmn)amia2-(5-
meTtokcmn-1-metun-1H-ingon-3-in)-1H-niponol[2,3-
b]nipunanH-4-«ap6oHoBoi KACNOTK. A68-B1-C1,
npoaykT komGiHayjii rpynn A68 B Tabnuui 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:

HOCH,
8,
Po3umH  2-(5-veTokcu-1-vietmn-1H-iHgon-3-in)-
1H-niponol[2,3-bInipuanH-4-kapboHoBoi KMcnotu
[32wmr, Mpukrnag 41(a)] B 6e3BoaHOMY

anveTtundgopmamiai  (10mn) B aTmocdepi asoty
obpobnatoTe AiisonponinetnamiHom (35MkI), NOTIM
rekcagropcocgaTtom  O-(7-azabeH3oTpmason-14n)-
1,1,3,3-TeTpameTnnypoHito (38mr). Micna
nepemillyBaHHSA npu KiMHaTHin TemnepaTtypi
npoTtarom 1 roaMHu cymiw 06pobnsaT PO3yYNHOM 2-
aMiHo-2-veTun-1-nponaHony (10,5mkn) B
6e3BoAHOMY ammeTmndopmamigi (1mn) i
nepemillyBaHHS NMPOOOBKYIOTh LUE NPOTSroM 2 roauH.
PeakuitHy  cymiw  BMNapoBYOTb |  3anuvLIOK
006po6rAT>  HACMYEHUM  BOOHUM  PO3YMHOM
GikapboHaTy HaTpito (15mn). Cymiw nepemiwyotb
npotarom 1 rogvHu i ogepxaHy TBEpPAY PEYOBUHY
XKOBTOMO KOMbOpy BiAdINbTPOBYIOTL, MNOTIM A06pe
npomuBaloTb Bogow i cywatb npu 100°C y Bakyymi,
OLIEPXKYIOYM BKasaHy B 3arofioBky cnonyky (34wmr) y
BMIMSAI )KOBTOI TBEpAoT pevoBmHu. T.nn. 210-212°C.

(b) (2-rippokev-1,1-gumeTnneTmn)amia 3-(4-xnop-
1H-nipono[2,3-b]nipuanH-2-in)-1-metTnn-1H-iHaon-5-
KapboHOBOI  KWUCrOTW. A28-B1-C31, NPOAYKT
komOiHaUii rpynu A28 B Tabnuui 1, B1 B Tabnuyj 2 i
C31 B Tabnuu,i 3:

R cionm
CHS

Hitoun aHanoriyHo npuknagy 40(a) suwe, ane
BMKOPUCTOBYIOUM  cyMmiw  3-(4-xnop-1H-nipono[2,3-
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blnipugnH-2-in)-1-memmn-1H-ingon-5-«ap6oHoBoi
Kucnotm i metunoBoro  eqiipy  3-(4-xmop-1H-
nipono[2,3-blnipnanH-2-in)-1-metmn-1H-iHgon-5-
kapboHoBoi kucrotn [Mpuknag 41(b)] i niggatoum
HEOUMLLEHNIA NPOAYKT peakuii xpomaTorpadii Ha
cunikareni, enyn cro4aTky CYMILLILLIKO
eTunauetaty i rentaHy (85:15, 06./06.), noTim
eTunaueTaTom, OAEePXKYI0Tb (2-rippokcu-1,1-
anmeTuneTuniamig 3-(4-xnop-1H-niposo[2,3-
blnipnann-2-in)-1-memmn-1H-iHgon-5-«ap6oHoBoT
KMCNoTM y BUMAAI  YepBOHYBATO-Cipoi  TBEpAoi
peyoBnHu. MC: 397, 399(M"). Rt=4,038xB.

(c) [2-(5-meTOoKCK-1-MeTnn-1H-iHgoN-3-in)-1H-
nipono[2,3-b]nipuanH-4-in}-moponiH-4-inMeTaHOH.
A12-B1-C1, npoaykT kombiHauji rpynn A12 B Tabnuui
1,B1 B Tabnuui 2 i C1 B Tabnuui 3:

Litoun ananoriyHo npuknagy 40(a) Buwe, ane
BMKOPUCTOBYIOYM  MOPQIONiH  3aMiCTb  2-aMiHO-2-
MeTun-1-ponaHony, oaepxylTb [2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
injMopconiH-4-inmeTaHoH y  BumMAZI  TBEpAOi
peyosuHu. T.nn. 259-260°C. MC: 391 (MH™).

(d) 3-[6-(4-rinpokendpeHin)-5H-nipono[2,3-
b]nipasuH-7-in]-N-meTunnponioHamig. A33-B78,
npoaykT kombiHauii rpynn A33 B Tabrmui 1 i B78 B
Tabnuui 2:

[itoun aHanoriyHo npuknagy 40(a) suwe, ane
BMKOPUCTOBYHOUM 3-[6-(4-rinpokcudpeHin)-5H-
nipono[2,3-bJnipasnH-7-injnponioHoBy Kucnoty
(Mpwknag 30) i N-metvnamiH, ogepxyioTb 3-[6-(4-
rigpokenacpeHin)-5H-nipono[2,3-b]nipasuH-7-in]-N-
MeTunnponioHamig y Burnazi teepgoi peyosuHu. MC:
297 (MH").

(e) (2-rigpokcmn-1,1-gumeTnneTmn)amig 2-(1-etvn-
5-meTokeun-1H-iHgon-3-n)-1H-nipono([2,3-b]nipnann-
4-xapboHoBoi  kucrnotn.  A68-B3-CH1, NPOAaYKT

komOiHaUii rpynu A68 B Tabnuui 1, B3 B Tabnuyj 2 i
C1 B Tabnuui 3:

192

Hitoun aHanoriyHo npuknagy 40(a) suwe, ane
BMKOpUCTOBYtOUM 2-(1-eTun-5-meTtokci-1H-ingon-3-n)-
1H-niponol[2,3-b]nipnavH-4-kapboHoBy Kucnoty
[Mpukrnag 41(c)l, opepxyioTe  (2-rigpokcmn-1,1-
anmetunetunjamia  2-(1-etmn-5-metokdi-1H-4HgoN-3-
in)-1H-niporo[2,3-b]nipnanH-4-kapboHoBOT KMCNOTU Y
BUMAAI 3eneHoi TBepaoi pevoBuHW. T.nn. 244-245°C.
MC: 407 (MH").

() (2-meTokcieTnn)amig 2-(5-meTtokcn-1-meTun-
1H-inpon-3-in)-1H-niporo[2,3-b]nipnanH-4-
KkapboHoBoi kucnot. A69-B1-C1, npoaykT kombiHaLii
rpynn A69 B Tabnuui 1, B1 B Tabnuui 2 i C1 B
Tabnuui 3:

~

Hitoun aHanoriyHo npuknagy 40(a) Buwe, ane
BukopuctoBytoun 2-{5-meTtokcu-1-vietun-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnanH-4-«kapboHoBy  KUCMOTY
[Mpuknap 41(@)] i 2-veTokcieTMNamiH, ogepxytoTb (2-
meTokcietTun)amig 2-(5-metokcn-1-vetnn-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnanH-4-kapboHoBOT KMCNOTU Y
BUIMSAI XOBTOI TBepAoi peyoBuHu. T.nn. 248-249°C.
MC: 379 (MH").

(9) (2-rigpokev-2-veTunnponin)amig 2-(5-
meTtokcmn-1-metun-1H-ingon-3-in)-1H-niponol[2,3-
b]nipunanH-4-«ap6oHoBoi KMCNOTK. A70-B1-C1,
npoaykT komGiHayjii rpynn A70 B Tabnuui 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:

[=]

Hitoun aHanoriyHo npuknagy 40(a) suwe, ane
BMKopucToBytoun 2-(5-metokcn-1-vetmn-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnavH-4-kapboHoBy  KUCOTY
[Mpukmap 41(a)] i 1-amiHO-2-meTunnponaH-2-on
(opepxaHunm 3a cnocobom, npeAcTaBneHUM B
nitepaTtypi [Cabella et. al. Tetrahedron, 1995, 51 (6),
1817-1826)), OAEpPXKYIOTb (2-rippokcun-2-
Metunnponin)amig 2-(5-metokcu-1-metmn-1H-iHgon-
3-in)-1H-nipono[2,3-blnipnanH-4-kap6oHOBOI KMCNOTU
y Burnagi TBeppoi pevosuHu. PX-MC: Cnoci6 D:
Rr=2,54x8., 393,3 (MH").

(h)  (2-rippokcunponin)amia  2-(5-meTokcu-1-
metun-1H-ingon-3-in)-1H-niporo[2,3-b]nipnanH-4-
kapboHoBoi kucnot. A85-B1-C1, npoaykT kombiHaLii
rpynu A85 B Tabnumui 1, B1 B Tabnuui 2 i C1 B Tabnuui
3:
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LOitoun ananoriyHo npuknagy 40(a) Buwe, ane
BMKkopuctoBytoun 2-(5-metokcu-1-vietun-1H-iHgon-3-
in)-1H-niporno[2,3-b]nipnanH-4-«ap6oHoBy Kucnoty
[Mpuknap 41(a)] i 1-amiHonponaH-2-05, OAEPKYIOTb
(2-rigpokcunponin)amia  2-(5-meTtokcmn-1-metun-1H-
iHgon-3-n)-1H-nipono[2,3-bjnipngnH-4-kap6oHoBoi
KUCMOTM Yy BUMSAAI TBepaoi pevoBuHu. PX-MC:
Cnoci6 D: R1=2,74xs., 379 (MH").

(i) (2-rigppokcieTnn)amia 2-(5-veTokcu-1-veTnn-
1H-ingon-3-in)-1H-nipono[2,3-b]nipnanH-4-
kapboHoBoi kucnotn. A86-B1-C1, npoaykT kombiHaLii
rpynn A86 B Tabnwuui 1, B1 B Tabnuui 2 i C1 B
Tabnuui 3:

Litoun awanoriyHo npuknagy 40(a) Buwe, ane
BMKOpUCTOBYtOUM  2-[5-MeTokcu-1-vietun-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnavH-4-kapboHoBy  KUCROTY
[MPUKJIAO 41(a)] i 2-amiHoeTaHoOn, ogepkyloTb (2-
rigpokcieTun)amig 2-(5-metokcn-1-metmn-1H4ngon-3-
in)-1H-niporo[2,3-b]nipnanH-4-kapboHoBOi KMCNOTU Y
Burnaai TBepdoi pedvosuHu. PX-MC: CIMOCIB D:
Rr=2,22x8., 365 (MH").

() (2-veTokcietnn)amig 2-(5-meTokci-1H-iHgon-3-
in)-1H-niporo[2,3-b]nipnavH-4-«kapboHoBOi  KMcnoTu.
AB69-B2-C1, npoaykT kombGiHauji rpynu AB9 B Tabnuui
1,B2 B Tabnuui 2 i C1 B Tabnuui 3:

[itoun ananoriyHo npuknagy 40(a) suwe, ane
BMKOPUCTOBYHOUN 2-(5-meTokdi-1H-iHoon-3-in)-1H-
nipono[2,3-b]nipuanH-4-«ap6oHoBy kucnoTy [Mpuknag
15(t)] i 2-meTokcieTunamiH, ogepxyloTb  (2-
MeTokcietun)amig  2-(5-meTokci-1H-iHgon-3-in)-1H-
nipono[2,3-b]nipnanH-4-«ap6oHoBOT KMCroTu y
BumMAni tBepAoi pedosuHu. PX-MS (CMOCIB D):
Rt=3,65x8., 365 (MH").

Mpuknag 41

(a) 2-(5-meTokcu-1-vetun-1H-iHgon-3-n)-1H-
nipono[2,3-b]nipuanH-4«apboHoBa kucnota. A67-B1-

C1, npoaykT kombiHayji rpynn A67 B Tabnuui 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:

Po3unH tpeTt-6ytvnosoro edipy 2-(5-meTokcu-1-
MeTun-1H-ingon-3-in)-1-(Tonyon-4-cyne goHin)-1H-
nipono[2,3-b]nipnanH-4«ap6oHoBoi kucnotn [106mr,
MopiBHAnbHUM npwknag 2(n)] B metaHon (10mn)
06pobnstoTb po3unHOM rigpokemay kanito (1mn, 5H),
noTiM KuN'aTATb 3i 3BOPOTHUM  XONOAUSTbHVKOM
npoTtsarom 1 rogvHM i MOTiM BUMAPOBYIOTL. 3anMLLOK
06pobratoTe Bogoto (15mn) i cymiw npomwmBaoTs
emunauetatom (10mn). MoTtim pH BoAHOrO pPO34MHY
A0BOAATL A0 4, [OAAYN XITOPUCTOBOAHEBY KUCHOTY,
i oxonogxywTe Ha nboay. OpepxaHy TBepay
pPEeYvoBMHY XOBTOTO KOMbOpPY BiAdINbTPOBYOTL, Aob6pe
npoMmBaloTe BoAok i noTiM cywaTts npu 80°C vy
BaKyyMi, OJEpXXYyloun BKa3aHy B 3arofloBKy CMOMyKy
(33mr) y Burnsai kosTOi TBepAOi peyvoBuHWU. T.nn.
>300°C. MC: 322 (MH").

(b)  3-(4-xnop-1H-nipono[2,3-b]nipnanH-2-in)-1-
metun-1H-ingon-5-«ap6oHoBa kucrota. A28-B1-C28,
npoaykT komGiHauii rpynn A28 B Tabnuui 1, B1 B
Tabnuui 2 i C28 B Tabnuui 3; i metunosun edip 3-(4-
xnop-1H-nipono[2,3-bnipnanH-2-in)-1-metun-1H-
iHaon-5-«apboHoBOT KUCToTH:

=
N

b

e

Hitoun aHanoriyHo npukrnagy 41(a) suwe, ane
BMKOPUCTOBYIOUM  MeTunosun  ediip  3-(4-xnop-1-
(Tonyon-4-cynbdoHin)-1-metun-1H-nipono[2,3-
blnipngnH-2-in)-1H-ingon-5-kap6oHoBoT KMcnotu
[MopiBHaAnbHUM npuknag 19(d)], opmepxytoTs 60:40
cymiLl 3-(4-xnop-1H-nipono[2,3-b]nipnanH-2-in)-1-
MeTun-1H-iHgon-5-«ap6boHOBOI KNCMOTH | METUITOBOIO
edipy 3-(4-xnop-1H-nipono[2,3-b]nipnanH-2-in)-1-
meTun-1H-iHgon-5-«kapboHOoBOI KMCNOTW Y BUMSAAI He
30BCiM 6inoi TBepAoi peyosnHKU. MC: 326 i 340(M").

(c) 2-(1-emn-5-meTokci-1H-iHgon-3-in)-1H-
nipono[2,3-bJnipuanH-4-«apboHoBa kucnota. A67-B3-
C1, npoaykT kombiHauii rpynu A67 B Tabnuui 1, B3 B
Tabnuui 2 i C1 B Tabnuui 3:

i A
K
H
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Litoun ananoriyvHo npuknagy 41 (a) Buwe, ane
BMKOPUCTOBYIOUM TpeT-0ytunosui edip 2-(1-etmn-5-
meTokci-1H-iHgon-3-in)-1-(Tonyon-4-cynb ¢oHin)-1H-
nipono[2,3-b]nipnanH-4«ap6oHoBOI KMcnotu
[MopisHanbHUR npuknag 13(o)], ogepxyote  2-(1-
etun-5-meTokci-1H-ingon-3-in)-1H-nipono[2,3-
blnipnanH-4-«apboHoBy KuCnoOTy y BUMALI >KOBTO-
KOp14HeBOT TBepaoi peyosuHn. MC: 336 (MH™). TLLIX:
Rr=0,24 (eTvnauetat/rentaH, 1:1).

Mpwknag 42

2-(5-MeTokci-1H-inpon-3-in)-1H-niporno[2,3-
b]nipnanH-4«apbokcamia. A10-B2-C1, NPOAaYKT
komOiHauii rpynun A10 B Tabnuui 1, B2 B Tabnuuj 2 i
C1 B Tabnuui 3:

HN

N

¥
A
H

CycneHsito 2-(5-meToKGi-1H-iHOoN-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-4-
kapboHiTpuny [0,25r, MopiBHANbHUIA Npyknag, 67(e)] B
MeTaHoni (25mMn) 06pobnsaTs poO3YnMHOM rigpoKkevay
HaTpito (1,51 B 4mn Boau). Cymill OXONOMKYIOTb Ha
OaHi 3 rnbomom i moTiM 0bOpobnatTb, AoJakuM
kpannamu nepokcug BoaHwo (0,35mn, 30%). Micns
nepemillyBaHHS npu  KiMHaTHin ~ TemnepaTypi
npotarom 1 rogvHW OO peakuiiHoi cymiwi goaarTb
pojaTtkoBy anikBoty nepokcuay BogHw (0,3mn) i
nepemillyBaHHA NPOAOBKYIOTb We 3 roguHu, noTim
peakLito racaTb, JoAatum meTabicynbdiT HaTpito Ans
BMOANEHHA HaAMMWKy nepokcuay BogHw. [loTim
peakuiiHy cymMiw po3baensaoTs Bogoto (75mn) i Agiui
ekcTparyiote  etunauetatom  (50mn).  OG'eaHaHi
€KCTpaKTW ABiYi MPOMMBaTL HACUYEHUM PO3YMHOM
coni (30mn), NoTiM cywaTte Hag cynbdaToM HaTpito i
noTiMm BUNApPOBYIOTbL. TBEpAy PEYOBUHY >KOBTOMO
KOmnbopy, WO 3anuwmnacs, niggalTs xpomaTorpadii
Ha cwurikareni, eniolYM Cymillwo eTunaueTaTy i
anxrnopmeTtany (1:1, 00./06.), ogepxytoun nicns
PO3TUPAHHA 3 METAHOSIOM | MPOMUBAHHA AieTUIIOBUM
edipoM BKazaHe B 3aronoeky cnonyku (50mr) y
BMMmMAai koBTol TBepaoi pedvoBuHW. T.nn. >320°C.
MC: 307 (MH™).

Mpwknag 43
3-[6-(4-mopdponiH-4-indpeHin)-5H-nipono[2,3-
b]nipasuH-7-in]-N-meTun-nponioHamia. A33-B59,
npoaykT kombiHauii rpynn A33 B Tabrmui 1 i B59 B

Tabnuui 2:

]
wcs,
N,
AN\ /N
E\%“\_ﬁ
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Cymiw 3-[6-(4-
TpUgTopMeTaHcynbgoHinokcmdeHin)-5H-nipono[2,3-
blnipasuH-7-in]-N-metunnponioHamigy [30mr,

MopisHAnbHWIA npuknag 18(d)], aueToHiTpuny (2mn) i
MopdoniHy (0,5mMn) Harpieatotb npu  200°C B
MIKpOXBUNbOBIA nedi npotarom 4 roauH. [loTim
peakuiiHy  CyMill  BMMNApoBYIOTb |  3anuLloK
po3TUpaloTb 3 eTunaueTaToM, O4EPKYI04N BKa3aHy B
3arofioBKy CMonyKky y BUrmsAAi teepAaoi pevosuHn. MC:
429,1 (MH™).

Mpuvknag 44

6-(4-niponignH-1-ndeHin)-5H-nipono|[2,3-
blnipasuH. A1-B82, npoaykT kombiHauji rpynn A1 B
Tabnuui 1i B 82 B Tabnuui 2:

N
-G
S
1
H

Cymiw 6-(4-
TpudgTopMeTaHcynboHinokcmdeHin)-5H-nipono[2,3-
blnipasuHy [20mr, TMopiHaneHuin [Mpuknag 18(e)],
piokcaHy (3mn) i niponiguHy (0,2mn) HarpiBatoTe npu
200°C B MiKpOXBMILOBIA Meyi NpoTarom 1 rogvHu.
MoTiM peakuUiiHY CyMill BMMApOBYIOTb | 3amnuLLOK
niggatoTe XpomaTtorpadiii Ha cunikareni, enoyn
cymiwwio etunauetaTty i rentaHy (1:1, 00./06.),
OfdEepXKylouM  Micng  po3TUPaHHA 3 CYMILLLLO
eTunaueTaty i MeTaHOmny BKasaHe B 3aronoeKy
crnonykn (1Mr) y BUrMsAi XOBTOi TBEPAOI PEYOBUHMU.
MC: 265,1 (MH"). Rr=2,92xs.

Mpwknap 45

(a) 6-(4-(cpypaH-2-in)deHin)-5H-niponol[2,3-
blnipasuH. A1-B 100, npoaykT komb6iHauii rpynn A1 B
Tabnuui 1i B100 B Tabnuui 2:

-0-0
2 N\ &

H

Cymiw 6-(4-
TpUdgTopMeTaHcynbgoHinokcndeHin)-5H-nipono[2,3-
blnipasuHy [20mr, [MopiBHanbhuMi npuknag 18(e)),
giokcaHy (2,5mn), dypaH-2-60poHOBOT  KMCNOTU
(9,8mr), po3unHy kapboHaty HaTtpito (0,06mn, 2H) i
TeTpakuc(tpudpeHindgocdin)nanaaio[0] (4mr)
HarpiBatotb npu  180°C B MIKPOXBMMbLOBIA neui
nNpoTHArom 40xB. MoTim peakuiiHy  cymiLl
BMMapOBYIOTh, | 3aNULLOK NiadatTb XpoMaTorpadii Ha
cvnikareni, enoYM  Cymilwlo  eTunaueTaty i
neHTtaHy (1:1, 06./06.), ogepKytoumn nicnst po3TMpaHHs
3 cymiwwlo etunaueTaTy i MeTaHony BKa3aHy B
3aronoBky cnonyky (7mr) y BUrmMsigi KOBTOi TBepaoi
peyosnHu. MC: 262,1 (MH"). R1=3,05x8.

(b) 6-(4-(3,5-anmeTnnizokcazon-4-in)denin)-5H-
nipono[2,3-blnipasmH. A1-B99, npoaykT kombGiHauii
rpynv A1 B Tabnmui 1 i B99 B Tabnuui 2:

7 7

N =N
B Mo

Hitoun aHanoriyHo npukrnagy 45(a) suwe, ane
BMKOpUCTOBYIOUN 3,5-AMMeTunisokcason-4-60poHoByY
KMUCNOTY i Niggaroun npoaykT peakuji xpomaTorpadii
Ha cunikareni, enYn eTunaueTaTomM, O4epKyloTb
6-(4-(3,5-gumeTunisokcazon-4-in)denin)-5H-
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nipono[2,3-bJnipasuH y BUrMNsAA4i KpemoBoi TBepAoil
peyosnHM. MC: 279 (MH™). Rt=3,19xs.

Mpwvknag 46

2-[4-(5H-niporno[2,3-b]nipa3nH-6-
in)eHinnponan-2-on. A1-B56, npoaykT kombGiHauii
rpynn A1 B Tabnuui 1 i B56 B Tabnuui 2:

R

CycneHsito marHito (2mr) B TeTparigpodypaHi
(2mn) obpobnstote metunogmnaom (0,06mn) i nicns
TOro, SIKk BECb MarHil npopearye, po34nH o6po6nsTb
PO34YNHOM 1-[4-(5H-nipono[2,3-b]nipa3nH-6-
in)deHinletaHoHy  (10wmr, Mpuknag  47) B
TeTparigpodypaHi. [licns  nepemiwyBaHHA  npu
KiMHaTHIn  TemnepaTypi MPOTArOM  HOuYi  CyMmil
obpobnatoTe MeTunmarHinxnopmgom  (0,04mn 2H
po34uH B TeTparigpodypaHi), i nicns nepemillyBaHHS
e npoTarom 2 roavH 3a gaHumun TWX (eTnaueTar)
peakuis 3aBepluyetbcs. [loTiM  peakuinHy Ccymil
BMITMBAIOTb B HACWMYEHWW PO3YMH XITOPUAY aMOHIW i
ekcTpanyioTb eTnnauertaTtom. EKCTpakT BunapoByoTh
i TBepAy YacTuHy (14mr), Wo 3anMwmnacs, nigaanTs
TWX Ha okcudi anoMmiHio, enow  CyMiLLLLIIO
eTunaueTtarty i metaHony (95:5, 06./06.), ogepxyroum
BKasaHy B 3arofloBKy Cnonyky y Bumsai 6exesoi
TBEpAOoi peyoBnHU. MC: 254(MH+). R1=2,5xB.

Mpwknag 47

1-[4-(5H-nipono[2,3-b]nipa3nH-6-
in)dpeHinletaHoH. A1-B99, npoaykt komGiHaLii rpynu
A1 B Tabnuui 1 i B99 B Tabnuui 2:

O

6- (4—Tpmq)TopMeTchynbchHinoKqu)eHin)-SH-
niposo[2,3-b]nipasuH [100mr, MopiBHANBHWI NpuKag
18(e)] popatoTe [o 6e3BogHOMY, [era3oBaHOMY
anmeTtundopmamigy (3mn) B atMocdepi asoTy, NOTiM
popatoTts Tpuetmnamii (0,081mn), H-OyTuneiHinoBMN
edip (0,49mn), 1,3-6ic(audpeHindocdiHo)byraH
(34wmr) i auetaT namagito (17mr). Cymiw HarpisaloTs
npu 80°C npotarom 12 roguH, noTiM OXOMNOAXYIOTb
ao KiMHaTHOT TemnepaTypu, 0bpobnsTs
XIIOPUCTOBOAHEBOK  KUCIOTOK  (7Mn, 1H), noTim
nepemilwylo Tb NPy KIMHaTHIA TemnepaTypi npoTtarom 1
roogMHn i NoTiM  miggarTb  XpomaTtorpadiii - Ha
cunikareni, enYM  CyMilLlo  eTunaueTaTy i
rentaHy (1:1, 06./06.), opepkytounm BkasaHy B
3aronoBkKy cronyky (26mr) y surnsagi 6nigo-xoBToi
TBepAoi peyosunHu. MC: 328,1 (MH+). R1=2,59xB.

Mpuknag 48

6-[4-(4-{2-vopdoniH-4-inetnnininepa3uH-1-
in)deHin]-5H-nipono[2,3-bjnipasuH. A1-B84, npoaykT
koMbGiHauii rpynn A1 B Tabnuui 1 i B84 B Tabnuui 2:

x \ /‘”“\_ / \o
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Cymiw 6-(4-ninepasnH-1-indeHin)-5H-nipono[2,3-
blnipasuny (Mpwknag 49) i Boan (5mn) obpobnstots
rigpokemaom kanito  (71mr), nicns  3aBepLUeHHSs
PO3YNHEHHS CcymiLl 0bpobnsatot
MopdoniHeTunxmopmugom  (59mr) i ogepxaHy

cycneHsito nepeMilwyioTe Npu KiMHaTHIA TemnepaTypi
npoTarom Houi. PeakuinHy cymiw 06pobnstoTs BOOOH
(100mn) i Tpnyi ekctparyioTe eTunauetatom (100mn).
OG'egHaHi  eKkCcTpakT  MNPOMMBAlOTb  HACUYEHUM
PO34YMHOM cofi i noTiM BuMNapoBYOTb. OpraHivyHy
TBEPAY PEYOBMHY, WO 3anuwmnacb, obpobnstotb
eTunauetaTtoM i METaHONOM i PO3YMH MiOKUCHSOTh,
[0Jaun XIopUCTOBOLHEBY KUCIOTY (2H) B MeTaHOTi
i NOTIM KOHUEHTPYIOTL Ha MapoBin OaHi, ogepxyoun
nicna o6pobku eTMnauetTaTtoM i AMXITOPMETaHOM
BKasaHy B 3aronoBky cnonyky (55wmr) y surnagi
oparxeBoi TBepaoi pevoBuHU. PX-MC: Cnocio A
Rr=2,09x8., 393 (MH").

Mpwknap 49

6-(4-ninepaavH-1-ndeHin)-5H-nipono[2,3-
blnipasuH. A1-B83, npoaykT kombGiHauji rpynn Al B
Tabnuui 1 i B83 B Tabnuui 2:

OO

Poatﬁ/lH TpeT-6ytmnoesoro  edoipy  4-[4-(5H-
nipono[2,3-b]nipasnH-6-in)deHrin] ninepasnH-1-
kapboHoBoi kucrnot [10mr, MopiBHAMbHMIA Npuknag 3
(e)] B 6€3BOAHOMY METAHONBHOMY XIIOPUCTOMY BOHI
(15mn, 2H) HarpiBatoTb npu 60°C npoTtsarom 18 rogouH,
noTiMm BWMApPOBYIOTb. 3anuULWIOK CYCNeHAylTb B
AnxnopmeTaHi (20mn), noTim 0bpobnstot
kapboHaTHOl cMonot Argonaut Technologies MP,
noTiMm nepemiwyloTb MpY  KiMHaTHIN TemnepaTypi
npotarom 4 rogwH. Yepes 1 rogMHy cymiw
06pob6ratoTs MeTaHonoMm (2vmn), wob ogepxatm B
PO3YMHiI XNOPUCTOBOAHEBY CiNnb. TBepay 4acCTUHY
OBi4i  MpoMuMBalOTb CyMilWWO  AUXIOpMeTaHy i
meTtaHony (22mn, 10:1, 06./06.). ®inbTpat
BMMapOBYIOTb | 3anNuULLIOK NigaatTb xpomaTorpadii Ha
cunikareni,  eniolYn  CyMILLLKD  XIIopodopmy,
MeTaHony i rigpokcnay amonito (9:1:0.1, 06./06./06.),
O[IEPKYIOYM BKasaHy B 3arofioBky cnonyky (25mr) y
BuMMmMAai He 3oBciMm Ginoi TBepaoi pevoBmHU. PX-MC:
Cnoci6 A: Rt=2,11xs., 280,1 (MH").

Mpwknaa 50

2-memn-4-[6-(4-TpeT-6ymmndeHin)-5H-
nipono[2,3-b]nipasnH-7-in]oyraH-2-on.
npoaykT kombGiHauii rpynu A59 Tabnumuyi 1 i
Tabnuui 2:

o

PoquH 4-[6-(4-TpeT-6ymndpeHin)-5H-nipono[2,3-
blnipasuH-7-in]6yraH-2-oHy (10r, [lpuknag 51) B
TeTparigpodpypaHi  (2,3mn), noTim  po3baensTb
edipom (25mn), noTim oxonogxytote Ao 0°C i noTim
06pobratoTe  po3yMHOM  MeTunmarHiibpomigy B
aietunosomy edipi (10mn, 3M). Cymiw 3anuwatoTtb
HarpiBaTMCb A0 KiMHATHOI TeMnepaTypu, NoTiM Yepes
3 roguHn oxonomkytote go 0°C, ob6pobnswm
004aTKOBOIO anikBoToO PO34MHY
MeTunmarHinbpomigy B gietunosomy edipi (0,3mn,
3M), s3anuwatoTb  HarpiBaTMcb [0  KIMHATHOI
TemnepaTypu i MNOTIM BUTPUMYIOTb MNpU  KiMHATHIN

A59-B55,
B55 B
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TemnepaTypi NpOTAromM Houi. [oTiM peakuinHy cymill
BMMMBAKOTb Y XITIOPUCTOBOAHEBY KUCIOTY (1H) i cymiw
nignyroByloTb, A04AlO4M PO3YMH TiApoKevay HaTpito
(1H) i noTim ekcTparyoTe etunauetatom. O6'egHaHi
€KCTpaKTM MpoMMBaKOTb BOAOK, CywaTb Hag
cynbgaToOM HaTpilo i MOTIM BMMAPOBYOTL. 3anuLIOK
nigoatoTb xpomaTtorpadii Ha cunikareni, enoYn
eTunaleTaTtoMm, OAEpPXKYuM BKasaHy B 3aronoBKy
cnonyky (0,5r) y Burnsgi He 30BciM 6inoi TBepaoi
peyosnHu. MC: 338 (MH").

Mpuknag 51

4-[6-(4-TpeT-6yTundpenin)-5H-nipono[2,3-
blnipasuH-7-in]-6yraH-2-0oH. A58-B55, NpoAayKT
komOiHaUii rpynu A58 B Tabnuui 1 i B55 B Tabnuui 2:

Po3unH meTunauetoauetaty (1,35mn) B N-
MeTunniponigoHi (15mn), oxonomkennn go 0°C,
0bpobnatoTe nopuiamu rigpugy Hatpito (0,33r, 60%
ancnepcis B MiHepanbHoMy Macni) i nicna
nepemiwyBaHHa npu 0°C npoTarom 30xB. Ccymiw
00pobnAoTe  po3unHOM  [6-(4-TpeT-6yTmndeHrin-5H-
nipono[2,3-blnipasnH-7-
inlmeTunTpumeTunamoHinioangy [2r, MNopiBHAMBHWNA
npuknag 45(a)] 8 N-vetunniponigoni (100mn). Micns
nepemillyBaHHS npu  KiMHaTtHin  TemnepaTypi
NpPOTArOM  HOYi, peakuinHy cymiw niggaoTb
xpoMmaTorpadii Ha cunikareni, enYM CyMILULLIO
rentaHy i etmnauetaty. Ogep>xaHun meTunosun edip
2-auemwn[6-(4-TpeT-6ymmndpeHin)-5H-nipono[2,3-
b]nipa3uH-7-in]nponioHoBoi KMcnotu (1,2r)
pPO34MHAIOTL B CyMiLLi rigpokenay HaTpito (250mn, 2H),
MeTaHony (25mn) i TeTparigpodypaHy. MoTtim po3ymH
HarpiBatotb npu  50°C  npotarom 1 roguHu,
BMMapPOBYIOTb, niakncnsawTb, nojatoum
XIOPUCTOBOAHEBY KWUCnoTy (25mn, 2H), i noTim
ekcTparyioTb eTunaueTatoMm. OpraHiYHUM eKCcTpakT
cywatb Hag cynbdatom  HaTpilo i NOTiM
BMMAapOBYIOTb, OAEPKYHYM BKa3aHy B 3arorioBky
cnonyky (1r). MC: 322 (MH").

Mpwknag 52

[3-(1H-nipono[2,3-b]nipnanH-2-in)-1-metnn-1H-
iHOoN-5-njMmeTnnamiy. A2-B1-C71, NPOAYKT

komOiHauii rpynn A2 B Tabruui 1, B1 B Tabrmui 2 i
C71 B 1abnuui 3:

Po3unH anomorigpuay nitivo B TeTparigpodypaHi
(14,04mn 1M) 06pobnsaoTs po3ynHOM 3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in}-1-metnn-
1H-inpon-5«apboHiTpuny [2r, MopiBHANLHWUIA
npuknag 13(c)] B 6e3soaHomy TeTparigpodypaHi
(20mn). OpepxaHy CcycneHsilo nepemilyioTs npu
KiIMHaTHIM TemnepaTypi nNpoTaAroMm 5 roauH, NoTiM
0bpobnsatTb e ofHieto anikBoTolo
niTinanomiHinrigpuay B Tetparigpodypani (4,64mn,
1M) i nepemillyBaHHA NPOJOBXKYIOTL LUE MPOTArOM
roonHu. PeakuinHy cymiw oxonogxyiotb go 0°C,
notim 06pobnsaiTs Bogow  (1,63mmn) i noTim
QinbTpytoTb. Pe4yoBMHY, HGKka He po3uymHUnach,
npoMuealoTs eTtunaueTatoMm i ob'egHaHi dinbTpaT i
NpPoMMBHI  dpakuii  BUNApPOBYIOTb,  OAEPXKYOUU
BKa3aHy B 3arofioBKy CMONYKY y BUINsAi opaHxKeBoi
TBEpAOi peyosuHm (1,1r). MC: 277 (MH").

Mpwvknapg 53
2-{[5-meTokcmn-3-(1H-nipono[2,3-bInipnann-2-
in)ingon-1-in]-1-(1-MmeTunninepaswvH)-4-injetaHoH. A2-
B30-C1, npogyTt kombiHauii rpynu A2 B Tabnuui 1,

B30 B Tabnuui 2 i C1 B Tabnuui 3:

o8
s o!

Po3uuH [5-meTokcn-3-(1H-nipono[2,3-b]nipnanH-
2-in)iHnpon-1-injJoyTtoBoi kucnotu [9,6mr, [Mpuknag
13(a)] B 6e3BogHomMy aumeTtundopmamigi (0,31mn)
o6'egHytoTb 3 rekcacpropcpocda Tom 2-(1H-
6eH3oTpMazon-1-n)-1,1,3,3-TeTpameTMnNypoHito
(11,2mr) B 6e3BogHOMYy anmeTundopmamiagi (0,1mn),
noTiM nepemMiwyioTe  npotarom 1 roAvHW npu

KiMHaTHin  TemnepaTypi i noTim  06pobnstoTs
PO34YNHOM N-meTunninepasunHy (6mr) i
giizonponinemnamivy  524mkn B 6e3BogHOMY

anmetmndgopmamigi  (0,116mn). PeakujiHy cymiw
nepemiwytoTe npotarom 20 roAvH npu KiMHaTHIA
Temnepatypi. [OTiM HeounweHy cymilw ouuLaTb
PX-MC 3 BigTMHaHHAM dpakuii, BHACMNIQOK 4Oro
O[EpPXKYIOTb BKasaHy B 3aronoeky crnonyky. PX-MC:
CMOCIB C: Rt=2,99x8., 404 [M+H]".

Hitoun aHanoriyHo npuknagy 53, ane 3amiHoowuw
N-MeTunninepasuH BIiAMOBIOHUM YMHOM  3aMilLEHVM
amiHom  dopmynu HNYA, O[EPXYTb  CMOSYKN
npuknagis 53 (a)-5 3 (eg) B Tabnuui 4.



Tabmms 4

PX-MC:
cl[ﬁ;ﬁg]i;;m HNY'Y? M(&J)Ig;;;ig Ha CHiCIﬁRi HoMmenknatypa
)
Heu\o C22H22N402 | 375 | 3,37 [N-umxnobyTan-2-[5-ye-
tToKCcH-3-{ | H-nripomno-
@"éﬁ L7 [2,3-b]mipumus-2-in)
Tprxnaz 53(;,1;.g inzoa-1-injaneramin
4 '«"\"Q, C24H24N602 | 429 | 2,94 IN-(3-imixason-1-in-
tponin)-2-[3-MeTokcu-
3-(1H-miponof2,3-b}-
[pixman 53 (b) mipuayue-2-in)ingon-1-
injaneramin
4 D C22H20N402 {373 | 3,30 |1-(2,5-nurigpomipon-1-
in1)-2-[5-meroxcu-3-
| ¥ “\/m “ | (1H-mipono[2,3-b]-
Moy 5308 D mipuaus-2-in)innon-1-
in]eTanoH
Cd VQ C24H26N402 [ 403 [3,55 N—]uumorefccnm}!—[s—
metokeu-3-(1H-nipomo-
\j\.&«O [2,3-b]nipunun-2-
Tpuknag 53 (d) in)ignon-1-infJaeramin
pt ma > | C23H24N402 389 [3, 46 | N-mwonenin-2-[5-
merokcu-3-(1H-nmipo-
l “JLEJQ no[2,3-b]nipuaus-2-
Ipuxnag 23 (€) in)inpon-1-injaneramin
! Wy | C23H27N502 [ 406 [ 3,93 |N-(3-numeTuramino-
@_é o, mponin)-2-{5-MeToKcH-
ol f*:\’\r’ 3-(1H-mipono[2,3-
blnipuaun-2-in)ignon-
I-inJameramin
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Mpuktan 53 (q)

C2B5HZ8N404

449

3,20

204

metwiosuit edip 6-[2-
[5-metokcu-3-( 1 H-mi-
pono|2,3-b|mipuaHH-2-
im)ignon-1-in]-
alleTHJIaMiHO |-

reKCaHOBOI KHCJIOTH

=%

s,

lpuknan 53 (p)

C28H33N502

472

2,72

1-[1,4'|6ininepuanHin-
1'-in-2-[5-meroxcu-3-
(1H-mipono[2,3-b]-
mipuAMH-2-11)iHA01-1-

im]eranon

~a

QI&‘*@%ML

[pukmany 53 (i)

C24H28N402

405

3,52

N-(3,3-numMeTHnOy T )-
-2-[5-metoken-3-(1H-
nipono[2,3-bnipuaus-
2-im)ingon-1-

irlaneramin

Mpuxman 53(7)

L

C23HZ6N403

407

3,07

N-(3-eToxcumportin)-2-
[5-meToxkcun-3-(1H-mi-
poio[2,3-b]nipuanm-2-

im)inmon-1-in]aneramin

quU

Tpuxman 53 (k)

C25H28N402

417

3,52

1-(3,3-nuMeTHIninepu-
JAH-1-11)-2-[ 5-MeTOoKCH-
3-(1H-nipomno[2,3-
blnipuaus-2-in)ingon-

1-in]eTanon

RRaeS iy

[puxnan 53 (1)

C21H19N502

406

2,81

2-[5-meTokcu-3-(1H-
miposo[2,3-b]mipame-
2-im)ingon-1-im]-N-(3-
OKcoi30oKcazoniuy-4-
im)aueramin

=%

-

Q

ol

LIpuknan 53 (m)

C28H26C1N5
02

500

3,71

1-[4-(4-xn0opdenin)-
ninepasug-1-in]-2-(5-
Merokcn-3-(1H-nipo-
no[2,3-bluipuaun-2-in)-

iHgon-1-in]eraHon
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oR
[Ipmxnan 53 (n)

C23H24N403

405

2,83

1-(4-rigpoxcurineps-
JHH-1-i1)-2-[5-MeTOKCH-
3-(1H-nipono[2,3-
b]mipuauH-2-in)ingon-

1-in]eTanon

TNl

C21H20N402
8

393

3,13

2-[5-meroxen-3-(1H-
nipono[2,3-blnipunya-
2-im)inmon-1-in]-1-
Tia30JigiH-3-11]eTanoH

[Ipuxnan 53 (p)

o0

C31H31IN502

506

3,06

2-[5-meTokcu-3-(1H-
niposo[2,3-b]nipuaus-
2-in)inpon-1-in]-1-[4-

(3-deninamin)-

ninepasun-1-injeraHon

ol

[puxnax 93 (q)

C23H20N403

401

3,18

N-¢ypan-2-imMeTni-2-
[5-meroxcr-3-(1H-mi-
poro[2,3-b]mipumun-2-

im)innon-1-in]aneramin

@?@Jw@

Tpuknan 53 (r)

C25H23N502

42¢

2-[S-metoxen-3-(1H-
nipono[2,3-bnipuaus-
2-inemon-1-in]-N-(2-
nipuaui-4-ieTun)-
aueTaMi

Ay A
v

[puxnag 53 (s)

C25H28N402

417

3,57

N-IHKJIOMpOniIMETH-
2-[5-merokcu-3-(1H-
niposio[2,3-b]nipuaus-
2-im)inmon-1-in]-N-
TIpOTiIaeTamis

Y

[Tprxman 53 (t)

C26H30N402

431

3,64

N-(1-IHKIOre KCHIeTi )
-2-[5-merokcu-3-(1H-
nipono[2,3-b|nipunaH-
2-im)inmon-1-in]-

aneTaMig

=0

[Tpuxnan

53 (u)

C25H23N502

426

2,47

2-[5-meroxcu-3-(1H-
nipono[2,3-b]nipuaun-
2-im)ingon-1-in]-N-
MeTI-N-mipuaun-3-

IIMETHIIANeTaMI T
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e,

[Tpuknan 53 (v)

C29H29N502

480

3,29

2-[5-meroxcu-3-(1H-
niposo[2,3-b]mipunus-
2-inm)inmon-1-in]-1-(4-
MeTaToJIinmmnepazut-1-

LT)eTaHOH

oy

3 E"‘*”‘U

[puknan 53 (w)

mVAVC)

C26H24N402
5

457

3,30

2-[5-meroxcr-3-(1H-

nipono[2,3-b]ripuais-
2-im)ingon-1-in]-N-(2-
tenincynshaninernn)-

arneraMizg

@?&%@Q

[Mpuicran =3 (%)

00

C2BH27N503

482,

2,67

7 |2-[5-meTokcu-3-(1H-

nipono[2,3-b]nipu -
2-in)ingon-1-in}-N-(4-
Mopoorin-4-in-enin)-
areTamin

@?‘é\l{a

Ipuknay 53 (y)

C21H20N402

361

721
(2M+

2,76

N-rumonpomnin-2-[ 5-
MeToKcH-3-( 1 H-1mi-
pono[2,3-b|nipuaun-2-
im)innon-1-in]aneramin

e

S0

-
Ipuknan 53 (z)

C23H25N502

404

2,42

2-[5-metokcu-3-(1H-
nipoyo[2,3-b]nipuaun-
2-im)ingon-1-in)-1-(3-
METHIITInepa3HH-1-
in)eTaHoH

3800

Ilpaxnan 53 (aa)

C30H30N402

472, 3

3,88

N-(4-uuxnorexcunde-
Hin)-2-[ 5-MeToKCH-3-
(1H-nipono[2,3-b]-
MipHANH-2-im)iHgomn-1-

injameramin

x\,ﬁr@

TTpukman 53 (ab)

C25H28N402

417, 3

3,30

e

TIpuknan 53 (ac)

C25H28N402

417

3,26

2-[5-meToxcH-3-(1H-
nipono[2,3-b|mipuann-
2-in)ingon-1-in]-N-(2-
METHILHKIO-

TEKCHII)aleTaMi

N-1mKnoreKCHIMETHI-
2-[5-metokcu-3-(1H-
mipono[2,3-bmipuaus-

2-im)iamon-1-in)-

areraMij
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~g HD C22H22N402 | 425 | 2,41 |2-[5-meTokcu-3-(1H-
(n_é} mipono[2,3-b]miprman-
i 2-im)ingon-1-in]-1-
NP}
Y E D niponius-[-ineranon
[ Ipuxian
53 (ad)
ks mN\#® | C22H2INS03 [ 432 [ 2,65 |4-{2-[5-metoken-3-(1H-
\i nipono[2,3-bjnipunun-
L“F""m 2-inlingon-1-in)
Llpuknan 53 (ae) impon-1-injauerwn} -
ninepasyH-2-0H
b m)<ﬁa C24H25N503 [ 432 12,83(4-[2-[5-meToxcn-3-(1H-
{ u
M o 863 mipono[2,3-b]nipuaus-
N,
2 e :
\'(tj:ﬂ ,,[1 ] EM 2-in)ingon-1-inj-
Mpuknag 53 (af) aneTn|-3,3-IAMeTII-
minepa3uH-2-0H
b m | CZ3H2Z3NS03 [418 | 2,79 |4-[2-[5-meroxen-3-(1H-
J\n”N\ niposo[2,3-b]nipunus-
* 3 s A = 5 s ;
Q 2-im)inmon-1-in]-
~
o anerun |- l-metanmine-
Fiutin, == (ig) pa3suH-2-0H
m C22H22N402 | 407 3,22 |2-[5-merokcu-3-(1H-
S niposo[2,3-b]mipuavs-
Py a1 2-inm)isgon-1-in]-1-
[ IpuKnar O 'IFIOMOPQJOJIIH—4-
esses S3(AR) ineTanon
”,\,O C26H24N403 | 441 | 3,13 |N-(2-rizpokcu-2-te-
= i -2-[5-MeToKCH-
1 HineTHn)
L : 3-(1H-mipono[2,3-b)-
flpuxnan 53 (ai) nipuaMH-2-11)ingon-1-
in]ameramin
= ’}/ C24H26N403 [ 419 | 3,19 |l-(2,6-numeTHnmop-
‘%f" domin-4-in)-2-[5-
u "\’lﬂg Meroken-3-(1H-
nipomno[2,3-b]mipnmus-
Upacan 53 (a5) e 3
2-im)inyon-1-in]eranon
C29H31N502 | 482 | 2,88 |N-(4-mieTunaminome-

ol o7

[puknag 53 (ak)

Tundenin)-2-[5-mero-
kcH-3-(1H-nipono[2,3-
bimipumms-2-in)Yinnon-

1-inneramin
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212

o o

HpHKJIa,[[ 53 ( al

C26H24N403

441

3,08

N-[2-(4-rinpoxcudeHin)-
erui]-2-[5-MeToken-3-
(1H-nipono[2,3-b]-
TMpHARH-2-11)iH10-1-

injaueramin

e

[Mpuiax 53 (am)

C23H24N403

405

3,01

2-[5-meTokcu-3-(1H-
nipono|[2,3-b]nipuans-
2-im)inpoia-1-in]-N-
(Terparizpodypan-2-

inMeTHI)aleTamia

Ilpuxian 53 (an)

C24H21N502

412

2-[5-meToxcH-3-(1H-
nipoio|2,3-b|miprmun-
2-in)igmon-1-in]-N-
MIipHAMH-2 - IMETHII-
areramiz

-~

s

[Tpuxnan 53 (2o0)

C23H26N402

391

3,36

N-(1,2-gqumeTHmmnpo-
min)-2-[5-MeToxcH-3-
(1H-mipono[2,3-b]-
nipuauH-2-in)iggon-1-
in]aueramin

A
A

Mpuxmag =3 (ap)

C30H25N503

504

3,25

N-(3-6ensunoxcuiipu-
IHH-2-i1)-2-[ 5-MeTokCcHu-
3-(1H-nipomo[2,3-
bluipunun-2-in)innon-

1-im]ameramizg

L0

Tpuxnan 53 (aq)

ee

C27H21N502

448

2-(5-merokcu-3-(1H-ni-
pomno|2,3-b]nipunun-2-
im)ingon-1-in]-N-
XiHOMiH-3-inueTamMin

80

Hparoris 53 (ar)

b L

«itb

C2TH21N502

448

3,49

2-[5-meroxcu-3-(1H-mi-
pono[2,3-blmipugra-2-
imyingon-1-i1]-N-

XiHOmiH-8-inueTaMig

JL

Hpunan 53 (as

C27H21N502

448

2,76 N-izoxiHomiu-5-in-2-[5-

MeTokcH-3-(1H-
nipomno|2,3-blnipuans-
2-im)ingon-1-in]-

ameTamiz
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@_@ . M C23H26N402 | 391 | 3, 42|2-[5-MeTokcu-3-(1H-
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Ilpuxnan 53 (at) -N-(3-meTunbyTnn)-
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e “U C23H22N402 | 387 | 3, 28 |1-(3,6-murigpo-2H-
%)
7173 mipuanH-1-im)-2-[5-
& N\J‘U }[{]25'% meTokcH-3-(1H-mipo-
T[Ipaxnan 53 (aw) n0[2,3-blnipuauy-2-i)-
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3 ) [ c26H328602 | 261 | 2,55 |2-[5-MeToken-3-(1H-
(I;—QVLM niposo[2,3-b]mipuaun-
T—— ;( ax)O\ 2-im)ingon-1-in]-N-[3-
(4-merunninepazus-1-
uT)mpomnin]ameramin
m@ w ) | C26H28N402 {429 |3, 62 |N-(2-wakioreke-1-
J‘(\,O eHineTHn)-2-[5-
HpHK:'laJ] s (.; b MeTokcu-3-(1H-
nipono[2,3-b]nipunun-
2-im)ingon-1-
m_@ '\‘8 C2B8H25N502 | 464 | 3,41 |N-[2-(1H-innon-3-in)-
- eruin]-2-[5-MeTokcn-3-
Hp;x;an “;3&{“:2;8 (lH—niponol[2,3-b]-
mipHIHH-2-1m)ingon-1-
inJameramin
3 2N C27THZ9NE504 | 488 |2, 94 |2-[5-meTokeu-3-(1H-mi-

Ilpuknan 53 (ba)

poio[2,3-b]jmpuann-2-
im)inpon-1-in]-1-[4-
(tetparimpopypan-2-
kapboHim)minepazuH-1-

in]eranoH

=
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[lpuknag 53 (bb)

C28H30N402

455

3,84

N-agamanrtas-1-in-2-[5-
MeTokcH-3-(1H-mi-
pono|2,3-b]nipunuH-2-
im)iepon-1-injaneramin

g
\,Es‘
[Mpuxmag 53 (bc)

C23H27N502

406

N-(2-guMeTHAAMIHO-
eTHn)-2-[5-MeToKcH-
3-(1H-mipono[2,3-b]-
nipuaue-2-in)inaon-1-
im]-N-meTunaneramin

o
3

Ipuknan 53 (bd)

C30H29N504

524

2,92

[Mpaxnan 53 (be)

g

C29K28C1N502

514

3,03

1-(4-6em3o[ 1,3]mioxcon-
S-inMeTunninepasun-1-
im)-2-[5-meTokcH-3-
(1H-nipono[2,3-b]-
nipumas-2-in)ignon-1-

in]eTaHoH

1-[4-(4-xnopber3mn)-
ninepasus-1-in]-2-[5-
merokcH-3-(1H-mi-
pono[2,3-b]mipuaun-2-
im)ingon-1-in]eTaHoH

[puxnan

- s . —

53(bf)

C30H31N502

494

2; 94

2-[5-meToKcu-3-(1H-
mipono[2,3-blnipuaus-
2-im)innon-1-in}-1-[4-
(1-ceninerwn)mimne-

pas3uH-1-in]eTaHoH

G

[Tprknan 53 (bg)

C2B8H34N603

503

2,61

2-[5-meToxcu-3-[1H-
mipono[2,3-b]nipuansa-
2-imjingon-1-in}-1-[4-
(2-mopdonin-4-
imeTmn)ninepasux-1-
inletanou

s,

Q.

C28H29N503

496

3,16

1-[4-(4-meToKCcHDEHIN)-
ninepaszu-1-in]-2-[5-
MeTokcH-3-(1H-mi-
poao[2,3-b]nipuaun-2-
im)innon-1-in]eTaHoH

CLJ
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[BRIEE, 55 i

C25H27N503

446

3,26

2-[5-meroxcu-3-(1H-
nipono[2,3-b]mipunuH-
2-im)ingon-1-in]-N-[3-
(2-oxconiponiann-1-

im)npormin]ameTaMin

~a

2.}
H

TIpuxnan, 53 (b3)

C23H24N402

388

3,26

2-[5-meroxcu-3-(1H-
niposo[2,3-b]nipuamH-
2-im)inmon-1-in]-1-

ninepuauH-1-ineraHoH

m;éh_ O

[puxnang 53 (bk)

C25H29N502

432

2-[5-metoxcu-3-(1H-
nipono{2,3-b]nipugus-
2-in)igpon-1-in]
-N-(2-ninepunwa-1-

LTeTHIT )aeTamis

@*@dz&m o

MMpuxnayg 53 (bl)

aaA)

C24H27N502

418

2,68

2-[5-metokcu-3-(1H-mi-
pouso[2,3-b]mipunun-2-
im)irmon-1-11]-N-(2-
miponigus-1-

inernm)aneramin

o

C25H29N503

448

2,68

1-[4-(2-meTOKCieTum)-
minepasun-1-in]-2-[5-
meTtokcu-3-(1H-mipo-
no[2,3-b]nipuaun-2-in)-

ingon-1-injeTanon

TIprinan 53 (py)

C2Z6H32N602

46l

2,59

1-[4-(2-maMeTHIamMiHO-
eTHN)minepa3uH- 1-in}-2-
[5-meToxcu-3-(1H-
nipono[2,3-blmipumamH-

2-in)inpon-1-ia]eTaHon

~

“Hry

llpuknan 53y,

ik o

C22H24N402

377

N-iz06yT1n-2-[5-mero-
xcu-3-(1H-nipono-[2,3-
b]mipuaus-2-in)iHaom-

1-im]ameramin

Ton

IIpuxnan S3 (bp)

DX

C33H37N502

536

3,20

1-[4-(4-TpeT-OyTrnben-
swn)ninepasun-1-in]-2-
[5-meTnnokcu-3-(1H-
mipomno[2,3-b]uipuaus-
2-im}inpon-1-in)eTanoH
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& C2BH28N402 | 453 | 3, 63|2-[5-Merokcu-3-(1H-
nipono[2,3-b]mipunus-
¥ “"Eﬂa 2-im)ifnon-1-im]-N-(1-
OJ"\ MeTHI-3-(enin-
[PONLT)aleTamin
TIpawian 53 (hq)
= C27TH35K50Q2 | 462 | 2, 74 |N-(4-mieTunamino-1-
N MeTHIOYTHI)-2-[ 5-Me-
N n\im TokcH-3-(1H-nipomo-
[2,3-b]uipumin-2-in)-
immon-1-im]aueramin
™
[lpuitanl 53 (4 y)
C27H26N403 | 455 | 3, 33 [N-Gensmi-N-(2-riapo-
Kciermn)-2-[5-MeToKCH-
1§ ;
E\O 3-(1H-nipouno[2,3-b]-
HipeIuH-2-in)ingon-1-
[Ipuknan 53 (ps) : 4 ; :
uT]aneramin
& C26H31N504 [ 478 [2,65 |1-[4-[2-(2-rinpokcH-
€TOKCH )eTHI [Iirepa-
N A 3uH-1-i1]-2-[5-meToxcH-
n\,«,ﬁ\,@g” . 3-(1H-niporno[2,3-
[lpuxman 53 (bt) b]mipunan-2-in)ingon-
1-in)eranon
R C24H28N403 [421 | 3,19 (N-(I-rimpokcumeri-2-
m—g\j\ oo MeTunbyTHm)-2-[5-Me-
* E TokcH-3-(1H-nipono-
OH
Iprknan 53 (bu) [2,3-b]mipuaun-2-in)-
iHmon-1-injJaneramizn
e C26H24N402 | 425 | 3, 52 |N-6GeH3un-2-[5-MeTok-
cu-3-(1H-mipono
' a A [2,3-b]mipumgun-2-in)-
5 ?’\@ iHpoN-1-in]-N-
;jnmauiz 53 (by) MeTHIaleTaMi
C22H24N403 | 393 | 3,05 |N-(2-meTokcu-1-meTHII-

@*@ng\

Hpuiian 53 (py)

£

eTun)-2-[ 5-meToKrcu-3-
(1H-mipono|2,3-b]-
nipuaus-2-in)ingon-1-

in]ameramin
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B

[puxnag 53 (bx)

C21H22N403

379 u
757
[2M+
"

2,79

N-(3-riapoxcumporin)-
2-[5-merokcu-3-(1H-
miposno[2,3-b]uipuaus-
2-im)inmon-1-in]-

aLeramij

-

0

[Npuxnan 53 (by)

C25H22N403

427

3,45

N-(3-MeToKCcH(peHiT)-2-
[5-meToxcu-3-(1H-mi-

pono[2,3-blmipuoun-2-
im)igmon-1-in]ameramin

=

LIpHETan. ¢ 10

ofl &

C35H33N502

556

3,25

1-(4-Ben3rippumine-
pasu-1-in)-2-[5-me-

TokcH-3-(1 H-niposo-
[2,3-b]nipraun-2-in)-

iHgoN-1-i1]eTaHOH

ey

&

[prknan 53 (ca)

C29H29N502

480

—

:

C25H29N502

432

HPHKJ'IEIJ.[ 53 (cb)

&1

lpuxnag 53 {cc)

C30H31N502

494

1-(4-6ensmminepasus-
1-im)-2-[5-meToxcu-3-
(1H-nipono[2,3-b]-
mipuauH-2-in)ingon-1-

in]eraHoH

2-[5-meToxcu-3-( 1 H-mi-
pono(2,3-b]uipumnm-2-
im)innon-1-in]-N-(3-
niposiyue-1-

inmpomin)ateramiz

N-(1-6er3unminepn-
JuH-4-im)-2-[ 5-MeToK-
cu-3-(1H-mipomo[2,3-
blnipuaun-2-1m)iHxon-

1-in]aneramin

[--]
Ipuknan 53 (ed)

C29H27C1N403

515

3,50

1-[4-(4-xnopdenin)-4-
TAPOKCHMINEPHANH- 1-
i1]-2-[5-MeToxcH-3-
(1H-niposno[2,3-b]-
mipHaARH-2-i1)iHA0T- 1 -

i1]eraHoH
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“‘ '?f C25H28N404 | 449 | 3,44 [merunosuit edip 2-[2-
gt 0 [5-Merokcn-3-(1H-ni-

O,
a,
(-]

Ipuxnag 53 (ce)

pono[2,3-b]aipumun-2-
im)ingon-1-in]-
anerunaminol-3-
METHJITICHTaHOBOL
KHCJIOTH

8 }] : C28H23N502 | 462 2,89 |2-[5-merokcu-3-(1H-

nipono|2,3-b]nipuaus-

e 2-im)ingon-1-in]-N-(2-
. /{::Q METHJIXIHO/TiH-4-
pHKIAT : 7
53 (cf) im)aneramis
C28H28N403S | 501 | 3,40 [N-(2-6emsmncynndanin-
Lt -T1 .
“\i ﬁl 1-riIpOKCUMETHIISTHI)
J 2-[5-meTokcn-3-(1H-
é nipono(2,3-bjnipunun-
HpREEE oot 2-inm)ingon-1-
in]aneramin
Mpwvknag 54
[2-(1H-nipono([2,3-b]nipnanH-2-in)nipon-1- P
injoutoBa kucnota, A2-B316, npoaykT KombGiHauii
rpynu A2 B Tabnuui 1 i B116 B Tabnuui 2:
EQ ©
}o o ] N R
s N M
=
» A "

N N
b
H

CycneHsito  TpeT-Oytmnoeoro  ediipy  [2-(1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-2-
in)nipon-1-injoytoBoi kucnotn [400Mr, NOPiBHAMBLHMNA
npuknag 76] B MeTaHONMbHOMY PO3YWHI rigpokenay
kanito (15,4mn, 100mr/mn) nepemiwytoTs npoTarom 19
rogavH npu KIMHaTHIW ~ TemnepaTypi,  MoOTiM
06pob6ratoTs  amxnopmeTtaHom  (15Mn). Cymiw
poO3T1paloTb 3 BOAHOK XITOPUCTOBOAHEBO KMCIOTO
(1H), poBogsun pH po 2, noOTIM AeKkaHTyoTb.
OpraHiyHy pasy BigginaoTs i BoAaHy hasy
ekctparyioTb  amxnopmeTtaHom  (10mn). O6'egHaHi
opraHivHi ¢asm npomuBaoTb BoAOk (15mn) i noTim
BUMNApPOBYIOTb, OAEPKYOUM BKa3aHy B 3arofioBKy
cnonyky (137mr). PX-MC: cnoci6 C: Rr=2,20x8.,
2421 [M+H]" i 198, (nekapbokcunboBaHUM
dparmeHT).

Mpuknapg 55

2-{[2-(1H-rapono[2,3-blrpnguH-2-in)nipon-1-inj-1-
LMKIonponinamiHo}eTaHOoH:

Cymiw [2-(1H-niporno[2,3-blnipnanH-2-in)nipon-1-
injoutoBoi  kucnot  [10mr, npuknag  54] i
rekcacropdocdgaTty 2-(1H-6eH3oTpmazon-14n)-
1,1,3,3-TetpametunypoHito (15,7mr) B 06e3BogHOMY
anmeTtundopmamiai (0,2mn) nepemiwyoTe NpOTAroM
1 rogvHu, notim o6po6nATL UuKnonponinamiHom
(5,68mkn) i pgiisonponineTunamiHom (7,16mMkn) B
6es3BogHomy aumetundopmamigi (0,226mn). lMicna
nepemilyBaHHA npoTarom we 15 rognH HeouulleHy
CyMill MigaaTb OYULLEHHIO 3a gornomoroto PX-MC 3
BiOTUHAHHAM  dopakUi, OJepKYylouM BKasaHy B
3aronosky cnonyky. PX-MC: Cnoci6 C: Rr=2,44x8.,
281 [M+H]" i 224 (dpameHT, BiANOBIAHUI po3puBy
aMigHoro 3B'sI3Ky).

3a cnocobom npuknagy 55, ane 3amiHllW
LMKnonponinaMmiH _BignoBigHUM  3aMilLleHUM amiHOM
dopmynu -NY"Y?, OfepXyloTb CMONyKM Mpuknagis
55(a)-55(q) B Tabmuui 5. B cnektpax PX-MC
npuknagis 55(a)-55(q) ocHoBHMM iOHOM € 224
(dbparmeHT, BiANOBIAHWI PO3PMBY aMigHOrO 3B'A3KY).
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Tabnuus 5
PX-MC:
Crpykrypa i No Monekynap- .
TPYKTYP _I_INYIYE Kyp Crocit C HQMeHmaTypa
HpUKIany Ha fopMyIa [T Ry
(xB.)
Hm"“ " | C18H22R402 | 327 |2,44 [N-(3-eToxcumporin)-
i 2-[2-(1H-nipono[2,3-
:: :. t b]mipuanns-2-
[puian 55 (a) immiposn-1-
iTJaneraMin
M BO C17H18N40 [295 [2,40 (l-mipomimus-1-in-2-
[2-(1H-niposo[2,3-
| P 3 blmipemmi-2-
H immipon-1-
[prknan 55 (b) in;efrinon
}‘Q EQ C18H18N40 [307 (2,56 [1-(3,6-gurigpo-2H-
/ mipuauH- 1-im)-2-[2-
m—@ (1H-tiporo[2,3-
[Iprxnan sg (o) b]miprun-2-
immnipon-1-in}-
€TaHOH
5 o
C18H19N502 | 338 [2,009 & o, L {18
. }‘ !\/j“ ﬁ-. 1 MeTIfIJ'I 4-{2-[2
@\’?_@ (1H-nipono[2,3-b}-
Hprkaan 5 (g) i
nipomno-1-in]-
ALeTIU } Mminepa3uH-
2-0H
}";LO w {7} | clenzondo2 | 325 | 2,33 (2-[2-(1H-nipono-
m@ (2,3-b]mipuun-2-
K imymipon-1-u1]-N-
IMpuxnan
p 55 (e) (TeTparinpodypan-
2-inmernn)aueramiz
/\( C1l9H22N402 | 339 { 2,51 |1-(2,6-mumeTHaMOD-

}
o0 T

Hpm{ﬂazl 35 (f)

domnin-4-i1)-2-[2-
(1H-nipomo[2,3-b]-
mipUAKH-2-11)mpol-

1-in]eranon
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;LC rm/\\s C17H18N40S | 327 (2,52 |[2-[2-(1H-miposno-
S
N (s [2,3-b]nipranu-2-
@_@ im)mipon-1-in]-1-
Mpmeaz  55(9) Tiomopponia-4-
ineranon
}O*w ,,OM C18H20N402 [325 [2,10 |1-(4-rigpokcumime-
m@ puIMH-1-11)-2-[2-
. ¥ (1H-mipono[2,3-
[pekman 55 (h) b]mipuans-2-in)
nipod-1-in]eranon
éLN C20H24K40 1337 (2,94 |1-(3,3-mumermini-
i N ‘ nepuanH-1-in)-2-[2-
W (1H-nipono[2,3-
[puxman 55 (1) b]mipumas-2-
un)miposn-1-i1]-
x . €TaHOH
W ~ Cl7HITNSO2 {324 [2,02  (3-{2-[2-(1H-nipo-
o m 710[2,3-b]mipwmis-2-
m-@ -lmnipon-1-in]-
i aIeTH} minepasuH-
[ipmknan 55 (3) 2-oH
i C18H22N40 | 311 | 3,00 [N-(l-MeTunGyTi)-
}_ 2-[2-(1H-nipono-
33
: : Lt HN [2,3-b]nipumun-2-
E i) imjmipon-1-in]-
MMpukman _35 (k) ALIETAMIT,
‘)?_i" Ej{ C20H22N40 [ 335 | 3,11 |N-Gimmxno[2,2,1]-
}”ﬁ ~y ni:nr—i—in—?.-[?.-[ 1H-
@Q_@ miponof2,3-b]-
n MipHIHE-2-10)-
11
pHEMAL 55(1) nipoj-1-in]-
< aneTaMIz
T | C21H28NE -[3-id- ine-
WA~ O (281 2,13 |N-[3-(4 Mt‘J‘IHHIT!TIE
pazui-1-innpomin]-
]-IPHK‘J'[;R 55 (m) LIt
l. pono|2,3-b]nipHams-
2-imnipon-1-
im)ameTramif
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Tiprenag 55(n)

§ C22H30 o
O“._}' H&L}_ Neo | 385 [2,12

1-[4-(3-prmerrna-
MiHOmponin)mine-
pasun-1-ia]-2-[2-
(1H-nipono[2,3-b]-
nipHaIRH-2-i1)mi-
pon-1-injeranon

O[O

[psteran S5 (o)

C18H21N50 324 [2,15

l-{4-MeTunninepa-
3uH-1-in]-2-[2-{1H-
{nipono[2,3-b]-
mpuanH-2-im)mipon-

l-ia]eranon

llpexnan 55 (p)

}n:“ {)}3 CZ4HZICIW402 | 435 [ 3,18
; [ = |

1-[4-(4-xnopdenin)-
d-rigpoxcuninepH-
nuH-1-in]-2-2-(11-
nipona[2,3-]-

M pHIHH-2-11) i pos-

l-i]eranon

O
0

Y ol 1 3
mb,_g C23H23N502 | 402 | 2,74

- — — —f—

1-[4-(3-rigpoxcude-
Him)ninepasuH-1-
in}-2-[2-(1H-mipo-

Mpukman =5 (q)
. 5o[2,3-b]mipuas-2-
immipon-1-in]-
€TaHoH
Mpwknag 56 3-[5-meTokcn-2-(1H-nipono([2,3-b]nipnamH-2-

3-[5-meTokcn-2-(1H-nipono(2,3-bJnipnamH-2-n)-1-
(Tonyon-4-cynbdoHin)inaon-1-injnponioHosa
KucroTa:

o

Cymiw MeTI/IJ'IOBOFO egipy 3-[5-meTokcu-2-(1H-
niposno[2,3-bJnipnanH-2-n)-1-(tonyon-4-
cynbdoHin)iHgon-14njnponioHoBoi kucrotn [100mr,
NopiBHANBHWA Npuknag 77] i rigpokenay kanito [352
Mmr] B MeTaHoni (3,5Mn) nepemiwwyoTe Npu KiMHaTHIlA
Temnepatypi npoTarom 21,5 roguHun. MoTim peakuinHy
CyMilLl BUMApOBYIOTb, 3aMWLIOK 3HOB CYCNEHAYITb B
anxrnopmeTtati (10mn) i gogatote Boay (5mn). Cymiw
po3mMpaloTs 3 1H BOOHOK  XIIOPMCTOBOLHEBOID
kucnotoro pgo pH 2. OpepkaHui  3anuLiok
BiOiNbTPOBYIOTb, OAEPXKYIOUM BKasaHy B 3aronoBKy
cnonyky (46mr) y Burmagi  KpemoBoi TBepAoi
peyoBuHU. PX-MC: Cnoci6 C: Rr=2,76xB., 336,14
[M+HT" i 224 (dparMeHT OCHOBHOT iHTEHCUBHOCTI,
BiONOBIAHWA PYVIHYBaHHIO aMigHOIO 3B'A3KY).

Mpwknag 57

in)inpon-1-in]-1-mopdoniH-4-innponaH-1-oH:

Cymiw 3-[5-meTokcu-2-(1H-nipono[2,3-b]nipnant-
2-in)-1-(Tonyon-4-cynboHin)ingon-1-injnponioHoBoi
kucnoTu [10Mmr, npuknag 56] i rekcagtopdocdaty 2-
(1H-6eH3oTpHason-1-in)-1,1,3,3-TeTpame TMNYPOHiIt0
(11,2mr) B 6e3BogHomy aumeTtundopmamigi (0,41 n)
nepemiwytote  npoTtarom 45  XBUAMH,  MNOTIM
006po6rAoTs  po3unHoM  MopdoniHy  (5,23mkn) i
giisonponinetTunaminy (5,24mMkn) B ©€3BOOHOMY
anveTtundgopmamigi  (0,126mn). PeakujiHy cymiw
nepemiwyloTs npoTtarom we 15 XBUAMH, NOTIM
ouMLAaTb, BUKOpUcToBytouM PX-MC 3 BigTMHAHHAM
dpakuivi, OaepXKyouM BKaszaHy B 3arofioBKY CrOJTYKY.
PX-MC: cnoci6 C: R1=2,78xa., 405,2 [M+H]".

3a cnocobom npuknagy 57, ane 3aMiHioluWM
MOPOSiH BiAMOBIAHUM 3aMilLeHM aMmiHOM chopmynu
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HNY'Y?, ogepxytoTb cnonyku npuknagis 57(a)-57(f),

85660

232

SIKi NnpeAcTaBneHi B Tabnuui 6.

Tatms 6
Crpyxrypa i Ne HNY'Y? Monexynsp- é’i{(ﬁ:ﬁicc T
TP Ha QOpMY A I[N | Ry (x8)
W [™ | c2sH22w402 | 411,2 | 3,18 |3-[5-MeToxen-2-(1H-
’ j @ ripono[2,3-b]nipu-
"Q IMH-2-imHagon-1-i1]-
Flpuxnan 57 {a) )
N-geninmpo-
MiOHAMIiT
m_@/o\ 1-.!,_3 C23H24W4028 [421,2 [ 3,07 3-[5-meTokcn-2-(1H-
s g& C._s niponof2,3-
b]mipeauH-2-i11)-
D iHmon-1-ix]-1-
Mpuxnan 57 (k) Tiomoponin-4-
inmpomnan- 1 -oH
‘ Y ~ R,\ C24H27NS02 | 418,2 | 2,42 3-[5-Mer0Kcu-%-(1H-
(,u niposno[2,3-bjoipu-
g * JuH-2-1m)iHgon-1-in]-
D 1-(4-meTwrmi-
Tpuxnan 57 (¢ )\ nepasuH-1-i)-
TIpOIaH-1-0H
M\ NE, C24HZ6N403 | 419 3,13 |3-[S-meroxcu-2-(1H-
¥R b mipono[2,3-b]nipu-
if OHH-2-in)ingon-1-i1]-
Mpmcan, 57 (d) N'(Tﬂparmf
podypan-2-immeTnm)-
MpOMioHaMi]l
% C2THZ6N403 | 455 3,13 [N-(2-rinpokcu-2-ge-
= Hinerun)-3-[5-meto-
keu-2-(1H-nipono-
w [2,3-b]miprann-2-
[puxnag 57 (e) in)inmon-1-in]-
IIpONiOHAMIN
- J—‘“‘ C21H22N403 33 27»: 2,67 |N-(2-rigpokcieTun)-3-
[2M+H]* [5-meroxcu-2-(1H-
o _J’Q i mipono[2,3-bJnipu-
[pexnan 57§( £) IHH-2-1n)innomn-1-
in]npomionamin
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Mpuknag 58
1-[4-(4-xnopdbeHin)-4-rigpokcuninepuanH-1-in}-2-
[5-meTokcmn-2-(1H-niporo[2,3-b]nipnaunH-2-in)ingon-1-
injeTaHoH:
Qde
~ %

]

o

cL

Po3uuH TpeT-6ytnnoBoro edipy 3-[5-meTokcu-2-
(1H-niponol[2,3-bInipngunH-2-in)-1-(Tonyon-4-
cynbdoHin)iHgon-14mjoutoBoi  kucnomm  [22,6mr,
NOPIBHAMNBHWIA Npuknag 78] B MeTaHOMbHOMY PO3UnHI
rigpokemay kanito (742mkn, 100mMr/mMn) nepemiyiots
npotarom 15 roguMH npu KiMHaTHIN TemnepaTypi i
noTiMm BMMApPOBYIOTb. 3amnuLLIOK CYCNeHAylTb B
anxnopmeTtaHi (1mn), obpobnso BoAoK i MOTIM
BOOHOIO XITOPUCTOBOAHEBOK KUCNOTOK (1H) A0TH,
Ookn pH posuwHy He pocsrde 1. OpraHiyny ¢asy
AEKaHTYI0Tb, NOTIM cylaTb Haz cynbdatom marHito i
BUMApOBYIOTb. 3anunLIOK cycneHaytoTb B 6e3BogHOMY
anmeTtvndgopmamigi (1,27mn) i cymiww obpobnswt
rekcadgtopcoccatom 2-(1H-6eH3oTprazon-1-n)-

10,3,3-TeTpaMmeTUNypoHito (32wmr). Micna
nepemilwyBaHHa  npoTaroM 1 rogaMHW  cymill
0bpobnsaTb 4-(4-xnopdoeHin)-4-
rigpokcuninepManHoM (35,6Mmr) i

aiisonponinetunamiHom  (14,7Mkn), nepemiwyoTb
npotarom we 15 roAuH, nOTIM BUNAapPOBYIOTb,
BMKOPUCTOBYHOUM LEeHTpUyrosun BUMapPHVK.
3anuliok  cycneHayloTb B AUMETUNCYnbdoKkcuai
(3mn), i ounwaioTb, BukopuctoBytoun PX-MC 3
nepemMmkaHHaM 3a 6 iH'ekUin, ogepXyloun BKasaHy B
3aronoeky cnonyky (1,5mr). PX-MC: cnoci6 C:
Rr=3,28x8., 5151 [M+H]" i 304,1 (cdbparmeHT
OCHOBHOI  iIHTEHCMBHOCTI,  BIAMOBIOHWIA  PO3pPUBY
amigHoro 3B'A3Ky).

Mpuknag 59

2-(5-meToKCn-1-metTnn-1H-iHgon-3-in)-4-
MopdoniH-4-in-1H-niporo  [2,3-b]nipnanH. A20-B1-
C1, npoaykT kombiHauii rpyn A20 B Tabnuui 1, B1 B
Tabnuui 2 i C1 B Tabnuui 3:

B amnyny, wo mictmte kap6oHaT uesito (153mr),
popdatoTb (i) posuvH 4-xnop-2-(5-meTtokcn-1-meTtnn-
1H-iHpon-3-in)-1-(tonyon-4-cynbgoHin)-1H-
niposno[2,3-bnipunavHy [50Mr, NopiBHANBHWI NpUKNag

13()] B 1,2-gMMeTOoKCieTaHi (1mn), (i)
Tpuc(anbeHsunigeHaueToH)avnanagin(0) (15mr) B
1,2-guMeToKCieTaHi (0,5mn), (iii) 2-

anumknorekcnndocgino-2'-(N,N-

avnmeTunamiHo)BidpeHin (42vr) B 1,2-aMMmeToKGieTaHi
(0,5mn) i (iv) mopdoniH (30mr). Cymiw HarpiBatot
npu nepemiwysaHHi npu 80°C npoTsarom 15 roguH,
noTim INbTPYIOTb 4Yepes LWap Ccurikareno, sKuni
noTiM NPOMMBAaKOTbL AUXTIOPMETAaHOM i MeTaHOINoM
(1mn koxHWMA). OB'eagHaHMiA hinbTpaT NOC NPOMUBHI

dpakuii BMMapOBYIOTh, BUKOPMCTOBYIOUM
LEHTPUYroBuin BUNAPHMK. 3anMLLIOK PO3YMHSAIOTH B
anmeTuncynbcokena  (1mn) i noTiM  ounwawTb,

BuKopucToBytoun PX-MC 3 BigTMHaHHSM dpakuin
(BBegeHHs  BignoBigae o 20Mr  HeouMLIEHOI
crnonyku), ofepXyroumn 4-(vopdroniH-4-in)-2-(5-
MeTokcu-1-metmn-1H-iHgon-3-in)-1-(tonyon-4-
cynbdoHin)-1H-nipono[2,3-blnipugnH, skun  3HOB
cycneHayloTb B MeTaHoni (2mn), i gofaloT MarHiesi
CTpyXku (89mr, 15 ekBiBaneHTiB 3 Macu, BU3HAYEHOT
nicns BMMapoOBYBaHHS XpomaTorpadivyHoro
po3yMHHMKA). [lOTiIM  CycneHsilo  nepemilytoTb
npotarom 15 roguH npu KiMHaTHIA TemnepaTypi,
noTiM hiNnbTpYIoTb Ha LeniTi. PinbTpaT BUNAPOBYIOTh,
3anuuwok conbinisyioTs B gumeTtuncynbdokengi i
ounwaTb 3a gonomoroto PX-MC 3 nepeMukaHHsaM,
OfdepXKylouM  BIiAMOBIAHO BKaszaHy B  3arofloBKYy
cnonyky. PX-MC: Cnoci6 C: Rr=3,27x8., 363,3
[M+H]".

3a cnocobom npuknagy 59, ane 3amiHlW
MOp(POJ’IiH BiANOBIAHMM 3aMilLlEHUM amiHOM dhopMynun
HNY'Y?, opepxyioTs crionyku npuknagis 59(a)-59(p),
AKi HaBeaeHi B Tabnuui 7.

Ta6nuus 7
Brpyera i - PX-MC: Cnocib
HNY'Y? C Homenknarypa
IPUKIANY Ha gopmyna |[M+H]"|Ry (x8.)
C22H24N40 | 361 3,72 |2-(5-metokcn-1-
Q merun-1H-innon-3-
B im)-4-nimepuipe-1-
in-1H-nipono[2,3-
Mpuxmang 59 (a) b]nipuua
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IC24H22N402

399,3

3,58

C24H22N40

383,3

3,68

236

Wﬂ&foxw-l-

merui- 1 H-innomn-3-
in)-1H-mipono[2,3-
blmipuava-4-in]-(2-

MeTOKCHpeHin)amMin

2-(5-metokcH-1-

Mmerun-1H-inzon-3-
in)-1H-nipono[2,3-
blmipumun-4-i1}-0-

TONMiNaMiH

[Ipuxnan 59 (d)

C24H22N402

398,3

3,64

[2-(5-meToKCH-1-
metwA- 1H-inmon-3-
im)-1H-nipomno[2,3-
bloiprmun-4-in]-(3-
MeTOKcHpeHin)aMiH

-
A

S
[puxnag 39 (e)

N
N
sl -

C24H22N40

383,2

3,74

[2-(5-meToKCH-1-Me-
tan- 1H-inmon-3-1)-
1H-niporno[2,3-
blnipuans-4-in]-

METAaTOJIJIaMIH

7 N
B
[lpuxmag  5g (f)

Uczsmsmqo

387,2

3,62

(4-bropdenin)-[2-(5-
METOKCHU- 1 -MeTHII-
1H-iapon-3-in)-1H-
nipono[2,3-b]-

nipuauH-4-injamin

C24H22N402

399, 3

3,60

[2-(5-meTokcu-1-
MeTmI- 1 H-inmon-3-
in)-1H-nipoao[2,3-
b]mipumis-4-in]-(4-

MeToKcu(eHiT)aMiH

\N\

Ly

TTprknany 59 (h)

C24H22N40

383,3

3+78

[2-(5-meToKCH-1-
metHiI-1H-ir0n-3-
in)-1H-mipomo[2,3-
blmipuana-4-

in]maparonitamin
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238

or

RS =)
[ . ; o
Mpuxnax 59 (1)

C24H22N40

383, 3

3,63

GCHSI:IH[Z-(S-
METOKCH-1-MeTHI-
IH-ingon-3-in)-1H-
nipono[2,3-

b]mipuaus-4-in]amin

[puxnan 59 (§)

C24H21FN40Q

401,3

3,68

(4-dropbenzun)-[2-
(5-MeToKCH-1-METHIT-
1H-ingon-3-in)-1H-
nipono[2,3-b]-

mipuauH-4-in]aMin

O &
Bl’ B \ ""‘

Tpuxcnaz > (k)

i

C25H24N402

413,3

3,65

(4-MeTokcubeH3nn)-
[2-(5-meToKCH-1-
meTun-1H-igmomn-3-
im)-1H-mipono[2,3-

blnipunus-4-in]amin

C20H22N402

351,3

3,23

(2-meToxcieTn)-[2-
(5-MeTOoKCH~1-METHII-
1H-ingon-3-im)-1H-
nipono[2,3-b]-

mipuauH-4-in|amin

Ilpuknan sg (m)

O

CZ25H22N403

427,3

3,59

metunosuii edip 3-
[2-(5-MeTOKCH-1-Me-
tn-1H-iggon-3-im)-
1H-nipoino([2,3-b]-
HipAIHH-4-
IIaMiHO|0eH30iHOI

KHCJIOTH

BN

C21H22N40

347

3,55

IHKJIOMPOIiIMETHIT
[2-(5-meToKcH-1-

MeTuin-1H-iggomn-3-
im)-1H-nipono[2,3-

blmipuarH-4-i1]aMin
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C23H20N40 | 369,2 | 3, 38

[2-(5-meToken-1-
metwi-1H-iumon-3-
in)-1H-nipono[2,3-
bloipuaun-4-

: in]peninamin
ﬂ e C21H24N40 | 349,2 [ 3,43 |Gyrn[2-(5-MeTOKCH-

. ' ; 1-metun-1H-innon-3-

& T = im)-1H-mipono[2,3-

Sy AN b]nipuann-4-injamin

Mpukiax 59 (p)

Mpwvknag 60 (Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-4-
Metunamin 2-(5-meTokci-1H-iHgon-3-n)-1H- KapboHOBOT KMCMOTH;

nipono[2,3-b]nipuanH-4«ap6oHoBoi kucnotu; A9-B2-
C1, npogykT kombiHauii rpynu A9 B Tabnuui 1, B2 B
Tabnuui 2 i C1 B Tabnuui 3:

Po3unH
nipono[2,3-b]nipuanH-4«ap6oHoBoi kucrnot [0,11r,
npuknag 15(t)] B gumetundopmamigi (5mn) npu
KiMHaTHIn TemnepaTtypi obpobnsoTe TpueTMnamiHom

2-(5-meTtokci-1H-iHgon-3-n)-1H-

(0,048mn), MeTUNamiHoM (0,19mn) i
TeTpacropbopaTom 2-(1H-6eH30TpMazon-1-n)-
1,1,3,3-TeTpameTnnypoHito. PeakujiHy CymiLL
3anuwanTb nepemillyBa TUCb npu KiMHaTHIN
TemnepaTypi MPOTAroM Houi, NOTiIM BUNUBAaKOTb Y BOAY
(20mn) i pBivi ekctparyioTb etunauetatom (20mn).
OG'egHaHi ekcTpakTV npoMuBaloTb BOAOK  (5Mn),
cywaTtb Hag cynbdaTtoM HaTpito i BMMNApOBYIOTb.
Banuwok  nmiggatoTs  dnew-xpomatorpadii | Ha
cunikareni, enioYM  Cymilwlo  meTaHony i
eTunaueTaty (49:1, 06./06.), ogepxyioun BkasaHy B
3arofiloBKy CroOMyKy y BVIITIFUJI XOBTOT TBEpAoi
pevoBuHU. MC: 321 (MH*). '"H AMP [(CD3).SOJ: &
12,0 (1H, ¢); 11,4 (1H, c); 8,4 (1H, n); 8,2 (1H, g); 8,0
(1H, c); 7,54 (1H, pa); 7,40 (1H, ¢); 7,35 (1H, A); 7,10
(1H, c); 6,85 (1H, a); 3,80 (3H, ¢); 2,90 (3H, A).
Mpwvknag 61 i nopisHanbHWM Mpuknag 101
TpeT-6yTvnosuin edip 2-(5-vetokci-1H-ingon-3-
in)-1H-niporno[2,3-b]nipnanH-4-«kapboHoBOi KMCNOTU i
TpeT-6yTunosuin edip 2-(5-vetokci-1H-iHgon-3-in)-1-

3a cnocoGOM I'IOpIBHﬂJ'IbHOI'O npuknagy 67(@),
ane BukopucTtoBytoun 1-TpeT-6yTunokcukap6oHin-5-
meTokci-1H-iHngon-3-6opoHoBy KUCNoTy
[mopiBHaAnbHMIA npuknag 74(b)] i TpeT-6ytmnosun
edip 2-noa-1-(tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipnanH-4-«kapboHoBoi  kMcnoTM  [MOPIBHAMBLHWA
npuknag 62(e)] i ounwawym HeouvulleHy Cymill Ha
xpomaTtorpadoiyHi KONOHUi 3 cunikarenem, entorrym
cymiwwo etunauetaTty i rentaHy (3:7, 006./06.),
ofepkyloTb TpeT-Oytunosuii edip 2-(5-meTokci-1H-
iHaon-3-n)-1H-nipono[2,3-bnipnanH-4-kap6oHoBoi
KUCNOTM Yy BUMALI  >KOBTO-KOPUYHEBOI TBEpPAOi
peyosnHu; MC: 364(MH"), i TpeT-6ymunosuin edip 2-
(5-meTokci-1H-iHgon-3-in)-1-(Tonyon-4-cynbdoHin)-
1H-nipono[2,3-b]nipnanH-4-«ap6oHoBOT KMCIoTH
(nopiBHanbHUM  npuknag 101) y sumAgi macna
XOBTO-3eN€HOro Komnbopy; MC: 518 (MH™).

Mpuknaan 62-126

Cnocobamun, onucaHUMM B JaHin  3adaBLj
ofepxaHi HacTynHi cnonykm dopmymu  (I), aki
npeacTaenexi B Tabnuui 8.
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Tabnymsg 8
Crpykrypa i Ne npuknany | Tt Monexymap- | Re PX-MC: Enemenr-
Croci6 D g
°®€© HA aHans 3 %
¢al thoparya [M+H]" R+ (x8 ) 3HaiinenHo
4 C17H15N302 294 12,35
)
M
L_[EJHKI[&H 62
l )\\ C21H22N403 378 | 2,55
ay” ©
Ej
B <‘\ ;m!
IIpaknag « 63
Y s C21H20N402 361 3,63
}
5 \é ~
Hpuknax ¢4
"3 Cl8H17N30 292 315
168~ C18H18N402S 355
170
C20HZ0N402 | 0,15
a
225~ C20H17N305 5,86
226 BEPX
oH Crnocif
A
s
A
“/ N N\
Ilpuknag 63
98-99 C22H23N302 B,15
BEPX
Croci6
A
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244~- C23H24N403 P, 56°
245
CIOH18N3 306
175- | C22A24n404d ci 61,
176 63
H:5,8
0
N:13,
30
| Tpuxnan 72
T >299 Cl8H1eN402 321
PO3KN.
[ P NN
s
puxnan 73
& C19H19N302 | 0,15 6,44
: g o B BEPX
Cnocib
A
C22HZ24N403 393
IIprknan 75
HO 225- C18H17N30 292
227
R
1 o ; \ N\
[Mpuxnaxy 76
s C22H22N402 375
fl
Q
[T
i e
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- C20H20N403 C:
61,30
H:
5,0
# g o 9
Ol 14;04
mﬂﬂ
ITpuxan 78
Q C22H24N402 377 | 4,34
N ~en | 231- C20H20N403 [0,61°
4 232
4]
S
. g
[Ipmetan g
AL~ >297 C20H2IN50
o po3Kn
\\
e AL
Ipuxnan 31
239- C23H22N602
| 240
|
266- [ CLOH16M40 317
267
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(“w
/\“;NJ

Y

Iﬁ, A N
HPEE@EIB4

H AMP [(CD:).80): &
11,80 (1H, ¢); 8,11
(12, non, J=4,8, 1,4
Tu); 7,82 {1H, c);
7,82 (1H, mn,
J=8,0, 1,4 Tu);
7,45 (2H, m); 7,01
{14, zmm, J=8,0, 4,8
Tu), 6,94 (1lH, =&z,
J=8,8, 2,4 Tu);
6r75 {1Hf =9 J=2r0
Tu}); 4,91 (2H, c);:
3,83 (3H, ¢c); 3,65-
3,47 (8H, wm).

C22H22N403

21d=
200

C22R22N402

375

205~
206

C20H19N30

199-
200

C20H19N302 | 0,12

C17H13N302

68,87
H
4,10
N:
13,82

C13H18N40

319
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ES . C24H26N403 419 | 3,29
\
{ N
- ﬁ \ N\
Ilpekaan 99
—~F 189- C19H17N30 |0,0%9
190 a
| &
o b
Hpuxnan 93
P 247-  [CL9H12F3N50 384
F Q 253
J N
1 = % N\
[puxian 92
| s C24H25N504 448 | 2,27
H,
C22H22N40, 359 |2,05
C2HF302
C26H28N403 459
214- C23H20N40S
215
C20H20N402 2,57
[puximan 97
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e O C22H23N502 390
i
1
I -
P Y
| ITpuenay 28
) C23H24N403 405 2,72
HW.
180~ C19H17N3O
181
C23H24N403 405 | 2,37
249- C24H24N60 413
2 250
{
.1:[ HKIIA
¥ - 100 C1BH18N4O |0,05
pO3KIT d
i -
N
Ipuxnan 103
it I C25H22N402 411 |4,72
o e
W\ N
Ipuxnan 104
2~ [298-  C25H23N503S 474
g\ T 300
HN
L]
S
'“/ W N
Ipuxnag 105
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C22H22N402

375

2,89

A

[puknan 107

'H AMP [ (CD:;)250): &
11,75 (1B, o) 8,25
(14, ¢); 8,11 (1R,
nn, J=4,8, 1,4 Tu):
7,85 (1H, =nm,

J=?; 8, 1‘14 I'Ll):
7,46 (1H, u, J=8,8
Tu):; 7,42 (1H, =&,
J=2,4 Tu); 7,01
(11, &om, J=7,8, 4,8
Tu); 6,87 (1R, n&m,
J=8,8, 2,4 Tu);
6,78 (18, &§, J=2,4
Tu); 4,99 (11,
KBMHT, J=B8,0 I'u):;
3,86 (3H, c¢); 2,58-
2,53 (2H, M), 1,93~
1,88 (2H, m).

C20H19N30

Hpuxnan 108

259-
260

C22H22N402

351

pay

LHPHKIIH,I[ 108

208-
208

C15H10N20

235

Hpexrag 110

1H AMP [{(CD;3):80]: &
8r13 (1H: an) ; 7,85
(1H, &om}: 7,83 (1H,
cy; 7,57 (1H, =mm):
7,08 (1H, =): 7,00
(14, mm); 6,78 (lH,
o 6,73 (1H, m:
4,08 (3H, c); 3,93
(34, ¢},

C17HLISN3O
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Mpuxnag 111

290-
291

C15H12N4

62,33
H:
5,36

19,27

= =
age
™

224~
226

CL1H8N2S

201

[puxnag 112

O,
D=
N r

[Mpuxnan 113

234-
235

C17H15N30

73,17
He
5,42
N:
15,22

.

[puxnan 114

Cl5H10NZ2S

S WE
N e

Tlpukman 115

248~
250

C11H10N4S

B7,q1
H:
4,21
N:
23,16
8
13,22

178~
182

Cl6H16N203

C26H29N504

476

2,84

234~
235

C17HL2F3N30

Qs
61,77
H:
3,63
N:
12,23
E‘.

16,81

C1lB8H15N302

Gz
69,12
H:
4,64

13,29

TIpuxnan i19

&

288-
289

CLEH13N30

Qs
72,20
Hi
4,81
N:
15,73
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C25H20N402 408 2,67
C17H16N40 293 1,39
N
Q X "7
Tpuxnan 12
}1\( C21H24N¢ 348 2,47
w\ |
N
N,
0
b
Tpuxman 123
C20H20N402 [0,1° Cz
65,72
R L
(‘,J \ N, H:
i 5:51
N:
°\) 15,67
| Mprknag 124
S N C23H24N30 373, 5,96
5 BEPX
= Crioci®
A
(.
puknan 125
r C13H10BxrN3Q 303, 2,37
9
| %
ITlpuknan 126

feTunaueTarT; bMeTaHon/,CI,MxnopmeTaH 1:9f 06./06.; “‘meTaHon/eTunaueTaT 1:9 06/06.; dneHTaH/eTMrlaLl,eTaT 1:2
06/06.; *MeTaHon/eTunavueTaT 1:4 06/06.; 'aueToH/eTvnaueTat 1:1 06./06.

Mpwuknag 127
HactynHi cnonykn copmynm | B 1abnmui 9 moxHa ogepkatm cnocobamu, onmcaHMmm B 3asiBLi, LWO
po3rmnsaaaeTbes:

Tafmims 9
Ctpykrypa Howmenknatypa
\J\ Mernopuii edip [1-meTnn-2-(1H-
o)
l\ N— ? mipono[2,3-b]mipuaun-2-in)-1H-ingon-5-
=y T, A :
g d inmoxcH]oLTOBOT KMCIOTH
3
o\j\ [1-metrn-2-( 1 H-mipoo|[2,3-b]mipmmme-2-
]\ N/ o in)-1H-iH105-5-110KCH JOITORA KHCTIOTa
N ]
7,C
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N-(2-rigpokciermn)-2-[ 1 -meTun-2-(1H-

H
|\ %t EA‘"O mipomo[2,3-b]mipuwaun-2-in)-1H-ingon-5-
2 H s iokcH|aneTamin
fl N,N-6ic(2-rinpokcieran)-2-[ 1 -meTun-2-(1H-
N N NN . o
] N nipono|2,3-b]mipuans-2-in)- 1H-innon-5-
o
U Kl imoxcu]aueramin
BC oH
\J\ 2-[1-meTmn-2-(1H-miporo[2,3-b]mipumms-2-
o
]\ N _/ O in)-1H-innon-5-inokcu]- 1 -mopdomin-4-
P Ls]
H ad ieTaHOH
\i N-(2-gumetunaminoerin)-2-[ 1 -meTun-2-
0.
[\ N7 W8 8, I(|H-mipomo|2,3-b]mipraun-2-in)- 1 H-ingon-
N e :
= d H; |5-inoxcu]onToRa KucnoTa
o\/ﬁ\ 3-[5-Meroxcukap6oninmMeTokeu-2-( 1H-
‘ S 3 O ia, nipono[2,3-b]mipuaus-2-in)ingon-1-in]-
¥ N
!J MIPOIIOHOBA KHCIIOTA
0
o
\)‘j’\ 3-[5-kap6oninmeroxcu-2-(1 H-mipomo[2,3-
l\ L o b]nipumia-2-in)iaxon- 1-in]uopomiorosa
e
b KHCIIOTA
QO
om
- 3-[5-[(2-rinpokcieTrHakapbamoin)MeTOKCH]-
kY4 i 2-(1H-mipono[2,3-b]mipuun-2-in)isnon-1-
P
. ;// in]nponionopa kucnoTA
o
on
\i 3-[5-{(6ic-(2-rigpokcieTun)kapGamoin)-
0 on
e r’ meroken}-2-(1H-nipono[2,3-b]mipems-2-
-

im)ingon-1-i1|nporrioHoBa KucaoTa
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sslsenge

f
=)
[2): §

3-[5-[(2-mopdonin-4-i1-2-0KCOETOKCH)-2-
(1H-nipono[2,3-bluipuawma-2-in)ingon-1-in]-

IIPOIIIOHOBA KHCIIOTA

3-[5-[(2-omeTunaminoeTIKapHamoin)-

=
! B N t/i’i’ meTokcu]-2-(1H-nmipono[2,3-bmipuauu-2-
N S cHE, |. .. s ;
L] im)ingon-1-injupornionosa kucsora
° OH
4-xnop-2-(5-metokcu-1-metii-1 H-inmon-2-
b i W *~en ! . .
] o 2 im)-1H-nipono[2,3-b]nipuanx
]
B
. 2-(5-meTokcu-1-metan- 1H-immom-2-in)-1H-
N O~ca, mipoa0[2,3-b]mipumus-4-kapGonosa KucIoTa
o
H .
™ MeTHIOBHHE edip 2-(5-meroken-1-metun-1H-
0
ingon-2-in)-1H-nipono[2,3-bmipuaun-4-
o
’ e W o, KapGOHOBOT KHCITOTH
2
i T
B,
s METHIAMIT 2-(5-meroxen-1-metwn-1H-
HN._ 0
inmon-2-in)- 1 H-nipono[2,3-b]mipnmun-4-
o,
] N A “h KapGOHOBOT KHEIOTH
S N }‘
g 2
2-(5-metoxcu-1-metun-1H-ingon-2-in)-5-
v ]
% I N/ metui-1H-mipono[2,3-b]nipuauu
e
. i ue
T 5-X110p-2-(5-MeToKCH- 1 -MeThII- |H-1H101-2-
ca o
M i1)-1H-nipono[2,3-bmipuaun
s/ N N
2 & E,
S, c, MeTHIoBHH edip 2-(5-MeTokcu-1-meTmi-1H-
N NN\ / 2 immon-2-in)-1H-mipono[2,3-b]nipumua-3-
7 ¥ KapOOHOBOT KHCIOTH
uc
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2

MeTHIIaMiz 2-(5-merokcu-1-metnn-1H-
ingon-2-in)-1H-mipono[2,3-b]nipuams-5-

KapOOHOBOT KHCTIOTH

[2-(5-meTokcu-1-meTun- 1 H-1an0on-2-in)-1H-

niporno[2,3-b]mipuaun-5-in]MeTanon

5-meroxcH-2-(5-Meroken-1-metun-1H-

inzou-2-in)- 1H-niposto(2,3-b]mipu aun

nC
= i R 5-xnop-2-tbenin-1H-mipomo[2,3-b]uipwiun
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H
O MeTHIOBHH edip 2-denin-1H-mipono[2,3-
Y S blnipunaua-5-xap6oHOBOT KUCIOTH
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L
e METHIIAMI] 2-¢enin-1H-nipomno[2,3-
o Ry b]nipiaun-5-kap6oHOBOT KHCIOTH
l e
N
i (2-emin-1H-mipono[2,3-b|mipaaus-5-i1)-
N
| METaHOI
N ]
r’a 5-MeTokcH-2-denin-1H-mipono[2,3-b]-
| A nipHAUH
g R
{
B (2-merokcieTnn)  amim  2-(5-meToxcH-1-
g Metun- 1 H-imnon-2-in)-1H-mmipono[2,3-
HN. 0 : i
bluipuune-4-kapboHOBOT KHCIOTH
o
TN/ e,
e
¥R H;
e (2-rigpoxcu-1,1-gumernnerun)amiy  2-(5-
CcH
caz Meroken- | -metmn-1H-iagon-2-im)- 1H-
o
nipono(2,3-b]mipraus-4-kapGoHoBOi
[ S\ o‘ca, KHCIIOTH
/
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GyTraaMig 2-(5-merokeu-1-merun-1H-
iggon-2-im)-1H-nmiponof2,3-b]mipuxmmn-4-

KapBOHOBOT KMCIIOTH

2-(5-meTokcu-1-metmi- 1H-ismon-2-i1)-1H-

nipono[2,3-blnipuiun-4-kapGonitpui

2-[5-meroxcu-2-( 1 H-nipono[2,3-b [ipuaus-

2-im)inpon-1-inmerun]6ensoitna kucnora

3-[5-merokcr-2-(1H-niipono[2,3-bjuipuain-

2-im)innmon-1-inmernn)Gen3ofina KucnoTa

7
]\\/ i
/

OR

4-[5-meroxcu-2-(1H-nipono[2,3-b]uipuaus-

2-im)ingon-1-inmerun}6ex3oiina KucmoTa

2-(5-metoxcu-1-mpuaus-2-imMetna-1H-

ignon-2-in)- 1H-nipomno[2,3-bjmipuiun

2-(5-merokcu-1-mipuaun-3-inmernn-1H-

igmon-2-i1)-1H-nipono[2,3-b]nipunun
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2-(5-meToxcH-1-nipuaun-4-inmeTii- 1 H-

ingon-2-in)- 1 H-rripomo[2,3-b]mipunun

MopisHanbHWA Mpuknapg, 1

(a) 5-meTokeun-1-metmn-1H-iHgon-3-«apboHitpun

5-meTokcu--metnn-1H-iHoon-3«ap6okcanbaerig
[76r, nopiBHsaneHMA npuknag 2(a)] i rigpoxnopua
rigpokemnaminy (55,9r) nepemiwytoTb  pasoMm B
anmeTtvndgopmamigi  (900mMn) npu  KMN'ATIHHI - 3i
3BOPOTHMM  XONOAUIbHUKOM MpoTAroM 1 roauHMu.
Cymiw  3anuwalTs  OXONOoDKYBaTUCH, noTim
BUNMMBaOTL Yy Body | MOTIM  eKCTpanyoTb
etunauetatom. OB6'egHaHi ekCTpakTM npoMmBaoTL
BOZOI, NMOTIM BUMApPOBYIOTb, OAEPXKYIOUM BKa3aHy B
3aronoBky cnonyky (53r) y Burnsagi 1eepaoi pevoBuH1
6nigo«kopuudeBoro konbopy. T.nn. 100-104°C. 'H
AMP [(CD3),SO]: & 8,17 (1H, c); 7,54 (1H, g,
J=9,0lru); 7,09 (1H, g, J=2,4I"u); 6,97 (1H, on, J=9,0i
2,4Tu); 3,821 3, 84 (6H, c).

(b) Aitoun aHarnoriyHO MOPIBHAMBLHOMY MpuKNagy
1(a) Buwe, ane BUKOpUCTOBYIOUM  1-MeTUN-5-
deHinnipason-3«apbanbaeria [nopiBHANBLHMUIA
npuknag 53(b)] opepxkytoTs  1-meTvn-3-LiaHo-5-
deHinnipason.

MopiBHanbHWIA MNpuknag, 2

(a) 5-meTtokcn-1-vetmn-1H-iHgon-3-
kapbokcanbaerig
Po3unH 5-meTokciiHgon-3-kapbokcansaerigy

(80r) B aumetnndopmamigi (1n) B atmocdepi asoty
obpobnatoTe nopuismu rigpugy Hatpito (1r, 60%
avcnepcia B MiHepanbHoMy macni) npoTtarom 15xs.
Micna nepemiwyBaHHSA NpW KiIMHaTHIA TemnepaTypi
npotarom 30 XBUNUH CyMilwl 0Opo6mnAOTL KpannsaMmu
metunnogmgom  (31,3mn) Gimbwe 10 xBUNUH i
nepemillyBaHHSA MOTIM NPOAOBXYIOTb LLUEe NPOTAroM 2
roavH. PeakuinHy cymiw oGepexHO BWNMBaKOTL Y
BOAY i NOTIM eKcTpanyioTb etunauetatom. OpraHivyHy
a3y npomuBaloTb BOAOID, MOTIM CywaTtb Hag
cynbaToM HaTpilo i NMOTIM BMMAPOBYOTL. 3anuLIOK
po3TMpalTb 3 MEeHTAHOM, OOEPXYIouM BKa3aHy B
3aronoBky cnonyky (76r) y Bumsagi KOpU4HeBOi
TBepaoi pevosumHu. T.nn. 133-134°C. 'H aMP
[(CD3)2SQ]: & 9,86 (1H, c); 8,20 (1H, c); 7,60 (1H, A,
J=2,6I"u); 7,50 (1H, A, J=8,9"u); 6,96 (1H, aa, J=8,9 i
2,6lu); 3,86 3,80 (6H, c).

(b) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
2(a) BuwWe, ane BUKOPUCTOBYOYM  iHOON-3-
KapboHITPUN,  OAEepPXKYIOTb 1-vetmn-1H-Hgon-3-
kapboHiTpun y Burnsagi 6esbapsHoi  TBepAoOi
KpucTtaniyHoi pevoBunun. T.nn. 61-63°C.

(c) Oitoum aHamoriyHO MOPIBHANBHOMY NMpuUKNagy
2(a) Buwe, ane BUKOPWUCTOBYIOYM  iHOON-5-
KapboHITPUN,  OAepPXKYIOTb 1-memmn-1H4Hgon-5-
kapboHiTpun y Burmsai  6es3bapeHoi  TBepaoi
KpucTaniyHoi pevoBuHn. T.nn. 77-79°C.

(d) Oitoun aHarnoriyHO MOPIBHANMBHOMY MpuKNagy
2(a) BuWwe, ane BWKOPWUCTOBYIOYM  iHOON-3-
KapboHiTpMn i (3-6pomnponokcu)TpeT-

oymngnmeTuncunat, OfEPXKYI0Tb 1-[3-(TpeT-
oymnagnmeTtuncunatinokev)nponin}-1H-ingon-3-
KapboHiTpUN y Burmagi nposoporo 6e3bapsBHOro
macna. TWX Rr=0,6 (onxnopmeTaH). H amP
[(CD3)2SQ]: & 7,70 (1H, @, J=8I'u); 7,56 (1H, c); 7,39
(1H, @, J=8lu); 7,27 (1H, 1, J=8lu); 7,22 (1H, T,
J=8lu); 4,25 (2H, 1, J=6I'1); 3,49 (2H, 1, J=6T"L); 1,95
(2H, kBiHTET, 3=6I"01); 0,87 (9H, c); 0,00 (6H, c).

(e) Airoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
2(a) Buwe, ane BUKOpMCTOBYIOUM S-meToKCi-1H-
iHoon-3+«ap6oHiTpun [nopiBHANBHUA Npuknag 1(@)] i
(3-6pomnponokcn)TpeT-oyTMnauMeTMrcunaH,

OEePXYOTb 1_[3_TpeT_
6ytnaumeTuncunaHinokos)nponin]-5-metokci-1H-
iHoon-3«apboHiTpun y BUrMAai NpPO30poro

6e3bapsHoro macra. 'H AMP [(CD3):SOJ: & 8,18 (1H,
¢); 7,55 (1H, A, J=9rw); 7,09 (1H, g, J=2Iu); 6,95 (1H,
aa, J=9i 2ru); 4,27 (2H, T, J=6I"u); 3,82 (3H, c); 3,53
(2H, 1, J=6T"W); 1,95 (2H, kBiHTET, J=6TU); 0,87 (9H,
c); 0,00 (6H, c).

(f) Oitoun aHanoriyHo NOpiBHAMBHOMY MpuKNagy
2(a) BuwWe, ane BUKOPUCTOBYOYM  iHOON-3-
KapboHiTPMN i (2-6pomeTokcH)TpeT-
oymngnmeTtuncunat, OfIEPXKYIOTb 1-[2-(TpeT-
6ytmnaumeTuncunatinokon)emnl-1H-iHngon-3-
KapboHiTpun y Burmagi nposoporo 6e3bapsHOro
macna. TWX: RF=0,65 (anxnopmeTtaH).

(9) Oitoun aHanoriyHO MOPIBHAMBHOMY MpuKNagy
2(a) BuLle, ane BUKOPUCTOBYIOUN S-MeToKCiH H-iHaon-
3-kapboHiTpun [nopiBHANbHUM npuknag  1(a)] i
OeH3unbpomin, opepxkyoTb i-6eH3nn-5-meTokci-1H-
iHoon-3-«kapOoHiTpun y BUMA[I KOpu4HeBOi TBepAol
peyoBuHu, MC: 263,22 (MH'). TIIX: Re=08
(anxnopmeTaHnimeTaHon: 19/1).

(h) Aitoun aHanoriyHO MOPIBHAMBHOMY MpuUKNagy
2(a) Buwe, ane BUKOpPMCTOBYIOUM S-meToKCi-1H-
iHoon-3«ap6oHiTpmn [nopiBHANBHUA Npuknag 1(@)] i
2-OpomeToKkCManMeTUn-TpeT-0yTnuncmunaH,
OfEePXKYI0Tb 1-[2-(TpeT-
oymngnmeTtuncunadinokev)etmn]-5-vietokd-1H-
iHoon-3«apOboHiTpun y BumsAai 6nigo-KoBToi TBEPAO|
peyoBuHu, MC: 331,23 (MH+). TWX: Rr=0,6
(neHTaH/eTvnaueTar: 8/2).

(i) Aitoun aHanoriyHO MOpPIBHAMBHOMY MpuUKNagy
2(a) Buwe, ane BukopuctoBytoun 1H-nipon-3-
KapboHiTPMN (oaepkaHmii 3a cnocobom, onucaHvm B
[Tetrahedron Letters, 1972, 52, 5337-5340]),
OfepXKyloTb 1-metun-1H-nipon-3«ap6oHitpun vy
BUMAAI Macna KopuyHeBoro kombopy, MC: 107
(MH"). "H SIMP [CDCl3]: & 7,09 (1H, m); 6,60 (1H, m);
6,40 (1H, m); 3, 68 (3H, c).

(j) Oitoum aHanoriyHO NOPIBHANBHOMY MpUKNagy
2(a) Buwe, ane Bukopuctosytoum 1H-nipon-2-
KapOOHITPUN,  OAEPKYIOTb 1-meTun-1H-nipon-2-
kapboHiTpun y Burnaai 6esbapsHoi pignHn. MC: 106
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(MH"). "H SMP [CDCI3): 5 6,80 (1H, m); 6,67 (1H, m);
645(1HMm);3,79(3H,c).

(k) Aitoun aHamnoriYHo NOPIBHAMBLHOMY NpuKNaay
2 (a) suLe, ane BukopucToBytoun 2-coeHin-1H-nipon-
4-kapOoHiTPMN (oAepkaHui 3a cnocobom, onucaHVm
B [Synthetic Communications, 25, (1995) 6, 795-
802]), opepxyoTb  1-meTun-2-geHin-1H-nipon-4-
KapboHITPUN y BUIMAAi KPEMOBO| TBEPAOT PEYOBUHM.
T.nn.50-51°C. MC: 183 (MH").

(I) Aitoum aHanoriyHO MOPIBHAMBLHOMY NpuKNagy
2(a), ane BUKOPUCTOBYIOUN 4-MeTOKCU-2-(5-MeToKC-
1H-ingon-3-in)-1-(tonyon-4-cyne ¢oHin)-1H-
nipono[2,3-b]-nipnavH (nopisHaneHWn npuknag 39),
OfEePXKYI0Tb 4-meTokcun-2-(5-metokemn-1-metun-1H-
iHaon-3-n)-1-(tonyon-4-cynsdoHin)-1H-nipono[2,3-
blnipnann y Burnagi temHoro macna. BEPX (Cnoci6
A): Rt=9,49x8. TWX: RF=0,50 (neHTaH/eTunauertar:
11).

(m) Litowr aHanoriyHo NopiBHANBHOMY NpuKNagy
2(a), ane BukopucTtoBytoun 2-(5-metokdi-1H-Hgon-3-
in)-4-cpeHin-1-(tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipnanH (nopisHANbHUI Npuknag 12(g)) oaepxyoTb
2-(5-meTtoken-1-wetnn-1H-ingon-3-in)-4-ceHin-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnavH y
BMMAOI XOBTO-KOPUYHEBOI TBEPAOi PEYOBUHU. 'H
AMP [(CD3).SOJ: 6 8,39 (1H, g, J=4,4T"u); 7,71 (2H,
a, J=7,2T'u); 7,63 (3H, m); 7,52 (2H, 1, J=8,5I"y); 7,44
(3H, m); 7,29 (2H, g, J=7,2I'u); 6,94 (1H, c); 6,86 (1H,
a, J=8,5I"u); 6,82 (1H, c); 3,86 (3H, c); 3,71 (3H, c);
2,29 (3H, c).

(n) Aitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
2(a), ane BukopucToBytoun TpeT-6ytmunosun edip 2-
(5-meTokci-1H-iHgon-3-in)-1-(Tonyon-4-cynbgoHin)-
1H-nipono[2,3-b]nipnanH-4-«ap6oHoBOT KMCIOTH
[mopiBHanbHMIn  npuknag  67(b)] | meTtunmoaug,
ofepxyloTb TpeT-6ytunosun edip 2-(5-metokcu-1-
metun-1H-ingon-3-in)-1-(tonyon-4-cynb goHin)-1H-
nipono[2,3-b]nipnanH-4-«ap6oHoBOT KMCIOTK y
BUIMSAI  TEMHOro Macrna, sKe BUKOPUCTOBYIOTb
6e3nocepeHbL0 6e3 40AaTKOBOrO OUULLEHHS.

(o) Oitoun aHanoriyHoO MOPIBHANBHOMY MpuUKNagy
2(a), ane BukopucTtoBytoun 2-(5-metokdi-1H-Hgon-3-
in)-4-(nipnavH-3-in)-1-(tonyon-4-cynb¢oHin)-1H-
nipono[2,3-bJnipuanH [nopiBHANbHWIA Npuknag 67(d)] i
MeTunnoaua, oaepxyloTb 2-(5-metokcu-1-vetun-1H-
iHaon-3-n)-4-(nipnanH-3-in)-1-(tonyon-4-cynboHin)-
1H-nipono[2,3-blnipnavH y BumMadi macna XoBTo-
KOPUYHEBOTO  KOSbOPY, $IKe  BUKOPWCTOBYIOTb
6e3nocepeaHL0 6€3 40AaTKOBOIO OUULLEHHS.

(p) Oitoun aHarnoriYHO MOPIBHANBHOMY MpuKNagy
2(a), ane BukopuctoBytoun 2-(5-metokdi-1H-Hgon-2-
in)-1-(tonyon-4-cynboHin)-1H-nipono[2,3-bInipnawH
[mopiBHanbHM  npuknag  70] 0 metvnnoaua,
ofepxytotb  2-(5-metokcun-1-metmn-1H-ingon-2-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH.

(q) Aitoun aHanoriyHO NOpPIBHANBHOMY MpUKNagy
2 (a) BuLLE, ane BUKOPMCTOBYIOUN MeTunosun edip 3-
[4-meTokcun-i-(Tonyon-4-cynbgoHin)-1H-nipono[2,3-
blnipngnH-2-in)-1H-ngon-5-kap6oHoBoT KMCIOTH
[mopiBHANBHMIA npuknag 12(n)], OJepPXKYI0Tb
MeTUNoBUNA edip 3-[4-veTokcun-1-(Tonyon-4-
cynbaoHin)-1H-nipono[2,3-blnipnanH-2-inl-1-vetun-
1H-inpon-5-«apboHoBOi KMCNOTW Yy BUMSAAI TBepAoi
PEYOBMHUN KOMbOPY CrOHAYOT KicTkn. PX-MC: Cnoci6
D: Rt=3,26x8., 490 (MH").

270

(r) Aitoun aHanoriyHO MOPIBHAMBHOMY MpuUKNagy
2(a) Buwwe, ane BUKOPUCTOBYIOYM MeTunoBui edip 3-
[4-xnop-1-(Tonyon-4-cynboHin)-1H-nipono[2,3-
b]nipnanH-2-n]-1H-iHoon-5-«ap6oHoBoi KMCNoTU
[NopiBHaAnbHMIA  nmpuknag 12 (0)], oOAepPXyIoTb
meTunosuin edip 3-[4-xnop-1-(tonyon-4-cynbdoHin)-
1H-niponol[2,3-bInipnanH-2-in]-1-metmn-1H-iHoon-5-
KapboHOBOi kucrnotTM 'y Burmaai  6inoi  TBepgoi
peyoBMHn. MC: 494 (MH'). BEPX (Cnoci6 C):
R1=4,88x8.

(s) Hitow aHanoriyHo NOpiBHANBHOMY MpuKnagy
2(a), Buwe ane BUKOPUCTOBYOYM  iHOON-3-
KapboHITpUn i (2-
6poMMeTOKCMMETUN)TPUMETUIICUIAH, OaepkWoTb 1-
(2-TpumeTUNCUNaHineTokcumeTun)-1H-HgoN-3-
kapBoHitpun. 'H SMP [(CD3).SOl: & 8,45 (1H, c);
7,73 (1H, gp); 7,66 (1H, an); 7,38 (1H, m); 7,30 (1H,
m); 5,64 (2H, c); 3,47 (2H, T1); 0,9-0,8 (4H, m); -0,10
(9H, c).

MopiBHANbHWA Mpuknag 3

(a) 6-{1-[3-(TpeT-
oymnagnmeTtuncunadinokev)nponinl-1H-ingon-3-n}-
5H-nipono[2,3-b]nipasuH

Oitoum  ananorivHo  npukrnagy 1(a), ane
BMKOPUCTOBYIOUU 1-[3-(TpeT-
oymnagnmeTtuncunatinokev)nponinl-1H-ingon-3-
KapboHiTPMN [mopiBHANBLHMIA npvknag 2(d)],
O[EPXKYIOTb BKasaHy B 3arofioBKY CMONYyKY y BUIMAAI
TBepaoi peyosnHn. 'H AMP [(CD3)2SO]: & 12,1-12,2
(1H, wc); 8,27 (1H, g, J=2,7Tu); 8,14 (1H, c); 8,10,
7,59 (koxHun 1H, g, J=7,8y); 8,09 (1H, g, J=2,7Tu);
7,29, 7,23 (kokHun 1H, 18, J=7,1 i 1,1Tu); 6,96 (1H,
c); 4,33 (2H, 1, J=7,1T"w); 3,62 (2H, 1, J=6,0"y); 2,03
(2H, kBiHTET, J=6,2I"LY); 0,89 (9H, c); 0,00 (6H, c). MC:
407 (MHY).

(b) QHitoum aHanorivHo npuknagy 1(a), ane
BMKOPUCTOBYIOUN 1-[3-(TpeT-
OyTMnanmeTuncunaHinoken)nponin}-5-meTokci-1H-
iHaon-3+«apboHiTpun [nopiBHANBHWA npuknag 2(e)],
OfepXKyloTb 6-{1-[3-(TpeT-
oymnagnmeTuncunadinokey)-nponinl-5-metokdi-1H-
iHgon-3-in}-5H-nipono[2,3-binipa3uH y BUrNAAI
TBEpAOi peyoBuHM, TLLX: Rr=0,4
(etunauetat/nentan: 1/1). '"H AMP [(CD3):SOJ: &
8,27 (1H, g, 4Tu); 8,08 (2H, m); 7,50 (2H, m); 6,96
(1H, c); 6,91 (1H, ag, 6, 2I'y); 4,29 (2H, T, 6l'u); 3,89
(3H, c); 3,61 (2H, T, 6I'u); 2,00 (2H, m); 0,89 (9H, c);
0,03 (6H, c).

(c) QOitoun anHanorivHo npuknagy 1(a), ane
BMKOPMCTOBYOUM 1-[2-(TpeT-
oymnagnmeTtuncunadinokev)emmn]-1H-iHgon-3-
KapboHiTPMN [mopiBHANBLHWMIA npvknag 2(f),
odepXKyioTb 6-{1-[3-(TpeT-
oymngnmeTtuncunadinokew)  emmn]-1H-iHgon-3-n}-
5H-niponol[2,3-b]nipasuH y BUrnagi t1sepaoi pevoBuHA
TWX: RF=0,3 (emvnauetat/meHtaH: 1/1). MC: 393

(MH™).
(d) QHitoum aHanoriyvHo npuknagy 1(a), ane
BMKOPUCTOBYIOUN 1-[2-(TpeT-

OytunanmeTuncunaHinoken)etunl-5-vietokci-1H-
iHaon-3«apboHiTpun [NopiBHAMBHWA npuknag 2(n)],
OfepXKyloTb 6-{1-[2-(TpeT-
oymngnmeTtuncunaHinokev)-etmnl-5-metokci-1H-
iHgon-3-n}-5H-nipono[2,3-binipa3uH y BUrNAAI
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KopuyHeBOi TBepaoi  pedvoBumHu, TLWX RF=04
(amxnopmeTaHMmeTaron: 19/1). MC: 423 (MH™).

(e) [Hitoum anHanorivHo npuknagy 1(a), ane
BMKOpUCTOBYIOUM  TpeT-Oytunosun  edip  4-(4-
uiaHodeHin)ninepasnH-1-«ap6oHOBOT KMCNoTu
[mopiBHANBHMI mpuknag 75] i niggawum NpoaykT
peakuii xpoMaTorpadii Ha cvnikareni,
BMKOPUCTOBYIOUM rpadieHTHe enoloBaHHA [Bif CyMiLli
emunauetaty i rentaHy (1:1/ 06./06.) po
eTunaueTaTy], oAepXyloTb TpeT-byTunosnn edip 4-
[4-(5H-nipono[2,3-b]nipa3nH-6-in)-deHinininepasuH-1-
KapbOHOBOI KWCMOTM y BUMSAi He 30BCiM 6Ginoi
TBepAoi peyoBuHuU. PX-MC: Cnocic6 A1 R1=3,42xB.,

380 (MH™).
() [Hitoun aHanorivHo npukragy 1(a), arne
BMKOPUCTOBYHOUM 1-(2-

TpumeTuncunaHineTokcumeTmn)-1H-iHgon-3-
KapOoHITPUN [nopiBHANBHMI npuknag 2(s)l,
ofepxyloTb 6-[1-(2-TpumeTMncunaHineTokCcUmMeTn)-
1H-inpon-3-in]-5H-nipono[2,3-blnipasauH y Burmsai
6nigo-xosTOi TBepaoi peyvoBuHu. TLWX Rr=0,20
(etvnauetaT/neHTaH, 1:1).

MopisHanbHWA MNpuknag 4

3-[3-(5H-nipono[2,3-b]nipasnH-6-in)-iHaon-1-
injnponin6pomig

0o  posunHy  3-[3-(5H-nipono[2,3-b]nipa3nH-6-
in)ingon-1-injnponan-1-ony [1r, npuknag 2(a)] i
Tpubpomuctoro Byrmeuto (1,59r) B AuxnopmeTaHi
(40mn) npu KiMHaTHIN TemnepaTypi 4o4al0Tb PO3YMH
TpudpeHindocdiny (1,1r) B anxnopmeTaHi (10mn) 3a 2
XBUNUHKW. PeakuiiHy cymiw nepemiwyloTs  npwu
KiMHaTHin TemnepaTypi npoTarom 3 roauHa, MNoTiM
3anuwaTs Ha 18 rogmH i NOTIM BMMNapoOBYKOTb,
OAEPKYIOMM BKasaHy B 3arorfioBKy CrOMyKy, siKe
BMKOPMCTOBYIOTb 6€3 404aTKOBOIO OYMLLEHHS.

MopiBHanbHuiA Mpuknag 5

IHaoni3nH-1kapboHiTpMN

Cymiww 2-nipuamnaueToHITPUNYy (51) i
xropauetanbgeriay (4,42r, 50% Bar. po3uuH y BoAi)
KUN'aTaTb  3i 3BOPOTHMM  XOonoguibHUMKOM B 1,4-
piokcaHi (25mMn) npotarom 5,5 roguHu. PeakuinHy
CyMill 3anuwaloTb OXONOoLKYBAaTUCh [0 KiMHATHOI
TemnepaTtypu, MOTIM  BMNapoBYOTb.  3aruLLOK
posnofinaTs Mk emunauetatom  (100mn) i
XIOPUCTOBOAHEBOW KucrnoTot (100mn, 1M). BogHui
wap ekctparylotb Agidi  etunauetatom  (100mn).
Ob6'eqHaHi opraHiyHi ha3u NpomMuBaloTs HaCUYEHUM
po3umHom coni  (50mn), noTiMm cywatb Hag
cynbgaToOM MarHito i NoTiM BMMAPOBYOTL. 3anuLIOK
nipaaTs  dnew-xpomatorpadii  Ha  cunikareni,
ernioyM ANXIIOpPMETaHOM, OAEPKYOUM BKasaHy B
3aronoeky cnonyky (1,83r) y Burnagi  TBepgoi
06es3bapBHOi pedvoBuHM. T.nn. 53-54°C. MC: 143
(MH™).

MopiBHanbHWIA MNpuknag, 6

3-MeTuniHgoni3avH-1-«kapboHiTpun

Po3uuH nponioHansgerigy (36mn) B gietunosomy
edipi (200mn) i 1,4-giokcaHi (1,7mn) npu 5°C B
aTMocdepi asoTy obpobnsioTe kpannsmu GpoMom
(24,7mn) npoTarom 2 roavH, Npy UbOMY TemnepaTypy
niatpumytote 5°C. [licna 3aBeplueHHs Ao[aBaHHs
peakuivHy cymilw nepemiwyioTb we 30x8. i NOTiM
o6epexHo npomuBaldTb  HACUYEHWM  PO3YMHOM
OikapboHaTty HaTtpito (100mn). OpraHiuHy dasy
cywaTtb Hag cynbdaToM HaTpito, NOTIM KOHLEHTPYIOTb

y BakyyMmi npu 10°C i notim HeranHo popawTb [0
po34unHy 2-nipuannaueToHitpuny (8,36mn) B aueToHi
(50mn). OpepxaHy Cymill KUM'ATATe 3i 3BOPOTHUM
XONOAUMNBbHUKOM B atMocdepi asoTy npoTsarom 6
roavH, MOTIM 3anuwalroTb CTOATU MpW  KiIMHaTHIA
TemnepaTtypi NPOTArOM HOuYi i MOTIM BMNapOBYOTb.
3anuLok posnodinatoTs Mk eTunauetatom (500mn) i
XropucToBOAHEBOK  kucriotolo  (100mn,  1M).
OpraHiyHniA Wap NPoOMMBaKTb HACUYEHUM PO3YVHOM
coni (100mn) i noOTiM BMNapoBYOTb. 3anuLLOK
niggalTs  drnew-xpomatorpadiii  Ha  cunikareni,
enioyM CymillLlo eTunaueTtaty i neHTaHy (1:4,
06./06.) i noTim po3TnpalT 3 gieTunoBuM eqgipom,
OfepXKylouM BKasaHy B 3aronoBky crnonyky (4,0r) y
Burmani 6inoi TBepgoi pedoBuHu. T.nn. 98-100°C.
MC: 157 (MH™).

MopisHanNbHWM Mpuknag 7

HaTpin-1-dopminninepngnH-2-kapbokcunat

[o po3unHy ninepnanH-2-kapboHOBOT KUCHoTU
(30r) B mypawwuHin kncnoti  (230mn)  gogart
Kpannamu outoBy aHrigpua (147vn). BuHukatoue
BMAINEHHS Tenna peryniolTb  OXONO4KYBaHHSM
peakuiHoi cymiwi Ha 6aHi 3 cymiwwo nig/soaa.
Micna nepemiwyBaHHA Npu KiIMHATHIA TemnepaTypi
npoTarom 24 roguH peakuiiHy cymill po36aBnsioTb
Bogot (20mMn) i MOTIM KOHLEHTPYOTb Y BaKyywmi.
OpepkaHe Macno po3YMHSATb B CyMilli MeTaHomy
(50mn) i auetoHiTpuny (500mn). OopatoTb po3ymH
rinpokemay Hatpito (10M, 23mn) i peakuivHy cymil
nepemiwytoTs npoTarom 8 rogvH. OgepxaHuin ocaj
BiAINbTPOBYIOTb, MNPOMWBAKOTE  ALETOHITPUIIOM i
eTunauetatoMm i cywate Yy BaKyyMHin neui,
OLlEPXYIOUM BKasaHy B 3arosfloBkKy CrMonyky y BUrnagi
6inoi TBepAoi pevYOBUHU, SKY BUKOPUCTOBYIOTb
HeranHo 6e3 404aTKOBOIO OUYULLEHHS.

MopiBHAnbHWA Mpuknag 8

5,6,7,8-TeTparigpoiHaonianH-1-kapboHiTpun

o PO34MHY HaTpin-1-cdopminninepnanH-2-
kapbokcunaty (2,0r) (nopiBHAMbHWUIA npuknag 7) B
anxnopmeTaHi (50Mn) nNpu KiMHaTHIN TemnepaTypi, B
aTMmocdepi asoTy nopatoTb
napaTonyoncynboHinxnopug (2,31r). Micna
nepemiwyBaHHa npotarom 10xB. B Cymill Kpanngamu
pofatoTb  akpunoHitpun (0,88mn) i Tpuetunamid
(1,5mMn) i nepemiwyBaHHA NPOAOBKYIOTE MPOTSTOM
we 1 roguHu, nicra 4oro AoAakTb OPYry nopuito
TpueTUnamiHy (1,0mn). Peakujiiny CymiLL
nepemiwyioTe npotarom 18 roAwH i AuxnopMmeTaH
BMAAnNATb Yy BaKkyymi. 3anvwok BMilLyOTb y BOAy
(50mn) i ekctparyioTb eTunauetatom  (200mn).
Ob6'egHaHi  opraHiYHi  eKCTpakTu BUNApPOBYOTL Yy
BaKyyMi i 3anuuwok niggatoTb drel-xpomMaTorpadii
Ha cwrnikareni, enolYM CyMIlIW eTunaueTaTy i
neHtaHy (14, 06.06.), opepxyious BKasaHy B
3aronoeky cnonyky (1,38r) y Burngagi Macna
opaHkeBoro kombopy. MC: 147 (MH™). H awP
[CDCls): & 6,48 (1H, @, J=3,1Tu); 6,36 (1H, g,
J=3,1l'u); 3,91 (2H, 1, J=6,0lu); 2,89 (2H, T,
J=6,0l"u); 1,98 (2H, m); 1,88 (2H, m).

MopiBHANbHWA Mpuknag 9

(a) 1-(Tonyon-4-cynsoHin)-1H-nipono[2,3-
blnipnanH
Oo PO34MHY 7-azaiHgony (25r),

napatonyoncynbgoHinxnopuay (44,5r) i kataniTMyHoi
KinbkocTi TeTpabytunamoHiricynscaty B 6€3B0aAHOMY
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Tonyoni (300mn) gomatoTb rigpokenp HaTpito (160r B
500mn Boam). [iBohasHMi pO3YMH NEpPEMIiLLYIOTL Npu
KiMHaTHiN TemnepaTtypi NnpoTsarom 3 roauH, nNoTiM ABidi
ekcTpanioTb TONyonom (100mn). O6'eaHaHi
E€KCTPaKTM cywaTtb Hag cynbdaTom MarHito, noTiM
KOHUEeHTpYoTb Yy Bakyymi. OpepxaHy TBepay
peyYoBUHY po3TupaloTb 3 AieTUrnosuM edgipoM, NoTiM
cywaTb npu 60°C y BakyyMi, O4ep>Xyloun BKasaHy B
3aronoBky cnonyky (39,74r) y surnsgi 6nigo-xostoi
TBepaoi pevosuHu. T.nn. 136-138°C.

(b) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
9(a), ane BukopucToByouM 4-HiTpo-1H-niporo[2,3-
blnipnanH (opgepkaHnin 3a cnocobom, onmcaHnm [A.
Ippolito et al., J. Med. Chem. (1982), 25(10), 1258-
61]), ooepxkyoTb 4-HiTpo-1-(1-Tonyon-4-cynbdoHin)-
1H-nipono[2,3-bjnipuavH y  BUrMsSAI  OpaHKeBoi
TBepaoi peyosuHu. T.nn. 145-146°C. BEPX (Cnocib
A): Rt=10,80xa.

(c) Oitoum aHamnoriyHo MOPIBHAMBHOMY NpuUKNaay
9(a), ane BukopucToBytouM 4-xrop-1H-nipono[2,3-
blnipuanH (nopiBHAMbHUMI npukrnan 64), ogepkyloTb
4-xnop-1-(tonyon-4-cynb¢oHin)-1H-nipono[2,3-
blnipuouH y Burnsgi 6inoi TBepaoi pevoBuHu. MC:
307 (MH*). '"H SIMP [CDCl3): & 8,3 (m, 1H), 8,05 (a,
2H), 7,8 (@, 1H), 7,3 (g, 2H), 7,2 (g, 1H), 6,7 (a8, 1H),
24 (c, 3H).

(d) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
9(a), ane BukopucTtoBytoun 5-6pom-1H-nipono[2,3-
blnipnanH, OAEPXKYIOTb 5-6pom-1-(Tonyon-4-
cynbdoHin)-1H-nipono[2,3-bnipuanH y Burnagi 6inoi
TBepaoi pevouHu. T.nn. 138-140°C.

(e) Oitoun aHarnoriyHO MOPIBHAMBHOMY MpuKNagy
9(a), ane BukopuctoBytoun 6-cpeHin-SH-nipono[2,3-
blnipasuH (nopiBHANBHUI Npyknag 42), oaepxyotb 6-
deHin-5-(tonyon-4-cynbgoHin)-5H-nipono(2,3-
blnipasuH y Burnsgi 6inoi TBEpOOT peyoBUHU, SIKY
BMKOPUCTOBYIOTb 6€3 [0AaTKOBOrO OYULLEHHS. 'H
AMP [(CD3)2SO]: 6 8,44 (1H, a, J=4,5Tu); 8,04 (2H,
a, J=8,2l"u); 7,98 (1H, p, J=4,5Tu); 7,69 (2H, g,
J=6,8I'y); 7,57 (11, J=6,2, 1,8T"u); 7,51 (1H, 11, J=6,8,
1,8Tu); 7,44 (2H, p, J=8,2I'u); 7,42 (1H, p, =4,5Tu);
6,92 (1H, g, J=4,5Tw).

(f) HOitoun aHanoriyHo MOpIBHAMBHOMY MpuKNagy
9(a), ane BuKopuUCTOBYIOUM TPeT-0yTnnosuii ecip 1H-
nipono[2,3-b]nipnanH-4-«ap6oHoBOT KMCNoTU
[mopiBHAnBHMIT  npuknag 68], ogepxyloTb  TpeT-
6ytnnosumn edip 1-(Tonyon-4-cynboHin)-1H-
nipono[2,3-blnipnanHkapboHOBOI KMCNOTM y BUMMAAI
0BTOi TBepAoi peuosuHM. MC: 373 (MHY).

(9) Oitoun aHarnoriyHO MOPIBHANBHOMY MpuKNagy
9(a), ane BukopucToBytouM 4-(NipnguH-3-in)-1H-
nipono[2,3-blnipnanH [nopiBHANbHUA npuknag 67(c)],
o4epXyloTb 4-(nipngunn-3-in)-1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-binipnanH y surmagi 6inoi
TBepAoi peyosuHu. T.nn. 175-176°C MC: 350 (MH").

(h) Oitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
9(a) Buwe, ane BukopucToBytoun 3-meTun-1H-
nipono[2,3-blnipuanH  (ogepkaHnii  3a  cnocoGom,
onucaHmm [D. Hands et al, Synthesis (1996), (7), 877-
882]), ogepxytote 3-metun-1-(tonyon-4-cynboHin)-
1H-nipono[2,3-blnipnavH y BUMsAi  opaHxesoi
TBepaoi pedyouHu. MC: El (70eB); m/z=286 M*
(40%); 221 (100%); 131 (45%); 104 (30%); 91 (60%).

(i) Oitoum aHanoriyHO MOpPIBHANBHOMY MpwKnagy
9(a) BULLE, ane BMKOPUCTOBYIOUM 4-(3,5-

anmeTunisokcazon-4-in)-1H-nipono[2,3-b]nipuanH
[nopiBHanbHMA  npuknag 80], opmepxyioTb  4-(3,5-
AanmeTunizokcazon-4-in)-1-(tonyon-4-cynboHin)-1H-
nipono[2,3-blnipuanH y Burmsgi  6inoi  TBepgoi
peyoBuHu. TWX: RF=0,60 (etTvnauetat/rentaH, 1:1).
MC: 368 (MH™).

(j) Oitoun aHarnoriyHO NOpPIBHANBHOMY MpuKnagy
9(a) Bulle, ane BMKOPUCTOBYIOYM METUNOBUIA edip
1H-iHpoon-5+«apboHoBoi KUCNoTH, OdEPXKYIOTb
meTunosun edip 1-(tonyon-4-cynbdoHrin)-1H-ingon-
5-kapboHOBOT KMCMOTW Yy BUMSAi XOBTOi TBEpAO|
peyoBuHu. T.nn. 139-140°C.

MopisHanbHWA Mpuknag 10

2-nopa-1-(tonyon-4-cynboHin)-1H-nipono|[2,3-
blnipnanH

PosunH 1-(tonyon-4-cynboHin)-1H-nipono[2,3-
blnipugnny [54,4r, nopisHaneHwWA npuknag 9(@)] B
6e3BoAHOMY TeTparigpodypaHi (1200mn),
oxonoaxeHomy no -75°C, o6pobrnsiwTs po34MHOM
oymnnitito B rekcaHax (2,5M, 92mn) npotsarom 20
XBUNUH. TemnepaTypy PO34YMHYy NIATPYMYIOTE MpuU -
78°C npoTtarom 30 xBMNWH, NOTIM J04AKTb PO3YMH
noay (101r) B TeTparigpodypaHi (600mn), 4OTW, AOKK
30epiraetbca  ¢papbyBaHHA odom  3abapBrEeHHs
(npm6mmaHo 300mn). Cymiw 3anuwaioTb MNOBIMbHO
HarpiBaTMCb 00 KiIMHATHOI TemnepaTypu i pO34YMHHUK
BMAANATb Y BaKyyMi. 3anuLlIOK po3nofindiTb Mk
etnnauetatom (1000mn) i Bogoto (500mn) i BogHWN
wap pABivi ekctparylote etunauetatom  (500mn).
Ob6'egHaHi opraHiyHi dpakuii ob'egHyloTb, cywatb
Hag cynbaToM HaTpilo | BUAANSTb NPU 3HWKEHOMY
TUCKY, OEpXYlouM TBepAy PEYOBUMHY >KOBTOTO
KOMbopy, $Ky po3TvpaloTb 3 AdieTunosum edipom,
O[IEPXKYIOUM BKas3aHy B 3arofioBKy crnonyky (79,6r) y
Bumaai 6nigo-xkoBToi TBEpAoi peyoBuHu T.nn. 105-
107°C. MC: 399 (MH").

MopiBHanbHWUM Mpuknag 11

(a) TpeT-6yTnnosui eqip 3-6pom-5-
MeTokciiHaon-1«kap6boHoBoi  kucrot Po3umH  5-
MeTOoKCiiHaony (10r) B 6e3BO4HOMY
anmeTundopmamiai (150mn) npu KiMHaTHIlA

TemnepaTtypi 06pobnatoTe kpannaMmu opomom (4mn),
cTexaum 3a MM, Wob TemnepaTypa He nigiimanacs
BULLE 30°C. Cymiw  06pobrsatoTb HeranHo
TpuetTMnamiHom (28mn) i 4-gumeTunamiHonipuaMHoOM
(0,5r), noTiMm po3unHOM mm-TpeT-OyTMnankapboHaTty
(18r) B 6esBogHomMy aumeTtundopmamigi (80mn) i
nepemillyBaHHS NMPOSOBKYIOTb NPOTATOM LUe 4 roauvH.
PeakuinHy cymiw  BMNapoByOTb | 3afuLIOK
po3noainalTs MK eTunaueTtatom (250mn) i Bogot
(200mn). BoaoHui wap ekctpanyoTb eTunauetaToMm
(100mmn). O6'egHaHi opraHiyHi a3 NpomuMBalTb
Bogoto (100mMn), nMoOTiM HacM4YeHUM PO3YUHOM COJi
(100mn), noTim cywate Hag cynbdaToOM MarHito i
noTiMm BUNApoBYOTb. 3anuLLIOK niggawTe  drew-
xpomaTtorpadiii Ha ounikareni, eriorYN  CYMILLLLIIO
neHTaHy i etmnauetaty (19/1, 06./06.), ogepxyroun
BKasaHy B 3aronoeky crnonyky (23,4r) y surnsagi
6e36apBHOi TBepaoT pevoBuHu. T.nn. 111-112°C.

(b) Aitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
11(a) Buwe, ane BUKOPUCTOBYOYM 5-UiaHoiHAON,
ofepxkyloTb  TpeT-Oytunosuii  edip  3-6pom-5-
uiaHoiHgon-1«kapboHOBOI KMCNoTW, y BUMAA4I Cipoi
TBepAoi peyoBuHu. T.nn. 172-174°C. MC: 322 (MH™).
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(c) Oitoum aHamnoriyHO MOPIBHANMBHOMY NMpuUKNagy
11(a) BULLE, ane BMKOPMWCTOBYIOUN 5,6-
AVMETOKCIiHOON, 0AepPXKyioTb TpeT-6yTnnosuii edip 3-
6pom-5,6-aumeTokciiHaoN-1kapboHOBOT KUCNOTU Y
BMMALI TBEPAOI peyvyoBMHM BY3KOBOro Konbopy. TLLUX:
RF=0,6 (neHTaH/etTunauetaTt: 19/1).

(d) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
11(a) Buwe, ane BUKOPUCTOBYOUM 5-6eH3UNOKCU-6-
METOKCIiHAON, OdepKaHuiA 3a crnocobom, onMcaHuM
[Benigni, J.D. i Minnis, R.L., J. Heterocycl. Chem.,
387, 2, 1965], opepxytoTe TpeT-6ytunosun edip 5-
©eH3unokcn-3-6pom-6-meTokciingon-1-«ap6oHoBOT
Knucrnotm y sumsAgi 6es3bapBHOi TBepAOi peyvOBUHM.
MC: 433 (MH"). BEPX (Cnoci6 A): Rr=13,99xs.

(e) Oitoun aHarnoriyHO MOPIBHANBHOMY MpuUKNagy
11(a) Buwe, ane BUKOPUCTOBYIOYM 5-amMiHOIHAON i
HagnUWokK Aau-TpeT-6ytunaukapGoHaTy, oAepXyloTb
TpeT-6yTMnoBsuin eqip 3-6pom-5-TpeT-
6yTokcukapboHinamiHoiHaoN-1-«kapboHOBOT KUCMOTH,
y BAMAQI Macna opaHkeBoro komnbopy. MC: 412
(MH™). TWWX: RF=0,8 (neHTaH/eTunaueTat: 9/1).

(f) Oirtoun aHanoriyHO NOPIBHAMBHOMY NpuKkNagy
11(a) Buwe, ane BUKOPUCTOBYOYM MeTUMOBUA edip
1H-inpon-6-«kapboHoBOiI  KMCMOTW,  [MOPIBHAMNBHWIA
npuknag 31], oaepxyloTe 6-meTunosun edip 1-Tpet-
6ymnosoro edipy 3-6pomiHgon-1,6-gukap6oHoBOT
KMCNoTn y Bumsaai ¢ionetoBoi TBEpAOi PEYOBMHMU.
T.nn. 117-119°C. MC: 355 (MH).

(g) Oitoun aHarnoriyHO NOpPIBHANBHOMY NpuUKNagy
11(a) Buwe, ane BUKOPUCTOBYOYM MeTUMOBUA edip
1H-iHpoon-5kapboHOBOT  KUCMOTU, OOEepPKWOTb  5-
metunosun edip 1-tpet-6ytmnosoro edipy 3-
6pomiHaon-1,5-oukap6boHOBOI  KUCMOTM Yy  BUMMAAI
TBepaoi peyosuHn. MC: 320 (MH"), BEPX (Cnoci6
C): Rt=4,54x8.

MopiBHaAnbHWIA Mpuknag 12

(a) 2-(5-meTokci-1H-iHgon-3-in)-1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH

Po3unH  Tpet-6ytunosoro edipy 3-6pom-5-
MeToKciiHaon-1-kap6oHoBoi KMcroTu, Lo
nepemiwyeTbcs, [50r, nopiBHAMbHMIA Npyknag 11(a)] B
TeTparigpodypaHi  (800mn) B aTtmocdepi asoTy
obpobnatoTe  Tpubytunbopatom  (49,5mn), noTim
oxonoaxytTs go -100°C i noTtim o6pobnst
pPO34YMHOM H-OyTMnniTito B rekcaHax (94mn, 2,5M),
NiATPYMYIOYM NpY LbOMY TemnepaTypy Huxue -90°C.
Micns 3aBeplleHHA [oAaBaHHA Cymill 3anuiiaroTb
NoBifMbHO HarpiBaTMCb [0 KiMHaTHOT TemnepaTtypu
npotarom 1 rogMHu i racats, gogatoum nig (10r).
OpraHiyHy YacTUHY BUAansoTe NPU 3HWKEHOMY TUCKY
i 3anuLIOK po3noainsatoTe Mbk eTunauetatom (500mn)
i Bogoto (400mn). OpraHiyHun wap cywatb Hag
cynbdaToM MarHito i noTim BunapoByloTb. OgepxaHy
OOpOHOBY KMCMOTY, TBEPAY PEYOBUHY KPEMOBOIO
Konbopy (28r), po3unHAlTe B aumeTundopmamig
(600mMn) i po3umH oOpobnsaTs 24104-1-(TOnyon-4-
cynboHin)-1H-nipono[2,3-b]nipnanHom [38,3r,
nopisHansHWin  npuknag  10], noTiMm  HacuyeHum
BOOHUM po3ynHom OikapboHaTy HaTpito (200mn) i
noTim TeTpakuc(TpudeHingocdin)nanagiem[0] (3r).
CyMiw kun'aTaTe 3i 3BOPOTHUM  XONOAWIIbHUKOM
npoTArom 4 rOAVH, noTim 3anMwatoTb
OXonoaXyBaTuCb A0 KiMHATHOT TemnepaTtypu, MnoTiM
KOHLEHTPYIOTb ANS BUAANEHHs AuMeTundopmamiay.
Banuwok posnoinalt Mk Bogoto  (400mn) i
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etnnauetatom (500mn) i BogHMK wap  ABidi
ekcTparyiote  etunaudetatom  (300mn). OG'egHaHy
OpraHiyHy YacTuHy cylwaTb Hag CynbdaToM HaTpito,
noTiM BWMapoByloTb. CMOMNy KOPUYHEBOTO KOMbOPY,
WO 3anuwmnacs, po3TMpalTe 3 eTunaueTaToMm,
OJEepXKylouM BKalaHy B 3aronosky crnonyky (270r) y
BUIMsiAi TBEpAOi peyoBMHM Bnigo-3eneHoro Konkopy.
MC: 418,43 (MH").

(b) [itoun aHanoriyHo MOpPIBHANBHOMY MpuUKNagy
12(a) Buwe, ane BUMKOPUCTOBYIOYM TpeT-6yTMnoBMn
edip 3-6pom-5-uiaHoiHaon-1-kapboHOBOI KUCMOTH,
[mopiBHanbHMIA npuknag 11(b)], opepxytote  3-[1-
(Tonyon-4-cynboHin)-1H-nipono[2,3-b]nipnauH-2-
in}-1H-ingon-5«apboHiTpun y Bumsagi 6e3bapsHoi
TBepAoi peyosuHu. T.nn. 209-214°C. MC: 413 (MH™).

(c) Hitoum aHanoriyHo MOpPiBHANBHOMY MpuUKNagy
12(a) Buwe, ane BUMKOPUCTOBYIOYM TpeT-6yTMnoBMn
edip 3-6pom-5,6-gumeTokciiHgon-1-kapboHoBoT
KMcnoTu, [nopiBHsameHWIA npuknag 11(c)], ooepxytoTe
2-(5,6-gumeTokci-1H-iHaon-3-in)-1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-blrapuanvd  y  Burmaai
KOpUYHEBOT TRepaoi peyuoBnHN. MC: 446 (M-H™).

(d) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpUKNagy
12(a) Buwe, ane BMKOPWCTOBYIOYM TpeT-6yTnnoBmn
edip 5-6eH3nnokcu-3-6pom-6-meTokciiHgon-1-
KapboHOBOI KMcnoTw, [nopiBHANbHWUA npuknazg 11(d)],
ojepkytoTb  2-(5-6eH3mnokcn-6-metokdi-1H-Hg0oMn-3-
in)-1-(tonyon-4-cyneoHin)-1H-nipono[2,3-blnipnavH
y Burmnsigi 6e3bapsHoi TBepaoi pedosuHu. MC: 524
(MH™). BEPX (Cnoci6 A): Rr=10,09xs.

(e) Aitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
12(a) Buwe, ane BUMKOPUCTOBYIOYM TpeT-6yTMnoBMN
egip 3-6pom-5-TpeT-6yTOKCUKapBOHiNamiHoiHgoN-1-
KapboHOBOI KucnoTv [nopiBHANBLHUNA npuknag 11(e)],
ojepkyioTb TpeT-6ytmnosun edip {3-[1-(Tonyon-4-
cynbaoHin)-1H-nipono[2,3-bnipnanH-2-in}-1H-Hgon-
5-injkapb6amiHOBOi  KMCIMOTM Y  BWUMSA4I  XXOBTO-
KopuuHeBoT TBepaoi peyoBnHn. MC: 503 (MH™). TLLIX:
RF=0,62 (neHTaH/eTunaueTat: 1/1).

(f) Oitoun aHanoriyHO NOpPIBHANBHOMY NpuKNagy
12(a) BuLLe, ane BUKOPUCTOBYOUN 6-MeTUnoBui edip
1-TpeT-6yTMNOBOrO echipy 3-6pomingon-1,6-
AvkapboHoBOi  KMCNOTW, [NOPIBHAMBHAA  NpuKnag
11(f)], ooepxyoTe meTunosun edip 3-[1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnnpanH-2-n]-1H-iHaoon-
6-kapboHOBOi kucnotTn, y BUMsA4i  6nigo-xoBTOI
TBepAoi peyoBnHu. T.nn. 214-216°C. MC: 446 (MH™).

(g) Oitoun aHamnoriyHO MOpPIBHAMBHOMY MpuUKNagy
12(a), ane BuKOpuCTOBYIOYM  2-0a-4-cheHin-1-
(Tonyon-4-cynedoHin)-1H-nipono[2,3-b]nipnanH
[mopiBHaAnbHMIA nNpuknag 62(d)], oaoepxywoTb 2-(5-
meTokcm-1H-iHgon-3-in)-4-deHin-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-blnipugunH y sBurmsagi 6inoi
TBepaoi pedosuHu. BEPX (Cnoci6 A): Rr=11,63xs.
MC: 494 (MH").

(h) [itoun aHarnoriyHo NOpPiBHANBHOMY MpuUKNagy
12(a), ane BMKOpUCTOBYIOUM 4-xrop-2-hoa-1-(Tonyon-
4-cynbdpoHin)-1H-nipono[2,3-blnipnanH
[nopiBHaAnbHMI Npuknag 62(b)], oaepxytoTe 4-xnop-2-
(5-meTokci-1H-iHgon-3-in)-1-(tonyon-4-cynbdoHin)-
1H-nipono[2,3-blnipnavH y Burnsai 6inoi TBepaoi
peyoBuHU. MC: 452 (MH+). H aMmP [CDCI3]: 6 84 (A,
1H); 7,6 (g, 2H); 7,5 (c, 1H); 7,35 (g, 1H); 7,2 (g, 2H);
6,9 (m, 2H); 6,7 (c, 1H); 3,8 (c, 3H); 2,3 (c, 3H).
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(i) Aitoun aHanoriyHO MOpPIBHAMBHOMY NpuKNagy
12(a), ame BuKOpUCTOBYOMM  2-OA-5-GpeHin-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnavH
[nopiBHaAnbHWMIA npuknag 62(c)], ogepxywotb 2-(5-
MeTokci-1H-iHaon-3-in)-1-(Tonyon-4-cynb goHin)5-
ceHin-1H-niporo[2,3-bnipnamH. MC: 494 (MH™).

(j) Oitoum aHarnoriyHO NOpPIBHANBHOMY MpuKnagy
12(a), ane  BuKOpuCTOBYIOUM  4-xrop-2-ropa-1-
(mapaTonyoncynbgoHin)-1H-nipono[2,3-b]nipnaH
[nopiBHANBHMIA npuknag, 62(b)] i 4-TpeT-
OymndeHinbopoHoBY KUCIMOTY, OOepXyloTb 4-Xrop-
2-(4-tpeT-6yTndeHin)-1-(napatonyoncynbgoHin)-
1H-nipono[2,3-blnipnavH y Burnsai 6inoi TBepaoi
peuoBnHu. MC: 439 (MH"). TIWIX Re=0,78
(enauetat/renTtaH, 1:1).

(k) Hitoum aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
12(a) BuLe, ane BMKOPUCTOBYIOYM 2-1i0a-3-MeTumn-1-
(Tonyon-4-cynbgoHin)-1H-niporno[2,3-blnipnawH
[mopiBHaAnbHMIA nNpuknag 62(g)], ooepxytoTs 2-(5-
MeTokci-1H-iHaon-3-in)-3-metun-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-blnipnanH y  Burnagi
XKOBTOi  TBepgoi  pevoBuHM.  TLIX RF=0,51
(emnauetat/umknorekcad 1:1). MC: El (70 eB);
m/z=431 M" (45%); 276 (100%); 244 (30%).

(I) Oitoum aHarnoriyHO NOpPIBHANBHOMY MpuKnagy
12(a) Buwe, ane BuKopucToBytOouM  4-(3,5-
anmeTunisokcason-4-in)-2-moa-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-blnipnanH  [nopiBHANLHWIA
npuknag 62(n)] i 5-metvnosun edip 1-Tpet-
6ymnosoro edipy 3-6pomiHgon-1,5-gukap6oHoBOi
KucnoTu, [mopisHanbHui npuknag 11(g)], ooepkytots
meTunosun egip 3-[4-(3,5-anmeTnnisokcason-4-in)-1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-blnipnauH-2-
in]-1H-inpon-5-«apboHOBOI KNCNOTH, Y BUMMSAAI XKOBTOT
TBepaoi peyosuHu. T.nn. 155-156°C. TWX: Rf=0,32
(evnauetat/rentaH, 1:1).

(m) Litowr aHanoriyHo NopiBHANBHOMY NpuKNagy
12(a) Buwe, ane  BuKkopuctoByoun  4-(3,5-
AavmMmeTunidokcason-4-in)-2-noa-1-(tonyon-4-
cynbaoHin)-1H-nipono[2,3-blnipnanH [nopiBHANbHWUIA
npuknag 62(h)] i Tpet-6ymmunosun edip 3-6pom-5-
MeTOKCiiHAoMN-1-+«kapboHoBOI KMCNOTW, [MOPIBHAMbHWA
npuknag 11@)], OAEPKYIOTb 4-(3,5-
anmeTunisokcason-4-in)-2-(5-vetokci-1H-iHgon-3-n)-
1-(Tonyon-4-cynbcoHin)-1H-nipono[2,3-bjnipnauH vy
BUIMSAi >KoBTOT TBepAaoi pevoBuHu. TLWX: Rf=0,26
(eunaueTat/rentaH 1:1), MC: 513 (MH").

(n) Oitoun aHamnoriyHO MOPIBHANBLHOMY MpuUKNagy
12(a) Buwe, ane BUKOPUCTOBYIOUM 4-(METOKCK)-2-
noa-1-(tonyon-4-cynedoHin)-1H-niporo(2,3-
blnipuanH [nopiBHanbHUM  npuknag  62(i)] i 5-
metunosun edip 1-Tpet-6ytmnosoro edipy 3-
Opomingon-1,5-gukap6oHoBOi KMUCoTH,
[nopiBHANBHMIA npuknag 11(9)], OfEepPXYI0Tb
MeTUNoBUIN edip 3-[4-vieTokCcK-1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-b]nipnanH-2-in}-1H-ngon-
5-kapboHoBOi kucrotv y BumaAgdi 6inoi TBepaoi
peyoBuHn MC: 476 (MH'). BEPX (Cnoci6 C):
R1=4,72x8.

(o) Aitoun aHanoriyHo NOpPIBHANBHOMY MpUKNagy
12(a) BuLe, ane BMKOPUCTOBYIOUN 4-(Xrop)-2-nofa-1-
(Tonyon-4-cynbdoHin)-1H-rapono[2,3-blnipuanH
[mopiBHANbHMI Npuknag 62(b)] i 5-meTunosun edip 1-
TpeT-6ymnnosoro edipy 3-6pomiHgon-1,5-gukap6oBoi
KucnoTu, [nopiBHaANbHUN npuknag 11(g)], ogepxyoTb
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MeTunosun edip 3-[4-xnop-1-(Tonyon-4-cynbdoHin)-
1H-niponol[2,3-bInipnavH-2-in]-1H-iHoon-5-
KapboHOBOI KWUCrOTM y BUMMSAi He 3o0BCiM  6Ginoi
TBepaoi peyoBuHn. MC: 480 (MH'). BEPX (Cnoci6
C):Rr=4,77x8.

(p) Oitoun aHamnoriyHO MOPIBHAMBHOMY MpuUKNagy
12(a) BuLLe, ane BYKOPUCTOBYIOUU cKragHui edip [1-
(Tonyon-4-cynbdoHin)-1H-iHaon-2-
inJtpudpTopmeTaHcynb poHOBOT KUCIoTH
[nopiBHANBHMI Npuknag 71] | KOMNMEKC MeTUNOBUA

edip 1-(Tonyon-4-cynboHin)-1H-iHaon-5-
kapboHoBOiT KncnoTn/3-6opoHoBa KkucnoTta
[mopiBHanbHMIA  mpuknag  85], nouduHawum 3
AofasaHHsA BOpPOHOBOI  KUCFOTW,  OOEPXKYIOTb

Metunosun  edip 1-(Tonyon-4-cynboHin)-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-2-
in}-1H-inpon-5«apboHoBOi  kMcroTm, y  BUMAAI
6e36apBHOro macna. TLX: RF=0,27
(enauetat/neHTaH, 1:1).

(g) Oitoun aHamnoriyHO MOPIBHANBHOMY MpUKNagy
12(a), ane BukopucToBytoum TpeT-6ytnnosun egip 6-
6eH3unokcun-3-41oa-5-meTokciiHgon-1-kap6oHoBOT
KMUCNOTK [NOpiBHANBHUI Npuknag 82], oaepXyioTb 2-
0(6-6eH3unnoken-5-veTtokci-1H-ingon-3-in)-1-(tonyon-
4-cynbdpoHin)-1H-niporno[2,3-blnipuavH y  Burmaai
6nigo-xoBToi TBEpAoi peyvoBmHn. T.nn. 222°C. TWX:
RF=0,33 (umknorekcaH/etnnauetar, 1/1).

MopisHanbHWA Mpuknag 13

(a) emnosuin ediip {5-meToken-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipngnu-2-injingon-1-
injouTOBOI KNCNOTH

Po3uuH 2-(5-meTokci-1H-iHgon-3-n)-1-(Tonyon-4-
cynbaoHin)-1H-nipono[2,3-blnipnanH [6,6r,
nopiBHANbHWA npuknag 12(a)] B aumeTtundopmamig
(100mn), B ammocdepi asoTy 06pobnsam rigpnaom
HaTpito (700mr, 60% paucnepcia B Macni). [lMicna
nepemillyBaHHSA npu KiMHaTHin Temnepartypi
npotarom 30 XBMNWH B CyMilW KpannsMu AoJatoTb
eTunxrnopavertar (2,0mn, 23,75MmoOrnb) i
nepemillyBaHHA MPOAOBXKYIOTb A0AATKOBO MPOTArOM
4 rogunH. PeakuinHy cymill BAMNApOBYOTb i 3anuLLOK
po3noainaTs Mk eTnayeTaTtoM i BOAOK. OpraHivny
¢asy NnpomMumBalOTb HACUYEHUM PO3YMHOM COfi, NOTIM
cywatb Hag cynbdatom  HaTtpito i NOTiM
BMMAapOBYIOTb, OAEPXKYHYM BKasaHy B 3arorioBKy
cnonyky (5,77r) y BUrMAAi >XOBTOT TBEPAOI PEYOBUHM,
MC: 504 (MH"). BEPX (Cnoci6 A): Rt=11,88xB.

(b) Oitoun aHamnoriyHO MOpPIBHAMBHOMY MpuUKNagy
13(a) Bule, ane BUKOPUCTOBYKYM MeTUnoana,
opgepxytote  2-(5-metokcun-1-metun-1H-ingon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-niporno[2,3-b]nipnavH y
BMMAAi )XoBTOT TBepaoi pedosunHu. T.nn. 103-105°C.
MC: 432 (MH").

(c) Aitoum aHanoriYHO MOPIBHAMBLHOMY NpuKNagy
13(a) Buwe, ane BukopucToBytoun 3-[1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-b]nipnanH-2-in}-1H-ingon-
5-kapboHiTpun [nopiBHANbHUIA  npuknag  12(b)] i
Metuninoana, OJEPXYI0Tb 3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipugnH-2-in}-1-metmn-
1H-inpon-5«apboHiTpun y BumaAgi  6e36apBHOI
TBEpAoi peyosuHu. T.nn. 189-191°C. MC: 427 (MH™).

(d) Hitoun aHarnoriyHo NOpPiBHANBHOMY NpuUKNagy
13(a) BuLwe, ane BMKOpUCTOBYIOYM 2-(5,6-OUMETOKCI-
1H-inpon-3-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-bJnipuanH [nopiBHANBHWIA Npuknag 12(c)] i
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MeTunnoana, ogepxyote 2-(5,6-gumetokcu-1-meTun-
1H-iHpon-3-in)-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH y Burmagi KopuyHesoi TBEpAO|
pevoBnHU. MC: 462 (MH*). 'H AMP [(CD3):SOJ: &
11,22 (1H, ¢); 8,32 (1H, an); 7,92 (1H, aa); 7,55 (2H,
a); 7,45 (1H, c); 7,28 (1H, an); 7,22 (2H, g); 7,00 (1H,
¢); 6,92 (1H, c); 6,75 (1H, c); 3,82 (3H, c); 3,72 (3H,
c); 2,25 (3H, c).

(e) Oitoun aHanoriyHo NOpPIBHANBHOMY MpUKNagy
13(a) Buwle, ane BUMKOPUCTOBYIOUM 2-(5-6eH3unokeu-
6-meTokCi-1H-iHaon-3-in)-1-(tTonyon-4-cynb goHin)-
1H-nipono[2,3-b]nipnavH  [NopiBHAMBHUA  NpUKSAA
12(d)] i meTunoauna, onepxyote 2-(5-6eH3nnokcn-6-
meTtokcmn-1-metun-1H-ingon-3-in)-1-(tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuanH y  Bumsagi
6e36apBHOi TBepa0i peyoBnHn MC: 538 (MH). BEPX
(Cnocib A): Rt=11,57x8.

(f) Oitoun aHanoriyHO NOPIBHANBHOMY NpuKNagy
13(a) BuLWe, ane BUMKOPUCTOBYIOUM TpeT-0yTnnoBumi
edip {3-[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipngnn-2-in}-1H-ingon-5-njkap6amiHoBOi KMcnoTU
[NopiBHAnNbHUIA npuknag 12(e)] i  metunioaua,
ofepxytoTb TpeT-6ytunosun edip {3-[1-(Tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipngnH-2-in]-1-vetvn-
1H-iHpon-5-injkap6amiHoBOi  KMcnotTM y  BUMAAI
KOBTO-KOpMYHEBOi TBepaoi pevoBuHu. MC: 517
(MH™). TWIX: Re=0,7 (nenTaH/eTunaueTat: 1/1).

(9) Oitoun aHarnoriyHO MOPIBHANBHOMY MpuUKNagy
13(a) Buwe, ane BUKOPUCTOBYIOYM MeTUNOBUKA edip
3-[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanx-
2-wl-1H-iHgon-6-kap6oHOBOT KUCMOTW [MOPIBHAMNBHWIA
npuknag 12(f)] i metTunnoauna, oaepKyioTs METUNOBUA
edip 3-[1-(Tonyon-4-cynbdoHin)-1H-niporo[2,3-
b]nipnanH-2-in]-1-metmn-1H-Hgon-6-kap6oHoBOiI
KUCMOTM Yy BWUMSALI  XOBTO-KOPUYHEBOI TBEpAOi
peuouHn. MC: 460 (MH"). TIUX: Re=0,6
(neHTaH/eTvnaueTart: 1/1).

(h) Oitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
13(a) Buwe, ane BukopucToBytoun 2-(5-meTokci-1H-
iHgon-3-n)-1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipnanH-4-«kap6oHiTpun  (MOpPiBHANMBLHMIA  NpUKnag
100), opepxyioTb 2-(5-meTokcu-1-meTun-1H-Hgon-3-
in)-1-(tonyon-4-cyneoHin)-1H-nipono[2,3-
blnipnanH-4-«ap6oHiTpun y BurmMsAAi KoOBTOro Macna.
TWX: RF=0,40 (emmnauetatrentaH, 1:1). MC: 457
(MH™).

(i) Oitoum aHarnoriyHO NOpPIBHANBHOMY MpuKnagy
13(a) Buwe, ane BuKOpUCTOBYIOUM 4-xrop-2-(5-
MeTokci-1H-iHaon-3-in)-1-(tonyon-4-cyns oHin)-1H-
nipono[2,3-blnipnanH [nopisHanbHUM npuknag 12(h)] i
MeTununogna, odepkylotb 4-xnop-2-(5-meTokeu-1-
metun-1H-ingon-3-in)-1-(tonyon-4-cynb goHin)-1H-
nipono[2,3-blnipnanH y BumaAgi He 30Bcim  6inoi
TBEpAOi peyosnHU. MC: 466 (MH). 'H AMP [CDCl3]:
6 8,35 (g, 1H); 7,56 (4, 2H); 7,39 (c, 1H); 7,16-7,3 (m,
2H); 7,05 (g, 2H); 6,95-7,0 (m, 2H); 6,6 (c, 1H); 3,9 (c,
3H); 3,8 (c, 3H); 2,3 (c, 3H).

(j) Oitoum aHarnoriyHO NOpPIBHANBHOMY MpuKnagy
13(a) Buwe, ane BukopuctoBytoum 2-(5-metokci-1H-
iHoon-3-n)-5-cbeHin-1-(tonyon-4-cyns oHin)-1H-
nipono[2,3-blnipnanH [nopisHaneHWn npuknag 12(1)] i
MeTunnoana, oaepxyiotb 2-(5-metokcu-1-vetun-1H-
iHaon-3-n)-5-deHin-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH y Burnagi koBTOi  TBEpAO|
peuosuHu. T.nn. 181-183°C. MC: 508 (MH™).

(k) Oitoum aHanoriYHO MOPIBHAMBLHOMY MpUKNagy
13(a) Buwe, ane BukopucToBytoun 2-(5-meTokci-1H-
iHaon-34n)-3-meTun-1-(tonyon-4-cynsoHin)-1H-
nipono[2,3-bJnipuanH [nopiBHANMLHWUIA Npuknag 12(K)] i
MeTunnoana, oaepKytoTb 2-(5-vetokcn-1-metun-1H-
iHaon-3-n)3-metn-1-(Tonyon-4-cynboHin)-1H-
nipono[2,3-bjnipuanH 'y BUrNagi xosToi  TBEpAoi
peyvoBuHU. TWX: RF=0,31 (eTvnavueTat/umMKrorekcaH,
4:6). MC: El (70eB); m/z=445 M’ (45%); 290 (100%);
258 (25%).

() Oitoum aHarnoriyHO NOpPIBHSANBHOMY MpuKnagy
13(a) Buwwe, ane BukopucToBytoun 2-(1H-nipon-2-in)-
1-(Tonyon-4-cynboHin)-1H-nipono[2,3-bjnipnanx
[NopiBHAnNbHMIN  npuknan  67(g)] | MeTunnoaua,
omepxytoTb  2-(1-vetnn-1H-nipon-2-in)-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-blnipnanH  y  Burmsagi
TBEPOOi pevoBUHU Kombopy ipxi. TWX: Rg=0,28
(amxnopmeTaH). MC: EI (70eB); m/z=351 M+ (45%);
196 (100%).

(m) Oitowr aHanoriYHo NopiBHANBHOMY NpuKnagy
13(a) Buwwe, ane BUKOPUCTOBYIOYM MeTUMoBui edip
3-[4-(3,5-gumeTnnizokcason-4-in)-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipuann-2-in]-1H-Hgon-
5-kapboHOBOT KMCMOTY [NopiBHANBHMI Npuknag [12(j)]
i MeTMnnoama, odepkyloTb MeTunosun edip 3-[4-
(3,5-ammeTnnizokcason-4-in)-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH-2-in]-1-vetun-
1H-iHpoon-5+«apboHoBoi KMCINoTH, AKUN
BUMKOPWCTOBYIOTb Be3nocepeHb0 B peakuii npuknagy
15(m).

(n) [itoun aHanoriyHo NOpiBHANBHOMY MpuUKNagy
13(a) Buwe, ane  BukopuctoByoun  4-(3,5-
anmeTunisokcason-4-in)-2-(5-vetokci-1H-iHgon-3-n)-
1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-binipnanH
[nopiBHaAnbHMI  npuknaa  12(k)] i meTunroaua,
OfEePXKYI0Tb 4-(3,5-gumeTunizokcason-4-in)-2-(5-
meTokcu-1-meTun-1H-ingon-3-in)-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-blnipnanH  y  Burmsagi
XXOBTOr0 Macna, sike BMKOPUCTOBYIOTb HeramHo 0e3s
gogaTtkoBoro ouuwleHHa. MC: 527 (MH+), TWX
Rr=0,35 (eTvnauetat/rentaH 1:1).

(o) Aitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
13(a) Buwe, ane BUMKOPUCTOBYIOYM TpeT-6yTMNoBMN
edip 2-(5-meTokCci-1H-iHgon-3-in)-1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-b]nipnanH-4-kapboHoBOi
KncnoTu, [nopisHansHwin npuknag 101] i etun noguna,
ogepkyloTe  TpeT-6ymnosun  edip  2-(1-eTun-5-
meTokci-1H-ingon-3-in)-1-(tonyon-4-cynb goHin)-1H-
nipono[2,3-b]nipnanH-4-«apO6oHOBOT KMUCIoTn y
BUIMAAI  Macrna  KOPUYHEBOTO  KOMbOpy,  siKe
BUMKOPWCTOBYIOTb Be3nocepedHb0 B peakuii npuknagy
41(c). TWX: RF=0,60 (emnaueTtaTt/rentaH, 1:1).

(p) Oitoun aHamnoriyHO MOPIBHAMBHOMY MpUKNagy
13(a), ane BukopucToBytOUM 2-(6-6€H3MMNOKCK-5-
meTokci-1H-ingon-3-in)-1-(Tonyon-4-cynb goHin)-1H-
nipono[2,3-bJnipuanH [MopiBHANBHWUA Npukniag 12(q)] i
MeTtunnoana, OfepPXKYI0Tb 2-(6-6eH3nnokcn-5-
MeTokcu-1-metmn-1H-iHgon-3-in)-1-(tonyon-4-
cynbdoHin)-1H-nipono[2,3-blnipuauH y Burnsagi He
30BCiM 6inoi TBEPOO| PEYOBUHMN. TLX:
RF=0,41(anxnopmeTtan/etunaueTtat, 37/3). MC: El
(70eB); m/z=537 M+(35%); 446 (100%); 291 (25%).

(g) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpUKNagy
13(a), ane BukopuctoBytoun 2-(5,6-gumeTokci-1H-
iHaon-34n)-1-(tonyon-4-cynsdoHin)-1H-nipono|2,3-
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blnipuanH [nopiBHAnMbHUA npuknag 12(c)] i Tpet-
OytunbpomaueTaT, ooepXyoTb TpeT-6ytnnosui eqip
{5,6-anmeToken-3-[1-(Tonyon-4-cynos oHin)-1H-
nipono[2,3-bJnipuanH-24njiHgon-1-in} OLTOBOI
KUCNOTW y BUMSAI TBepAoi peyoBuHM 6nifo-3eneHoro
korbopy. TWX: Rf=0,62 (anxnopmetaH/meTaHon,
19/1). MC: C1 (NH3); m/z=562 MH".

(r) Aitoun aHanoriyHO MOPIBHAMBHOMY MpuUKNagy
13(a), ane BukopuctoBytoun 2-(5,6-gumeTokci-1H-
iHaon-34n)-1-(tonyon-4-cynsgoHin)-1H-nipono(2,3-
blnipuanH [nopisHaneHUA npuknag 12(c)l, 4-(2-
xnopeTun)MopdoniHrigpoxnopua i HaanuLWokK rigpuay
HaTpito, o4epXyioTb 2-[5,6-gumeTokcn-1-(2-
MopdoniH-4-inetnn)-1H-ingon-3-in}-1-(Tonyon-4-
cynbdoHin)-1H-nipono[2,3-blnipuanH y Burnsai niHm
nyprnypHOro KOIbOopY. TWX: Rr=0,62
(amxnopmeTtaHMeTtaHon, 9/1). MC: El (70eB);
m/z=560 M" (50%); 292 (55%); 100 (100%).

MopisHanbHWA MNpuknag 14

(a) 3-[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipngnn-2-in}-1-metn-1H-ngon-5-on

o posumHy 2-(5-meTtokcn-1-meTun-1H-ingon-3-
in)-1-(tonyon-4-cynbdoHin)-1H-nipono[2,3-bInipnawH
[24,5r, nopiBHAnbHUI npuknag 13(b)] B anxnopmeTaHi
(500mn), npu 0°C B atmocdpepi asoTy goparTb
po3uuH Tpubpomigy Gopy B amxnopmeTtaHi (60mn,
1,0M), i cymiw nepemiwytote npu 0°C npoTsirom 1
roauHu. PeakuiviHy cymiw 3anuwaroTb MOBIfMbHO
HarpiBaTMCb OO0  KiMHaATHOI  TemnepaTtypu, i
nepemillyBaHHA NPOAOBXYIOTb MPOTAroM 12 roavH.
Jo cymiwi goaaoTs pos3unH kapBoHaty Hatpito (IM,
250mn) Ta iHTEHCMBHE NepeMmillyBaHHSA NPOSOBXKYIOTb
npotsirom 3 rogvH. TBepAy pPeyoBuHyY, Lo BUMNana B
ocap, BiAiNbTPOBYOTH, npomMunBaTL
anxnopmetaHom (100mn) i cywaTtb, OAEpPXY4M
BKasaHy B 3aronosky cnonyky (18,75r) y surnagi
6e36apBHOl TBepAoi pevoBuHKU T.nn. 256-257°C. MC:
418 (MH™).

(b) Oitoun aHarnoriyHO MOPIBHAMBHOMY MpuUKNagy
14(a) Buwe, ane BuMkopucToBytoun 2-(5 -meToKCi-1H-
iHaon-34n)-1-(tonyon-4-cynsdoHin)-1H-nipono([2,3-
blnipuaunH [nopiBHANLHUI Npyknag 12(a)], ogepXxytoTb
3-[1-(Tonyon-4-cynboHin)-1H-nipono[2,3-blnipnanH-
2-in]-1H-iHpon-5-on 'y Bumsaai 6exeBoi TBepaoi
peyoBuHK. T.nn. 188-191°C. MC: 403 (MH™).

(c) Aitoum aHanoriYHO MOPIBHAMBLHOMY NpuKNagy
14(a) Buwe, ane BuKopucToByOUM 4-xnop-2-(5-
meTokcmu-1-metun-1H-ingon-3-in)-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH [nopiBHANbHWIA
npuknag 13()] i nigpaounM  NpoaykT  peakuii
xpoMaTorpadii Ha cunikareni, enYM CyMILULLIO
anxnopmetaHy i wmetaHony (91:2, 06./06.),
opepkytotb 3 -(4-xnop-1-(tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH-2-in}-1-metun-1H-ingon-5-on y
BumMsAai He 3oBciMm Ginoi TBepaoi pevoBmHU. PX-MC:
Cnoci6 A: Rt=3,01x8., MC: 452,1 (M").

MopiBHanbHWA Mpuknag 15

(a) 2-(5-aninokeun-1-vetnn-1H-iHgon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnavH

Po3unH 1-vietun-3-[1-(Tonyon-4-cynedoHin)-1H-
nipono[2,3-blnipnanH-2-in}-1H-iHgon-5-ony [2,1r,
nopisHsanbHWA  npuknag 14(a)] B 6e3BogHOMY
anveTtundgopmamigi  (50mn)  obpobrsioTe  TpeT-
oytokcupgom kanito (620mr) npu 0°C B aTtmocdepi
asorty. licna nepemiwysaHHs npotarom 10x8. cymil

obpobraoTs  aninbpomigom  (480mkn) i noTim
3anvwalnTb MNOBIMbHO HarpiBaTMce A0 KiMHATHOT
Temnepartypu. MepewmilyBaHHA NPOAOBXYI0Tb
npoTarom e 6 roguH, nicnst 4Yoro cymiw ob6epexxHo
BUNMBalOTL Yy BOAYy | BOAHY a3y ekcTparyioTb
emunauetatoMm. O6G'egHaHi  OpraHiyHi  eKCTpakTu
npoMuBalTb ABiYMi  HacM4YeHWM  PO3YMHOM  COfi
(100mm), noTim cywaTe Hag cynbdgaToM HaTpilo i
noTiM BUNAPOBYITb. 3anuwok niggarTs  dneL-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIIO
eTunauetaty i neHTtaHy (1:1, 06./06.), ogoepxyroun
BKa3aHy B 3arofioBky cnonyky (1,2r) y surnagi niHu
XOBTOro Konbopy. T.nn. 257-259°C. MC: 458 (LLIH™).

(b) Aitoun aHanoriyHO MOPIBHANBHOMY MpuKNagy
15(a) Buwe, ane BUKOPWUCTOBYOYM eTun 2-
xropaveTaT, OAepXyioTb eTunosun edip {1-metmn-3-
[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-2-
in]-1H-ingon-5-inokcm}ouToBOi  KMCAOTU Yy  BUMMAAI
KOBTOI  TBepgoi  pevoBuHu.  TLIX Rr=0,45
(enaueTat/nenTaH: 1/1). MC: 504 (MH™).

(c) Aitoum aHanoriYHO MOPIBHAMBLHOMY NpuKNagy
15(a) BuWe, ane BUMKOPUCTOBYIOUM eTun  2-
OpomnponioHaT, ofepxylTb eTunosu edip 2{1-
MeTun-3-[1-(tonyon-4-cynbgoHin)-1H-nipono[2,3-
blnipnanH-2-in}-1H-ingon-5-inokcu}-nponioHosot
KWUCNOTK y BUMMAAI XOBTOI TBepAoi peyosuHu. TLIX:
Re=0,47 (eTunaueTat/nentaH: 1/1). MC: 519 (MH").

(d) Aitoun aHanoriyHO MOPIBHAMBHOMY MpuUKNagy
15(a) Buwe, ane BukopuctoBytouM etun 1-
6pomuuknobyraHkapbokcunaT, OAepPXKY0Tb €TUIOBUNA
edip 1-{1-meTnn-3-[1-(Tonyon-4-cynboHin)-1H-
nipono[2,3-blnipnanH-2-in}-1H-iHaon-5-
inoken}umknobyraHkapboHOBOT KMUCMOTU Yy  BUMMSA4I
06e3bapBHOi TBeppoi pevoBuHM. T.nn. 189-190°C.
MC: 544 (MH™).

(e) Hitoun aHanoriyHo NOpPIBHANBHOMY MpuKNagy
15(a) Buwe, ane BukopuctoBytoun 1-metnn-3-(5H-
nipono[2,3-bJnipasnH-6-in)-1H-iHoon-5-on  (npuknag
7) i etin 1-6pomuwmknobyraHkapbokecunar,
ojepxyloTb etunosun edip  1-[1-meTnun-3-(5H-
nipono[2,3-blnipasnH-6-in)-1H-ingon-5-
inokenumknobytmnkapboOHOBOI KUCMOTU Yy  BUMMAAI
XOBTO-KOpUYHEBOi TBepAoil peyosuHu. TWX: Rr=0,23
(amxnopmeTanmeTtaHon, 19:1). BEPX (Cnoci6 A):
Rr=7,71x8.

MopisHanbHWA Mpuknag 16

3-{1-meT1nn-3-[1-(Tonyon-4-cynbdoHin)-1H-
niposo[2,3-bnipnavH-24n}-1H-iHgon-5-
inokeninponax-1,2-gion

Po3uuH 2-(5-aninokcu-1-metun-1H-ngon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-blnipnanHy
[45,7mr, nopiBHANbHMI npuknag 15(@)] B aueToHi
(10mn) 06pobrsATs po3UMHOM 4-MeTunvopdoniH-N-
okeuay (6mr) y Boai (1mn). MNoTiMm cymiw obpobnstot
TeTpaokcmaooMm ocmito (2,5Bar.% B TpeT-6yraHoni, 6
Kpanenb) i cymiw nepemMiwyioTb MNpU  KiMHATHIN
Temnepatypi npotarom 12 roguH. PeakuivHy cymiw
posbaBnsatote  Bogoto  (75Mn) i ekcTparyoTb
etunauetatoMm. OG'egHaHi opraHiuHi dopakuii aBivi
NPOMMBaKOTb HACUYEHUM PO3YMHOM coni  (75mn),
noTiMm cywaTb Haj cynbdaTtoMm MarHilo i noTim
BMMNapOBYIOTb. 3anuLiok nigaatoTs dnew-
XpomaTtorpadii Ha cunikareni, eI YM
eTnnaueTaTtom, OAEpPKYuM BKasaHy B 3aronoBKy
cnonyky (33mr) y Bumaai 6esbapeHoi TBepgol
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pevoBuHu. TWX: Rf=0,25 (ewmnauetaTt). MC: 492
(MH™).

MopiBHansHWi Mpuknag 17

3-{1-meTun-3-[1-(Tonyon-4-cynbgoHin)-1H-
nipono[2,3-bJnipnanH-24n}-1H-iHgon-5-
inoken}nponaH-1-on i

3-{1-meT1nn-3-[1-(Tonyon-4-cynsdoHin)-1H-
niposo[2,3-b]nipnamH-24n}-1H-iHgon-5-
inokevinponax-2-on

Po3uuH 2-(5-aninokcu-1-metun-1H-Hngon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-niporno[2,3-b]lnipnavH
[91mr, nopiBHANBHUNA npuknag 15(a)] B 6e3BogHOMY
TeTparigpodypaHi  (5mMn) obpobrnawTs  po3yMHOM
KOMMIiekcy ©opaH-TeTparigpodypaH B
TeTparigpodypaHi (1200Mmkn, 1,0M). Micrs
nepemillyBaHHs npy  KiMHaTHIR Temneparypi
npoTaAroMm 7 TFOAMH peakuivHy cymiw obpobnstots
etaHonoMm (9 kpanenb), 5H rigpokcugom kanito (4
kpanni) i nepokcupgom kanito (6 kpanemb) i
nepemillyBaHHA NPOAOBXYIOTb NpoTsarom 12 roguH,
npu4oMy B Lier Yac BiabyBaeTbCA OcCakeHHsa 6inoi
TBEpOoi peyoBuHU. PeakuiiHy cymiw po3basnsiotb
oot (50mn) i pH cymiwi poBogs o 10, gopatoum
po3unH rigpokcuay kanito (1M) nepea peTtenbHUM
eKkcTparyBaHHsaM eTunauetatom. OB'egHaHi opraHiyHi
€eKCTpaKTM cywaTb Haj cynbdaTom HaTtpito, NOTIiM
BMMNapPOBYIOTh. 3anuLok nigaatwTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMILLLLIO
eTunaueTaTy i neHTaHy (2:1, 06./06.), ogepxyoumn 3-
{1-metun-3-[1-(Tonyon-4-cynbcoHin)-1H-nipono[2,3-
blnipngnH-2-in}-1H-ingon-5-inokculnponaH-1-on
(50mr) y Burnsagi 6esbapsHOi TBEPAOI PeYOBUHU
[TCX: Rr=0,15 (etvnaueTtaT). MC: 476 (MH")] i 3-{1-
metun-3-[1-(tonyon-4-cynbdoHin}-1H-nipono[2,3-
blnipnanH-2-in]-1H-iHgon-5-inokcminponan-2-on (8mr)
y Burnagi 6e3bapBHoi TBepaoi pevoBuHM [TCX:
Rr=0,3 (eTunaueTart); MC: 476 (MH")].

MopiBHanbHWIA Mpuknag 18

(a) cknagHvmn 1-metun-3-[1-(tonyon-4-
cynbaoHin)-1H-nipono[2,3-bnipnanH-2-in}-1H-Hgon-
5-inoBun edip TpuropMeTaHCyrnbOHOBOT KUCIOTU

CycneHnsito  1-metun-3-[1-(tonyon-4-cynboHin)-
1H-niponol[2,3-b]nipnaunH-2-in]-1H-Hgon-5-ony
[398wmr, NOPIBHASbHUN npvknag 14(a)] B
anxrnopmeTaHi  (10mn) oxonomxytote go -78°C B
atmocdepi  a3oTty, 06pobnslTe  TpPUETUNamiHOM
(0,15mn), noTim N-
deHinTpndTopmeTaHcynboHiMiZOM (1,7r).
OpepkaHy cymill 3anuuatoTb NOBINbHO HarpiBaTUCL
A0  KiIMHATHOI  TemnepaTtypu, nepemillyBaHHSA
NpPoAOBKYIOTb npoTaroM we 12 roguH, noTiM
[OoJalTb Hacu4eHun po3uuH bGikapboHaTy HaTpito
(20mn). OpraHiyHy hasy BigaindwTs i BogHy a3y
ABidi eKcTparylotb ANXropMeTaHoM (20mn).
O6'egHaHi opraHiyHi pakLii cylwaTs Haa cynbdaTom
HaTpilo, MOTIM BMMNAPOBYIOTL. 3anUWOK MiaaalTb
drew-xpomartorpadiii  Ha  cunikareni, enooYN
cymiwwo eTunaueTtaty i neHTtaHy (2:3, 06.06.),
OLlEPXYIouM BKasaHy B 3aronioBky crionyky (380mr) y
Burnsai 6esbapeHoi TBepaoi peyosuHn. MC: 492
(MH™). BEPX (Cnoci6 A): Rt=2,02xs.

(b) Oitoun aHanoriyHO NOpPIBHANBHOMY NpuUKNagy
18(a), ane  BVYKOPUCTOBYOYM 1-metun-3-(5H-
nipono[2,3-bJnipasnH-6-in)-1H-iHoon-5-on  (npuknag
7), ogepxyloTb ckrnagHui 1-metun-3-[5H-niporo[2,3-

b]nipasuH-6-in]-1H-iHgon-5-inosun edip
TPUGTOPMETAHCYNbGOHOBOI  KACNOTM Yy BUMAAI
TBEPOOI pPEeYOBUHMU ny1pnypHoro kormbopy. BEPX
(Cnoci6 A): Rt=8,12x8. H AMP [(CD3].SOJ: & 12,30
(1H, ¢); 8,32 (1H, c¢); 8,27 (1H, @, J=3,5'y); 8,23 (1H,
c); 7,97 (1H, ¢); 7,76 (1H, A, J=8,6I'uy); 7,08 (1H, c);
3,96 (3H, c).

(c) Oitoum aHanoriyHO MOPIBHAMBLHOMY MpUKNagy
18(a), ane BMKOPUCTOBYHOUN 4-rigppokcu-1H-
nipono[2,3-blnipnanH, opepxyioTs ckrmagHy  1H-
niposo[2,3-b]nipnanH-4-nosui edip
TpudptopmeTaHcynbOHOBOI kKMcnoTv y Burnagi 6inoi
TBepAoi peyosnHu. MC: 267 (MH").

(d) Aitoun aHanoriyHO MOPIBHAMBHOMY MpuKNagy
18(a), ane BukopucToBytoun 3-[6-(4-rigpokcndpeHin)-
5H-nipono[2,3-b]nipasunH-7-n]-N-meTnnnponioHamig
[mpuknag 40(d)], OLEPKYIOTb 3-[6-(4-
TpudropmeTaHcynboHinokcnaeHin)-5H-nipono(2,3-
blnipasuH-7-in]-N-metunnponioHamig y Burnsgi 6inoi
TBEpAoi peyosmHu. MC: 429,1 (MH™).

(e) Oitoun aHanoriyHO MOPIBHAMBHOMY MpuKNagy
18(a), ane BukopucToBytoun 6-(4-rigpokcmdeHin)-5H-
nipono[2,3-blnipasnH [npuknag 1(ao)], ogepxyote 6-
(4-TpudbTtopmeTaHcynbdoHinokendeHin)-5H-
nipono[2,3-bjnipasvH y BUrNSaA4i KpemoBoi TBepAoi
peyoBuHU. MC: 344 (MH™).

(f) Oitoun aHanoriyHO NOPIBHANBLHOMY NpuKnagy
18(a), ane BukopucToBytoun 3-[4-xnop-1-(Tonyon-4-
cynbgoHin)-1H-nipono([2,3-blnipnanH-2-inl-1-metun-
1H-inpon-5-on  [nopiBHsmbHWIA  npuknag — 14(c)]
OfEePXKYIOTb cKknagHum 3-[4-xnop-1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in}-1-metmn-
1H-iHpon-5-inoBui edip TpudTopMeTaHcyrnb(OHOBOT
KMCMOTM y BUMaAAi niHM 6inoro kombopy. PX-MC:
Cnoci6 A: Rt=4,20xs., 584,1 (M").

(g) Hitoun aHanoriyHo NOpPiBHANBHOMY NpuUKNagy

18(a), are BMKOPUWCTOBYIOUN 1H-niporno[2,3-
blnipnanH-4-on  [nopiBHaANbHUW  Npukrag 86] 3
cymiwio  guxnopmeTtaHy i gumetundopmamigy

(10:4, 06./06.) AK PO34YMHHUK, NiAJAYM HEOUULLEHWIA
NPOAYKT hneL-xpomaTtorpadii, Nty CyMiLLLLIO
eTnnauetaty i rentaHy (1:2, 06./06.), ogepxy0Tb
cknaghmi - 1H-nipono[2,3-blnipuanH-4-inosuin  edip
TpudptopmeTaHcynboHOBOI kucnot y Burnagi 6inoi
TBEpAOi peyosuHu. MC: 267 (MH'), TWX Re=0,46
(emnauetat/renTtaH, 1:1).

MopisHanbHWA MNpuknag 19

(a) metunosun edip 1-metnn-3-[1-(Tonyon-4-
cynbgoHin]-1H-nipono[2,3-blnipuann-2-in]-1H-iHgon-
5-kap6oHOBOI KMCNOTH

Po3unH  cnagHoro  1-metun-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipugnn-2-in]-1H-Hgon-
5-inoBoro edipy TPUGTOPMETaAHCYNbGOHOBOT
kncrnotn [300mr, nopisHanbHWA npukrnan 18(a)] B
cymiwi 6e3BogHoro  ammetundopmamigy (10mn),
MeTaHony (6mMn) i TpuetTunaminy (2mn) obpobnsot
aueTtaTom nanagjto (24mr) i 1,3-
Gic(amdeHindgocdiHo)nponaHom i cymiLu
nepemilyloTe NPKU KiMHaTHIA TemnepaTypi NpoOTSAroMm
30 xBununH. MoHoOKCUA, BYITeL0 BBOASATbL B peakTop
yepes neperopogky 3 PiBHOMIPHOW LUBUAKICTIO i
cymiw HarpiatoTe npu 90°C goTu, AOKWU 3a JaHUMU
TWX  (evnaueTtat/neHTaH: 2/3) Oinbwe  He
3anMuuTbC  BUXIAHOT pevoBuHW. [loTim  cymiw
KOHLEHTPYIOTb Y BaKyymi i 3anuLloK po3noginsomb
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MPK aumxiopmeTaHoMm i Bogotw. OpraHivyHy a3y
NPOMMBAOTb HACUMYEHUM PO3YMHOM MiTiNXopuay,
noTim cywatb Hazg cynbdatom HaTpilo i MOTiM
BMMapOBYIOTb. 3anuLuok nigoatots dnew-
xpomaTtorpadiii Ha ounikareni, eriorYN  CYMILLILLIIO
emunauetaty i neHTtaHy (2:3, 06./06.), ogepxyroum
BKasaHy B 3arofioBky crnonyky (200mr) y surnsgi
6e3bapBHOi TBepaoi peuvosuHn. MC: 460 (MHY).
BEPX (Cnoci6 A): R1=10,23xs.

(b) Oitoun aHanoriyHO MOPIBHAMBLHOMY MpuKNagy
19(a), ane BUKOpPWUCTOBYIOYM cCKNagHUM 1-meTun-3-
[5H-nipono[2,3-bJnipa3uH-6-in]-1H-iHoon-5-inosun

edip TpudTopMeTaHCynbOHOBOT KMCROTH
[nopiBHANBHMIA npuknag 18(b)], OfEepPXYI0Tb
MeTUNoBUIN edip 1-memun-3-(5H-niporo([2,3-

b]nipasuH-6-in]-1H-iHoon-5«apboHoBOi  kMcnoTH, Y
BUIMSAi KOopuyHeBoi TBepaoi pevosuHn. MC: 307
(MH"). BEPX (Cnoci6 A): Rt=6,64xa.

(c) Oitoum aHamnoriyHo MOPIBHAMBHOMY NpuUKNaay
19(a), ane BukopucToBytOUM cknagHy 1H-nipono[2,3-
blnipnannH-4-inosui eqip
TPUGTOPMETAHCYNbGOHOBOI KUCIOTU [MOPiBHANbHWIA
npuknag 18(c)], ogoepxyiote meTtunosui edip 1H-
nipono[2,3-b]nipnanH-4-«ap6oHoBOT Knenotm, y
BMMA4I XO0BTOi TBepAoi pevosumHu. MC: 177 (MH").
TWX: RF=0,4 (eTvnaueTart: renTaH, 1:1, 06./06.).

(d) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
19(a), ane BMKOPUCTOBYIOUM cknagHun 3-[4-xnop-1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-blnipnguH-2-
in]-1-metmn-1H-iHgon-5-nosun edip
TPUGTOPMETAHCYNIbGOHOBOI KUCIIOTU [MOPIBHANbHWN
npuknag 18(f)], ogepxyTs mMeTunosun edip 3-(4-
xrop-1-(Tonyon-4-cynboHin)-1H-niporo[2,3-
blnipugnH-2-in)-1-memmn-1H-ingon-5-«ap6oHoBoi
KMCroTM Yy Burnagi niHv 6Ginoro konbopy. PX-MC:
Cnoci6 A: Rt=3,95x8., 494 (MH").

MopisHanbHWIA MNpuknag 20

2-[1-meTnn-5-(1-TpumeTuncrananin-1H-
TeTpason-5-in)-1H-ingon-3-in}-1-(tonyon-4-
cynbgoHin]-1H-nipono[2,3-blnipuavH

Po3unH 1-meTun-3-[1-(tonyon-4-cynbdoHin)-1H-
nipono[2,3-blnipnanH-2-in}-1H-ingon-5-«ap6oHiTpuny
[100mr, nopiBHaMbHWA npuknag 13(c)] B TOnyoni
(10mn) obpobnsaoTe asngom TpumeTunorniosa (56mr,
0,28MMoOrb), noOTiM  KMN'ATATb  3i 3BOPOTHUM
xonoaunbHukom npotarom 14 rogmH. bBinmii ocap
BiAMINLTPOBYIOTL, MpomuBatoTe Tonyonom (10mn) i
noTim cywaTb, OJEPXYYM BKa3aHy B 3arorioBky
cnonyky (125mr) y Bumagi 6e3bapBHoi TBepaoi
peyvoBuHU. T.nn. 240-243°C (3 posknagaHHsam). MC:
633 (MH").

MopisHanbHWIA MNpuknag, 21

2-[1-metvn-51-veTtun-1H-tetpason-5-n)-1H-
iHaon-34n]-1-(tonyon-4-cynbgoHin)-1H-nipono(2,3-
blnipnanH i

2-[1-meTnn-5-(2-meTnn-2H-teTpason-5-n)-1H-
iHaon-3-n]-1-(tonyon-4-cynbgoHin)-1H-nipono(2,3-
blnipnanH

Metuninogng (2,5mn) gogatoTs A0 pO3uuHy 2-[1-
MeTun-5-(1-TpumetTuncranaxin-1H-retpason-5-n)-
1H-inpon-3-in}-1-(tonyon-4-cynb doHin)-1H-
nipono[2,3-bJnipuanHy [620mr, MOPIBHAMBHWA
npuknag 20] npu kiMHaTHIn TemnepaTtypi. Cymiw
noTiM 3anuwalTb MNepemillyBaTUCb NPU KiMHaTHIA
Temnepatypi NpoTarom 4 roguH, NOTIM BUNMBaKOTb Y
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BoAy i NOTIM ekcTparytoTb eTunauetatom. Ob6'egHaHi
€KCTpaKTW NPOMUBAlOTb HACUYEHMM PO3YMHOM COfi,
noTiMm cywaTb Hag cynbdaTtoMm MarHito i noTim
BMMNapOBYIOTb. 3anuLiok nigaatoTs dnew-
xpomaTtorpadiii Ha ounikareni, eriorYN  CYMILLLLIIO
etunauetaty i neTtponenHoro edipy (1:1, 06./06.),
ofgepxytoun  2-[1-meTun-5-(1-memmn-1H-tetpason-5-
in)-1H-ingon-3-in]-1-(tonyon-4-cyneoHin)-1H-
nipono[2,3-bJnipuamH (191mr) y Burmagi 6e3bapsBHoi
TBepaoi pedosuHn, [MC: 506 (MNa’)]. 'H AaMP
[(CD3)2SQJ: 6 8,39 (om, 1H, J=4,8 i 1,6lu); 7,97 (m,
1H); 7,96 (g, 1H, J=4,0ru); 7,90 (c, 1H); 7,80 (aa, 1H,
J=8,7i0,6ly); 7,70 (nn, 1H, J=8,7 11,8 Hz); 7,56 (m,
2H); 7,30 (gp, 1H, J=7,7 i 4,8T'u); 7,22 (m, 2H); 6,82
(c, 1H); 4,19 (c, 3H); 4,0 (c, 3H); 2,23 (c, 3H)]; i 2-[1-
MeTun-5-2-metun-2H-tetpason-5-in)-1H-ingon-3-nj-
1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH
(77wmr) y Burmnsgi 6e3bapBHOi TBEPOOT PEYOBUHMU.
T.nn.215-218°C, [MC: 506 (MNa")].

MopiBHAnbHWIA Mpuknag 22

1-{1-meTnn-3-[1-(Tonyon-4-cynboHin)-1H-
nipono[2,3-bJnipuanH-2-n}-1H-iHgon-5-n}etaHoH

Oo 6e3BoaHoOrO, [erasoBaHoro
anmetundgopmamigy (110mn) B amocdepi asory,
npu KiMHaTHIX TemnepaTypi MOCRiJOBHO AoAdakTb
cknaghmii  1-meTun-3-[1-(tonyon-4-cynboHin)-1H-
Tpono[2,3-b]nipuanH-2-in}-1H-iHoon-5-inoBun ~ edip
TPUGTOPMETaHCYNbGOHOBOT KNCrnoTn [2,2r,
nopiBHANbHW npuknag 18], Tpuetnnamin (1,15mn),
H-OyTUNBIHINOBMIA edip (2,87mn), 1,3-
bic(amdenindocoiHonponaH) (413mr) i auetat
nanagito (232mr). Cymiw knn'aTam 3i 3BOPOTHUM
XONOAWNBHMKOM  MpPOTArOM 2 TrOAWH,  MOTIM
OXONOMXYIOTb A0 KiMHATHOI TemnepaTypu i NOTIM
4ogatTb OO XNOPUCTOBOAHEBOT kmcnotn (90mn, 1M).
Cymiw ekctparyioTe  guxnopmetaHoMm  (200mn).
OpraHiyHniA  ekCcTpakT NPOMWBAOTL  HaCUYEHUM
BOAHWM pPO34YMHOM GikapboHaTy HaTpilo, NOTiM
HaCWMYEeHMM pPO3YMHOM COfi, NOTIM CcywaTb Haj
cyrnbaToM MarHito i NoTiM BUMAPOBYOTL. 3anuLLIOK
niggalTs  drew-xpomatorpadiii  Ha  cunikareni,
enioYM CyMIlLLLID eTunaueTtaty i neHTaHy (2:3,
06./06.), ogepxytoun BKaszaHy B 3arosfioBKy CrOMyKy
(1,1r) y Burnsagi >kosToi TBepAoi peyoBunHu. T.nn. 177-
178°C. MC: 444 (MH").

MopisHanbHWA Mpuknag 23

(@  2-[5-({S}-(+)-2,2-gumeTnn[1,3]piokconan-4-
inmeTokcn)-1-meTun-1H-ingon-3-in}-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-b]nipnanH

Po3uuH 1-vmeTun-3-[1-(tonyon-4-cynsoHin)-1H-
nipono[2,3-b]nipuanH-2-in}-1H-iHgon-5-ony [1,17r,
nopiBHanbHWA npuknag  14(a))] B 6e3BogHOMY
anmeTtundgopmamiai (50mn) 06pobnstoTs kapboHaToM
uesito (1,1r) i 6Gicynbdatom TEeTpabyTmnamoHito
(40mr). TMicns  nepemiwyBaHHs Npu  KiMHaTHIA
Temnepatypi npotarom 30xB. cymiw 06pobrstoTe (R)-
(+)-2,2-gumetnn-1,3-giokconaH-4-
inmeTunnapatonyoncynegoHatom  (0,96r), noTim
HarpiBatoTb nmpu 120°C npoTsirom Houi. PeakuinHy
CyMill KOHLUEHTPYIOTb Yy BaKyymi i 3anuwok ABivi
po3noainalTs Mk anxnopmetaHom (100mn) i Boaot
(50mn), BoAHI Wapu ekcTparyioTe AUXITOPMEeTaHOM
(100mm). O6'eaHaHi opraHiyHi dasn OBidvi
NPOMMBaKOTb HACUYEHUM po3unHom coni (150mn),
noTiMm cywaTtb Hag cynbdaToM MarHito i noTiM
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BMMapOBYIOTb. 3anuLlok nigaaoTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMILLLLIO
anmxnopmeTtaHy i metaHony (199:1, 06./06.),
O[EPXYIO4N BKasaHy B 3aroloBKy CromnyKky (]1 ,04r) y
BumsAgi xxoetoro macna, MC: 532 (MH"). H AMP
[(CD3)2SQ]: & 1,30 (3H, c); 1,37 (3H, c); 2,29 (3H, c);
3,76 (1H, oa, J=8,3 i 6,5My); 3,90 (3H, c); 3,94-3,98
(2H, m); 4,10 (1H, pa, J=8,20 i 6,5Tu); 4,41 (1H, m);
6,74 (1H, ¢); 6,91 (1H, oA, J=8,82,3Iu); 6,98 (1H, A,
J=2,4T"u); 7,25 (2H, A, J=7,9ru); 7,29 (1H, aa, J=7.81i
49ru); 7,44 (MH, p, J=8,8'u); 7,56 (1H, A, J=8,3u);
7,63 (1H, c); 7,81 (2H, @, J=8,0l"y); 7,92 (1H, aA,
J=7,7i1,6lu); 8,33, (1H, oa, J=4,9i 1,7Ty).

(b) Oitoun aHarnoriYHO MOPIBHANBLHOMY MpuKNagy
23(a) Buwe, ane BukopuctoBytoum (S)-(-)-2,2-
anmeTtun-1,3-giokconaH-4-
inMeTMnnapaTonyoncynbgoHaTt, oaepXyTb 2-[5-
({R}-(-)-2,2-gumetnn[1,3]aiokconaH-4-inmeTokcu)-1-
metun-1H-inpgon-3-in]-1-(tonyon-4-cynb goHin)-1H-
nipono[2,3-blnipnavH y Burnaai xxostoro macna MC:
532 (MH*). "H AMP [(CD3):SOJ: & 1,33 (3H, c); 1,37
(3H, c); 2,29 (3H, c); 3,77 (1H, A, J=8,3 i 6,5ML);
3,88 (3H, c); 3,97-3,99 (2H, m); 4,11 (1H, pg, J=8,3 i
6,6lu); 4,41 (1H, m); 6,74 (1H, c); 6,94 (1H, on, J=8,8
i2,3ly); 6,97 (1H, g, J=2,3T'u); 7,25 (2H, g, J=8, Jru);
7,29 (1H, pa, J=7, 8i 4,9Iu); 7,44 (1H, A, J=8,8Mu);
7,57 (2H, p, J=8,4Tu); 7,63 (1H, c); 7,95 (1H, oA,
J=7,811i1,7Tu); 8,33 (1H, aa, J=4,88i 1,7T"u).

(c) Hitoun aHanoriyHo MOpiBHANBHOMY MpuKnagy
23(a) Buwe, ane BukopucTtoBytoun 2-(5-rigpokcun-6-
MeTokcu-1-vetmn-1H-iHgon-3-in)-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH  [NopiBHANLHWIA
npuknag 28(a)], oagepkyotb  2-[5-({S}-(+)-2,2-
anmeTnn[1,3]aiokconaH-4-inveTokcn)-6-meTokcu-1-
metun-1H-ingon-3-in]-1-(tonyon-4-cynb ¢oHin)-1H-
nipono[2,3-bjnipuanH y BUrnsai Kpemosoi TBepaoi
peyoBuHu. MC: 548 (MH'). BEPX (Cnoci6 A):
R1=11,60x8.

(d) Oitoun aHarnoriyHO MOpPIBHANMBHOMY MpuKNagy
23(a) Buwe, ane sukopuctoBytoun 3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-Hgon-
5-on [nopiBHanbHWA npuknag 14(b)] i emwmn 1-
OpomuvknobyraHkapbokcunaT, ogepPXKyloTb €TUNoBUIA
edip 1-[1-(eTunosun edip uMknobyraHkapH6OHOBOT
kncnotmn)-3-[1-(tonyon-4-cyne coHin]-1H-nipono[2,3-
blnipnann-2-in}-1H-ingon-5-inokcn)-
uuknobyraHkapboHOBOT KMCNOTU Y BUMMAAI KpeMOBOT
TBepgoi peuosuHn. MC: 657 (MH). 'H AMP
[(CD3)2SQJ: 6 8,35 (1H, pa, J=4,8 i 1,6lu); 7,9 (2H,
Mm); 7,48 (3H, m); 7,28 (1H, on, J=7,7 i 4,8l'u); 7,24
(2H, @, J=8,4I'u); 6,71 (1H, oA, J=8,9i 2, 4l'u); 6,68
(1H, c); 6,64 (1H, a, J=2,4T'u); 5,12 (1H, oA, J=8,8 i
8,8lMu); 4,13-4,03 (4H, m); 3,66 (1H, pa, J=94 i
9,4I'y); 2,64-1,82 (13H, m); 1,15 (3H, 1, J=7,1T"u);
0,94 (3H, 1, J=1,1T"w).

(e) 1-{1-vemun-3-[1-(Tonyon-4-cynbcoHin)-1H-
nipono[2,3-blnipnanH-2-in}-1H-iHaon-5-
inokev}nponaH-2-oH

[itoun aHanoriyHo MOpiBHAMBHOMY MpuKnagy
23(a) Buwe, ane BuMKOpUCTOBYIOUM 1-meTun-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-2-
inl-1H-ingon-5-on [nopisHAnbHUIA nNpuknag 14(a)] i
xnopaueToH, oaepkytote 1-{1-metnn-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bnipngnn-2-in]-1H-Hgon-
5-inokcuinponaH-2-oH y BUMMsAAI NiHM Gnigo-KoOBTOrO

kombopy. 'H AMP [(CD3);SO]: & 8,35 (1H, an); 7,93
(1H, pp); 7,62 (1H, ¢); 7,55 (2H, n); 7,48 (1H, n); 7,28
(3H, m); 6,92 (2H, m); 6,72 (1H, c); 4,70 (2H, c); 3,90
(3H, c); 2,28 (3H, ¢); 2,15 (3H, c).

MopiBHANbHUM MNprknag 24

(@) (R)-3-{1-vetnn-3-[1-(Tonyon-4-cynbgoHin)-
1H-niponol[2,3-b]nipnavH-2-in]-1H-iHoon-5-
inoken}nponaH-1,2-gion

PosunH 2-[5-({R}-(-)-2,2-aumeTnn[1,3]giokconaH-
4-inmetoken)-1-metun-1H-Hgon-3-in}-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-blnipnanH [1,04r,
nopisHanbHW npuknag 23(b)] B metaHoni (20mn)
006pobnAoTe XNOPMCTOBOAHEBOK KMcnoTok (20mn,
1M), noTiM KMN'ATATbL 3i 3BOPOTHAM XONOAUIBHUKOM
npoTtarom 3 roavH. PeakLinHy Cymill KOHLEHTPYIOTb Y
BaKyyMi i 3anuuwok nigdatoTb duiel-xpomMaTorpadii
Ha curikareni, eniKwYM CyMIlWI eTunauetaty i
neHtaHy (2:1, 06./06.), opepxylousm BkasaHy B
3aronosky cnonyky (380mr) y Burmsgi nposoporo
macna. TWX: Rr=0,2 (neHTaH/etvnauetat: 1/2). MC:
492 (MH").

(b) QOitoun aHarorivHo npuknagy 24(a), ane
BMKOPUCTOBYHOYM 2-[5-({S}-(+)-2,2-
anmeTun[1,3)giokconaH-4-inmeTtokev)-1-metnn-1H-
iHaon-34n]-1-(tonyon-4-cynbgoHin)-1H-nipono|2,3-
blnipuaunH [nopiBHANLHUI Npyknag 23(a)], oaepXxytoTb
(S)-3-{1-menn-3-[1-(Tonyon-4-cynb coHin)-1H-
nipono[2,3-blnipnanH-2-inl-1H-iHaon-5-
inokev}nponax-1,2-gion y Burnagi npo3oporo Macna.
'H AMP [(CD3),SO]: & 8,33 (1H, aa, 4,9, J=1,7Tw);
7,92 (1H, pa, J=7,8i1,7T"w); 7,62 (1H, c); 7,56 (2H, A,
J=8,8l"u); 7,45 (1H, g, J=8,8"u); 7,29 (1H, aa, J=7.81i
4,8lu); 7,25 (2H, a, J=8,1"u); 6,96 (1H, A, J=2,3u);
6,92 (1H, oa, J=8,8i 2,3I'y); 6,75 (1H, c); 4,93 (1H,
c); 4,66 (1H, c); 5,13 (1H, g, J=5,13I"y); 3,88 (3H, c);
3,80 (2H, g, J=5,9I'u); 3,46 (2H, c); 2,23 (3H, c).

(c) Aitoun aHanoriyHo npuknagy 24(a) suwe, ane
BMKOPUCTOBYHOUM 2-[5-({S}-(+)-2,2-gpumeTnn
[1,3]miokconan-4-inmeToken)-6-meTokeu-1-vetnn-1H-
iHgon-3-n]-1-(tonyon-4-cynbgoHin)-1H-nipono[2,3-
blnipuanH [nopiBHANBLHUI Npuknag 23(c)], oaepkyoTb
(S)-3-[6-meToKCK-1-MeTUN-3-[1-(TONyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-Hgon-
5-inokcu]nponan-1,2-gion 'y BUMsA4i  KpemoBoi
TBEpAOi peyoBnHN. MC: 522 (MH"). BEPX (Cnoci6 A):
R1=8,15x8.

MopisHAnbHWI MNpuknag 25

2-[5-(2-meToKCn-1-meTuneTokeu)-1-vetmn-1H-
iHoon-3-n]-1-(tonyon-4-cynbgoHin)-1H-nipono[2,3-

blnipnanH
Po3uunH TpudbeHindgocoiHy (470mr) i
giizonponingiasogmkapbokcunaty (350Mmkm) B

6e3BogHomy Tonyoni (15mn) o6pobratote 1-MeTMn-3-
[1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanH-2-
in-1H-ingon-5-orom [150Mr, NOPIBHANBHMI NpUKag
14 (a)], noTim 1-meToken-2-nponaxHoniom (150mkn).
OpepxaHy  cyMmiw  Kun'atam 3 3BOPOTHUM

XONoAWNbHWKOM  MpoTaAroM 5 rogwH,  MOTM
OXONOAXYIOTb | MOTIM BMMApPOBYOTb.  3anuLLOK
nigoaroTs  drew-xpomatorpadii  Ha  cunikareni,

enoyM CyMilILWID eTunauetaty i neHTtaHy (1:1,

06./06.), odepxyiouM BKasaHy B 3arofloBKy CMOMyKY

(50mr) y Burngagi nposoporo macna. TWX: Rf=0,65

(nenTan/eTunaueTat: 1/1). MC: 480 (MH™).
MopisHANbHWA Mpuknag 26
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N-rigpokcu-1-meTun-3-[1-(tonyon-4-cynb oHin)-
1H-nipono|[2,3-b]nipnanH-2-in]-1H-iHoon-5-
kapbokcamigmH

PosunH 1-vetun-3-[1-(tonyon-4-cynsdoHin)-1H-
nipono[2,3-bJnipuanH-2-n]-1H-iHgon-5«ap6oHiTpuny
[2,11r, nopiBHaAnbHUM npuknag 13(c)] B eTtaHoni
(150mn) npu KiMHaTHIN TemnepaTypi obpobnstob
rigpoxnopugom rigpokevnaminy (1,72r) i kapboHaTom
kanito (3,43r). PeakuivHy cymiw Kun'atatb 3
3BOPOTHMM XONOAUMBHMKOM B aTtMocdepi asoTy
npotarom 15 roauH, noTiM QinbTpytoTb. PinbTpaT
BMMAapOBYIOTb, OAEPKYHYM BKasaHy B 3arorioBky
cnonyky (2,8r) y Burnaai 1BepAoi peyoBUHW TEMHO
3eneHoro konbopy. MC: 460 (MH™). BEPX (Cnoci6 A):
RrF=6,19x8.

MopisHaneHWA MNpuknag 27

2-[1-metnn-5{5-meTnn[1,2,4Jokcagiason-3-in)-
1H-inpon-3-in}-1-(Tonyon-4-cyne doHin)-1H-
niposo[2,3-b]nipngauH

Ho cycneHsii N-rigpokcu-1-metvn-3-[1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH-2-in]-1H-Hgon-
5-kap6okcamianHy [0,71, nopiBHANbHWIA Npuknag 26] B
Tonyone (30mn) npu KiMHaTHIn TemnepaTypi, B
atmocdepi a3oTy gogatote outoBy aHrigpug (0,467r).
PeakuivHy  cymiw  kun'ataTe  3i  3BOPOTHUM
XONogunibHUKOM  nmpoTarom 4,5 roguMHW, NOTIM
GinbTpytoTh. DinbTpaT BUNAPOBYIOTb, OOEPXKYHUM
BKasaHy B 3aromoeky crnonyky (0,32r) y surnsagi

Macna TEMHO YepBOHOIo Korbopy, ke
BMKOPUCTOBYIOTb HeranHo 6e3  pgogaTkoBOroO
OYULLIEHHS.

MopiBHansHWA Mpuknag 28

2-(5-rigpokcu-6-metokem-1-metun-1H-Hgon-3-
in)-1-(tonyon-4-cynedoHin)-1H-nipono[2,3-bInipnawH

Po3uunH 2-(5-6eHannokcn-6-metokcm-1-vetun-1H-
iHoon-34n)-1-(tony on-4-cynbdoHin)-1H-niporo[2,3-
blnipnanny [6,26r, nopisHaneHUn npuknag 13(e)] B
aueToHiTpuni (500mn) obpobnatoT MoaMaoM HaTpito
(4,38r), notim TpumeTuncuninxnopuaom (3,17mn).
Cymiw nepemiwytote npu 40°C npotdrom 3 roauH,
noTim obpobrsTe A0AaTKOBUMW MOPUIAMU Hoamay
HaTpito (4,38r) i Tpumetuncuninxnopugy (3,17mn).
Micna nepemiwyBaHHa npu 40°C npoTarom we 12
roauH peakuinHy Ccymilw BUNapOBYIOTb. 3anuLLOK
obpobnsatoTe  Bogoto  (200mMn) i cymiw  Tpwndi
ekcTpanyiote  eTunauetatom (200mn). O6'eaHaHi
€eKCTpaKTW cywaTb Haj CcynbgaToM MarHito, noTiMm
BMNapoByloTb. [liHy KOpPWMYHEBOINO KOMbOPY, LLUO
3anMuunacs, posTMpakwTe 3 eTunauetatom i
Aiisonponinosum ecdipom, ofepKylous BKasaHy B
3aronoBky cronyky (3,04r) y Burnagi  cBiTno-
KOopuyHeBOi TBepAoi pevoBuHM. T.nn. 211-214°C.
BEPX (Cnoci6 A): Rt=9,30xs.

MopiBHansHWA Mpuknag 29

Etunosun  edip  1-{6-meTokcu-1-meTun-3-[1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-b]nipnanH-2-
in}-1H-inpon-5-inoken}umknobyraHkapboHOBOT
KMCMoTn

lpopna Hatpito  (43vr, 60% Agucnepcia B
MiHepanbHOMy Macni) gofalTs A0 pPO34YMHY, Lo
nepemiwyeTtocs,  2-(5-rigpokcn-6-meTokcn-1-meTnn-
1H-iHpon-3-in)-1-(Tonyon-4-cynbgoHin)-1H-
niposno[2,3-bJnipnanHy [400mr, MOPIBHAMBHMWA
npuknag 28(a)] B 6e3BogHoMy aumeTundopmamig
(20mn), B aTmocdepi asoTy npu  KiMHaTHIN
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Temnepatypi. Cymilw 3anMwiaoTs NnepemillyBa TUCb Ha
1 roauny, noTim obpobnsawTb etmn-1-
6pomuuknobyraHkapbokcmnaTom (216mkn), i
nepemillyBaHHSA NPOOOBKYIOTb NPOTAroM Houi. [1oTiM
JonatTb AodaTkoBi nmopuii rigpuay Hatpito (43wr,
60% pwncnepcis B MiHepanbHomy macni) i etmn 1-
6pomuuknobyraHkapbokcunaty  (216Mkn),  noTiM
cymiw Harpiatotb npu 50°C npoTtarom 5 roguH.
OxonomKeHy peakuiiHy CcyMill BUMNApOBYHOTb i
3anuvLwoK po3nodinanTs MK eTunaueTaTtoM i BOAOH.
OpraHiyHy asy npomuBaloTb BOAOK, MNOTIM
HaCWMYEeHMM pO3YMHOM COJii, MNOTIM cywaTe Haj
cynbaToM MarHilo i BMMAPOBYIOTb.  3aruLLOK
XKOBTOrO KOMbOopy NiagatwTs dreL-xpomaTorpadii Ha
cvnikareni, enowYM  CymMilwo  eTunaueTaty i
neHtaHy (2:3, 00./06.), opepxywousm BkasaHy B
3aronoBKy Cronyky (266mr) y Burnsagi XOBTOro
macna. MC: 576 (MH®). BEPX (Cnoci6 A):
Rt=11,07x8.

MopiBHanbHWA Mpuknag 30

TpeT-6yTnnosui edip [1-meTnn-3-(1H-
nipono[2,3-bJnipuanH-2-n)-1H-iHgon-5-
injkapbamiHoBOi KMCNOTH

Po3unH T1peT-6ymunosoro edipy {1-metmn-3-[1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnguH-2-
in}-1H-inpon-5-injkap6amiHoBoi KUCNoTy, [0,3r,
nopiBHsanbHUA npvknag 13(f)] B metaHoni (15mn)
06pobnatoTe po3unHOM rigpokengy kanito (5H, 2mn),
noTiM KuN'ATATb 3i 3BOPOTHUM  XONOAUIBbHUKOM
npotarom 4 rogvH. PeakuiiHy cyMill BUNapoBYIOTb i
3anvwoK po3TuparTs 3 BOAOK, OAEPKYIOUM BKasaHy
B 3aronosky cronyky (0,2r) y Burmsaai >KoBTO-
KOp14HeBOT TBepaoi peyosuHn. MC: 263 (MH™). TLLIX:
Rr=0,3 (eTvunauerTar).

MopiBHAnbHWIA Mpuknag 31

Metunosui eqip 1H-iHpon-6-«kap6oHoBoi
KNCMoTn

Po3unH 1H-iHaon-6-«kap6boHoBoi kucnotn (10r) B
meTaHoni (300mn) o6po6nsAT  KOHLEHTPOBAHO
cipyaHoto kucnototo (0,5mn), noTiM HarpiBaloTb Ha
naposii 6aHi npotarom 10 roauMH. PO3YMHHMK

BMAANAIOTL MPU  3HWKEHOMY TUCKY |  3anuLlIoK
po3nofinAtTs MK HacMyYeHVM BOOHUM PO3YMHOM
GikapboHaTy HaTtpito (150mn) i guxnopmeTtaHoM
(150mn). Boghui wap noTiM ekcTparyioTe  ABidi
anxnopmeTtaHoMm  (150mn).  OG'egHaHi  opraHiyHi
dpakuii cywaTe Haag cynbdaTtoMm HaTpito, NOTIM
BMMapOBYIOTb. 3anuLok nigaatoTs dnew-

xpomaTtorpadiii Ha ounikareni, eriorYN  CYMILLILLIIO
etunauetaty i neHTtaHy (7:3, 06./06.), ogepxyroun
BKas3aHy B 3aronioBky crnonyky (7,4r) y surnsgi 6inoi
TBepAoi peyoBmHu. T.nn. 79-81°C. MC: 176 (MH").

MopiBHanbHWIA Mpuknag 32

AnmeTnn(6-deHin-5H-nipono[2,3-blnipasnH-7-
inMeTun)amiH

Po3uvH gumeTtunamiHy B TeTparigpodypaHi
(0,5mn, 2,0M) npun 0°C 06poGrATE KpWKaHOK
ouTtoBoto kucnotot (15Mkn), NnoTiM opmanbaeriaom
(75mkn, 40% po3umnH). MNicna nepemiwyBaHHA Npu
0°C npoTdarom 10x8. cymiw 06pobnsaTs 6-deHin-5H-
nipono[2,3-blnipasnHom [0,195r, npuknaa 2(c)] i noTim
TeTparigpodypaHom (3mn), wob 3abe3neunTv NoBHE
PO3UYNHEHHS. PeakuinHy cymiL 3anuwanTb
HarpiBaTMCb [0 KiMHATHOI TemnepaTypu, MOTiM
nepemillyloTb MPOTArOM HOYi, MOTIM po36aBnsitoTL
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etnauetatom (5mMn) i noTiM Tpuudi  ekcTparyloTb
XIOpuUCTOBOAHEBOD  kucnototo  (5mn,  1H).  pH
06'eAHaHNX KUCNOTHMX eKCTpakTiB 4OBOASAT A0 6-7,
goJarum posuunH rigpokengy kanito (5H). OgepxaHy
TBEPAOY pEeYvoBUHY 6nigo->KoBTOrO KOIbOopy
BiAINLTPOBYIOTL, MOTIM NPOMUBAlOTL  BOAOK i
cywaTb, OOEPKYIOUM BKasaHy B 3arofloBKy CMONyKy
(0,16r) y Burnaai 6nigo-koBTOi TBEPAOi PEYOBUHM.
T.nn.191-192°C.

MopieHansHWi Mpuknag 33

TpumeTnn(6-ceHin-5H-nipono[2,3-blnipasunH-7-
inveTMn)amoHinnoana,

Po3unH ommeTnn(6-gerin-5H-niponol[2,3-
blnipasuH-7-inmetnn)aminy  [5,1r,  NOpPIBHAMbHWA
npuknag 32] B emunauetati (100mn) npu 0°C
00pobnatoTs po3unHoM ogMmeTaHy (40Mi) B eTaHori
(150mn). OpgepxaHy cymiw nepemiwytots npu 0°C
npotarom 2 roguH. Teepaun ocaj BiadinbTPOBYIOTb,
notim npomusatoTs etunaueTtatom (10mn) i noTim
gietunosum ediipom (20mn), ogepKylouM BkasaHy B
3arofnoBky CMOMyKy Yy BWUMSAAI XOBTOi TBepaoi
peyoBuHU (4,5r). T.nn. 224-225°C.

MopisHanbHWA MNpuknag 34

(6-dpeHin-5H-nipono[2,3-b]nipasunH-7-
in)aueToHITpMN

Po3uuH uiaHigy kanito (0,84r) y Boai (20mn)
WBNAKO A04alTe OO0 PO3YMHY, WO NepemillyeTbes,
TpumeTnn(6-cenin-5H-nipono[2,3-bJnipasnH-7-
inmeTun)-amoHiiogngy [1,1r N NOPiBHAMBHWNA
npuknag 33] B gaumetundopmamigi (20mn), i cymiw
HarpiBalotb npu  75°C npoTtarom 6  roguH.
OxonomxeHuin posynH posbaensatoTs Bogoto (100mn) i
TBEPOY  PEe4YoBMHY, WO BuMana B ocag,
BiOINbTPOBYIOTb, OAEPXKYIOUN BKasaHy B 3arofoBKy
CMOMyKy Y BUMMSAAI XOBTOi TBEpAOi pe4oBMHU. T.nm.
247-248°C.

MopisHanbHWA MNpuknag 35

(6-PeHin-5H-nipono[2,3-b]nipasnH-7-in)ouToBa
KucrnoTa

Po3uunH (6-cbeHin-5H-nipono[2,3-b]nipa3unH-7-
in)aueToHiTpuny [70mr, nopiBHANbHWIA nNpuknag 34] B
rigpokenAi kanito (10M, 5mn) HarpiBatots npu 100°C
npotarom 1,5 rognHn. PeakuinHy cymill 3anuviaoTts
OXOMNoAXYBaTUCh, NOTIM po36aBnATL BOAOK (25mn),
noTimM MigKNCraTb o pH 1, popatwun
KOHLEHTPOBaHy XIIOpUCTOBOOHEBY KNCIOTYy.
OpepxaHy TBepAY peyvoBuHY 6nifo-KOBTOrO KOMbOpY
BigdiNbTPOBYIOTb, NOTIM NPOMUBAIOTL BOAOHK i NOTIM
cywaTb, OOEPXKYIOUM BKasaHy B 3arofioBKy CMONyKy
(40mr) y Burnagi KoBTOi TBEpAOi peyvoBuHW. T.nn.
276-277°C.

MopisHanbHWIA MNprknag 36

1-meTnn-3-[1-(Tonyon-4-cynboHin)-1H-
nipono[2,3-bJnipuanH-2-in}-1H-iHgon-5«apbanbaeria.

[o po3uyuHy 1-meTun-3-[1-(tonyon-4-cyneoHin)-
1H-nipono[2,3-b]nipuanH-2-in]-1H-iHoon-5-
kapboHiTpuny [500mr, nopiBHanbHWA npuknag 13(c)]
B TeTparigpodypaHi (20mn) npu 0°C popatom
Aiizobytmnantomininrigpmna (12mn, ™ B
TeTparigpodypaHi) B atmocdepi asoty. OgepxaHum
pPO34MH 3anuLaloTb NOTIM HarpiBaTUCs A0 KiMHATHOI
TemnepaTtypu i nepemiwyioTe Npu UiN TemnepaTypi
npotarom 2 roavH. PeakuiiHy cymiw noTiMm
BUIMBaOTb Yy BOAHWMWA  po3dvH  1H  XOnogHoi
XNOPUCTOBOAHEBOT KMcnoTn (20mn). Yepes 1 roanHy

CyMill MignyroByloTb HaCUYEHUM BOOHWM PO3YMHOM
rigpoKcMay HaTpito, ekcTpantoTb eTunaueTaToM
(40mn). OpraHiyHuin Wwap BUAINAITL | BOOHUIA LWap
aani eKcTpanoTb eTunaueTaToMm (2x20mn).
OpraHiyHi ekcTpakTM o00'egHylOTb, CcywaTtb Hag
cynbaToM MarHito i KOHLUEHTPYITb Y BaKyyMmi,
O[IEPXKYIO4N BKasaHy B 3arofioBky Cronyky (221mr) y
Burnani 6inoi tBepaoi pevosuHn. T.nn. 188-189°C.
MC:430(MH™).

MopisHanbHWA Mpuknag 37

Emnosun  edip  3-{1-metnn-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bnipugnH-2-in]-1H-Hgon-
5-in} akpnnoBoi KNUCNOTH

TpuetnndocdoHoauetat (60mn) pogarTb npu
0°C po cycneHsii rigpuay Hatpito (22,4mr, 60%
Avcnepcis B MiHepanbHOMY Macri) B AMMEeTOKGeTaHi
(3mn). OpepkaHy CycneHsild NepemMilyioTb npu
KiMHaTHI TemnepaTypi npoTsarom 1 roguHu, AoaaTb
1-meTnn-3-[1-(tonyon-4-cynbcoHin)-1H-nipono([2,3-
b]nipnanH-2-in]-1H-iHoon-5«apbanbgerig [120mr,
nopiBHANbHWIA npuknag 36] B gumeTokcieTaHi (2vn) i
nepemillyBaHHS MNPOLOBKYIOTb MNPOTArOM 3 roauH.
PeakuinHy cymiw BunvBaloTb MNOTIM Yy BOAY i ABiui
ekcTparyioTe etunauetatom (30mn). MoTim o6'eaHaHI
OpraHiyHi  eKCcTpakTM MpOMMBalOTb  HaCUYeHUM
po34MHOM coni, nepea TuM, SK CywaTb Hag
cynbaToM MarHito, i NOTIM KOHLEHTPYIOTb Y BaKyyMmi,
OJEPXKYIoUM BKasaHy B 3arosfioBKy Cnonyky (126mr) y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 159-162°C.
MC: 500 (MH™).

MopiBHANbHUI MNprknag 38

(a) Emwnosun eddip 3-{1-metnn-3-[1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH-2-in}-1H-Hgon-
5-in}nponioHoBOI KMCNOTU

[o cycneHsii etunosoro edipy 3-{1-meTnn-3-[1-
(Tonyon-4-cynedoHin)-1H-nipono[2,3-bnipnanH-2-
in]-1H-ingon-5-injakpunosoi KNCNOTH [100mr,
nopiBHAnbHUA  npuknag 37] B TexHiYHOMY
MeTUbOBaHOMY cnupTi (25mMn) goparwTs nanagin
(15,7mr, 10% Ha akTuBoBaHomy Byrinmi). [loTim
ofepKaHy CycrneHsilo nepemiwyloTe B aTMmocdepi
BOAHIO NpoTsroM 16 roamH. PeakujiHy cymiw noTim
GinbTpyloTb  Yepe3 wap uenity i Qinbtpart
BMNapOBYIOTL Yy BakyyMi. OnepikaHy TBepay PeYOBUHY
po3tTupatloTe 3 BOAOW, iINbTPYOTL | cyuwaTb,
OJEPXKYIOUM BKa3aHy B 3arofloBKy Cnomnyky (92mr) y
Burnaai 6inoi TBepgoi pevosuHu. T.nn. 280-282°C.
MC: 502 (MH™).

(b) Oitoum aHanoriyHo npuknagy 38(a) suwe, ane
BMKOpMCTOBYIOUM  eTnn  3-[2-gumeTnnamiHo-5-(5H-
nipono[2,3-b]nipasnH-6-in)deHin]npon-2-eHoHaT
(nopiBHANbHUIA npuknag 47), oaepxytloTe etun 3-[2-
anmMeTunamiHo-5-(5H-nipono[2,3-b]nipasuH-6-
in)deHin]nponioHaT y BUMMsA4i CMONMCTOI OpaHXeBoi
pPEYOBUHU, SIKY BUKOPUCTOBYIOTL 6Ge3nocepefHb0o B
HacTynHii peakuii. '"H AMP [(CD3)2SO]: & 8,33 (1H,
c); 8,17 (1H, c); 7,94 (1H, c); 7,82 (1H, g, J=8,4Tu);
7,20 (1H, a, J=8,4"y); 7,03 (1H, c); 4,07 (2H, ks,
J=76lu); 3,38 (2H, 1, J=7,1Tu); 3,00 (2H, T,
J=7,1T"u); 2,70 (6H, c); 1,19 (3H, 1, J=7,1T"uL).

MopisHanbHWA Mpuknag 39

4-meTtokeun-2-(5-meTokci-1H-ingon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH

Hitoun aHanoriyHo npvknagy 18, ane
BukopuctoBytoun  2-(1-N-TpeT-6yTrnokcrkapboHin-5-
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meTokci-1H-inpgon-3-in)4-meToken-1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH  (NopiBHANBHWIA
npuknag 40), ogepkyloTb BKasaHy B 3arorfioBky
CMONYKY Yy BWUIMSAAI XXOBTO-KOPUYHEBOT TBEpAOi
peyoBuHu. BEPX (Cnoci6 A): R1=8,49x8. MC:448
(MH™).

MopiBHanbHWA Mpuknag 40

2-(1-TpeT-6yTnnokcukap6oHin-5-vietokci-1H-
iHoon-3-n)-4-veTtokcn-1-(Tonyon-4-cynbgoHin)-1H-
nipono[2,3-blnipnanH

Po3unH, wo nepewmiwyeTbcs, AiisonponinamiHy
(0,21mn) B TeTparigpodypaHi (5mn), npu -70°C i B
atmocdepi  asoTy 006pobnsTe PO3YMHOM  H-
6ymnnitito B rekcanax (0,6mn, 2,5M) npotarom 5x8.,
NiATPYMYIOYM NPY LbOMY TeMNepaTypy Huxue -65°C.
Micns nepemiwyBaHHs MNpoTaroM 1 rogvHU Cymill
popatotb, npu -30°C, g0 po3unHy 4-meTtokcm-1-(1-
Tonyon-4-cynesgoHin)-1H-nipono[2,3-bnipnanHy
(nopiBHANBHMUIA npuknag 41, 280mr) B
TeTparigpodypaHi (10mn), nigTpuMyroum nNpu UbOMY
Temnepatypy Hwxk4ye -25°C. [llpotarom 1 roanHuW
po3uuMHy datoTb Harpituce Ao -15°C, nicna 4yoro
AoJatoTb pPo3ynH XNOpUAY LMHKY B TeTparigpodypaHi
(2,8mn, 0,5M), migTpumytoum TemnepaTypy HwxX4Ye
10°C. Yepes 30xB. peakuiiHy cymiw obpobnsTs
TeTpakuc(tpudpeHindgocdin)nanagiem [0] (54mr) i
TpeT-6ytmnosMm  ckrnagHuMm  edgipom  3-6pom-5-
MeTOoKCiiHAoMN-1«kapboHOoBOI KUCMOTU (MOPIBHAMbHWA
npuknag 11(@), 152mr) i nepemiwytots npu 60°C
npotarom 16 rogumH, noTiM 06pobnsalT> BOAOH
(30mn).  Cymiw  ekcTparyioTb eTnnaueTaTom
(3x25mn). OBG'egHaHi opraHiyHi dpakLjii npomumBaTs
HaCU4eHMM po34MHOM coni (2x15mn), cywaTts Hag
cynbaToM MarHito i NOTIM BMNApOBYOTb. 3amnuLLOK
nigoaroTs  drew-xpomatorpadii  Ha  cunikareni,
enoyM CyMilIWI eTunaueTtaty i neHTtaHy (1:1,
06./06.), ogepxyloumM BKasaHy B 3arofloBKy CMOMyKY
(45wmr) y Burnagi niHm 6inoro koneopy. TWX RF=0,34
(ewnauetat/nmeHtan: 1/1). BEPX (Cnoci6 A):
R1=9,72x8.

MopieHanbHWIA Mpuknag, 41

4-MeTokcu-1-(1-tonyon-4-cynbdoHin)-1H-
nipono[2,3-blnipnanH

Cnoci6 A:  Cymiw  4-HiTpo-1-(1-TONYyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuanHy [nopiBHANbHWIA
npuknag 9(b), 0,77 r] i 6e3B0gHOrMO
anMmeTtundopmamigy (25mn) 06pobnsatoTs
MeTokcuaom HaTtpito (0,17r) i nepemiwytots npu 50°C
npotarom 16 rogwH. [loTim popalTs AoJaTkoBy
nopujto metokcnay Hatpito (0,085r) i nepemilyBaHHSA
NPOAOBKYIOTb NpOTArom 8 roauH, noTim
anmeTundopmamig BUoansatoTe Y BakyyMi. 3anuiuok
po3unHAloTe B eTunauetati (100mn) i npomuBaoTs
CcymilLLlo BoAa/HacuyeHun poddmH coni (1/1, 60mn).
OpraHiyHy YacTUHY cylwaTb Haf cynbdaToM MarHito i
noTim BuUNapoBylTb. 3anulLOK nigaawTs  dnew-
xpomaTtorpadii Ha cunikareni, €Y
eTvnaueTaTtom i OJepXKylouM BKasaHy B 3aronioBKy
CMONYKY y BWMMSAAI KpemoBOi TBepAoi peyvoBUHW.
BEPX: R1=9,73x8. 'H AMP [(CD3).SOJ: & 8,22 (1H, o,
J=8,2l'u); 7,9 (2H, @, J=9,4lu); 7,71 (1H, g,
J=3,5l"u); 7,39 (2H, A, J=9,4lu); 6,89 (1H, g,
J=8,2l'y); 6,72 (1H, A, J=3,5I'y); 3,93 (3H, c); 2,30
(3H, c).
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Cnocio B: Oo 4-xnop-1H-nipono[2,3-blnipuanny
[2,3r, nopiBHAMbHMI npuknag 64] B aBTOKnasi 3
Heipxasitoyoi cTani AodatoTb rigpokena Hatpito (2r) i
MeTaHon (40mn). ABTOKNaB repmMeTu3yioTb i
HarpiBatotb npu 170°C npotarom 8 roauH. Micna
oxonoaxyeaHHa popatTe Bogy (100mn) i cymiw

HEeNTpanisayloTb, AoJalyn HaanuMwok TabneTok
TBEPAOIro niokengy — Byrmewo (30r). Micna
KOHLUEHTPYBAHHA OO0 CycneHsii i inbTpyBaHHSA
3anuuwok  npomuBatoTs A4 Bogol  (5mn),

ofjepxytoum 4-metokcu-1H-niporno[2,3-blnipnavH  y
BumMAAi TBepaoi pevosuHn. o cymiwi 4-meTokcun-1H-
nipono[2,3-bJnipuamHy (5,85r) B Tonyoni (150mn) i
Boau (150mn) pogatoTb TabneTku rigpokcuay Karito
(2,5r), 4-memunbeHsoncynbgoHinxnopua (7,53r) i
rigpocynbdat TeTpa-H-Oytnnamosnito (0,02r). Cymiw
nepemilwyloTb NpW KiMHaTHIA TemnepaTypi NpoTArom
20 roguH, nNOTIM 4YOTUPM pasn  ekcTparyioTb
etnnauetatom  (100mn). O6'egHaHi  opraHiyHi
€KCTpaKTW KOHLEHTPYIOTb i NoTiM miggatoTb dneL-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIIO
eTunaueTaty i rentaHy (35:65, 06./06.), ooepxyroun
BKa3aHy B 3arofioBKy Conyky y Burnsai 6inoi tsepaoi
pPEeYoBUHMN.

MopisHAnbHWI MNpuknapg, 42

4-®eHin-1H-nipono[2,3-b]nipnavH

CycneHsito TeTpadropbopaty 1-(2,6-gumetnn-
1,4-purigponipuanH-4-ox)-1H-nipono[2,3-blnipuauHito
(nopisHAnbHWA npuknag 43,1r) B TeTparigpodypaHi
(100mn1) 06p0o6NATE PO3UNHOM cheHinmarHinbpomigy
B TeTparigpodypaHi (9,6mn, 1M), nepemiwyiote npu
KIMHaTHIn TemnepaTypi NpoTAromMm 72 roaMH nepea
pogasaHHam Bogu  (100Mn) i TeTparigpodypaH
BMAAnNATE Yy BaKyyMmi. 3anuwiok ekcTparylotb
xnopogopmoMm  (3x100mn) i ob'egHaHi  opraHiyHi
eKCTpaKTM cywaTb Hajh cynbdaToM HaTtpilo i
BMMNapOBYIOTb. 3anuLiok nigaatoTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMiLULLIO
anxnopmeTtaHy i meTaHony  (99:1 06./06.),
O[IEPXKYIOUM BKasaHy B 3arofioBky cnonyky (83mr) y
Burnaai 6inoi TBepaoi pevosuHu. MC: 195(MH+). H
AMP [(CD3)2SQOJ: 6 8,27 (1H, a, J=4,1Tu); 7,78 (2H,
a, J=8,2l'y); 7,57 (3H, m); 7,48 (1H, T, J=8,2I'y); 7,19
(1H, g, J=3,5I'u); 6,60 (1H, c).

MopiBHAnbHWUI MNMprknag 43

TetpadropbopaTt 1-(2,6-gumetvn-1,4-
avrigponipuanH-4-oH)-1H-nipono[2,3-blnipuaunHito
Cymiww etun 0-2,4,6-

TpumeTuncynbgoHinaueTorinpokcamaty (28,5r) B
nepxnopkucnoTi (160mn, 70%) nepemiwyiots npu
KiIMHaTHIM TemnepaTypi NpOTAroM 2 roAuH, MNOTIM
pofatTs auxnopmeTaH (30mn). Cymiw BunmBatloTb
Ha cymiw nig/Boga (1 niTp) i WBMAKO ekcTparnyioTb
Tpuyi gnxnopmetaHom (100mn). OB'egHaHi opraHiyHi
dpakuii gsidi NpoMMBaKOTb HACUYEHUM PO3YMHOM
coni (100mn) i cywaTtb Hag cynbdatom HaTpito. MoTim
OpraHiYyHy 4YacTVHYy MOBIMIbHO [OAAKTb OO0 PO3UYMHY
1H-nipono[2,3-blnipnavHy (11,8r) B AMxnopmeTaHi
(100mm). Micna QinbTpyBaHHA odepkyoTb 2,4,6-
TpuMeTundeHincynbgoHat  1-amiHo-1H-nipono[2,3-
blnipuaunHito, skmin BUKopuCTOBYIOTL Ge3nocepeaHbo
Ha HaCTyMHin cTagii.

Cymiw  2,4,6-TpumetundpeHincynscgoHaty  1-
amiHo-1H-niporno([2,3-b]nipuawnHito (16,6r) i 3-aueTnn-
6-metnn-2H-nipanH-2,4(3H)aiony (8,8r) B
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KOHLEHTPOBaHI XIMOPUCTOBOAHEBIN KWcnoTi (40mn)
nepemiwyloT  NpU  KAM'ATIHHI ~ 3i  3BOPOTHMM
XONOAWUMBbHUKOM  MNpOTAroM 4 roguH,  NOTiM
OXONOMKYIOTb | KOHLEHTPYIOTb Y Bakyymi. 3anuuiok
po3uMHsATL B eTaHoni (30mn), posbaenswm
pO34YnHOM TeTpadpTopOOPHOT KUCMOTU B AieTUIIOBOMY
edipi (54% 06./06., 30Mn) i NepemiwyloTb NPOTSArOM
1 roavHn npu KiMHaTHIM TemnepaTypi. [licna
diNbTPYBaHHA OAEPXKYIOTb BKasaHy B 3arorioBky
cnonyky (15,0r) y eurnsai 6inoi TBepaoi peyoBuHM.
T.nn. 247-248°C. "H AMP [(CD3)2SO]: 5 9,24 (1H, g,
J=7,5I'u); 9,13 (H, A, J=7,5T'u); 8,08 (1H, g, J=4,2I"u);
7,93 (1H, 7, J=7,5Tu); 7,22 (1H, A, J=4,2l'y); 6,83
(2H, c); 1,96 (6H, c).

MopisHanbHWA MNpuknag 44

(a) anmetun-1,1-gpmkapbokcunat 3-[6-(4-TpeT-
6ymndeHin-5H-nipono[2,3-b]nipasvH-7-
injnponioHogoi 1,1-gukncnoTn

0o po3umHy gumetnnmanoHaty (1,3r) B N-
MetunniponiguHoHi (30mn) npu 0°C B aTtmocdepi
asoTty gopatoTb rigpug Hatpito (0,39r). Yepes 10xs.
nopatTb PO34MH [6-(4-TpeT-6yTUNdeHin-5H-
niposo[2,3-b]nipasnH-7-
injMeTMNTpUMeETUNaMOoHIoanay [1,12r,
nopiBHANbHUM npuknag 45(a)], peakuinHy cymiw
HarpiBatoTb 40 KiMHaTHOT TemnepaTypu i 3anuLiatoTb
nepemMiwyBatMcb npotarom 3 roauH. PeakuivHy
cymiw BunuBakTe Yy Bogy (200mn) i Tpwuui
ekcTparyioTe etunauetatom (100mn). OB6'egHaHi
opraHivHi gpakuii cywatbs Hag cynbdaTtoM MarHito i
noTiM BUNAPOBYIOTb. 3anuwok niggarTs  dneL-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIO
etunauetaty i neHTtaHy (1:1, 06./06.), ogoepxyroun
BKa3aHy B 3arorioBKy Cnomyky (0,5r) y Burnsgi 6inoi
TBepgoi peyosunHn. H AMP (CDClz): & 9,48 (1H, c);
8,42 (1H, c); 8,16 (1H, c); 7,64 (2H, g, J=9,0T"u); 7,58
(2H, @, J=9,0l'u); 4,45 (1H, T, J=8,2I'u); 3,63 (2H, g,
J=8,2I'n); 3,58 (6H, c); 1,40 (9H, c).

(b) Oitoun aHarnoriyHO MOPIBHAMBHOMY MpuUKNagy
44(a) Buwe, ane BuKopucToByoun  [6-(4-(1-
MeTun)eTtoken )deHin-5H-nipono[2,3-b]nipasnH-7-
injlMetTunTpuMeTUNn  amoHinnoang  [MOpiBHAMbHWA
npuknag 45(b)], OfEePXKYI0Tb anvetnn-1,1-
avkapbokeunat  3-[6-(4-(1-meTun)eTokcudpeHin)-5H-
nipono[2,3-b]nipasnH-7-injnponioHoBoi 1,1-ankmMcnoTm
y Bumsagi 6exesoi TBeppoi pevosuHu. MC: 398
(MH"). "H SIMP (CDCl3): & 10,1 (wc, 1H); 8,41 (a, 1H,
J=2,3ru); 8,16 (@, 1H, J=2,3Mu); 7,62 (4, 2H,
J=8,21Tu); 7,03 (4, 2H, J=8,20Iy); 4,64 (M, 1H); 4,45
(r, 1H); 3,78 (A, 1H); 3,60 (c, 6H); 1,41 (g, 6H,
J=4,41Tu).

(c) Oitoum aHamoriyHoO MOPIBHANBHOMY NMpuUKNagy
44(a) BuLle, ane BUKOPUCTOBYOUM [6-(4-dTopdeHin)-
5H-nipono([2,3-b]nipasun-7-injmetnn-
TPUMEeTUNaMoHInoang,  [MOpPIBHASMBHMA  NpUKnag
45(c)], opepxkytote anmeTun-1,1-gukapbokcunat 3-[6-
(4-dropcbeHin)-5H-nipono[2,3-bjnipa3uH-7-
injnponioHoBoi 1,1-AvKUCNOTA Yy BUMMAAI He 30BCIM
6inoi TBEpAOT pe4OBUHN. H amP OMCO 12,2 (c, 1H);
8,4 (g, 1H); 8,2 (m, 1H); 7,8 (a, 2H); 7,4 (o, 2H); 4,4
(1, 1H); 3,7 (c, 6H); 3,6 (@, 2H). MC: 357 (MH™).

(d) Oitoun aHanoriyHo NOpPiBHANBHOMY NpuUKNagy
44(a) BuWe, ane  BUKOPMUCTOBYIOUU [6-(4-
MeTokcudpeHin)-5H-nipono[2,3-b]nipasuH-7-injvetun-
TPUMEeTUNaMoHIiMmoamMa  [MOPIBHAMBHUA  NpuUKrag

45(d)], opepxytote aumeTun-1,1-ankapbokcunat 3-[6-
(4-meTokcmgeHin)-5H-nipono[2,3-b]nipasuH-7-
injnpoToHoBOi 1,1-OMKMCNOTW Yy BUIMSAAI HE 30BCIM
6inoi Teepaoi pevoBuHn MC: 369 (MH™).

MopiBHAnbHUM MNprknag 45

(a) [6-(4-TpeT-6yTMndbeHin)-5H-nipono[2,3-
blnipasuH-7-injMeTMnTpUMETUN-amoHinioang,

Oo PO34MHY [6-(4-TpeT-6yTUndoeHin)-5H-
niposo[2,3-blnipasnH-7-injMetun-gumeTtunaminy [0,8r,
nopiBHANbHWA npwknag 46(a)] B TeTparigpodypaHi
(50mn) B amocdepi asoty npu 40°C popatom
Metunnoang (4,5mn). PeakuiitHy cymill nepemiluytoTe
npotarom 4 TrOAWH | PO3YMHHUK BUMAPOBYHOTH.
3anuwok postnpatots 3 Tonyornom (30mn) i cywatb y
BaKyyMi, O4epPXYouM BKa3aHy B 3arofioBKy CMOMYKY Y
BUrNAAI »KOBTOT TBEPAOI PEYOBUHM, AKY
BMKOPUCTOBYIOTb HeranHo  6e3  [o4aTKOBOrO
OUYULLIEHHS B HACTYMHI peakuyji.

(b) Oitoun aHamnoriyHO MOPIBHAMBHOMY MpuUKNagy
45(a) Buwe, ane BuKopucToBytouM  [6-(4-(1-
MeTun)eTtoken )eHin-5H-nipono[2,3-blnipasnH-7-
inlmeTnngumeTMnamin [nopiBHANBHUI npuknag
46(b)], opepxkyoTb [6-(4-(1-MeTun)eTokcu)eHin-5H-
nipono[2,3-b]nipasnH-7-
injlMeTunTpuMeTUNaMoHiiioama y eumsgi 6exesol
TBEPAOT PEYOBMHU, SKY BUKOPUCTOBYIOTE HeranHo 6e3
AOAATKOBOMO OYMLLEHHS.

(c) Aitoum aHanoriYHO MOPIBHAMBLHOMY NpuUKNagy
45(a) BuLLe, ane BUKopUCTOBYOUU [6-(4-dTopdeHin)-
5H-nipono[2,3-b]nipasunH-7-nlmeTunagumeTmnamin
[mopiBHaANbHUIA npuknag 46(c)], oaepxyioTb [6-(4-
drop cbeHin)-5H-nipono[2,3-bJnipasnH-7-
inlmeTunTpUmeTUNaMmoHinioang y BUMMAAI  KOBTOI
TBepaoi peuosnHu. 'H AMP [(CD3).SOJ: & 13,0 (c,
1H); 8,5 (g, 1H); 8,4 (a, 1H); 7,7 (A, 2H); 7,6 (a8, 2H);
3,1 (a, 2H); 2,9 (c, 9H). MC: 285 (MH").

(d) Oitoun aHamnoriyHO MOpPIBHAMBHOMY MpuUKNagy
45(a) BULLE, ane BMKOPUCTOBYHOUM [6-(4-
MeTokcmaeHin)-5H-niporno[2,3-b]nipasnH-7-n]metmn-
auMmeTvnamiH - [nopiBHAMbHMIA  npuknag — 46(d)]s
OLlEPXKYIOTb [6-(4-meTokcudpeHin)-5H-nipono[2,3-
blnipasuH-7-injmeTMnTpMMeETMNaMOHIioana y
BMMmMAAi He 30BciM 6inoi TBepaoi pedosunHu. MC: 297
(MH™).

MopiBHANbHUI MNprknag 46

(a) [6-(4-TpeT-6yTMndbeHin)-5H-niponol[2,3-
blnipasuH-7-inMeTungumeTunamii - 1o po3uuHy
anmeTunaminy (15mn 2M PO34NHU B
TeTparigpodypaHi) i ouTtoBoi kucnomm (0,45mn) npu
0°C popatote dopmanbgerig (2,25mn, 40% BogHWiA
po3umH). PeakuiiHy cymilw nepemilyloTe NpOTSAroM
10x8. JopatwTb po3unH 6-(4-TpeT-OytundeHin)-5H-
nipono[2,3-bJnipasnHy  [6,9r, npwknag 1(w)] B
TeTparigpodpypari  (400mn) i peakuinHy cymiw

3anuwanTb nepemillyBa TUCb npu KiMHaTHiIN
TemnepaTtypi npoTaroMm  Houdi  PeakuinHy cymiw
npomMuBaTb pO34YMHOM rigpokcmay — HaTpito,

HacWYeHMM PO3YMHOM COTli, CywlaTb Hag cynbdaTom
MarHito i BUNapoByloTb y Bakyymi. 3anuiiok nigaats
drew-xpomartorpadiii  Ha  cunikareni, enooYn
cymiwwo  TeTparigpodypaHy i metaHony (1:1,
06./06.), odepxyiouM BKasaHy B 3arofloBKy CMOMyKY
(0,8r) y Burnsagi xostoi TBepaoi peyosuHn. MC: 309
(MH™). BEPX (Cnoci6 A): Rt=1,93xs.
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(b) Oitoun aHamnoriyHO MOPIBHANBHOMY MpUKNagy
46(a) Buwe, ane  BUKOPUCTOBYOUM  6-[4-(1-
MeTun)eTokcmdeHin]-5H-nipono[2,3-bJnipasvH
[mpuknag 1 (aa)], OfepXKyIoTb 6-(4-(1-
MeTun)eTokcu)dpeHin-5H-niporno[2,3-b]nipasuH-7-
injMetungumeTunamii y Burnaai Gexesoi TBepaoi
pPEYOBUHU.

(c) Oitoum aHamnoriyHO MOpPIBHAMBHOMY NpuUKNaay
46 (a) BuLe, ane BUMKOPUCTOBYIOUM 6-(4-chropdheHin)-
5H-nipono([2,3-b]nipasuH [npuknag 1(ae)], ogepyotb
[6-(4-dpTropdheHin-5H-nipono([2,3-blnipasuH-7-
injMeungumeTunamiH 'y Burmaai He 3oBcim  Ginoi
TBEPAOI PEYvYOBMHU. H amP [(CD3)2SOJ: & 12,0 (c,
1H); 8,5 (A, 1H); 8,2 (n, 1H); 7,7 (A, 2H); 7,6 (a, 2H);
3,9 (g, 2H): 2,9 (c, 6H). MC: 270 (MH™).

(d) Oitoun aHanoriyHO NOpPIBHANBHOMY MpuUKNagy
46(a) BULLE, ane BMKOPUCTOBYHOUU 6-(4-

MeTokcudeHin)-5H-nipono[2,3-b]nipasuH [npuknag
1(af)], OLlEPXYI0Tb [6-(4-meTokcudpeHin-5H-
nipono[2,3-bJnipasnH-7-injMeTnngumeTnamiy y
BUIMsAi He 30BCiM 6inoi TBepaoi peyosuHu. MC: 282
(MH™).

MopisHanbHWA MNpuknag 47

Etun 3-[2-gumeTnnamino-5-(5H-nipono(2,3-

b]nipasuH-6-in)deHinjnpon-2-eHoHaT

Oo posunHy 6-(3-6pom-4-gumeTunamiHo)deHin-
5H-nipono[2,3-b]nipasuny [0,1r, NOPIBHAMBHWA
npuknag 48] B 6GessogHoMy AumeTundopmamig
(10mn) B peakTop LlUneHka popatom eTunakpunat
(0,25mn), auetat nanagio (ll) (0,05r), Tpm-(2-
metundpeHin)docdid (0,07r) i Tpnbytmnamin (0,8r).
PeakTop repmeTusylote i Harpisatom npu 9 5°C
nNpoTArom 24 roavH, NoTiM 3anuLaloTe BUCTOKOBATUCH
npu KiMHaTHIN TemnepaTypi NpoTArom Lwwe 24 roauvH.
PeakuiviHy cymiw racate  Bogow  (150mn) i
ekcTparyioTb eTunaueTtatom (100mn), npomwmBsaot
HacM4YeHMM pPO34YMHOM COfi i cywaTtb Hag cynbdaTom
MarHito. Micns KOHUEHTPYBaHHSA Y BaKyyMi ofepxXaHy
CMONly OpaHXeBOro  KOMbOpy po3TupawTb 3
TOMyonoMm, OAEPXKYIO4M BKa3aHy B 3arofloBKy CronyKy
y BumMagi oparxeBoi TBepaoi pevosuHu (0,04r).
TWX: Rf=0,46 (etunaueTar). 'H AMP [(CD3).SO]: ©
12,40 (1H, c); 8,38 (1H, c); 8,34 (1H, c); 8,02 (1H, A,
J=8,6l'y); 7,89 (1H, @, J=16,5I"u); 7,22 (1H, g,
J=8,6l"u); 7,19 (1H, c); 6,81 (1H, @, J=16,5I"u); 4,23
(2H, kB, J=7,1T'1); 2,78 (6H, c); 1,30 (3H, 7, J=7,1T"u).

MopiBHanbHWIA Mpuknag 48

6-(3-6pom-4-gumeTunamiHo)cpeHin-5H-
nipono[2,3-blnipasuH

o PO34uHY, Lo nepemiwyetocs,  4-
(aMmeTmnamiHo)6eH3oHiTpuny (2,19r) B xnopodopmi
(15mn) popatt  nipuavH  (1,2mn1) i kpanngmu
npotarom 45 xsunuH po3wH Gpomy (0,75mn) B
xnopocopmi (15mn). Micns 3aBepLlueHHs JoAaBaHHS
cymilw nepemiwyote npotarom we 30xB. PeakuinHy
cymiw po3basnsAwTs AMXIOPMETaHOM, MPOMUBAIOTL
BOAOK, HACUYEHMM PO3YMHOM COJi i BUNAPOBYIOTH,
oaepxytoun 3-6pom-4-gumeTnnaMiHobeH3OHITPUN 'y
BUIMAAI KOBTOrO Macna, $Ke po3ynHsAloTe B
TeTparigpodypaHi (25mn). Tum 4yacom, pPO3YuH, LIO
nepemiwyeTbCs,  Aiisonponinamivy  (2,7mn) B
TeTparigpodypaHi (50mn) npu -15°C i B atmMocdepi
asoTy 00pobnsiot  po3ynHOM  H-Oytunnitio B
rekcaHax (7,70mn, 2,5 M) npotarom 30xB.,
NigTPUMYIOuM Npu LUboMy TemnepaTypy Huxye -10°C.

Micna nepemiwyBaHHa npotarom 30 XBUNWH Cymill
06pobratoTe  MetunnipasuHom  (1,21r) npoTtsarom
15x8., NOTIM nepeMiwyoTs NpoTAroMm 1 roguHW.
Mpotarom 1 rogMHM podawTb PO3yYMH  3-6pom-4-
(aumeTunamiHo )beH3oHITPUIY, niaTpumMyroumn
Temnepatypy Hwxye -10°C. PeakuinHy cymiw
3anuwaloTb HarpiBaTMcs A0 KiMHATHOI TemnepaTtypu
NpoTAroM 2 rogyH, noTiM 3anuLialoTe BUCTOOBATUCH
nNpoOTAroM Houi, nNoTim obpobnsatoTe Bogoto (10mn).
TeTparigpodypaH BMAansaTb Y BakyyMi, ogepxxaHy
cymiw obpobnsatoTs cymiwio Boan i eTunaueTaTty
(1:1 06./06.) i cymiw nepemiwytoTs npoTarom 15xa.
OpepxaHui ocap BiAiNETPOBYIOTE | MPOMMBaTL
cymiwo Boga/etunauetat (1:1 06./06.), ogepxyroum
BKasaHy B 3arofioBKy CMOMNyKy Yy BWIMsAi >XOBTOI
TBEpPAOI peyoBuHu(1,0r). TWX: Rr=0,41
(emnauerar).

MopisHanbHWIA MNpuknapg 49

6-(3-TpeT-0yTngnmeTuncuninokcm-4-
MeTokcm)eHin-5H-niporo[2,3-blnipasuH

Po3uuH, wWwo nepemiwyeTbesa, AiisonponinamiHy
(3,6mn) B TeTparigpodypaHi (133mn), npu -15°C i B
aTMocdepi  asoTy, 06pobnAlT>  PO3YMHOM  H-
oymnnitito B rekcanax (11,21mn, 2,5M) npotsirom
30x8., NiATPMMYIOUN NPU LbOMY TEMMepaTypy HUXYE -
10°C. Micna nepemiwyBaHHs npoTsrom 30 XBUNWUH
cymiw  obpobnstTe  MetunnipasmHom  (2,04r)
npotarom 15x8., noTiM nepemiwyote npotarom 1
roaMHu i notim 06pobrsitoTb  po3unHoM  3-TpeT-
OyTmnanmeTuncuninokcm-4-veTokcnbeH3oHiTpuny
(5,71, nopiBHANLHMI Npuknag 50) B TeTpariapodypaHi
(20mn)  npotdarom 1 rOAVHKW,  MiATPYMYOYM
Temnepatypy Hwx4ye -10°C. PeakuiiHy cymiw
3anuwapTb HarpiBaTMCb, A0 KiMHATHOI TemnepaTtypu
nNpoTAromM 2 rofviH, NoTiM 3anulialTs BUCTOOBATUCH
NpoTSAroM Houi, NoTiM 06pobnstoTs Bogoto (10mm).
TeTtparigpodypaH BUOansioTe y Bakyymi i ogepxaHy
CyMill poO3nodindaiT MPK eTunauetaTtom i BOAOH.
[Ba wapu po3aindTs i BOAHWW LIap ekcTparnyloTb
etnnauetatom. OB6'egHaHi opraHiyHi dpakLuii cywaTtb
Hag cynbdaTtomM HaTpilo i BMNApOBYOTb. 3anuLLOK
nigoarots  drew-xpomatorpadii  Ha  cunikareni,
erioYM  CyMILLLLID  AMXIOpMeTaHy | MeTaHony
(32:1, 06./06.), ogepxytoum BkaszaHy B 3arorioBKy
crnonyky (1,62r) y Burmsagi >koBTo-KOpnU4HEBOT TBEpAO|
pPEeYoBMHUN, SKY BUKOPUCTOBYIOTL Ge3nocepeHbo Ha
HacTynHin cTapii. 'H AMP [(CD3),SOJ: & 8,12 (1H, c);
7,96 (1H, c); 7,44 (1H, @, J=8,2I'u); 7,33 (1H, c); 6,93
(1H, @, J=8,2T'u); 6,84 (1H, c); 3,63 (3H, c); 0,82 (9H,
c); 0,01 (6H, c).

MopiBHAnbHWUIA Mprknag 50

3-TpeT-6yTungumeTnncuninokcn-4-
METOKCUOEH30HITPUN

Po3uuH isosaniniHy (10,0r) B gumeTtnndopmamiai
(100mn) 06pob6nAOTL rigPOKCMIaMIHIAPOXIOPUAOM
(9,14r) i kunN'aTATL 3i 3BOPOTHMM XONOOUITLHMKOM
npotarom 1 rognHun. QumeTtnndopmamin Buaanstots
Npu 3HWKEHOMY TUCKY i 3anuLLOK pPO3MNoaiNndtoTb MK
eTunaueTtaToMm i BoAok. BoaHy dpakuito ekctparyioTb
eTnnaueTtaTom i ob'egHaHi opraHiyHi dpakuii cywaTtb
Hag cynbdaToM HaTpilo, KOHLEHTPYIOTb Y BaKyywmi,
OfEPXKYIOUN TBEPAY PEYOBKNHY KOPUYHEBOTO KOMbOPY,
AKY po34MHAOTL B TeTparigpodypaHi (200mn). Micna
06pobku rigpuaom HaTtpito (2,8r) peakuiiHy cymiw
nepemilyloTe NpU KIMHaTHIA TemnepaTypi npoTarom 1
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rOAMHMN. Hopatotb PO34MH TpeT-
OyTnanmeTuncuninxnopuay (10,9r) B
TeTparigpodypari (50mn) i cymiw nepemiwyioTs B
aTtMmocdepi asoTy  NpoTsroMm HOMi. Cymiww
pO3NoAiNATe MPK BOAOK | AieTMnosuM eqipoMm.
OpraHiyHMn  ekCTpakT cywaTb Hag cynbdaTom
HaTpilo, KOHUEHTPYIOTb Y BakyyMi i nigaatoTb dneLwu-
xpoMmaTorpadii Ha cunikareni, enYM CyMILlLLIO
neHTany i amxnopmeTtaHy (1:3, 06./00.), ogepxyroum
BKasaHy B 3aronoeky cnonyky (14,7r) y surmnsagi
6e36apBHOro macna, sike BUKOPUCTOBYOTb HEFaNHO B
HaCTYMHIN peakuii. H amP [(CD3)2S0O]: 6 7,30 (1H, g,
J=8,0l"u); 7,11 (1H, c); 7,01 (1H, c); 3,70 (3H, c); 0,81
(9H, c); 0,01 (6H, c).

MopisHanbHWIA Mpuknag, 51

4-(1-meTnn)eToKeMBbEH3OHITPUN

Po3unH 4-uiaHoBeH3ony (1r) B
rekcameTtuneHteTpamiHi (10Mn) nepemiwyiots npu
KiMHaTHIN TemnepaTypi OO poO34iHeHHs. [loTim
pofaTb 25% BogHWW rigpokeun HaTtpito (2,7mn) i
O[EPKaHUN PO3YMH NEepemilyioTb Npu  KiIMHATHIRA
Temnepatypi npotarom 30 xBunuH. Kpannamm
popjatTs 1-metunemwnoang (5,71r) i ogepxaHun
pO34MH MepeMilyloTb MNpuU KiMHaTHIN TemnepaTtypi
npoTarom 5 roguH, NOoTiM BUNMBaT y BoAdy (30Mn).
Cymiw ekcTtparyiotb Tpudi etunauvetatom (30mn) i
ob'edHaHi opraHiYHi ekcTpakT! NPOMMBAaKOTbL BOAOHD,
NoTiM HaCM4YEeHUM PO3YMHOM COnNi, NOTIM CywaTb Hazg
cynbaToOM MarHito i NoTiM BMMAPOBYOTL. 3anuLIOK
niggalTs  drnew-xpomatorpadiii  Ha  cunikareni,
enioyM  Ccymiwwo etvnaueTaty i rentaHy (1:1,
06./06.), ogepxytoun BKasaHy B 3arosioBKy CMOMyKYy
(1,2r) y Burnsgi 6inoi TBepaoi pevosuHu. MC: 162
(MH™). H AMP [(CD3)2S0]: 6 7,58 (a4, 2H, J=8,12I"L);
6,84 (g, 2H, J=8,12l'u); 4,62 (m, 1H); 1,38 (4, 6H,
J=5,4T"u).

MopiBHanbHWIA MNpuknag 52

1H-5-uiaHO-1-MeTUN-2-(MeTUNTIO)iMigason

Po3unH 1H-1-meTun-2-(veTnnTio)imigason-5-
kapbokcanbgerigy (0,76r) [nopiBHANBHWIA nNpuknag
53(a)] B awmetundopmamiai (15mn) obpobnsiot
riApOKCUMIaMiHrigpOXITOPUAOM (0,68r). Cymiw
KUN'aTaTb 3i 3BOPOTHUM XONOAUIBbHMKOM MpPOTAroMm 4
roavH, OXONoKYITb [0 KiMHaTHOI TemnepaTtypu i
BMNMMBalOTL y Body. [opawTb emmnauertar i
OpraHiyHMii Wwap npomMmBalOTb BOAOK, HACUYEHUM
pPO34YMHOM COfi, CyllaTb Hag cynbdgaToM MarHito i
BMMapOBYIOTb, OAEPXKYHYM BKasaHy B 3arorioBky
cnonyy (0,47r) y Bumagi 6exesoi TBepadoi
peYvYoBMHUN, SKY BUKOPUCTOBYIOTb 06e3 [04aTKoBOro
ounweHHa. T.nn. 115°C. MC: 154 (MH™).

MopisHanbHWIA MNpyknag 53

(a) 1H-1-meTun-2-(MeTnnTio)imigason-5-
kapbokcanbaerig

Po3unH, wo nepemiwyetbcsa, 1H-1-vetun-2-
(metunTio)imigason-5-inmeTaHony (8,1r)

[mopiBHAnbHMIT npuknag 54] | Aiokcua mapraHuo
(28,97r) B pguxnopmeTaHi (160mn) knn'ataTe  3i
3BOPOTHVM  XONOAWMNBHUKOM  MPOTAroM 7  TOAMH.
PeakuiiHy cymiwl OxonomkyloTe A0  KiMHATHOI
Temnepatypu i iNbTpyloTb 4Yepesd wap ueniTy.
[nxnopmeTaH BYMNapoOBYIOTb, OAEPXYOUM BKasaHy B
3aronoBKy cronyky (6,61r) y Burnsgi >xoBToi TBepAOi
PEYOBUHU, IKY BUKOPUCTOBYIOTb HEraMHO B HACTYMHIN
peakuii.

(b) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpUKNagy
53(a) Buwe, ane BUKOpPUCTOBYHOUM 1-MeTUN-5-
eHinnipason-3-inmeTtaHon [NOPIBHAMBHWA MpuKrag
66], OfepXKyloTb 1-meTnn-5-cpeHinnipason-3-
kapbanbgerig. T.nn. 106-108°C.

MopisHanbHWA Mpuknag 54

1H-1-vwetnn-2-(MeTnnTIO)iMiaason-5-inmeTaHon

o cycneHasii, wo nepemiwyetbca, 1H-1-meTun-2-
(tio)imigason-5-inmeTaHony  (5r)  [nopiBHAMBHMUNA
npuknag 55] B metaHoni (500mn) kpannsmn gogaTs
pO3yuH rigpokcugy Hatpito (36Mn) npu  KiMHaATHIN
Temnepartypi. CycneHsito nepemilytoTb Npu KiMHaTHIN
Temnepatypi npotsarom 10x8. Kpannsamu popatots
noamMeTaH i nepemillyBaHHA NPOJOBXKYIOTb MPOTAroM
12 rogwH. lMicna BynNapoByBaHHS MeTaHONy 3anmLIoK
pO34MHAOTL B OWXIIOPMETaHi i JofalTb  Boay.
OpraHiyHnn Wwap npoMuBalTb BOAOK, HACUYEHUM
PO34YMHOM COfli, CyllaTb Hag cynbdgaToM MarHito i
BMNapOBYIOTb. 3anuLIoK KpucTaniayloTe 3  edipy,
OJEPXKYIOUM BKalaHy B 3aronoBKy Cronyky (4,3r) y
Burnsai 6inoi 1Bepaoi peyosuHmn. T.nn. 51°C.

MopiBHAnbHWUIA MNprknag 55

1H-1-meTun-2-(tio)imigazon-5-inmetaHon

Cymiw 12,8r gumepa pgurigpokciaueTtoHy, 20,71
TiouiaHaTy kanito i 12,4r meTunamiHy gogatoTe A0
po3unHy 16mn ouToBoi kucnot i 100mn GyraHony.
OpepxaHy cyMmiw 6inoro Komnbopy nepeMilyioTb
npotarom 70 rogwH, micnga 4oro ii cycneHAyloTb B
50mMn  Bogu i inbTpyloTe. TBepay 4YacTuHY
npoMmuBalTe Bogok (60mn), noTiM AgieTnosum
edipom (60mn) i cywaTtb y BaKkyymi, OAEPXYHO4M
BKasaHy B 3arofioBky cnonyky (16r) y surmsagi 6inoi
TBEpAOI pevoBmHU. T.nn. 204°C.

MopiBHANbHWUI MNprknag 56

(a) 3-uiaHo-1-veTun-1H-ingason

lapvwa Hatpito (0,371, 60% paucnepcia B
MiHepanbHOMY Macni) JoAakwTe OO po34dMHy 3-LiaHo-
1H-iHgasony (1,20r, nopiBHAMbHMIA Npuknag 57) B
6e3BogHOMY anmeTtnndopmamigi (30mn) B
aTtMocdepi a3oTy Npu KiMHaTHIN TemnepaTypi. CymiL
3anvwalnTb MepemillyBaTMCb MNpPOTAroM 1 roauvHu,
notim obpobratTe metunhogngom  (0,85mn) i
nepemillyBaHHA NPOAOBXYIOTb NPOTAromM 1 rogvHu.
PeakuinHy cymiw BunueatoTe NOTiM B Cymill nia/soaa
(15mn). Teepoy 4acTuHy, WO BMNana B ocag,
BiAINbTPOBYIO Tb, NOTIM MPOMMBAKOTL BOLOH i MOTIM
cywaTb, OOEPXKYIOUM BKasaHy B 3arofloBKy CMONyKy
(0,80r) y Burnsgi 6exesoi TBepAOi pevyoBUHWU. T.nn.
73°C. 'H AMP [(CD3),SO]: & 7,91 (m, 2H); 7,60 (T,
1H); 7,42 (1, 1H); 4,21 (c, 3H).

(b) Hitoun aHarnoriyHo NOpPIBHANBHOMY NpuUKNagy
56(a) Buwe, ane BUKOPUCTOBYOUM 3-LiiaHO-4-cbeHin-
1H-nipon [nopiBHANBHUIA npuknag 58], ogepxytoTb 3-
uiaHo-1-veTnn-4-geHin-1H-nipon.

(c) Oitoum aHanoriyHO MOPIBHAMBLHOMY MpuUKNagy
56(a) BuLe, ane BukopucToBytoun 2-coeHin-1H-nipon-
3-kapO6oHiTpun, ogepxaHum 3a cnocobom, OnMcaHUm
[ILA, Benages et al., J. Org. Chem. (1978), 43(22),
4273-6], opepxyioTb 1-meTun-2-ceHin-1H-nipon-3-
KapboHITPMN y BUMSAI Macna pOoXeBOro KONbopy.
TWX: RF=0,86 (eTunaueTat/auxnopmeTaH, 1:1).

(d) Hitoun aHarnoriyHo NOpPiBHANBHOMY NpuUKNagy
56 (a) Buwe, ane BukopucTtoByounM 5-metun-1H-
nipon-3-«kapboHiTpun, ogepxaHui 3a crnocobom,
onucaHum [A. Padwa et al.,, J. Am. Chem. Soc.
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(1986), 108(21), 6739-46], opepxytots 1,5-gumeTnn-
1H-nipon-3-«ap6boHiTpun y BUrMAAiI XOBTOI TBEpAOi
pEeYOoBUHU. T.nn. 54°C. TLWX: RF=0,50
(etvnaueTaT/umknorekcaH, 1:1).

(e) Oitoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
56(a), ane BukopuctoBytoun 4-metun-1H-nipon-3-
KapOOoHITPUN, oaepKkaHnin 3a cnocoboM, onucaHum [A.
R. Katritzky et al, Heterocycles (1997), 44, 67-70],
ogepxytots 1,4-gumeTnn-1H-nipon-3-«kapboHitTpun y
BUrMSgi XXOBTOrO macna. TLWX: RF=0,64
(etvnaueTaT/umknorekcaH, 1:1).

MopisHanbHWA MNpuknag 57

3-uiaHo-1H-iHaason

Po3uunH o-amiHo6eHsunuiaHigy (0,5r) B 1H. BoAHIn
XNOPUCTOBOAHEBIW KucrnoTi (9,6mMn) o6pobratoTs 1H.
BOAHMM PO3YMHOM HITpUTY HaTpito (3,85mn). Micna
nepemillyBaHHS npu  KiMHaTHin ~ TemnepaTypi
npotarom 15xB. peakuiiHy cymiw QinbTPYIOTb.
TBepay 4YacTVHY MepeKkpucTani3oByloTb 3 eTaHomy,
OfEepXKylouM BkasaHy B 3aronoBky crionyky (0,4r) y
BUIMSAI XOBTOI TBepAoi peyosuHu. T.nn. 138-140°C.
'H AMP [(CD3);SOJ: & 7,89 (@, 1H, J=7,7T'0); 7,76 (A,
1H,3=7,9lu); 7,48 (1, 1H); 7,41 (7, H).

MopiBHanbHWY Mpuknag 58

3-uiaHo-4-deHin-1H-nipon

Po3unH LUUHaMOHITpUny (16,53r) i
(mnapaTonyoncynbdoHin)MeTunisouianiay  (25r) B
cymiwi edipy i gumetuncynsdokengy (450mn, 2:1)
JoJalTb Kpannamu A0 cycneHsii rigpuay HaTtpito
(6,14r, 60% mucnepcis B MiHepanbHOMY Macni), Lo
nepemiwyeTocsa, B edipi (50mn). BigbyBaeTtbcs
ek3oTepMmiyHa peakuis. PeakuiiHy cymiw noTim
nepemilyloTb NpU KIMHaTHIA TemnepaTypi NPOTArom 2
roavH, notim posbaensawts Bogot (500Mn) i cymiw
Tpuyi  ekcTparylote  edhipom  (250mn). O6'egHaHi
€eKCTpaKTW MPOMMBalOTb HaCUYEHWM PO3YMHOM COfi,
noTiMm cywaTtb Haj cynbdaToM MarHito i noTiM
BMMapPOBYIOTb. 3anuLiok nigaarTs xpoMmaTtorpadii Ha
GQinbTpi, Ha wWwapi p[iokeuay KpemHito, enioyn
cymiwo etunauetaty i neHTaHy (1n, 1:4, 06./06.), a
noTim cymiwio etunauertaTy i neHTaHy (2n, 2:3,
06./06.). ®pakuji, WO MicTATb NOTPiGHY peyvoBUHY,
BMNApPOBYIOTb | 3anMLWOK CyCNeHAYlTb B MeHTaHi
(500mn) npu nepemiwyBaHHi, NOTIM QiINbTPYIOTb,
OAEPXKYIOUN BKa3aHy B 3arofioBKY CMOMYKY y BUMMAA
TBEpAoi peyosmHu. T.nn. 120-122°C. MC: 167 (MH™).

MopieHansHWA Mpuknag 59

4-Mipa3uHin-1-6yTeH

PosunH niTingiisonponinamiHy [ogepxanun 3
po3unHy O6yrunnitito B rekcaHax (100mn, 2,5m) i
giizonponinaminy (25,3r) npu -35°C] o6pob6nsiotb
po34nMHOM 2-MeTunnipasuHy (23,5r) B 6e3BogHOMY
Tetparigpodpypari  (300mn) npm  -20°C. Cymiw
nepemiwytots npu -20°C npoTtarom 1 rogMHu, nNoTim
oxonoaxytTs fo -78°C i o6pobnsTs po3YnMHOM
anind6pomigy (30,8r) B 6e3BogHOMY TeTparigpodypaHi
(300mn). Cymiw  HarpiBalo®  go  KiMHaTHOI
TemnepaTtypu i nepemiwyioTe Npu UiN TemnepaTypi
NPOTAroM 2 roAuH, NOTIM 3anuwalTb Ha HiY | NOTiM
06po6rA0TE HACMYEHM PO3YMHOM XITOPUAY aMOHit0
(50mn), notim Bogoto (200mn). MoTimM cymiw ABivi
ekctparyioTb egipom (200mn). OG'egHaHi ekcTpakTn
cywaTtb Hag cyrnbdaToM MarHito, noTiM BUMapOBYIOTh.
3anuLoK neperaHsOTb, OAEPKYIOYM BKasaHy B

3aronoBky cnonyky (22r) y surnagi 6esbapsHoro
macna. Temnepartypa kuniHHs 70°C/1mm pT.CT.
MopisHAnbHWM Mpuknag 60
2-[5-(nipngnH-4-in)-1-vetmn-1H-iHgon-3-n]-1-
(Tonyon-4-cynbdoHin)-1H-niporo[2,3-b]nipnawH
Cymiw 2-[5-(1-6eH3nnokcnkap6boHin-1,2,5,6-
TeTparigponipuanH-4-in)-1-metun-1H-ingon-3-inj-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanHy
(1,71, nopiBHANMLHUA npuknag 61), etaHony (53mn) i
nanapito-Ha-syrnedui (0,35r)  nepemiwwyoTb y
NPUCYTHOCTI BOAHKO NpoTAroM 4 roAwH, MoTiM
3anuwanTb BMCTOOBaTUCH npuv KiMHaTHIn
TemnepaTtypi MpoTAroM Hodi. Yepe3 geHb fopatots
AoAaTKoBY KinbKicTe nanagjto-Ha-syrneui (0,18r, 10%)
i nepemiwyBaHHSA NPOAOBXYOTb Y MPUCYTHOCTI BOAHIO
npotarom we 8 roauH. MNicna CTOSHHSA Npu KiIMHaTHIR
TemnepaTtypi npoTarom 4 AHIB peakuiiHy cymiw
dinbTpytoTe Yepes Hyflo i inbTpyBanbHUN KOPXKUK
nobpe npomueatoTe eTaHonom. O6'egHaHi GinbTparT i
npoMumBHI  pakuii 06pobrA0TL, BMKOPUCTOBYHOHM
nanagiv-Ha-syrmeui (0,35r), i cymiw nepemiwyioTs y
npucytHocTi BogHto. Cymiw hinbTpytoTe Yepes Hyflo i
ocag Ha ¢inbTpi Aobpe npomMuBalT E€TaHOJIOM.
O6'egHaHi dinbTpat i NPOMMUBHi dpakuii
BMMApOBYIOTb | 3anuwok  niagawnTs  dnew-
xpomaTorpadii Ha cunikareni, enYM CyMiLlLLIIO
etunauetaty i neHtaHy (4:1, 06./06.), ogepxyroun
BKasaHy B 3arofioBKy CMOMyKy Yy BWUMMsA4i CBIiTno-
KOpu4HeBoi TBepAoi peyoBuHu. T.nn. 82-85°C.
MopiBHanbHWUM Mpuknag 61
2-[5-(1-6eH3un okcvkapboHin-1,2,5,6-
TeTparigponipnanH-4-in)-1-metun-1H-ingon-3-in}-1-
(Tonyon-4-cynbdoHin)-1H-niporno[2,3-b]nipnavH
Cymiw 6eH3un 1-[3,6-aurinpo-4-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponaH-2-
in](2H)nipuanHkapbokeunaty (2r, ogepXaHui 3a
cnocobom, onmncanmm [P.Eastwood, Tetrahedron
Letters, 2000, 41, pages 3705-3708]), auxnop[1,1'-
Bic(amdenindocaoiHo)depouennanagiofll] (0,25r) i
kapboHaTy kanito (2,42r) B atmocdepi asoty
0bpobrAtoTe  pO34YMHOM  ckragHoro  1-meTun-3-[1-
(Tonyon-4-cynboHin)-1H-nipono[2,3-b]nipnguH-2-
in}-1H-inpon-5-inosoro edipy
TPUdTOPMETaHCYNbGOHOBOT KNCNoTn [1,6r,
nopiBHANbHUIA Npuknag 18(a)] B gaumeTtundopmamigi
(76mn). Cymiw Harpisatote npu 80°C npoTarom 4
roognH (3a pganumun TLIX BuxigHa pevoBuHa Bce Lie
NPUCYTHs1), NOTiIM 06pPOGNATL AOAATKOBO KiNbKiCTHO
cknagHoro  1-meTtun-3-[1-(tonyon-4-cynbdoHin)-1H-
nipono[2,3-blnipnanH-2-in}-1H-ingon-5-nosoro edipy
TpUdgTOopMeTaHcynbdoHoBoi kucnotu (0,15r), notim
HarpisatloTb Mpu TemnepaTypi KUNiHHA 3i 3BOPOTHUM
XONoaunbHWKOM  npoTarom 4  rogvH i nOTiM
3anuwalTb Npy KiIMHATHIM TemnepaTtypi NpoTsSrom
Houi. [opatoTb AodaTkoBY KinbKicTb cknagHoro 1-
MeTun-3-[1-(tonyon-4-cynbgoHin)-1H-nipono([2,3-
blnipngnn-2-in}-1H-ingon-5-inosoro edipy
TPUdTOPMETaHCYNbGOHOBOT KnMcnotu [0,15r,
nopiBHAnbHWA npwknag 18(a)] i cymiw HarpiBalTs
npu Temnepartypi KMMiHHSA 3i 3BOPOTHUM
XONOAWUMBbHUKOM MPOTAroM We 4 roavH, noTiMm

BMMNapOBYIOTb. 3anuwok po3noainaTs MiK
eTMnauetatoMm i BOAOK | BOAHMM Wap TpWdi
ekctparyioTb  eTunauetatom  (50mn).  O6'egHaHi

opraHiyHi ¢asum NpoMuBalTb HACUYEHUM PO3YMHOM
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coni, NOTiM cywaTb Hag CynbdaToM MarHito i NoTiM
BUMNapPOBYIOTh. 3anuLuok nigaaoTb dnew-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIO
etunauetaty i neHTtaHy (1:1, 06./06.), ogoepxyroun
BKa3aHy B 3aronoBKy CMOMYKy Yy BWMSAI B'A3KOi
pianHn CBiTNO-KOPUYHEBOTO Kombopy, AKY
BUKOPUCTOBYIOTb 6€3 404aTKOBOIO OUMLLEHHS.

MopiBHAnbHWIA MNpuknag 62

(a) 2-nop-1-(tonyon-4-cynboHin)-1H-
nipono[2,3-blnipnanH-4-«kap6oHiTpun  PosuvH, Wwo
nepemiwyetbcsa,  giisonponinamiHy  (0,38mn) B
TeTparigpodypaHi (7mn), npu -70°C i B atMocdepi
asoTy, 00pobnAwTs po3uMHOM  H-OyTMnniTio B
rekcaHax (1,06mn, 2,5M) npoTAromMm 5xB.,
NiATPYMYIOYM NPY LbOMY TeMNepaTypy Huxue -65°C.
Micna nepemiwyBaHHa npoTarom 20xB. cymiw
popatTb, npu -10°C, po posynmHy 1-(Tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH-4-kapboHitpuny
(0,65r, NOoPiBHATbHUIA npuknag, 63) B
TeTparigpodypaHi (15mn) i nepemiwytote npu -70°C
npotarom 45xs. MoTim goaatoTs po3umH noay (0,9r) B
TeTparigpodypaHi (10mn) npm -70°C. PeakuinHy
cymilWl 3anuwarTb  HarpiBatMcb [0 KiMHATHOT
Temnepatypu npotaroM 1 rogMHuM i nepemiwyioTb
npotarom 18 roguH, noTim 06pobnsitoT  BOOOHD
(10mn). PeakujiHy cymill BANapoOBYOTb Yy BaKyyMi i
3aIULLIOK PO3NOAINATe MK eTunaueTatoMm (75Mn) i
BOAOHO (50mn). HeposunHHy peyvyoBMHY
BiadiNbTPOBYIOTb, NPOMUBAKOTL edipoM i cywaTb Y
BaKyyMi, OJep>XYylouM BKa3aHy B 3arofloBKy CMOMyKy
(0,45r) y BurnaAgi 6inoi TBepaoi pevoBuHu. dinbTpaT

BiAOINAIOTG | OpraHiyHy 4YacCTMHy npoMuMBaTL
NOCNiAOBHO HaCW4YeHMM pO34YMHOM  Tiocynbdaty
HaTpito (2x30mn), Bogot (30Mn) i HacumyeHum

po3usHoMm coni (30mn), cywatb Hag cynbdaTtom
HaTpito i BMNApPOBYIOTb. 3anuLoOK po3TupawTs 3
aieTmnosum edhipom, oepxyoun JonaTkosy
KinbKicTb BkasaHoi B 3aronoeky crnonyku (0,25r) y
BMmMsai kpemosoi TBepaoi pevosuHu. TLWX RF=0,43
(eunaueTat/rentaH 1:1). MC: 424 (MH").

(b) Oitoun aHamnoriyHO MOPIBHAMBHOMY MpuUKNagy
62(a), ane BukopucToBytoun 4-xmop-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-blnipnanH  [NopiBHANLHWIA
npuknag 9(c)l, ogepxytots 4-xnop-2-noa-1-(tonyon-
4-cynbdoHin)-1H-niporno[2,3-b]nipuavH y Burnagi He
30BciM 6inoi niku. MC: 432 (MH*). '"H AMP (CDCls): &
8,25 (a, 1H), 8,05 (a, 2H), 7,3 (@, 2H), 7,15 (A, 1H),
7,1 (c, 1H), 2,4 (c, 3H).

(c) Oitoum aHamoriyHoO MOPIBHANBHOMY NMpuUKNagy
62(a), ane BuKkopucToBytouM 5-dbeHin-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipnanH  [NopiBHANLHWIA
npuknag 67], ogepxytoTb 2-oa-5-geHin-1-(Tonyon-
4-cynbdoHin)-1H-nipono[2,3-blnipyavH 'y  Burmagi
CBiTNO-KOPUYHEBOT TBEPAOT PEYOBUHN.

(d) Oitoun aHanoriyHO NOpiBHANBHOMY NpuUKNagy
62(a), ane BuKopucToBytouM 4-doeHin-1-(tonyon-4-
cynboHin)-1H-nipono[2,3-bInipuanH  [nopiBHANBHWIA
npuknag 9(e)], ogepxytots 2-roa-4-ceHin-1-(tTonyon-
4-cynbdoHin)-1H-niporno[2,3-bJnippavH  y  Burnsai
6inoi TBepaoi peyosnHu. 'H SIMP [(CD3).SO]: & 8,43
(1H, g, J=4,5Iu); 8,04 (2H, g, J=8,2'y); 7,98 (1H, g,
J=4, 5I'y); 7,69 (2H, pa, J=7,2, 1,9Ty); 7,56 (2H, T,
J=7,2, 19Tu); 7,44 (2H, g, J=8,2l'y); 7,42 (1H, g,
J=5,0l"u), 6,92 (1H, g, J=4,0l"y), SKe BUKOPUCTOBYIOTb
6e3 00AaTKOBOIrO OYMLLIEHHS.

(e) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpUKNagy
62(a), ane BMkopucToBYlOUM TpeT-0yTnnosuii edip 1-
(Tonyon-4-cynedoHin)-1H-nipono[2,3-bnipnanH-4-
KapboHOBOI KucroTu, [nopiBHanbHMIA npuknag 9(f)] i
nigoaroum  dnew-xpomatorpadii  Ha  cunikareni,
enioyM  CymiWwlo etunaueTaty i rentaHy (1:4,
06./06.), ogepxyloTb TpeT-OyTunosuii edip 2-nog-1-
(Tonyon-4-cynbdoHin-1H-niporno[2,3-b]nipnanH-4-
KapboHOBOI KMCNOTH, Y BUMsSAi TeMHoro macna. MC:
499 (MH").

(f) Oirtoun aHanoriyHO NOpPIBHANBHOMY NpuKNagy
62(a), ane BukopucToBytouM  4-(nipuauH-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnguH
[nopiBHanbHUIA npuknag 9($)], odepkytoTs 2-noa-4-
(nipuguH-3-in)-1-(Tonyon-4-cynbgoHin)-1H-
nipono[2,3-bjnipuanH 'y BUMAAI KOBTO-KOPUYHEBOT
TBEPOOi PEYOBUHU, SKY BUKOPUCTOBYIOTL  6es
[0AATKOBOMO OYMLLEHHS.

(g) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpuUKNagy
62(a) BuWwe, ane BUKOPUCTOBYIOUM 3-MeTun-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH
[mopiBHanbHWMIA npuknag 9(h)]l, ogepxyoTb 2-noa-3-
meTun-1-(tonyon-4-cynegoHin)-1H-nipono[2,3-
blnipuonH y Burmagi 6exesBoi TBepAOi PEYOBUHMU.
T.nn. 175°C. TLX: Rr=0,69
(enaueTat/umknorekcaH, 1:1).

(h) [itoun aHanoriyHo NOpPIBHANBHOMY MpuUKNagy
62(a) Buwe, ane BuKkopuctoBytoun 4-(3,5 -
anmeTunisokcaszon-4-in)-1-(tonyo  n-4-cynb@oHin)-
1H-nipono[2,3-b]nipnavH  [NOpiBHANMBHUA  NpUKIA4
9(i)], opepxwyotb 4-(3,5-gumeTnnisokcason-4-in)-2-
noa-1-(tonyon-4-cyneoHin)-1H-niporo[2,3-
blnipuann y Burnagi G6inoi TBepaoi pevoBuHu. T.nn.
166-167°C. MC: 494 (MH™).

(i) Aitoun aHanoriyHO MOPIBHAMBHOMY NpuKNagy
62(a) BuWwe, ane BUKOPUCTOBYIOYM 4-MeTOKCK-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH
[mopiBHanbHMIA npuknag 41], ogepxyioTb 2-nop-4-
meTokcm-1-(Tonyon-4-cynsdoHin)-1H-nipono[2,3-
blnipuguH y Burnsgi 6inoi TBepaoi pevoBuHU. MC:
429 (MH"). BEPX (Cnoci6 C) Rt=4,74xs.

MopiBHanbHWIA Mpuknag 63

1-(tonyon-4-cynsoHin)-1H-nipono[2,3-
b]nipnanH-4«ap6oHiTpun

Cymiw Tetpadropbopaty 1-(2,6-gumeTnn-1,4-
avrigponipuanH-4-oH)-1H-nipono[2,3-blnipnauvHito
(nopiBHAnNbHUM npuknag 43, 5,0r) i soan (80mn)
06pobrsatoTe HaCMY4eHUM BOAHUM PO3YMHOM LiaHigy
kKanito (25Mn) i nepemiwyioTb  NpM  KiMHATHIN
Temnepatypi npotarom 48 roawH. Jogatots po3udvH
Tonyon-4-cynbdoHinxnopugy (2,9r) B  TOnyoni
(100mm), po3uuH rigpokcuay HaTpito (4,0r) y Bogi
(10mn) i rigpocynbdpaty TeTpabymmnamorito (0,05r) i
nepemilyloTb NpW KiMHaTHIA TemnepaTypi NpPoTArom
72 rogvH. Cymiw QinbTpyloTb 4epe3 ueniT i
po3ginAaTs.  BognHui  wap  Tpudi ekcTpanyioTb
etunauetaTtom (50mn) i o6'egHaHi opraHiyHi cpakuii
npomusatoTs BoAdok (50Mn), HaCUYEHNM PO3YMHOM
coni (50mn), cywaTb Hag cynbgaToM MarHilo i
BMNapOBYIOTb Yy BakyyMmi. 3anvwok niggatwTb drew-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIIO
eTnnaueTaty i rentaHy (3/7, 06./06.), ogepxyroun
BKas3aHy B 3aronosky crnonyky (1,1r) y surnsagi 6inoi
TBEPOO| pPEeYvYoBUHMN. wX: Rr=0,60
(emnaueTat/rentaH, 3:7); "H AMP [(CD3),SOJ: & 8,54
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(1H, p, J=4,7Tu); 8,08 (2H, g, J=8,2I'y); 7,95 (1H, g,
1=3,6lu); 7,44 (1H, @, J=4,3Tu); 7,31 (2H, A,
J=8,2I"u); 6,82 (1H, @, J=3,3l"u); 2,39 (3H, c); i 1H-
nipono[2,3-b]nipuanH-4-«ap6oHiTpun (0,13r) y
BumaAni  6inoi tTBeppoi peuvoBuHu. TWX Rg=0,24
(emvnauetat/rentan  3:7); 'H amP [(CD3).SQOJ: &
10,19 (1H, c); 8,44 (1H, g, J=4,6l"u); 7,59 (1H, m);
7,40 (1H, o, J=4,6T"'1); 6,78 (1H, m).

MopisHAnbHWIA MNpuknag 64

4-xnop-1H-niponol[2,3-b]nipnanH

1H-nipono[2,3-b]nipnanH-Ne-okcng (10,0r,
nopiBHANBHWA nNpuknag 65) B okcuxropuai docdopy
(75mMn) Kkun'aTate  3i 3BOPOTHMM  XONOAWUITBHMKOM
npotarom 8 rogwH. Hagnmwok  okcuxnopuagy
doccopy BUNAPOBYOTL | 3aNULLOK BMILLYOTL Y BOAY,
pH posuvHy goBogaTe go 8-9. OpepxaHui ocag
BiAINLTPOBYIOTL | CywaTb Ha MOBITPi, OOEPKYHOUN
BKa3aHy B 3arofioBKY CrONyKy Yy BUMMsi4i He 30BCiM
Ginoi TBepaoi peyosuHu (10,2r). MC: 152 (MH"). H
AMP (CDCls): & 8,2 (g, 1H); 7,5 (a, 1H); 7,2 (g, 2H);
6,6 (g, 2H).

MopieHanbHWIA MNpuknag 65

1H-nipono[2,3-b]nipnanH-N-okcng

Po3unH 3-xnopnepbeH3orHoT kucnotm (224,3r) B
anxnopmetaHi (1500mn) oxonopkytote go 0°C. fo
pPO3YMHY  Kpannsmu  Oo[aoTb 1H-niporno[2,3-
blnipnann (59,1r) B guxnopmeTati (500mn) npoTsirom
30x8. PeakuinHy cymill nepemilytoTb Npu KiMHaTHIRA
TemnepaTtypi  NpOTArom 1 roguHn.  Po34mH
KOHLEHTPYIOTb, po30aBnstoTe meTaHorom (1500mn) i
06pobratoTs 10% posunHom kapBoHaTy Kanito y BoAi

(300mn). CycneHsito  dinbTpytoTs i dinbTpaT
yraptoTb Jocyxa. 3anuwok ouMLIaThL
XpomaTorpacdiyHo Ha HelTpanbHOMY  oKcugi

anomiHito, BukopuctoBytoun  20%  meTaHon B
ONXNOpMETaHi, OLEpPXYIoUM BkasaHy B 3arofioBKy
CMONYKY Yy BWUIMSAAI XOBTO-KOPUYHEBOT TBEpAOl
peuoBuHy (47,0r). MC: 135 (MH*). "H SIMP (CDCls): &
13,1 (c, 1H); 8,2 (g, 1H); 7,65 (g, 1H); 7,4 (g, 1H); 7,0
(m, 1H); 6,55 (g, 1H).

MopiBHAnbHWIA MNprknag 66

1-meTun-5-peHinnipason-3-nmeTaHon

CycneHsito Goprigpugy Hatpito (1,28r), wo
nepemiwyeTecsl, B 06e3BogHOMY TeTparigpodypaHi
(80mn) obGpobrstoTs  xmopuaom  kanbuito  (1,88r).
Cymiw nepemiwytote nNpoTarom 1 roguHKW, NOTIM
06pob6ratTbL pO34MHOM etn i-meTnn-5-
deHinnipason-3-inkapbokcunaty (5,2r, ogepxaHoro
3a crnocobom, onmcanmm [Martins et al., J. Heterocycl.
Chem. (1999), 36(1), 217-220]) B 6e3BogHOMY
TeTparigpodypaHi (40mn). MNicna nepemiwyBaHHS npu
KiMHaTHIN TemnepaTypi npotarom 3 AHIB i npu
TeMnepaTtypi KWMiHHS 3i 3BOPOTHMM XONOAUISIBHUKOM
npotarom 8 roguH cymiw o6pobrsaTs PO3UYNHOM
rigpokemay Hatpito (50mn, 1H). Cymiw nepemiwyots
npu KiMHaTHIA TemnepaTypi npotaroMm 1 roguHu,
noTiMm BWMapOBYIOTb ANA  BWAANEHHA  OpraHiyHi
PO3UYNHHUKN i noTim TpWUUI eKcTpanioTb
anxnopmetaHom  (140mn). OG'egHaHi  ekcTpakTu
nNpoOMMBalTbL BOAOK, MOTIM CylwaTb Hag cynbdaTom
MarHito i MOTIM BMMNapOBYIOTb, OAEPXKYIOUM BKa3aHy B
3arofioBKy crnonyky y Bumsagi  6inoi  TBepgoi
peyoBuHU. T.nn. 95-99°C.

MopiBHanbHWi Mpuknag 67

(a) 5-cbeHin-1-(Tonyon-4-cynbgoHin)-1H-
nipono[2,3-b]nipnanH

Cymiw deHinbopoHoBoi kucriotn (1,74r), 5-6pom-
1-(Tonyon-4-cynboHin)-1H-nipono[2,3-bjnipnguny
(5r, NOPiBHANBHUN npvknag 9(d)],
(TeTpakuc)tpudpeHindocdiHnanagio[0]  (0,49r) i
HacuyeHoro BOAHOrO po3unHy bGikapboHaTy HaTpito
(133wmn) i paumeTundpopmamigy (266mn), B atmocdepi
asoTy, HarpiBaloTb npu TemnepaTtypi KWMiHHA  3i
3BOPOTHUM XOnoAnsbHAKOM NpPOTArom HOui.
PeakuinHy cymiw ¢inbTpytoTs Yepes Hyflo i notim
BUMNapOBYIOTb. 3anuwok pO3NoAINATbL MK
etnnauetatom (50mn) i Bogot (25mn) i BOOHUI Wwap
ekcTparyioTe  etunauetatom  (25mn).  OG'eaHaHi
opraHiyHi a3y npomuBalTb BoAok (25mn), noTiM
HaCU4YeHMM po3ynHOM cosii (20M11), MOTiIM cywaTb Hag
cynbaToM MarHito i NoTiM BUNAPOBYIOTL 3anuLLOK
nigoatots  dnew-xpomatorpadii  Ha  cunikareni,
enoYM cymilill neHTaHy i edipy (1;1, 06./06.),
O[EPXKYIO4M BKasaHy B 3arosfiloBKy CMONyKy y BUrMsAAi
6inoi TBeppoi peyosuHn. T.nn. 151-152°C. MC: 335

(MH").
(b) Oitoum, aHanoriYyHO NMOPIBHANBLHOMY MpUKNagy
67(a), ane BMKOPWCTOBYHOUM 1-Tper-

6yTnnokcukapboHin-5-veTokci-1H-ingon-3-6opoHoBy
KucrnoTy [nopiBHANMbHUIA npuknag 74(b)] i Tpet-
oytmnosun edip 2-noa-1-(tonyon-4-cynbdoHin)-1H-
nipono[2,3-b]nipnanH-4-«apO6oHOBOT KMCIoTu
[nopiBHaAnNBHUIA npuknag 62(e)] | niggatroun dneww-
xpomaTorpadii Ha cunikareni, enYM CyMiLlLLIO
eTnnauetaty i rentaHy (3:7, 06./06.), ogepxyioTb
TpeT-6ytunosuin edip 2-(5-vetokci-1H-iHgon-3-in)-1-
(Tonyon-4-cynbdoHin]-1H-nipono[2,3-b]nipngnH-4-
KapbOHOBOI KMCMOTW y BUMSAi )xoBToro macna. MC:
518 (MH™).

(c) Hitoum aHanoriyHo NOpiBHANBHOMY MpuKnagy
67(a), arne BMKOPWCTOBYIOYM MNipUaNH-3-00pOHOBY
kucnoTy i cknagny 1H-nipono[2,3-b]nipnanH-4-inosun
edip TpudTOpMETaHCYNbOHOBOT KMcnotu
[mopiBHanbHMIA  npuknag 18(c)], odepxyioTe 4-
(nipugun-3-in)-1H-nipono[2,3-blnipnanH  y  Burnagi
XKOBTOI TBEpAOi pevoBuHU. T.nn. 162-163°C. MC: 196

(MH™).
(d) Aitoun aHarnoriyHoO MOpPIBHAMBLHOMY MpuKNagy
67(a), ane BUKOPMCTOBYIOUM 1-TpeT-

B6ymmnokcukap6oHin-5-vietokcn-1H-ingon-3-6opoHoBy
KucnoTy [nopiBHAMbHUI npuknag 74(b)] i 2-nog-4-
(nipuguH-3-in)-1-(Tonyon-4-cynbgoHin)-1H-
nipono[2,3-bJnipuanH [MopiBHANbHMI Npuknag 62(f)] i
niaaaym HeouMLLEHUn NPOAYKT xpomaTtorpadii Ha
cunikareni, enoYM eTunaueTaTomM, oQepXyloTe 2-
(5-meTokci-1H-iHgon-3-in)-4-(nipyaH-3-n)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH y
BurnsAi xosToro macna. MC: 495 (MH™).

(e) Oitoun aHamnoriyHO MOpPIBHAMBHOMY MpuUKNagy
67(a), ane BMKOPUCTOBYHOUM 1-TpeT-
B6ymmnokcukap6oHin-5-vietokcn-1H-ingon-3-6opoHoBy
KucnoTy [nopiBHAMbHUI npuknag 74(b)] i 2-nop-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanH-4-
KapboHiTpUn [nopiBHANBHUA  npwknag 62(a)] i
nigaarym HeouMLLEHUn NPOAYKT xpomaTtorpadii Ha
cunikareni, enoYM eTunaueTaTomM, OQepXyloTe 2-
(5-meTokci-1H-iHgon-3-in)-1-(Tonyon-4-cynbdoHin)-
1H-nipono[2,3-bInipuanH-4-«kapboHitpun y Burmaai
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TBEPOOi PEYOBUHU 3€reHO-KOPUYHEBOIO KOMbOPY.
MC: 443 (MH").

(f) HOitoun aHanoriyHo MOpIBHAMBHOMY MpuKNagy
67(a), ane BUKOPUCTOBYIOYM  CyMiW  i-TpeT-
OytmnokcukapboHin-5-meTokci-1H-ingon-3-6opoHoBoT
kucrnotm i 1-tpeT-6yTmnokcukap6boHin-5-meTtokci-1H-
iHO0MN-2-60POHOBOI KUCMOTU [MOPIBHANBHUIA NpUKag
74(a)] i conapHwi  1-(Tonyon-4-cynbdoHin)-1H-
nipono[2,3-b]nipnanH-2-nosumn edip
TPUGTOPMETAHCYNbGOHOBOI KUCIOTU [MOPiBHANbHWIA
npuknag 71], ogepxywoTe cymiw 2-(1-N-TpeT-
6ymmnokcukap6oHin-5-vietokci-1H-iHgon-2-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-blnipnanHy i 2-
(1-N-TpeT-6yTMnokcmkapboHin-5-meTokci-1H-iHgon-3-
in)-1-(tonyon-4-cynedoHin)-1H-nipono[2,3-
blnipnanny.

(9) Oitoun aHarnoriyHO MOPIBHANBHOMY MpuUKNagy
67(a), ane BukopucToBytoun 2-nof-1-(tonyon-4-
cynbdoHin)-1H-nipono[2,3-bInipuanH  [nopiBHANLHWIA
npuknag 10(a)] i 1-tpeT-6ytunokcmkap6oHin-1H-
nipon-2-60poHoBOI  KMCNOTW, odepkyloTs  2-(1H-
nipon-2-in)-1-(tonyon-4-cynsdoHin)-1H-nipono[2,3-
blnipnanH y Burnagi KopnyHeBol TBEPAOI PEYOBUHU.
TLWX: +R|:=0,25 (amxnopmeTaH). MC: El (70eB); m/z
337 M (80%); 182(100%); 155(20%).

MopiBHAnbHWIA MNpuknag 68

TpeT-6yTvnosun edip 1H-nipono[2,3-b]nipnanH-
4-kapbOHOBOI KMCNOTU

CycneHasito, Wo nepemiwyetbcs, 1H-nipono[2,3-
blnipnanH-4-«ap6oHoBoi kncnot (0,2r, NopiBHAMbHWIA
npuknag 69) B 6essogHomy AumeTundopmamig
(5mn), B atmocdepi asoty, obpobnatte 1,1-
kapboHingiimigaszonom (0,2r). Micns nepemiwyBaHHA
npu KiMHaTHIM TemnepaTypi npotarom 1 roAvHU
OAEPKaHUN PO3YMH >KOBTO-KOPUYHEBOINO KOMbOpY
obpobnatote  TpeT-OyraHonom  (260mkn) i DBU
(203mkn). Cymiw nepemiwytote npu 40°C npoTarom
HOYi, MOTIM BUNAPOBYIOTb. 3alMLLOK PO3NOAINsAT
Mk Bogoto (30mn) i eTmnauetatom (30Mn) i NoTim
BOAHWWA Wap [ABidi eKkcTpantoTb eTunauertaToMm
(10mn). O6'egHaHi  opraHiuHi  dpakuii  ABivi
NPOMMBalOTb HACUYEHUM po3dmHoM coni  (10mn),
notim  cywatb Hag  cynbdaTtoM  HaTpito i
BMMApOBYIOTb, OAEPXKYHOYM BKasaHy B 3arorfioBky
crnonyky (0,21r) y Burnsgi )KOBTOi TBEPAOI PEYOBUHN.

MopiBHanbHWA Mpuknag 69

1H-nipono[2,3-b]nipnanH-4-«kapboHosa kucnoTa

Po3unH metunosoro edipy 1H-niponol[2,3-
b]nipnanH-4-«ap6oHoBOi KMcnotu [1,8r, NopiBHAMLHMNA
npuknag 19(c)] B metaHoni (60mn) o6pobnsatots
pO34YMHOM rigpokcuay HaTtpito (25mn, 2H) i cymiw
nepemilyloTb NPU KIMHaTHIA TemnepaTypi NPOTArom 2
roavH, NoTiM BMNapoByOTb. 3anuwiok obpobnstots
gogoto (50mn) i pH cymiwi pgosogsa™ po 3-4,
Jojawum  xnopuctoBogHeBy kucnoty. OpepxkaHy
TBEPOY PEYOBMHY XXOBTOMO KOMbOpy iNbTPyOTh,
noTim gobpe NpomMuBaloTb BOAOK i MOTIM CywaTb,
OfepXKylouM BkasaHy B 3aronoBky crnionyky (1,1r) y
BUMMSIi X)KOBTOI TBEPAOT PEYOBUHM.

MopiBHanbHWi Mpwuknag 70

2-(5-meTokKCi-1H-iHaon-2-in)-1-(tonyon-4-
cynbgoHin)-1H-nipono[2,3-bnipnanH

Po3uuH, wo nepemiwyeteca, 2-(1-N-TpeTt-
OytnnokcukapboHin-5-meTokci-1H-iHgon-3-in)-1-
(Tonyon-4-cynbgoHin)-1H-nipono[2,3-blnipnanHy
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[2,2r, nopiBHanbHUA npuknag 67(f)] B guxnopmeTaHi
(150mn) 06pobnsATe TPUGTOPOLITOBOK KMUCIOTOH
(20mn). Micna nepemiwyBaHHA npu  KiMHaTHIA
TemnepaTtypi npoTaroMm 3 roAwH peakuinHy cymill
BMNMBalTb y BoAy (300Mn) i cymiw HenTpanisyloTb,
popjatoum  bikapboHat  HaTtpito.  BogHy  dhasy
BiAAINAOTL | ekcTparyioTb auxnopmeTtaHom (100mn).
O6'egHaHy opraHiyHy dasy i ekcTpakT NMpoMuMBalTbL
Hacn4yeHMMm posvmHom coni (100mn), noTim cywaTb
Hag cynbdaToM MarHito i NoTiM BUMNAPOBYIOThL.
3anuwok po3TMparwTs 3 NEeHTaHOM, OAepXYylun
TBEPAY PEYOBUHY XOBTO-KOPUYHEBOTO Konbopy (1,77),
AKy HarpiBatloTb 3 etunauetatom (50mn). PevoBuHy,
AKa He  posumHunace, gobpe npomwuBalT
eTunaueTaTtoM, OEpPXYIouM BKa3aHy B 3arofioBKy
crnonyky (0,8r). T.nn. 226-227°C.

MopiBHAnbHMA Mpuknag 71

CknagHun 1-(Tonyon-4-cynboHin)-1H-
niposo[2,3-b]nipnanH-2-nosui edip
TPUGTOPMETAHCYNbGOHOBOI KUCIOTH

Po3uuH 2,3-gurigpo-1-(tonyon-4-cynsdoHin)-1H-
nipono[2,3-bJnipuanH-2-oHy (11,71, NOPiIBHAMBHWUNA
npuknag 72) i pgisonponinetunamidy (8,5mMn) B
anxnopmeTaHi (500mn) oxonomkytote o 0°C i B
aTMocdepi asoTy obpobnsioTb Kpannsmm
TpudptopmeTaHcynboHOBMM  aHrigpuaoMm  (6,4mn).
OpepxaHy cymiw nepemiwytots npy 0°C npoTtarom 2
roavH, notim obpobnsaiTs Bogot (300mn). Boany
hasy HelnTpaniaytoTb, gogatoyn bikapboHaT HaTpito,
noTiM ekcTparyloTe ABidi gnxnopmeTtaHom (200mn).
O6'eaHaHi ekcTpakTh i opraHivHy dasy 3 peakuiiHoi
Macu cywatb Hag cynbdaToM MarHio, noTim
BMMNapOBYIOTb. 3anuLiok nigaatoTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMiLlLLIO
etunauetaTty i neHTtaHy (1:4, 06./06.), ogepxywoun,
nicnsg  po3TMpaHHA 3 MeHTaHOM | MeTponenHuM
edipom, BkaszaHy B 3aronosky cnonyku (9,08r) y
Burmaai 6inoi TBepAoi peyoBUHMN.

MopisHAnbHWA Mpuknag 72

2,3-purigpo-1-(Tonyon-4-cynbgoHin)-1H-
niposo[2,3-b]nipnanH-2-0H

PosunH 1-(tonyon-4-cynbcoHin)-1H-niponol[2,3-
blnipuann-2«apbansgeriny  (24,3r, nNOpiBHAMbHWA
npuknag 73) B guxnopmeTaHi (700mn), B atMocdepi
asoTy i npu 5°C, 06pobnsaTs 3-xnopnepbeH30iHO
kucnoTot (26,1 1, 70%). MNicna nepemiwyBaHHA npu
5°C npotarom 16 roaMH [JojalTe [OAAaTKOBY
aniksoTy 3-xnopnepbexsoriHoi knucnotm (15r, 70%) i
nepemillyBaHHS NPOAOBKYIOTb MPOTAroM Le 6 roguH
npn 5°C. PeakuivHy cymiw noTtim o06pobnstots
po34nMHOoM cynbaiTy Hatpito (11, 10%). OpraHiyny
a3y BigoinaTs | BOAHY a3y ABidi ekcTparyloTb
anxnopmeTtaHom (200mn). O6'egHaHy opraHiuHy ¢asy
i ekcTpakTM npomuBatoTb Bogot (400mn), cywatb
Haa cynbdatoM MarHito i NoTiM BUNAPOBYIOTb.
Banuwok  niggatoTs  dnew-xpomatorpadii - Ha
cunikareni, ernoYmn crovaTky CYMILLILLIIO
eTunauetaty i neHTtaHy (1:3, 06.06.), a noTim
cymiwo guxrnopMeTtaHy i MeTaHony (95:5, 06./00.),
OJEepPXKylouM BKasaHy B 3arofloBKy cnomnyky (11,7r) y
BUIMSAI OpaHXeBoi TBEPAOT PEHOBUHM.

MopiBHAnbHWUIA MNprknag 73

1-(Tonyon-4-cynboHin)-1H-nipono[2,3-
blnipnanH-2-«kapbansgerig
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Po3uunH niTingiisonponinaminy [ooepxaHun
0bpobkot po3umHy giizonponinamiHy (33,6mn) B
TeTparigpodypaHri (250mn) Gytunnitiem B rekcaHax
(70,4mn, 2,5M) npu -35°C], o6pobnsatot kpannsmu
PO34YNHOM 1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-
blnipugnn [40r, nopisHANbHUA npuknag 9(a)] B
6e3BogHomMy TeTparigpodpypaHi (250mn) npu -75°C,
NigTPMMYIOUM NpY LbOMY TeMnepaTypy peakLuii Hkye
-60°C. Micnsa nepemiwyBaHHa npu -75°C npoTarom 3
rOAVH, peakuinHy Cymill 3anuwialTe HarpiBaTucb A0
5°C npoTarom 2 roauH, NoTiM 3HOB OXONOMKYIOTb A0 -
75°C i noTim 06pobGrsTs  AvMeTMndopMamigom
(62mn). PeakuinHy cymilw 3anuwatoTb HarpisBatmcs A0
KiMHaTHOI TemnepaTypyu MNpoTAroM 1 roAMHW, MNOTIM
BMIMBAOTb B XIOPUCTOBOAHEBY kucnoty (800mn,
1%) i noTim BuMMApoBylOTb ANS  BUAANEHHS
TeTparigpodypaHy. OpepxaHny CyCneHsito
GiNbTPYIOTL, TBEPAY YaCTUHY NPOMMBAKOTE BOAOL,
cywaTtb i noTiM nigdawTb dnew-xpomaTtorpadii Ha
cunikareni, enoYn OUXIIOPMETAHOM, OEPXKYHuUM
BKasaHy B 3aronoBKy cnonyky (24,37r) y surnagi 6inoi
TBEPLOT PEHOBUHMN.

MopisHAnbHWA MNpuknag 74

(a) 1-TpeT-6yTnnokcmkapboHin-5-meTokci-1H-
iHoon-3-60poHoBa KucroTta i 1-TpeTt-
6ymmnokcukap6oHin-5-veTokci-1H-iHaon-2-6opoHoBa
KucroTa

Po3unH 1-TpeT-6yTnokcmkapoboHin-3-6pom-5-
meTokci-1H-ingon [6r, nopisHanbHu npuknag 11(a)]
B 6e3BogHOMY TeTparigpodypaHi (100mn)
oxonompkytote Ao -80°C i B artMocdgepi asoty
06po6rAt0TE PO3YMHOM TPET-OyTMRNITIO B NEeHTaHi
(22,6mn, 1,5 M). lMNicna nepemiwysaHHa npu -80°C
NpoTSArom 2xB. cymiw  noTim 0bpobnsatot
Tpubytmnb6opatom  (59mMn) i nepemillyBaHHSA
npogoexkyiote npu -80°C npoTarom 20x8. PeakuinHy
Cymill 3anuwaTb NoTiM HarpiBatuce go 0°C, notim
obepexHo 0bpobrnatoTb XIOPMCTOBOAHEBOH

kucrototo  (50mn, 1M), noTim QABivi ekcTparnyloTb
emunauetatom  (75mn).  O6'egHaHi  ekcTpakTu
NPOMMBaOTb HacMyYeHUM po3vnmHOM coni  (50mn),
noTiMm cywaTe Hag  cynbdaTtoM  MarHilo i
BUMNapOBYIOTH, OfepPXKYIoun cymiw 1-Tpet-
6ymnokcukap6oHin-5-vietokci-1H-iHaon-3-6opoHoBoi
kucnotm i 1-tpeT-6ytmnokcukap6oHin-5-meTokci-1H-
iHOon-2-60poHOBOI KucroTu (6,2r) y Burmagi macna
KopuuHeBoro konbopy. MC: 291 (M"). Lo peuosuHy
BMKOpPUCTOBYIOTb 6Ge3nocepegHb0 6e3 [0A4aTKOBOMO
OYMLLEHHS.

(b) Oitoun aHamnoriyHO MOpPIBHANBHOMY MpUKNagy
74(a), ane 3giicHioloun peakuito npu  -100°C,
OfEePXKYI0Tb 1-TpeT-6yTMnokcmkapboHin-5-meTokc-
1H-inpon-3-6opoHoBY KMCNoOTy 'y BUMAAI Macna
KopuuHeBoro konbopy. MC: 291 (M"). Lo peuosuHy
BMKOpPUCTOBYIOTE 6Ge3nocepegHb0 6e3 [OOaTKOBOMO
OYUMLLEHHS.

MopiBHAnbHWUA MNprknag 75

TpeT-6yTvnosui edip 4-(4-
LiaHodeHin)ninepasnH-1-«kap6oHOBOT KNCMOTH

Cymiw  4-cpropbeHsonitpuny (3,6r) i N-tpeTt-
6ymmnokcukapboHinninepasnHy (5,58r) B
aueToHiTpuni (60mn) Harpiatots npu 80°C npoTsrom
72 rognH. PeakuinHy cymill 0XonomKytoTe KiMHATHOT
Temnepatypu i noTim  06pob6nATL  CymillLIO
OikapboHaTy HaTpito i etunauetaty (300mn, 1:1,
06./06.). OpraHiyHy a3y BigainawTs i NoTiM
BMMapOBYIOTb. 3anuwiok nigoaoTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMiLlLLIO
rentaHy i etunauetaty (3 3:7 pgo 1:1, 06./06.)
O[IEPKYIOUM BKasaHy B 3arorioBky Cromnyky (2r) y
Burnaai 6inoi TBepaoi peyYoBUHMN.

MopiBHAnbHWUI MNprknag 76

TpeT-6yTvnosui edip [2-(1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-binipnanH-2-in)nipon-1-
injouToBOI KMCNIOTH
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Po3unH 2-(1H-nipon-2-in)-1-(Tonyon-4-

cynboHin)-1H-nipono[2,3-bInipuanHy [1,15r,
nopiBHAnbHWA npuknag 67(g)] B 6e3BogHOMY
TeTparigpodypaHi (40mn), B atmocdepi aproHy i npu
KiMHaTHIN  TemnepaTypi, 00pobnawTs  rigpnaoom
HaTpito (163wmr, 60% pancnepcis B macni), NoTim
KpannsMu po3dnmHom TpeT-6ytunbpomauetaty (1,33r)
B 0Oe3BogHomy TeTparigpodypaHi  (4mn). Cymiw
nepemiwyloTe NpOTAroM 24 roAWH Npu  KiMHaTHIA
Temnepatypi, NoTiMm 06pobnsOTe HACUYEHNM BOAHUM
pO34YMHOM  Xropuay amoHito  (3mMn) i noTiM
ekctparytoTb eunauetaTtoM (10mn). OpraHiyHy dasy
npomuealoTe Bogoto (15mn), noTim cywaTb Hag
cynbaToOM MarHito i NoTiM BMMAPOBYOTL. 3anuLIOK
po3TupatoTe 3 edipom i INbTPYOTb, OAEPXYHun
BKasaHy B 3aronoeky cnonyky (1,19r) y surnagi
6exesoi TBepaoi pevoBuHu. PX-MC; Cnoci6 C:
Rr=4,31x8., 452,18 [M+H]".

MopisHanbHWA MNpuknag 77

Metunosun edip 3-[5-meTokem-2-(1H-nipono[2,3-
blnipunann-2-in)-1-(tonyon-4-cyneoHin)iHgon-1-
injnponioHOBOT KNCMOTK

PO3'-IVIH 2-(5-meTokci-1H-iHgon-2-in)-1-(Tonyon-4-
cynbdoHin)- 1H -nipono  [2,3-blnipnavHy  [582wmr,
nopisHsneHWn  npukrag 70] B 6e3BogHOMY

anmetundgopmamigi (40mn) obpobnatoTe metun 3-
OpomnponioHatom (610Mkn) i kapboHaToM Kanito
(387mr).  PeakuinHy cymiw  HarpiBatloTb  npu
nepemiwysaHHi npu 92°C npotarom 48 roguH, nNoTim
0obpobnsatoTe AoJaTkOBMMW anikeotamum metun  3-
6pomnponioHaty (458mkn) i kapboHaTy Kanito
(580mr), noTiM HarpiBatoTb NpU  NepemillyBaHHi
NPOTAroM [OAAaTKOBOro nepiogy B 24 rogvHu, notiMm
0bpobnsatoTe AoJaTkOBMMW anikeotamum metun  3-
6pomnponioHaTy (153mkn) | kapboHaTy kanito (193mr)
i moTiM HarpiBaloTb MpU nepemillyBaHHi NPOTAroM
[00aTKOBUX 3,5 roavH. PeakuinHy CcymiL
OXONOMXYIOTb A0 KiMHATHOI TemnepaTypu i NOTIM
BMMapOBYIOTb. 3anuwok pO3noainATb MiK
eTunauetaTom i BO/OI0. OpraHiwHy  dhasy

NpPOMMBalTb BOAHVM PO3YMHOM XIIOPMCTOBOOHEBOI

Kncrnotn (1H), NOTIM BOAHMM PO3YMHOM rigpoKCMAY
HaTpito (1H), NOTIM cywaTe Haj cynbdaToM MarHito i
BUMApPOBYIOTb, OAEPXKYIOMM Macrio  KOPUYHEBOIO
korbopy (700Mmr), ke ouLLalTb, BMKOPUCTOBYHOUN
PX-MC 3 BigTMHaHHAM dpakuii (3a 34 BBedeHHs),
OLlEPXYIOUM BKasaHy B 3arofioBky crionyky (433mr) y
BMIMSAi )XKOBTOI TBepAoi pevoBuHn. PX-MC: Cnoci6 C:
Rr=4,16x8., 504,07 [M+H]".
MopiBHanbHWIA MNpuknag 78

312

TpeT-6yTMnosun edip 3-[6-meTOKCU-2-(1H-
nipono[2,3-b]nipnanH-2-in)-1-(tonyon-4-
CyrnbgoHiN)iHAoN-1-n]JoLTOBOT KUCNOTU

| = \ / 0“\.
Po3uuH 2-(5-veToKCci- 1H -iHpon-2-n)-1-(tonyon-4-

CcynbdoHin)- 1H -nipono[2,3-blnipnanny [20wmr,
nopisHaneHWn  npukrag 70] B 6e3BogHOMY
TeTparigpodypaHi (1,5Mn), B atmocdepi aproHy
06pobnatoTL rigpngom HaTpito (3mr, 60% avcnepcis B
Macni), noTiM Cymill NepemilyloTb Npu KiMHaTHIA
Temnepatypi npotsarom 15x8., notim 06poGnsATL
TpeT-6yTmnbpomarieTatom (14mkn) i cymiLl
nepemMmilyloTe NpoOTAroMm 3 [OHIB NpU  KiMHAaTHIN
Temnepatypi. PeakuiiHy cymiw  06pobnsT
eTunauetatoMm (2mn) i Aekinbkoma  Kpannsamu
HaCMYEeHOro BOAHOMO PO3YMHY XINOpPUAY aMOHilo.
OpraHiyHy pasy noTiM cywaTb Hag cynbdaTom
MarHito, NOTIM BMNApPOBYIOTb, OAEPXKYIOUM BKa3aHy B
3aronoBKy Cronyky (22mr) y BumsaAi xoBTol TBepaol
peyoBuHU. PX-MC: Cnoci6 C: Rt=4,44x8., 532,11
[M+HT".

MopisHAnbHWA MNpuknag 79

1-{1-meTnn-3-[1-(Tonyon-4-cynbdoHin)-1H-
nipono[2,3-bJnipnanH-24n]-1H-iHgon-5-
inokeu}nponaH-2-on

-

Oo PO3UNHY 1-{1-metnn-3-[1-(Tonyon-4-
cynboHin)-1H-nipono[2,3-bInipugnnH-2-in]-1H-Hgon-
5-inokcuinponaH-2-oHy [0,2r, MOPIBHANMLHWIA NpUKiag

3 (e)] B 6e3BogHOoMy TeTparigpodypaHi (5mn) B
atmocdepi asotry npu  -78°C  popawotb  (-)
aiisoniHokamdpeinboponxnopug  (0,3r).  PeakuinHy
cymiw nepemiwyto b npotarom 30 xBunuH npu -78°C i
notim npu -20°C npotarom we 5 roavH. PeakuinHy
cymiw BunueawTs y Bogy (40mn), obpobnsiot
TBEpPAMM BGikapboHaTtom HaTtpito (1,0r) i nepemiwyoT
npu KiMHaTHIN TemnepaTtypi npoTtarom 1 roAauvHu,
nepea ekcTparyBaHHaM eTtunauetatom (2x25mn).
O6'egHaHi opraHiYHi eKcTpakTM MpoMMBAaOTb BOAOHD
(30mn), HacvyeHUM po3ymMHOM cofli (25Mn), NoTiM
cywaTtb Hag cynbdaToM HaTpilo i BUNAPOBYIOTH.
3anuwok  niggaloTe  dnew-xpomaTtorpadii - Ha
cunikareni, enoYY  eTunauetTaTtoMm i NeHTaHoM
(1:1, 06./06.), ogepxyioun BKasaHy B 3arorfioBKy
cnonyky y Burnsai xxostoro macna. TWX: Rg=0,22
(emnaueTat/neHTaH 1:1).
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MopisHaneHWA Mpuknag 80
4-(3,5-gumeTunnizokcason-4-in)-1H-nipono[2,3-
blnipnanH

=
B

o po3uunHy cknagHoro 1H-nipono[2,3-blnipnavn-
4-inoBoro edipy TPUGTOPMETaHCYNb(OHOBOT
kucnotu [4,05r, nopisHanbHWMA npuknag 18(g)] i 3,5-
anmeTunidokcazon-4-6opoHoBoi kucrnotm (2,31r) B
anmeTtundopmamigi (100Mmn) aonaiwtb
TeTpakuc(tpudeHindgocdin)nanaain[0] (0,1r) i
HacuyeHuin po3unH OGikapboHaTy HaTtpito (30mn).
OpepxaHy cymiw nepemiwyots npu 110°C npoTtsirom
5 roguH. PeakuiiHy cymilwl OXOnNOAXYOTb i
GinbTpytoTe Yepe3 ueniT. PinbTpaT BMMaApoBYOTbH
Aocyxa i 3anuLWOoK po3noginsaTs MK eTunaueTaTom
(100mn) i Bogoto (50mn). BogHy a3y ekctparnyiotb
eTunauertatoMm i ob'egHaHi opraHivHi dppakuii aBivi
NPOMMBalOTb HaCUYEHUM po3dMHOM coni  (30mn),
noTim cywaTb Haa cynbdaTtom MarHito i noTim
BMNApPOBYIOTb, OAEPKYHOYM BKasaHy B 3arorfosky
CMonyKy y BUMMSAAI Macna opaHXeBoro Konbopy, ke
BMKOPMCTOBYIOTb HeraHo  6e3  [oOaTKOBOrO
OYMLLUEHHA NpU OJepKaHHi CMonykn MOPiBHAMbHOIO
npuknagy 9(i).

MopisHanbHWIA Mpuknag, 81

Memunosun  edip  3-(4-uiaHo-1H-nipono[2,3-
blnipnanH-2-in)-1-metmn-1H-iHgon-5-«kapboHoBoT
KncnoT

i

oA

>

B I’t\
Cymiw metunosoro edipy 3-[4-xop-1-(Tonyon-
4-cynbgoHin)-1H-niporo[2,3-b]nipnanH-2-in]-1-
metun-1H-ingon-5-«ap6oHoBoT KUCIOoTH, [0.4r,
nopiBHANbHWA npuknag 2(r)l, nopowwky unHky (0,05r),
uiavigy  umnky  (0,117r), komnnekcy  [1,1%-
Bic(anderindocdino)depoueH]anxnopnanagito(ll) 3
ONXnopmeTaHoM (kaTaniTny.) i N,N-
avnveTvnaudeTtamigom (8wmn) HarpiBatotb npu  130-
150°C npotarom 5 roguvH. PeakuiviHy cymiw
OXONOoMXYIOTb, iNbTPYIOTE | 0cCad npoMKBalOTbL
anMmeTvndopmamigoMm (2mn). dinbTpaT po3basnsam
etunauetatoM (120mn) i po34MH eKCTparyloTb BOAOH
(2x20mm). OG'egHaHi opraHiyHi Wapu BUMNapoBYyOTL i
3anuwok  niggalts  dnew-xpomartorpadii - Ha
cunikareni,  eniolYM  CYMIlWK  renTaHy i
etunauertaty (7:3 06./06.), 3 nepexo4omM A0 YMCTOro
eTunaueTaTty, OAEPXYIOUM BKasaHy B 3arofioeky
cnonyky (0,12r) y Bummagi TBepaoi peyvYoBUHU
SICKpaBOKOBTOro Komsopy. MC: 331 (MH'). BEPX
(Cnocib C): Rt=4,01xe.

MopieHansHWi Mpuknag 82

TpeT-6yTvnoeuit  edip 6-6eH3nnokcn-3410a-5-
MeTOKCiiHA0N-i -kapbOHOBOT KMCOTH

=
Y
N

Po3uuH 6-6eH3unokcu-5-meTokciingony (1,90r,
ofepxaHunm 3a cnocobom, omncanum [Benigni, J.D.
and Minnis, R.L., J. Heterocycl. Chem. 1965, 2,387
and Sinhababu, AK. and Borchardt, R.T., J. Org.
Chem. 1983, 48, 3347)) B GessogHomy
anmeTtundopmMamigi (37,5mn) 06pobnsatoTs
noapibHeHnm rigpokcugom kanito (1,24r) i po3ynHom
nogy (1,96r) B 6GessogHOMy AumeTundopmamig
(37,5mn), gk gojaloTb KpanasMu npu KiMHaTHIN
Temnepatypi. PeakuiiHy cymiw nepemiwyioTs npu
KiIMHaTHIM TemnepaTypi NpPOTAroM 2 rOoAWH, MNOTIM
0bpobrnsaTs  4-gumeTunamiHonipuguHom - (69mr),
noTiM po34ynHOM An-TpeT-6ytnnaukapboHaTty (2,05r) B
6e3BogHOMY AuMeTundopmamifi i nepemillyBaHHS
NPOAOBKYIOTb MpoTAroM we 1 rogvHu. PeakuinHy
CyMilU BUNMBatOTb Y BOOAHUIN PO34UH CyrbdiTy HaTpito
(0,2%). BogHy a3y  Tpwmui eKcTpanyoTb
etnnauetatom (100mn). OG'egHaHi opraHiuHi dasm
npomueatoTe Bogot (100mn), MOTIM HacuyeHUM
posumHom coni  (100mn), noTiM cywaTte Hag
cynbaTtoM MarHilo i BUMAPOBYIOTb.  3aruLLOK
niggaloTs  dnew-xpomatorpadiii  Ha  cunikareni,
erioIoYM  CYMILLILLIO  LUMKIIOreKkcaHy i etunaueTaTy
(1:9, 06./06.), ogoepxywun BkasaHy B 3arosioBKYy
cnonyky (3,35r) y Burnagi 6inoi 1BEpA0I PeYOBUHM.
TWX: Rr=0,58 (amxnopmetaH). MC: EI (70eB);
m/z=479 M’ (45%); 423 (100%); 332 (75%).

MopisHanbHWA Mpuknag 83

2-(6-rinpokcn-5-metoken-1-metmn-1H-4Hgon-3-
in)-1-(tonyon-4-cynedoHin)-1H-nipono[2,3-blnipnavH

Po3uuH 2-(6-6eH3nnokcm-5-metokcm-1-vietun-1H-
iHaon-34n)-1-(tonyon-4-cynsdoHin)-1H-nipono(2,3-
blnipuanny [1,24r, nopiBHaAnbHMI npuknag 13(p)] B
avueToHiTpun (100mn) 0bpobnsiot
nogTpumeTuncunadom (820mkn). PeakuiiHy cymiw
nepemiwytots npu 50°C npoTsarom 2 roguH i NoTim
KOHLUEHTPYIOTb Yy BakyyMi. 3anuwok o6pobnsiots
Bogoto  (40mn) i cymiw  Tpuui  ekcTpanyioTb
anxnopmeTtaHoM (100mn). O6'egHaHi opraHivHi dasn
NpoMuMBalOTb HacMYeHUM po3ynHoM coni  (40mn),
noTiMm cywaTe Hag  cynbdaTtoM  MarHilo i
BMMapPOBYIOTh. 3anuLiok niggaTs dnew-
xpomaTorpadii Ha cunikareni, enYM CyMILULLIO
uuknorekcaHy i etunauetatry (1:1, 06./00.),
OJEepPXKylouM BKasaHy B 3arosfioBKy Cnonyky (686mr) y
Burnaai  niHm  6inoro  konbopy. TWX: Rg=0,27
(umknorekcan/etunauetaT: 1/1). MC: El (70eB);
m/z=447 M’ (45%); 292 (100%).

MopiBHAnbHUM MNprknag 84

2-(6-izonponokcn-5-vietokcn-1-vetmn-1H-iHgon-
3-in)-1-(Tonyon-4-cynbdoHin)-1H-nipono[2,3-
b]nipnanH

Kap6oHat kanito (70mr) gogatTe OO PO3UMHY 2-
(6-rippokcun-5-meTtokcmn-1-metun-1H-ingon-3-in)-1-
(Tonyon-4-cynbdoHin)-1H-nipono[2,3-b]nipnanHy
[112™r, nopiBHsanbHUI npuknag 83] B 6e3BogHOMY
anmeTtvndopmMamiai (5mn) B atmocdepi aproHy npu
KiMHaTHIN TemnepaTypi. Cymiww 3anuwanTb
nepemiwyBaTicbk npoTarom 10xs., noTiM 06pobnsioTs
2-6pomnponaHom (66mkn) i HarpiBatoTb npu 70°C
npotarom 3 roguH. [NoTiM gogaoTs JoOaTKOBI nopuii
kapboHaTy kanito (70mr) i 2-6pomnponaHy (66mkn) i
cymiwi nepemiwytoTb i Harpiatote npu  70°C
npotarom 4 rogvH. OxonogXeHy peakuiHy Cymill
BunuBaloTb y Boay (20mn) i Tpud  exkcTparnyioTb
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etnnauetatom (40mn). O6'egHaHi opraHiyHi daswu
NPOMMBaKOTb HACUYEHUM pPOo3dMHOM coni  (20mn),

notim  cywatb Hag  cynbdaToM  MarHito i
BMNApOBYIOTb.  3anuLIOK  KOPUYHEBOIO  KOIbOpPY
nigoaroTs  drew-xpomatorpadii  Ha  cunikareni,

enoyYM  CyMILLLLID UUKNOrekcaHy i etunauertaTy
(3:2, 06./06.), ogepxyloun BKaszaHy B 3arofioBKY
cnonyky (56mr) y Burnsagi He 3oBcim 6inoi niHm. TLX:
RF=0,47 (uvkrorekcaH/etunauetat, 1/1). MC: CI
(NH3); m/z=490 MH".

MopisHaneHWIA Mpuknag 85

Komnnekc metun 1-(tonyon-4-cynbcoHin)-1H-
iHoon-5«apbokcunaT 3-6opoHoBa kucroTa

[o posunHy auetaTy pTtyTi (0,72r) B KpuxXaHin
OLTOBIN KMCMOTi (25Mn) nNpu KiMHaTHI TemnepaTypi
aopatTb Metunosun ediip 1-(tonyon-4-cynbdoHin)-
1H-iHpoon-5-+«apboHoBoi KUCnoTun [0,75r,
nopiBHanbHUM npuknag 9(j)] i peakuinHy cymiw
nepemilyloTb NPU KIMHaTHI TemnepaTypi NpoTArom 6
rOAVH i 3armwaloTe BUCTOOBATUCH MPOTATOM HOMI.
PeakuiHy cymiw posbasnstoTe Bogot (50mn) i
nepemillyloTb NPOTSroM LWe TpboX roauH. OpepxaHy
TBEPOY pe4voBUHY Binoro Konbopy BiadiNnbTPOBYO T,
npomuBaTb Bogow (2x10mn) i cywaTb, oaepKyroum
meTun 3-auetomepkypio-1-(tonyon-4-cynboHin)-1H-
iHoon-5«ap6okcunat (1,1r). [Jo po3umHy noxigHoro
aueTtarty pTyTi (1,1r) B 6€3BOAHOMY TeTpariapodypaHi
(25mn) B aTtmocdepi as3oTy [oJaltTb  KOMMMEKC
6opaH/teTparigpodypaH  (15mn  1,0M posunH B
TeTparigpodpypaHi). Cymiw  nepemiwyiote  npwu
KiMHaTHI TemnepaTypi npoTdaroM 2,5 rod. nepeg TuMm,
Ak obepexHo popatoTb Body (5mMn), npu uUpomy
OXOMOXYIUM Ha BoAsHI 6GaHi. PeakujiiHy cymiw
PiNbTPYOTE | iNbTpaT KOHUEHTpYIoTb A0 25Mn
nepen posbaBneHHam  etunauetatom  (75mn).
OpraHiyHy dpakuito npomusatom Bogot (30mn) i
HacnyeHMM po3sumHoMm coni (30mn), cywaTb Hag
cynbgaToM MarHito i ynaptotTs Ao 10mn. MNpoaykT
0CaKYI0Tb, AOAANYN HEBENVKY KiMbKiCTb MeHTaHy.
OpepxaHy TBepdy peyoBuHY BiAMINbTPOBYIOTL i
NpoMuBaloTb MNEHTAHOM, OOEPXKYOHYM BKasaHy B
3aronoBKy CrnonyKy y Burnsgi 6inoi Teepaoi pevoBuHm
(0,5r). T.nn.: 188-190°C.

MopieHansHWA Mpuknag 86

1H-nipono [2,3-b] nipuaunH-4-on

4-xrop-1H-nipono[2,3-b]nipnanH [80r,
nopiBHANbHWA npuknag 64] o6pobrawt  10%
BOAHVMM po34mHOM rigpokeugy Hatpito (330r) i
HarpiBatoTb Ao 180°C npoTsarom 8 roavH B anapari
Mapa 3 wmarHiTHOI Miwankot. PeakuiiHy cymiw
OXONOMXKYIOTb A0 KiIMHATHOT TeMnepaTypu i Hag MoK
rigpokemay — HaTtpito HenTpanisylTb BENNKMM
Hagnuwkom TabneTtok TBepAOro Aiokcwuay ByrMeuto.
BuxigHy peyoBuHy, SKka He po3yMHMMach, BUAansTb
PiNbTpYBaHHAM i iNbTPaT KOHLEHTPYIOTb Y BaKyyMi.

3anuioK  ekcTparylotb  rapsyMMm  MeTaHoIoM
(3x1000mn). OG'egHaHi MeTaHONbHI  EeKCTPaKTU
KOHUEHTPYIOTb | 3anuwok nigdawTs  dnew-

xpoMmaTorpadii Ha cunikareni, enYM CyMILULLIO
anxnopmetaHy i MetaHony (9:1 06.06. pgo 4:1
00./06.), ogepXxytoun BKa3aHy B 3arosyioBKy CMOJYKY Y
Burnaai TBepdoi pevosmHn (63r). TLWX: Rg=0,32
(anxnopmeTaH/meTaHon 4/1).

MeToauku aHanisiB in vitro A

MeToguku aHanisis in vitro gna SYK

1. IHribytoya gia cnonyk Ha Syk kiHa3y

IHriGyrouy gito cnonyk Ha Syk kKiHa3y BU3Ha4alTh,
BMKOPUCTOBYIOUM  bnyopecueHTHUA  aHanis 3
pOo3AineHHsM y yaci.

KaTtanitnuyHum gomeH Syk kiHa3u (3armuwkm A340-
N635) ekcnpecyetbca sk  ribpugHun  Ginok B
OPDKDKOBUX  KNiTMHAX | MOro ounwalTs [0
roOMOreHHOCTi. AKTUBHICTb KiHa3u B13Ha4vaTs B 50MM
Tris-HCI 6ydepi pH7,0, wo mictute 50MM NaCl, 5MM
MgCl2, 5MM MnClz, 1MKM apgeHosuMHTpudocdaTty i
10MKM cuHTeTM4HOro nentngy bBioTuH-(B-anaHiH)s-
OEEOVYEIPP-NH.. depmeHTaTUBHY peakuito
3aKiHuytoTb, gopatoum bydep, wo mictute 0,4M KF,

133uM EDTA, pH7,0, wo wmictutb KoH'toraT
cTpenTaBignH-XL665 i MOHOKJOHarbHe
docdocneundiyHe  aHTUTINO,  KOH'loroBaHe 3

kpuntatom esponito (Eu-K). Xapaktepuctukm [BOX
dnyopodopesie, XL-665 i Eu-K npepacrtaeneHi y
[G.Mathis et al., Anticancer Research, 1997, 17,
pages 3011-3014]. CneumndiyHnii [OBroTpMBaNWi
curHan XL-665, BMHMKa4YMA TiNbkn B TOMY BUNagKy,
KOMW CUHTETUYHMMA nenTua docopunioeTbca Syk,
peecTpyloTb 3a [Jonomorot aHanizatopa Packard
Discovery Microplate abo 3a [ 0NOMOTOt0
34MTyBaNbLHOrO NPUCTPOO AN MikponnaHweTis LJL
Biosystems Analyst AD. IHri6yBaHHA syk akTMBHOCTI
cnonykamu 4aHOro BYHaxo4y BYpaxarTb SK MPOLEHT
iHriGyBaHHA KOHTPOMbLHOI aKTMBHOCTI, BUSABMNEHO| 3a
BiJCYTHOCTi TECTOBM X CMIONYK.

KoHkpeTHi cnonyku gaHoro BuHaxogy iHribyioTb
Syk aKkTMBHICTb Npu 3HauveHHax [Ysy B iHTepBani
KOHUeHTpauin Big 100 mikpomonein oo 3 HaHOMOneW.
MepeBaxkHi cnonykn gaHoro BuHaxody iHribyioTe Syk
akTmBHicTb Npu 450 B iHTepBani KOHUeEHTpaUin BiA
100 HaHoMonem po 3 HaHomonen. Ocobmmeo
nepeBaxHi CNONYKM AaHOro BUHaXoAdy iHribytoTb syk
aKTUBHICTb Npu IYso B iHTepBani KoHUeHTpauin Big 10
HaHomornewn Ao 3 HaHOMOJEN.

2. AHTUreHiHgykoBaHa AerpaHynsuis knitmH Rat
Bosophilic nenkemii (RBL) 3a gaHumu BuAineHHs
[3H]5-Fi}:|,pOKCVITpVII'ITa MiHY (CEPOTOHIHY)

2.1 KnitnHHa KynbTypa, BBeAeHHs MmiTok B RBL-
2H3 kniTvHW | 3iNCHEHHA aHani3y

MeTtoag A: [ns KoXHOro 3 po6ounx 24-aMKOBUX
KynbTypanbHUX MMaHLWeTiB, 6x10° kniTun RBL-2H3
KNiTMH MPOMUBAIOTL | 3HOB CycneHayloTs B 15mn
DMEM-10, wo wmictute 25mkn 1mKiopimn [3H]-
cepoToHiHY (0,5MKiopiMn kiHUeBa KoHUeHTpauis) i
Tmkr/mn (15mn) aHm-DNP IgE. B KOXHY siMKy 24-
AMKOBOro nnaHweTta pogaiTs 0,5Mn  KRITUHHUMX
cycneHsii. KnitmHm iHkyOytoTe npoTaroM 2 AHiB npu

37°C, [oTu, Jalell{/] BOHU He gocaraTb
KOHMOEHTHOCTI. Cepeposulle obepexHo
BIACTOIOIOTb 3 KOXHOT SMKW i NOTIM KNiTUHK

NpoMmBatoTb aHaniTMYHUM Gydepom. MoTiM B KOXHY
3 TPbOX AMOK, LLO MOBTOPHOETLCS, A0AANTL KiHLIEBUN
o6'em 200mn aHaniTMyHoro Gydgepa (+ abo - TecToBi
CMonykn y BIANOBIAHUX KOHUEHTpaLisax). [oTim y BCi
aMkn pgopato  no  100Hr/mn DNP  (aHTuren)
(BMKMIOYAOYN HEraTUBHI KOHTPOMbHI AMKK, TOBTO ANs
BM3HAYEHHS CMOHTAHHOIO BUAINEHHS [3H]-cep0T0HiHy
3a BiACYTHOCTI nepexpecHoi B3aemMofii peLenTopis).
KnitmHu iHkybytoTe npoTarom 30 xBunuH npu 37°C i
peakuito 3YMUHAOTb, nepeHocsa4n 100mkn
HaZ40CcanoBoil PiAMHN 3 KOXHOTO i3 3pa3kiB B PiAVHHMN
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CUMHTUAALMHUA MIKpOTUTPYBaNbHUIA NMaHLWeT, AKUA
3bepiratoTb  Ha nbody. [loTiM B KOXHY SMKYy
MiKpOTUTPYBaNbHOrO nnaHweta popatots 200mkn
CUMHTMNATY-40 | 3HAYEHHs1 34MTYI0Tb 3a AOMOMOrOH
PiOMHHOMO CUMHTUASUIMHOIO nivnnbHUKa Topcount
Liquid Scintillation Counter.

Metogq B: RBL-2H3 «knituHn mictate B T75
kon6ax npu 37°C i 5% COy, i 34iicHI0TE NacyBaHHs
KOXHi 3-4 gHi. [1na 36upaHHSA KNITMH BUKOPUCTOBYIOTb
5mn TpuncvH-EDTA ans ogHoOKpaTHOrO NpoMMBaHHS
konbu, noTiM 5Mn TpUNCUHY A4O0Aa0Tb B KOXHY KONOY
Ta iHKYOYIOTb MpuW KiMHaTHI TemnepaTypi NpoTArom 2
XBUMWH. T1OTiM KMiTMHW NEepPeHOCATe B amnyny, Lo
MicTTe 14mMn cepeposuiia, ocagxytote npu 1100
06./xB. Mpu KiMHaTHIn TemnepaTtypi npoTarom 5
XBUIMH | 3HOB CYyCMeHaylTb B 2x10%mn. Knituam
ceHcubinisytote, gogatoun 1mkn DNP-cneuundiivHoro
IgE Ha koxHi 10MN KNITMH. Y KOXHY 3 SMOK
NIOCKOAOHHOMO 96-AMKOBOrO nnaHweTa A[oAalTb
200mkn  knitvH  (40000kniTMH/amka) | nnaHweT
iHKYOYloTb npoTsirom Houi npu 37°C i 5% CO2. Ha
HaCTYMHWUWA AeHb cnonyku npurotoenaioTs B 100%
OMCO npu 10MM. MNoTimM KOXHY CNONYKY pO3BOAATL Y
BigHowWweHHi 1:100 B aHaniTMyHomy OGydepi i noTim
po3BogaTe gani B 1% OMCO-ananituuHomy Oydepi
00 JOCATHEHHS KiHUeBOT KoHUeHTpauii 0,03-30mMkM. Y
KOXHY AMKY pgofdatoTe no 80Mkn aHanitmyHoro
Oycepa, a notim 10mMKn po3BaBneHoi Cronyku.
IHKYOYyBaHHA 34IMCHIOITL MPOTATOM 5 XBUAMH. Y
KOXHY sivky gofatotb 10mMkn DNP-HSA (100Hr/Mn) Ta
iHkyOytoTb npu 37°C (6e3 CO2) npotarom 30 XBUIUH.
Ak oauH koHTpore oavH 1% AMCO (6e3 cnonyku)
popaloTe B Habip sIMOK ANs BM3HAYEHHs1 MOBHOTO
BMAINeHHsA. Ak iHWMIA koHTporb 3amicte DNP-HAS
aopaioTb Oydep Ana BM3HAYEHHs aHaniTMYHOTO
doHy. Micna 30 xsunuH iHKYOYBaHHA Hagocadosi
pigMHN NepeHocATs B HOBUIA 96-IMKOBUIA NiaHweT. Y
KOKHY SIMKY aHaniTM4HOro nnaHweTa goAaTs S0Mkn
HagoCagoBOoi PiAVHU. Y KOXHY SIMKY aHarniTM4HOro
nnaHweTta goaatote 100Mkn po3uuHy cybetpaTy Ta
iHkyoytob npu 37°C npotarom 90 xsunuH. [Ons
3ynuHKN peakuii gogatote 50mkn 0,4M  po3umHy
mMmiunHy i pesynbtatn  3unTyiote  npu  405HmM,
BMKOPUCTOBYIOUM 34MTYyBanbHUI npucTtpin Molecular
Devices SpectraMax 250.

2.2 Obpobka pesynbTaTiB

Metog A

(i) PospaxoBytoTb cepefHe +s.e.m. A5 KOXHOM0
Habopy TPbOX AMOK, SiKi NOBTOPIOIOTLCH;

(i) MakcumanbHy peakuito gdawtb  SMKM 3
NO3NTUBHMM KOHTPOSeM, WO MiICTHTb aHTUreH
(10Hr/Mn), ane 6e3 cnonyku;

(iii) MiHimanbHy peakuito gatoTb KOHTPOSbHI AMKM,
AKi HE MICTATb Hi @aHTUIEHY, Hi CNOMYKU;

(iv)  BukopuctoByroum i 3Ha4YeHHs  §K
makcumarneHy (100%) i miHimaneHy (0%) BenuumHwm,
BiAMOBIAHO, pe3ynbTaT HOPMYKOTb, OOEPXKYHOUM
NPOLEHT BiJ MakCUMarnbHOI peakui;

(v) ByaytoTb KpuBYy 3anexHoCTi peakuii Big 403K i
pO3paxoBy0Tb BENMUUMHY Y50 ANs Cnonyku.

MeTon B

(i) PospaxoBytoTb cepefgHe *SD ans KOXHOrO
Habopy TPbOX AMOK, LLIO NOBTOPIOKOTLCH;
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(i) MakcumanbHy peakuito [dawtb  SMKA - 3
NO3NTMBHMM KOHTPOMEM, WO MIiCTATb  aHTUreH
(100Hr/Mn), ane 6e3 cnonyku;

(iii) MiHimanbHy peakujto [alTb KOHTPOSbHa
AMKW, WO MicTtATb Oydep (6e3 aHTureH) i 6Ges
CrnonyKku;

(iv)  BukopuctoByroum L 3Ha4YeHHa  §K
MakcumaneHy (100%) i miHimaneHy (0%) BenuunHu,
BigMoBIigHO, eKkcrepyMeHTarnbHi pesynbTaTtm
pO3paxoByl0Thb, ogepxyroum npoueHT Big
MaKkcumarnsHoi peakuii (Lo nosHavaetbes gk % Big
KOHTPOH0);

(v) ByayloTb KpmBY 3aneXHOCTi peakuii Big A03W i
po3paxoByloTb  BenuuMHy Y50  4Ons  CHOnyku,
BMKOPUCTOBYIOUM NporpamMHe 3abesneveHHs Prism
GraphPad i HeniHiiHWMI perpeciiHnin aHania MeTogoM
HaMMeHLLMX KBaaparTiB.

Cnonyku JaHoro BUHaxo4y iHriOylOTb
aHTUreHiHAYKOBaHy AerpaHynsauitlo KniTuH nevkemii
Rat Bosophilic (RBL) npu Y5 B iHTEpBani 3Ha4eHb
Bia 100 mikpomonen go 0,01 mikpomons.

B. MeToawnka aHanisy in vitro gns KDR

1. Inribytoui fii cnonyk Ha KDR

IHriGytoui aii cnonyk Ha aHani3
docdopunioBaHHs  KDR-cybctpaTy  BU3Ha4valoThb,
BMKOPUCTOBYIOUM  cprnelt-nnaHweTHMin  aHanisa  (96-
samMkoBi nnaHweTn, New England Nuclear).

LintonnasmiyHmii gjomeH cepmeHTy niogmHm 6ys
KNOHOBaHMA y BUrMAAi  ribpmay rnyTtaTioH  S-
TpaHcdepasm (GST) B B 6GakynoBipycHW BeKTOp
ekcnpecii pFastBac, miyuenmn GST (3uuTyBanbHa
pamka). binok 6yB ekcnpecoBaHui B SF21 kniTnHM i
ounLeHNn oo npnénm3Ho 60% romoreHHocCTi.

AKTUBHICTb KiHa3un BM3HavatoTe B 20MM HaTpieBin
coni  4-vopdoniHnponaHcynbOHOBOI  KUCNOTH,
10MM MgCb, 10mMM MnCl;, 1MM pguTtioTpeitony,
2,5MM eTunenrnikonsbic(beTta-amiHoeTnnedip)-N,N'-
TeTpaouToBoi kucnotu, 10MM B-rnivepodocdaTy,
pH7,2, wo mictute 10MM MgClz, 100mMkM Na3zVOs,
1MM NaF. 10mkn crnonykm popawoTs Ao 70mkn
KiHazHoro Oydepa, wo ™micute 100Hr cbepmMeHTy
peuenTtopa gomeHy kiHasn (KDR) npu 4°C. Peakujio
noynHawTb, gogatun 20MKN PO34MHY, WO MICTUTb
2mkr  cybctpaty (SH2-SH3  dparmenT PLCy,
ekcripecoBaHuin Ak GST ribpugHui 6inok), 2mkKiopi
y*P[ATP] i 2MkM xonopHoro ATP. Micnsi opiei
roavHn iHkyoyBaHHsa npu 37°C peakujio 3ynuHA0TH,
popjatoum 1 o6'em (100mkn) 200mM EDTA. TMoTim
aHaniTM4yHMn  Oydep 3nmMBawT® | AMKM  TpuUdi
npomuBaots 300mMkn  3abydepeHoro docdaTom
CONbOBOro po3unHy. PafioakTuBHICTL BM3HaYaloT™ B
KOXHIN aMmuj, BuKopucToBytounm npwunag Packard
Model Top Count NXT.

®doHOBUN curHan BM3HavaloTb 3 pafioaKTUBHOCTI
YOTUPbLOX SIMOK, LIO MOBTOPIKOKTLCS, sKi MICTSTb
pagioaktmeHun ATP i oguH cybctapT B KiHa3HOMY
Bydpepi.

KOHTPOISbHY aKTUBHICTL BU3HAYaloTb, BUMIPIOOU
pafioakTMBHICTL YOTUPBLOX SIMOK, LLO MOBTOPHOTHCH,
AKi MICTATb MOBHUM aHaniTUYHUA KOKTENIb (y33P-
[ATP], KDR i PLCg cybctpaTt) 3a BigCyTtHOCTI
TecToBOi cnonyku. IHribyBaHHs KDR aKkTMBHOCTI
CMOMYKOK AaHOro BMHaxXoAy BUpaXakTb SK MPOLEHT
iHriGyBaHHA KOHTPObHOI aKTUBHOCTI, sKa
BUSABMSAETLCS 3a BiACYTHOCTI TECTOBOT CMOSYKM.
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SU5614 1mkM (Calbiochem) BknoveHun B
KOKHAW NnaHWeT B YOTUPbOX MNPUMIpHMKaX K
KOHTpOnb iHriGyBaHHA. [Ysp pospaxoBytoTb AN
crnonyk  paHoro  BuMHaxody, Oyaywoum  KpuBy
3anexXHoCTi [03a-BiAnoBiab. Y50 BignoBsigae
KOHUEHTpaLii cnonmyku [daHoro BWHaxody, 4dka
Buknukae 50% iHribyBaHHSA akTMBHOCTI KiHa3W.

KoHkpeTHi cnonyku gaHoro BUHaxody iHribyioTb
KDR akTuBHiCTb Npn 3HayeHHAX IYsg B iHTepBani Big
100 mikpomonen go 0,3 mikpomonen.

2. KniTMHHa aKkTMBHiICTb Ha eHaoTenianbHUX
KniTMHax

2.1 InribyBaHHa nponicepauii eHgoTenianbHNX
KNiTMH MikpocyamH wkipn noguin (HDMEC), wo
3anexat Big (akTopiB pOCTy eHAoTenito CyauvH
(VEGF)

AxTMBHICTb aHTM-KDR Mornekyn aaHoro BuHaxoay
OUiHIOITb 3a  3aXOMNSeHHAM [14C]-TI/IMi,D,VIHy Ha
HDMEC (eHpoTenianbHi KNiTUHK MiKpOCYOUH
eHpgoTenito nmoguHn) y signosigb Ha VEGP. HDMEC
(Promocell, nacaxi 5-7) sucisatots B 100mMkn npu
KoHueHTpauii 5000kniTuH/amka B Cytostar 96-aMkoBi
nnaHweTn (Amersham) 3aspanerigp NoKpuTi
dakTopom npuegHaHHsa (AF, Cascad Biologies) npu
37°C, 5% COg2, B oeHb 1. B geHb 2, noBHE KMiTUHHE
cepeposuvle (6asanbHe cepenoBulle, [OOMOBHEHE
5% deTtanbHo TenA4vow cuposaTko (FCS) i
KOKTernem hakTopiB pOCTy) 3aMiHIOTb MiHIManbHUM
cepeposuvem (basanbHe cepenoBuLle, OOMOBHEHE
5% FCS)i knitnHn iHkybytoTb NpoTArom Lue 24 roguH.
Ha 3 peHb, cepepoBuile 3amiHioTb 200MKN CBIXKOTO
MiHiIManeHOro cepefosuila, AONOBHEHOro abo He
ponosHeHoro 100Hr/Mn VEGF (R&D System), i wo
MicTMTe abo WO He MiCTUTb ClOMYyKU [aHoro
BuHaxogy i 0,1mkKiopi [14C]-TVIMi,D,I/IHy. KnitnHun
iHkybytoTb npu 31°C, 5% CO2 npoTarom 4 gHis. MoTim
KifNbKiCHO BM3Ha4yaloTb 3aXOMJIeHHs [14C]-TVIMi,EI,VIHy,
nigpaxoByloun pafioakTUBHICTL. AHani3 34iMCHIOTb
B TPbOX sIMKaX, L0 NOBTOPHOIOTLCS.

KiHueBa koHueHTpauis [OMCO B aHanisi
ctaHoBUTb 0,1%. % iHribyBaHHS PO3paxoBylOTb K

[iMnN./xB.(+VEGF)-IMN/XB.(+VEGF+cpd) IMM./XB.  (+VEGF)-
imMn./xB.ems%Fsc)]x100.

2.2 Bnnue monekyn Ha VEGF-He3anexHui pict
HDMEC:

HDMEC (5.000 kniTuH Ha AMKy) BWCiBalOTb B
nosHomy cepegosuwl (CM) B 96-MynbTUAMKOBI
nnaHwet™  Cytostar (Amersham), 3asganerigb
NoKpuTIi  hakTopOoMm npueaHaHHa (Attachment
factor=AF, Cascad Biologies) npu 37°C, 5% CO. B
aeHb 1. [loTim noBHe cepefoBulle BuAANATb i
KNiTMHW iHKyGytoTb B 200MKN MOBHOrO cepefoBuLa,
IO MIiCTUTb MOJIEKYNM CMOMyK [AaHOro BuHaxody i
[14C]-TVIMiAI/IH (0,1mkKropi).  3axonneHhs [14C]-
TUMIOVHY BM3HA4aloTb KifbKiCHO, BUKOPMUCTOBYHOUU
Wallac 6etannaHweT nicna 3 gHiB iHKybyBaHHA. %
iHriOyBaHHS PO3PaxoBylOThb SK

[imn./xB.(cm)-iMN/XB.(cM+cpa)/iMM./XB.ccm)]x100.

C MeTtoauka aHarnisy in vitro ana AURORA2

1. Ivribytova gia cnonyk Ha Aurora2 kiHasy

IHribytouy gito  cnonmyk  Ha Aurora2 kiHasy
BM3Ha4yaloTb, BUKOPUCTOBYIOYN pafioakTUBHUIA aHanis
3 BUKOPUCTaHHSM XxenatoBaHWX Hikernem dneLl-
nnaHLwerTiB.
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His-miveHy 3a N-kiHUEM MOBHOI [JOBXWHU
pekoMbiHaHTHy aurora2 ekcnpecyiotb B E.col i
OYMLLAITL Malke 4O rOMOreHHOCTi.

C-TepMiHanbHUin cparmeHT (Q1687-H2101) His-
MiveHuin 3a N-kiHuem NuMA (sgepHun 6inok, sKum
acouinoBaHuM 3 MITOTUYHUM anapaToM) eKCpecyloTb
B E.coii, ouMLaloTe, BUKOPUCTOBYIOUM XeraToBaHy
Hikenem Xxpomatorpadito, i BUKOPUCTOBYIOTb K
cybctpaT B aHanisi Aurora2 kiHasu. [ns BU3HAYEHHsI
aktmBHocTi  kiHasam  NuMA  cBixum  cyberpart
BPiBHOBaXylOTb B KiHaszHomy Bydepi (50MM Tris-HCI,
pH7,5, 50mM NaCl, 10mM MgCl.), nonosHeHomy 10%
(06./06.) rniuepuHom i 0,05% (Bar./o6.) NP40,

BMKOPUCTOBYIOUM  XpoMaTtorpadito  Ha  KOMOHLY
Phamacia PD 10.

AKTUBHICTb KiHa3un Aurora?2 BU3HA4YalOTh,
BMKOPUCTOBYIOYM  XeraToBaHi  Hikenem  dnew-

nnaHwet™ (New England Nuclear, model SMP107).
KoxHa smka MicTuTb 100MKN HaCTYyNMHOrMo PO3UMHU:
0,02mkM Aurora2; 0,5MkM NuMA cybetpaTty; 1MKkm
ATP, ponosHeHoro 0,5MkKiopi [y—33P]-ATP. Po3unHn
iHkyOytoTb npoTtarom 30 xBunuH npu 37°C. TMoTim
aHaniTMyHMn  Oydep BUAAnNSAwT i AMKM  OBidi
NpoOMMBaOTb 300mkn KiHa3HOro Oydepa.
PagioakTVBHICTb BUMIipIOIOTE B KOXHIA 3  SAMOK,
BMKopucToBytoun npunapg Packard Model Top Count
NXT.

®oHoBUIN curHan obuncniolTs 3 BUMIPHOBaHbL
pafioakTMBHOCTI B AYONbOBaHUX sIMKaX, WO MicTATb
TiNbkn papgioakTmBHuin ATP B kiHasHomy Oydepi
06pobkoto 3a cNOocobOM iHLWMX NPUKIAAIB.

KoHTpornbHy aKTUBHICTb BU3HaYaloTh,
BMKOPUCTOBYIOUM BUMIPIOBaHHA pagioakTUBHOCTI B
OyonboBaHMX  AMKax, WO  MiCTATb  MOBHWNA
aHanitmunmi - koktenne (ATP, Aurora2 i NuMA
cybcTpaT) 3a BiACYTHOCTI TECTOBOT CMOMNYKU.

IHribyBaHHs  akTMBHOCTI  Aurora2  CroOMyKow
OaHOro  BUHaxody BuMpaxawTb  SK  MPOUEHT
iHriGyBaHHA KOHTPOMbHOI aKTUBHOCTI, Lo
OEeMOHCTPYETbCA 3a BiACYTHOCTI TeCTOBOI CMOMYKW.
AK KOHTpOMb 3a iHribyBaHHAM B KOXHUW MNnaHLweT
BKITIO4al0Tb CTaBPOCMNOpUH (Staurosporin).

IMso pospaxoByloTb  ANA  CNOMYK  JAHOM
BMHaxody, nobynoyBaBlM KPUBY 3anexHOCTi Jo3a-
Bignosigb. [Ysp BignoBigae KOHUEHTpauii cnomyku
OaHoro BuHaxody, fAka Buknukae 50% iHribyBaHHA
aKTUBHOCTI KiHa3u.

KoHkpeTHi cnonyku gaHoro BuHaxody iHribyioTb
akTMBHicTb Aurora2 3 |Yso B iHTepBamni 3HaueHb
KoHUeHTpauin Big 100 mikpomonen go 0,1 mikpomons.
MepeBaxHi crnonykn [aHOro BUHAXO4y iHMOYOTb
akTMBHiCTb Aurora2 3 [|Ysp B iHTepBani 3HaueHb
KOHUeHTpauin Big 100 HaHOMonen o 10 HaHOMOnewn.

D. MeToaunka aHanigy in vitro ans FAK

1. Inribytouvi gji cnonyk Ha FAK

IHribytoui aii cnonyk Ha FAK kiHasy -aHanis
ayTo hocopUIoBaHHSA -BU3Ha4aKTb,
BMKOPUCTOBYIOUM  (pnyopecueHTHUA  aHanis 3
pOo3AdineHHsM y yaci.

depmeHT noBHOI  goBkuHM  kOHK  niognhm
KMOHYIOTb Y BEKTOp ekcnpecii 6akynosipycy pFastBac
HTc. Binok 6yB ekcrnpecoBaHWi i O4YULLEHUA [0
npn65m3Ho 70% roMoreHHoCTi.

AKTMBHICTb KiHa3u BM3Ha4datTb B 50MM Hepes
pH 7,2 skunn mictute 10MM MgClz, 100mMkM NasVOs,
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15MKM  apgeHosuHTpudocdaTy. PepmeHTaTUBHY
peakuito 3akiHuyoTb, goaaroun Enzyme Hepes 6ydep
pH7,0, wo micmts 0,4M KF, 133mM EDTA, BSA
0,1%, wo mictute aHTM-OHis aHTMUTINO, MiveHe XL665
(FAK MiYeHuUn His) i MOHOKJIOHabHe
TMpo3suHdocdocneLmdiyHe aHTUTINO, KOH'IOroBaHe 3
kpuntatom esponito (Eu-K). BigmiTHi ocobnuBsocTi
dnyopodopis, XL-665 i Eu-K npegcrtaeneHi y
[G.Mathis et al., Anticancer Research, 1997, 17,
pages 3011-3014]. CneuudiyHun [JoBroTpMBanumn
curHan XL-665, BUHMKa4U TiNbKM B TOMY BUNAAKY,
akwo FAK  depmeHT ayrodochopunboBaHni,
BMMIpIOIOTL 32 [Jonomorok ananizatopa Packard
Discovery Microplate. IHribyBaHHs FAK akTtuBHOCTI
crnonykamu JaHoro BvHaxoy BupaxkatoTb K MPOLEHT
iHribyBaHHSA KOHTPOSbHOT aKTUBHOCTI, o
BMSABMSAETLCS 3a BiACYTHOCTI BUNPOOYyBaHOI CNONyKHU.

2. MponidepauiafkutresgaTHicTb KNiTVH
MenaHoOMW  NIOAUHKU SK-Mel-28 3a  paHumu
3axonnehHs [“ClmmiaunHy

2.1 KnituHHa KynbTypa, BBeAEHHA MIiToK B SK-
Mel-28 i 3gincHeHHa aHanizy SK-Mel-28 Bucisatots B
Kinekocti 5000 knituH Ha samky B Cytostar 96-
MynbTUAMKOBI nnaHwetn (Amersham) npn 37°C, 5%
CO2, B geHb 1. B pgeHb 2, kniTvHHe cepenosuLle
3aMiHIOTb CBIXKUM MiHiManbHoO HeobXiAHUM
cepenoBuLLEM Irna (MEM), KynbTypanbHUM
cepeposuem, pgonosHeHum 10% FCS, 1% He
He3aMiHHMMKM  amiHokucnotamu, 1%  nipysatom
HaTtpito i wo mictute 0,1mkKiopi [14C]-TVIMi,EI,VIH nnoc
3pOCTalodi KOHLEeHTpaLii cnonyk B KiHUEBOMY 00'emi
200mkn. KnitnHu iHkyoytote npu 37°C, 5% CO:2
npotarom 48 roguH. 3axonneHHs [14C]-TVIMi/:|,MHy
BM3Ha4aloTb KifbKicCHO, BMMIpIOIOYM pafioaKTUBHICTL
yepe3 48 roguH nicng noyatky obpobku. AHani3
BEeyTb B TPbOX sIMKaX, L0 MOBTOPHOKTLCS.

2.2 Obpobka pesynbTaTiB

(i) PospaxoBytoTb cepefHE ts.e.m. AN KOKHOIO
Habopy 3 TPbOX AMOK, LLIO MOBTOPOKTLCH;

(i) MakcumanbHOl BUSIBUNACA peakuia and
NO3NUTUBHUX KOHTPOMbHUX AMOK, LLO MICTATb KIiTUHM,
arne Lo He MiCTATb CMomyKu;

(iii) MiHimanbHolO BMSIBUNAcA peakuia  Ans
KOHTPOSMBbHUX $IMOK, WO He MICTATb KIiTUHM | He
MICTSITb CMONYKY;

(iv)  BukopucTtoByroun L 3Ha4YeHHs  §K
MakcumansHi (100%) i miHiManeHi (0%) 3HadveHHs,
BiAMOBIAHO, pe3ynbTaT¥ HOPMYKOTb, OOEPXKYHUM
NPOLEHT BiJ MakCUMarbHOI peakui;

(v) ByaytoTb KpuBY 3anexHoCTi 4o3a-Bianosiab i
po3paxoByloTb BenuuuHy I4s0 (KOHUEeHTpauis nikis,
aka cnpuunHae 50% 3MeHLUEeHHS 3axOnseHHs [14C]-
TUMIOWHY) ANS CNONYKU.

3. Mirpauis knitvH menaHomn SK-Mel-28 nioguHm
Ha MmaTpuui iGPOHEKTUHY

3.1 KnitmHHa kynbTypa i 3giCHeHHs aHanisy

SK-Mel-28 (250000  «kniTmH)  3a3ganerigb
06po6nATL 3pOCTaloYMMM KOHLIEHTPALSIMM CMOMYK
npotarom 15x8. npu 37°C, 5% CO. T[loTim ix
BMIiLLYIOTb Y TMPUCYTHOCTI CMOMYKM Ha BEPXHIO
YacCTUHY 12 MKM 12-MyNbTUSMKOBUX XeMOTaKCUCHUX
kamep Boyden (Becton Dickinson) i 3anuwatoTb Ans
Mirpauii B HUXXHIO Kamepy, Lo MicTnTb dibpuHoreH
(10mkr/mMn) sk xemoaTtpakTaHT B H6aszanbHomy RPMI
KynbTypanbHOMY cepefoBulli Ha 24 rogvHW npu
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31°C, 5% COz [Motim «kniTMHK dikcyroTe i
3abapeniotots  Diff-Quick  (Diff-Quick Fix, 1 i |l
po3unHn, Dade Behring) i knitTmHM 3 BepxHbLOI
YaCcTUHW Kamepu BuaanatoTb. Mnsamu conobiniayioTs
3 HWKHbOI CTOPOHW MNPUAWNNMX KNITUH | Mirpauito
KNiTUH  OUHIOTb  KifbKICHO,  BMKOPUCTOBYHOUM
BMMIipIOBaHHS OMTUYHOT LLiNbHOCTI. AHanis
30iNCHIOTL AN ABOX SIMOK, LU0 MOBTOPIOKTLCS.

3.2 Obpobka pesynbTaTiB

(i) PospaxoBytoTb cepefHE +s.e.m. AN KOXHOIO
Habopy SMOK, LLO NOBTOPHOOTLCS;

(i) MakcumanbHOl BUSIBUNACL peakuia Aans
NO3NTUBHUX KOHTPOSIbHUX AMOK, LIO MICTATb KIiTUHU,
ane WO He MICTATb CMNOMAyKM | 3 HaJaHHAM
MOXJMBOCTI MirpyBaTh Ha (hiOPOHEKTUH;

(iii) MiHimanbHOI BUMABMNACA peakuia  and
KOHTPOSMbHUX SIMOK, IO MIiCTATb KNITUHU i HE MICTSATL
crnonykn 3 HagaHHAM MOXIMBOCTI MirpyBaTM Ha
6asarnbHe KynbTypanbHe cepefosuLle 6e3
XeMoaTpaKTaHTy;,

(iv)  BukopucTtoByroun L 3Ha4YeHHd  fK
MakcumansHi (100%) i MiHiMansHi (0%) 3HaveHHs,
BiAMOBIAHO, pe3ynbTaT HOPMYKOTb, OLEPXKYH4N
NPOLEHT BiJ MakCUMarbHOI peakLii;

(v) ByaytoTb KpuBYy 3anexHoCTi A403a-BiAnoBidb i
po3paxoByloTe BenuuuHy [Ysg (KOHUEeHTpauia nikis,
sKka cnpuumHae 50% 3amMeHLWweHHs mirpauii KniTuH) onga
CMONyKN.

KoHkpeTHi cnonyku gaHoro BuHaxomy iHribyioTb
FAK akmBHicTb 3 IYsp B iHTepBani 3Ha4eHb
KOHUeHTpauin Big 100 mikpomonen o 0,3 mikpomors.

E. MeTtoauka aHanisy in vitro gna IGF1R

1. Inribytoui gji cnonyk Ha IGF1R

IHribytoui  pii cnonyk Ha IGF1R - ananis
aKTMBHOCTI  chocchopunioBaHHa - BU3Ha4YaloTh,
BMKOPUCTOBYIOUM  (pnyopecueHTHUA  aHanis 3
po3nofifom yyaci.

LinTonnasmiyHun gomeH nopcekoro IGF1R 6yB
KMOHOBaHWMA y Bumagi  ribpuay rytatioH  S-
TpaHcdepasm (GST) B 6GakynoBipycHUIA BeKTOp
ekcripecii pFastBac 3 wmikoiwo GST. binok 6yB
ekcnpecoBaHuii B SF21 KniTMHM | ounweHud Ao
npn6m3Ho 80% roMoreHHoCTi.

AKTUBHICTb KiHa3n Bu3HavatoTb B 50MM Hepes
pH7.,5, wo micmts 5MM MnClz, 50mM NaCl, 13%
rniuepuny;, 0,025% Tween 20, 120mkM
ageHo3nHTpugocdaty. PepmeHTaTMBHI  peakuii
3aKiHuytoTh, gopatoun 100mM Hepes Gydepa pH7,0,
wo mictnte 0,4M KF, 133mM EDTA, BSA 0,1%, wo
MicTUTb 9K aHTU-GST aHTuTino, mivyeHe XL665, i
aHTU-OCHOTUPO3NHOBE aHTUTINO, KOH'loroBaHe 3
kpuntatom eBponito (Eu-K). BigmiTHi ocobnmBocTi
aBox cnyopodopis, XL-665 i Eu-K, npepcraeneni
[G.Mathis et al., Anticancer Research, 1997, 17,
pages 3011-3014]. CneumndiyHnii [OBroTpMBanui
curHan XL-665, BUHUKa4YUA TiflbKM B TOMY BUNaaKy,
akwo IGF1R depmeHT ayrodocdopunboBaHii,
BMMIipIOlOTL  3a pgonomorot  Victor aHanisatopa
(Perkin-Elmer). IHriyBaHHsa aktmBHoCTi IGF1R kiHaan
crnonykamu JaHoro ByHaxoAdy BupaxatoTb SK MpOLeHT
BiJ, KOHTPOMNbHOT aKTUBHOCTI, O OEMOHCTPYETLCA 3a
BiJCYTHOCTI CNOMYK.

2. MponidepauishikntresgaTHicTb KNiTUH
KapumHOMM MOJSOYHOi 3ano3m mogmHm MCF-7 3a
OaHUMU 3axXonneHHs [14C]TI/IMi,EI,VIHy
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2.1 KniTnHHa kynbTypa, mideHa knitnHamum MCF-
7, i 3gincHeHHa aHanidy lNMpoTunponidepatmBHy Aito
monekyn Ha MCF-7 «knitTuHm  ouiHlolOTE  3a
3axonneHHaAm Cl-mmignHy npoTtarom 72 roauH
nicns iHaykoBaHoi IGF1 knitTmHHOT nponicbepauii.

MCF-7 «knitTuHn BuciBaioTb B KinbkocTi 25000
KnitTuH Ha awvky B Cytostar 96-MynbTUAMKOBI
nnaHwet (Amersham) npu 37°C, 5% CO, B feHb 1,
i sanuMwarTs Ha HIY B EMEM cepeposuui,
ponosHeHomy 10% FCS, wo6 3abGesneuntn
NpuUAMNaHHa KniTMH. Y geHb 2, KynbTypanbHe
cepeposuile 3amiHioTs EMEM/HamF12 50/50, wo6
BUOANUTK KMiTUHM Ha 24 roavHu. Ha 3 aeHb KniTuHHe
cepeposuLle 3aMiHI0I0Tb CBDKMM EMEM
cepepoBuvieM, A0MNOBHeHUM 1% nipyBaToM HaTpito,
neHiumniHom, crpentaMiunHoMm i S50Hr/MN KiHUEeBOiT
KoHUeHTpaLii IGF1. MoTim goaatots 0,1mkKiopi [*Cl-
TMMiguHy i 3Mkn cnonyk B 213mkn KiHueBoro o6'emy.
KniTuHu iHkydytot npu 37°C, 5% CO2 npotarom 72
roavH. 3axonneHHs [14C]-TI/IMi}J,I/IHy BM3Ha4aKwTb
KifbKiCHO, nigpaxoBylouM pafioakTUBHICTL depes 72
roouHn nicna  nponicdepadii, BuknukaHoi IGF1
(Microbeta trilux NiYNIbHUK, Perkin-Elmer).
BusHaveHHa IYso gybnbosaHi gna 10 3pocTarumx
KOHLEeHTpaLin.

2.2 Obpobka pesynbTaTiB

(i) PospaxoBytoTb cepefHE ts.e.m. AN KOKHOIO
Habopy sSIMOK, LLO NOBTOPIOKOTHCS;

(i) MakcumansHUM BUSIBUBCS CUrHan peakuii ans
NO3UTUBHUX KOHTPOSbHUX AMOK, LLO MICTATb KIiTUHM,
ctumMynboBaHi IGF1, ane He MicTATL cnonyku;

(iii) MiHimansHMM BMABMBCS curHan peakuii ans
KOHTPOMbHUX SIMOK, WO MiCTATb HE CTUMYMNbOBaHI
IGF1 KniTUHK | HE MICTATb CNONYKY;

(iv)  BukopucTtoByroun L 3Ha4YeHHs  §K
MakcumansHi (100%) i MiHiManeHi (0%) 3HadveHHs,
BiONOBIAHO, pe3ynbTaTM HOpPMani3yloTb, OAEPXKYun
NPOLEHT BiJ MakCUMarbHOI peakui;

(v) ByayroTb KpuBY 3anexHoCTi 403a-BiAnoBigb 3a
10 TOYkamum | po3paxoByoTb BenuuuMHy [Ysp
(koHUeHTpauia nikiB, ska cnpuumHsae 50% 3HWKEHHs
crneuundiyHoro cirHany), BAKOPUCTOBYOUM HEMIHINHWIA
perpecinHui aHanis.

3. IGF1R ayTtodocdopunboBaHMii B KMiTUHHINA
niHit MCF7 nicnsa ctumynsuii IGF1

3.1 KniTuHHa kynbTypa i 3aiCHeHHs aHanidy

IGF1-iHaykoBaHe IGF1R ayrodocdopunioBaHHs
B KIiTUHax OUiHIOTb, BUKOPUCTOBYIOUM TEXHIKY
ELISA.

MCF-7 knitTuHm BuciBaloTb B KOHUEHTpauii
600000 kniTMH Ha SMKY B 6-MYNbTUAMKOBI NnaHLweTy,
3anuwaTb NpoTsiroM Ho4i B 10% cupoBaTui, a NoTim
no36aenaTs cupoBatkM Ha 24 roguHu. Cnomnyku
JoJalTb 00 cepefoBulla 3a 1 roavHy Ao CcTuMynauii
IGF1. Yepe3s 10 xBunuH nicns IGF1 ctumynauii
30INCHIOIT,  KIMITUHHWMA  1i3NC,  BUKOPWUCTOBYHOUM
Hepes 50 mM pH7,6, Triton XI00 1%, opToBaHagaTt
2MM, iHriGiTopy npoTeasun. KniTuHHi nisatn iHkybytoTH
B 96-MynbTMAMKOBMX nnaHweTax, 3asganerigb
nokputux aHT-IGF1R aHTuTinamm, notim iHKyoy0TH 3
aHTU-POCPOTUPO3NHOBUM  AHTUTINIOM, NPUEQHAHUM
0o depmeHTy nepokcuaasn. PiBeHb aKTUMBHOCTI
nepokcvaasv (BUMIpSIHWA 3a ONTUYHOK LUMbHICTIO 3
BMKOPUCTAHHAM NOMiHECLLEHTHOIO cybcTparty)
Bigobpaxae craH drocdopunioBaHHS peLenTopiB.

[14

3.2 Obpobka pesynbTaTiB

(i) PospaxoBytoTb cepefHe 1s.e.m OIS KOKHOIO
Habopy sSIMOK, LLO NOBTOPIOKOTHCS;

(i) MakcumanbHe 3HayeHHs curHany peakuji
pO3paxoBylOTe ANS MO3UTUBHUX KOHTPOSIBHUX SIMOK,
Lo MIiCTATb ni3at KNitTMH, cTuMynboBaHux IGF1, ane
He MiCTATb CNONyKK;

(iii) MiHimanbHe 3HayeHHs curHany peakuii
pO3paxoBylOTb ANst KOHTPOJIBHUX SIMOK, WO MICTATb
nisatM He CTUMYNbOBAHWX KMITUH | He MicTam
crnonyku;

(iv)  BukopuctoBytoum Ui BenMUMHKM  SK
makcumanbHe (100%) i miHimanbHe (0%) 3HauyeHHs
BiAMNOBIAHO, pe3ynbTaT HOPMYIOTb, OAEPXKYHOUN
NPOLEHT Big MakCUMarsibHOT peakuii;

(v) ByoytoTb KpuBY 3aneXHOCTi A03a-BiAnoBiab i
po3paxoBytoTb IYso  (kOHUeHTpauia niki, ska
cnpunymHse 50% 3HWKEHHA pesynbTaTiB BUMipIOBaHHS
ONTUYHOI WiNbHOCTI) ANS CNOMYK.

KoHkpeTHi cnonyku gaHoro BuHaxogy iHribyioTb
IGF1R akTuBHICTb Npu 3HaYeHHaX [Y 5 B iHTepBani Bif
100 mikpomornen po 60 HaHomonen. [lepeBaxHi
crnonykn paHoro BuHaxody iHribylote  IGF1R
aKTUBHICTb MpU 3HayeHHsix IYsp B iHTepBani Big 100
HaHomornen oo 60 HaHoMonen.

MeTtoauka aHanisy in vivo ans iHri6itTopis SYK

1. IHriGyBaHHA LWITYYHO BMKMMKAHOMO aHTUTEHOM
3ananeHHs auxanbHUX WnaxiB - OOHOAEHH i
GaraTtofeHHI OOChiMKEHHS NepoparnbHOro BBEAEHHS
[o3

Cnonyku JaHoro BMHaxonoy OLiHIOTb,
BMKOPMCTOBYIOUM aneprivyHux wypie Brown Norway.
Mogeni, WO BWKOPUCTOBYOTBCA B UMX in  Vivo
OOCMiDKEeHHAX, iMiTYI0Tb  BIAMOBIAHI  MATOMOMYHI
0COOMMBOCTI anepriyHux 3axBOpPHOBaHb AMXarbHUX
wnaxis. [JaHi OocrimKeHHs AeMOHCTPYIOTb, Lo
CMOMyKN [AaHoro BWHaxody iHrOyloTe HaKoMUYeHHs
3ananbHUX KMiTUH B AMXanbHUX LUMAXax aneprikis
yepes 24 roguHu nicnga iHransauii aHTMreHoMm. B KiHuj
€KCEPUMEHTY  KiMbKiCHO ~ BM3Ha4alwTb  MOsIBY
3ananbHMX NenkouuTiB B  OpOHXOarbBeONSPHIN
npomuBaneHiv pignHi (BALF), nereHeBomy nanmkecTi
i B TKaHWHax, 3a pesynbTatamu FCTONATONON4YHOro
aHanisy.

MpoTokon ceHembinizawi i cTumynsuii

Brown Norway wypie ceHcunbiniaytots B gHi 0, 12

i 21 AEYHUM ans6ymiHom (100mkr
BHYTPILUHbOOYEPEBUHHO), AKUA BBOAATL pa3oM 3
rigpOKCMAoM arntoMiHito (100mr,

BHYTpilWHbOOYepeBnHHo). Ha 30 pgeHb  wypis
eKCnoHyloTe 1% aepo3onio  Se4Horo  anboymiHy
npotarom 30 xBunuH. lMoTiM TBapuH NoBepTalTb B
NPUMILLEHHS YTPUMYBaHHS.

MpoTokon Ans Ao3yBaHHSA

Tlikun, Wwo TecTyioTbCA, BBOAATL NepoparnbHo 3a 1
rogMHy 4o noyawy iHransuiiHoro 3apaXeHHs
aHTUreHom.  YoTupu  rogMHuM  onicna  nicrnd
iHransIWMHOrO 3apaXeHHs aHTUreHoM nepoparnbHO
BBOAATb Apyry Ao3y nikis. [Jo3n cnonyku BBOoAATb B
HaniBnorapudmiyHomMy posnogini Mk 3 i 100mKr/Kr.

B okpemux gocnimkeHHsix nikv BBOAATL ABidi Ha
OeHb MpoTAroM 4 pJHiB [0 iHranauii aHTUreHom.
KiHueBa fgosa Cronyku B LMX OOCHIMKEHHAX TakoX
BBOAMNIACb 4epe3 4 roavHW nicna  ctumynauii
aHTUTeHOM.
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MpoTokon ana BuaineHHs GpoHxoarbBeOoNsAPHO
nasaxy (BAL)
Uepesa 24 roguHM nicrna  iHransidiiHoro

3apaXeHHs1 aHTUFEHOM KNiTUHW BUAINSOTL 3 MPOCBITY
anxanbHUX wnsxie, 3[iNCHIOTb
OpoHX0anbBeONspHWA naBax nicnd  yMepTBiHHA
TBaApPWH, i NPOMMBAIOTL NEreHi TpboMa anikBoTamu no
5mn RPMI/FCS. TpomuBaneHy piavHy KOXHWUIA pas
3anuwatoTb B nereHsix Ha 30 cekyHA, nepen TuM, siK i
obepexHo BuaanAwTs. Tpu 3pasku ob'eaHyoTb i
NoBHY i AudepeHUianbHy KinbkicTb GiNux KpoB'sSHUX
Tineub BM3HayatTb Ha BAL 3paskax. [Ons oOuiHku
NoBHOI | AndbepeHuianbHOI  KINBbKOCTI  KNITWH
BMKopmcToBytoTb cuctemy ARGOS, BrMKOpuMCTOBYOUN
cBiTnoBy Mikpockonito Wright-Giemsa 3a6apBneHnx
LMTOLLEHTPUGYroBn X npenaparis.

MpoTokon Ans ricronaTonorii nereHs

Bigpasy nicna BAL B neredi HarHiTalote 10%
HenTpanbHui 3abydepeHun dopmaniH (NBF), npu
Tncky 30cm.Boa.cT. JlereHi Bugansaiots i BMilLyIOTb B
nocyoguHn 3 10% NBF. Micna dikcauii 10% NBF
MiHiMyM npoTsirom 24 roguH, rnereHi obpobnsiots
dpakLUioOHOBaHUM CIMPTOM | MNOKpMBalOTb BOCKOM.
JlereHi pospizaloTb MNOJOBKHLO | OOMH 2 MKM
NOAOBKHIMA 3pi3 AN KOXHOT 3 TBApuH BUpi3aloTb Ha
piBHi ocHOBHOro GpoHxa. lMoTiM 3pi3n 3abapBnioloTb
reMaToKCUITIHOM | e0o3uHOM. lMpoBoAAT> NATONOMiYH
OUiHKM i OUiHIOITb CTaHN GPOHXIONAPHOro eniTenito i
cyb-MyKko3u.

[poTokon ons nereHeBoi oepMmeHTaLil

Y pesakux [JOoCnipKeHHs X cami nereHi 6ynm
depmeHTOBaHI Ana BUAINEHHA 3ananbHUX KNiTWH,
nokarni3oBaHVX BCEPEAMHI TKaHWH.

Y uuMx [JoCnigKeHHAX KNiTUHW OJepXYloTb B
pe3ynbTati nepdysii nisoi nereni RPMI/FCS pansa
BMAANEHHs KNiTMH KpoBi HeranHo nicria BAL. Y umux
OOCNIMKEHHAX y npaBui Oik rnereHi BBoOAuNW i

oikcyBanum 3abydepeHum dopmaniHom ans
rictonaTtonioriyHoro  gocrimpkeHHs. JlereHo, ska
nignarana depmeHTauii, craHgaptTusyBanu  no

TBapuHax, 6epyun 300Mr 3pi3m nereHeBOi TKAHUHM i
nigoaroum ix gepmeHTauji konareHasoto. Lle 3BinbHsae
KNiTUHWM B NEreHeBiNn TKaHWHi | 4O3BOSNSAE X BUAINNTK.
Ona umx BMAOINEHUX KNITUH 3OIACHIOTL MOBHUA i
andepeHuianbHUM NigpaxyHOK KIiTUH.

PesynbTtaTtn
(i) Micns iHramauii aHTMreHoM crnocTepiraeTbcs
3HayHe  30iMblUeHHS  KinNbkocTi  eo3uHodhiniB i

HEeNTPOiniB y rpyn TBapuH, He 0BpobGreHMX nikamu.
CeigyeHHaAM TOMY € 3HauHe 30inbleHHs y BAL i
TKaHWHHUX  NepeBapiB  4yucna  eosuHodinis i
HENTPOINIB, TaKOX $K i FicTonaTonoriyHa oLiHka
nereHb.

(i) Hiskmx 3miH He cnocTepiranocs B KifbKOCTi
BAL wmakpodar/MOHOUNUT KNITUH MpPU  3apaXKeHHi
aHTUreHom, abo npu Gyab-AKoMYy NiKkyBaHHI Nikamu.

(iii) Cronyku 3gaTHi  NOMITHO  iHriByBaTK
iHpinbTpaujto HenTpodhinie i €o3nHOINIB NPOTSAroM
24 roguH nicng CTMMynsuii aHTUreHoM, B NOPIBHSAHHI 3
HeobpobreHUMM Nikamu KOHTPOSIbHUMW TBapuHamu,
npu ouiHUi BCiMa TpbOMa BKasaHUMW  BULLE
MeTogamun. EcekTMBHMA 4030BUIA iIHTEPBAr CKiaB Bif
3 no 100mr/kr nepoparksHo.

(iv) Y 6GaratogeHHMX [OCMiMKEHHSX BBEAEHHS
niKiB cnocTepiraetbCa KinbKicHO Cxoxe iHribyBaHHs
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KMiITUHHOTO MPUNANBY 3 TUM, SIKUIA CMOCTEpPIraeTbc B
0HOAEHHUX AOCHIHKEHHAX.

Lli pesynbTatm cBigyatTb MNpo Te, WO CMOMYKN
0aHOro BMHaxody [OEMOHCTPYIOTb npoTu3ananbHy
aKTUBHICTb NpY NPodifiakTUYHOMY BBEAEHHI aHTUTEHY
MoZernsm  WypiB, sike BUKMVMKAE iHQINbTpaUio

nenkouuTis.
2. IHriGyBaHHSA BUKIMKAHOIO  @aHTUTEHOM
3ananeHHs  AuMxanbHAX — WAAXIB - - OAHOAEHHI

OOCMiMKeHHs BENUYNHM 003

MpoTokon ansa ceHanbinisawii i ctumynsauii

Brown Norway wypiB ceHcnbiniaytots B gHi 0, 12
i 21 AEYHUM ans6ymiHom (100mkr
BHYTPILULHbOOYEPEBNHHO), AKUA BBOAATL pPa3oM 3
riaApoKcMaom anoMiHito (100mr,
BHYTpilLHbOOYepeBNHHO). Ha 30 pgeHb wypis
ekcnoHytloTe 1% aeposonio  seyHoro  ansGymiHy
npotarom 30 xsunuH. MoTiMm TBapwH nosepTaloTb B
NPUMILLEHHS YTPUMYBaHHS .

MpoTokon ans Ao3yBaHHA

Jlikun, Wo TecTyroTbCA, BBOAATL HE NepopansHo, a
YOTUPW  pasn  BHYTPilLHbOO4YepeBMHHO. CxeMa
BBeAEeHHS 003: 3a 30 XBUMWMH OO0 3apaxeHHs i yepes
2, 4 i 8 roguH nmicnsa iHranmsUiiHOrO 3apaXeHHsi
anepreHom.

MpoTokon Ans BuAineHHs BpoHxoarbBeOoNsPHO

nasaxy (BAL)

Uepes gBagusaTb  4YOTMpWM  TrOOUHM  nicns
iHransUWMHOrO  3apaXeHHs1  aHTUIEeHOM  KNiTUHU
BUAOINAKTL 3 NpoCBITY  AMXanbHUX  LUNSAXB,

30iNCHIOITE  OPOHXOAnNbLBEONAPHMIA  faBax Mnicrd
YMEpPTBIHHA TBapuH i NPOMUBalOTbL NereHi Tpboma
aniksotamu no SmMn RPMI/FCS. MNMpomuBanbHy piguHy
KOXHUA pa3 3anuuwatoTe B nereHax Ha 30 cekyHA,
nepeg TvM, 8K ii obepexHo BugandTs. Tpy 3pasku
o6'egHyl0Tb, | MOBHY i AudepeHUiarnsHy KinbkicTb
6innx KpoB'AHUX Tineub BU3Ha4alT™ Ha BAL 3paskax.
Onsa ouiHku noBHOI | AndepeHuianbHOi KinbkocTi

KMiTUH BMKOPUCTOBYIOTb cuctemy ARGOS,
BMKOPUCTOBYIOUM  cBiTroBY  Mikpockonito  Wright-
Giemsa 3abapBreHunx LMTOLLEHTPMAYroBnx
npenapartiB.

MpoTokon Ans rictonaTonorii nereHs

Bigpasy nicna BAL B nereHi HarHiTaiote 10%
HenTpanbHui OydepoBaHun dopmaniiH (NBF), npwu
Tucky Boan 30cMm. JlereHi BMaansitoTb i BMiLLyOTb B
nocyamHn 3 10% NBF. Micna dikcauii 10% NBF
MiHiMyM npoTsirom 24 roauH nereHi obpobnsioTs
PpakLUiOHOBaHUM CMMPTOM | MOKpPMBaKOTL BOCKOM.
JlereHi pospizatoTb NOAOBKHbO | OOUH  2MKM
NOAOBKHIN 3pi3 ANA KOXHOT 3 TBApWH BMpi3aloT Ha
piBHi OCHOBHOro 6poHxa. lMoTiM 3pi3n 3abapBnioTb
remMaTokCuniHoMm i eo3nHoMm. [NpoBoAATE MaTonoriyHi
OUiHKM i OUiIHIOIOTb CTaHN BPOHXIONAPHOro eniTenito i
cyb-MyKo3Wu.

MpoTokon ans nereHeBoi hepMeHTauii

Y peskux [oCnipKeHHs X cami  nereHi 6ynm
depmeHTOBaHI Ana BUAINEHHA 3ananbHUX KNiTWH,
rnokarni3oBaHWX BCEPEAMHI TKAHWH.

Y uMX [OOCMiDKEHHAX KNiTMHU OJepPXYloTb B
pesynbTati nepdysii nisoi nereHi RPMI/FCS pnsa
BUOANEHHST KNiTUH KpOBi HeramHo nicis BAL. Y umx
JOCnipKeHHAX y npasuin Gik nereHi Beogunu i i
dikcyBanu  3abydepeHnm  dopmaniHom  ong
rictonaTtonioriyHoro  gocrimpkeHHs.  JlereHo, sika
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nignarana dQepmeHTalii, craHgaptTM3ysanu  3a
TBapuHamu, OGepyun 3pisn no 300mr rnereHesin
TKaHWHI i nigdatoum ix epmeHTauii konareHasoto. Lle
3BiNbHSAE KMITUHW B NEreHesin TKaHWHi | Jo3Bonsie ix
Bnainutn. Ona umx BUAINEHMX KNITUH 34INCHIOTbL
NOBHUN i AndepeHLianbHUI NigpaxyHOK KMiTUH.

PesynbTatn
(i) Micns iHramsuii aHTMreHoM crnocTepiraeTbcst
3HayHe  30iMblUEHHS  KINbKOCTi  eo3uHodiniB i

HenTpoQiniB y rpyn TBapwuH, He oBpobreHnx nikamu.
CBigYeHHIM TOMY € 3HauHe 30inblieHHa y BAL i
TKAHWHHUX  NepeBapiB  4yucna  eo3uHodinis i
HenTpodiniB, TaKOX $K | ricTomaTonoriyHa ouiHka
nereHb.

(i) Cnonykn paHoro BUHaxoAy 34aTtHi MOMITHO
iHribyBaTK iHiNbTpaUito HenTpodiniB i eo3nHodginie
npoTaroMm 24 roguH nicnsg CTUMYMSAUii aHTUreHoMm, B
NOPIBHSAHHI 3 HEOGPOGNEHMMU NiKaMW KOHTPOSbHAMMN
TBapuHamu, wWwo 6yno ouiHeHo BciMa TpbOMa
BKasaHuUMM Bule MeTodamu. EdbekTmBHMIA [O30BUN
iHTepBan cknagae Big 3 go 100mr/kr npu
nepopansHOMY BBEAEHHI.

Lli pesynbTatM cBig4aTb MpO Te, LIO CMOMYKK
AaHOro BMHaxody [OEMOHCTPYIOTb npoTu3ananbHy
aKTUBHICTb  NpuM  NPOiNaKTMHUHOMY  BBEAEHHiI
Moaenam LypiB (abo nepoparnbHo, abo
BHYTPILLHbOOYEPEBNHHO) aAHTUMEHY, LU0 BUKIMKAE
iHdiNbTPaLjlo nevkouuTiB.

3. IHriGyBaHHSA roctporo  GpoHxocnasmy,
BUKIIMKAHOIO aHTUIEHOM Yy aneprivyHuX Wypis

MpoTokon ansa ceHevbinisadii i ctumynauii

Brown Norway wypiB ceHcnbinisyote B AeHb O,
12 i 21 seyHum  ambbymiHom (100  MKr,
BHYTPILLHbOOYEPEBNHHO), AKWN BBOAATL pa3oMm 3
rigpoKkcMaom antoMiHito (100mr,
BHYTPilLHbOOYEPEBUHHO). Y  AeHb  AOCHiDKEHHS
npoBoAATb  XipypriyHy  nigroToBky  WypiB  And
BMMIpIOBaHHSI JIereHeBOi MeXaHikKu | MexaHi4yHO
BeHTMMOTL.  [licna  n'aTMxBuUnuHHOrO  nepioay
BCTAHOBIIEHHA piBHOBarM TBapuHam BBOAATb Bontoc
seyHoro anb6ymiHy (1mr Ha wypa). [lloTim 3a
TBApUHaMy CTexat npoTAroM 15 XBUMAMH | MiKOBI
3MiHW Big 6a30B0i NiHii oNopy peecTpyloTb SK peakLyjio
Ha CTUMYNSILit0 aHTUIEHOM.

MpoTokon Ans BU3HAYEHHS A03U

Jlikun, Wwo TecTyroThCA, BBOAATL abo nepoparnsHo,
ab0 BHYTPILLHbOOYEPEBMHHO 3a 24 i 3a 2 roaMHu Oo
BHYTPilUHbOBEHHOT  OomMocHOT  iH'ekUil  Ae4Horo
anbbymiHy. KinbkicTb crnonyku, Wwo BBOAUTLCHA NpuU
uMx pocnigpkeHHsax, cknagae Big 1 go 100mr/kr

nepoparnbHo.

PesynbTatn

Micna ctmynaAuii aHTMreHoM TBapwWH, WO He
ofepxarm nikn, i 006pobneHnx Ans  KOHTPOINO

6ynecoHigom (budesonide), crnocTepiraeTbcs 3HayHe
30iMblIeHH onopy B AMXaNbHUX Whsxax Yy
nopiBHsAHHI 3 6a3oBo0 niHieln. HaBnaku, cnonyku
JaHOro BuMHaxody iCTOTHO iHriGyTb GpoHXxocnasm,
LLO BUKITMKAETLCA aHTUTEHOM.

Lli pe3ynbTaty nokasylTb, WO CMOJMYKM LAHOro

BUHaxoay iHriGyto Tb H6poHxocnasm, KU
BUKNWKAETbCS aHTUTEHOM.
4. IHribyBaHHs Habpsiky nereHb Yy LWypiB,

BMKnuMkaHoro Sephadex, i ekcnpecia reHa UMTOKIHY y
anepriyHmx Wypis.
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MpoTokon ans BBefeHHs Sephadex

Camusam wypie wramy Sprague-Dawley (400r)
BBOAATb 4epe3 Tpaxet abo Hocim (disionorivyHmi
po3uuH) abo Sephadex (5mr/kr) B fo30BoMY 06'eMi
1Mmr/kr nig ranoTtaHoBok aHecTesield (4% B KUCHI
NpoTAromM 3 XBUMNWH).

MpoTokon Ans BU3HAYEHHS 03U

Tlikn BBOAATL MepoparnbHo 3a 1 roauvHy Ao i
yepe3 5 roguH nicna BeBegeHHss Sephadex uepes
Tpaxeto B 4O30BOMY 06'eMi IMI/Kr.

MpoTokon Ans ouiHKKM HAbPSKY SIK KiHLLEBOT TOYKU

Yepes ABaguUsATb YOTUPY FOAVMHM NiCNst BBEOEHHS
Sephadex TBapuH yMepTBMSAOTb, BUKOPMCTOBYHOYM
Euthatal (1mn/kr BHYTpiLULHbOOYEPEBUHHO), cepue i
nereHi BuMAanalTb CnifbHO. AK NokasHWK Habpsiky
BMKOPUCTOBYIOTb  30iNblUeHHss  BOJIOroi  Macu.
BusHavatotb Bonory Bary i HopmytoTb Ha 100r
no4yaTkoBOi Macu Tina.

Mpotokon ana RT-PCR (Bu3HaueHHsa ekcnpecii
reHa UUToKiHY)

3 TKaHuH nereHb BuainaTs PHK, sactocosytoun
MeTOOUKY  eKCTparyBaHHs 3 BMKOPUCTaHHAM
TiouiaHaTheHONXNOPOGOPMIyaHiaito. 3aincHoT
3BOPOTHY TPaAHCKPUMNL0 PHK ao kAHK,
BMKOPUCTOBYIOUM 3BOPOTHY TpaHckpuntady AMV.
kOHK ana IL-5, IL-4, eoTakcuHy (eotaxin) i GAPDH
(KOHTPONBbHUIA TeH) aMmnnigikyloTb 3a [4OMOMOTOH
PCR, BMKOPUCTOBYIOYU ONirOHYKNeoTnaHy
nocnigoBHICTb, cMHTe3oBaHy (Gibco) 3 onybnikoBaHMx
MocnigoBHOCTEN.

PCR peareHT\ nokpvBalTs MiHEpanbHOK OMieto
i amnnidpikaujto 3gincHiol™ 32 25-35 uuknis
AeHaTypyBaHHsa npu 95°C npotarom 1 XBUNUHMK,
Bignany npu 55-65°C npotarom 1 xBUNUHW i
nogoBKeHHA npu 72°C  npoTaroM 7  XBUIUH.
Mpoayktu PCR, 3abapeneHi etuaiymbpomigom,
nigaawTs enektpodopedy Ha 2% arapo3HMX rensx
ansa sidyanisauii kAHK cmyr.

CMyrn KOKHOro doparMeHTa MilLeHi Bi3yanisytoTb,
BMKOPUCTOBYIOUM TpaHCinoMiHaLjto ynbTpadioneTom,
i doTorpacytoThb. doTorpadii CKaHYI0Tb,
BMKOPVCTOBYIOYM OEHCUTOMETP, i pPO3paxoByloTb
iHTerpanbHy onTuyHy wWinbHicte (OW x mm) ans
KOXHOT  cmyru, BUKOPUCTOBYOYM nporpaMmHe
3abesneyeHHs anda aHanisy 300paxeHb
(Imagemaster, Phamacia). Ona koxHOi 3 TBapwH
KifbKiCTb  KOXHOrO  UMTOKiHHOro npoaykty PCR
HopmanisytoTb 3a Kinbkictio GAPDH PCR npogykTy.

PesynbTatn

(i) BeegeHHs ogHoro Tinbkn Sephadex Buknvkae
3Hay4HU Habpsik nopsaky 32%.

(i) Cnonykn paHoro BMHaxoAy iHrioyloTb Habpsik
YAMHOM, LU0 3anexuTb Big Ao3u, npu gosax 10, 30 i
100mr/kr.

(iii) Sephadex BukMKae nigBULLEHY €eKCMpecito
Th-2 uuTokiHiB IL-4 i IL-5 pasom 3 CC xeMOKiH
€0TaKCMHOM B JereHsx 4epe3 24 roguMHu nicrs
ctumynsauii. CnocTepiraeTbCs TEHAEHUIS B Hanpsmi
30inbLweHHs ekcrpedii IL-5 | MPHK eoTakcuHy.

(iv) Ekcnpecia 1-4 mPHK ynHOM, WO 3anexum
BiJ 403M, iHMOYETLCS Cnonykamm 4aHOro BUHaxoay.

Cnonykn pJaHoro BUHaxody iHriOyOTL Habpsik
nereHb y WypiB, WO BuKNMKaeTbca Sephadex, wo
NOB'A3aHO 3i 3HWKEHHSAM iHOYKYBAHHA 3@ paxyHOK
SephadexIL-4.
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5. IHribyBaHHA  BMAINEHHA  ricTamiHy, WO
BUKIMKAETbCA aHTUreHoOM y anepriyHnx Brown-
Norwav wypis

MpoTokon ans ceHemGiniawi i crumynsiuii

LLlypis Brown Norway ceHcuGiniaytote B aeHb 0,
12 i 21 AEYHUM ansbymiHom (100mkr,
BHYTPiLLHbOOYEPEBUHHO), SKUA BBOAATb pa3oM 3
riapoKcnaom antoMiHito (100mr,
BHYTPiLULHbOOYEPEBUHHO). Y  OeHb  LOCHiDKEHHS
npoBOAATbL  XipypriyHy  MiQroToBKY  LWypiB  Ans
BMMBAHHA aHTureny. Micna n'aTMxesunuMHHOro nepiogy
BCTAaHOBIEHHSA piBHOBarv, TBapuHam BBOAATbL Oontoc
Si€e4YHOro anbOymiHy (1Mr Ha wypa). 3pasku KpoBi
BiAGMpalTs Yepe3 2 XBUNWMHM Micns  CTUMYRALT

AeyHuM  anbbymiHOM | BM3HaualTb PiBHI  BMICTY
rictamiHy B nnasmi, BukopuctoBytoun ELISA pgns
ricTamiHy.

MpoTokon Anst BUBHa4YeHHs 003U

Tikn, Lo TECTYIOTbCA, BBOASATb

BHYTPiLUHbOOYepeBNHHO 3a 30 XBUNWMH OO0 CTUMYNALi

A€YHUM  anbOymiHOoM. Y uUbOMYy  OOCHIAXEHHI
BMKOPUCTOBYIOTb  TiflbKW  KOHUeHTpauito  30mr/kr
BHYTPILLUHbOOYEPEBNHHO.

PesynbTtatn

Micna aHTUreHHOT CTUMYNSLIT NepeBaXkHi CNonyKu
AaHoro BuHaxody Ans iHribyBaHHs syk aKTMBHOCTI
iCTOTHO  iHriOylOTb  BUAINEHHA  ricTamiHy, WO
iHOYKYETbCS aHTUrEeHOM, B MOPIBHAHHI 3 rpynoto,
06po6neHoIo TiNbKM HOCIEM.

Lli pesynbTat nokasyioTb, IO CMOMYKW AAHOIO
BMHaXOA4y iHrOYI0Tb aHTUreH-iHAyKOBaHe BUAiNEHHs
ricTamiHy.

6. IHriGyBaHHS ED-1+ ansBeonspHUX
MakpodarioB B NereHesi TKaHUHI y LWypiB

MpoTokon ansa ceHevbinisadii i ctumynauii

Lypis Brown Norway ceHcubiniayioTe B AeHb O,

12 i 21 SEYHUM  anbOymiHOM (100mkr,
BHYTPILLHbOOYEPEBNHHO), AKWN BBOAATL pasoMm 3
rigpoKkcnaom arnoMiHito (100mr,

BHYTpilWHbOOYepeBNHHO). Ha 30 pgeHb  wWypis
ekcrioHytoTe 1% aeposonio Ha nepiog 30 XBUMMWH.
MoTim TBApUH NOBEPTalOTb B MiCLIE YTPUMYBAHHS.

[MpoTokon Ans BU3HaYeHHS 003N

Jliku, wo TecTytoTbCH, BBOAATL abo nepoparnkHo,
abo BHYTPILUHbOOYEPEBUHHO 3a 24 i 3a 2 roaMHN OO
BHYTPilUWHbOBEHHOT  BOMIOCHOT  iH'ekUil  A€e4HOro
anb6ymiHy. KinbkicTb cnonyku, Wo BBOAUTLCS B LUX
aocrnimpkeHHax, ctaHoBuTb 10-100Mr/kr nepopanbHo.

MpoTokon Ans kinbkicHoro Bu3HayeHnHs ED1

KinbkicHo BM3Ha4aloTb anbBeonspHi mMakpodharm
nicns  imyHodap6yBaHHa  ED-1  aHTMTinom B
yknageHux B napadiH 3pisax nereHeBUX TKaHWH.

PesynbTtatn

(i) Ctumynauia ge4Hum ansbymiHOM NpMBOAMTL
o 10«kpatHoro nmigBuweHHs uuicra ED1 +
Makpodarie B anbBeONApHOMY LIapi.

(i) IHribyBaHHA Syk KiHasu 3Ha4yHO 3MeEHLUye
nigsuweHHa BMicty ED1 anbBeonsipHux makpodaris,
WO BUKIMKAETLC SIEYHUM arnbOymiHOM, YMHOM, LLIO
3anexunTs Bia A03u.

[MepopansHe BBeAEeHHs CMonyk AaHOro BuHaxony
npuBOaUTL [0 MOB'A3aHONO0 3 [030K 3MEHLLUEHHS
ucna ED-1 + ambBeonspHux Makpodparie nicrna
CTUMYNAUIT A€YHMM anbOymiHOM.

7. IlHribyBaHHA HeWTpoinM aMXanbHUX LUNSXIB,
aHTUTeHOM, Lo BUKNMKaeTbca y Brown-Norwav wypis

MpoTokon ans ceHcmbinizawii i CTUMYMNOBaHHA

Llypis Brown Norway ceHcubiniaytotb B aeHb 0,

12 i 21 AEYHUM ansbymiHom (100mkr,
BHYTPILULHbOOYEPEBNHHO), AKUA BBOAATb pa3oM 3
riapoKcMaom arntomiHito (100mr,

BHYTpilWHbOOYepeBnHHO). Ha 30 peHb  wypiB
ekcroHytoTb 1% aeposonio gevyHoro anbbymiHy Ha
nepiog 30 xBUNWH, NOTIM TBapMH NOBEPTaKOTb B MicLie
YTPUMYBaHHSI.

MpoTokon Ansa BU3HaAYeHHS 03n

3a 1 roguHy oo CTMMynsuii aHTUreHOM Llypam
BBOAATb A03Yy nepoparnsHo. Kinbkict cnomnyku, Lo
BBOAUTbCA B UUX [OOCHIAKEHHAX, cTaHoBuTb 10-
100mr/kr nepoparnsHo.

MpoTokon ans aHanidy KMiTMH

Uepe3z 4 rogMHu nicna  ctumynsauii - KNitTMHW
BUTSINYIO Tb 3 OnxanbHMX  WNAXIB  NereHb,
BMKOPUCTOBYIOUM  BpOHX0anbBEONSAPHWA  naBax
(RPMI/FCS sk onucaHo Buwe). Bigpasy nicns
naBaxy 34iNCHIOTb Nepdysito nereHb 3a JONOMOrow
RPMI/FCS pna BuaaneHHs nyny KpoBi 3 KNiTWH.
300Mr TKaHMH NOAPIOHIOKTL | KNITMHW BUAINSATL B
pesynbTaTi depmMeHTaTUBHOI (konareHasHoT)
Auncarperadii. QudpepeHuianbHui nigpaxyHoK KniTvH
30iNCHIOTL, BUKOPUCTOBYIOYN CBITIIOBY MiKPOCKOMItO
3abapBneHnMx  UMTOLEHTPUMYrOBUX  npenapartis,
3abapeneHunx Wright-Giemsa 6apBHMKOM.

PesynbTatn

(i) Yepes yoTMpM TroavHWM nicna  cTUMyNsUii
aHTUreHoM CrocTepiraeTbcd  3HauyHe 36iMbLUeHHSs
KinbKocTi HemTpodguiniBs sik B BAL, Tak i B nereHesin
TKaHWHI.

(i) 36inbLeHHs KinbkocTi HerTpodinis B BAL, Lo
BMKMUKAETbCA  SIEYHMM  anbOymiHoMm, ane He B
NereHeBi TKaHWHI, 3HAYHOK MiIpoK MNPUAYLLIYETLCH
crnornykamu gaHoro BUHaxoay.

8. Inribytoya pgia Ha npoAyKyBaHHA/BUAINEHHS
TNFa, wo Buknukaetbcsa LPS

MpoTokon

In vivo ctumynsaugis muwen HaktepiansHUMK
ninononicaxapnaamu (LPS) npuBOoaUTL no
NpoayKyBaHHs TIpO-3ananbHUX LIMTOKIHIB, BKIHOYaoum
TNFa i IL-1B. Y pisHi MOMEHTV 4Yacy nicnsl BBEOEHHS
403n cnonyku paHoro BuHaxogy BALB/c muwen
(camuy, 25r1) CTUMYIIOIOTb LPS (40mkr,
BHYTpilUHbOOYepeBUHHO, E.coli cepotn 0111:B4).
CupoBaTky, ogepxaHy vepe3 90 xsunuH nicna LPS
CTMMyNsuii, aHaniayloTb, BUkopucToBytoun ELISA ans
BM3HAYEHHSA  PiBHIB  TIPO-3anasnbHMX  LMTOKIHIB,
Bknoyatoun TNFa.

PesynbTtatm

lMepopanbHe BBEAEHHS MULIAM CMONYK AaHOr
BMHaxody (3-60Mr/kr) BWKNVKae 3anexHe Bia 003n
iHribyBaHHsA piBHiB cvpoBaTkm TNFa 6e3 nomiTHOro
BnnmBy Ha piBHi IL-1B. JdocnimkeHHa TpuBanocTi Aii
NPOAEMOHCTpYBanu, WO nepoparnbHe BBEAEHHS
CMonyk JaHoro BUHaxody Moxe 3abe3neunTn 3HayHe
iHribyBaHHS piBHiB cupoBaTkn TNFa, skwo cnonyku
BBOAATb @k d0 4 roguH go LPS-ctumynauii. LPS-
iHOykoBaHe 36inblueHHst piBHiB TNFa B cupoBaTui y
06po6rieHNX HOCIEM MULLIEN MOPIBHIOKOTL 3 PIBHAMM Y
06pobrieHnXx cnonykamu MuLIeN, BUKOPUCTOBYHOHM
npoctmn aucnepciiinn  aHania (ANOVA) i Tect



331 85660 332

[bloHeTTa ANS MHOXWHHOTO MOPIBHAHHSA. 3HaYYLWiCTb
npuimatots npu p<0,05

9. IHribytoya dia Ha BUKMWKaHi  konareHoMm
apTpuTM y Wypis

[NpoTokon

Aptpumn (CIA), WO BWKNMKaKTLCA KOMNareHom,
MOXHa NOMEerwnTn y CXMMbHUX LUTAMIB LLYpiB, MULLEN
i He noacbkux npumarie. CIA iHOYKYIOTb Yy camuub
wypiB Lewis (140-150r) WnaXoM BHYTPIiLLHbOLUKIPHOT
iH'ekuii 6uyavoro cll (400mkr), cycneHAoBaHOrO B
HenoBHoMYy apf'toBaHTi PpeyHaa (IFA) B geHb 0 i 7.
MepopanbHe BBeAEHHS [03W CMOMYKU [OaHOTO
BMHaxo4y MNOYMHAKTL B AeHb 6 i MpOAoOBXYIOTb
LoAHA 00 3aBepLUEHHS AOCHiDKEHHS Ha 21 AeHb.

PesynbTatn

MyxnnHa rOMifIKOBOCTOMHOTO cyrnoba
BMMIpIOIOTb 3 pa3nM Ha TWXOEHb 3a [OMOMOroH
WTaHreHUumpkynsi. Pes3ynbTaT npeactaBneHi sk
3MEHLUEHHS MYXIIMHWM B MOPIBHSAHHI 3 06poGneHumun
HoCieM LWWypamu. 3HauyHe IHribyBaHHA 3ananeHHs
cyrnoba crnocTepiraetbcsa y LWYpiB, SKUM nepoparnsHo
BBOAMNN CMONYKY AaHoro BuHaxoay (30mr/kr Agivi Ha

O€EHb). 3Hauyjctb (p<0,05) BM3HaYalTb,
BMKOPMCTOBYIOYM MPOCTUA  OUCNEPCIAHWA  aHanis
(ANOVA) i T1ect [ObloHeTta Ansi MHOXWUHHOMO
NOPIBHAHHS.

10. IHribytoua [is Ha apTpumm y MuULen,
BMKNvKaHi MoAb

MpoTokon

CIA moxe ByTn BUKNVKaHWIA He TiMbK1 BHACMIOOK
iH'ekuii cll, ane nacuBHy ¢oOpPMYy 3axBOpIOBaHHS
MOXHa BUKNUKATW LIMSXOM iH'€KUii MULLIAM KOKTEWIIHO
MOHOKOHanbHUX aH™mTin (MoAb), Wwo BUpobnsatoTLCs
npomm 4 Kpoc-peakTUBHUX/XBOPOONMBMX €eniToni.,
ojepkaHux 3 kypyatm cll. IHOyKyBaHHA apTputy
3anexnts BiJ YTBOPEHHs iIMYHHUX KOMMIIEKCIB,
akTmMBauii KOMMMEMEHTY i Mirpauin
HenTpodinie/Makpodaris B cyrnobu. 3aBgsku poni,
aky rpawTe Fey peuentopu (FcyRIl i FeyRIIl) B
iHOYKYBaHHI apTpuTiB, uUs MoAenb Oyna Takox
BMOpaHa AnA xapakTepucTvku npodino  cnonyk
AaHoro BuHaxogy. BALB/c muwam (camdi y Biui 6-8
TMxHIB) B AdeHb 0 BeBoga®  MoAb  (2wmr,
BHYTPILUHbOBEHHO) | B AeHb 2 BBOAATL LPS (25Mmkr,
BHYTPILLUHbOOYEPEBNHHO). BBEOEHHSA CNOMYKN faHOro
BMHaxo4y MOYMHAKTL B TOW AeHb, KOMM BBOASATb
Mo Ab, i npoaoBRkyl0Tb 00 3aBepLUeHHS] OOCHiDKEHHS
Ha 14 peHb. CTaH Muwaumx cyrnobiB OUiHIOWTb
MaKpOCKOMiYHO TpMYi Ha TWXAEHb Ha npeameT
po3BuTKy apTputy (% HacTaHHS 3axBOPIOBAHHSA) i
TSDKKOCTI 3aXBOPIOBAHHA (YACMO MULLEN, WO MaoThb,
NPUHaMMHI, OOHY YpaxXKeHy nany, AineHy Ha noBHe
YaCno MuUWen B rpymi). TaXKICTb 3axBOPHOBAHHS
OUiHIOIOTb ANA KOXHOI 3 TBAPWH B iHTEpBani oujHok 0-
4/nana (NpM  MakcMManbHO  MOXIMBIN  OUiHU
16/KinbKicTe MULWEN) B 3anNeXHOCTI BiA KMiHiYHUX
0O3HaK 3axBOPIOBAHHS, SKi OLHIOIOTb, NOYMHAOYM Bif
O=Hemae BMOMMUX O3HaK apTpuTy (HeraTus) p[o
4=aHkino3 abo noeHa BTpaTa yHKLi cyrnoba.

PesynbTati

3HayHe 3anexHe Bif [03M iHribyBaHHS HabpsaKy
cymobiB  cnocTepiraetbCsl Yy MULLER,  SKUM
nepopansHo BBOAATb  [J03M  CMOMYKW  [AHOTO
BuHaxogy (10, 30mr/kr ggivi Ha geHb). Kpim Toro,
3HayHe, 3anexHe Big 003U iHribyBaHHSA FCTOMNOMYHMX

napameTpiB, NaHycy, 3anarneHHs, eposii xpdawa i
KiCTKM crocTepiraetbCs y MULLEN, SKMM nepopansHO
BBOAATb abo 10, abo 30Mr/kr 4Bivi HA AEHb.

11. IHribyBaHHs Arthus peakuii y Byxax y MuLLemn

MpoTokon

ToBWMHY BYX BUMIpIOIOTL SK 6aszoBy niHil0 Y
Balb/c muwen. lMicna usoro nepopansHO BBOAATb
crnonyky 3a 15 xsunuH Ao iHTpagepmarnbHoT iH'ekuii
25mkr IgG saeyHoro ambbymiHy B npaBe ByXO i
izionoriyHOro po3umHy, KOHTPOILHOIO HOCIHA, B fniBe
BYXO, npuvyomMy  BBeOEHHS 3[INCHIOTb nig,
aHecTtesielo. Bigpa3dy nicna BeBegeHHs IgG TBapuH
ctumynooTe 100MKN se4HOro anbOymiHy, 3MilLaHoro
3 Evans blue B xBocToBY BeHy. Y MoMeHTV yvacy 15
XBUIMUH, 45 xBunuH, 2,15 rogunHun, 4,5 rognHn i 6
rOOMH 3HOB BUMIPIOOTE TOBLMHY BYX i MOTIM iX
BiTMHAOTL ANgA aHanidy BMicty Evans blue.

PesynbTatn

Y BCi MOMEHTU Yacy sik 36inbLueHHs BMicTy Evans
blue, Tak i 36iNbLWEHHA TOBLMHN BYX BUSIBNSOTHCS
NiABAWEHUMW Y KOHTPOMbHUX TBapwH, | 3Ha4HO
iHrOOBaHNMM Yy TMOPIBHSIHHI 3  KOHTPONbHUMU Y
TBapuH, 06pobrneHnx crnonykamu. JliBi Byxa y BCix
TBApUH He OynyM NOMITHO 3MiHEHi y MOpPIBHSHHI 3
6a30Bot0 nNiHielD. TakMM 4YMHOM, CIIOMYKU [AaHOro
BMHaxo4y 3HayHo npuaywytote Arthus peakuito.

12. MacueHa WKipHa aHadinakcis MuLadmx Byx

BALB/c muwen ceHcubinisytote B 06uaBa Byxa
3a [pgonomorow iHTpagepMmanbHoOi iH'ekuii  25Mmkr
MoHoknoHanbHoro IgE aHt DNP. Yepes 16-20 rogwH
CMONYKM [JAaHOro BUHaxody BBOAATb iHTpagepMaribHO
B NnpaBe Byx0, a B NiBe BYXO Ti€i X MWL BBOAATb
HOCIN.

ToBLWKMHY BYX BUMiptOtOTb Yepe3 10 xBUnuH nicna
iHTpagepmanbHUX iH'eKUin | ofepXaHi 3HauveHHs
peecTpyloTb SK B MOMEHT 4acy Hynb. Yepes 15
XBUNUH  Micns  BBEAEHHA crnomyku abo Hocida
TBapuUHaM BHYTPIlULHbOBEHHO (B XBOCTOBY BEHY)
BBoAATb 150mkr DNP, i Habpsik Byx peecTpyioTb
yepes 15, 30 i 60 xBunuH. Yucte 36inbLIeHHs
KOXHOIo ByXa pPO3paxoBylOTb, BigHIMalOuM 3HaYeHHsI
B MOMeHT Yacy 0 3i 3HayeHb B MmomeHTn 15, 30 i 60
xBuUnuH.  lpoueHT  iHribyBaHHA  HaOpsKy  ByX
BUpaxaeTbca sk 1-RULL.

PesynbTati

Cnonykn pJaHoro BuWHaxody 3HA4YHO iHribGyloTb
HabpsiK ByX Yy BCi MOMEHTM Yacy.

13. PeakTuBHiCTb  AMXanbHUX  WNAXB i
€e03unHoginiga y aneprivyHmMx CTUMYIbOBaHNX
aHTUreHOM MuLLEN

MpoTokon ceHcnbinizauii

Muwwen ceHcnbinisyotb
BHYTPILLUHbOOYEPEBUHHUM iH'ekLigMMN 0,2vn
i3ioNnoriyHoro po3umHy, WO MicTUTb 1Mr cycneHsii
Al2OH 3 rigporento i 10MKr seuHoro ansbymiHy (ova) B
aoHI0i 7.

BeeneHHs go3u i ctumynauia

CeHcubinizoBaHuM Muam  OBidi  Ha  [eHb
BBOAATb NepoparnbHO CMOMyKU [AaHOro BuMHaxody B
nosi 30mr/kr, noYmHaum 3 iHiLitoBaHHSA
ceHcubinizauii. Muwen ctMMynOTbL, NOYMHAK4YU 3
14 pgHa npotdarom 4 [OHiB, eKCrnoHytouuM iX no 25
XBUIMUH  @aepo30fbHOMY po34vMHy 6%  s€eyHoro
anbbymiHy. Yepes 18 roguMH nmicnag  OCTaHHbOI
cTMMynsauii - seyHum  anbbymiHoM  BU3HaAualTb
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rineppeakTUBHICTb anxanbHnx Lwnaxie Ha
aepo3orbHUN MeTaxoriH, BMKOPUCTOBYIOYUM

OapomeTpuuHy nnetmamorpadito Bcboro Tina. Ha
HaCTYMHWWA [OeHb TBapuUH YMepTBRsTb, 306MpalTs
OpOHX0anbBEONAPHUI NaBax i KiNbKiCHO BU3Ha4alTb
BMiCT €03MHOQinNiB.

PesynbTatn

O6pobka cnonykamu [JaHoOro BuHaxo4y B
HaBeJEHOMY BMLUE MNPOTOKOJ iHriOye iHAYKYBaHHSA
rineppeakTMBHOCTI anxansH1X LNaxis, Lo
NMOPIBHAHHO 3 KOHTPOMbHUMU TBApUHaMU. IHTiGyBaHHs
rineppeakTMBHOCTI HE € CTATUCTUYHO 3HAYYLLMM, KPiM
TOoro, eo3vHoQinia, BUSBNEHA Y KOHTPOIbHUX
06pobreHnx TBapuH TakKoX MOMITHO He iHribyeTbcs,
Xo4a  CnocTepiraetbCAd  HEBENUKE  3MEHLUEHHS
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BENMVYMHW Uiel peakuii y TBapwH,
crnonykamu gaHoro BUHaxoay.

14. lLkipHe anepriyHe 3ananeHHs y MuLlen

MpoTokon

Muwen ceHcubini3yloTb BHYTPILLHbOOYEPEBUHHO
OVA+Alum B pgHi O i 7. Ha 20 peHb TBapwH
CTUMYMIOIOTb NiALWKipHOO iH'eKLieto SIEYHOTO
anbbymiHy. Cnonykum BBOAATbL NepopanbHo 3a 15
XBUITMH [0 i Yepes 2 roanHu nicng CTMMynsidii se4Hum
anbbymiHoM.

PesynbTatn

Cnonykn AaHoro BMHaxody iHrbyloTb BUHUKaKOYy
aKTMBaUil0 TYYHUX KNITUH, 36iNbLUEHHSA KirnbKOCTi
HenTpoginie, iHGINbTpauito Th2 nimcouuntie Ta
iHiNbTpaLijto eo3nHodinis.

0b6pobneHmx

Komn'lotepHa BepcTka T. YeneneBa
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