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(57) 1. Cnonyka copmynu (1):

0] N
H
N

\ /" RY

2 3

R %0
y SAKii:
R* BMOUpalOTb i3 BOAHIO, HITPO, TiOpPOKCK, ranoreHy,
uiaHo, Ci.aankiny, Cisankokcu, Cosankeniny, Co.
sankidiny, CisankaHoiny, C1.4anKinS(lO)a, Je a faBnse
coboro 0-2, i Czesumknoankiny; ae R~ HeoboB'si3koBO
Moxe OyTu 3amilleHuin Gina atoma Byrneul OgHUM
abo gekinbkoma ranoreHamm abo uuknonponinamu;
R’ BMOMpPalOTh i3 BOAHIO, HITPO, TAPOKCU, ranoreHy,
uiaHo, Cisankiny, Cisankokcn, CosankeHiny, Cop-
sankidiny, CisankaHoiny, C1.4anKinS(ZO)a, Je a fBnse
coboro 0-2, i Cssumknoankiny; ae R° HeoboB'si3koBO
Moxe OyTu 3amilleHnid Gina aToma Byrneuo O4HUM
abo gekinbkoma ranoreHamum abo CagLMknoankinamu;
R® BMOMpPalOTh i3 BOAHIO, HITPO, TAPOKCU, ranoreHy,
uiaHo, -C=N-OR', ne R' aBnsie cobowo H abo C;.
sankin, Ciaankiny, Ci.sankokcn, Co.sankeHiny, Co
sankidiny, CisankaHoiny, Cl.4anKinS(30)a, Je a sBnse
coboro 0-2, i Cszsumknoarnkiny; ae R® HeoboB'siskoBO
Moxe OyTu 3amilleHnii 6ins aToma Byrnmeuto OoHUM
abo pekinbkoma ranoreHammn abo Cs.gLiMKnoankinamu;
W siBnsie coboto -O-, -N(R®)- a6o -C(R)(R®)-;

R! (R%)

X saBnsie coboto npocTtuii 3B'A30K, -CHy-, -C(O)- abo
S(0O)q- (ae q sinsie coboto 1 abo 2);

Kinbue A sBnse coboro kapbouumknin abo reTepoumnk-
nin; e, sSKWo BKa3aHui retepounknin mictutb -NH-
YacTuHy, TO aTtoM a30Ty HeobOoB'AI3kOBO MoXxe OyTu
3aMilLleHni rpynoto, BUGpaHoo 3 Rg;

R* i R® € samicHVKkaMu Ha aToMi BYIneLu N Hesanex-
HO BMOpaHi 3 ranoreHy, HITPO, LiaHO, rapoKcKu, Tpu-
dTOpMeETOKCH, amiHo, kapbokecu, kapbamoiny, mepka-
nTto, cynbcamoiny, cynbedo, dopminy, ypeigo,
rigpokciimiHomeTuny,  Ci.sankokciimiHomeTuny,  N-
rinpokcucpopmamigo, Ci.arigpasuHo, rigpasvHokap6o-
Hiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)meTuny, Cigankiny, Co.sankexiny,

Co.ankiHiny,  Ci.sankokcn,  CigankaHoiny, Ci.
4alKaHOINoOKCH, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin);amiHo, C14ankaHoinamiHo, N-(Ci-

sankin)kapbamoiny, N,N-(Ci.sankin).kapbamoiny, N-
(Ci.sankokcm)kapbamoiny, N'-(Ci4ankin)ypeigo, N',N'-
(Ci-sankin)2ypeino, N-(Ci-sankin)-N-(C-
sankokcn)kapbamoiny, Ci.sankinS(O)s, Ae a aBnse

coboto 0-2, C1-4ankokcukapOoHiny, Ci.
sankokcukapboHrinamiHo, N-(Ci-sankin)cynscamoiny,
N,N-(Ci-sankin),cynbcamoiny, Ci-
sankKincynbgoHinamiHo, Ci
sarnkincynbgoHinamiHokapboHiny, N'-(C;.
sankin)rigpasnHokapooHiny, N',N'-(Cs-

4ankin)zrinpasuHokap6oHiny, kapGouuknin-R'°-  a6o
retepoumknin-R*-; ge R* i R® HesanexHo oauH Big
0fHOro HeobOB'A3KOBO MOXYTb OyTW 3amiwieHi 6ins
aTomMa Byrneu ogHuM abo Aekinbkoma Rlz; i ne,
AKLLO BKa3aHWM retepoumknin mictutb -NH-yactuny,
TO aTOM a30Ty HeO6OB'SA3KOBO MOXe ByTW 3amilLeHni
rpbyno;o_, Blg6paH0|o 3R%; _

R”, R" i R” He3anexHo BMOUpatoTb i3 BogHo abo Ci-
aankiny;

n sensie coow 1-4; Ae 3HaueHHs R’ MOXyTb OyTun
ofHakoBuUMU abo pisHUMY;

m aBndge coboto 0-4; oe 3HauyeHHs R® MOXYTb OyTK
ofHakoBuUMK abo pisHUMK; R!2 BMGMpatoTh i3 a3ungo,
ranoreHy, HiTpo, uiaHo, rigpoKcu, TpUTOPMETOKCH,
amiHo, kapbokcu, kapbamoiny, mepkanTo, cynbgamo-
iny, Ciaankiny, CgasankeHiny, Cy.asankiHiny, Ci-
sankokek, CigankaHoiny, Ci.sankaHoinoken, N-(Ci-
sarnkin)amiyo, N,N-(C1-sankin),amiHo, Ci.
sankaHoinamiHo, N-(Ci.sankin)kap6amoiny, N,N-(Ci-
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sankin)kapbamoiny, Ci..ankinS(0),, Ae a saBnse co-

6oto 0-2, C1-4ankokcmkapOoHiny, N-(C;-
sankin)cynbcpamoiny, N,N-(Ci-sankin).cynbgamoiny,
Ci.sankincynbgoHinamiHo, Ci-

4aJ'IK0KCVIKap60HIJ'IaMIHO Kap6ouuknin- R'- abo rete-
pouuknin-R™-; ne R HesanexHo oauH Bia OAHOrO
HeoboB'A3KOBO MOXYTb OyTu 3amiweHi 6ina atoma
Byrneu ogHum abo gekinbkoma R™; i ge, aKwWwo Bka-
3aHUN reTepouuknin mMicTntb -NH-4acTuHy, To atom
asoTy HeoboB' SI3KOBO MOXe OyTv 3amilLeHnin rpynoto,
BM6paHOlO 3 RY

R® R®iRY Heaane>KHo BnbupatoTh i3 Cisankiny, Ci.
sarnkaHoiny, Ci-sankincynbdoHiny, Ci-
sankokcukapboHiny, kapbamoiny, N-(C;-
sankin)kap6amoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eH3V|n0|<CV|Kap60H|ny, 6eHsoiny n ceHincyne-
doniny; R, R™, R™ i R'® HesanexHo BuGupatoTh i3
NnpocTOoro 3B$|3Ky, -O-, -N(Rls) C(O)-, -N(nggC(O)

-C(O)N(R E) -S(O)é,- -SOgN(R - a6o -N(R*)SO0y-;
ne R R R® R He3anexHo BMOMpaloTh i3
BOHIO a60 Cl.4an|<|ny " p aBnse coboto 0-2;

R BMOUpaloTb i3 ranoreHy, HiTpo, UiaHo, rigpokcu,
TPUPTOPMETOKCH, TPUPTOPMETUIY, aMiHO, KapboKcu,
kapbamoiny, mepkanTto, cynetamoiny, meTtuny, eTu-
ny, eTeHiny, €eTWHiNy, MEeTOKCW, EeTOKCM, aueTuny,
aueTokcu, MeTunamiHo, eTunamiHo, AUMEeTUnamiHo,
pietunamiHo, N-meTtun-N-eTunamiHo, aueTunamiHo,
N-meTunkapbamoiny, N-eTunkapb6amoiny, N,N-
avmeTtunkapbamoiny,  N,N-gietunkapbamoiny, N-
meTun-N-eTunkapbamoiny, MeTunTio, eTunTio, MeTu-
ncynbininy, etuncynbdiHiny, mesuny, eTuncynb-
doHiny, MmeTokcukapboHiny, eTtokcukapboHiny, N-
meTtuncynbdamoiny,  N-etuncynbdamoiny, N,N-
anvetuncynedamoiny, N,N-gietuncynscamoiny abo
N-meTun-N-etTuncynbdamoiny; abo ii papmaueBTny-
HO MPUMNHSATHA Cinb.

2. Cnonyka 3a nyHktom 1 abo ii cdapmaueBTU4HO
NPUNHATHA Cinb, sika siBNsie coboto cnonyky popmynm
(IA)

X
H (o] N
\ /| RY),
RG
R2 RO (A)

3. Cnonyka 3a nyHktom 1 abo 2 abo ii bapmaueBTu-
YHO MPUNHSITHA Cinb, sika siBNsie cobol crnonyky ¢o-
pmynu (IB)

R6
2 R3 (B

4. Cnonyka 3a 6yab-Akum 3 nyHkTiB 1-3 abo ii dap-
MaLEeBTMYHO MPUIAHATHA Cinb, sika sBnse coboto cno-

nyky popmynu (IC)
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5. Cnonyka 3a byab-akum 3 nyHkTiB 1-4 abo ii dap-
MaLEeBTUYHO NPUINHATHA Cinb, sika sBMsie coboto cro-

nyky copmynu (IC):

" SO

. (IC)
ae KiJ'IbLl,e A saBnse coboro retepouunknin; ge, SAKLWO
BKasaHWW retepoumknin Mictutb -NH-4acTuHy, TO
aToM as3oTy HeoOOB'A3KOBO MOXe OyTu 3aMilieHun
rpynoto, BubpaHoto 3 Cj.sankiny, Ci.sankaHoiny, Ci.
sankincynbdoHiny, Ci.sankokcukapboHiny, kapbamoi-
ny, N-(C1-sankin)kapbamoiny, N,N-(C1-
sankin)kapbamoiny, 6eHsuny, 6eHannokcmkapOoHiny,
6eHsoiny 1 deHincynbgoHiny.

6. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-5 abo ii dap-
MaLUEeBTUYHO MPUAHATHA CiNnb, Aka sSiBNsSE coboko cno-
nyky coopmynu (IE):

y SKin:

Y ABnsAe co6oro NH, N(Ci.sankin) abo S;

ae R*® i R* sBnsioTb co60io 3aMiCHUKM, sIK BU3HAYe-
Ho anst R®, abo pa3oM 3 aToMamu BYIMeL, 40 SKUX
BOHW MPWELHaHI, YTBOPIOOTL 6-yneHHe kapboumkni-
NbHe Kinble, 3amiweHe ofHieto abo gBoma rpynamu,
AKi MO)K%TI: OyTn ogHakoBMMK abo pi3HUMK i siki BUO-
paHi 3 R”.

7. Cnonyka 3a nyHkToM 6 abo ii dapmaueBTUYHO
NPUIHATHA Cinb, Ska SBNsie cobor cnonyky dhopmynu

(IF)

5a

» (IE)

5a

R
N—<\
W‘k R5>
- (IF)

8. Crnonyka 3a 6yab-akum 3 nyHkTiB 1-7 abo ii dap-
MaLEeBTUYHO MPUNHATHA Cinb, Y SKin R! aBnse coboto
mMeTun.

9. Cnonyka 3a 6yab-skuUM 3 MyHKTIB 1 8 abo i dap-
MaLEBTUYHO MPUIHSATHA CiMb, y sikit R siBnsie co6oto
Xnop.
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10. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-9 abo ii dap-
MaLeBTUYHO NPUNHATHA CiNb, Y AKiN R® sBnse coboto
Xr1op.

11. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-10 abo ii da-
pMauUeBTUYHO MPURHATHA Cinb, y AKIN R* ¢ 3amichu-
KOM Ha aToMi Byrneuto 1 BuGpaHuin 3 MeTokcw, rigpo-
KCW, MeToKcukapOoHiny, gTopy, aninokcu, NPonokeu,
N,N-gumetunkapbamoiny, mopdoniHokap6oHriny, N-
etunkapbamoiny, N-(2-rinpokcieTun)kapbamoiny,
aumMeTunamiHoMmeTuny, N-meTtun-N-
MeToKcukapbamoiny, MeToKcMMeTuny, MeTunamiHo-
mMeTuny n kapbokew.

12. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-6 abo 8-11
abo Ti papMaLEBTMYHO NPUIHATHA CiMb, y kil R® €
3aMiCHMKOM Ha aToMmi Byrneut 1 BubpaHuii 3 ranore-
Hy, kapbokcu, kapbamoiny, Cisankiny, Ci.sankokcu,
N-(Ci-sankin)kapbamoiny, N-(Cs1-
sankokcn)kapbamoiny abo Ci.sankokcukapOoHiny; e
R® HeoBOB'S3KOBO MOXE OyTuK 3amileHnin 6ins atoma
ByrmeLo ofHUM abo gekinbkoma R'; R'? Bu6npatoTs
i3 Ci4ankokcu abo Kap6OLI,VIKJ'IiJ'I-R14; i R* asnse co-
6010 NPOCTUI 3B'A30K.

13. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-12 abo ii da-
pMaLeBTUYHO NPUIHATHA Cinb, Y SAKin R® sBnsie co-
0010 BoAEHb.

14. Cnonyka 3a n. 1, BnubpaHa 3 rpynu:
2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-1H-nipon-2-
in)kapO6oHin]amiHo}-3-dTopninepnanH-1-in)-1,3-
Tiazon-5-kapboHOBY KMCNOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepngnH-1-in)-4-{[(2-
MeTokcieTun)amiHolkapboHin}-1,3-tiason-5-
kapboHOBY KMCMOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
({[(1S)-2-meTokcu-1-meTuneTunlamiHo}kap6oHin)-1,3-
Tiazon-5-kapboHOBY KMCNOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokecuninepuanH-1-in)-4-
[(meTunamiHo)kapboHin]-1,3-Tia3on-5-kapboHOBY  Ku-
cnorTy;
2-((3S,4R)-4-{[(3,4-puxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
meTun-1,3-Tiazon-5-kapOoHOBY KUCNOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-1,3-
Tia3on-5-kapboHOBY KNCMOTY;
4-auetnn-2-((3S,4R)-4-{[(3,4-auxnop-5-meTun-1H-
nipon-2-in)kapboHin]amiHo}-3-meTokcuninepnanH-1-
in)-1,3-tiazon-5-kapboOHOBY KUCIOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
({[(1R)-2-meTOKCU-1-MeTUNETUN]amiHO}kap6oHin)-1,3-
Tiazon-5-kapboHOBY KMCNOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
({[(2S)-2-meTokcmnponin]amiHo}kap6oHin)-1,3-Tiazon-
5-kapbOHOBY KMUCMOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
({[(2R)-2-meToKCUNPONiN]amiHo}kapboHin)-1,3-Tiazon-
5-kapboHOBY KMCIOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kapOoHin]amiHo}-3-meTokcuninepnanH-1-in)-4-
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({[(1R,2S)-2-pTOpUMKnonponinjamiHo}kapboHin)-1,3-
Tiazon-5-kapboHOBY KMCNOTY;
umnc(x)2-(4-{[(3,4-guxnop-5-metTun-1H-nipon-2-
in)kap6oHrinjamiHo}-3-meTokcuninepnaunH-1-in)-1,3-
6eH30Tiazon-7-kapOoHOBY KUCIOTY;
unc(x)2-(4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnanH-1-in)-4-
(meTokcmmeTun)-1,3-Tiazon-5-kapboHOBY KUCMOTY;
unc(x)2-(4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kap6oHinjamiHo}-3-meTokcuninepuanH-1-
in)i30HIKOTMHOBY KMCIIOTY;
2-((3S,4R)-4-{[(4-xnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuaunH-1-in)-1,3-
©6eH3oTiazon-7-kapboHOBY KMCNOTY;
umc(x)-2-(3-xnop-4-{[(3,4-anxnop-5-meTnn-1H-nipon-
2-in)kap6orin]amiHo}ninepmuamnH-1-in)-4-
(meTokcmmeTun)-1,3-Tiaszon-5-kapboHoBY KUCMOTY;
2-((3S,4R)-4-{[(3,4-guxnop-5-meTtun-1H-nipon-2-
in)kap6oHinjamiHo}-3-cdbTopninepnanH-1-in)-4-metTnn-
1,3-Tiason-5-kapboHOBY KMUCHOTY;
umnc(zx)-2-[4-{[(3,4-ouxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-(npon-2-iH-1-inokcu)ninepuanH-
1-in]-1,3-Tia3on-5-kapboHOBY KMCNOTY;
umc(x)2-((3S,4R)-4-{[(3,4-pnxnop-5-metnn-1H-nipon-
2-in)kap6oHin]amiHo}-3-cbTopninepuaunH-1-in)-1,3-
Tiazon-4-kapboHoBY kMcroTy abo
2-((3S,4R)-4-{[(3,4-guxnop-5-meTtun-1H-nipon-2-
in)kap6oHinjamiHo}-3-meTokcuninepnaunH-1-in)-4-({[2-
MeTOKcU-1-(MeToKkCcMMeTun )eTurnlamiHo}kapboHin)-
1,3-Tia3on-5-kapboHOBY KMUCMOTY;

abo ii hapmaueBTUYHO NPUNHATHA Cinb.

15. Cnonyka 3a n. 1, BubpaHa 3 rpynu:

etvn  2-((3S,4R)-4-{[(3,4-pguxnop-5-meTun-1H-nipon-
2-in)kap6oHin]amiHo}-3-meTokcuninepmuaunH-1-in)-4-
({[2-meToKCK-1-
(meTokcmmeTun)eTunjamiHo}kapboHin)-1,3-Tiazon-5-
kapbokcunar;

etun 2-((3S,4R)-4-{[(3,4-guxnop-5-meTnn-1H-nipon-
2-in)kap6oHin]amiHo}-3-meTokeuninepmuaunH-1-in)-4-
kapbokcu-1,3-Tiazon-5-kapbokcunar;

etvn  2-((3S,4R)-4-{[(3,4-pguxnop-5-meTun-1H-nipon-
2-in)kap6oHin]amiHo}-3-meTokcuninepuaunH-1-in)-4-
({[(1S)-2-meTokKCK-1-MeTUNeTUN]amiHo}kapboHin)-1,3-
Tiazon-5-kapbokcunat abo

MeTun 4-auetnn-2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-
1H-nipon-2-in)kap6oHrin]amiHo}-3-meTokcuninepuanH-
1-in)-1,3-tiazon-5-kapbokcunar;

abo ii hapmaLeBTUYHO NPUINHATHA Cinb.

16. ®apmaueBTUYHA KOMMO3ULis, sIka MiCTUTb CMony-
Ky 3a Oyab-akuMm 3 nyHkTiB 1-15 abo ii hapmaueBTny-
HO MNPUAHATHY Cinb | dapMaueBTUYHO MPUNHATHUIA
po3pigxyBad abo HoCIl.

17. Cnoci6 iHribyBaHHa GakTtepianbHoi [OHK-ripa3u
Ta/abo Tonoizomepasu |V y TenmnokpoBHOI TBapwHW,
Takoi sk NIANHA, sika NoTpebye TaKoro NikyBaHHS, LLO
nepenbayae BBeAEHHS BKa3aHin TBapWHi epekTUBHOI
KiNbKOCTi cnonyku 3a Oyab-skum 3 nyHkTiB 1-15 abo
hapMaueBTUYHO NPUAHATHOI COTi.

18. Cnonyka 3a 6yab-skum 3 nyHkTiB 1-15 i ii hapma-
LEeBTUYHO MPUNHATHI CONi ANS 3aCTOCYBaHHS SK Mi-
Kapcbkuii 3acib.

19. 3acTocyBaHHs crnonyku 3a Oyab-aKMM 3 NyHKTIB 1-
15 copmynu (l) abo Ti dpapMaLEBTUYHO NPUAHATHOI
coni Ans NpuUroTyBaHHS JiKapCbkoro 3acoby Anst iHri-
OyBaHHs OakTepianbHoi OHK-ripasn Ta/abo Tonoiso-
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mepasn |V y TennokpoBHOI TBapuHW, Takoi K Nioan-
Ha.
20. Cnoci6 opepxaHHsa cnonyku cdopmynum (1) abo Ti
hapMauUeBTUYHO MPUAHATHUX COMen 3a NyHKTOM 1,
SAKWI BKIOYAE, y BUNaaKy crnonyk copmynu (1), y skmx
W aBnse coboto -N(RG)-; B3aEMOfilo Cnonyku opmy-
m (V):
NN

Ro (R

>N

H (R*),

3i cnonykoto cpopmynu (1V)

V)
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O
H
R? N

\/ OH

R2 R? )

abo i aKkTMBOBaHO MOXiAHOK KUCIOTK;

i NoTim, 3a HeobXxigHOCTiI:

i) nepeTBopeHHsa cnonyku cdopmMynu () Ha iHWy cno-
nyky dopmynu (1);

i) BMOaneHHs 6yab-aKux 3axX1CHUX rpym;

i) yTBOpEHHS chapmMaLeBTUYHO MPUAHATHOI Coni.

[MepeoymoBu CTBOPEHHS BUHaxody

[aHui BMHaxia CTOCYeTbCA CNONyK, siki NposiBns-
I0Tb aHTMOaKkTepianbHy Aito, cnocobiB iX oaepXaHHs,
dapmaueBTUYHMX KOMMO3ULIN, AKi iX MICTATb 9K ak-
TUBHWUIA KOMMOHEHT, X 3aCTOCYBaHHA K NiKapCbKMX
3acobiB 1 ix 3acToCyBaHHA ANA MPUrOTyBaHHA nikap-
CbKMX 3acobiB s 3acTocyBaHHA ANs NiKyBaHHsS 6ak-
TepianbHUX iHEeKUiN Yy TEMMOKPOBHUX TBaAPWH, Takmx
Ak nmogn. 3okpema, AaHui BUMHaXxig CTOCYETbCS CrMo-
NyK, NpuaaTHUX ANns nikyBaHHs 6akTepianbHux iHde-
KUl y TennoKpOBHMX TBApPWH, Takux sik nogu, GinbL
nepeBakHO, 3aCTOCYBAHHA LMX CMOMNyK AN NpUroTy-
BaHHA nNiKapCbkMx 3acobiB Ansi 3acTOCyBaHHSA Ans
nikyBaHHA GakTepianbHUX IHMEKLIN Y TEnnOKPOBHUX
TBApVH, TaKNX K MOAMN.

MixxHapogHe ToBapucTBO Mikpobionoris NpoaoBs-
Y€ BWCINOBMNIOBATM CEPNO3HIi MOGOKBaHHS  LLOA0
TOro, WO PO3BUTOK PE3UCTEHTHOCTI LWTaMmiB MiKpoop-
raHiamie 4o aHTUGIOTUKIB MOXe NPUBECTU OO0 BUHMK-
HEHHS LWTaMiB, MO BIQHOLWEHHK [0 SAKUX LOCTYMHi
3apa3 aHTMbakTepianbHi 3acobun 6yayTb HeedekTuB-
HMMK. Y uinomy, natoreHHi 6akrepii MOXyTb noaing-
TUCA Ha rpamMno3nTMBHI N rpamMHEraTuBHI MaTOreHHi
MikpoopraHiamu. AHTUBIOTUKM, SIKi € ePEKTUBHUMM SIK
no BiOHOLLEHHIO A0 rpaMno3uTUBHUX, TaK i 4O rpam-
HeraTMBHUX NaTOreHHWX MIKPOOpPraHi3miB, 3BUYANHO
BBaXalTb aHTUGIOTMKaMM LUMPOKOro CnekTpy Ail.
Cnonyku 3rigHo i3 4aHUM BUHAxXoOoM € e(PekTUBHUMN
SIK MO BiJHOLUEHHIO A0 rPaMno3NTMBHMX, TaK i 4O NeB-
HUX rpaMHeraTMBHUX NaTOreHHNX MiKpOOpPraHi3miB.

paMno3anTuBHI MaTOreHHi MiKpoopraHiamu, Ha-
npuknag, cradinokoKn, eHTEPOKOKWU, CTPENTOKOKU 1
MikobakTepii, € Haa3BNYaMHO BaXXNMBUMM Y 3B'A3KY 3
PO3BUTKOM PE3UCTEHTHUX LUTaMiB, AKi SIK BaXKO nig-
[atoTbCs MiKyBaHHIO, TaK i BaXKKO NigaalTbcs nikeiga-
uii B NikyBanbHUX yCTaHOBax MpW BUHUKHEHHI cnana-
XiB Takoi iHdekuii. MNpuknagammu Takux wWTamiB €
staphylococcus aureus, pe3uCTeHTHWUIA OO MeTULMITI-
Hy (MRSA), ctaginokok, pe3ucTeHTHUI A0 MeTULMIi-
Hy, HeuytTnueuri  go  koarynasm  (MRCNS),
Streptococcus pneutoniae, pe3VCTEHTHUIA 00 NeHiun-
niHy, i Enterococcus faecium, skuii Ma€e MHOXWHHY
PEe3NCTEHTHICTb.

Kpawum Hamnbinbl KniHiYHO edeKTUBHUM aHTu-
6ioTMKOM ANSA NiKyBaHHA TakUX BUSIBIIEHWX OCTaHHIM
YacoOM PEe3NUCTEHTHUX PaMMO3UTUBHUX NaTOreHHUX

MiKpoopraHiamis € BaHKOMIUMH. BaHkoMiuMH sBnse
coboto rmikonenTug i oro Ais CynpoBOMKYETLCS Pis-
HUMUW BMOAMW TOKCUYHOCTI, BKIOYao4m HedppoToKkeu-
YHiCTb. Binbl TOro, HaMbINblW BaXMMBUM TaKOX €
crnocTepexyBaHa Pe3nCTEHTHICTb A0 OakTepin BaH-
KOMIiUMHY 1 [0 iHWwux rvkonenTtugis. Lia peancreHT-
HICTb MOCTIMHO MiACUNIOETBCS, WO NPMBOAUTL OO ic-
TOTHOMO 3HMXEHHs1 edeKTMBHOCTI UuX 3acobiB npu
niKyBaHHI 3axBOpPHOBaHb, BUKIMKAHUX PaMno3vTuB-
HUMW NaTOreHHNUMK MiKpoopraHiamamu. Takox 3apas
CMoCTepIraeTbCA MOCUNEHHS PE3UCTEHTHOCTI MO BiA-
HOLLUEHHIO 00 Takmx 3acobiB, sIK B-nakTamu, XiHONOHU
W Makponigu, SKi 3aCTOCOBYKTbCA ANA NiKyBaHHS
iH(peKUin BepxHix AuxanbHUX LUNAXIB, SKi TakoX BU-
KITUKaIOTbCSl MEBHUMW TPAMHEraTUBHUMU LUTaMaMu,
Bkntoyaroum H. influenzae i M. catarrhalis.

OTxe, ons nogonaHHs HebGe3nekn LWMPOKOro mno-
LUMPEHHs1 pPe3nCTEeHTHOCTI MikpoopraHiamiB oo 6ara-
TbOX Nikapcbkunx 3acobis, 3apa3 icHye noTpeba B pos-
BUTKY HOBWMX aHTMGIOTMKIB, 0COBNMBO Takumx, siki abo
MalTb HOBUI MexaHi3M fii Ta/abo MicTaTb HOBI chap-
MaKodOPHi rpynu.

Mpasa gesokcmpunbonykneinosoi kucrotn (OHK) €
npeacTaBHUKOM ciMencTBa Tonoizomepas tuny I, ski
KOHTpONtoTb TononorivHun ctadH OHK y knitnHax
(Champoux, J. J.; 2001. Ann. Rev. Biochem. 70: 369-
413). Tonoizomepasu Tuny |l BUKOPUCTOBYIOTbL €Hep-
rit0, sIka BMBINIbHAETLCA MPUW rigponis3i ageHO3UHTPU-
docpaty (ATP), ans 3miHm Tononorii OHK wnaxom
BBELEHHS TMMYacOBMX [OBONAHUIOrOBUX PO3PUBIB Yy
OHK, katani3ytoun npoTAraHHSa naHurora yepes pos-
puB i 3BOpoTHE BO33'egHaHHA naHutoris JHK. Y 6ak-
Tepii AHK-ripasa € HaiBaxnuBilIMM i KOHCEpBaTMB-
HAM  EepMeHTOM, TakoX  BOHa  YHiKanbHa
cepefoBuLLa TOMNoi3oMepas 3aBAsikM CBOIN 30aTHOCTI
BHOCUTW HeraTmBHi HageuTkn B [HK. ®epmeHT ckna-
[aeTbcs i3 OBOX cyboauMHULb, siki KoaoyrTbCcsa gyrA i
gyrB, ski yTBopioloTb ArBr-TeTpamepHun KoMmrmrekc.
A-cyb6oanHuus ripasu (GyrA) s3any4yeHa B 30iNCHEHHS
pospusy AHK i Bo3s'egHaHHs posipBaHoi OHK i BoHa
MICTUTb KOHCEPBATUBHUI 3aruLWOK TUPO3UHY, SKUA
YTBOPIOE TUMYacoOBUI KOBaneHTHUN 3B'a3ok i3 [OHK
npu i npoTaraHHi 4epe3 po3puB. B-cyboamHuus
(GyrB) kaTtanisye rigponia AT® i B3aemogie i3 cybo-
AnHuuelo A Ang nepeTBOPEHHsT eHeprii, ska BMBINb-
HUnaca npv rigponisi, y KoHopmauiniHi 3miHn dep-



9

MEHTY, WO [03BONATb 3AINCHUTM npoTaraHHa OHK
yepes po3pumB i BO33'egHaHHs posipeaHol JHK.

IHWa KoHCepBaTMBHA 11 BaxnumBa Tonoisomepasa
Tuny Il y 6akTepiii, Ky Ha3nBaloTb Tonoisomepasa |V,
rOfIOBHMM YMHOM BifNOBIJa€E 3a PO3AiNeHHsA 3B'dA3a-
HUX, 3aMKHYTUX KPYroBux GakTepianbHUX XpOMOCOM,
yTBOpeHuX npwu pennikauii. Llen cdepmeHT € ayxe
nogioHnum go OHK-ripa3n i mae aHanoriyHy TeTpame-
PHY CTPYKTYpY, YTBOpPEHy CyOOaAMHULAMKU, FOMOMOriy-
HUMK o Gyr A i Gyr B. 3aranbHa igeHTU4YHICTb noc-
NigoBHOCTEN MiXK ripasoto i Tonoisomepasow |V €
BMCOKOIO B BakTepi pisHMx Buais. Omke, Cnonyku, siki
HauineHi Ha Tonoisomepasun Tuny Il y 6akTepin, Haga-
I0Tb MOXMMBICTb iHriGyBaTh ABi MeTW B KNiTUHaXx, a
came [HK-ripa3sy n Tonoizomepasy IV; sk ue mae mic-
ue Ans icHyl4uMx aHTubakTepianbHUX 3acobiB XiHO-
noHosoro Tuny (Maxwell, A. 1997, Trends Microbiol.
5: 102-109).

OHK-ripa3a € nobpe o6rpyHTOBaHOK METO aH-
TMbakTepianbHMX 3acobiB, BKOYAOYM XiHONOHWU W
KymapuHu. XiHonoHu {Hanpuknaz, umMnpodnokcaLluH)
€ aHTnbakTepianbHUMKM 3acobamMu LUMPOKOro crnekTpa
Aii, aKki iHridyoTb yTBOpeHHs po3puey B [JHK i Bo33'e-
OHYIO4Y aKTUMBHICTb (DepMeHTy 1 BroKylTb KOBaneH-
THMUA KoMmMnekc Mix cybogumHuuero GyrA n [OHK
(Drlica, K., i X. Zhao, 1997, Microbiol. Molec. Biol.
Rev. 61: 377-392). NpeacTaBHMKM LbOro Krnacy aHTu-
H6akTepianbHMX 3acobiB Takox iHribyloTb ToMoizome-
pasy IV i, BHacnigok uboro, NnepevHHa mMeTa Ans Lmx
cnonyk BiOpi3HAETbCA 3anexHo Big Buay OakTepin.
HesBaxalun Ha Te, WO XiHONMOHU € e(EKTUBHUMM
aHTMbakTepianbHuMKu 3acobamu, npoTe, y AOesKuX
MIKpOOpraHiamiB,  BKNtoyaruM  S. aureus i
Streptococcus pneumoniae, po3BUBAETLCA PE3NCTEH-
THICTb A0 UMX NpenapartiB, FOfIOBHUM YMHOM LUSISIXOM
myTauii uinboBux depmenTie (OHK-ripasu 11 Tonoiso-
mepasn V) (Hooper, D. C, 2002, The Lancet
Infectious Diseases 2: 530-538). Kpim Toro, xiHonoHu
AK XIMiYHUIA KNnac peyoBWH, BUKIMKAOTb TOKCUYHI NO-
Oiuni Aii, BkMOYaluM apTponaTiio, o obmexye ix
3actocyBaHHsA B aiten (Lipsky, B. A. i Baker, C. A,
1999, Clin. Infect. Dis. 28: 352-364). Kpim Toro, ans
XiHOMOHIB onucaHa MNOTEHLiMHa Kap4iOTOKCUYHICTb,
sika NPOrHO3yeTbCs Ha OCHOBI nopoBxeHHs QTc-
iHTepBany.

IcHye pekinbka BiJOMUX MPUPOAHMX MPOAYKTIB-
iHribiTopis  [IHK-ripasun, ski koHkypyloTb i3 AT® 3a
3B'A3yBaHHA i3 cyboauHuuero GyrB (Maxwell, A. i
Lawson, D.M. 2003, Curr. Topics in Med. Chem. 3:
283-303). KymapuHu aBnsATb COOO MPOAYKTW, SiKi
3ycTpivaloTbCa B npupogi, BuaineHi 3 Streptomyces
Spp., Hanpvknag, HoBOBIOLMH, XNOPOBIOLMH i Kymep-
MiumH A1. HesBaxatoum Ha Te, WO Li CNonyku € ege-
KTMBHMMMU iHriGiTopamn [OHK-ripasu, ix TepaneBTnyHa
KOPUCHICTb OOMEXYETLCA TOKCUYHICTIO B eykapioT, a
TaKoX MOoraHMM NMPOHMKHEHHSIM Yy rpaMHeraTuBHi b6ak-
Tepii (Maxwell, A. 1997, Trends Microbiol. 5: 102-
109). |HWKMM Krmacom Ccnomyk, WO 3yCcTpiyalTbCA B
npupoai, HauineHmx Ha cyboaunHuut GyrB, € uukno-
TianiguHn, ki BuaineHi 3 Streptomyces filipensis
(Watanabe, J. i iH., 1994, J. Antibiot. 47: 32-36). He-
3BaXkalounM Ha CUIMbHY aKTMBHICTb MO BiAHOLLEHHIO OO
OHK-ripasu, uvknoTianigMH € noraHMM aHTMbakTepia-
JNIbHUM 3ac060M, KU NPOSIBNSE aKTUBHICTb TiNIbKKX MO
BiJHOLWEHHIO A0 Aesikux BuaiB eybaktepin (Nakada,
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N, 1993, Antimicrob. Agents Chemother. 37: 2656-
2661).

3 piBHA TEXHiKM BiOOMi CUHTETWUYHI iHriGiTOpYK, Ha-
uineHi Ha B-cyboamHuuto OHK-ripasu i Tonoisomepa-
3y IV. Hanpuknag, y MiXHapogHin naTteHTHin 3aaBLi
WO 99/35155 onucaHi KymapwH-BMIiCHi cnonyku, Yy
naTeHTHin 3aasui WO 02/060879 onucaHi 5,6-
BiUmMKNivHi reTepoapomMaTUYHi CMONyKW, a B NATEHTHIN
3agsui WO 01/52845 (nateHT US 6,608,087) onucaHi
cronyku nipasony.

Hamu OyB BigKpWUTUIA HOBWI Knac CNOMyK, SKi
npvaaTtHi ans iHridysanHa OHK-ripasu n Ttonoizome-
pasu V.

CyTb BuHaxoagy

Takum 4YuHOM, OaHui BUHaxig 3abe3nevye cno-

nyky dopmynu (1):

@

y SIKiiA:

R! BMOMpalOThb i3 BOAHIO, HITPO, MgpoKcK, ranore-
Hy, uiaHo, Cisankiny, Cisankokcn, Co.sankeHiny, Co.
sankidiny, Ci.sankaHoiny, Ci4ankinS(0)a, e a aBnse
coboto 0-2, i Cs.sumknoankiny; ae R™ HeoboB's13k0BO
Moxe OyTu 3amileHuii 6insa atoma BYrneLl OAHUM
abo gekinbkoma ranioreHamm abo uuknonponinamu;

R? BMOGMpaloTh i3 BOAHIO, HITPO, rapoKcu, ramnore-
Hy, uiaHo, Cisankiny, Cisankokcn, Co.sankeHiny, Co.
sankidiny, Ci.sankaHoiny, C1.4an|<in8g0)a, e a siBnsie
coboro 0-2, i Czsumknoankiny; ge R° HeoboB'a3koBO
MOXe OyTu 3amiweHun 6inga atoma Byrneuo OAHUM
abo gekinbkoma ranoreHamu abo CsgLiMknoarnkinamu;

R® BMOGMpaloTh i3 BOAHIO, HITPO, rapoKcu, ramnore-
Hy, uiaHo, -C=N-OR' ge R' siBnsie coboro H abo Ci-
sankin, Cigankiny, Cisankokcu, Co.gankediny, Co.
sankidiny, Ci.sankaHoiny, C1.4anKinng)a, e a siBnsie
coboro 0-2, i Czsumknoankiny; ge R™ HeoboB's3koBO
MOXe OyTu 3amilweHun 6inga atoMa Byrneuo OAHUM
abo gekinbkoma ranoreHamu abo CsgLMknoankinamu;

W siBrisie coGoto -O-, -N(R®)- a6o -C(R")(R®)-;

X aBnsie cobot npoctuin 3B'a30K, -CHy-, -C(O)-
abo S(O)qy- (me g sBnsie cobotro 1 abo 2);

Kinbue A sensie coboto kapGouuknin abo retepo-
LMKIiN; Oe, SKWO BKasaHWW reTepouuknin MiCTuTb -
NH- yacTuHy, TO aTtom a3oTy HeobOOB'A3KOBO MOXe
OyTuK 3amileHnii rpynoto, BubpaHoto 3 R®;

R* i R® € 3amiCHKamMu Ha aToMi ByrneLto i Hesa-
nexHo BMOpaHi 3 ranoreHy, HiTpo, LiaHo, rigpokcu,
TpucbTopMeTOKCH, amiHOo, kapbokcu, kapbamoiny,
MepkanTo, cynbdamoiny, cynbgo, dopminy, ypeigo,
rigpokciimiHomeTuny,  Cj.sankokciimiHomeTtuny,  N-
rigpokcucpopmamigo, Ci.arigpasuHo, rigpasvHokap6o-
Hiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)MeTuny, Ciankiny, Co.sankexiny,

Ca.qankiHiny,  Ciaankoken,  CigankaHoiny, Ci.
4anKaHoINoKeu, N-(C1-sankin)amiHo, N,N-(C;-
sarnkin)amiHo, Ci.4ankaHoinamiHo, N-(Cs-

sankin)kap6amoiny, N,N-(Ci.sankin).xap6amoiny, N-
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(C1-sankokcm)kapbamoiny, N'-(Ci4ankin)ypeigo, N',N'-

(Ci-sankin).ypeigo, N-(Ci-sankin)-N-(C;.-
sankokcn)kapbamoiny, CisankinS(O)s, oe a aBnse
coboto 0-2, C1-4ankokcukapOoHiny, Cu
sankokcukapboHinamino, N-(Ci.sankin)cynbcamoiny,
N,N-(C1.sankin).cynbamoiny, Ci-
sankincynsdoHinamiHo, Ci.
sankincynsdoHinamiHokapboHiny, N'-(Ca-

sankin)rigpasuHokapboHiny, N‘ N'-(Cs-
4an|<|r|)zrl,qpa3V|H0Kap60H|ny, KapOoumknin- -RY- a60
reTepounknin-R 1, ne R* i R® HezanexHo OOVH Bif
O[lHOro HeOoObOB'A3KOBO MOXYTb OyTH 3aM|u.|,eH| 6ins
aToma Byrneuo ogHum abo aekinbkoma RY i pe,
SKLWO BKa3aHUM reTepoumknin mictutb -NH- yactuHy,
TO aTOM a30Ty HeoboB' 13KOBO MOXe OyTK 3amilieHun
rpynoio, Bm6paHoro 3R"

R®, R’ i R® Heaane>KHo BMbMpatoThb i3 BogH abo
Ci-sankiny;

n siBnsie co6oto 1-4; ge sHaueHHst R* MOXYTb Gy-
TW OHAKOBMMU abo pi3HUMU;

m siBnsie coGoto 0-4; fe 3HaueHHst R® MOXyTb Oy-
TW OIHAKOBMMU abo pi3HUMU;

R'? BUGWpalOTb i3 @310, ranoreHy, HiTpo, LiaHo,
rigpoken, TpudTOpMETOKCH, amiHo, kKapbokem, kapba-
moiny, mepkanto, cynbdamoiny, Cisankiny, Co.
sankeHiny, CosankiHiny, Cisankokcu, CisankaHoiny,
C1.4anKkaHoinokcu, N-(Ci-sankin)amio, N,N-(C1-
4ankin);amiHo, Ci.4ankaHoinamiHo, N-(Ca-
sankin)kap6amoiny, N,N-(Ci.sankin);kapbamoiny, Ci.
sankinS(0)s, fne a saBnse coboo 0-2, Ci.
sankokcukapboHiny, N-(Ci.sankin)cynsdamoiny, N,N-
(Ci.sankin).cynbdamoiny, Ci. 4anK|ncyan30H|naM|Ho
Ci- 4aJ'IK0KCI/IKap6OHIJ'IaMIHO kapOoumknin- -R¥.  abo
reTepoumknin-R*>-; ge R' He3anexHo oAuH Big 0AHO-
ro Heo6oB'A3KOBO MOXYTb OyTW 3amilLieHi Bins atoma
BYrrewu oaHuUM abo aekinbkoma Rle; i Oe, SAKWO BKa-
3aHU reTepounknin Mictute -NH- 4yacTuHy, To aTom
asoTy HeoboB' SI3KOBO MOXe OyTn 3amilLeHnii rpynoto,
BuGpaHoko 3 R’

R, R™ i R17 HesanexHo BWGWpatoTb i3 Ci.
sankiny, CisankaHoiny, Ciasankincynbgoniny, Cai.
sankokcunkapboHiny, kapbamoiny, N-(C;-
sankin)kapbamoiny, N,N-(C;. 4anKin)Kap6aM0'|'ny, 6eH-
3uny, 6eHannokcukapboHiny, 6eH3oiny 1 deHincyns-
CbOHIJ‘I%/

R R R R pesanexHo BUGMPaLOTh i3 Npo-
cToro 38 'a3ky, -O-, -N(R™)-, C(O)-, -N(R™)C(0)-,
C(O)N(RZO) -5(0)p , -SOzN(R )- abo N(RZZ)SOz-
ne R'® , R? R* i R?? HesanexHo BUbMpatoTh i3
BO,EI,HIO a6o C1 4an|<|ny n p siBnge coboto 0-2;

R'® BuGMpatoTh i3 ranoreHy, HiTpo, LiaHo, rigpok-
cu, TpudpTopMEeTOoKCU, TPUTOPMETUIY, aMiHO, Kap-
6okcu, kapbamoiny, mepkanTto, cynbgamoiny, mMeTu-
ny, eTuny, eTeHiny, eTuHiny, MeTOKCW, EeTOKCH,
aueTuny, aueTokcu, MeTunamiHo, eTunamiHo, gume-
TunamiHo, gietunamino, N-metun-N-etunamino, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-anmeTtunkap6amoiny, N,N-gietnnkapbamoiny, N-
meTun-N-eTunkapbamoiny, mMeTunTio, eTunTio, MeTu-
ncynbininy, eTuncynbdiHiny, mesuny, eTuncynb-
doHiny, MeTokcukapboHiny, eTtokcukapboHiny, N-
meTuncynbcamoiny,  N-etuncynbecamoiny,  N,N-
anmeTtuncynedgamoiny, N,N-gietuncynscamoiny abo
N-meTun-N-etTuncynsdamoiny;

abo i hapmMaueBTUYHO NPUIAHATHY CiNb.
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OaHnn BuHaxig Takox 3abesnevye cnonyky cop-
mynm (1A):

0 N,x
1 Q (Rs)m
R \ N 4
/) | RY,
R2 R? Re
(1A)
y ﬂKII/I

R BMOMpaloTh i3 BOAHIO, HITPO, MApoKcK, ranore-
Hy, uiaHo, Cisankiny, Cisankokcn, Co.sankeHiny, Co.
sankininy, Cisankanoiny, Ci. 4ar||<ir|S(1 )a, O€ @ SBNSiE
coboto 0-2, i Cs.eumknoankiny; ae R™ HeoboB'sA3k0BO
Moxe OyTu 3amileHuii 6insa atoma BYrfeLl OAHUM
abo ,El,eKIJ'IbKOMa ranoreHamu abo umknonponinamu;

R? BMOMpaloTh i3 BOAHIO, HITPO, MapoKcK, ramnore-
Hy, uiaHo, Cisankiny, Cisankokcn, Co.sankeHiny, Co.
sankidiny, Ci.sankaHoiny, Ci. 4an|<insg )a, A€ @ sABNSE
coboro 0-2, i Czeumknoankiny; ge R® HeoboB'a3koBo
MOXe OyTu 3amiweHun 6ina atoma Byrneu OAHUM
abo gekinbkoma ranoreHamum abo CsgLiMknoarnkinamu;

R® BMOMpaloTh i3 BOAHIO, HITPO, MapoKcK, ramnore-
Hy, uiaHo, -C=N-OR' ge R' siBnsie coboto H abo Ci-
sankin, Cigankiny, Cisankokcu, Co.gankeHiny, Co.
sankininy, Ci.sankaHoiny, Ci. 4anK|nS(O)a e a siBnsie
coboto 0-2, i Czeumknoankiny; oe R® HeoboB's13K0BO
MOXxe OyTu 3amiweHun 6inga atoma Byrneuo OAHUM
abo gekinbkoMa ranoreHamu abo CszgLUuknoankinamu;
X sBnsie coboto npocTtuii 3B'A30K, -CHy-, -C(O)- abo
S(O)q- (me q sBnsie coboto 1 abo 2);

Kinbue A sBnsie coboto kapbouumknin abo retepo-
LMKNIN; Oe, SKWO BKasaHWW reTepouuKninn MiCTUTb -
NH- yacTuHy, TO aTtom a3oTy HeobGoB' F|3KOBO MoXe
6yTVI 3aMilLleHu rpyrnoto, BMGpaHoto 3 R®;

i R® € 3amiCHVKaMV Ha aToMi BYrfeL 1 Hesa-
NEexXHOo BMOpaHi 3 ramoreHy, HiTpo, UiaHo, rigpoKcwy,
TpudpTopMeTOoKCH, amiHo, kapbokcu, kapbamoiny,
MepkanTo, cynbdamoiny, cynbgo, dopminy, ypeigo,
rigpokciimiHomeTuny, N-rigpokcudgopmamigo, rigpa-
3UHOKapOoHiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)MeTuny, Ciaankiny, Cosankexiny,

Co.qankininy,  Cisankoken,  CisankaHoiny, Ci.
4aIKaHOIMNOKCH, N-(C1-sankin)amiHo, N,N-(Ci-
sarnkKin);amiHo, Ci4ankaHoinamido, N-(Ci-

sankin)kap6amoiny, N,N-(Ci.sankin).xkap6amoiny, N-
(Ci-sankokcm)kapbamoiny, N'-(Ci-4ankin)ypeigo, N',N'-
(C1-4aikin)2ypeino, N-(C1-sankin)-N-(Cs-
sankokcun)kapbamoiny, Ci.sankinS(0O)s, oe a sBnsie

coboto 0-2, Ci-4ankokcukapOoHiny, Ci.
sankokcukapboHinamiHo, N-(Ci-sankin)cynbcamoiny,
N,N-(Ci-sankin),cynscamoiny, Ci-
4a@nKincynbgoHinamiHo, Ci-
sankincynboHinamMiHokapOoHiny, N'-(C1-

sarnkin)rigpasvHokap6oHiny, N N -(Cu-
4ar|Kln)zrlp,pa3|/|H0Kap60H|ny, kapboumknin- R¥®. a6o
retepouuknin-R L. ne R* i R® HesanexHo oOuH Bif
0QHOro HeOoObOB'AI3KOBO MOXYTb OyTU 3aMILLl,eHI oins
aToma Byrneuw ogHuMM abo pekinbkoma R i ge,
AKLLO BKa3aHWIi retepouuknin Mictutb -NH- yactuny,
TO aToM a30Ty HeoboB' F|3KOBO MoXxe OyTn 3amilieHni
rpynoto, BubpaHoto 3 R™
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R®, R’ i R® HesanexHo B1U6MpPaioTb i3 BoAHIO abo
Ci-sankiny;

n siBnsie coboio 1- 4; Ae 3HaueHHst R? MOXYTb By-
TV OAHAKOBMMU abo pi3HUMU;

m siBnsie coGoto 0-4; fe 3HaueHHs R® MOXyTb By-
TV ogHaKoBUMY abo pPisHUMY;

R'? BUGMpaloTh i3 @310, ranoreHy, HiTpo, LiaHo,
rigpoken, TpudTopMETOKCH, amiHo, kKapbokem, kapba-
moiny, mepkanto, cynbdamoiny, Cisankiny, Co.
sankeHriny, Co.sankiHiny, Cisankokcu, Ci.sankaHoiny,
C1.4anKaHoinokcu, N-(Ci-sankin)amio, N,N-(C1.
4ankin);amiHo, Ci4ankaHoinamito, N-(Ci-
sankin)kap6amoiny, N,N-(Ci.,ankin);kapbamoiny, Ci.
sankinS(0),, pe a saBnse cobow 0-2, Ci.
sankokcukap6oHiny, N-(Ci.sankin)cynsdamoiny, N,N-
(Cisankin).cynbdamoiny, Ci. 4aJ'IKIJ'ICyJ'IbeOHIJ'IaMIHO
C1- 4aJ'IKOKCVIKap60HIJ'IaMIHO kapboumknin- -R¥.  a6o
retepoumknin-R™-; ge R'? HezanexHo oauH Big ofgHo-
ro Heo6oB'A3KOBO MOXYTb ByTU 3amilLieHi Bins atoma
Byrreu oaHuUM abo aekinbkoma Rle; i Oe, SKWO BKa-
3aHU reTepounknin MictTutb -NH- 4yacTuHy, To aTom
asoTy HeoboB' SI3KOBO MOXe OyTn 3amilLieHnin rpynoto,
BuGpaHoko 3 R’

R, R™ i R17 HesanexHo BWGWpatoTb i3 Ci.
sankiny, CisankaHoiny, Ciasankincynbdoniny, Ca.
sankokcunkapboHiny, kapbamoiny, N-(C;-
sankin)kap6amoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcukapOoHiny, 6eH3oiny 1 deHincyne-
(bOHIJ'I%/

R R, R i R hesanexHo BUGMpPatOTh i3 Npo-
cToro 38’ q3ky, -O-, -N(R™®)-, C(O)-, -N(R™)C(0)-,
C(O)N(RZO) -5(0)% -SOzN(R )- abo N(RZZ)SOz-
pe R R", R, Hes3anexHo BMOMpalTh i3
BO,EI,HIO a6o Cl 4an|<|ny n p saBngae coboro 0-2;

R'® BUGMpalOTb i3 ranoreHy, HITPo, LiaHo, rigpok-
cu, TpucpTopMeToKCU, TPUTOPMETUIY, aMiHO, Kap-
6okcu, kapbamoiny, mepkanTto, cynbgamoiny, mMeTu-
ny, eTuny, e€eTeHiny, eTWHiny, MeTOKCW, eTOKCH,
aueTuny, aueTokcu, MeTunamiHo, eTunamiHo, AnMe-
TunamidHo, gietmnamiHo, N-metun-N-eTunamiHo, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-anmeTtunkap6amoiny, N,N-gietnnkapbamoiny, N-
meTun-N-eTunkapbamoiny, metTuntio, eTunTio, MeTu-
Ncynb@iHiny, eTuncynb@iHiny, mesuny, eTuncynb-
doHiny, meTokcukapboHiny, eTtokcukapboHiny, N-
meTuncynbamoiny, N-etuncynecamoiny,  N,N-
aumeTunncynbdamoiny, N,N-gietuncynscgamoiny abo
N-meTun-N-etTuncynsdamoiny;

abo ii papmaLeBTUYHO NPUAHATHY Cinb.

[aHui BnHaxia Takox 3abesnevye cnonyky dop-
mynu (IB):

(R%),,

(IB)

y FlKII/I

R BMOUPaLOTh i3 BOAHIO, HITPO, T4pOKCK, ranore-
Hy, uiaHo, Ci4ankiny, Ci.sankokcu, Cj.sankeHiny, Co.
sankidiny, CisankaHoiny, Ci.4ankinS(0)a, Ae a asnsie
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co6oto 0-2, i Caeumknoankiny; ge R' HeoBoB's3k0BO
Moxe OyTu 3amileHunii 6ina atoma Byrmeuo OLHUM
abo ,D,eKIJ'IbKOMa ranoreHamu abo uumknonponinamu;

R? BMOVMpaloTh i3 BOAHIO, HITPO, MApoKcK, ranore-
Hy, uiaHo, Cisankiny, Ci.sankokcu, Co.sankeniny, Co.
sankidiny, Ci.sankaHoiny, Ci. 4anKinSS )a, A€ @ sBNSE
coboto 0-2, i Czeumknoankiny; ge R” HeoboB'a3koBo
Moxe OyTu 3amiweHun 6ina atoma Byrneu OAHUM
abo gekinbkoma ranoreHamm abo CsgLmknoankinamu;

R® BMOMpatoTh i3 BOAHIO, HITPO, MapoKcK, ramnore-
Hy, uiaHo, -C=N-OR' ge R' sBnsie coboto H abo Ci.
sankin, Cisankiny, Cisankokcu, Co.sankeHiny, Co.
sankininy, Cisankanoiny, Ci. 4anKin8g )a, O€ @ SBNSiE
coboto 0-2, i Czeumknoankiny; ge R™ HeobOB'A3KOBO
MOXe OyTu 3amiweHun 6ina atoma Byrneuo OAHUM
abo gekinbkoma ranoreHamm abo CsgLmknoankinamu;

Kinbue A sBnsie coboro kapbouumknin abo retepo-
LMKNIN; Oe, SKWO BKasaHWW reTepoLuuKninn MiCTUTb -
NH- yacTuHy, To aTtom a3oTy HeobGoB' HSKOBO MOoXe
6yTVI 3aMmilLeHuii rpynoto, BubpaHoo 3 R®:

i R® € 3aMicHVMKaMV Ha aToMi BYrneu " Hesa-
nexHo BuOpaHi 3 ranoreHy, HiTpo, LiaHo, rigpokcu,
TpudpTopMeTOKCH, amiHO, Kkapbokcu, kapbamoiny,
MepkanTo, cynbdamoiny, cynedo, dopminy, ypeigo,
rigpokciimiHomeTuny, N-rigpokcndopmamigo, rigpa-
3uHoKapboHiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)meTuny, Cigankiny, Co.sankeHiny,

Co.aankiHiny,  Ciankoken,  CigankaHoiny, Ci.
4alKaHOINoKCH, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin)amiHo, C14ankaHoinamiHo, N-(Ci-

sankin)kapbamoiny, N,N-(Ci.sankin).kapbamoiny, N-
(Ci-sankokcm)kapbamoiny, N'-(Ci4ankin)ypeigo, N',N'-

(Ci-sankin)2ypeino, N-(Ci-sankin)-N-(C-
sankokcn)kapbamoiny, CisankinS(0),, oe a saBnse
coboto 0-2, C1-4ankokcukapOoHiny, Ci.
sankokcukapborinamiHo, N-(Ci-sankin)cynscamoiny,
N,N-(Ci-sankin),cynbcamoiny, Ci-
sankincynbgoHinamiHo, C.
sankincyns@oHinamiHokapboHiny, N'-(Ca.

sarnkin)rigpasvmHokap6oHiny, [\ N -(Ca-
4aJ'IKIﬂ)zFI,D,pGSVIHOKap6OHIJ'Iy, kapboumknin- -R'%-a60
retepoumknin-R*-; ge R* i R® HesanexHo oauH Big
0QHOro HeobOB'A3KOBO MOXYTb OyTU 3aM|L|.|,eH| 6ins
aToma ByrmeLlo oaHuM aGo gekinbkoma R i pe,
AKLO BKa3aHU retepoumknin mictutb -NH- yactuHy,
TO aToM a30Ty Heo6oB' A13K0BO MOXe OyTn 3amilieHni
rpynoio, Bubpaxoto 3 R™

R® R’ | R® HesanexHo BMGMPAIOTb i3 BOAHIO abo
Ci.qankiny;

n siBnsie co6oio 1-4; ae 3HaueHHs R* MOXYTb Oy-
TV ogHakoBMMM abo pisHMMY;

m siBnsie co6oto 0-4; ge 3HauyeHHs R® MOXYTb Oy-
T OAHAKOBUMM abo pisH1MuY;

R'? BUGMPaIOTb i3 a3n0, ranoreHy, HiTpo, LiaHo,
rigpokcu, TpMdTOPMETOKCH, aMiHO, kapbokcu, kapba-
Moiny, MepkanTto, cynbdamoiny, Ci.sankiny, Co.
sankeHiny, Cosankininy, Ci.sankokcu, CisankaHoiny,
Ci.sankaHoinoken,  N-(Cisankin)amiHo,  N,N-(Ci.
sarnkKin)amiHo, Ci4ankaHoinamido, N-(Ci-
sankin)kapbamoiny, N,N(Ci.sankin).xapbamoiny, Ci.
4ankinS(0),, fe a sBnse coboio 0-2, Ci.
sankokcukap6oHiny, N-(Ci-4ankin)cynsgamoiny, N,N-
(Ci-sankin).cynbpamoiny, Ci. 4anK|ncyan)0H|naM|Ho
Ci- 4aJ'IKOKCVIKap60HIJ'IaMIH0 kapboumknin- R abo
reTepoumknin-R*>-; ge R'? He3anexHo oauH Big ofgHo-
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ro Heo6oB'A3KOBO MOXYTb ByTW 3amilleHi 6ins atoma
Byrreu oaHum abo aekinbkoma R16; i Oe, SIKWO BKa-
3aHU reTepounknin MictTutb -NH- 4yacTuHy, To aTom
asoTy HeoboB' SI3KOBO MOXe OyTv 3amilLeHnin rpynoto,
BM6paHOlO 3 RY

R, R™ i R17 HesanexHo BWGWpaloTb i3 Ci.
sankiny, CiasankaHoiny, CisankincynsgoHiny, Ca.
sankokcunkapboHiny, kapbamoiny, N-(C;-
sankin)kapbamoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcukapOoHiny, 6eH3oiny 1 deHincynb-
(*)OHIJ'I%/

R o , R™, R™ i R™ HesanexHo BUObMpatoTh i3 Npo-
CTOro 3B '‘asky, -O-, -N(Rls) -C(0)-, -N(ng)C(O)
C(O)N(RZO) -5(0) -SOzN(RZI)- abo N(RZZ)SOZ-,
pe R R™, R® He3anexHo BMOMpaloTh i3
BOJHIO a6o Cl.4an|<iny n p siBngae coboto 0-2;

R'® BUGMPaIOTL i3 ranoreHy, HITPo, LiaHo, riapok-
cu, TpudTopmeToKkcH, TpUOTOPMETUNyY, amiHo, Kap-
6okcu, kapbamoiny, mepkanTto, cynbgamoiny, MeTu-
ny, eTuny, €eTeHiny, eTWHIny, MEeTOKCU, €ETOKCHU,
aueTuny, aueTokcu, MeTurnamiHo, eTurnamiHo, Avme-
TunamiHo, gietunamido, N-metun-N-eTunamido, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-anmetunkap6amoiny, N,N-gietnnkapbamoiny, N-
meTun-N-eTunkapbamoiny, metTunTio, eTunTio, MeTu-
ncyneininy, etuncynbdiHiny, mesuny, eTuncynb-
doHiny, MeTokcukapboHiny, eTtokcukapboHiny, N-
meTuncynbamoiny,  N-etuncynedamoiny,  N,N-
anmeTtuncynedgamoiny, N,N-gietuncynscpamoiny abo
N-meTun-N-etTuncynedamoiny;

abo ii papmauLeBTUYHO NPUAHATHY Cinb.

Hanui BnHaxig Takox 3abesnevye cnonyky dop-
mynu (1C):

m

(IC)

y FIKII/I
R BNOMpatoThb i3 BOAHIO, HITPO, TApOKCK, ranore-
Hy, uiaHo, Cisankiny, Ci.sankokcu, Cs.sankeHiny, Co.
sankidiny, CisankaHoiny, Cq.4ankinS(0)a, Ae a asnsie
coboro 0-2, i Czesumknoankiny; ae R™ HeoboB'si3koBO
Moxe OyTu 3amilleHuii 6ina aToma Byrnmeuo O4HUM
abo gekinbkoma ranoreHammn abo uuknonponinamu;
R? BNOMpatoThb i3 BOAHIO, HITPO, TApOKCK, ranore-
Hy, uiaHo, Cisankiny, Ci.sankokcu, Cs.sankeHiny, Co-
sankidiny, CisankaHoiny, Ci.4ankinS(0)., Ae a asnse
cobot 0-2, i Caeuuknoankiny; ge R° HeoboB'si3KOBO
Moxe OyTu 3amilleHnii Gina aToma Byrnmeuto O4HUM
abo gekinbkoma ranoreHamu abo CagLMknoankinamu;
R® BMOMpatoTh i3 BOAHIO, HITPO, riapokcu, ranore-
Hy, uiaHo, -C=N-OR' ge R' aBnse coboto H abo Ci.
sankin, Ciaankiny, Ci.sankoken, Co.sankeHiny, Co.
sankidiny, CisankaHoiny, Ci.4ankinS(0)a, Ae a asnsie
coboto 0-2, i Cazeumknoankiny; ge R® HeoboOB'si3KOBO
MoXxe OyTu 3amilleHuin 6ins atoma BYrfneul OgHUM
abo pekinbkoma ranoreHamu abo Cs.gLMKnoankinamu;
Kinbue A siBnsie coboto kapboumknin abo retepo-
UMKNIN; e, SKWO BKa3aHUW reTepoumknin MiCTuUTb -
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NH- yacTuHy, To aTtom a3oTy HeobGoB' ﬂskoso MOXe
6yTV| 3aMilLieHuit rpynoto, BubpaHoio 3 R;

i R® € 3aMicHMKaMn Ha aToMi ByrmeLlo il He3a-
NEeXHOo BMOpaHi 3 ranoreHy, HiTpo, LiaHo, rigpokcuy,
TpudTopMeTOKCH, amiHOo, kapbokcu, kapbamoiny,
MepkanTo, cynbdamoiny, cynedo, dopminy, ypeigo,
rigpokciimiHomeTuny, N-rigpokcudopmamigo, rigpa-
3uHoKapboHiny, N-rigpokcieTarimigoiny, ami-
Ho(rigpokciimiHo)meTuny, Cisankiny, Co.sankexiny,

Co.aankiHiny,  Ciaankoken, CigankaHoiny, Ci.
4alKaHOINoKCK, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin)z;amiHo, Ci4ankaHoinamito, N-(Ci-

sankin)kapbamoiny, N,N-(Ci.sankin)xkapbamoiny, N-
(Ci-sankokcm)kapbamoiny, N'-(Cisankin)ypeigo, N',N'-

(Ci-sankin)2ypeino, N-(Ci-sankin)-N-(C-
sankokcn)kapbamoiny, Ci.sankinS(O)., Ae a aBnse
coboto 0-2, C1.4ankokcukapboHiny, Ci
sankokcukapborinamiHo, N-(Ci-sankin)cynbcamoiny,
N,N-(Ci-sankin),cynbcamoiny, Ci-
sankKincynbgoHinamiHo, C.
sarnkincynbgoHinamiHokapOoHiny, N'-(Ci-

sarnkin)rigpasvmHokap6oHiny, N, N -(Cs-
4aJ'IKIJ'I)2F|,EI,p83VIHOKap6OHIJ'Iy, kapboumknin- -R'%-a60
reTepouuknin- R ; ae R* i R® HesanexHo oauH Bif
0fHOro HeobOB'A3KOBO MOXYTb OyTU 3aM||.ueH| 6ins
aTtoma Byrneulw ogHuMM abo pekinbkoma R j ae,
AKLLO BKa3aHWi retepoumknin mictutb -NH- yactuHy,
TO aToM a3oTy HeoboB' AI3KOBO MOXe OyTn 3amilieHnn
rpynoto, Bm6paHoro 3R®

RS, R"iR® HesanemHo BMOUpatoTh i3 BogHI abo
Ci.qankiny;

m siBnsie co6oto 0-4; fe 3HauyeHHs R° MOXYTb Oy-
TN ogHaKkoBMMM abo pi3HUMU;

R'? BUGMpaloTh i3 @310, ranoreHy, HITpo, LiaHo,
rigpokcu, TpudTopMeToKCH, aMiHo, kapbokcu, kapba-
Moiny, mepkanto, cynbdamoiny, Ci.sankiny, Co
sankeHiny, Co.ankininy, Ci.sankokcn, CisankaHoiny,
C1.4anKaHOINoKcu, N-(C1-sankin)amiHo, N,N-(Ci-
4arnkKin)zamiHo, C14ankaHoinamiHo, N-(C1-
sankin)kapbamoiny, N,N-(Ci.4ankin)kapbamoiny, Ci.
4ankinS(0),, pe a saBnge cobow 0-2, Ci.
sankokcukap6oHiny, N-(Cisankin)cynsdamoiny, N,N-
(Ci-sankin).cynscpamoiny, Ci. 4anK|ncynbcb0H|naM|Ho
Ci.4ankokcukap6oHinamiHo, kapGouwuknin- R a6o
reTepoumknin-R™-; ge R'? He3anexHo oauH Big ofHO-
ro Heo60B'A3KOBO MOXYTb OYTU 3amilLeHi 6ina atoma
ByrneLo ogHUM a6o fekinbkoma R'®; i ge, sikwo BKa-
3aHUN reTepoumnknin mMictutb -NH- 4yacTuHy, To atom
asoTy HeoboB' SI3KOBO MOXe OyTV 3amileHnin rpynoto,
BVI6paHOIO 3RY

R%, R™ i R17 HesanexHo BWGWpatoTb i3 Ci.
sankiny, CisankaHoiny, CisankincynbegoHiny, Ci.
4anKokcukapOoHiny, kapbamoiny, N-(Ci-
sankin)kap6amoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcrnkapboHiny, 6eH3oiny n geHincynb-
(’bOHIJ‘I%/

R™ R™, R™ i R" HesanexHo Bu6upaioTh i3 npo-
cToro 3s'ssky, -O-, -N(R®)-, -C(O)-, -N(ng)C(O)
C(O)N(RZO) -S(O)g-, -SOgN(R h-"abo -N(R? )SOz-
pe R R R® R? i R* HesanexHo BMGUpaloTh i3
BO,EI,HFO a6o Cl 4ar|K|ny 1 p siBnsie coboto 0-2;

® BUGWPaIOTb i3 ranoreHy, HITPO, LiiaHo, rigpoK-
cu, TpVI(bTOpMeTOKCVI, TPUOTOPMETUIY, aMiHO, Kap-
6okcu, kapbamoiny, mepkanTo, cynbdamoiny, meTu-
ny, etuny, eTeHiny, eTWHIny, MeTOKCW, eTOKCH,
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aueTuny, aueTokcu, MeTunamiHo, eTunamiHo, Aume-
TunamiHo, gietunamido, N-metun-N-etunamido, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-gumeTtunkap6amoiny, N,N-gietnnkap6amoiny, N-
meTun-N-eTunkapbamoiny, MeTunTio, eTUnTio, MeTu-
ncyneininy, etuncynbdiHiny, mesuny, eTuncynb-
doHiny, MeTokcukapboHiny, etokcukapboHiny, N-
meTuncynedamoiny,  N-etuncynbdamoiny, N,N-
anvetuncynedamoiny, N,N-gietuncynscamoiny abo
N-meTun-N-etTuncynedamoiny;

abo ii dhapmaLeBTUYHO NPUAHSATHY Cinb.

Oanui BnHaxig Takox 3abesneuye cnonyky cop-
myrnu (1C):

N (R%),,

(IC)

y HKIVI

R BNOMpatoTh i3 BOAHIO, HITPO, MapoKcK, ranore-
Hy, uiaHo, Ci4ankiny, Ci.sankokcu, Cj.sankeHiny, Co.
sankidiny, Ci4ankaHoiny, Ci.4ankinS(0)a, Ae a asnse
cobot 0-2, i Caeuuknoankiny; ge R™ HeoboB'si3kOBO
Moxe Oyt 3amileHun 6ina atoma Byrneu O4HUM
abo ,qeklnbkoma ranoreHamu abo yuknonponinamu;

R? BMOMpatoTh i3 BOAHIO, HITPO, rapokcu, ranore-
Hy, uiaHo, Ci.sankiny, Cisankokeu, Co.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Cq.4ankinS(0),, oe a aBnsie
coboro 0-2, i Czeumknoankiny; ae R° HeoboB'siskoBO
Moxe OyTu 3amileHun 6ins atoma Byrmneul O4HUM
abo pgekinbkoma ranoreHamum abo CsgLMknoankinamu;

R® BNOMpatoTh i3 BOAHIO, HITPO, TiapoKCK, ranore-
Hy, uiaHo, -C=N-OR' ge R' saBngae cobotwo H a6o C;.
sankin, Cisankiny, Cisankokcu, Cj.sankeniny, Co.
sankininy, Ci.sankaHoiny, Cq.4ankinS(0),, oe a aBnsie
coboro 0-2, i Czsumknoankiny; ae R® HeoboB'siskoBO
Moxe 6yTu 3amilleHnin Gina aToma Byrmeuo OoHUM
abo gekinbkoma ranoreHamum ado CsgLnknoankinamu;

Kinbue A sBnsie cobolo retepouuknin; ae, siKWwo
BKa3aHWn retepouuknin Mictutb -NH- yactuny, TO
aTtom asoTy HGOGOBFBKOBO MOXe OyTu 3amileHui
rpynom BnbpaHoto 3 R®:

i R® € 3aMicHVMKamMK Ha aToMi BYyrreuto n Hesa-

NexHo BuGpaHi 3 ranoreHy, HiTpo, LUiaHo. rigpokcu,
TpudTOpMETOKCH, aMiHO, Kapbokcu, kapbamoiny,
MepkanTo, cynbcamoiny, cynbcdo, dopminy, ypeigo,
rinpokciimiHomeTuny, N-rigpokcudopmamigo, rigpa-
3MHOKapObOoHiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)MeTuny, Cisankiny, Casankeriny,
Co.sankiHiny, C1.4ankokeu, Ci-4ankaHoiny, Ci-
sanKaHOoINoKeH, N-(C1-4ankin)amio, N,N-(C1-
4ankin),amio, Ci.4ankaHoinamiyo, N-(C;-
sankin)kapbamoiny, N,N-(Ci.sankin).xkapbamoiny, N-
(C1-sankokem)kapbamoiny, N-(Ci-sankin)ypeigo, N',N'-
(C1-sankin)2ypeino, N-(C1-sankin)-N-(C;-
sankokcn)kapbamoiny, Ci4ankinS(0O)s, Ae a aBnsie
coboto 0-2, C1.4ankokcukapOboHiny, Cu
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sankokcukapborinamiHo, N-(Ci.sankin)cynbdamoiny,
N,N-(Ci-sankin),cynbcamoiny, Ci-
sankKincynbgoHinamiHo, C.
sarnkincynbgoHinamiHokapOoHiny, N'-(Ci-

sarnkin)rigpasvmHokap6oHiny, N',N'-(Ci-
4aﬂKlﬂ)zrl,ﬂ,pa3VIH0Kap60Hlﬂy, kapGouuknin-R'%-  a6o
retepoumknin-R*-; ge R* i R® HesanexHo oauH Big
0fHOro HeobOB'A3KOBO MOXYTb OyTU 3aM||.ueH| 6ins
atoma Byrneulw ogHuM abo gekinbkoma R j ne,
AKLWO BKa3aHUi retepoumknin mictutb -NH- yactuHy,
TO aToM a3oTy HeoboB' AI3KOBO MOXe OyTn 3amieHnn
rpynoto, BVI6paHOlO 3R®

R® R iR® HeaanemHo BMOUpatoTh i3 BogHIO abo
Ci.qankiny;

m siBnsie co6oto 0-4; fe 3HauveHHs R° MOXYTb Oy-
TV OfHAKOBUMM abo pisHUMuY;

R! BUGMpatOTb i3 a3nao, ramnoreHy, HiTpo, LiaHo,
rigpokcu, TpudTopMeTOoKCH, amiHo, kapbokcu, kapba-
Moiny, mepkanto, cynbdamoiny, Ci.sankiny, Co
sankeHiny, Co.ankininy, Ci.sankokcn, CisankaHoiny,
C1.4anKaHoInokKcu, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin)zamiHo, Ci4ankaHoinamito, N-(Ci-
sankin)kapbamoiny, N,N-(Ci.sankin)kapbamoiny, Ci.
4ankinS(0),, pe a saBnge cobowo 0-2, Ci.
sankokeukapboHiny, N-(Cisankin)cynsdamoiny, N,N-
(Ci-sankin).cynbcpamoiny, Ci. 4aJ'IKIJ'ICyJ'IbeOHIJ'IaMIHO
Ci- 4aJ'IKOKCVIKap60HIJ'IaMIHO kapboumknin- R abo
retepoumknin-R*>-; ge R'? He3anexHo oauH Big ogHo-
ro HeoboB'A3KOBO MOXYTb OyTK SaMILIJ,eHI 6ins atoma
ByrmeLito ogHUM abo fekinbkoma R'®; i ae, skwo BKa-
3aHWIA reTepounknin mMictutb -NH- HaCTI/IHy, TO atom
asoty HeoboB' SI3KOBO MOXe OyTn 3amiweHnin rpynoto,
BVI6paHOIO 3RY

R%, R i R17 HesanexHo BuGMpaloTb i3 Ci.
sankiny, CiaankaHoiny, Ciasankincynbdgodiny, Ci.
4anKoKCukapOoHiny, kapbamoiny, N-(Ci-
sankin)kapb6amoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcukapboHiny, 6eH3oiny n dgexincynb-
oHiny;

R R R™ | R nesanexHo submpaiors i3 npo-
croro 3s'ssky, -O-, -N(R™)-, -C(O)-, -N(R™C(O)-,
C(O)N(Rz"}- -SSO)p, “SON(R?)- a6o N(R”)soz-
ae RY ° R? , 2L | R HesanexHo BnbupatoThb i3
BOAHIO a6o C1.4an|<|ny n p siBnsie coboto 0-2;

BMOMpaloTh i3 ranoreHy, HiTpo, uiaHo, rigpok-
cu, TpUTOPMETOKCH, TPUPTOPMETUNY, amiHo, Kap-
6okcu, kapbamoiny, mepkanTo, cynbdamoiny, meTu-
ny, eTunny, eTeHiny, eTuHINy, MeTOKCKU, eTOKCH,
aueTtuny, aueTokcu, MeTunamiHo, eTunamiHo, aume-
TunamiHo, gietunamido, N-metun-N-etunamiHo, aue-
TunamiHo, N-meTtunkap6amoiny, N-etunkap6amoiny,
N,N-gumeTtunkapbamoiny, N,N-gietunkap6amoiny, N-
meTun-N-eTunkap6amoiny, MeTunTio, €TUNTIo, MeTu-
NcynbiHiny, eTuncynbidiny, mesvny, eTuncynb-
doHiny, MeTokcukapboHiny, eTtokcmkapOoHiny, N-
meTtuncynegamoiny,  N-etuncynbgamoiny, N,N-
anmvetuncynbgamoiny, N,N-gietuncynscgamoiny abo
N-meTun-N-eTuncynsgamoiny;

abo ii papmaLeBTUYHO NPUNHSATHY Cinb.

HaHnn BuHaxig Takox 3abesnedye cnonyky dop-
mynu (1E):
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y-_~R*
- Q% |
RI N N RSb
T
R - Ry, R
(IE)

y FIKIVI Y aBnse coboto NH, N(C;.4ankin) abo S;

R BNOMpatoTh i3 BOAHIO, HITPO, TapoKcK, ranore-
Hy, uiaHo, Ci.sankiny, Cisankokeu, Co.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Ci.4ankinS(0),, oe a aBnsie
cobot 0-2, i Caeuuknoankiny; oe R™ HeoboB'si3KOBO
Moxe Oyt 3amiweHun 6ina atoma Byrneu O4HUM
abo ,qeklnbkoma ranoreHamu abo Luknonponinamu;

R? BMOMpPAlOTh i3 BOAHIO, HITPO, TApoKCK, ranore-
Hy, uiaHo, Ci.sankiny, Cisankokeu, Co.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Ci.4ankinS(0),, oe a aBnsie
coboro 0-2, i Czeumknoankiny; ae R° HeoboB'siskoBO
Moxe 6yTu 3amilleHnin Gins aToma Byrmeulo OoHUM
abo pgekinbkoma ranoreHamu ado CsgLnknoankinamu;

R® BMOMpatoThb i3 BOAHIO, HITPO, rapoKcu, ranore-
Hy, uiaHo, -C=N-OR' ge R' aBnse coborwo H a6o Ci.
sankin, Ciaankiny, Ci.sankoken, Cp.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Ci.4ankinS(0),, oe a aBnsie
coboro 0-2, i Czeumknoankiny; ae R® HeoboB'siskoBO
Moxe 6yTu 3amilleHnin Gina aToma Byrmeuo OoHUM
abo gekinbkoma ranoreHamum ado Cs gLMKNOankKin;

X saBnse coboro npoctuii 3B'a30k, -CHy-, -C(O)-
abo S(O)q- (ae q sBnsie coboro 1 abo 2);

Kinbue A aBnsie cobot retepouuknin; ge, Ko
BKasaHW retepouuknin mictmte -NH- yactuHy, TO
aTtom asoTy He0603ﬂ3KOBo Moxe OyTn 3amilweHui
rpynoto, BubpaHoto 3 R®:

R* aiBnsic co6ol0 3aMiCHUK Ha aToMi BYrneuo, Bu-
GpaHuii 3 ranoreHy, HiTpo, LiaHo, rigpokcu, TpudgTop-
MeToKcW, amiHo, kapbokcu, kapbamoiny, mepkanTo,
cynbhamoiny, cynbdo, dopminy, ypeigo, rigpokciimi-
HomeTuny, N- rigpokcudopmamigo, rigpasnHokapbo-
Hiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)MeTuny, Ci4ankiny, Co.4ankeHiny,
Co.sankiHiny,  Cisankokcn,  CigankaHoiny, Ci.
sanKaHOINoKeH, N-(C1-4ankin)amio, N,N-(C;-
4ankin),amio, Ci.4ankaHoinamiyo, N-(C;-
sankin)kapbamoiny, N,N-(Ci-sankin).xkapbamoiny, N-
(C1-sankokem)kapbamoiny, N'-(Ci-sankin)ypeigo, N',N'-

(Cisankin).ypeino, N-(Ci-sankin)-N-(C;.
sankokcn)kapbamoiny, CihankinS(0O)s, Ae a aBnsie
coboto 0-2, C1.4ankokcukapOoHiny, Ci-
sankokcukap6oHinamito, N-(Ci.sankin)cynbcamoiny,
N,N-(C1.sankin),cynsdamoiny, Ci-
sankincynbgoHinamiHo, Ci
sankincynbdoHinamiHokap6oHiny, N'-(Cs-

4ankin)rigpasvHokapOoHiny, N N -(Cu1-
4an|<|n)2r|,qpa3MH0Kap60H|ny, KapOoumknin- -R™- abo
reTepoumknin- R™ -, oe R* i R® HezanexHo OOVH BIig
OfHOro HeOoObOB'A3KOBO MOXYTb OyTH 3aMILLLeHI 6ins
aToma Byrneu oaHuM abo aekinbkoma RY i pe,
SIKLWIO BKasaHWi retepoumknin Mictntb -NH- ‘-IaCTI/IHy,
TO aTOM a30Ty HeoboB' $13KOBO MOXe OyTu 3amilieHni
rpynom Bw6paHo+o 3R®

i R5 ABNAOTb co6oro 3aMiCHUKK, SIK BU3Haye-
HO LU'IH R’, aGo pa3om 3 aTomamut ByrmeLio, A0 SKUX
BOHW NPWEZHaHI, YyTBOPIOKOTL 6-TW YneHHe kapbouuk-
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ninbHe Kinbue, 3amileHe ogHielo abo gBoma rpyna-
MU, SKi MO)KQ/Tb 6yTV ogHakoBUMK abo PI3HUMMU i AKi
BVI6paHI 3 R
R% R R He3anexHo BubupatoTb i3 BoAHIO abo
Ci 4anK|r|y,
% BUGMPAIOTH i3 ranoreHy, HITPo, LiaHo, rifpok-
cu, Tpl/l(*)TOpMeTOKCVI, amiHo, kapbokcu, kapbamoiny,
mMepkanTo, cynbdamoiny, Cisankiny, Cs.sankediny,

Co.aankiHiny,  Ciaankoken,  CigankaHoiny, Ci.
4alKaHOINoKCK, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin)z;amiHo, C14ankaHoinamito, N-(Ci-

sankin)kapbamoiny, N,N-(Ci.4ankin)kapbamoiny, Ci.
sankinS(0),, fpe a saBnse cobowo 0-2, Ci.
sankokcukapboHiny, N-(Cisankin)cynsdamoiny, N,N-
(Ci-sankin).cynbcamoiny, Ci. 4aJ'IKIJ'ICyJ'IbeOHIJ'IaMIHO
C1- 4aJ'IK0KCVIKap60HIJ'IaMIHO kapboumknin- RY-  abo
reTepoumknin-R**-; ne R'? He3anexHo oauH Bia oaHo-
ro Heo60B'A3KOBO MOXYTb OyTK 3amilleHi 6ina atoma
BYyrreuto ogHum abo gekinbkoma R™; i ae, AKWo Bka-
3aHWU reTepounknin Mictutb -NH- 4yacTuHy, To aTom
asoTy HeoboB' SI3KOBO MOXe OyTn 3amileHnin rpynoto,
Bm6paHoro 3RY

RY, R™ i R17 HesanexHo BuGWpatoTb i3 Ci.
sankiny, CiasankaHoiny, Ciaankincynbdoniny, Ci.
sarnkokcukapOoHiny, kapbamoiny, N-(C-
sankin)kapbamoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcukapboHiny, 6eH3oiny n dgexincynb-
(bOHIJ'I%/

R R RYiR™ nesanexHo BMbMpatoTh i3 Npo-
croro ag'saky, -O-, -N(R™)-, -C(0)-, -NR™C(O)-,
C(O)N(RZO) -S(O)p . -SOzN(RZl) a6o N(R”)soz-
oe R R R , i R" HesanexHo BMOMpaloTh i3
Bo,u,Hro 360 Cl 4an|<|ny n p siBnge coboro 0-2;

® BUGMPAIOTH i3 ranoreHy, HITPO, LiaHo, riJpokK-

cu, TpmchopmeTOKcm, TPUPTOPMETUIY, aMiHO, Kap-
bokcu, kapbamoiny, mepkanTo, cynbgamoiny, mMeTu-
ny, etuny, eTeHiny, eTWHiny, MEeTOKCW, EeTOKCH,
aueTuny, aueTokCu, MeTunamiHo, eTurnamiHo, Avme-
Tunamido, gietunamido, N-metun-N-etunamido, aue-
TunamiHo, N-meTtunkapbamoiny, N-etunkapbamoiny,
N,N-anmeTtunkapbamoiny, N,N-gietunkapbamoiny, N-
meTun-N-eTunkapbamoiny, MeTunTio, eTUMTIO, MeTu-
Ncynb@iHiny, eTuncynbidiny, mesuny, eTuncynb-
doHiny, MeTokcukapboHiny, eTtokcukapboHiny, N-
MeTtuncynbegamoiny,  N-etuncynbgamoiny,  N,N-
anmeTtuncynedamoiny, N,N-gietuncynbcamoiny abo
N-meTun-N-eTuncynsgamoiny;

abo ii apmaLeBTUYHO NPUNHSATHY Cinb.

[aHni BrHaxig Takox 3abesnevye cnonyky dop-
myrm (IF):

R3a

S
.
N

RSb

R4

(IF)

y FlKIVI

R BMOVpaloTh i3 BOAHIO, HITPO, MApoKcK, ramnore-
Hy, uiaHo, Cisankiny, Ci.sankokcu, Cso.sankeHiny, Co.
sankidiny, Ci.sankaHoiny, Ci. 4ar||<inS(l )a, A€ a sBNsE
coboto 0-2, i Cs.eumknoankiny; ae R™ HeoboB's13kOBO
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Moxe Oyt 3amiwleHunin 6ina atoma Byrneu O4HUM
abo gekinbkoma ranoreHammn abo uuknonponinamu;

R? BNOMpatoThb i3 BOAHIO, HITPO, TapoKcK, ranore-
Hy, uiaHo, Ci.sankiny, Cisankokeu, Co.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Cl.4anKinS(20)a, Je a sBnse
coboto 0-2, i Caeuuknoankiny; e R® HeoboB'si3kOBO
Moxe Oyt 3amiwleHuin 6ina atoma Byrneul O4HUM
abo gekinbkoma ranoreHamu ado CsgLmknoankinamu;

R® BUOMpatoTh i3 BOAHIO, HITPO, rapoKcu, ranore-
Hy, uiaHo, -C=N-OR' ge R' saBnse cobotwo H abo C;.
sankin, Cisankiny, Ci.sankokcn, Co.sankeHiny, Co.
sankininy, Ci.sankaHoiny, Cq.4ankinS(0),, oe a aBnse
coboto 0-2, i Caeumknoankiny; ge R® HeoboB'si3KOBO
Moxe Oyt 3amiwleHun 6ina atoma Byrneu O4HUM
abo gekinbkoma ranoreHamu ado CsgLMKnoarnkin;

X sBnse cobow npoctum 3B's30K, -CHz-, -C(O)-
abo SSO)q- (ae q sBnsie coboto 1 abo 2);

R™ aBnsie coboto 3amiCHWK Ha aTomi ByrneLyo, Bu-
6paHuii 3 ranoreHy, HITpo, LiaHo, rigpokcu, TpudTop-
MeTOKcW, amiHo, kapbokcu, kapbamoiny, mepkanTo,
cynbamoiny, cynbdo, dopminy, ypeigo, rigpokciimi-
HomeTuny, N- rigpokcudopmamigo, rigpasnHokapbo-
Hiny, N-rigpokcieTaHimigoiny, ami-
Ho(rigpokciimiHo)MeTuny, Cisankiny, Co.4ankeHiny,
Co.qankiiny,  Ciaankokcn, CigankaHoiny, Ci.
4arnKaHoimnokeu, N-(C1-4ankin)amio, N,N-(Cs-
4ankin);amiHo, C14ankaHoinamiHo, N-(Ca-
sankin)kapbamoiny, N,N-(Ci-sankin),xkapbamoiny, N-
(Ci-sankokcm)kapbamoiny, N'-(Ci4ankin)ypeigo, N',N'-

(C1i-sankin)2ypeino, N-(Ci-sankin)-N-(C;.-
sankokcn)kapbamoiny, CiqankinS(0O)s, Ae a aBnsie
coboto 0-2, C1.4ankokcukapOoHiny, Ci-
sankokcukapboHinamino, N-(Ci.sankin)cynbcamoiny,
N,N-(C1-sankin),cynbcamoiny, Ci-
sankincynbgoHinamiHo, Ci
sankincynbdoHinamiHokap6oHiny, N'-(Ca-

sankin)rigpasuHokapboHiny, N',N'-(C;-
4ankin)zrigpasuHokapboHiny, Kap6ou,vncnin-R1°- abo
retepoumknin-RY-; ae R* i R® He3anexHo oauH Big
OfHOro HeobOB'A3KOBO MOXYTb OyTW 3amiwieHi 6ins
aToma Byrmeuto ogHum aBo gekinbkoma R'Z% i ge,
SIKLLIO BKa3aHWi retepoumknin Mictntb -NH- yactuHy,
TO aTOM a30Ty HeObOB'A3KOBO MOXe OyTu 3amillieHni
rpynoto, BubpaHoto 3 R™:

R i R® asnsioTb co6oto 3aMiCHUKW, SIK BU3Ha4e-
Ho ons R?, abo pasom 3 aToMamu BYrMEL, A0 SKUX
BOHW MpUEOHAHI, YTBOPIOTL 6-TN YneHHe kapboumk-
NinbHe Kinbue, 3amilweHe oaHieto abo gBoma rpyna-
MU, AKi MO)KSyTb OyTn ogHakoBMMK abo pi3HUMM i K
BMOpaHi 3 R”;

RG, R’ i R® HesanexHo BMbupatoTh i3 BogH0 abo
Ci.sankiny;

R*? BMOUpalOTb i3 ranoreHy, HiTpo, uiaHo, riapok-
cuv, TPUPTOPMETOKCH, aMiHO, kapbokecu, kapbamoiny,
MepkanTo. cynbcamoiny, Ci.sankiny, Co.sankexiny,
Ca.qankiHiny, Ciaankokcn,  CigankaHoiny, Ci.
4anKaHOIMNoKeH, N-(C1-4ankin)amino, N,N-(Ci-
4arnkin);amiHo, Ci-sankaHoinamino, N-(Ci.
sankin)kap6amoiny, N,N-(Ci.sankin)2kapbamoiny, Ci-
sankinS(0)s, fne a saBnse coboto 0-2, Ci.
sankokcukap6oHiny, N-(Ci-sankin)cynsdamoiny, N,N-
(C1-sankin).cynbamoiny, CisankincynbgoHinamiHo,
C1.4anKkokcukapGoHinamiHo, kapGoumknin-R™-  a6o
I'eTepOLI,VIKJ'IiJ'I-Rls-; e R™ HesanexHo oguvH Big ogHo-
ro HeoboB'A3KOBO MOXYTb OYyTK 3aMillieHi 6ins atoma
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ByrneLito ogHUM abo fekinbkoma R'®; i ae, skwo BKa-
3aHW reTepounknin MicTutb -NH- 4yacTuHy, To aTom
a30Ty HeobOB'sI3KOBO MOXe OyTu 3amillieHnid rpynoto,
BMbpaHoto 3 RY;

R’ R® i RY HesanexHo Bnbumpatote i3 Ci-
sankiny, CiasankaHoiny, Ciasankincynsgoniny, Ci.
sarnkokcukapboHiny, kapbamoiny, N-(C-
sankin)kapbamoiny, N,N-(Ci.sankin)kapbamoiny, 6eH-
3uny, 6eHannokcnkapboHiny, 6eH3oiny n gexincyns-
cbOHin%/;

R R RYiR™ nesanexHo BNOMpatoTh i3 Npo-
ctoro 3B'asky, -O-, -N(Rls)-, -C(0)-, -N(ng)C(O)-, -
C(ON(R®)-, -S(0)y-, -SO:N(R™)- abo -N(R*)SO,-;
ne R, R” R® R? i R* HesanexHo Bu16WpaioTh i3
BOAH abo Ci.sankiny u p asnse coboto 0-2;

R'® BUGMPaIOTL i3 ranoreHy, HITPo, LiaHo, riapok-
cu, TpMdTOPMETOKCH, TpudTOpMETUNY, amiHo, Kap-
6okcu, kapbamoiny, mepkanTo, cynbdamoiny, mMeTu-
ny, eTtwny, eTeHiny, eTWHIny, MeTOKCK, €eTOKCH,
aueTuny, aueTtokcu, MeTunamiHo, eTunamiHo, gume-
Tunamido, gietunamiHo, N-metun-N-etunamido, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-anmeTtunkapbamoiny, N,N-gietunkapbamoiny, N-
meTun-N-eTunkapbamoiny, MeTunTio, eTUMTIO, MeTu-
ncynediHiny, etuncynbdiHiny, mesuny, eTuncynb-
doHiny, MeTokcukapboHiny, eTtokcukapboHiny, N-
MeTtuncynedamoiny,  N-etuncynbcamoiny, N,N-
anmeTtuncynedamoiny, N,N-gietuncynsdamoiny abo
N-meTun-N-eTuncynbdamoiny;

abo ii hapmaLeBTUYHO NPUNAHSITHY Cinb.

BuHaxig Takox 3abesnevye cnonyky, sika siBNse
coboto

2-((3S,4R)-4-{[(3,4-puxnop-5-meTtun-1H-nipon-2-
in)kap6oHin]amiHo}-3-cTopninepnguH-1-in)-1,3-
Tia3on-5-kapboHOBY KMCNOTY;

2-((3S,4R)-4-{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokecuninepuanH-1-in)-4-{[(2-
MeToKcieTun)amiHolkapboHin}-1,3-tiazon-5-
KapOOHOBY KMCIOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-meTtun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnaunH-1-in)-4-
({[(1S)-2-meTokcKu-1-meTuneTunljamiHo}kapboHin)-1,3-
Tia3on-5-kapboHOBY KMCNOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuaunH-1-in)-4-
[(meTnamiHo)kap6oHin]-1,3-Tia3on-5-kapboHoBy  Kku-
cnory;
2-((3S,4R)-4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnaunH-1-in)-4-
MeTun-1,3-tiazon-5-kapboHOBY KUCIOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuanH-1-in)-1,3-
Tia3on-5-kapboHOBY KMCNOTY;
4-auetun-2-((3S,4R)-4-{[(3,4-anxnop-5-meTnn-
1H-nipon-2-in)kap6oHin]amiHo}-3-meToKkcuninepuanH-
1-in)-1,3-tiazon-5-kapOoOHOBY KMCIOTY;
2-((3S,4R)-4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnaunH-1-in)-4-
({[(1R)-2-meTOKCU-1-MeTURETUIT]amiHO}kap6oHin)-1,3-
Tia3on-5-kapboHOBY KMCNOTY;
2-((3S,4R)-4-{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuaunH-1-in)-4-
({[(2S)-2-meTokcunponin]amiHo}kap6oHin)-1,3-Tiazon-
5-kapboHOBY KMCHOTY;
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2-((3S,4R)-4-{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
({[(2R)-2-meTOKCUNPONiN]amiHo}kapboHin)-1,3-Tiazon-
5-kapboHOBY KMCIOTY;

2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-1H-nipon-2-
in)kap6oHrin]amiHo}-3-meTokeuninepuanH-1-in)-4-
({[(1R,2S)-2-cbTOpumknonponinjamiHo}kapboHin)-1,3-
Tiason-5-kapboHOBY KMCMOTY;

Linc()2-(4-{[(3,4-anxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-1,3-
©GeH30Tia3on-7-kapOoHOBY KMCIOTY;

Linc(z)2-(4-{[(3,4-onxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
(meTokcmmeTunn)-1,3-Tiazon-5-kapboHoBY KMCMOTY;

Linc(+)2-(4-{[(3,4-anxnop-5-meTtnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-
in)i30HIKOTMHOBY KUCIOTY;

2-((3S,4R)-4-{[(4-xnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-1,3-
6eH30Tia3on-7-kapboHOBY KNCMOTY;

Lnc(z)-2-(3-xnop-4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-in)-4-
(meTokcmmeTunn)-1,3-Tiazon-5-kapboHoBY KMCMOTY;

2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHrin]amiHo}-3-dTopninepngunH-1-in)-4-meTun-
1,3-Tia3on-5-kapboHOBY KUCMOTY;

Lnc{z)-2-[4-{[(3,4-anxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-(npon-2-iH-1-inokcu)ninepuanH-
1-in]-1,3-Tia3on-5-kapboHOBY KUCMOTY;

Linc()2-((3S,4R)-4-{[(3,4-anxnop-5-meTnn-1H-
nipon-2-in)kap6oHin]jamiHo}-3-dTopninepnanH-1-in)-
1,3-Tia3on-4-kapboHoBy kMcnoTy; abo

2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepnanH-1-in)-4-({[2-
MeTOKCU-1-(MeToKkcuMeTun)eTunlamiHo}kapOoHin)-
1,3-Tia3on-5-kapboHOBY KUCMOTY;

abo ii hapmaLeBTUYHO NPUAHSITHY Cinb.

BuHaxin Takox 3abesneyye apmaueBTUYHY
KOMMNO3uLito, sika MiCTUTb cnonyky dopmynm |, 1A, 1B,
IC abo IE abo ii hapmaueBTUYHO MPUAHATHY Cinb, i
dapMaueBTUYHO MPUAHATHWUIA po3pigxyBad abo Ho-
cin.

BuHaxig Takox 3abe3nedye cnocib nikyBaHHsa 6a-
KTepianbHOI iHdeKLiT B TENNOKPOBHOI TBAPWUHW, TaKoi
AIK NMoaMHa, fka noTpebye Takoro NikyBaHHA, WO ne-
penbavae BBeAEHHS BKasaHii TBapuHi edeKTUBHOI
KinbkocTi cnonyku coopmynu |, 1A, IB, IC abo IE, abo ii
dapmaueBTUYHO NPUNHATHOI COni.

BuHaxig Takox 3abesnedvye cnocib iHribyBaHHs
6akTrepianbHoi OHK-ripasn B TENNMOKPOBHOI TBapuHM,
Takoi K NoauHa, sika NoTpebye Takoro nikyBaHHs, WO
nepenbadae BBeAeHHS BKa3aHii TBapuHi edheKTUBHOI
KinbkocTi cnonyku copmynu |, 1A, IB, IC abo IE a6o
hapmaueBTUYHO NPUAHATHOI COoni.

BuHaxig Takox 3abeanevye cnonyky cdopmynm |,
IA, IB, IC ab6o IE i ii dhbapmaueBTU4HO NPUIAHATHI comi
AN 3aCTOCYBaHHS 9K Nikapcbkuii 3acib.

OTxe, BMHaxig Takox 3abesnevye 3acTocyBaHHA
cnonykun copmynu |, 1A, 1B, IC abo IE, a6o ii papma-
LEeBTUYHO NPUMAHATHOI COMi ANSA NPUroTyBaHHS nikap-
CbKOro 3acoby Ans 3acToCyBaHHA ONs1 OOepXKaHHS
aHTMbakTepianbHOT Aii B TENMOKPOBHOI TBapuHW, Ta-
KOi sIK NnognHa.

BuHaxig Takox 3abesnedye 3acTocyBaHHsi Cnony-
kn cpopmynu |1, 1A, IB, IC abo IE, abo ii dhapmaueBTu-
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YHO MPUNHATHY Cinb ANS NPUroTyBaHHA NiKapCbKoro
3acoby Ans 3acTocyBaHHA Ans fikyBaHHSA GakTepia-
NbHOI iHdeKUiT B TEMNMOKPOBHOI TBapWHW, Takoi K
nogvHa.

Hanui BuHaxig Takox 3abesnedvye cnocib opep-
XaHHa cnonyk cdopmynu (l) abo ix apmaueBTU4HO
NPUNHATHMUX CONEN, O BKIOYaE:

Cnoci6 a) ans cnonyk dopmynu (1), y akux W as-
nsie coboto -C(R')(R®)-; nepeTBOpeHHs cronyku ¢o-
pmynu (11):

(Y

e R? aBnsie coboio LiaHo i R® asnsie coboto an-
MeTuamiHo abo gietunamiHo; abo R¥ i R® HesanexHo
BUBMpaloTh i3 Cy.4ankinTio; abo R® i R® pas3omM yTBO-
ptotoTe 1,3-amTiaHin abo 1,3-guTtionaxin; y cnonyky
copmyru (I);

Cnoci6 6) ans cnonyk dopmynu (1), y skux W ag-
nsie coboto -O-; B3aemogito cnonyku dopmynm (l11):

X
HO

(RY),

(1m)

3i cnonykoto chopmynu (1V):

\ / OH

(v

Cnoci6 B) ansa cnonyk copmynu (1), y skux W aB-
nsie co6oio -N(R®)-; B3aemopilo cronyku hopmynu

(V):

v)

3i cnonykoto chopmyrnm (IV) abo ii akTuBoBaHUM
NOXiAHUM KUCMOTW;

Cnoci6 r) ansa cnonyk copmyrnu (1), y skmx W aB-
nsie coboto -C(R7)(R8)-; B3aEMOZit0 CNomnykn gopmy-
m (VI):
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(R3),,

ne L sBnsie coboto rpyny, fka BUTICHSETbLCS; 3i
cnonykoto popmynm (VII):

H
N

\

2

R R’

(VID)

Cnoci6 a) ans cnonyk dopmynu (1), y skux W aB-
nsie coBoto -C(R')(R®)-; B3aemopito cronyku opmy-
nwm (VII):

N’x
(R3),,
M

R R (RY,
(VIID)

e M saBnsie coboro mMeTanoopraHiuHy rpyny; 3i
cnonykoto popmynm (1X):

(IX)

e L aBnge coboto rpyny, ska BUTICHAETBCS;
Cnoci6 e) Bzaemogito cnonyku popmynu (X):

Rl ﬁ 0] NH
WA (RY),
R? R3
X)
3i cnonykoto popmynm (XI):
D,X

(R9),,

(XI)

ae D aBnsie coboto rpyny, sika BUTICHSAETbCS;

Cnocib x) ans cnonyk dopmynu (1), y skmux X aB-
nsie coboto -C(O)-; B3aemogito cnonykn dopmynm (X)
3i cnonykoto cpopmynu (XII):

94901 26

HO ®S),

(XII)

i noTimM, Npn HeobXxigHOCTi:

i) nepetBopeHHs cnonykn copmynu (1) B iHLWYy
crnonyky cdopmynu (1);

i) BMOaneHHs 6yab-AKuX 3axX1CHUX rpym;

i) yTBOpeHHS chapmaLeBTUYHO MPUAHATHOI Coni.

[oknagHun onuc BuHaxony

BusHaudeHHs

Y paHomy onuci TepmiH "ankin" Bkntoyae gk anki-
NbHI TPYNK i3 NPSAMUM NaHLIOTOM, Tak i 3 poaranyxe-
HUM naHuorom. Hanpuknag, "Cisankin" Bknovae
MeTun, eTun, nponin, isonponin i TpeT-6ytun. OfHak,
OO KOHKPETHMX arnkifbHUX rpyn, Takux sik nponin,
MatoTbCsl Ha yBas3i TiNbKW rpynu i3 NPsIMUM NaHLIOroM.
AHanoriyHa ymoBa 3aCTOCOBYETbCS LOA0 iHWWUX 3a-
ranbHUX TEPMIHIB.

Akwo HeoOOB'I3KOBI  3aMiCHMKM BUBUpaloThb i3
ofHiei abo aekinbKkox rpym, To Nig UMM MakTb Ha yBa-
3i, LLI0 Take BU3HAYEHHS BKMNOYAE BCiX 3aMiCHUKIB, SKi
MOXyTb OyTu BUBpaHi 3 ogHiel i3 BkasaHux rpyn, abo
3aMiCHUKIB, siKi MOXyTb OyTn BuGpaHi i3 aBox abo
OinbLUe BKasaHux rpyn.

"TeTepounknin" siBnsie cobolo HacuveHe, YacTKo-
BO HacuyeHe abo HeHacu4yeHe, MOHO abo GiLukniyHe
KinbLe, sike MICTUTb 4-12 aToMmiB, 3 SKMX NPUHANAMHI
OOVH aTtoM BMOpaHuii 3 asoTy, Cipkn abo KUCHIO, sike,
AKLWLO crneuianbHO He BKa3aHO iHakwe, Moxe OyTtu
3B'I3aHe 3 aTtomoMm Byrneui abo asoty, ge -CH-
rpyna Heo6oB'A3KOBO Moxe Oyt 3amiHeHa -C(O)- i
KinbLEBUIN aTtom as3oTy W/abo KinbueBWiA aToOM Cipku
Heob6O0B'A3KOBO MOXe BYTWM OKUCNEHUIN C YTBOPEHHSM
N- abo S-okcupy (iB). B ogHOMy BapiaHTi 34iiCHEHHS
BMHaxody "reTepouuknin” sense coboro Hacuuewe,
YaCTKOBO Hacu4yeHe abo HeHacudeHe, MOHOLMKIIIYHE
KinbLe, ake MicTuTb 5 abo 6 aTomiB, 3 AKNX NpUHANM-
Hi OOMH aToM BMOpaHWIA 3 a30Ty, Cipkn abo KUCHIO,
sIKe, SKLLO creujanbHO He BKa3aHo iHakwe, Moxe Oy-
T 3B'I3aHe 3 aToMOM Byrneut abo asoty, -CHa- rpy-
na HeoboB'A3kOBO Moxe ByTu 3amiHeHa -C(O)- i kinb-
LEeBUA atom Cipkn HeobOoB'A3kOBO Moxe OyTu
OKWCMNEHNN 3 yTBOPEHHAM S-okcuais. B noganbiomy
BapiaHTi 3AINCHEHHS BUHaxoAay, "reTepoumknin' asnse
cobol HeHacumyeHe, 3B'si3aHe 3 aTOMOM BYIIeuo,
MOHOLIMKMIYHE Kinble, ske MicTuTb 5 abo 6 aTtoma, 3
AKMX NMPUHANMHI OAMH aToM BUOpaHWI 3 a30Ty, Cipku
abo kucHto. Mpuknagamy 1 NigXoOAWMMM 3HAYEHHSI-
MU TepMiHy "reTepoumknin” € mopdoniHo, ninepuann,
nipyaun, nipadin, niponin, nipasonin, i3oTtiasonin,
iHoonin, xiHonin, Tienin, 1,3-6eH3aiokconin, Tiagiaso-
nin, ninepaswHin, TiasoniauHin, niponiguHin, TiomMop-
doniHo, niponiHin, romoninepasuHin, 3,5-
JiokcaninepuavHin, TeTparigponipaHin, imigasonin,
nipymigun, nipasuHin, nipuaasuHin, isokcasonin, N-
MeTunniponin, 4-nipuaoH, 1-i30XiHOMOH, 2-niponigoH,
4-tiazonigoH, nipmanH-N-okeug i xiHoniH- N-okcua.
Moganbwumu nNpuknagaMn n NigxogsdWwmMMM 3HaYeH-
HAMU TepMiHy "reTepouuknin” € Tiasonisn, XiHOMiHin,
©eH3oTiazonin, nipuMiguHin i nipugunHin.
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"Kapbouuknin" sBnsie cobot HacnyeHe, 4acTKoBO
HacuyeHe abo HeHacuyeHe, MOHO abo OGiyuknivyHe
BYyrneueBe KinbLe, ke MicTUTb 3-12 aToMmiB; y SKoMy -
CH»- rpyna Heob6oB'a3koBO Moxe OyTn 3amiHeHa -
C(O)-. MNepeBaxHo "kapbouuknin" sBnse cobor mo-
HOLMKNIYHE Kinbue, sike MicTuTb 5 abo 6 aTomis, abo
OiuukniyHe kinbue, sike mictutb 9 abo 10 aTomis. IMig-
XOAALWNMKN 3HaYeHHAMM "kapboumkniny" € umknonpo-
nin, umMkno®byTnn, 1-oKCOUMKIMONEHTUN, LIMKNONEHTWM,
LMKITONEHTEHIN, LMKIOreKCun, LWMKNOreKCeHin, geHin,
HadTuUn, TeTpaniHin, iHgaHin abo 1-okcoiHaaHin.
Kpalumm npuknagom "kapbouukniny" € geHin.

Mpuknagom "Ci.sankaHoinokcu" €  aueToKCW.
Mpuknagamn "Ci4ankokcmkapboHiny" € meTokcukap-
OoHIN, eTokcmkapboHin, H- i TpeT-GyTokcukapOOoHin.
Mpuknagamn "Ci.sankokcmkapboHinamiHo" € meTok-
cukapOoHinamiHo, eTokcukapGoHinamiHo, H- i TpeT-
6yTokcukapboHinamiHo. Mpuknagamm "Ci.sankoken” €
MeTokCcK, eTokcu 1 nponokcu. [Mpuknagammn "C;.
4ankaHoinamiHo" € cbopmamigo, auetamigo 1 nponio-
HinamiHo. Mpuknagamu "Ci.4ankinS(0)., Oe a sBnse
coboro 0-2" € MeTunTio, eTUnTio, MEeTUNCYnbiIHIn,
eTuncynb@iHin, mesun i etuncynbdoHin. MNpuknaga-
mu "Ci.sankaHoiny" € nponioHin i auetun. MNpuknaga-
mMun "N-(Cr.4ankin)amiHo" € meTunamiHo 1 eTnnamiHo.
Mpuknagamn "N ,N-(Ci.sankin),amiHo" €  am-N-
MeTunamiHo, an-(N-eTnn)amiHo " N-eTun-N-
meTunamiHo. [Mpuknagamn "Cs.sankeHiny" € BiHin,
anin i 1-nponexin. Mpuknagamu "Cy.4ankiHiny" € etTu-
Hin, 1-nponiHin i 2-nponiHin. Mpuknagamu "N-(Ci.
sankin)cynbamoiny” € N-(metun)cynbdamoin i N-
(eTun)cynbdamoin. Mpuknagamu "N,N-(Cs-
sankin)cynsamoiny" € N,N-(aumeTtun)cynsdamoin i
N-(meTun)-N-(etnn)cynsdamoin. [Npuknagammn  "N-
(Ci-sankin)kapbamoiny” € meTunamiHokapOoHin i eTu-
namiHokapOOoHin. Mpuknagamm "N,N-(C1-
sankin)kapbamoiny” € gumeTunamiHokapboHin i meTu
n eTunamiHokapOoHin. Mpuknagamm "N-(Ca-
sankokcu)kapbamoiny” € meTokciamiHokapboHin i i3o-
nponokciamiHokap6oHin. Mpuknagammn "N-(Ci.sankin)-

N-(C1-sankokcu)kapbamoiny” € N-meTun-N-
MeTOoKciamiHOKapOOoHiIn i N-meTun-N-
eToKciamiHoKapOOHin. Mpuknagamm "Cs-
sLMKNoankiny" € uuknonponin, uuMkno®byTun, umknon-
ponin i LMKIorekcun. Mpuknagamn  "N'-(Cy-
sankin)ypeigo” € N'-meTunypeigo n N'-
isonponinypeigo. Mpuknagamu "N',N'-(Cs-

sankin)ypeigo” € N',N'-aumeTtnnypeigo n N'-metun-

N'-izonponinypeigo. Mpuknagamm "N'-(C;-
sankin)rigpasmHokap6oHiny" € N'-
MeTunrigpasnHokapOoHin i N'-
isonponinrigpasvHokap6oHin. Mpuknagamm "N',N'-(C1.
4ankin)zrigpasuHokapboHiny"” € N'N'-
anmeTunrigpasmHokapOoHin N'-metun-N'-

isonponinrigpasnHokapboHin. Mpuknagamm "Cs-
sankincyns@oHinamiHo" €  MeTuncynbgoHinamiHo,
isonponincynbdoHinamiHo n TpeT-
6yTrncynbdoHinamiHo. Mpuknagamn "Ci-
sankincynbdoHinamiHokapOoHiny" € mMeTnncynbgoHi-
namiHokap6oHin, i3onponincynbdgoHinamiHokapboHin
i TpeT-6yTnncynbgoHinamiHokap6oHin. Mpuknagamm
"C1-4ankincynbdoHriny" € meTuncynbgoHin, isonponi-
ncynbdOHin i TpeT-6yTnncynbgoHin.

Cnonyka cdopmynu (l) moxe ytBoptoBath cTabi-
TNbHI KMCNOTHI abo OCHOBHI coni, i B Taknx BuMNagkax
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BBELEHHs1 CNOMNyKW Y BUrNAAi coni Moxe OyTu oouinb-
HUM, | dhapMaLEeBTUYHO MPUAHATHI Coni MOXYTb ByTn
OTPUMaHi 3a JOMOMOIoH 3BMYaAMHUX CMOCOOIB, TakmMx
AK onucaHi gani.

Migxopsawi dapmMaueBTUYHO MPUMAHATHI coni AB-
NATb CO60I0 KUCNOTO-aaUTMBHI COMi, Taki IK MeTaH-
cynbdoHat, To3unaT, o-rnidepodocdart, dymapar,
rigpoxnopua, umTpat, maneat, TapTar i (MeHw nepe-
BaXkHO) rigpobpomig. Takox nigxoaswmmun € coni,
yTBOpeHi 3 poChOpHOIO 1 CipyaHol kucroTor. Bia-
NnoBiAHO [0 iHWOro BapiaHTa BTiMEHHs, NigxoawmmMmm
COJSIIMM € OCHOBHI COfi, Taki SK Ciflb NTY)KHOro meTany,
Hanpwvknag, HaTpito abo Kanito, Cinb NyxHo3eMernbHo-
ro metany, Hanpwvknag, kanbuito abo marHilo, cinb
opraHiyHOro amiHy, Hanpuknag, TpuetunamiHy, Mop-
doniHy, N-metunninepuaunHy, N-eTunninepmguHy,
npokaunHa, gubensunamidy, N,N-anbeHannetmnaminy,
Tpuc-(2-rigpokcietun)amidy, TpomeTamiHy, N-meTtun
d-rnokamiHy M amiHOKMCNOT, TakMx £K rhiuuH abo
ni3vH. BoHn MoXyTb MaTtu GinbLu HiXX O4MH KaTioH abo
aHioH, 3anexHo Big uucna 3apsaXeHux gyHKUioHa-
NbHUX TPYN i BaneHTHOCTi kaTioHiB abo aHioHiB. Kpa-
Lo hapMaLeBTMYHO NPUAHSATHOD Cinfto € HaTpieBa
Cinb.

MpoTe, ONA NOnerweHHss BUAINEHHA coni npu
ofepXKaHHi, 6inbl Kpawmummn MoxyTb ByTn coni, ski
MEHLUEe PO34MHHI y BUOpPAHOMY PO3YMHHUKKY, He3ane-
XKHO Bifg, TOro, UM € BOHM hapMaLEBTUYHO NPUNHAT-
HUMM Y1 CONSAMM Hi.

Y AaHomy BUHaxodi MaeTbCcA Ha yBasi, WO crnony-
ka cpopmynu (I) abo ii cinb MOXyTb NpoOABNATU Tay-
TOMEpIlo 1 WO HaBedeHi B JaHoMy onuci chopmynu
MOXYTb MPEACTaBNATM NuLle OOHY 3 MOXIMBUX Tay-
TOoMepHUX opm. MaeTbes Ha yBasi, WO BUHaXxig 0Xo-
nntoe byap-aKy TayTomepHy dopmy, sika iHribye AHK-
ripasy Ta/abo Tonoizomepasy IV, i He obmexyeTbcs
nvwe 6yap-siKoK 3 TayTOMepHUX hopm, sika BUKOpU-
CTOBYETbCS B HaBegeHux copmynax. dopmynu, Ha-
BeleHi B JaHOMY OMKUCi, MOXYTb SiIBNSITU coboto nuiue
OfHY 3 MOXIMBUX TayTOMeEpPHUX popm i MaeTbca Ha
yBasi, O BUHAXi[ OXOMIHOE BCi MOXIMBI TayTOMEpHI
dopMmM HaBeaeHMX CNomyK, a He nuwe Ti PopMU, SKi
MOXNMBO 3006pa3vTn B AaHoMmy onwuci. AHanoriyHe
3aCTOCOBYETbCA W A0 Hase cnonyk. [ns daxisusa B
OaHin ranysi TexHiku 04YeBUOHO, L0 MEeBHi CMOMyKu
dopmynu (I) MICTATb aCMMETPUYHO 3aMillleHUn aToMm
Byrneuto Ta/abo cipku, i, oTKe, MOXyTb iCHyBaTU 1
MOXYTb OYyTW BUAINEHI B ONTUYHO aKTUBHI A paLemiy-
HUX dpopmax. [leski cnonykn MoXxyTb NPOSBASATU MO-
nimopiam. MaeTbCca Ha yBasi, WO AaHuMW BUHaxig
oxonnoe Oyab-aKy pauemiyHy, OMTUYHO aKTUBHY,
noniMmopcHy abo cTepeoizomepHy opmy abo ix cy-
Mili, WO NposiBNsie BNacTUBOCTI, NpuaaTHi Ans iHri-
6yBaHHs [OHK-ripasu Ta/abo Tonoizomepasn IV, i B
OaHin ranysi TexHiku nobpe Bijomi meToam ofepkaH-
HS ONTUYHO aKTMBHUX hopM (Hanpuknag, LUAsXoMm
pPO34iNeHHs1 pauemMiyHoi hopmMu 3a JONOMOroK nepe-
KpucTanisauinHux MeToAuK, LWAAXOM CUHTE3Y 3 OnTu-
YHO aKTUBHUX BUXIOHMX PEYOBUH, LUNISAXOM XiparbHOro
cuHTEe3y, (hepMeHTaTUBHOIO po3airieHHs, OionepeT-
BOpeHHs1 abo xpomaTorpadiyHOro po3AineHHsi, BUKO-
pUCTOBYIOUM XipanbHy Hepyxomy dasy), a TakoX Me-
TOOW BW3HAYEHHs eEKTUBHOCTI Ansi iHribyBaHHS
OHK-ripa3n Ta/abo Tonoisomepasu IV 3a gonomoroto
CTaHAapTHUX TECTIB, ONUCaHNX y aHOMy Onuci Aari.
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Takoxx MaeTbCA Ha yBasi, WO NeBHi cronyku ¢o-
pmynu (1) i ix coni MOXyTb iCHyBaTK y BUMMSAAi Conb-
BaTiB, @ TaKOX Yy BUMA4I HeconbBaToOBaHMX OpM,
Takux, Hanpuknag, €K rigpatoBaHi dopmu. Takox
MaeTbCA Ha yBasi, Wo nig obcar BuHaxody nignaga-
l0Tb BCi Taki conbBaToBaHi popmu, ki iHridyroTb AHK-
ripasy Ta/abo Tonoizomepasy V.

Kpawi 11 nigxogswi 3Ha4eHHa Anst NeBHUX 3aMic-
HUWKIB i rpyn, Ha siki NOCMMalTLCS B JAHOMY BUHAXOAI,
HaBedeHi Hmx4e. Taki 3HaYeHHS MOXYTb BUKOPUCTO-
ByBaTUCH, BiANOBIAHO [0 OyAb-AKMX BU3HAYEHb W
BapiaHTiB 3[iNCHEHHSA BMHaxody, BKasaHux B JaHOMY
BMHaxoAi, AKWO ue € niaxoasawmm. KokHi BkasaHi
3HaYeHHs ABNAITb COBOI0 KOHKPETHUW | HE3anexHWNn
BapiaHT 34iNCHEHHS BMHaxoay.

Ona gnonyku copmynm |, R' sBnse cooto Ci.
4ankKin. R aBnsie coboto metun. R! sensie coGoto ra-
noreH. R! sBnsie coboto BogeHs.

R? siBnsie co6oto Cy.sankin. R sBnsie coboro me-
un. R? ﬂBJ‘Iﬂe co6oto ranoreH. R? FIBJ'IHC coboto pTOp
abo xnop. R? aense coboto BOAEHb. R? aense coboto
xnop.

R® aensie co6oto Cysankin. R sBnsie cobor me-
n. R® ﬂBrme co6oto ranoreH. R ﬂBJ‘IHS coboto pTop
abo xnop R® aense coboto BO[EHb. R aBnse coboto
CN. R® saBnsie coboto C=N-OH. R® sBrsic co6oto
Xriop.

W aBnsie coboto -O-. W saBnsie c060ro N(R )-. W
siBnsie co6oio -NH-. W siensie co6oto -C(R”)(R)-.

X saBnsie coboto npocTuit 3B'A30K. X siBnsie coboto
-CH:-. X aBnsie coboto -C(O)-. X aBnsie coboro S(O)q-
(ae q sBnse cobotro 1 abo 2).

Kinbue A sBnge coboto kapboumknin. Kinbue A
siBNsie cobo reTepouuknin; ae, sKWO BKa3aHUN re-
Tepouuknin mictnte -NH- 4yacTuHy, To atom asoTy
HeoboB' ﬂ3KOBO Moxe OyTu 3amileHuin rpynoto, Bub-
paHot 3 R Kinbue A sBnsie coboto reTepoumknin.
Kinbue A sBnsie coboto Tiasonin, xiHoniHin, 6eH3oTia-
3onin, nipumiamHin abo nipuguHin. Kinbue A sBnse
coboto Tiason-2-in, xiHoniH-4-in, ©GeH3oTiason-2-in,
I'IIpI/IMI,EI,VIH -4-in, nipngunH-2-in abo nipuanH-4-in.

R* € 3aMicHUKOM Ha aToMi Byrneu 1 BubpaHum 3
ranoreHy, rigpokcu, kapbokcu, Ciasankiny, Ci.
4anKOKCH, N-(Ci-sankin)kapbamoiny, N,N-(C1-
4ankin)kapbamoiny, N-(C1-sankin)-N-(Cs-
sankokcu)kapbamoiny, Ci-sankokcukapboHin abo re-
Tepoumknin-R™-; ne R* HeoGOB'S3k0BO MOXe GyTu
3aMIUJ,eHI/II/I 6|n;| aTtoma Byrneut ogHum abo gekinb-
koma R BI/I6I/IpaIOTb i3 rigpokcu, Co.sankeHiny,
C1.4aJ'IKOKCI/I, $C1.4aJ'IKIJ'I)aMIHO abo N,N-(Ci-
4@nkKin)amiHo; i R™ siBnsie coboto -C(0)-.

AnbTepHaTMBHO, R* € 3aMmicHMKOM Ha aToMi BYr-
neuto 1 BubpaHuii i3 ptopy, rigpoken, kapbokeu, me-
Tuny, metokcu, nponokcu, N-etunkapb6amoiny, N,N-
aumeTunkapbamoiny, N-meTmn-N-
MeTOKcmxapGamomy MeTokcukapboHiny abo mopdo-
niHo-R™-; ne R* HeoBoB'sI3K0BO MOXE oytn 3aM|UJ,e-
HWUIA Bins aToma Byrnew ogHUM abo gekinbkoma R*?
R BMOVpalTL i3 TOPOKCK, €TEeHiny, METOKCW, N-
mMeTunamiHo abo N,N-aumeTunamiHo; i R™ asnse
coboto -C(0O)-.

AJ'IbTepHaTVIBHO R* € 3amicHMKOM Ha aToMmi BYr-
neuo " BUGpaHWUI 3 METOKCU, TiPOKCK, METOKCMKap-
OoHiny,  Topy, aminokcu,  MPOMOKCH, N,N-
aumeTunkapbamoiny,  mopdoniHokapOoHiny,  N-
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eTunkapbamoiny, N-(2-rinpokcieTnn)kapbamoiny,
aumMeTtunamiHomeTuny, N-meTun-N-
MeToKcukapbamoiny, MeToKCUMEeTWuny, MeTuramiHo-
MeTuny 1 kapbokcu.

AnbTepHaTvBHo, R* € 3amicHuKkoM Ha aTomi BYr-
neuto  BUGpaHMM 3 METOKCU, FiOPOKCU, METOKCUKap-
GoHiny, dTOPY, aninokeu, NPOMOKCH, N,N-
anveTtunkapbamoiny,  mopdoniHokap6oHiny,  N-
eTunkapbamoiny, N-(2-rinpokcieTnn)kapbamoiny,
aumMeTtunamiHomeTuny, N-meTtun-N-
MeToKcukapbamoiny, MeToKCMMeTuny, MeTuramiHo-
meTuny, kapbokcu, N-meTnn-N-meTokcmxkapbamoiny,
N-rigpokcieTunkapbamoiny, rigpokcumeTtuny, (MeTun-
Tio)metuny, (MetuncynediHin)meTuny, (MeTUnCynb-
doHiIn)meTuny, 6eH3NNoKeK, NPOMIHINOKCK, MeTOKCie-
TOKCH, METOKCUMPOMOKCH, Xropy, MeTuny,
LMKIONPOMINMETOKCH, Tia30ninnMeTOKCH, eTOKCH, OK-
CMOLTOBOI KUCNOTK, eTunamiHokapOoHinokecu, anina-
MiHOKapOOHINoKcK, NipUANHINMETOKCH, TiAPOKCUNPO-
NoKcK, MeTOKCU(MeTUI)aMiHo, i a3ngo.

AnbTepHaTvBHO R” siBrsie coGoto ranoreH, nepe-
BaXkKHO ¢pTOp.

R® € 3aMiCHUKOM Ha aToMi Byrnewo 1 BubpaHui 3
ranorexy, Kap60Kcm, kapbamoiny, Cisankiny, Ci.
4arKOKCH, N-(Ci.sankin)kapbamoiny, N-(C1-
4anK0Kcm)Kap6aM0|ny abo Ci.sankokcukapboHiny; ge
R® HeoBOB'SI3KOBO MOXeE 6yTn SaMILLl,eHVIM 6ins atoma
Byrreuto ogHum abo fekinekoma R R 2 BUGMPaIOTb
i3 Ci.sankokcu abo kapboumknin- -R¥: i R™ aBnse
coboto NPOCTUit 3B'I30K.

AnbTepHaTVBHO, R® € 3aMiCHIKOM Ha aToMi BYr-
neuto “ BubpaHun i3 xnopy, kapbokcu, kapbamoiny,
meTuny, wmeTtoken, N-(isonponin)kapbamoiny, N-
(meTokcm)kapbamoiny, meTokcukapboHiny abo eTok-
cukapboHiny; ne R® HeoBOB'SI3KOBO MOXe Oyt 3ami-
IJ.I,eHMM 6|n9| aToma Byrneuw ogHum abo ,El,eKII'IbKOMa
R R! BM6V|par0Tb i3 MeTokcu abo derin-R™-; i R*
ABnsie cobo NPOCTUI 3B'A30K.

AnbTepHaTu1BHO, R® € 3aMiCHIKOM Ha aToMi BYr-
neuto “ BubpaHun i3 xnopy, kapbokcu, kapbamoiny,
MeTuny, MeTokcumeTuny, meTokcu, N-(1-meTtun-1-
deHinetnn)kapbamoiny, N-(meToKkcu)kapbamoiny,
MeToKcukapOoHiny abo eTOKCVIKap60HIJ'Iy

ArnbTepHaTVBHO, R® € 3aMiCHUKOM Ha aToMi Byr-
neuto  BuGpaHun i3 xnopy, kapbokcu, kapbamoiny,
MeTuny, MeTokcumeTuny, meTokcu, N-(1-meTtun-1-
deHrineTun)kapbamoiny, N-(meTokcu)kapbamoiny,
MeTokcukapboHiny  abo  eTokcukapbodiny,  N-
MeToKcukapbamoiny, dopminy, (meToKCiimi-
HO)MeTuny, i3onponokcnkapboHiny, etokcu, mopdo-
niHokap6oHiny, rigpokcu-1-meTuneTuny, amiHo, MeTo-
KcukapOoHinamiHo,  meTtuncynbgoHinamiHo,  N-(1-
meTun-1-cpeHinetun)kapbamoiny, N-2-mopdoniH-4-

ineTunkap6amoiny, ninepuamMHokapOoHiny, N-
MeTunkap6amoiny, N-2-rigpokcieTunkapbamoiny, N-
2-meTokcieTunkapbamoiny, N-2-

rigpokcunponinkap6amoiny, N-2-rigpokcu-1-
meTtunetunkapbamoiny,  N-idokcasoninkapbamoiny,
N2,2-gucTopetunkapbamoiny, N-teTtparigpodypaH-
3-inkapbamoiny, N-umknonponinkapbamoiny, N-1-
LiaHoumknonponinkap6amo'wy, N-2-
(pTopumknonponinkapbamoiny, N-2-rigpokcm-1,1-
anmveTuneTunkapbamoiny, N-1-uiaHo-1-
MeTunetTunkapbamoiny, N-1-(rigpokcumeTun-2-
MeTOKcU-2-okcoeTunkapbamoiny, N1,3-giokconaH-2-
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inMeTnnkapbamoiny, N-3-(2-okconiponignH-1-
innponinkap6amoiny, N-nipnann-2-
inmeTnnkapbamoiny, N-2-(metunTio)eTunkapbamoiny,
N-1,3-okcason-2-inmeTtunkapbamoiny, N-2-
dTopeTunkapbamoiny, N-(2-rigpokcu-2-
meTunnponin)kapbamoiny, MopdoniH-4-inmMeTuny,
TpeT-6yTunamiHomeTuny, ninepuauH-l-inmetuny, (3-
rigpokeuniponiguH-1-in)meTtuny, (rinpokciimi-
Ho)meTtuny, 1,1-gudptopmeTnny, asmgomeTtuny, uia-

Ho(mMopdoniH-4-in)meTnny, N-2-
(meTuncynbdoHin)etunkapbamoiny, LiaHo, 1-
rigpokcn-1-metuneTuny,  uuknonponinmeTuny,  N-
mMeTunkapbamoiny, N-1-

kapbokcuuumknonpoinkapbamoiny, N-izokcason-3-
inkapbamoiny,  N-npon-2-iH-1inkap6amoiny,  N-1-

kapbokcu-2-rigpokcumeTunkapbamoiny, N-[3-(2-
okconiponiguH-1-in)nponin]kap6amoiny, N-(2-
rigpokcu-2-meTunnponin)kapbamoiny, N-meTokcu-N-
meTunkapbamoiny, N-2-
(meTuncynbdoHin)etunkapbamoiny, N-
MeTokcunponinkapbamoiny, i MeTOKCUMe-

Twn)eTmn]aM|Ho}Kap6aM0|ny

AJ‘IbTepHaTVIBHO R® siBnsie co6oto kapGoKcy.

R® aBnsie coboto BOJEHb,

n aBnsie coboto 1.

m sBnsie co6oto 1 aBo 2; Ae 3HaueHHs R MOXyTb
6yt ogHakoBMMM abo pisHUMK, m ABnsie coboo 1. m
saBnsie coboto 2.

B noganbwomy BapiaHTi 3AiNCHEHHS BUHaxoay
3abesneyyeTbes cnonyka cdopmynu (1) (sk 306paxeHo
BULLE), Y AKil:

R1 BMBMPaloTh i3 Cy4ankiny;

R BMOUPAIOTH i3 ranorexy.

R® BNOMpatoTh i3 BO,EI,HPO abo ranoreHy;

W siBnisie co6oto -N(R®)-;

X siBnsie cob0oto NPoCTuiA 3B'SI30K;

Kinbue A siBnsie coboto reTepouuknin;

R* € 3amicH1KOM Ha aTomi BYyrneuo 1 BubpaHui 3
ranoreHy, rigpokcu, kapbokcu, Ciaankiny, Ci.
4aITKOKCH, N-(Ci.sankin)kapbamoiny, N,N-(Ci-
sankin)kapbamoiny, N-(Cy-sankin)-N-(C1-
sankokcn)kapbamoiny, CisankokcukapboHiny abo
retepoumknin-R''-; ae R* HeoBoB's3k0BO Moxe 6yTu
SaMILLI,EHVIVI 6ins aToma Byrneuto ogHUM abo aekinb-
Koma R

R°e SaMiCHVIKOM Ha aToMi Byrneuto i BubpaHui 3
ranoreHy, kapbokcu, kapbamoiny, Cisankiny, Ci.
4aIKOKCH, N-(Ci-sankin)kapbamoiny, N-(Ci.
sankokcn)kapbamoiny abo Ci.sankokcukapOoHiny; e
R® HeoBOB'S3KOBO MOXE oytn 3aMILLI,eHI/II/I Oins atoma
BYrNeL0 0AHUM abo gekinbkoma R*

R ABnse co60t0 BOAEHb;

R' saBnsie coboto -C(O)-;

R*? BMbUpatoTb i3 rigpokcun, Co.sankeriny, Ca.
sankoken, N-(Cisankin)amiHo, N,N-(Ci.sankin),amiHo
a6o kapGouyknin- R

R™ sBnsie co6oto NpoCTUit 3B'A30K;

n aBnsie coboto 1; i

m siBnsie co6oto 1 abo 2; ae sHaueHHs R® MOXYTb
6yt ogHakoBuUMK abo pisHMMK; abo 1T bapmaueBTu-
YHO NPUNHATHA Cinb.

B noganblomy BapiaHTi 3AiINCHEHHS BUHaxody
3abesneyvyeTbesa cnonyka dopmynu (1) (sk 306paxkeHo
BVILIJ,e) y SKil:

R' BUGMpatoTh i3 MeTuny;
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R sBnsie coboto pTop abo xnop;

R® BMGUpaloTh i3 BogHIo, Topy abo xnopy;

W saBnsie coboto -NH-;

X siBnsie coboto NpoCTUiA 3B'A30K;

Kinbue A aBnse coboto Tiasonin, xiHoniHin, 6eH-
3oTiasonin, nipumignHin aéo nipnaunHin;

R € 3amicHUKOM Ha aToMmi Byrnewo v BubpaHun 3
MEeTOKCH, FiapoKcK, MeToKcukapboHiny, dTopy, anino-
ken, nponoken, N,N-gumetunkapbamoiny, mopdoni-
HokapOoHiny, N-eTunkap6amoiny, N-(2-
rigpokcieTnn)kapbamoiny, aumeTtunamiHomeTtuny, N-
meTun-N-meTokcukapbamoiny, MeToKCUMeTuny, Mme-
TVIJ'IaMIHOMeTVIJ'Iy " kapbokcy;

R® € 3aMiCHMKOM Ha aToMi ByrmeLo i BUGPaHI
i3 xnopy, kapbokcu, kapbamoiny, mMeTuny, MeToKcu-
MeTuny, METOKCH, N-(1-meTun-1-
deHinetnn)kapbamoiny, N-(meTokcu)kapbamoiny,
MeToKCcuMeTun)eTurlamiHo}kapbamoiny, MeToKcuKa-
pboHiny abo eTokcukapboHiny;

n aBnse coboto 1;i

m aBnse coboto 1 abo 2; ae 3Ha4YeHHs R® MOXYTb
OyTn ogHakoBMMM abo pisHumuK; abo ii hapmaueBTu-
YHO MPUNHATHA Cinb.

B nopanbwomMy BapiaHTi 34ilNCHEHHS BMHaxody
3abesneyvyeTbea cnonyka dopmynu (1) (sk 306paxkeHo
BULLE), Y SIKIN:

Rl BMGUpatoTh i3 BogHW abo meTuny;

R? siBnsie coB00 BOAEHD, 6pom, goTop, xnop, CN,
abo -C=NOMe;

R® BMbUpaloTh i3 BogHto, Topy abo xnopy;

W aBnsie coboto -NH-;

X siBnsie co60t0 NpoCcTuii 3B'A30K;

Kinbue A sBnsie coboto Tia3onin, xiHoniHin, 6eH-
30Tiasonin, nipumiguHin abo nipnguHin;

R* € 3amicHMKOM Ha aTomi BYyrneuo 1 BubpaHui 3
MeTOKCH, riapoKcK, MeTokcukapboHiny, dTopy, anino-
kcy, nponokeu, N,N-aoumetunkapbamoiny, mopdoni-
HokapOOoHiny, N-eTunkapbamoiny, N-(2-
rigpokcieTun)kapbamoiny, aumetunamiHomeTtuny, N-
meTun-N-meTokcukapbamoiny, mMeTtokcumeTuny, me-
TMnamiHomeTuny, kapbokcn, N-meTun-N-
MeToKkcuxkapbamoiny, N-rigpokcieTunkapbamoiny,
rigpokcumeTuny, (metunTio)meTuny, (MeTuncynbgi-
Hin)mMeTuny, (MeTuncynboHIN)MeTuny, 6eH3nnokeu,
NPONIHINIOKCN,  METOKCIETOKCK,  METOKCUMPOMOKCH,
XNopy, MeTUny, LUUKonponinMeTokcu, Tia3oninMeTo-
KCW, €TOKCK, OKCUOLITOBOI KUCINOTW, eTuramiHokap6o-
HINOKCK, aninamiHokapOOHINOKCK, MiPUAMHINTIMETOKCH,
riZPOKCUMPOMNOKCH, METOKCU(METUIT)aMiHo, i a3nao;

R® € 3aMiCHUKOM Ha aToMi BYrreuo M BnbpaHun
i3 xnopy, kapbokcu, kapbamoiny, mMeTuny, MeToKcu-
MeTuny, METOKCH, N-(1-meTtnn-1-
eHineTun)kapbamoiny, N-(meTokcu)kapbamoiny,
MeToKcukapboHiny abo  eTokcukapboriny,  N-
MeToKcukapbamoiny, dopwminy, (meToKCiimi-
HO)MeTuny, i3onponokcnkapboHiny, etokcu, mopdo-
niHokap6oHiny, rigpokcu-1-meTuneTuny, aMmiHo, MeTo-
KcukapboHinamiHo,  meTuncynbgoHinamiHo,  N-(1-
meTun-1-cpeHinetun)kapbamoiny, N-2-mopdoniH-4-

ineTunkap6amoiny, ninepuamMHokap6oHiny, N-
meTunkap6amoiny, N-2-rigpokcieTnunkap6amoiny, N-
2-MeTokcieTunkapbamoiny, N-2-

rigpokcunponinkap6amoiny, N-2-rigpokcu-1-
MeTtunetunkapbamoiny,  N-idokcasoninkapbamoiny,
N2,2-gnctopetunkapbamoiny, N-teTparigpodypaH-
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3-inkapbamoiny,  N-uuknonpotnkapbamoiny, N-1-
uiaHouukronponinkapb6amoiny, N-2-
dTopumknonponinkapbamoiny, N-2-rigpokcn-1,1-
avmveTtuneTunkapbamoiny, N-1-uiaHo-1-
meTuneTunkapbamoiny, N-1-(rigpokcumeTun-2-
MeTOoKcK-2-okcoeTunkapbamoiny, N-1,3-giokconaH-2-
inMeTunkapbamoiny, N-3-(2-okconiponignH-1-
innponinkap6amoiny, N-nipnaunH-2-
inmeTnnkapbamoiny, N-2-(metuntio)eTunkapbamoiny,
N-1,3-okcason-2-inmeTtunkapbamoiny, N-2-
dTopeTunkapbamoiny, N-(2-rigpokcu-2-
meTunnponin)kapbamoiny, MopdoniH-4-inmeTnny,
TpeT-OyTunamiHomeTuny, ninepuauH-l-inmetuny, (3-
rigpokeuniponiguH-1-in)meTtnny, (rippokciimi-
Ho)meTtuny, 1,1-gudptopmeTnny, asmgomeTtuny, uia-

Ho(mMopdoniH-4-in)meTnny, N-2-
(meTuncynbdoHin)etunkapbamoiny, uiaHo, 1-
rigpokcn-1-metuneTuny,  uuknonponinmeTuny,  N-
meTunkapbamoiny, N-1-

kapbokcuuumknonpoinkapbamoiny, N-isokcason-3-
inkapbamoiny,  N-npon-2-iH-1linkap6amoiny,  N-1-

kapbokcu-2-rigpokcumeTunkapbamoiny, N-[3-(2-
okconiponiguH-1-in)nponin]kap6amoiny, N-(2-
rigpoken-2-meTunnponin)kapbamoiny, N-meTokcn-N-
meTunkapbamoiny, N-2-
(meTuncynedoHin)etunkapbamoiny, N-
MeTokcunponinkapbamoiny, i MeTOoKCUMe-

Tun)etunlamiHo}kapbamoiny;

n aBnsie coboto 1; i

m aBnse coboto 1 abo 2; ae 3Ha4YeHHs R® MOXYTb
6yt ogHakoBumK abo pisHnmu; abo ii hapmaueBTu-
YHO MPUNHATHA Cinb.

B nopanbwomMy BapiaHTi 3AIMCHEHHA BMHaxoAy,
3abesneyyeTbCA Crnonyka 3a BMHAXOAOM, fka ABMSE
coboto cnonyky cpopmynu (1A)

aa)

y$||<|v|

R' BMGMpaloTb i3 BOAHIO, ranoreHy, LiaHo, abo
Ci.sankiny;

R? BMOVpalTh i3 BOAHIO, ranoreHy, uiaHo, abo
Ci.sankiny;

R® BUOMpatloTb i3 BOAHIO, ranoreHy, uiaHo, Ci-
sankiny, abo -C=N-OH,;

X sBnsie coboro npoctuii 3B'a30k, -CHz-, -C(O)-
abo S(O)q- (me q aBnsie coboto 1 abo 2);

Kinbue A sensie coboto kapbouuknin abo retepo-
LUMKNIN; e, SKWO BKasaHUM reTepouuknin Mictutb -
NH- 4actuHy, TO atom asoTty Heo6OBﬂ3KOBo MoOXe
oytn 38MILLI,eHI/II/I rpynoto, BubpaHoto 3 R®;

R*i R® € 3amicHMKaMun Ha aToMmi Byrneu,ro N Hesa-
NexXHo BuOpaHi 3 ranoreHy, HiTpo, LUiaHo, rigpokcu,
TpudTOpMETOKCH, aMiHO, Kapbokcu, kapbamoiny,
MepkanTo, cynbdamoiny, cynbdo, dopminy, ypeigo,
rigpokciimiHomeTuny,  Ci.sankokciimiHomeTtuny, N-
rigpokcucopmamigno, Ci.srigpasvHo, rigpasnHokapbo-
Hiny, N- rigpokcieTaHimigoiny, ami-
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Ho(rigpokciimiHo)meTuny, Cisankiny, Co.sankeHiny,

Co.aankiHiny,  Ciaankoken,  CigankaHoiny, Ci.
4alTKaHOINoKCH, N-(Ci-sankin)amiHo, N,N-(Ci-
4arKin)z;amiHo, Ci4ankaHoinamito, N-(Ci-

sankin)kapbamoiny, N,N-(Ci.sankin)xkapbamoiny, N-
(Ci-sankokcm)kapbamoiny, N'-(Cisankin)ypeigo, N',N'-
(Ci-sankin)2ypeino, N-(Cy-sankin)-N-(C-
sankokcn)kapbamoiny, Ci.sankinS(O)., Ae a saBnse

coboto 0-2, Ci.4ankokcukapOoHiny, Ci-
sankokcukapboHrinamiHo, N-(Ci-sankin)cynbcamoiny,
N,N-(Ci-sankin),cynbcamoiny, Ci-
sankKincynbgoHinamiHo, C.
sarnkincynbgoHinamiHokapOoHiny, N'-(Ci-
4nKin)rigpasvHokapboHiny, N N -(C1.

4aJ'IKlﬂ)zrl,ﬂ,pa3VIHOKap6OHIJ'ly, Kapboumknin- R'- aBo
retepouuknin-R b -, oe R* i R® HesanexHo oOVvH BIifA
0fHOro HeobOB'A3KOBO MOXYTb OyTU 3aM||.ueH| 6ins
aToMa Byrneui ogHuM abo Aekinbkoma R i pe,
AKLLO BKa3aHU retepoumknin mictutb -NH- yactuHy,
TO aToM a3oTy HeoboB' AI3KOBO MOXe OyTn 3amilieHnn
rpynoto, BubpaHoto 3 R

R® aBnsie co6oto BO,EI,EHb abo Ci4ankin;

n siBnsie co6oio 1-4; ae 3HaueHHs R* MOXYTb Oy-
TV o4HaKOBUMK abo pisHUMU;

m siBnsie co6oto 0-4; fe 3HauyeHHs R° MOXYTb OY-
TV Of4HaKOBUMK abo pisHUMU;

R*2 BMOUpaloThb i3 a3uao, ranoreHy, HiTpo, LiaHo,
rigpokcu, TpudTopMeTOKCH, aMiHo, kapbokecu, kapba-
Moiny, mepkanto, cynbdamoiny, Ci.sankiny, Cu
sankeHiny, Co.ankininy, Ci.sankokcn, CisankaHoiny,
C1-4anKaHOoINoKCK, N-(C1-sankin)amino, N,N-(Ci.-
sarnkKin)amiHo, C14ankaHoinamiHo, N-(C1-
sankin)kapbamoiny, N,N-(Ci.sankin)kapbamoiny, Ci.
4ankinS(0),, pe a saBnge cobowo 0-2, Ci.
sankokcukapboHiny, N-(Ci4ankin)cynsgamoiny, N,N-
(Ci-sankin).cynscpamoiny, Ci. 4anK|ncynbcb0H|naM|Ho
C1.4ankokcukapboHinamiHo, kapGoumknin-R*-  a6o
reTepoumknin-R*-; ae R He3anexHo oauH Bia oaHo-
ro HeoboB'A3kOBO MOXYTb OyTU 3amilleHi 6ina atoma
BYyrneuw ogHnMm abo aekinbkoma R™; i e, AKWo BKa-
3aHun retepoumnknin mictutb -NH- yactuHy, To atom
a3oTy HeoboB' F|3KOBO Moxe ByTu 3amilleHunin rpynoto,
Bw6paHoro 3 RY

R%, R™ i R17 HesanexHo BW6WpatoTb i3 Ci.
sankiny, CisankaHoiny, Cisankincynedoniny, Ci.
sanKokcukapOoHiny, kapbamoiny, N-(Ci-
sankin)kap6amoiny, N,N-(Ci-sankin)kapbamoiny, 6eH-
3uny, 6eHannokcnkapboHiny, 6eH3oiny n geHincynb-
¢)0HIJ‘I%/

R R™ R™iR"™ He3anexHo BUGUPaIoTb i3 Npo-
cToro 3B a3ky, -O-, -N(R ) C(O)-, -N(R )C(O)
C(O)N(RZO) -:3(0)p . -SOZN(RZl) abo N(RZZ)SOZ-
ae R R R , 1 R?? nesanexHo BUbMpatoTh i3
BOAHIO a6o Cl 4arn<|ny " p siBnse coboto 0-2;

R'® BUGMpPalOTb i3 ranoreHy, HITPO, LiaHo, rigpoK-
cn, TpI/ICbTOpMeTOKCI/I, TpudpTopmeTUny, amiHo, Kap-
6okcu, kapbamoiny, mepkanTo, cynbgamoiny, meTu-
ny, eTunny, eTeHiny, eTuHINy, MeTOKCWU, eTOKCH,
aueTtuny, aueTokcu, MeTun amiHo, eTunamiHo, agume-
TunamiHo, gietunamido, N-metun-N-etunamiyo, aue-
TunamiHo, N-meTunkap6amoiny, N-eTunkap6amoiny,
N,N-gumeTtunkap6amoiny, N,N-gietnnkap6amoiny, N-
meTun-N-eTunkap6amoiny, MeTunTio, eTUNTIoO, MeTu-
Ncynbgininy, eTuncynbdininy, mesuny, eTuncynb-
OHiny, MeToKCuKapOoHiny, eTokcukapOoHiny, N-
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metuncynbdamoiny,  N-etuncynbdamoiny, N,N-
oumetuncynedamoiny, N,N-giemkn cynbdamoiny
abo N-meTtun-N-etuncynsdamoiny;

abo i hpapmMaLeBTUYHO NPUIAHATHA Cinb.

B nopanblomy BapiaHTi 34iIMCHEHHS BUHaxony,
3abesneyvyeTbca cnonyka dopmynu (lA), ska sasnse
coboto cnonyky dpopmynu (IB):

1
R N\»-L
\g_( B Ry,
R2 R3

(IB)

y ﬂKIVI
R’ € 3aMiCHUKOM Ha aToMi ByrneLito i BUGpaHWil 3
MeTOKCH, TApOoKcK, MeToKcukapGoHiny, dpTopy, anino-
kcu, nponokcu, N,N-gumeTtunkap6amoiny, mopdoni-
Hokap6oHiny, N-eTunkapbamoiny, N-(2-
rigpokcieTun)kapbamoiny, auMmeTunamiHomeTtuny, N-
meTun-N-meTokcukapbamoiny, MeTokcumeTuny, Me-
TUnamiHomeTuny, kapbokcu, N-meTun-N-
MeToKcuxkapbamoiny, N-rigpokcieTunkapbamoiny,
rigpokcumeTuny, (metuntio)metuny, (metuncynbdi-
Hin)MeTnny, (MeTUNCcynbOHIN)MeTUy, GeH3UNoKeH,
NPOMIHINOKCKN,  METOKCIETOKCK,  METOKCUMPOMOKCH,
Xropy, MeTuny, UMKIonponinmMeToKkcu, Tia3oninveTto-
KCW, €TOKCW, OKCMOLTOBOi KUCMOTK, eTunamiHokapbo-
HINOKCK, aninamiHokapOOHINOKCcK, MipUAMHINMETOKCH,
rigpOKCUMPOMOKCK, METOKCU(METUN)amiHo, i a3nao;

R® € 3aMiCHUKOM Ha aToMi BYyrreuto n BnbpaHun
i3 xropy, kapbokcu, kapbamoiny, MeTuny, MeTOKCU-
MeTuny, METOKCH, N-(1-meTtun-1-
deHinetun)kapbamoiny, N-(meTokcu)kapbamoiny,
MeToKkcukapboHiny  abo  eTokcukapOoHiny,  N-
MeToKcukapbamoiny, dopminy, (meTokKciimi-
HO)MeTuny, i3onponokcukapboHiny, eTokcu, mMopgo-
niHokap6boHiny, rigpokcn-1-meTuneTuny, aMmiHo, MeTo-
KcukapboHinamiHo,  meTtuncynbdoHinamiHo,  N-(1-
meTun-1-ceHinetun)kapbamoiny,  N-2-mopdoniH-4-

ineTunkap6amoiny, ninepvamHokapboHiny, N-
meTunkapbamoiny, N-2-rigpokcieTunkapbamoiny, N-
2-meTokcieTunkapbamoiny, N-

rigpokcunponinkap6amoiny, N-2-rigpokcmn-1-
meTuneTunkapbamoiny, N-isokcasoninkap6amoiny,
N2,2-guctopetunkapbamoiny, N-TeTparigpodypaH-
3-inkapbamoiny, N-umknonponinkapbamoiny, N-1-
uiaHouwmknonponinkap6amoiny, N-2-
dTopumknonponinkapbamoiny, N-2-rigpokcn-1,1-
avmeTtuneTunkapbamoiny, N-1-uiaHo-1-
meTuneTunkapbamoiny, N-1-(rigpokcumeTun-2-
MeToKcu-2-okcoeTunkapbamoiny, N-1,3-giokconaH-2-
inMeTnnkap6amoiny, N-3-(2-okconiponignH-1-
innponinkapbamoiny, N-nipnaun-2-
inmeTunkap6amoiny, N-2-(metTunTio)eTunkapbamoiny,
N-1,3-okcason-2-inmeTtunkapbamoiny, N-2-
dTopeTunkapbamoiny, N-(2-rigpokcu-2-
meTunnponin)kapbamoiny, MopdponiH-4-inmeTnny,
TpeT-6yTMnamiHomeTuny, ninepuauH-1l-inmetuny, (3-
rigpokcuniponignH-1-in)meTnny, (rigpokciimi-
Ho)meTuny, 1,1-gudptopmeTnny, asugomeTuny, LUia-
Ho(MopdoniH-4-in)meTtuny, N-2-
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(metuncynbdoHrin)etunkapbamoiny, LjiaHo, 1-
rigpokcun-1-metuneTuny,  uuknonponinmeTtuny,  N-
mMeTunkapbamoiny, N-1-

kapbokcuuymknonpoinkapbamoiny, N-i3okcason-3-
inkapbamoiny,  N-npon-2-iH-linkap6amoiny,  N-1-

Kapbokcu-2-rigpokcumeTunkapbamoiny, N-[3-(2-
okconiponigunH-1-in)nponinjkap6amoiny, N-(2-
rigpokcu-2-meTunnponin)kapbamoiny, N-meTokcu-N-
meTunkapbamoiny, N-2-
(meTuncynbdoHin)etunkapbamoiny, N-
MeToKcunponinkapbamoiny, i MeTOKCUMe-

Tun)etunjamiHo}kapbamoiny;

n sBRsie coboto 1; Ae 3HaueHHs R MoxyTb GyTn
ofHakoBuUMK abo pisHUMY; i

m siBnsie coboto 1 abo 2; e 3HaueHHst R° MOXyTb
6yTV ogHakoBMMM abo Pi3HUMK.

B nopanbwomy BapiaHTi 3AiMCHEHHA BMHAaXOAY,
3abe3neyyeTbcs cnonyka cgopmynu (IB), sika sBnse
coboto cnonyky copmynu (IC).

LZ)L Q @(R%

(1)

B nopanbwomy BapiaHTi 3AiMCHEHHA BMHAaxXOAY,
3abesnedvyeTbes cnonyka opmynu (IC):

N
1 H i
R N
N
\g—/z)l\H
R? R3 R

(Ic)

(R,

y SKiiA:

Kinbue A saBnsie coboto retepouuknin; ae, SKLIO
BKasaHun retepoumknin mictutb -NH- 4acTuHy, TO
aToM as3oTy HeobOOoB'sI3kOBO MOXe OyTu 3amilieHui
rpynoto, BubpaHow 3 Ci.sankiny, Ci.sankaHoiny, Ci.
sankincynbdoHiny, CisankokcmkapboHiny, kapbamoi-
ny, N-(Ci-sankin)kapbamoiny, N,N-(Ci-
sankin)kapb6amoiny, 6eHauny, 6eH3nnoKkcukapoboHiny,
6eH30iny 1 deHincynbgoHiny.

B nopanbliomy BapiaHTi 3A4iMNCHEHHS BWHaxoAy,
3abe3nedvyetbes cnonyka cdopmynu (IC), sika sense
coboto cnonyky dopmynu (IE):

R“

U*Q«

(IE)

y AKin:
Y aBnse coboto N-H, N-Ci.qankiny, S, a6o O;
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R aensie co6oto H a6o sik BU3HaUeHo ans R5;

R® sensie coboio H aGo sik BU3HaueHo ans R>;
abo

R* i R® pasom 3 aTomamu BYrfewuto, 40 SKUX BO-
HW MpUWEOHaHi, YyTBOPHOKTL 6-TM YneHHe kapOouwmkri-
nbHe Kinbue, 3amiweHe ofHieto abo ABoma rpynamu,
BMOpaHnmun 3 R®, siki MOXyTb OyTV ogHakoBMMM abo
pisHUMN.

B nopanbwomMy BapiaHTi 3AIMCHEHHA BUMHaxoAy,
3abesneyvyeTbca cnonyka dgopmynu (IE), ska sense
coboto cnonyky dopmynu (IF):

Rsa

S
uo N I
Rl N N Rsb
N
W |
R " R, Rs

(IF)

Kpalwimmu cnonykamu BignoBigHO A0 BMHaxody €
Cnonykun i3 nNpuknagis, KoxHa 3 Hux 3abesnevye no-
JanblUni He3anexHW BapiaHT 34iIMCHEHHsS] BMHAXO-
ay. Y noganbluvx BapiaHTax 34iNCHEHHS, AaHUA Bu-
Haxig Takox oxonnwe Oyab-aki aBi abo Oinblue
CMonyk i3 Npuknagis.

B ogHomy BapiaHTi 34iicHeHHs BUHaxoau 3abes-
neyvyoTbea cnonyku cgpopmynu (1), B anbTepHaTUBHO-
My BapiaHTi 3giicHeHHs1 3abe3nedvytoTbest hapmaLes-
TUYHO NPUIHSATHI coni cnonyk dopmynu (1).

B nopanbwomy BapiaHTi 3AINCHEHHS OaHUA BU-
Haxig 3abesnevye cnocib ogepxaHHst crnonyku ¢op-
mynu (1) abo ii hbapmaLeBTUYHO NPUNHATHOI COMi.

Takum YMHOM, JaHWI BMHaxiO Takox 3abe3nedye,
wo cnonyku cpopmynu (I) i ix papmaueBTU4HO Npwm-
MHATHI coni, MOXyTb OyTW OTpMMaHi 3a [OMOMOro
cnocoby, sik OMMCaHO HWXYe (4e 3MiHBaHI rpynu
MaloTb BULLIEBKA3aAHI 3HAYEHHS!, SIKLLO crneujanibHO He
BKa3aHO iHaKLLe):

Cnoci6 a) ans cnonyk cdopmynu (1), y akmx W aB-
nsie coboto -C(R')(R®)-; nepeTBOpeHHst cnonyku ¢o-
pmynu (I1):

(R,

(Im

e R? aBnsie coboto LiaHo 1 R® sBnsie coboto an-
MeTuamiHo abo gieTunamiHo; a6o R? i R® HesanexHo
BUGMpaioTb i3 CmankinTio; abo R* i R pasom yTBo-
ptotoTb 1,3-guTtiaHin abo 1,3-guTionain; y cnonyky
copmynu (1);

Cnocib 6) ansa cnonyk dopmymnu (1), y akux W as-
nsie coboto -O-; B3aemogito cnonykm cpopmynu (111):
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N~ X
@(RS)M
HO

(R,
(II1)
3i cnonykoto chopmynu (1V):

H 0
N

\ / OH

R? R?

R

()

Cnoci6 B) ansa cnonyk cdopmynu (1), y skux W aB-
nsie coboio -N(R®)-; B3aemopito cronyku hopmynu

(V):

N’x
Sepc
R\
N

H (RY

n

v)

3i cnonykoto copmynu (IV) abo ii akTuBoBaHUM
NOXiAHUM KUCIOTH;

Cnoci6 r) anga cnonyk chopmynu (1), y skmx W aB-
nsie coboto -C(R')(R®)-; B3aemogijto cronyku dopmy-

m (VI):
X
G

0 N7
R7 R¢  (RY,

L

(VD)

ae L aBnse coboto rpyny, sika BUTICHSAETLCS; 3i
cnonykoto opmynu (VII):

| H
R N

)Y

R? R?

(VI

Cnoci6 g) ans cnonyk dopmynu (1), y sikux W siB-
nsie coboto -C(R7)(R8)-; B3aEMOAiI0 Cronykn opmy-
m (VII):

X
N ®9),,
M

R” R*  RY,
(VIII)

ae M sBnsie coboro meTanoopraHivHy rpyny; 3i
cnonykoto oopmynu (I1X):
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(IX)

Ae L siBnsie coboto rpyny, sika BUTICHAETLCS;
Cnoci6 e) Bzaemogito crnonyku popmynu (X):

0 NH
w0 O
) \N/ W/\)%R“)n

2
R R )

3i cnonykoto popmynm (XI):

D’X

(XI)

Ae D asnse coboto rpyny, sika BUTICHAETLCS;

Cnoci6 x) gnsa cnonyk cdopmynu (1), y skmux X aB-
nse coboto -C(O)-; Baemopito cnonykn popmynu (X)
3i cnonykoto chopmynm (XII):

0]
HO (®S),
(X11)
NH e)
PgO + (XD
r? rs (RY,
(Ila)

1 H R
LbA  R-_N b
am-——"—""( R L b
7 8 (R%),
o R7 R

R (1)
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i noTimM, Npn HeobXxigHOCTI:

i) nepetBopeHHs cnonykn copmynu (1) B iHwWy
crnonyky cdopmynu (1);

i) BuOoaneHHs Byab-aKMx 3aX1CHUX rpyn;

i) yTBOpPEHHS chapmMaLeBTUYHO MPUAHATHOI COni.

L aBnse coboto rpyny, sika BUTiCHAETbCA. Tiaxo-
AAWMMM 3HaYeHHsaMK ana L e ranoreH, Hanpuvknag
xnop i 6pom, neHTadpTOopdPeHokcM U 2,5-
OoKconiponianH-1-inokcu.

D sBnsie coboto rpyny, sika BUTICHAETbCA. [ligxo-
AAWMMK 3HaveHHamMn ana D e ranoreH, Hanpuknag
xnop, 6pom i hog, To3unaT i Meaunar.

M sBnse coboto meTanoopraHiyHy rpyny, lligxo-
AAWMMK 3HavYeHHaMn ans M e opraHokyrrpatu. Ha-
npuknag Culi, umMHkopraHivHi cnonyku, Zn, abo pea-
reHT puHbsapa, Hanpwknag, MgG, ae G asnse coboto
ranoreH, Hanpuknag, xmnop.

KoHkpeTHMMM ymMoBaMu peakuii Ans suweonuca-
HOT B3aEMOAIT € HacTyrMHi yMOBW.

Cnoci6 a) Cnonyku dopmynu (II) moxyTb 6yTn
nepeTeopeHi B cronyku chopmymu (1): (i) y ski R? siB-
nsie cobor uiaHo 1 R® sBnse coboto OMMeTnamiHo
abo pgieTmnamiHo; y NPUCYTHOCTI OCHOBW, Hanpvknag,
rigpokcuay HaTpito, Y MigxogawoMy pPO3YUMHHUKY, Ha-
npvknazg, BOAHOMY MeTaHOMi Npu KiMHaTHIA Temnepa-
Typi. (i) y siki @60 R* i R® HesanexHo BuUGMpatoTh i3
Cuisankintio; abo R* i RP pasom yTBOptotoTb 1,3-
AuTianin abo 1,3-guTionaHin; y npucyTHOCTI peareH-
Ty, TaKoro sk cinb pTyTi, Migi abo cpibna, Hanpuknag,
Hg(ClO4)2, CuCl, abo AgNO3/Ag,0O, y npuCyTHOCTI
NigXoAsLOro pPO34YMHHWKA, Hampuknag, MeTaHony,
aueToHy abo etaHony, npu TemnepaTypi B iHTepBani
Bif KiMHaTHOI TemnepaTypu OO TemnepaTtypu dner-
MU.

Cnonyku copmynu (II) MmoxyTb 6yTM OTpMMaHi Bi-
anosigHo go Cxemun 1:

Vwmoeu cnocoby

X
PgO
(RY)

R7 R " (Ib)

ii) FGI

X
N @(Rﬂm

[ 1) 3HATTA 3aXUCTY

(Ikc)

Cxema |

ne Pg sBnsie coboto rigpokcy 3axucHy rpyny, siK
BU3HAYeHO B JaHOMy BMHaxodi Hwx4e; i D asnse co-
0010 rpyny, sika BUTICHAETLCS, SIK BU3HAYEHO B AAHO-
MY BMHaxOAi BuLLE.

3HATTA 3axUCTy AN TiPOKCU 3aXUCHUX Tpyn Ao-
Ope BiAOMO B AaHin ranysi TexHiku. MNpuknaam Takoro
3HATTS 3aXUCTU HaBeAEHI B JaHOMY BUHAXOAi HUXYe.

FGI o3Hauae B3aemonepeTBOPEHHS CYHKLiOHa-
NbHUX rpyn. Y BULLEHaBeAEHI cxeMmi Taki nepeTBo-
PEeHHsA MiX rigpokcu rpynoto 1 rpynoto D gobpe Bigomi
B [aHiN ranysi n 3HaxogaTbCsl y KOMMETeHLUii cepea-
HbOro haxiBug B AaHin ranyai.

Cnonyku dopmynu (lla) i (Ild) Bigomi 3 nitepaty-
pu, abo ix ogepXylTb 3a AOMNOMOrow CTaHAAPTHUX
cnocobiB, BiooMuWX y AaHil ranysi.
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Cnoci6 6) Cnonyku cdopmynum (Ill) i (IV) moxHa
nigaaBaTth CNifbHIA peakuil MoXHa niggaesaT Chiflb-
Hi peakuil B MPUCYTHOCTI 3B'A3yBanbHOI PEYOBUHW,
Hanpvknazg guuumknorekcunkapbogiiminy abo EDC, y
NigXOAALWOMY PO3YMHHKKY, Hanpuknag guxrnopmerta-
Hi. TT® abo npocTomy gieTunosomy eqipi.

Cnonykn copmynu (lll) moxyte 6yTM oTpumaHi
BignosigHo oo Cxemu 2:

NH
+ (X
PgO

@) ®

i) ¥YMoBu criocoOy e)
ii) 3HATTA 3aXHCTY

—_—

(1)

Cxema 2

ne Pg saBnsie coboto rigpokcy 3axucHy rpyny, ik
BM3HAYEHO B JAHOMY BMHAXOi HUXKYE.

3HATTSA 3axMCTy ANSA FAPOKCKU 3aXMCHUX rpyn Ao-
Ope BiOOMO B AaHin ranysi TexHikv. MNpuknanu Takoro
3HATTSA 3aXUCTW HAaBEAEHI B JAHOMY BUHAXOAi HUXKYe.

Cnonyku dopmynu (Illa) i (IV) € komepuiiHo goc-
TYNHUMU cnonykamu, abo BOHM BifoMi 3 niTepaTypu,
abo X oepXylTb 3a JOMOMOroK CTaHO4APTHUX CMo-
cobiB, BiJOMWX y aHin ranysi.

Cnoci6 B) Cnonykn dopmynu (V) i (IV) pasom
MOXYTb NigAaBaTUCA CMOMYYEHHIO B MNPUCYTHOCTI
nigxoosaLwoi 3B'A3yBanbHOI PevYoBUHM. AK Nigxoasiui
CMONyYHi peareHTM MOXYTb 3aCTOCOBYBaTUCH CTaH-
OapTHI NenTuaHi cnonyyHi peareHT, BiAOMi B AaHin
ranysi, abo Hanpuknag kap6oHingiimigason i gMuuk-
norekcurn-kapbogiimia, HeoboB'A3KOBO B MPUCYTHOCTI
KaTanisaTopa, Takoro sik AuMmeTunamiHonipuanH abo
4-niponignHonipnanH, HeobOoB'A3KOBO B MPUCYTHOCTI
OCHOBW, Hampuknag, TpueTunamiHy, nipuguHy, abo
2,6-An-TpeT-nipuavHiB, Takux €K 2,6-nytaMH abo
2,6-an-TpeT-6yTvnnipuamnH. MNigxogawmmm po3ynHHU-
KamMy € gumeTunaueTtamig, AuxnopmeTtaH, GeHson,
TeTparigpodypaH i aumeTtundopmamig. Peakuiio
CMOnyYeHHs MNigXoAnTb MOXHa 3AiNCcHI0OBaTU Mpu Te-
mnepartypi B iHTepBani Big -40 no 40°C.
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Migxoaawmmmn akTMBOBaHMMU NOXiAHUMW KUCIOT
€ rasfioreHaHriapuan KUCnoT, Hanpwuknag, XropaHrig-
puawn, i akTMBOBaHI cknagHi edipu, Hanpuknag, neH-
TacpTopdeHinoBi cknagHi edipun. Peakuia cnonyk umx
TMNiB 3 amiHamu Jobpe BigomMa B [aHiv ranysi TexHi-
KW, Hanpuknag, BOHN MOXYTb B3aEMOAIATM B NPUCYT-
HOCTi OCHOBM, TaKoOi SIK BKa3aHi BuLe, i B NigxoasaLo-
My PO34YMHHUKY, TakOMy SK BkasaHi Bulie. Peakuito
3BMYANHO MOXHa 3AiVicHIOBaTM Npw TemnepaTtypi B
iHTepsani Big -40 no 40°C.

Crnonykn dopmynu (V) MoxyTb OyTn oTpumaHi
BignosiaHo o Cxemu 3:

NH
Rb\ + (X1)
N

(R,
Pg (Va)

1) YmoBu criocody e)

il) 3HATTA 3axHCTY
—_—-

(111)

Cxema 3

oe Pg sBnse coboto amiHO 3axucHy rpyny, sk Bu-
3Ha4yeHo B AaHOMY BUHaxofdi Hwx4de. daxiBelub Yy Aa-
HiM ranysi TexHiku BisbMe [0 yBaru, Lo KOnu R® aB-
nsae cobo BOAEHb, TO Uel BoAEeHb TaKOX MOTPiOGHO
3aXMCTUTK 3a OOMOMOrOK NIAXOAALLOI 3aXMCHOI rpy-
nu.

BHATTS 3axuUCTy Ons amiHo3axUCHUX rpyn gobpe
BiJOMO B [AaHin ranysi TexHikn. [Npuknagu Ttakoro
3HATTS 3aXMCTU HaBeAEHI B JaHOMY BUHaXOZi HUDKYeE.

Cnonykn cdopmynu (Va) € komepuiiHO [ocCTyn-
HUMK crionykamu, abo BoHM Bigomi 3 nitepatypu, abo
X o4epXyrTb 3a LOMNOMOroK CTaHAapTHUX crnocobis,
BiJOMVX Yy OaHiv ranysi.

Cnoci6 r) Cnonyku cdopmynum (V1) i (VII) moxHa
nigaaBatv peakuii B MigxoasawoMy PO3YMHHUKY, Ta-
komy sik AXM abo 1,2-guxnopeTtaH, HeOOOB'I3KOBO B
npucyTHocTi kucnotu Jlbloica, Hanpuknag AICI,, Big
0°C po kimHaTHOT TeMnepaTypu.

Cnonykn copmynu (VI) MmoxyTb 6yt oTpumaHi
BignosigHo o Cxemu 4:

X
— w @(an
) + (XD .
RO)W RO &9,

YMoBH criocoby
o ¢ ONH .
R” R8¢ (RY,
(Vla)
FGI

R’ RS
(VIb)

l 3HATTS 3aXHCTY

X
O (\N (RS),
HO

R7 R ROy

Cxema 4

ne R*0C(0) ssnsie coboto cknagHoedipHy rpyny.

Migxooawmmm 3HaveHHsmu ansa R™ e Cieanun.
3HATTS 3axucTy R® kapBOKcK 3aXUCHOT rpynu MoxHa
3[ificHIOBaTM B CTaHOAPTHWX YMOBax, Hanpwvknag,
KMCMOTHOro abo Ny>XHOro rigponi3dy, Taknx sik yMOBH,
HaBe[eHi B JaHOMy BMHAXOAi HUXKYe.

FGI o3Hayae B3aeMonepeTBOPEHHs1 (OYHKLiOHa-
NbHUX Tpyn. Y BuULEHaBedeHin cxeMi Taki nepeTBo-

PEHHSI MK KUCINOTHO rpynoto i rpynoto -C(O)L gob-
pe BigOMi B AaHin ranysi i 3HaxogATbCs y KOMMNeTeH-
Lii cepegHboro cpaxisus B AaHin ranysi.

Cnonyku cdopmynu (Via) i (VII) € komepuinHo go-
CTYMHUMU cronykamu, abo BOHM BigoMi 3 nitepaTypw,
abo ix ogepXyloTb 3a JOMOMOIo CTaHAapTHMX CMo-
cobiB, BigOMMWX Y AaHil ranyasi.
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Cnoci6 a) Cnonykun cdopmynu (VII) i (IX) moxHa
nigaasaTti peakuil B NigxXoasWwomy anpoTOHHOMY po-
34MHHKKY, Takomy sk TI'® abo npoctun edip, npu
Temnepatypax B iHTepani Big -78°C po 0°C.

Cronykn dopmynu (VIII) moxHa opepxyBaTu 3i
cnonyk copmynu (He) y ctaHgapTHux ymoBsax, Bifo-
MUX y AaHin ranysi TexHikv. Hanpuknag, skwo M sas-
nse cobolo MiAHOOPraHiYHUA peareHT, Taki Cromnyku
MOXYTb ByTn oTpMMaHi BignosigHo Ao Cxemm 5:

i) u-BuLi, TI'®, -78°C
ii) Cul
(Ic) (VIII)

Cxema 5

Cnonyku dopmynu (IX) € KOMepuinHO JOCTYNHK-
Mu cnonykamu, abo BOHM Bigomi 3 nitepaTypu, abo ix
OOEpPXylTb 3a AOMOMOroK CTaHAAPTHUX crnocobis,
BIJOMMX Y OaHin ranysi.

Cnoci6 €) Cnonykn cdopmyrm (X) i (XI) moxHa
nigaasati peakuii B MiAXOASLWOMY PO3YMHHUKY, Ta-
komy sk OM®PA, N-meTtunniponiguHoH abo aumeTu-
naueTtamig y npuCyTHOCTi OCHOBMW, Takoi siKk TpueTu-
namiH a6o giisonponineTunamif, y TENNOBOMY peXumi
abo B MiKpOXBUITLOBOMY peakTopi.

Cronykn dopmynu (X) MoxyTb 6yTn oTpumaHi
BignosigHo oo Cxemu 6:

VYMoBu crniocoBy

N“ 6) abo B)
awy + X)
HW
(Xa) (Rd)"
NH VYmoBu crnocoby
)
axy 4+ M l = - X)
R” R* (R,
(Xb)

Cxema 6

ae M gaBnge cobolo mMeTanoopraHivyHy rpyny, sk
BM3HaA4YeHO B JaHOMY BUHaxozi BULLE.

Cnonyku dopmynm (Xa), (Xb) i (XI) e komepuiiHo
OOCTYNHMMM cnonykamu, abo BoHM BigoMi 3 niTepa-
Typu, abo ix ofepXytTb 3a AONOMOroK CTaHAapPTHUX
cnoco6iB, BioOMUX y AaHin ranysi.

Cnoci6 ) Cnonykn cdopmynm (X) i (XII) moxHa
nigaaBaTti CNOMyYeHHIO B yMOBax, HaBeaeHux y Cno-
cobi B).

Cnonykn dopmynu (XIlI) € komepuiiHo gocTyn-
HMMM crnonykamu, abo BoHU Bigomi 3 nitepaTypu, abo
X oQepXyloTb 3a AOMNOMOroK CTaHA4apTHUX Cnocobis,
BIJOMUX y AaHin ranysi.

MpuroTtyBaHHA hapMaueBTUYHO MPUAHATHOI COni
3HaxXoOQUTbLCA B KOMMETEHUi cepeaHboro daxisus B
ranysi opraHiyHoi Ximii 3a JOMOMOrol CTaHOAPTHUX
METOAVK.

Takox cnig BpaxyBaTu, WO MEBHi Pi3Hi KinbLeBi
3aMiCHMKM B Crofykax 3rigHo i3 JaHUM BUHAxXo4oM
MOXyTb OyTW BBeAEHi 3a [LOMOMOroK CTaHOAPTHUX
peakuii apomMaTU4HOro 3aMilleHHss abo oTpumaHi
WNsaxoM moaudikauii  3BMYamHMX  PYHKLiOHaNbHMX
rpyn sik nepea, Tak i 6e3nocepeHbO nicnsi cnocobis,
OMuCaHnX BuULLe, i NO CyTi BKNIOYEHI Y BapiaHT 3ginc-
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HeHHs crnocoby BianosigHO A0 BMHaxony. PeareHTw,
BUKOPUCTOBYBaHi N5 BBEAEHHSA TakUX KinbLEBUX
3amicHukiB, € abo komepuiiHo JocTynHuMKn abo Mo-
XyTb ByTn oTpumaHi cnocobamu, fobpe BigoMUMU B
AaHin ranysi.

BBepeHHAM 3aMiCHMKIB y KinbLe MOXHa nepet-
BOPIOBaTW OAHY crnonyky dopmynu (1) B iHWY cnonyky
dopmynu (1). Taki peakuii 1 mogudikauii BKNoYaroTh,
Hanpuknag, BBeOEHHs1 3aMiCH/Ka 3a 4ONOMOrow pea-
KUii apoOMaTMYHOrO 3aMilleHHs, BiAHOBMEHHSA 3aMmic-
HWKIB, ankinyBaHHs 3aMiCHUKIB, OKUCMEHHS 3aMiCHK-
KiB, ectepudikauii 3aMiCHUKIB, amigyBaHHs
3aMiCHVKIB, YTBOPEHHSA reTepoapunbHux Kineub. Pea-
reHTM M YMOBU peakuin ona Takmx meTtoaumk gobpe
Bigomi B ranysi ximii. KpawwymMun npuknagamm peakuin
apoMaTUYHOrO 3aMilLeHHs € BBEAEHHS ankokcuiis,
peakuii [ia3oTyBaHHA 3 HaACTYMHUM BBEOEHHAM Ti-
OMnbHOI rpynu, CNUPTOBOI FPynu, ranoreHoBOoi rpynu.
Mpuknagammn Moamikauin €; OKUCNEHHS ankinTiorpy-
nu 0o ankincynbgiHiny abo ankincynedgoHiny.

daxiBelb B ranysi opraHiyHoi XiMmii MoXxe 3acTo-
coByBaTM W mMogudpikyBaTu BiOQOMOCTi, HaBedeHi Yy
BULLIEBKA3AHNX MOCUNAHHSAX, a TaKoX BigOMOCTI, Ha
AKi NOCMNaKTbCA B LMX 3asBKax, i B CyNyTHiX npukna-
Jax y umMx 3asiBKax, i TakoX y Mpuknagax, HaBegeHmx
y AaHOMY BUHaxodi, AN oAepXaHHs HeoOXigHUX BU-
XiogHMx MmartepianiB i npoaykTiB. HeobxigHi BuxigHi
peYvYoBMHM AN METOAMK, TaKi sIKk onuncaHi BULLLE, SKLLO
BOHM HE € KOMEpLiAHO AOCTYMHUMW, MOXYTb OyTn
OTPUMaHi 3a AOMNOMOro MeTOAMK, BUOpaHMX 3i CTaH-
OApPTHUX TEXHOSONA OpraHiyHoi  XiMmii, TEexXHOnorin,
aHanoriYyHux A0 CUMHTE3y BiJOMWX CTPYKTYPHO nogi6-
HUX CMOMyK, abo TEXHOSOrIN, aHanoriYHMX 40 BULLEO-
nUcaHnx mMeToamk, abo MeToauK, ONMCaHuX Yy MpPUK-
napgax. Cnig 3asHauuTW, WO 6GaraTto BUXIOHUX
peYoBUH AN cnocobiB CUHTE3Y, SIK OMUCAHO BULLE, €
KOMepLinHO JocTynHuMu Ta/abo nobpe onucaHumun B
HaykoBii niTepaTtypi, abo MoxyTb OyTM OTpumaHi 3
KOMEpPUINHO AOCTYMHUX CMOMyK 3a AOMOMOro Moau-
dikauin cnocobiB, ONMCaHMX y HayKOBI MiTepaTypi.
AK OCHOBHWIA NOCIOHUK ANsi YMOB 3AINCHEHHSA peakuii
N peareHTiB aBTopyM nocunawTeca Ha Advanced
Organic Chemistry, 4-e BugaHHsa, nig pea. Jerry
March, ony6nikoBaHy John Wiley & Sons 1992.

Takox cnig BpaxyBaTtu, WO AN AesKUX peakuin,
onncaHux y AaHOMy BUHaxofi, Moxe 6yTn Heobxia-
HUM/GaxkaHum 3axuwati 6yab-aKi YyTnuBei rpynu cno-
nyk. Bunagku, Konu Takul 3axucT HeobxigHun abo
OaxaHun, Bigomi axiBUEBi B AaHi ranysi TEXHIKW,
Tak camo §IK i migxoasili cnocobu ons Takoro 3axuc-
Ty. 3BUYaHI 3aX1CHI rPyNn MOXYTb 3aCTOCOBYBAaTUCSA
Bi4NOBIAHO A0 3aranbHOMNPUWAHATOI NPaKTUKK (Hanpu-
knag, gue. T.W. Greene, Protective Groups in
Organic Synthesis, John Wiley i Sons, 1991).

Mpuknagamm NigxoasaWwoi 3aXMCHOI rpynu Ans ri-
OPOKCWUMBHOI TPYNu €, Hampuknag, auunbHa rpyna,
HanpuvKnazg ankaHoinbHa rpyna, Taka sik aueTur, apo-
inbHa rpyna, Hanpuknag 6eHsoin, cuninbHa rpyna,
Taka sk TpuMeTuncunin, abo apunmeTunbHa rpyna,
Hanpuknag GeH3un. YMOBU 3HATTS 3axucTy ANs BU-
Le3rafaHnx 3axMCHUX rpyn rofloBHUM YMHOM ByayTb
3anexaTu Big BMOOpY 3axucHOi rpynu. Tak, Hanpu-
Knag, auunbHa rpyna, Taka sik ankaHoinsHa abo apo-
inbHa rpyna, MOXyTb OyTW BifWensneHi, Hanpuknag,
3a [JOMOMOrow rigponidy 3 nigxogslwiow OCHOBOWO,
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Takow HK rigpokcug nyXHOro MeTany, Hanpuknag
rigpokcma nitito abo HaTpito. AnbTepHaTUBHO, CUIi-
NbHa rpyna, Taka sik TpUMeTuncunin, moxe 6yTu Big-
LienneHa, Hanpuknag, 3a gonomorow dgTopuay abo
aKBOKUCIIOTW; abo apunmeTunbHa rpyna, Taka sik be-
H3WMbHa rpyna, Moxe 6yTu BigwenneHa, Hanpuknaa,
LUNAXOM TFiApyBaHHS B MPUCYTHOCTI KaTanisaTtopa,
TaKoro sk nanagiv Ha Byrinni.

MigxogAwmMMM 3axMCcHUMK rpynamu Ansi amiHor-
pynu €, Hampuknag, auunbHa rpyna, Hanpuknag an-
KaHoINbHa rpyna, Taka sk aueTws, ankokCuKapOOHi-
NbHa rpyna, Hanpuknag, MeTOKCUKapOOoHinbHa,
eTokcukapboHinsHa abo TpeT-6yToKkcukapOoHinbHa
rpyna, apunmeTtokcukapboHinbHa rpyna, Hanpuknag
6eHaunokcukapboHrin, abo apoinbHa rpyna, Hanpwu-
knag GeHs30in. YMOBU 3HATTA 3axvCTy OMS BULLe3ra-
OaHMX 3aXUCHUX FPyn rofioBHUM YMHOM ByayTh 3ane-
XaTtu Big BMOOpy 3axucHoi rpynu. Tak, Hanpuknag,
auunbHa rpyna, Taka sk ankaHoinbHa abo ankokcu-
kapboHinbHa rpyna abo apoinbHa rpyna MoxyTb 6yTn
BigLlenneHi, Hanpuknaa, WnaxoMm rigponisy 3 nigxo-
JSILLOK OCHOBOIO, TaKOK SK MigpOoKCuA Ny>KHOro meTa-
ny, Hanpuknag rigpokeug nitito abo Hatpito. AnbTep-
HaTMBHO, auunbHa rpyna, Taka 9§k  TpeT-
ByTokcukapboHineHa rpyna moxe 6yTu BiglenneHa,
Hanpuknag, WnaxoMm OOpobKM NigXO4sLLOo KUCMo-
TOM, TaKOK SK ConsiHa, cipyaHa abo gocdopHa Kuc-
nota abo TpudTOpOLTOBA KUCNOTa N apUIMETOKCU-
kapboHinbHa rpyna, Taka sk 6eH3nnokcukapOoHineHa
rpyna, moxe OyTu BigwenneHa, Hanpuknaz, LUAsxom
rigpyBaHHA B MPUCYTHOCTI KaTami3aTopa, Takoro sik
nanagin Ha Byrinni abo wnaxom obpobkM KMCNoTo
Jlbtoica, Hanpuknag, Tpuc(tpudTopauetaTom) Gopy.
MigxoQAwow anbTEepPHATMBHOK  3aXUCHOK  FPYMoK
AN NepBUHHOI amiHOrpynu €, Hanpuknaa, dTanoinb-
Ha rpyna, sika moxe OyTu BigwenneHa wnsxom obpo-
OKku 3 ankinamiHoM, Hanpuknaa, AMMeTunamiHonponi-
namiHom abo  2-rigpokcieTunamiHom, abo 3
rigpasuHoMm.

MigxoQAaLLo 3axncHO rpynot aAna kapbokcu-
NbHOI rpynu €, Hanpuknag, eTtepudikoBaHa rpyna,
Hanpuknag, meTunbHa abo eTunbHa rpyna, aka Moxe
O6yTv BigwenneHa, Hanpuknag, LAsSXoMm rigponisy 3
OCHOBOIO, Takol sk rigpokcug Hatpito, abo, Hanpu-
Knag, TpeT-6yTunbHa rpyna, sika Moxe 6yTu Bigwen-
NneHa, Hanpuknag, LWnsxom o6pobKM KMUCMOTOW, Ha-
npvknag, OpraHiyHOK  KMUCMOTOKW,  Takow  SK
TpudpTopouToBa kucnoTa, abo, Hanpuknag, 6eH3unb-
Ha rpyna, sika Moxe OyTu BigulenneHa, Hanpuknag,
LWNAXoM rigpyBaHHA B MPUCYTHOCTI KaTanisatopa,
Takoro sk nanagin Ha Byrinni.

3axucHi rpynn MoxyTb GyTu BigwenneHi Ha Oyab-
AKIN nigxoaswin cragii cuHTe3dy 3a 4ONOMOrow 3Bu-
YaHux meToauk, Aobpe BigoMux B ranysi ximii, abo
BOHW MOXYTb OyTu BigwlenneHi Ha Mi3Hin cTagii peak-
uii abo obpobku.

Ao HeobxigHa OMTUYHO akTWUBHA HOpMy Cro-
JNIYKN 3a BMHAxXo4oM, TO BOHa Moxe OyTu oTpumaHa
npv 34iNCHEHHI Oyab-AKOi 3 BULLEONMUCAHNX METOAUK
3 BUKOPUCTaHHAM ONTUYHO aKTUBHOI BUXIOQHOI pedyo-
BMHW (YTBOPKETHLCS, HaNpuKnaz, LUnsxom acuMmeTpu-
YHOT iHAYKLUiT nigxoaswoi ctagii peakuii), abo wnsixom
po3aineHHs paueMiyHoi bopmu cnonyku abo npomi-
)KHOrO NMPOAYKTY 3a JOMOMOIOH 3BUYaNHOI METOAMKM,
abo wnsaxoMm xpomartorpadiyHoro pos3dineHHs aiac-
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TepeoMepiB (SKLWO BOHW YTBOpPHOOTLCH). PepmeHTa-
TMBHI METOAMKN TAKOX MOXYTb ByTV npuaaTHUMKU ONns
ofepKaHHA ONTUYHO aKTUBHKX CMonyk Ta/abo npomi-
KHUX NPOAOYKTIB.

MogibHMM YMHOM, AKWO NOTPIGEH YMCTUI perioi-
30Mep CMonyku 3a BMHAXoAoM, TO BiH Moxe OyTu
OTpMMaHW NpW 3aiNcCHeHHi Byab-sKoi 3 BuMLLeonuca-
HUX METOOMUK 3 BUKOPUCTaHHSIM YMCTOrO perioizomepy
SIK BUXIQHOI peqyoBUHW, abo LIMASIXOM PO3AiNeHHs cy-
MiWwi perioizomepiB abo NPOMiKHMX MPOAYKTIB 3a A0-
MOMOIOH 3BUYAHOT METOOUKN.

Cnocobu gocnigXeHHs akTUBHOCTI hepMeEHTY

Cnonyku TecTyBanu Ans BU3HAYEHHS iHribyBaHHs
AT®-asHoi aktmBHOCTI GyrB 3a gonomoroto cdocdaT-
HOroO MeToAy BMSIBMEHHSA Ha OCHOBI MonibaaTty amo-
Hito/manaxitoBoro 3eneHoro (Lanzetta, P. A, L. J.
Alvarez, P. S. Reinach, i O. A. Candia, 1979, 100: 95-
97). HocnipxeHHsa 3piiicHioBanM B 6HaraTtonyHKoBMX
nnaHweTtax B 100 MKN peakuinHOro cepenoBuLla, Lo
MictuTb: 50 MM Tpuc-6ycep pH 7,5, 75 MM auetar
amoHito, 5,5 MM xnopug martito, 0,5 MM eTnnengia-
MiHTeTpaouTtoBa kucnota, 5% rniuepuH, 1 MM 1,4-
avTio-DL-TpeiT, 200 HM Guyaunin cuposaTkoBUI anb-
OymiH, 16 mkr/mn gerpagosaxoi JHK cnepmu nococs,
4 H E. coli GyrA, 4 H E. coli GyrB, 250 mkM AT® i
crnonyka B gumetuncynbdokeungi. Peakuii 3ynuHanu
3a pgonomoroto 150 MKN peareHTy, SIKMA BUABASE,
MonibgaT amoHito/ManaxiToBuii 3eneHun, Wo MiCTUTb
1,2 MM rigpoxnopugy ManaxitoBoro 3eneHoro, 8,5
MM TeTparigpaty monibaaty amoHito 1 1 M consiHy
kucnoty. AOGcopbuito nnaHweTta aHanisysanu B
nnaHweT-pigepi npu 625 HM i po3paxoByBanu 3Ha-
YeHHs1 iHribyBaHHA Yy BIiACOTKaX, BUKOPMCTOBYHOYM
KOHTpOnbHI AnmeTuncynbdokens (2%)-BmicHi peak-
LinHi cepepoBula sk 0% iHribyBaHHst 1 HOBOGIOLMH-
BMicHi (2 MKM) peakuiiiHi cepegoBmila sk 100% iHri-
OyBaHHs. Crnonyku TecTyBanu Ansi BU3HAYEHHS iHri-
O6yBaHHs1 AT®a3Hoi akTMBHOCTI Tonoisomepasu IV, sk
onucaHo Buwe anga GyrB, 3a BuHsaTkom Toro, wo 100
MK peakuinHOi CyMilli MICTUNM HacTyMHi KOMMOHEH-
Tn: 20 mM TRIS 6ydep pH 8, 50 MM aueTaT amokHito,
8 MM xnopwua marito, 5% rniuepvH, 5 MM 1,4-guTio-
DL-tpeit, 0,005% Brij-35, 5 mkr/mn perpagoBaHoi
OHK cnepmun nococs, 10 H E. coli Gyr, 10 H E. coli
Gyr, 160 mk AT®, i cnonyka B gumeTunn cynbgokcuai.
EdekTnBHICTb Cnonyku po3paxoByBanv Ha OCHOBI
BUMIpIOBaHb 3HayeHb [Csp, BU3HAYEHMX 3 peakuii,
npoBefeHnx y npucytHocTi 10 pisHMX KOHUeHTpauii
CMOnyKu.

Cronyku i3 npuknagis y uinomy nposienanu <20
MKr/Mn.

Cnocobu TecTyBaHHsi YyTNUBOCTI HakTepin

Cnonyku pocnigpxyBanu wono aHtubakrepians-
HOI Ail ¢ 4ONOMOrol BU3HAYEHHST YyTNMBOCTI B PigKO-
My XMBUINbHOMY cepefoBuLli. Cnonyku po3sogunu B
anmveTtuncynedokenai n tectysanm B 10 gybnbosa-
HUX PO3BEAEHHAX Y OOCMiAXEHHAX vyTnuBocTi. Mik-
poopraHiamMmu, BUKOPWUCTOBYBaHI B AOCHIIKEHHI, BU-
powyBanuM  ApPOTArOM  HOYi B NigxXogswwomy
cepefoByLLi Ha OCHOBI arapy W noTiM cycneHgyBanm
B PiOKOMY >XMBUIIbHOMY CepefoBULLi, sike npuaaTHe
Ansi pocTy MmikpoopraHriamy. CycneHsis siBnsna coboto
0,5 McFarland, i popatkoBe po3BegeHHs 1 go 10
34iNCHIOBanNuM B TaKOMY X PiAKOMY XMBUIbHOMY cepe-
OOBULLI ANsl oAepXXaHHs1 KiHLEeBOI CycneHsii Mikpoop-
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raniamy B 100 mkn. MNnaHweTtn iHkybyBanu B nigxo-
aswmx ymosax npu 37°C npoTtarom 24 roguH nepes
BM3Ha4YeHHAM. BuaHavanu miHimanbHy iHribytody KoH-
LeHTpauilo K HaMMeHLY KOHLIEHTpauito nikapcbKoro

Nenpuknaga MIK HIN446  MIK MCA445
333 4 0,13
60 4 0.25
315 2 0,13
345 0,25 0,031
204 0,031 0,001

BignogigHo Ao noganbLuoro BapiaHTa 34iMCHEHHA
BMHaxoay, 3abesnevyeTtbes cnonyka popmynu (1) abo
il dhbapMaueBTVYHO NPUIHATHA Cinb ANs 3acTocyBaH-
HS B cnocobi TepaneBTUYHOrO NikyBaHHA NoanHuM abo
TBapWHMW.

Hamu 6yno BusBneHo, WO CNonyku 3rigHo i3 ga-
HMM BMHaxodoMm iHribyoTe GakTtepianbHy OHK-ripasy
" Tonoisomepasy IV i TOMy BOHM CTaHOBNATL iHTEpeC
oo ix aHTnbakTepianbHUX gint.

BignoeigHo 4o noganbLIoro BapiaHTa 34iMCHEHHA
JaHoro BuHaxopy, 3abe3nevyetbcsa cnocib ogepxaH-
Hs aHTubakTepianbHOI Aii B TENMOKPOBHOI TBapuHM,
TaKoi SK NAMHA, Aka noTpebye Takoro nikyBaHHS, LLO
nepenbavae BBeAEHHS BKa3aHii TBapuHi eheKTUBHOI
KINbKOCTi CNOMyKW 3rigHo i3 4aHuM BMHaxogom abo i
hbapmaLeBTUYHO NPUAHATHOI COni.

BignosigHo 4o noganbLloro BapiaHTa 34iMCHEHHS
BMHaxoay, 3abesnedyerbca cnocib iHribyBaHHa Gak-
TepianbHoi [HK-ripasn Ta/abo Tonoizomepasn IV y
TENMNOKPOBHOI TBApWHW, Takoi K MoguHa, ska norpe-
Oye Takoro nikyBaHHs, WO nepenbavae BBeAEHHA
BKa3aHi TBapuHi ePeKTUBHOI KinbKOCTi cnonyku ¢o-
pmynu (1) abo ii hapmaueBTUYHO NPUIRHATHOI CoMi, SIK
BM3HaA4YeHO B JaHOMY BUHaxXozi BULLE.

BignosigHo [0 noganbLloro BapiaHTa 34iMCHEHHS
BMHaxoay, 3abesnevyeTbca cnocib nikyBaHHs Gakte-
pianbHOI iHdeKUii B TEMMOKPOBHOI TBapUHW, Takoi SK
noauHa, gka noTpebye Takoro nikyBaHHS, Wo nepea-
6avae BBeOEHHS BKa3aHii TBapuHi ePEKTUBHOI Kirnb-
kocTi crnonyku ¢opmynm (1) abo ii papmaueBTU4HO
NPUMAHATHOT CONi, SIK BU3HA4YeHO B JaHOMY BMHaxogi
BULLE.

Moganblumin BapiaHT 34iACHEHHS AaHOro BUHA-
xoay sBnsie coboro cnonyky cdopmynu (1) i it dpapma-
LEeBTUYHO MPUMHATHI COMi ANd 3acTOCyBaHHA 4K Ji-
Kapcbkuii 3acib. Nigxoaswe nikapcbkuin 3acid aensie
coboto aHTubakTepianbHuMi 3acib.

BignosigHo 0o noganbLlIoro BapiaHTa 34iMCHEHHS
BMHaxony, 3abe3nedyeTbcs 3acTOCyBaHHS CMOMyKU
dopmynu (1) abo Ti hapmaLeBTUHHO NPUNAHATHOT coni
ONsi NPUroTyBaHHs Nikapcbkoro 3acoby Ans 3acTocy-
BaHHSA ONS ofepXXaHHsi aHTMbakTepianbHoi ail B Ten-
TIOKPOBHOI TBApWHW, TaKoi SK NioanHa.

BignosigHo 0o noganbLlIoro BapiaHTa 34iMCHEHHS
BMHaxony, 3abe3nevyyeTbCA 3aCTOCYBaHHS CMOyKu
dopmynu (1) abo ii hapmauLeBTUHHO NPUIHATHOI COni
ONsi NPUroTyBaHHs Nikapcbkoro 3acoby Ans 3acTocy-
BaHHA Ans iHribyBaHHa GaktepianbHoi OHK-ripasu
Ta/abo Tonoizomepasu IV y TennokpoBHOI TBapWHM,
Takoi gk nioauHa.

Taknm ymMHOM, Bi4MOBIAHO 4O NOAanbLIOro Bapia-
HTa 34iCHEeHHA BUHaxody, 3abe3nevyeTbcst 3acTocy-
BaHHA cnonyku dopmynu (1) abo ii papmaueBTUYHO
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3acoby, 3paTtHy 3meHwyBaTu pict Ha 80% abo 6inb-
we.

Mpuknag 48 nposiense MIK 0,13 mkr/mn no Big-
HoweHH ao Streptococcus pneumoniae. Pe3ynbTa-
TV 4NS iHWWX NPUKNaaiB HaBeAeHi B Tabnuui HkYe.

MIK SPN548 MIK SAU516 MIK EFM073

0,063 2 0,5
2 2 8
0,5 4 4

0,03 0,5 0,13

0,0039 0,031 0,016

NPUNHATHOI coni ANs NPUroTyBaHHA FiKapCbKOro 3a-
coby Ansa 3actocyBaHHs ANS NikyBaHHA GakTepianb-
HOI iH(peKUii B TENNOKPOBHOI TBApWHW, Takoi AK rio-
OnHa.

BignosigHo 0o noganbLlIoro BapiaHTa 34iNCHEHHS
BMHaxony, 3abe3ne4vyetbcs cnonyka cpopmynu (1) abo
1T papmaueBTU4HO NPUHATHA Cinb ANs 3acToCyBaH-
HS AN ogep)kaHHSA aHTubakTepianbHOI Aii B Tennok-
POBHOI TBapuHK, TaKoI K N0AMHA.

BignosigHo 0o noganbLlUoro BapiaHTa 34iNCHEHHS
BMHaxoay, 3abe3nedvyetbca cnonyka copmynm (1) abo
ii dbapMaueBTNYHO NPUNHATHA Cinb Ans 3acToCyBaH-
HS Ans iHridyBaHHA H6akTepiansHoi AHK-ripa3n ta/abo
Tonoisomepasu IV y TennokpoBHOI TBapuHU, Takol AK
nNoanHa.

Taknm 4mHOM, BigNOBIAHO A0 NOAanbLIOro Bapia-
HTa 3[4iMCHEHHSA BMHaxopy, 3abesneyyeTbcs cronyka
dopmynu (I) abo ii hapmaueBTUYHO MPUMHATHA CiNnb
ANs  3aCToCyBaHHA Ana nikyBaHHA 6akTepianbHoOi
iHgbeKUii B TENNOKPOBHOI TBAPUHK, TaKoi AK NIOAMHA.

Ons 3actocyBaHHa cnonyku cdopmynu (l) abo ii
apMaueBTUYHO NPURHATHOI coni, (Hagani B ubomy
po3aini CTOCOBHO hapmMaLeBTUYHOI KoMMo3uuii "cno-
NyKW 3a [JaHMM BuHaxodoM") Ans TepaneBTUYHOro
(Bkntovatoum  npocdpinakTMyHe) nikyBaHHA CCaBLiB,
BKIMOYAKOUM MOAENn, 30KpemMa, Ans niKyBaHHs iHek-
Ui, il 3BMYANHO rOTYHOTh BiAMNOBIAHO 4O CTaHAAPTHOI
hapMauUeBTUYHOI TEXHOIMOrii MPUrOTYBaHHS MikapChb-
Knx oopm y BUrnsai papmaueBTUYHOT KOMMO3KLLi.

OTxe, B iHWOMY BapiaHTi 3AiCHEHHA OaHWUIA BU-
Haxig 3abesnevye hapmaueBTUYHY KOMMO3uLito, Aka
MicTuTb cnonyky cdoopmynu (1) abo ii dhapmaueBTU4HO
NPUAHATHY Cinb, i hapMaLeBTUYHO NPUNRHATHUIA PO3-
pimpkyBay abo HOCIN.

BignoeigHo 4o noganbLloro BapiaHTa 34iMCHEHHS
BMHaxony, 3abesnedyeTbcs hapmaueBTUYHA KOMIMO-
3u1Lis, sKa MicTUTb cnonyky copmynu (1), Sk BU3Ha4ve-
HO B JlaHOMY BMHaxogi Bulle, abo ii hapmaLeBTUYHO
NPUAHATHY Cifnb, Y CNOMAy4YeHHi 3 apmMaueBTUYHO
NPUNHATHUM HanoBHOBa4YeM abo HocieM Ansi 3acTo-
CyBaHHSl ANl ofepxaHHs aHTubakTepianbHoi aii B
TENSIOKPOBHOI TBApMHK, TaKOI SIK NOAMHA.

BignoeigHo 4o noganbLuoro BapiaHTa 34iMCHEHHS
BMHaxony, 3abesnedyeTbcs hapmaueBTUYHA KOMIMO-
3u1Lis, sKa MicTUTb cnonyky copmynu (1), Sk BU3Ha4ve-
HO B JlaHOMY BMHaxogdi Bulle, abo ii hapmaueBTUYHO
NPUAHATHY Cifnb, Y CNOMAy4YeHHi 3 apmMaueBTUYHO
NPUIUHATHUM HamnoBHOBa4YeM abo Hociem Anst 3acTo-
cyBaHHsl Ans iHribyBaHHs GaktepianbHoi OHK-ripasu
Ta/abo Tonoizomepasa IV y TEnnokpPOBHOI TBapWHM,
Takoi AK noaunHa.

BignoeigHo g0 noganbLloro BapiaHTa 34iMCHEHHS
BMHaxopdy, 3abea3nedvyeTbca hapMaueBTUYHa KOMMO-
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3uLis, gKka MicTUTb cnonyky cdopmynu (1), Sk BU3HaYe-
HO B JaHOMy BMHaxopi BuLle, abo ii hapmaueBTU4HO
NPUMAHATHY Cifb, Y CMOMYyYeHHi 3 dapMaueBTUYHO
NPUAHATHUM HanoBHOBa4yem abo HOCiEM [ns 3acTo-
CyBaHHS OnA NikyBaHHA OakTepianbHOi iHdekuii B
TENNOKPOBHOI TBApPWHK, Takol K NOANHA.

Komnosuuii 3a BUHaxo4oM MOXYTb 3HaxXoAUTUCS
y bopmi, NpuaaTHin Ana nepopansHOro 3actocyBaH-
HS (Hanpuknag, y Burnsaai Tabnetok, Kopxis, TBepanX
abo M'akunx kancyn, BogHMX abo MacnsiHUX CyCneHsin,
€MynbCill, OUCNeproBaHUX MopoLkiB abo rpaHym,
cvponiB abo enikcupiB), AnS MiCLEBOro BBEAEHHS
(Hanpuknag, y BMrMsAai nact, mMasew, renis, BOAHUX
abo macnsHux pos4vuHiB abo cycneHsin), ans BBe-
OEHHS WNAXoM iHransauii (Hanpuknag, y Burnsiai ToH-
KonogpibHeHoro nopollky abo pigkoro aepos3ornto),
ONa BBEOEHHS LUNAXOM BOYBaHHA (Hanpwvknag, y Bu-
rmsiai ToHkonoApibHeHoro nNopoLuky), abo Anst napex-
TepanbHOro BBeAEHHs (Hanpuknag, y BUrnagi crepu-
NbHOro BoAHOrO abo MacnsHOro po34YuHy And
BHYTPILUHBOBEHHOIO, MiALWKIPHOrO abo BHYTPILIHLO-
M'A30BOro BBeAEHHS, abo y BUrmsaAi cyno3uTopito Ans
peKTanbHOro BBEAEHHS).

Komnosuuii 3a BUHaxogoMm MoxyTb OyTu oTpuma-
Hi 3BUYaWHUMK crnocobamu Npu BUKOPUCTAaHHI 3BU-
YaHnX apmaueBTUYHUX HanoBHIoBauiB, fobpe Bi-
OOMUX Yy JaHin ranysi. TakMM YMHOM, KOMMO3WLii,
npu3HaveHi Anst nepopanbHOro BBEAEHHS, MOXYTb
MiCTUTK, Hanpuknag, oguMH abo Aekinbka GapBHMKIB,
nigconogxysadis, apomaTm3artopiB Ta/abo koHcepBa-
HTIB.

Migxopsawi dapmaueBTUYHO NPUAHATHI HamnoB-
HIOBaYi Anst TabneTky BKINOYATb, Hanpuknag, iHepT-
Hi po3pigXyBaui, Taki K NakTo3a, kapboHaT HaTpito,
docdpaTt kanbLito abo kapboHaT KanbLito, rpaHyntoto-
i i AesuHTerpyrodi 3acobu, Taki sik KyKypyassiHUn Kpo-
XMarnb abo anbriHoBa KucnoTa; 3B'A3yBarnbHi pe4yoBu-
HW, Taki SIK KpOXManb; 3amacntoBadi, Taki sik cTeapar
MarHito, CTeapuHoBa KucrnoTa abo Tanbk; KOHCEepBaH-
T, Taki Ak eTun abo nponin n-rigpokcnbeHsoar, i aH-
TUOKCMOAHTH, Taki Ak ackopbiHoBa kucnoTa. Jlikapcbki
npenapatn y Burmsagdi Tabnetok mMoxyTb Oytn 6e3
nokpuTTs abo MOXyTb MaTu NokpuTTs abo gns mo-
aKTMBHOI PEYOBUHM B LUNYHKOBO-KULLKOBOMY TpPaKTi,
abo ansa noninweHHa ix ctabinbHocTi Ta/abo 30BHiLL-
HbOrO BUMNSAAY, ANS LbOro BMKOPUCTOBYIOTLCS 3BU-
YanHi 3acobu Ona NoKpuTTa W METOAMKM, sKi aobpe
BiJOMi B AaHin ranysi.

Komnosuuii ans nepopanbHOro 3acTocyBaHHS
MOXYTb 3HaxoOUTUCS Y BUINSAAI TBEPOAUX >XeNaTUHO-
BMX Karncyn, y sIKUX aKTUBHUI KOMMOHEHT 3MilLlaHnin 3
iHEpTHMM TBEPAMM PO3piMXXyBayeM, Hanpuknag, kap-
GoHaTOM Kanblito, docdaTtoM KanbLito abo Kaoni-
HOM, abo y BUMAAI M'SKMX XXeNaTUHOBUX Karncyn, y
AKX aKTUBHWIN KOMMOHEHT 3MillaHui 3 Boaok abo
MacrnoM, TakMMm §K apaxicoBa onif, pigkvi napadiH
abo MacnvHoBa onis.

BopaHi cycneHsii, sk npaBuno, MiCTATb aKkTUBHWUIA
KOMMOHEHT Yy (OpMi TOHKOMOAPIOHEHOrO MOPOLLKY
pasom 3 ogHum abo bBinblie cycneHgyl4MmMu 3aco-
6amn, TakMMKu Ik kKapbOKCMMETUNUENoNo3a HaTpito,
MeTunuentonosa, rigpokcunponinMeTunLentonosa,
anbriHat HaTpilo, MONIBIHIN-NIPONIAOH, TparakaHToBa
Kamedb i apaBilicbka kamenb; gucneprylummmn abo
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3MouyBanbHUMK 3acobamu, TakumMu siKk neumTuH abo
NPOAYKTU KOHAEHcaLii ankineHokcuay 3 >XUPHUMU
Kucnotamu  (Hampuknag —nonuokcieTuneHcTeapar),
abo npoaykTu KoHAeHcauii eTuneHokcuay i3 4OBro-
naHuytoroBMMmn anidatmyHuMmn cnupTamm, Hanpuknazg
rentagekaeTuneHokcuueTaHon, abo npoaykTu KOH-
AeHcauii eTuneHokcmay 3 NOXiAHMMM HEMOBHMX CKNa-
OHNX eqipiB XMPHUX KUCNOT i reKCUTY, Taki 9K Nonmo-
KcieTuneHcopbiTMmoHoornear, abo npPoayKTu
KOHOEHcaUil eTuneHokcugy i3 A0BronaHulroBumMm
anidatMyHuMn cnupTamu, Hanpuknag rentagekaeTtu-
neHoKkcmueTaHor, abo NpoayKTu KoHAeHcauii eTune-
HOKCMAy 3 MNOXiOHUMW HEMOBHUX CKNagHux edipis
XMPHUX KUCIOT i rekcuTy, Taki SK nomniokcieTmneHcop-
6iTMoHooneat, abo NPOAYKTU KOHAEHCcaLii eTUNEeHOK-
cuay 3 NOXiAHUMW HEMOBHMX CKNagHux eqipis Xup-
HUX KWUCNOT 3 aHrigpMgamu rekcuty, Hanpuknag
nonieTuneHcopbiTMoHooneat. BoaHi cycneHsii Takox
MOXYTb MICTUTU OAMH abo Oinblue KOHCEpPBaHTIB (Ta-
Knx sik etun abo nponin n-rigpokcubeHsoaTt, aHTUOK-
cuaaHTiB (Takmx Sk ackopbiHoBa kucnoTa), 6apBHUKIB,
apomaTusaTopiB Ta/abo nigconoaxysadiB (Takmx sk
caxapo3a, caxapvH abo acnaptam).

MacnsHi cycneHsii MoxyTb OyTn NpuUroToBneHi
LUMASIXOM CyCneHAyBaHHA aKTUBHOTMO KOMMOHEHTa B
pOCNVHHIN onii (Takin sk apaxicoBa orfis, MacnMHoBsa
onisi, KyHXyTHa ornist abo kokocoBa onist) abo B MiHe-
panbHOMy Macni (Takomy siK pigkui napadid). Mac-
NSAHI CYCMNEH3iT TakoX MOXYTb MICTUTU 3aryCHWUKM, Taki
aK OQKONUHWIA Bick, TBepaun napadiH abo ueTuno-
BUMA CcnUpT. TakoX MOXyTb AOAaBATUCS MiACONOOXKY-
Baui, Taki SK nepepaxoBaHi Bule, i apomaTtusaTopu
AN ofepXaHHA CMayHoro npenapaTy Ans nepopa-
NbHOro BBeAeHHS. Lli komnosuuii Takox MoxyTb ByTn
3axvLLEHi Bif, po3KnagaHHS LWMSXOM AoOaBaHHSA aH-
TMOKCUAAHTY, Takoro sik ackopbiHoBa kucnorta.

OduncneproBaHi NOPOLLKKX 1N rpaHynn, siKi NiAXOAATb
AN ofepXaHHSA BOOHOI CycneHsii WnsaxoM AodaBaH-
HA BOAW, SIK MPaBUIIO, MICTATb aKTUBHWUA KOMMOHEHT
pasom 3 gucneprytounm abo 3amMmouyBanbH1UM 3acob0M,
cycneHaytouum 3acobom i ogHMM abo Ginblue KoHce-
pBaHTamu. lMpuknagamm nigxogsawmx OAUCNEPryrUmx
abo 3mouvyBanbHUX 3acobiB i cycneHayrouux 3acobis
€ 3acobu, 3ragaHi Bue. Takox MOXyTb BKMHOYATUCA
[odaTkoBi  HanoBHIOBaui, iaki sIK nigconoaxysaui,
apomaTunsaTopu i GapBHUKN.

dapmMaueBTMYHI KOMMO3ULT 32 BUHAXO4OM TaKoX
MOXYTb 3HaxoAuUTUCA Yy BUrMSAI eMyrnbCii Macno-y-
Boai. MacnsHoto chasoo moxe GyTv pocrvHHa onis,
Taka siK MacnuHoBa onia abo apaxicoBa onisi, abo
MiHepanbHe Macrno, Take fK, Hanpuknag, piakui na-
padiH abo cymiw 6yab-skux nepepaxoBaHux 3acobiB.
Migxooswmmmn  emynbrylodnMMmM  3acobamm  MOXyTb
OyTu, Hanpuknag, NPUPOAHI CMOMK, Taki ik apaBiiicb-
Ka kamegb abo TparakaHToBa kamenb, NPUPOAHi o-
cchatnam, Taki K Cosl, NEUUTUH, cknagHi edipn abo
NoxiAHi HEMOBHUX CKNaaHMX edipiB XUPHUX KACNOT 3
aHrigpyaamm rekcuty (Hanpuknag copbitmoHoonear)
i NPOAYKTU KOHAEHCAaUil BKa3aHWX HEMOBHWX CKNaf-
HUX edipiB 3 €TUNEHOKCUAOM, TaKi K noniokcieTune-
HcopGiTMOHOONeaT. EmMynbcii Takox MOXyTb MiCTUTU
NiACONOAXYyBaHi, apoOMaTU3aTopu N KOHCEPBAHTMW.

Cuviponu i enikcrpu Takox MoXyTb OyTu npuroTo-
BfieHi 3 nigconogxyBadamu, TakumMu €K rhiLepuH,
nponineHrnikonb, copbiT, acnaptam abo caxaposa, a
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TaKoX MOXYTb MICTUTW 3acib, skui 3MeHLWwye nogpa-
3€HHs1, KOHCEPBAHT, apoMaTtun3aTop Ta/abo GapBHUK.

dapmaLeBTUYHI KOMMNO3MLi TAKOX MOXYTb 3Ha-
XOAUTUCA Y POPMi CTEPUMNBHOro PO3YMHY ANS iH'eKuin
abo macnsHoi cycneHsii, ski MoXyTb OyTM NpUroToB-
neHi BiANOBIAHO OO0 BiAOMUX METOAMK, BUKOPUCTOBY-
loun oauH abo Ginblie niaxoaaWwmMX AMCRepryiymnx
abo 3movyBanbHUX 3acobiB i cycneHaytounx 3acobis,
onuncaHunx suwe. CTepunbHUN nNpenapart Ans iH'ekuin
TakoX MOXe sIBNSATM COOOH CTEPUIbHUIA PO3YMH AN
iH'ekuii abo cycneHsito B HETOKCUYHOMY pO3pigKyBadi
abo PO3YMHHUKY, SKUA € NPUAHATHUM ONs NapeHTe-
panbHOro BBEAEHHS, Hanpuknag, po3ynH B 1,3-
OyTangioni.

Komnosuuii ans BBeQeHHS LWNISAXOM iHransauii Mo-
XKyTb 3HaxoQUTUCA Yy BUMMAAi 3BMYAMHOrO aepo3onio
nig nigBULLEHUM TUCKOM, MPUCTOCOBAHOIO AMs PO3-
noAiny akTMBHOIO KOMMOHeHTa, abo y Burnsai aepo-
30010, WO MICTUTb TOHKOMOAPIOHEHY TBEpAY pPeYoBM-
Hy abo pigki kpanni. MoxyTb 3acTtocoByBaTUCH
3BUYaHI NponeneHTn And aeposono, Taki 9K NeTki
dTOpoBaHi ByrneBogHi abo ByrneBoAHi, i aepo3onb-
HWIN NPUCTPIN 9BNSiE COBOK0 3BUYAHUIA NPUCTPI ANd
po3noainy A030BaHOi KiNbKOCTi akTMBHOIO KOMMOHEH-
Ta.

HopaTtkoBa iHopmaLia LWoao NpuUroTyBaHHs ni-
KapCbKMX npenapariB MiCTUTbCA B rnasi 25.2, ToM 5
«3aranbHoi  meguuHoi  ximii»  (Comprehensive
Medicinal Chemistry) (Corwin Hansch; ronosa pega-
KuiviHOT konerii), Pergamon Press 1990.

KinbkiCTb akTUBHOro KOMMOHEHTAa, fka HeobXxiaHa
0N OfepXXaHHS OAMHUYHOI NiKapcbkoi hopMu B Cno-
Ny4eHHi 3 ogHUM abo AekinbkoMa HamnoBHIOBaYaMMu,
HEOAMIHHO 3MIHIOETLCA 3aNEXHO Bif OpraHiaMy, siKuin
nigaaeTbCa MiKyBaHHIO, i KOHKPETHOro LUNSXy BBe-
OeHHs. Hanpuknag, npenapat, npusHadeHun ans
nepopanbHOro BBEAEHHS NoAsM, K NpaBuio, Mic-
TWUTb, Hanpuknag, sig 0,5 Mr 4o 2 r akTMBHOIO KOMMO-
HeHTa B CMOJTyYEeHHI 3 MigXoOALWO N MPUAHSTHO
KiNbKICTIO HaMOBHIOBAYIB, LLIO MOXe 3MiHIOBaTUCS Bif
npnbnunsHo 5 oo npubnusHo 98% Big 3aranbHOI Macu
komno3auuii. CTaHgapTHI 4030BaHi hopMu 3BUYANHO
MicTTb nNpubnusHo Big 1 mr oo 500 Mr akTMBHOro
KomnoHeHTa. [logaTkoBa iHdopMauia wWoao wnsaxis
BBEAEHHS W PEXUMIB BBELEHHA MICTUTbCA B rNnaBi
253 TomMm 5 «BaranbHoi MeaAWYHOI  XiMii»
(Comprehensive  Medicinal Chemistry) (Corwin
Hansch; ronoBa pepakuinHoi «konerii), Pergamon
Press 1990.

[onatkoBo 0O CNOMyK 3a AaHWM BUMHAXoAoM ha-
pMaueBTUYHa KOMMO3uULUis BignoBigHO A0 AaHOro Bu-
Haxogy TakoX Moxe BKno4yaTy abo cninbHo BBOAUTU-
ca (ogHo4acHo, nocnigoBHO abo OKpPeMo) 3 OAHUM
abo paekinbkoMa BigOMMMM fiKapcbkMMK 3acobamu,
BMOpPaAHUMK 3 iHLUIMX 3aCTOCOBHMX Y KriHiLi aHTMOakK-
TepianbHMX 3acobiB (Hanpuknag, Makposnigamu, XiHo-
noHamu, B-naktamamu  abo  amiHorniko3ugamu)
Ta/abo iHWMMKU npoTuiHdekuiiHuMmn 3acobamu (Ha-
npvknag, npoturpnbkosum Tpmasornom abo amdore-
pyuunHOM). BOHM MOXyTb BKM4aTM kapbaneHemu,
Hanpuvknazg, meponeHem abo imineHem, Ans po3wu-
peHHs TepaneBTUYHOI edeKkTMBHOCTI. Cnonyku Bigno-
BiHO 0O AaHOr0 BMHAXOAY TaKOX MOXYTb BKM4YaTu
abo cninbHo BBOAMTUCA 3 GakTepuumna-
HUM/36iNbLUyIOYMM NPOHUKHICTL Ginkosum (BPI) npo-
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ayktamu abo iHribitopamu BUBIAHMX NMOMN AN NOCK-
TNIEHHs1 aKTMBHOCTI NO BiOQHOLLUEHHIO A0 rpaMHeraTuB-
HUX GakTepin i GakTepi, Pe3sUCTEHTHUX OO0 aHTUMIK-
po6HMX 3acobiB.

Ak 3asHavyanocsa Bulle, BenuyMHa [03u, Heob-
XigHOT Ana TepanesBTMYHOro abo npodinakTUYHOro
NiKyBaHHA KOHKPETHOro XBOPOGNMBOrO CTaHy, 3BK-
YalHO 3MIHIOETLCA 3anexHo Big opraHiamy, Skui nig-
[aeTbCs NiKyBaHHIO, LUNSAXY BBEAEHHA W TSXKKOCTI
3axBOpPIOBaHHSA, SIKe NiggaeTbcsa nikyBaHHI0. [epesa-
)KHO 3acTocoByBaHa AoboBa Jo3a nepebysae B fia-
nasoHi 1-50 mr/kr. OgHak pgoboBa [os3a 3BMYaNHO
3MIHIOETLCA 3aneXHO Bif opraHiaMy, Sk nigaaeTbca
NiKyBaHHI0, NEPEBAXXHOIO LUMSXY BBEOEHHS 1 TSXKKOC-
Ti 3aXBOPIOBAHHA, Ake NigaaeTbcsa nikyBaHH. OTxe,
onTumanbHa Jdo3a Moxe OyTu Bu3HayeHa nikapem
iHOMBIAYanbHO ANst KOXKHOMO MaujieHTa.

HdopatkoBo iX 3acTocyBaHHA B TepaneBTUYHIN
MeauumHi, cnonyku dopmynu (1) i ix papmaueBTU4HO
NPUAHATHI COMi TaKoX KOPUCHI AK dapmaueBTUYHI
3acobu Onsa po3BWUTKY M CTaHO4apTu3aLii TeCToBaHMX
cuUCTeM B YMOBaAX in Vitro i in vivo Anst OLiHKW JiiA iHri-
6itopis AHK-ripa3u B nabopaTtopHux TBapuH, TakMX SK
KOTW, cobaku, KpOnuKM, MaBnu, Lypu W Muuli, Ans
NOLLYKYy HOBUX TepaneBTUYHMX 3acobiB.

B iHWKX BULEBKa3aHuX BapiaHTax apmaueBTu-
YHOI KoMMno3uuii, cnocoby, mMeToay, 3acToCyBaHHA 1
NPUroTyBaHHs fikapcbKkoro 3acoby TakoX 3acTOCOBY-
I0TbCSA anbTepPHATUBHI N Kpalli BapiaHTU 34iACHEHHS
CMonyk, onucaHi B JaHOMy BUHaxXozi.

Mpuknagn

Hani BMHaxig inloCcTpyeTbCA HACTYNHMMM MpUKNa-
aamu, gki He o6MexyoTb Moro obeary, y SKux, sIKLLIO
cneuianbHO He BKa3aHO iHakKLuUe:

(i) BMNapoByBaHHSI 34iNCHIOIOTL HA POTOPHOMY
BMNApHUKY y BakyyMi 1 npouenypy obpobku 3giic-
HIOIOTb MiCNsi BUOANEHHS 3anuLLIKIB TBEPAUX PEYOBUH
wnaxom ginbTpauii;

(i) peakuii 3giicHIOIOTL NMpU TemnepaTypi HaBKO-
NULLHBOTO CepefoBuLLa, sika 3BMYANHO 3HAXOAUTLCS
B giana3oHi 18-26°C, i npu HaaBHOCTI NOBITPS, AKLIO
cneuianbHO He BKa3aHO iHakwe, abo akwo daxiselb
y AaHiin ranysi He BBaxae NoTpibHMM npautoBaTn B
iHepTHIN aTmocdepi;

(iil) konoHkoBy xpomatorpacito (3a 4OMOMOrow
neL-MeToAMKM) 3aCTOCOBYHOTL ANSt OYULLEHHS CMO-
NyK i 30iNCHIOTb Ha cunikarenesin konoHui Merck
Kieselgel (apt. 9385), AkwWwo cneujanbHO He BKa3aHoO
iHaKLwe;

(iv) Buxoam npencraBneHi TiNbkv 3 METOHO iNCT-
pauii, i HeobOB'sI3KOBO, O MOXYTb OYyTW OOCATHYTI
MaKCHMMarbHi 3Ha4YeHHS;

(V) CTpyKTYpy KiHLUEBMX NPOAYKTIB 32 BUMHAX040M,
SK npaBuno, nigTeepaxysanu Ta gonomoroo AMP i
Mac-CnekTpanbHUX MeTOAIB [CMEeKTPU MPOTOHHOIO
MarHiTHOro pe3oHaHCy BKasyBanu B AyXKax i 3su4an-
HO BuMmiptoBanu B OMCO-ds, SKWoO cneuianbHO He
BKa3aHO iHaKwWe, BUKOPUCTOBYKOUM CMEKTPOMETP
Bruker DRX- 300, npautotoun Npu HANpY>XeHOCTi Nonst
300 Mlu. 3HayeHHs XiMiYHMX 3CyBiB BMMIptoBanu B
4YacT, Ha MIH, BiAHOCHO TeTpamMeTucunaHy sik BHyT-
PilHBLOro cTanAapTy (8 Wwkana) i niku MynbTUNNeTHO-
CTi NpeacTaBnanu B Takuii cnocib: s, cuHrneT; d, ay6-
net; AB abo dd, pybnet py6nertis; dt, gy6net
Tpunnertie; dm, gyénet mynbTUnneTis; t, TpunneT; m,
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MynbTURAMEeT; br, LWWMPOKUA; Mac-cnekTpanbHi AaHi
3BMYANHO ofepXKyBanu npu 6ombapayBaHHi LUIBUOKMW-
mMu atomamu (FAB), BMKOPUCTOBYIOYM CMEKTPOMETP
Platform (skui noctaBnsetbcsa Micromass) npu enek-
TPOPO3NUIIOBAnbHIl ioHi3auii 1, skwo 6yno gouinb-
HO, AaHi NO3NTUBHUX iOHIB @00 AaHi HeraTMBHMX IOHIB
36upanu]; abo sukopucToBytoun Agilent, cepii 1100,
PX/MCL, obnagHaHe Sedex 75ELSD, npautotoun B
APCI-pexumi, i, akwo 6yno OouinbHO, AaHi No3NTUB-
HMX ioHiB ab0 faHi HeraTMBHMX iOHIB 30upanu; obep-
TaHHSA NIOLLMHM NOMAPM30BAHONO CBITNa BU3HaYanm
npu 589 HM npu TemnepaTtypi 20°C, BUKOPUCTOBYHOUM
nonapumeTp Perkin Elmer 341; BTPX 3i 3BepHeHo
asoro 3a gonomoroto YMC Pack ODS- AQ (BHyTpi-
WHi po3amipyn 100x20 MM, po3mip YacTUHOK S- 5p, po-
3Mmip nop 12 Hm);

(Vi) KOXHWIA MPOMDKHWMI MNPOAYKT ouuMwanu [o
3BMYANHOrO piBHA, HEOOXIAHOrO AN HacTynHoi cTa-
4ii, i xapakTtepusyBanu [AOCTaTHbO AnS Toro, Lwob
nigTBEpAMTN NPaBUMbHICTL 3a4aHOI CTPYKTYpW; OYK-
LeHHA ouiHtoBanu 3a gornomoroto BTPX, TLUX ab6o
AMP i igeHTMdikauilo 3gicHoBann WNSxom iHdpa-
yepBoHOi cnektpockonii (I4), mac cnektpockonii abo
AMP cnekTpockonii, Ski € niaxoasawumu;

(vii) y Sknx MOXyTb BUKOPUCTOBYBaTUCH HaCTYMHI
CKOPOYEHHS:

OM®A aense cobowo N,N-gumeTtundopmamig;
DMA gaBnse cobotwo N,N-gumetunauetamig; TLUX
O3Hayae TOHKowapoBy xpomatorpadito; BTPX o3Ha-
Yyae piavHHy xpomarorpadito Bucokoro tucky; AMCO
saBnsie coboto ammeTuncynbdokena; CDCl; o3Havae
pentepoBaHun  xnopocgopm; MC o03Hauyae m™ac-
cnektpomeTpito; APCI o3Hayvae ximiyHy ioHi3aLilo npu
atMmocdepHomy Tucky; EtOAc o3Hauae eTtunauertart;
MeOH osHauyae metaHon; DIEA osHavae giisonponi-
netnamid; TOK os3Hayae TpudTOpPOUTOBY KUCHOTY;
HATU saBnse cobow N-[(aumeTunamiHo)-1H,2,3-
Tpuasono[4,5-b-]nipngunn-1-inmetnnex]-N-
MeTunMmeTaHamiHin  rekcadTopdocdar  N-okcug;
HOAT osHauae 1-rigpokcu-7-azabeHsotpuason; NMP
o3Havae N-metunniponiguHoH; TI'P osHayae TeTpari-
apocdbypaH; EtOH osHauae etaHon; PXMC o3Hauae
piouHHy xpomartorpadito/mac-cnektpomeTpito; OXM
03Ha4ae AnxnopMeTaH;

(viii) TemnepaTtypa HaBegeHa B rpagycax Lenb-
cito °C;

(ix) mikpoxsunboBun cuHtesatop Cwmita (Smith)
HanexwuTb Ao obnagHaHHS, Y SKOMY BUKOPUCTOBYETb-
Csl eHepria MIKpOXBUNb ANS HarpiBaHHA OpraHiyHmX
peakui 3a KOPOTKWUIA MPOMIKOK Yacy; Noro BUKOpUC-
TOBYBanu BIiAMOBIAHO [0 IHCTPYKUin BMpoOHUKa 1
opepxysanu Big Personal Chemistry Uppsala AB; i

(x) neperoHka Kugelrohr Hanexutbe o Tuny BCTa-
TKYBaHHS, WO MeperaHsie piavHW 1N Harpisae YyTnmBi
CMomnykn 3a [JOMOMOrol TemnepaTypy MNOBITPSIHOroO
TepMocTaTa; Moro BUKOPUCTOBYBamnu BiAMOBIAHO A0
IHCTpyKUin BMpobOHMKa W opepxyBanu Big Buchi,
Lesenuapia abo Aldrich, Minyoki, CLLUA;
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(Xi) SKLWO BUKOPUCTOBYETLCH MO3HAYEHHS LMC(+)
abo TpaHc(t), TO HeobxigHO BpaxyBaTW, WO BOHO
CTOCYETbCS paLeMivHoi cyMmiwi unc abo TpaHc isome-
piB, (-) abo (+) cToCcyeTbCA OKPEMOro eHaHTIOMepy, K
y Bunagky R,R abo S,S konu HaBegeHo B OyxKax.
O6epTaHHA BUMIptOBanNy Ana NepLuoi XipanbHOI cno-
NyKN B CXeMi CUHTe3y (AuB., Hanpuknag, NPOMiXHi
crnonykn 57 i 58) wnsaxom Bu3Ha4YeHHs obepTaHHA
NOTOKY, LLIO BUMMMBAE 3 XiparnbHOI KOMOHKK, 3a A0oMo-
Moroto nonspumetpa Perkin Elmer 341, y Touuj, y
AKIN enoleETLCA eHaHTioMep, MNOoTiIM HOMeHKnaTypa
uuc(-) abo uuc (+) NPoAOBXKYETLCS ANS BCiX CMONYK y
cuHTesi (Hanpuknag, MNpuknag 42 aBnse cobok KiH-
LieBY CMONyKy B CMHTE3i, AN AKOI K BUXIOHY pe4oBu-
HY BUKOPWCTOBYBanu NpoOMiXXHY Cnonyky 57); i

(xii) TXMC saBnsie coboto xpomartorpacpito B raso-
Bin pasi (mogenb 6890N) 3 Mac-cnekTpoMeTpoMm
(mogenb 5973), wo BurotoBneHa Agilent i Bukopuc-
TOBYETbCS BiAMNoOBIgHO 4O BKa3iBOK BUPOOHMKA.

Mpuknag 1

Uunc(z)metun 2-(4-{[(3,4-guxnop-5 -meTtnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuamH-1-
in)-1,3-tiazon-5-kapbokcunat

Cl Cl 2
H S 0
7\ N N— ])k J
Me% N Me
Me

MeTopn 1

Linc(z)3,4-amxnop-N-(3-meTokcuninepuamnH-4-in)-
5-meTnn-1H-nipon-2-kap6okcamig (MpomixHa cnony-
ka 50; 380 wr), wmetun 2-6pom-1,3-tiason-5-
kapbokcunat (276 Mr), po3uvMHsnM B 6Ge3BOAHOMY
DMA (5 mn). Jopnasanu DIEA (216 mkn) i cymiw Ha-
rpianu npyn 120°C npotsarom 7 roauH (roa). Cymiw
possogunu EtOAc, peTenbHO npoMmBany UMTpaTHUM
Oydepom, BOAO, CONAHMM PO3YMHOM, | BUCYLLYBanm
Haa NapSOs. OpraHiyHy hasy KOHUEHTpyBanu y Ba-
KyyMmi, OAEpXyluM BKasaHy B 3arofioBKy CMOMyKy Yy
BUMSAAI KOPMYHEBOT TBEPAOI pevoBuHY (337 mr).

MeTopg 2

AnbTepHaTVBHO BKa3aHi B 3arofioBKYy CMOMyKM
odepXyBanu 3a AOMOMOrol MiKPOXBUIBbOBOIO CUHTE-
3aTopa, niggalymn peakuinHy Cymill OAHOPEXUMHOMY
BrnuBy Mikpoxsunb npu 150°C uypoigrom 30 xBWnuH
(xB.) ab0 A0 3aBepLUEHHS peakuii, WO OujiHoBanu 3a
ponomoroto PXMC, BUKOPWUCTOBYHOYM MONAPHWIA an-
POTOHHUIA PO34MHHKMK, Takmi sk DMA, NMP a6o 1-
oyTun-3-meTnn iMigasonin-tetpadgTopbopaT sk pos-
YnHHUKM  peakuii. MC (ES) MH*: 447 pgns
C17H20CI2N40O4S; AMP: 1,65 (m, 2H), 2,09 (s, 3H),
3,07 (m, 3H), 3,48 (m, 1H), 3,63 (s, 3H), 3,86 (m, 1H),
4,15 (m, 2H), 6,91 (d, 1H), 7,45 (s, 1H), 11,19 (s, 1H).

Mpuknagm 2-33

HacTtynHi Mpuknagn ogepxysanu 3a 4ONOMOIow
METOAUKM, ONUCaHOoi B Npuknagi 1, i3 BkasaHux BMXia-
HUX peyoBuH (BP).



1,3-tiasosn-5-kapbokcHar
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2H), 3,71 (m, 2H), 3.81 (s,
3H), 4,15 (m, 1H), 4,42 (m,
2H), 7,18 (d, 1H), 7,98 (s, 1H),
12,29 (s, 1H)
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IIp. | Conyka Hani BP

2 metun 2-((35,4R)-4-{[(3.4- | MC (ES) MH":447 ana [pomixkHa criomyka
muxnop-5-metun-1H-nipon- | C7H20ClaN4O4S; SAIMP: 1,87 51 i metun 2-6pom-
2-in)kapOoHin]aMino}-3- (m, 2H), 2,05 (m, 2H), 2,27 (s, | 1,3-Tiazon-5-
METOKCHIIiIepHAnH- 1 -111)- 3H), 3,01 (m, 2H), 3,25 (s, KapOoKcHIaT
1.3-tiazon-5-kapbokcunar | 3H), 3,65 (m, 1H), 3,83 (s,

3H). 4.12 (m. 1H). 4,46 (m,
2H), 7,40 (d, 1H), 8,00 (s, 1H),
12,38 (s, 1H)

3 metun 2-((3R,48)-4-{[(3.4- | MC (ES) MH™:447 nns IpomixkHa criomyka
muxnop-3-metun-1H-nipoa- | C7Hz9ClaN4O,S; AMP:1,89 52 i metun 2-6pom-
2-in)kapOoHin]amiHo}-3- (m, 2H), 2.11 (m, 2H), 2,23 (s, | 1,3-Tiazon-5-
Mertokcuminepuauu-1-in)- | 3H), 3,33 (m, 2H), 3,46 (s, Kapbokcuar
1,3-tiazon-5-kapboxkcunar | 3H), 3,59 (m, 1H), 3,85 (s,

3H), 4,09 (m, 1H), 4,46 (m,
2H), 7,31 (d, 1H), 7,92 (s, 1H),
12,30 (s, 1H)

4 Luc(+)mernn 2-(4-{[(3.4- MC (ES) MH™:414 mns [MpomikHa crionmyka
madrop-5-metun-1H- C17H0F2N4O,S; SIMP: 1,72 56 i meTun 2-6pom-
nipon-2- (m, 2H), 1,79 (s, 3H), 2,3 (m, 1,3-tiazon-5-
L)kapGoniilaMino-3- 2H), 3,45 (s, 3H), 3.61 (s, 1H), | xapboxcunar
Merokcuminepaaun-1-in)- | 3,8 (s, 3H), 4,08 (m, 1H), 4,41
1,3-riazon-5-kapbokcunar | (m, 2H), 6,88 (d, 1H), 8,00 (s,

1H), 11,5 (brs, 1H)

5 Huc(=)metun 2-(4-{[(3,4- MC (ES) MH":475 nns ITpoMixkna cronmyka
maxnop-5-metun-1H-nipos- | CioHaaCLN4O4S; SAMP: 0,89 53 i meTnn 2-6pom-
2-in)kapbonin]amino}-3- (m, 3H), 1,54 (m, 2H), 1,87 1,3-tiazon-5-
npornokcuminepumua-1-im)- | (m, 2H), 2,26 (s, 3H), 3,37 (m, | kapGokcunar
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Lp. | Conoayka Jauni BP

6 Huc(£)metnn 2-(3- MC (ES) MH:473 nns TpomixHa cmonyka
(aninoxcn)-4-{[(3,4- C9Hp,CIaN4O4S; SIMP: 1,94 54 1 metun 2-6pom-
muxnop-5-metun-1H-nipox- | (m, 2H), 2,23 (s, 3H), 3,56 (m, | 1,3-ria3on-5-

2- 2H), 3,58 (m, 2H), 3,84 (s, KapOoKcHIaT
imkapbonrinjamino }minepn | 3H), 4,07 (m, 2H), 4,21 (m,
nuH-1-im)-1,3-Tiazon-5- 1H), 4,46 (m, 2H), 5,37 (m,
KapOoKcHiat 2H), 5,95 (m, 1H), 7,29 (d,

1H), 7,96 (s, 1H), 12,32 (s,

1H)

7 Lue(t)etun 4-(3- MC (ES) MH":531 1 [TpomixcHa criomyka
(aninoxen)-4-{[(3,4- Ca6Ha3ClHN4Oy 54 i IIpomixHa
JMXJI0p-5-Metun-1 H-nipo- crosyka 10
2.
imkapOonin]aMino}ninepu
JMH-1-im)xigomin-2-

Kapbokcunar

8 Luc(£)etun 4-(4-{[(3.4- MC (ES) MH":533 nnsa [TpomixHa criomyka
quxaop-5-meriii-1H-riipon- | CagH30ClaN4Oy 53 i ITIpomixna
2-in)xapGonin]amino}-3- crionyka 10
[PONOKCHIIIIEpHAHH- 1 -
in)xinonin-2-xkapboxcunar

9 Luc(+)metnn-2-(4-{[(3,4- | MC (ES) MH":435, 437 s [poMixHa cronyka
Juxaop-5-metun-1H-nipon- | Ci6H 7CLFN4O;S; AMP: 1,77- | 32 i meTun 2-6pom-
2-in)kapbouin]amino}-3- 1,79 (m, 2H), 2,12 (s, 3H), 1,3-Tiazon-5-
¢ropuinepuaun-1-in)-1,3- | 3.25-3,27 (m, 2H), 3,49-3,62 Kapbokcunar
Tia30/1-5-KapOoKCHuaT (dd, 1H), 3,68 (s, 3H), 3,95 (m,

1H), 4,00-4,24 (m, 1H), 4,82-
4,99 (m, 1H), 7,21 (d, 1H),
7,79 (s, 1H), 12,05 (brs, 1H)

10 Tpanc(+)mernn-2-(4-{[(3.4- | MC (ES) MH":435, 437 nns IIpoMixHa crionyka
auxjop-5-merun-1H-nipon- | CigH 7CL1FN4O3S 34 i metun 2-6pom-
2-imkap6onin)amino }-3- 1,3-tiazoin-5-
¢ropninepuaun-1-in)-1,3- KapbokcunaT

Tiazon-5-kapboxcuuar
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p cl
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IIp. | Cnomyka Jani BP

11 | merun 2-((3R,48)-4-{[(3,4- | MC (ES) MH":435, 437 s [TpomixHa crioayka
quxaop-5-merun-1H-mipon- | CigH7CLFN4O;S; AMP: 1,77- | 33 i metnn 2-6pom-
2-in)kapOoHin]amino }-3- 1,79 (m, 2H), 2,12 (s, 3H), 1,3-riazoin-5-
tbropminepuaun-1-in)-1,3- | 3,25-3,27 (m, 2H), 3,49-3,62 kapbokcunar
riazon-5-kapGokcunar (dd, 1H), 3,68 (s, 3H), 3,95 (m,

1H), 4,00-4,24 (m, 1H), 4,82-
4,99 (m, 1H), 7,21 (d, 1H),
7,79 (s, 1H), 12,05 (brs, 1H)

12 | Quc(x)erun 2-(4-{[(3.,4- MC (ES) MH:499, 501 ans IMpomixkHa cnonyka
muxinop-5-meTun-1H-ripon- | CgH;7CLFN403S 32 i erun 2-6Gpom-
2-im)kapboninlamino}-3- 1,3-6emnzoTiazon-7-
¢ropuinepuaun-1-in)-1,3- KapOoKcHIaT
6en3oTiazon-7- (rrarent US
kapboxcunar 5770758)

13 | Hue(x)Erun 2-(4-{[(3,4- MC (ES) MH™:511, 513 ans IMpomixHa crionyxa
muxyop-5-metin- | H-mipon- | C2aHp4ClaN4O4S; AMP: 1,45 50 i etnn 2-6pom-
2-im)xapbonin]amizo}-3- (t, 3H), 1,87 (m, 2H), 3,44 (s, 1,3-6Gensotiazon-7-
MeTokcuminepwanH-1-im)- | 3H), 3.46 (m, 2H). 3,67 (m, kapbokcumnar
1,3-6ensoriazoin-7- 1H), 4,23 (m, 1H), 4,28 (m, (matent US
KkapbokcHmar 1H), 4,36 (m, 1H), 4,47 (q, 5770758)

2H), 7,27 (d, 1H), 7,50 (t, 1H),
7,77 (t, 1HO, 12,26 (s, 1H)

14 | Huc(:)Metun 2-xnop-6-(4- | MC (ES) MH":477, 47914 ITpomixua cionyka
{[(3,4-nuxnop-5-MeTHI- CgH9Cl3NsOy; SIMP: 1,62 50 i meTun 2,6-
1H-ripon-2- (m, 1H), 1,77 (m, 1H), 2,18 (s, | ouxnopripumixnn-4-
imkap6onin)amiao}-3- 3H), 3,15 (m, 1H), 3,28 (s, kapOoxcHnar
METOKCHIIIIIEpHIHH-1 - 3H), 3,56 (m, 1H), 3,87 (s,
immipuaMigng-4- 3H), 4,11 (m, 1H), 4,30 (m,

Kapbokcuar 1H), 5,00 (m, 1H), 7,15 (m,
1HO, 7,36-7,48 (m, 1H), 12,16
(m, 1H)
15 Hue(x)ETun 2-(4-{{(4- MC (ES) MH™:427, 429 s ITpomixkHa crionyka

xJiop-5-Metun-1H-nipon-2-
imxkapGonin]amino}-3-
METOKCHITiTepH IHH-1-111)-
1,3-tiazon-4-kapbokcunar

.ll\n'le

o]
B N{‘N s
o]
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Me

]

C13H23C1N403; SIMP: 1,27 (t,
3H), 1,60 (m, 1H), 1,93 (m,
1H), 2,14 (s, 3H), 3.23 (m,
1H), 3,28 (s, 3H), 3,43 (m,
1H), 3,53 (m, 1H), 3,85 (m,
1H), 4,12 (m, 1H), 4,24 (m,
2H), 6,89 (s, 1H)

55 i etun 2-6Gpom-
1,3-tiazon-4-
kapbokcunat
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IIp. | Cnoayka Jani BP

16 | Luc(x)etun 2-(4-{[(3,4- MC (ES) (M +H): 461, 463 ITpomixkna crionyka
quxnop-5-metun-1H-nipon- | nns CigHaaClNgO4S 50 i eTun 2-6pom-
2-im)kapbonin]amino}-3- 1,3-tiazon-4-
MEeTOKCHIIINepHanH-1-11)- kapOoKcunar
1,3-tiazon-4-kapbokcunar

17 | HQue(x)etun 4-(4-{[(3,4- MC (ES) MH: 455 ans [TpomixHa cnomyka
jquxiop-5-metun-1 H-nipon- | CagHz4ClLN4Oy 50 i eTun 4-
2-imkapbonin]amino}-3- XJTOPIIPHIHH-2-
METOKCHIIIIEPUIHH- ] - kapboxcunatr (WO
Ln)mipuaaH-2-kap6okcunar 2004007657)

18 | Hue()merun 2-[4-{[(3.4- | MC (ES) MH :461 ans [IpomixHa cnonyka
auxnop-5-metun-1 H-nipon- | CisHCLINGO4S 74 1 meTHN-2-
2-im)kapGownin]amino}-3- GpomTiazon-5-
(METOKCHMETHII )ITiINEPH JUH kapOokcunar
-1-in]-1,3-tiazon-5-

KapOOoKCHIAT

19 | IJuc(+)mernn-2-{4-{[(3.4- | MC (ES) MH":460 ans [TpomikHa crionyka
nmaxaop-5-metun-1H-nipon- | CisHasClLhNsOsS 75 i meTun-2-
2-in)kapGoninjamino}-3- Hpomriazon-5-
[(MeTHnamino)MeTun|minep KapOoxcHnar
unaH-1-in}-1,3-tiazon-5-
kapbokcuat

20 | Lue(x)mernn 2-{4-{[(3,4- | MC (ES) MH":474 s [Tpomixkna cnoyka
quxiop-S-metii-1 H-nipon- | CjoHasCLNsO3S 76 1 MeTHI-2-
2-im)kapbonin]amino}-3- BpomTiazon-5-
[(numeTHmaMinO)MeTHN TN kapGokcHaT
epuauH-1-in}-1,3-tiazon-5-
kapbokcumar

cl Me
cl N.
Ma%H Me
N N
i o 6\' s, o
T
Me'
21 [uc(£)metnn-2-(4-{[(4- MC (ES) MH": 574 nns [Mpomixua croxyka

xnop-5-metun-1 H-nipon-2-
imkapbonin)amino}-3-
METOKCHIIINepHaHH-1-i1)-4-
{[(1-meTnn-1-
(beninern)aminokapGoHin
}-1,3-riazon-5-
kapGokcunar

Ca7H3,CINsOsS

16 i [Tpomikna
crionyka 55
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IIp. | Cnoayka Jaui BP
22 | Hue(x)merun-2-(4-{[(4- MC (ES) MH": 413 mns ITpomikHa cromyka

xJjop-5-metun-1H-nipon-2-
im)kapOoHinjamino }-3-
METOKCHITINepHAnH-1-11)-
1,3-tia3on-5-kapbokcunar

C.7H21Cl,\I4O4S; SIMP: 1,63 (S,
1H), 1,90 (s, 1H), 2,14 (s, 3H),
3,28 (s, 3H), 3,39 (s, 1H), 3,47
(s, 2H), 3,74 (s, 3H), 3,93 (s,
1H), 4,21 (s, 2H), 6,89 (d,
J=2,64 I'u, 1H), 7,71 (d,
J=1.91T'n, 1H), 7,84 (s, 1H),
11,64 (s, 1H)

55 i meTun 2-6pom-
1,3-Tiazon-5-
KapOokcuinar

23 | LHuc(x)metun-2-xnop-6-(4- | MC (ES) MH : 442 nna [TpomikHa crionyka
{[(4-xnop-5-meTun-1H- CisH,CLLNsOg4; SIMP: 1,63 (s, | S5 1 meTun 2,6-
miposn-2- 1H), 1,79 (s, 1H), 2,09 - 2,20 JMXJIOPIIPAMIIUH-4-
L1)kapOonin]amibo }-3- (m, 3H), 3,08 (s, 1H), 3,17 (d, | xapOokcunar
METOKCHIIIIIEpUANH-1 - J=5,27 I'u, 1H), 3,25 (s, 3H),

LT)mipuMiauH-4- 3,30 - 3,81 - 3,89 (m, 3H), 4,22

kapOokcuiar (s, 2H), 4,91 (s, 1H), 6,87 (d,
J=2,64Tu, 1H), 7,37 (s, 1H),
7,67 (d, J=7,72 'y, 1H), 11,62
(s, IH)

24 | Hue(x)metun-2-(4-{[(4- MC (ES) MH": 457 nnis [TpomixkHa crosyka
xnop-5-metui-1H-nipon-2- | CioHasCINGOsS; SIMP: 1,63 (s, | 55 i [Tpomikua
imkap6oHin]amino }-3- 1H), 1,84 - 1,99 (m, 1H), 2,12 | conyka 17
MeToKcurinepuaun-1-in)-4- | - 2,19 (m, 3H), 3,33 (s, 3H),

(meToxkcumeTni)-1,3- 3,35-3,38 (m, 1H), 3,52 - 3,57
Tia3on-5-kapOokcunar (m, 1H), 3,72 (s, 3H), 3,97 (s,
1H), 4,15 - 4,29 (m, 3H), 4,52
-4.61 (m, 2H). 6,89 (d, J=2,64
I'y, 1H), 7,70 (d, /=791 ',
1H), 11,63 (s, 1H)
25 | Hue(x)metun-2-(4-{[(3,4- | MC (ES) MH": 491 mns ITpomixkHa criomyka

JMXJI0p-5-MeThil-1 H-mipos-
2-im)kxap6oHinlamino }-3-
METOKCHIINepUIMH-1-i1)-4-
(metokcumeTH)-1,3-
'nason S-Kapﬁokcunar

l;an

N\(S\/[(o,ue
_«’

‘Me

C19H24C12N405S; SIMP: 1,66 -
1,81 (m, 2H), 2,14 - 2,22 (m,
3H), 3,29 (s, 3H), 3,33 (s, 2H),
3,36 (s, 3H), 3,55 (s, 1H), 3,73
(s, 3H), 3,97 (s, 1H), 4,20 -
4,35 (m, 2H), 4,57 (d, J=1,32
'y, 2H), 7,15 (d, J=8,29 I'y,
1H), 12,15 (s, 1H)

50 i [Tpomixua
crostyka 17
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IIp. | Cnoayka Jani BP

26 | Luc(x)etun 4-(4-{[(4- MC (ES) MH": 471 nas ITpomixkHa crioyka
xnop-5-metun-1H-nmipon-2- | C24H27CIN4Oy4; AMP: 1,38 (t, 55 i [Tpomixua
in)kapOonin]amino }-3- J=17,06 I'u, 3H), 1,80 (s, 1H), cmoayka 10
METOKCHITIIIEPHTHH- 1 - 2,15 (s, 3H), 3,27 (s, 3H), 3,36
im)xiHomin-2-kapOokcunar | - 3,42 (m, 3H), 3,64 (s, 3H),

3,84 (s, 1H), 4,41 (q, J=7,10
I'u, 2H), 6,95 (d, J=2,64 I'y,
1H), 7,57 (s, 1H), 7.69 (d,
J=1,16 'y, 1H), 7,73 - 7,82
(m, 2H), 8,11 (dd, J=17,14,
8,29 I', 2H), 11,65 (s, 1H)

27 | Huc(x)etun-2-(4-{[(3.4- MC (ES) MH": 455 mns [TpomirxkHa crionmyka
nuxnop-S-metun-1H-nipon- | CyH24ClhN4Og; AMP: 1,32 (t, | 50 i etun 2-
2-inm)kap6oHii|amiHo }-3- J=7,06 I'u, 3H), 1,72 (d, (GTOpI3OHIKOTHHAT
METOKCHIINEePUIMUH-]- J=0,75 I'u, 2H), 2,18 (s, 3H), (Konno, Akinori J.
1J1)i30HIKOTHHAT 3,13 (d, /=13,38 'y, 2H), 3,29 | Fluorine Chemistry

- 3,31 (m, 3H), 3,50 (s, 1H), (1998), 87(2), 137-
4,23 (s, 2H), 4,32 (q, J=7,03 140)

I'u, 2H), 4,67 (s, 1H), 6,97 (dd,

J=5,09, 0,94 'y, 1H), 7,14 (d,

J=8,10 I'u, 1H), 7,23 (s, 1H),

8,24 (d, /=5,09 ', 1H), 12,15

(s, 1H)

28 | Hue(x)ernn-4-(4-{[(4- MC (ES) MH": 421 nnst [TpomixHa cronyka
xaop-5-metui-1 H-nipon-2- | CyoHasCIN4Oy; AMP: 1,31 (t, S5 ierun 4-
imkapOoninjamiHo }-3- J=1,06 T'u, 3H), 1,61 (s, 1H), XJIOpHipUANH-2-
METOKCHITINepH/IHH-1 - 1,85 (s, 1H), 2,12 - 2,18 (m, kap6okcunar (WO
immipuauH-2-kapbokeunatr | 3H), 3,23 (s, 3H), 3,50 (s, 1H), | 2004007657)

3,89 (s, 2H), 4,19 (s, 3H), 4,30
(q,J=7,16 I'u, 2H), 6,89 (d,
J=2,83 I'u, 1H), 7,05 (dd,
J=6,03,2,64 T'u. 1H), 7.44 (d,
J=2,64 I'u, 1H), 7,67 (d,
J=8,10 I'y, 1H), 8,20 (d,
J=5.84Tu, 1H), 11,63 (s, 1H)
29 | Huc(+)3,4-nuxnop-N-[3- MC (ES) MH": 447 mns IIpomikHa cnonyka

MeToKcH-1-(2-
METHJIXIHOMIH-4-
un)ninepuauH-4-n]-5-
metui-1H-mipon-2-
KapOoKcamizt

C22H24CIN4O,

50 i 4-xn0p-2-
METHJIXIHOMIH
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IIp. | Cnoayka Jdani BP

30 | Hue(x)Merun 4-{[(3,4- MC (ES)MH": 474 [TpomixkHa cnomnyka
quxnop-5-metuin-1 H-nipon- | CigH2CINsOsS; AMP: 1,98 35 i meTun 2-6pom-
2-imxkap6onin]amino}-1-[5- | (m, 2H), 2,23 (s, 3H), 3,08 (m, | 1,3-tia3on-5-
(mMeTokcHKapOoHin)-1,3- 1H), 3,24 (m, 1H), 3,55 (m, kapOokcunar
Tiazon-2-in]ninepuauH-3- 1H), 3,66 (s, 3H), 3,79 (s, 3H),
kapOokcHIaT 3,97 (m, 1H), 4,23 (m, 1H),

o o o 4.63 (m, 1H), 7,64 (d, 1H),
j@_« sj)kg 7,95 (s, 1H), 12,01 (s, 1H)
Me” § N%‘N | Me
o
Me ©

31 | Hue(#)ernn 2-(4-{[(4- MC(ES) MH™ : 477, 479 nns [TpomixkHa cromyka
xnop-3-metun-1H-nmipon-2- | CoHaysCINGO4S; AMP:1,33 (t, | 551 etn 2-6pom-
in)xapGosnin]amino}-3- 3H), 1,76 (m, 1H), 1,83 (m, 1,3-6enzoTiazon-7-
METOKCHIITepUIHH- | -11)- 1H), 2,10 (s, 3H), 3,37 (m, kapbokcunar
1,3-6en3oriazon-7- 2H), 3,45 (s, 3H), 3,54 (m, (matent US
kapGokcHiar 1H), 4,21-4,29 (m, 3H), 4,36 5770758)

(g, 2H), 6,86 (m, 1H), 7,38 (t,
1H), 7,62-7,69 (m, 3H), 11,60
(s, 1H)

32 | Huce()erun 4-(4-{[(3.4- MC (ES) MH: 472 juis [TpomixHa crioyka
JudTop-5-mernn-1H- Ca4H26F2N4O4 56 i [IpomixHa
mipos-2- cromyka 10
im)kapGoninlamino}-3-

METOKCHIIINepuIuH-1-
Un)XiHOMH-2-KapOOoKCHIaT

33 | metnn 2-((3S,4R)-4-{[(3.4- | MC (ES) MH :435,437 s ITpomixHa crionyka
nuxnop-5-metun-1H-nipon- | CygHj7CLFN,O5S; IMP:1,77- | 36 i meTun 2-6pom-
2-im)xapGoninjamino }-3- 1,79 (m, 2H). 2,12 (s, 3H), 1,3-tiazon-5-
¢roprninepuaun-1-in)-1,3- | 3,25-3,27 (m, 2H), 3,49-3,62 KapOoKcHar
riazon-5-kapOoxcunar (dd, 1H), 3,68 (s, 3H), 3,95 (m,

1H), 4,00-4,24 (m, 1H), 4,82-
4,99 (m, 1H), 7,21 (d, 1H),
7,79 (s, 1H), 12,05 (br s, 1H)
Mpuknag 34 o}

Lnc(x)metun 4-(amiHokap6boHin)-2-(4-{[(4-xnop-5-

meTun-1H-nipon-2-in)kap6oHin]amiHo}-3-

mMeTokcuninepuanH-1-in)-1,3-tiason-5-kapbokcunat
Unc(x)metun-2-(4-{[(4-xnop-5-meTnn-1H-nipon-2-

in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-{[(1-
meTun-1-cerineTnn)amiHolkap6oHin}-1,3-tiazon-5-
kap6okcunat (Mpuknag 21; 0,058 r, 0,1 Mmonb) pos-
ynHANM B piBHMX o6'emax TOK i AXM. PeakuinHy cy-
MilW HarpiBanu B 3anevartaHin Tpybui 0O 30BHILLHBOT
Temnepatypu 85°C npoTtarom Houi. PeakuiliHy cymiw
KOHUeHTpyBanu Ana suganeHHsa OXM i Hagnuvwiky
TPK. 3anmwok posnoginann 3 EtOAc i NaHCOs i
OpraHiyHi EeKCTpaKkT\ BMCyLlyBanu 3a [OMOMOro
MgSOa4 i KOHUEHTpYBanu, oOepXyun XOBTY TBepay
peyosuHy (0,050 r, 100%). MC (ES) MH": 456 ans
C'®H2,CIN5OsS.

Mpuknag 35

Unc(x)2-(4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-1,3-
Tiazon-5-kapboHoBa kucnoTa

Cl Cl
H S OH
HO B 4
cH

3

Linc(x)metun 2-(4-{[(3,4-pnxnop-5-meTnn-1H-
nipon-2-in)kapoboHin]amiHo}-3-meTokcmninepnanH-1-
in)-1,3-tiazon-5-kap6okcunat (Mpuknag 1; 200 wmr)
po3uunHsanu B TT'® (50 mn). Jogasanu 2 H. LiOH (100
Mn) i cymiw Harpisanu npu 50°C npotsarom 18 roguH.
PeakuiviHy cymiw oxonogxysanu Ao Temnepatypu
HaBKOMNMULLHBLOrO cepeaoBULLa N MiAKUCISANM 3a A0MNo-
moroto 20% BOAHOI NMMMOHHOI Kncnotu. BoaHy casy
ekctparyBanu EtOAc i opraHiyHy c¢asy npomuBanmu
BOAOK, COMSHUM  PO34YMHOM, BMCYLUyBanu Hag
Na,;S0O4. OpraHiyHy a3y KOHLEHTpyBanu y BakyyMmi i
po3TuMpanu B MOPOLUOK i3 MPOCTUM AieTunosuM edi-
pOM, OZEPXyluM BKa3aHy B 3arosfloBKy CMOMYyKYy Yy
BUIMAgi He 30BCiM Ginoi TBepaoi peyoBuHuW. (164 mr).
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MC (ES) MH™: 433, 431 gnsi C1H1sC1oN404S; SIMP:
1,87 (m, 2H), 2,28 (s, 3H), 3,32 (m, 6H), 3,63 (s, 1H),
3,87 (m, 1H), 4,45 (m, 2H), 7,04 (d, 1H), 7,90 (s, 1H),
11,97 (s, 1H), 12,30 (s, 1H).

Mpuknagm 36-71

HacTynHi Mpuknagu cuHTedyBanu 3a AOMNOMOro
MeToay, aHanoriyHoro Ao onucaHoro B npuknagi 35, 3
BMXiAHUX pevoBuH (BP), HaBegeHux y Tabnuui Huxye.

Ilp. | Cnotyka AMP m/z BP

36 | Huc(+)2-(4-{[(3,4-muxmmop-5- 0,87 (m, 3H), 1,57 (m. 2H), 461 [Ipuknan 5
metin-1H-nipon-2- 1,93 (m, 2H), 2,24 (s, 3H),
in)kapGownin)amino}-3- 2,6 (m, 2H), 3,45 (m, 2H),
npomnokcuninepuaut-1-in)-1,3- | 3,69 (m, 2H), 4,36 (m, 2H),

Tiazon-5-kapboHOBA KHCI0Ta 7,23 (d, 1H), 7,87 (s, 1H),
12,34 (s, 1H)

37 | Hue(+)2-(3-(aninokcu)-4- 1,79 (m, 2H), 2,20 (s, 3H), 459 [puknan 6
{[(3,4-muxnop-5-meTun-1H- 3,38 (m, 2H), 3,71 (s, 1H),
nipon-2- 3,95 (m, 2H), 4,15 (m, 2H),
im)kapGonin]amino }minepuaun- | 5,26 (m, 2H), 5,91 (m, 1H),
1-im)-1,3-Tiazon-5-kapboHoBa 7,18 (d, 1H), 7,76 (s, 1H),

KHCJIOTa 12,19 (s, 1H)

38 | Hue(+)4-(3-(aninokcu)-4- 2,06 (m, 2H), 2,20 (s, 3H), 503 [Tpuxnan 7
{[(3.4-auxnop-5-metun-1H- 3,1-4,0 (m, 4H), 4,51 (m,
nipon-2- 3H), 5,18 (m, 2H), 5,82 (m,
in)kap6onin]amido} minepuans- | 1H), 7,29 (d, 1H), 7,57 (s,
1-in)xinonis-2-kapboHoBa 1H), 7,71 (m, 1H), 7,95 (m,

KHCTToTa 1H), 8,36 (m, 2H), 12,23 (s,
1H)

39 | Luc(£)4-(4-{[(3,4-nuxmop-5- 0,62 (t, 3H), 1,35 (m, 2H), 505 IMpuxnan 8
metun-1H-nipon-2- 2,13 (s, 3H), 5,36 (m, 2H),
im)kapbonin]amino}-3- 3,5-4,0 (m, 4H), 4,05 (m,

MPOMOKCHITIMEPHIHH- | - 2H), 4,43 (m, 2H), 7,20 (d,

um)xinonin-2-kapboHoBa 1H), 7,55 (s, 1H), 7,71 (m,

KHCJTOTa 1H), 8,00 (m, 1H), 8,22 (m,
2H), 12,24 (s, 1H)

40 | Hue(+)2-(4-{[(3,4-muxmn0p-5- 1,75-1,79 (m, 2H), 2,13 (s, 421, | puknax 9
meTun-1H-mipon-2- 3H), 3,39-3,57 (m, 2H), 3,93- | 423
in)kapGonin)amino}-3- 3,96 (d, 1H), 4,25 (m, 2H),
¢roprinepuann-1-in)-1,3- 4,81-4,97 (m, 1H), 7,28 (d,

Tiazon-5-kapOoHOBa KHACIOTA 1H), 7.63 (s, 1H), 12,12 (s,
Cl o 1H)
Me— | H
Y
e} - N _N
b5t
o ToH
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Ip. | Cnoayka SIMP m/z BP

41 | Tpanc(x)2-(4-{[(3,4-muxnop-5- | 1,74-1,79 (m, 2H), 2,11 (s, | 421, | IIpuxnaz 10
metun-1H-nipon-2- 3H), 3,49-3,58 (m, 2H), 3.,86- | 423
imxapGonin]amino}-3- 3,92 (d, 1H), 4,22 (m, 2H),
¢ropninepuaun-1-in)-1,3- 4.84-4,97 (m, 1H), 7,26 (d,

Tiazon-5-kapboHoBa KMCIOTa 1H), 7,61 (s, 1H), 12,11 (s,
1H)

42 1 2-((35.4R)-4-{[(3,4-muxnop-5- | 1,62-1,90 (m, 2H), 2,12 (s, 421, [Tpuknan 33
meTtui-1 H-nipon-2- 3H), 3,23 (m, 1H), 3,50 (dd, 423
im)kapOonin]amino}-3- 1H), 3,83-4.03 (m, 1H), 4,12-
¢ropninepuanu-1-in)-1,3- 4,43 (m, 2H), 4,90 (d, 1H),

Tia301-5-kapboHOBA KUCIIOTA 7,21 (d, 1H), 7,69 (s, 1H),
12,04 (s, 1H), 12,61 (brs, 1H)

43 | 2-((3R.4S)-4-{[(3,4-nuxn0p-5- 1,63-1,92 (m, 2H), 2,13 (s, 421, [Mpuxnan 11
metui-1 H-miposn-2- 3H), 3,21 (m, 1H), 3,50 (dd, 423
in)kapbonin]amino}-3- 1H), 3,87-4,02 (m, 1H), 4,14-
¢dropninepuauu-1-in)-1,3- 4,42 (m, 2H), 4,90 (d, 1H),

Tia3071-5-kapboHOBa KHCIOTA 7,21 (d, 1H), 7,69 (s, 1H),
12,04 (s, 1H), 12,61 (brs, 1H)

44 | Luc(£)2-(4-{[(3,4-maxmop-5- 1,82 (m, 2H), 2,13 (s, 3H), 471, | lpuxnax 12
meTun-1H-niposn-2- 3,48-3,67 (m, 2H), 4,12-4,41 | 473
imkap6onin]amino}-3- (m, 3H), 4,92 (d, 1H), 7,22 (d,
drropninepuaun-1-in)-1,3- 1H), 7,34 (t, 1H), 7,62 (m,

Gen3oTiazon-7-kapboHOBA 1H), 12,06 (s, 1H), 13,45 (brs,
KACTIOTA 1H)

45 | Luc(£)2-(4-{[(3,4-muxnop-5- 1,86 (m, 2H), 2,25 (s, 3H), 483, | Ilpuxnax 13
metun-1H-nipon-2- 3,46 (s, 3H), 3,48 (m, 2H), 485
in)xap6onis]amino}-3- 3,65 (m, 1H), 4,35 (m, 2H),
MeTOKCHIIinepuauH-1-ia)-1,3- 4,46 (m, 1H)., 7,25 (d, 1H),
OeH3oTiazo:-7-kapboHoBa 7,48 (1, 1H), 7,73 (t, 1H),

KHCIIOTa 12,26 (s, 1H)
Me 4 l H
Y 7))
O
Me S /4 \
o=
OH




73 94901 74

Ip. | Cnoayka AMP m/z BP

46 | Luc(+)2-(4-{[(4-xnop-5-meTun- | 1,60 (m, 1H), 1,83 (m, 1H), 449, | Ilpuxknan 31
1H-nipon-2- 2,07 (s, 3H), 3,25 (s, 3H), 451
u1)kapOoHi]amino }-3- 3.35 (m, 2H), 3,52 (m, 1H).
MeTOKcHIinepuauH-1-i1)-1,3- 4,09-4,17 (m, 3H), 6,84 (d,
OeH3oTiason-7-kapboHOBa 1H), 7,37 (t, 1H), 7,58-7,67
KHCTOTa (m, 3H), 11,58 (s, 1H)

47 | Huc(x)2-(4-{[(3.4-muxmnop-5- 1,74 (m, 2H), 2,17 (s, 3H), 433, Ipuknan 16
MeTun- 1 H-mipon-2- 3,26 (m, 2H), 3,35 (s, 3H), 435
in)kapBonin]amino}-3- 3,52 (m, 1H), 3,84 (m, 1H),
METOKCHMNInepuauH-1-in)-1,3- 4,21 (m, 2H), 7,13 (d, 1H),

Tiazon-4-kapboHoBa KMCI0Ta 7,57 (s, 1H), 12,15 (s, 1H),
12,61 (brs, 1H)

48 | Luc(£)2-xmop-6-(4-{[(3.4- 1,59 (m, 1H), 1,77 (m, 1H), 463, | Ilpuxmnan 14
nuxiop-5-meti-1H-nipon-2- 2,18 (s, 3H), 3,16 (m, 1H), 465
imkapGonin)amino}-3- 3,17 (m, 1H), 3,56 (m, 1H),

METOKCHITIMEPHAHH- 1 - 4,11 (m, 1H), 4,30 (m, 1H),

LT)mipumMianH-4-kapOoHoBa 4,55 (m, 1H), 4,98 (m, 1H),

KHCJIOTa 7,15 (m, 1H), 7,38 (m, 1H),
12,10 (m, 1H)

49 | 2-((35,4R)-4-{[(3,4-muxmnop-5- | 1,85 (m, 2H), 2,24 (s, 3H), 433 Ilpuknan 2
Mmetui-1H-nipon-2- 3,32 (s, 3H), 3,42 (m, 2H),
inmkapGonin]amino}-3- 3,69 (s, 1H), 4,07 (m, 1H),
METOKCHMinepuInH-1-in)-1,3- 4,49 (m, 2H), 7,31 (d, 1H),

Tia30i-5-kapOoHOBa KHCIOTA 7.87 (s, 1H), 12.27 (s, 1H),
12,69 (s, 1H)

50 | Huc(x)2-(4-{[(4-xnop-5-metun- | 1,61 (m, 1H), 1,92 (m, 1H), 399, | Ilpuknan 15
1H-mipon-2- 2,14 (s, 3H), 3,24 (m, 1H), 401
im)kapGoHin]amino}-3- 3,28 (s, 3H), 3,43 (m, 1H),
METOKCHMinepHanH-1-i1)-1,3- 3,53 (m, 1H), 3,84 (m, 1H),

Tiazon-4-kapboHoBa KHCI0Ta 4,10 (m, 1H), 4,21 (m, 1H),
. 6,91 (s, 1H), 7,51 (s, 1H),
o LS 7,69 (m, 1H), 11,64 (s, 1H)
O
Me v \E _/4?
0
HO

51 | 2-((35,45)-4-{[(3,4-muxnop-5- | 1,64 (m, 1H), 1,88 (m, 1H), 433, | [lpuknan 86
Metun-1H-nipon-2- 2,11 (s, 3H), 3,13-3,20 (m, 435
im)kap6owinjamino }-3- 3H), 3,29 (s, 3H), 3,68 (m,
METOKCHITinepuauH-1-i1)-1,3- 1H), 4,03 (m, 1H), 7,29 (d,

Tiazon-5-kapGoHOBaA KHCIOTa 1HO, 7,71 (s, 1H), 11,95 (s,
1H), 12,63 (brs, 1H)
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IIp. | Cnoayka SAMP m/z BP
52 | 2-((3R4R)-4-{[(3,4-muxnop-5- | 1,63 (m, 1H), 1,88 (m, 1H), 433, [Mpuxnan 85
metun-1H-nipon-2- 2,11 (s, 3H), 3,16-3,27 (m, 435
im)kapbonin)amino}-3- 3H), 3,29 (s, 3H), 3,69 (m,
METOKCHIIinepuanH-1-i1)-1,3- 1H), 4,03-4,07 (m, 2H), 7,37
Tia30J1-5-kapbOHOBA KHCIIOTA (d, 1H), 7,69 (s, 1H), 12,03 (s,
1H)
53 | Hue(x)2-[4-{[(3.4-muxsop-5- 1,62 (m, 1H), 2,03 (m, 1H), 447 Tlpuxmnan 18
meTmi-1H-nipon-2- 2,16 (s, 3H), 2,98 (m, 1H),
inm)kapbonin)amino}-3- 3,21 (s, 3H), 3,25 (m, 3H),
(MetokcumeTtun)ninepuaun-1- | 3,41 (dd, 1H), 3,89 (m, 2H),
in]-1,3-tiazoxn-5-kapboHoBa 4,06 (dd, 1H), 7,51 (d, 1H),
KHCJI0Ta 7,63 (s, 1H)
54 | Hue(x)2-{4-{[(3,4-muxnop-5- 1,63 (m, 1H), 1,83 (m, 1H), 446 ITpuknan 19
meruii-1 H-nipon-2- 1,97 (m, 1H), 2,18 (s, 3H),
in)kap6oHinjamino}-3- 2,44 (s, 3H), 2,64 (m, 1H),
[(Merunamino)merun|ninepuan | 2,79 (m, 1H), 2,98 (m, 2H),
H-1-im}-1,3-Tia3son-5-kap6onosa | 3,87 (m, 1H), 4,07 (m, 2H),
KHCJIOTa 7,33 (s, 1H), 8,14 (d, 1H)
55 | Hue(£)2-{4-{[(3,4-nuxnop-5- 1,66 (m, 1H), 1,88 (m, 1HO, 460 [Mpuknan 20
metun-1H-nipon-2- 2,05 (m, 1H), 2,16 (s, 3H),
in)kapbouin]amino}-3- 2,26 (s, 6H), 2,40 (m, 2H),
[(mumerunamino)mernn|uinepu | 2,94 (t, 1H), 3,18 (t, 1H), 3,86
nquH-1-in}-1,3-Tiazon-5- (m, 1H), 3,98 (dd, 2H), 7,63
kapOOHOBA KHCIIOTA (s, 1H), 7,67 (d, 1H), 12,3
o o x" (brs, 1H)
“Me
H |
(o] \\/N s 0
T,
56 | Lue(x)2-(4-{[(4-xnop-5-metun- | 1,63 (d, J=3,39 'y, 1H), 1,84 | 399 [Mpuknan 22
1H-nipon-2- - 1,99 (m, 1H), 2,14 (s, 3H),
in)kapboninjamino}-3- 3,28 (s, 3H), 3.54 (s, 1H),
MeToKcHninepuaus-1-in)-1,3- 3,91 (s, 1H), 4,15 - 4,29 (m,
Tiazo.1-5-kapboHOBa KHCIOTA 1H), 6,90 (d, J=2,83 'y, 1H),
7,71 (d, J=8,10 'y, 1H), 7,74
(s, 1H), 11,64 (d, J=1,70 I'y,
1H), 12,62 (s, 1H)
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IIp. | Cmoayka AMP m/z BP
57 | Que(£)2-xnop-6-{4-{[(4-xnop- | 1,64 (s, 1H), 1,78 (s, 1H), 428 Ipukman 23
S-meTuin-1H-nipon-2- 2,13 (s, 3H), 3,13 (s, 1H),
in)kapGonin]amino}-3- 3,25 (s, 3H), 3,54 (s, 1H),
METOKCHITiNepHAnH-1 - 4,22 (s, 2H), 4,60 (s, 1H),
1m)nipuMiH-4-kapOoHOBa 4,93 (s, 1H), 6,87 (d, J=2,45
KHCIIOTA I'u, 1H), 7,34 (s, 1H), 7,65 (s,
1H), 11,62 (s, 1H), 13,69 (s,
1H)
58 | Luc(x)2-(4-{[(4-xmop-5-metun- | 1,62 (s, 1H), 1,93 (s, 1H), 443 Tpuxnan 24
1H-mipon-2- 2,14 (s, 3H), 3,28 (d, J=2,26
imkap6onin]amino}-3- I'u, 3H), 3.36 (s, 3H), 3,54 (s,
METOKCHITINEpHAuH- 1 -1)-4- 2H), 3,91 (s, 1H), 4,19 (s,
(metoxcumerun)-1,3-tiazon-5- | 2H), 4,56 (s, 2H), 6,89 (s,
KapbOHOBa KHCIIOTA 1H), 7,69 (s, 1H), 11,63 (s,
1H)
59 | Huc(x)2-(4-{[(3,4-quxnop-5- 1,75 (s, 2H), 2,18 (s, 3H), 477 [Tpuxnan 25
metua-1H-mipon-2- 3,28 (s, 3H), 3,37 (s, 3H),
imkap6Gouin]amino}-3- 3,54 (s, 3H), 3,91 (s, 1H),
METOKCHIIIepHIHH-1-111)-4- 4,26 (s, 2H), 4,56 (s, 2H),
(meTokcumerun)-1,3-tiazon-5- | 7,14 (s, 1H), 12,15 (s, 1H)
kapboHOBa KHCIIOTA
60 | Luc(£)4-(4-{[(4-xnop-5-metun- | 1,80 (s, 1H), 2,15 (s, 3H), 443 [Tpuknan 26
1H-niposn-2- 3,15 (s, 3H), 3,64 (s, 3H),
imxkap6onin)amino}-3- 3,80 (s, 2H), 4,09 (s, 1H),
METOKCHMINepUIHH-1- 4,30 (s, 1H), 6,93 (d, J=2,45
Ln)xiHonin-2-kapbonosa I'u, 1H), 7,57 (s, 1H), 7,68 (s,
KHCIIOTa 1H), 7,85 (s, 2H), 8,19 (s,
el . o 2H), 11,65 (s, 1H)
,ﬂ ) N\ﬁ:\ \(-\)& ~OH
Me =
H)\‘E o " N
Me
L/
61 | Hue(£)a-(4-{[(3,4-maxnop-5- | 1,67 (s, 1H), 1,81 (s, 1H), 393 | puxmax 17
metua-1H-nipon-2- 2,18 (s, 3H), 3,28 (s, 3H),
imkapGonin)amino}-3- 3,59 (s, 2H), 4,20 (s, 2H),
METOKCHITIIepH¥H-1- 4,32 (s, 1H), 4,55 (d, J=12,43
imnipuauH-2-kap6oHOBa I'u, 1H), 7,14 (d, J=8,29 T'y,
KHCJIOTa 1H), 7,18 (dd, J=7,06, 2,92
Iu, 1H), 7,44 (d, J=2,64 I'n,
1H), 7,97 (d, J=6,97 T, 1H),
12,18 (s, 1H)
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IIp. | Cnonyka AMP m/z BP

62 | LJuc(£)2-(4-{[(3,4-nuxiop-5- 1,72 (s, 2H), 2,18 (s, 3H), 427 [Mpuxnan 27
meTtun-1H-nmipon-2- 3,04 - 3,18 (m, 2H), 3,30 (s,
imkap6onin]amino}-3- 3H), 3,49 (s, 1H), 4,25 (s,

METOKCHITIEPH/IHH-1- 2H), 4,66 (s, 1H), 6,97 (d,

111)I30HIKOTMHOBA KHCI0TA I=4,71 I'u, 1H), 7,16 (s, 1H),
7,24 (s, 1H), 8,22 (d, J=4,90
I'm, 1H), 12,16 (s, 1H), 13,39
(s, 1H)

63 | Luc(+)2-[4-{[(3,4-1uxmn0p-5- MC (ES™): 516, 518 s Ilpuknan 78
metun-1H-nipon-2- CyoH23C1hN4O5S; SAMP: 1,82
inm)kap6ouin]amino }-3- (m, 2H), 2,15 (s, 3H), 3,32
(mopdomnin-4- (m, 6H), 3,61 (m, 5H), 3,99
inkapGouin)ninepuaus-1-ii]- (t, 2H), 4,40 (m, 1H), 7,18 (d,
1,3-tiazon-5-kapboHosa 1H), 7,78 (s, 1H), 12,03 (s,

KHCJI0Ta 1H), 12,8 (brs, 1H)

64 | Luc(x)2-{4-{[(3,4-nuxmn0p-5- 1,75 (m, 1H), 1,89 (m, 1H), 474, | Ilpuknan 79
merui-1H-nipon-2- 2,14 (s, 3H), 2,87 (s, 3H), 476
imkap6onin]amino}-3- 3,09 (s, 3H), 3,36 (m [mig
[(numernnamino)kapbonin|nine | mikom soau], 3H), 4,00 (m,
puaus-1-in}-1,3-riazon-5- 2H), 4,36 (m, 1H), 7,19 (d,

KapDOHOBA KHC/IO0TA 1H), 7,78 (s, 1H), 11,98 (s,
1H), 12,71 (brs, 1H)

65 | Luc(x)2-{4-{[(3,4-auxmnop-5- 0,92 (t, 3H), 1,58 (m 1H), 474, | Ilpuxnazn 80
merun-1H-nipon-2- 1,99 (d, 1H), 2,15 (s, 3H), 476
im)kap6oninjamino}-3- 2,62 (dd, 1H), 3,02 (m, 2H),
[(erunamino)kapbonin]oinepun | 3,30 (q, 2H), 3,92 (d, 1H),
nH-1-in}-1,3-Tia30n-5- 4,07 (d, 1H), 4,27 (m, 1H),

Kapﬁonoaa KHCIIOTa 7,03 (d, 1H), 7,77 (s, 1H),
7,92 (t, 1H), 12,01 (s, 1H),
I&( 12,71 (brs, 1H)
S
N---\
Me

66 | Luc(+)2-(4-{[(3,4-nuxnop-5- 1,50 (m, 1H), 1,96 (d, 1H), 490, [pukman 81
meTtun-1H-nipon-2- 2.41 (s, 3H), 2.61 (m, 1H), 492
imkapboniijamino}-3-{[(2- 3,07 (m, 2H), 3,26 (q, 2H),
rigpokcierin)amino |kapGonin} | 3,32 (min nikom Boau, 2H),
ninepuanu-1-in)-1,3-riazon-5- | 3,89 (d, 1H), 4,04 (d, 1H),
kapOoHOBa KHCIIOTA 4,22 (m, 1H), 4,72 (brs, 1H),

7,39 (brs, 1H), 7,62 (s, 1H),
8,07 (t, 1H), 12,32 (brs, 1H)
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Ip. | Cooayka AMP m/z BP
67 | Luc(£)2-(4-{[(3,4-nuxmnop-5- 1,66 (m, 1H), 1,85 (m, 1H), 490, | IIpuxmax 82
meTun-1H-nipon-2- 2,14 (s, 3H), 3,08 (m, 1H), 492
inm)kapOonin]amino}-3- 3,09 (s, 3H), 3.15 (m, 1H),
{[meToxkcu(meTun)amino]kapbo | 3,33 (mix mikom Boau, 1H),
Hin}minepuanH-1-in)-1,3- 3,74 (brs, 3H), 3,83 (m, 1H),
Tiazon-5-kapOoHOBa KHCIOTa 4,00 (m, 1H), 4,33 (m, 1H),
7,19 (s, 1H), 7.81 (brs, 1H),
12,98 (brs, 1H)
68 | Luc(x)4-(aminokapOoHin)-2-(4- | 1,63 (s, 1H), 1,90 (s, 1H), 442 Ilpuknan 34
{[(4-xnop-5-metun-1H-nipon- | 2,14 (s, 3H), 3,17 (s, 1H),
2-in)kapOoHin]aMiHo }-3- 3,37 (s, 3H), 3,54 (s, 2H),
METOKCHIINepuauH-1-i1)-1,3- 4,14 - 428 (m, 2H), 6,90 (s,
Tiar01-5-kapbonoBa KHCI0Ta 1H), 7,72 (s, 1H), 8,93 (s,
2H), 11,63 (s, 1H)
69 | 2-((3R.A45)-4-{[(3,4-muxmnop-5- | 1,89 (m, 2H), 2,11 (s, 3H), 433 [Mpuxnan 3
meTHn-1H-nipon-2- 2,23 (s, 3H), 3,33 (m, 2H),
imxapGonin]amino}-3- 3,46 (s, 3H), 3,59 (s, 1H),
METOKCHIINepUIHH-1-11)-1,3~ 4,09 (m, 1H), 4,46 (m, 2H),
Tiazon-5-kapGoHoBa KHCIOTA 7,31 (d, 1H), 7,92 (s, 1H),
12,28 (s, 1H), 12,67 (brs, 1H)
70 | Luc(+)2-(4-{[(3,4-mudTop-5- 1,75 (m, 2H), 2,13 (s, 3H), 441 [Tpuxnan 4
meTui-1H-nipon-2- 3,33 (s, 3H), 3,36 (m, 2H),
im)kapOoHin)amizo }-3- 3,54 (s, 1H), 3,89 (m, 1H),
MEeTOKCHITimepHauH-1-im)-1,3- 3,94 (m, 2H), 6.73 (d, 1H),
Tiazon-5-kapboHORA KHCIOTA 7.90 (s, 1H), 11,40 (s, 1H)
Q
Y~ AR Gy
CE g
Me
71 | Hue(£)4-(4-{[(3,4-muadTop-5- 1,69 (m, 2H), 2,01 (s, 3H), 444 IMpuknan 32
metui-1H-mipon-2- 3,16 (m, 1H), 3,16 (s, 3H),
im)kapGonin]amino}-3- 3,8-4,02 (m, 2H), 4,18-4,38
METOKCHIIIIIEpHIHH- 1 - (m, 2H), 6,57-6,84 (d, 1H),
in)xiHomiH-2-kapboHOBa 7,44-7,56 (s, 1H), 7,56-7,72
KHCJIOTa (m, 1H), 7,78-7,94 (m, 1H),
8,04-8,27 (m, 2H), 11,23 (br,
1H)
Mpwuknag 72 nMOHHoOI kucnotu, H>O, Hacuy. NaHCO3;, H20, co-

Lnc(+)2-(4-[[(3,4-anxnop-5-meTtnn-1H-nipon-2-
in)kap6oHiniamiHo}-3-meTokeuninepuamH-1-in)-N-
meTokcu-1,3-Tia3on-5-kapbokcamig

Linc(z)2-(4-{[(3,4-anxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepmauH-1-in)-1,3-
Tiaszon-5-kapboHoBy kucnoty (Mpuknag 35; 100 wmr)
po3dnHsanuM B 6e3sogHomy DMA (2 mn). Jopasanu
HATU (97 wr), HOAT (31 wmr), DIEA (41 mkn) i cymiw
nepemiwysanu npotsarom 30 xsunuH. [Jogasanu N-
MeTokciamiH rigpoxnopua (19,3 wmr), notim gogasanu
DIEA (41 mkn), i cymil nepemiwyBanu npu KiMHaTHin
Temnepatypi npotarom 16 roguH. PeakuiiHy cymiw
possoaunu EtOAc, npommeanu H2O0, 20% po3ynHoM

NAHUM po34nHOM i BucywyBanu Hag Na>SO,. OpraHi-
YHY a3y KOHLEHTpyBanu y BaKkyyMi, OOEPXYH4M
BKasaHy B 3arorfioBKy CMONyKy y BWUIMsAi He 30BCiM
6inoi TBepaoi peuosuHm (82 mr). MC (ES)(MH™): 462,
460 ana C17H21C|2N504S; AMP: 1,64 (m, 2H), 1,85
(m, 1H), 2,05 (s, 3H), 2,83 (m, 1H), 3,33 (m, 5H), 3,73
(s, 3H), 4,07 (m, 1H), 4,38 (m, 2H), 7,24 (d, 1H), 7,74
(s, 1H), 11,39 (s, 1H), 12,05 (s, 1H).

Mpuknag 73

HactynHui [Mpuknag roTyBanu 3a AOMNOMOrO0
METOAWKM, ONMCaHOI B NpUKNagi 72, i3 BkasaHoi BUXi-
OHoi pevoBuHu (BP).
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IIp. | Cnoyka Jani BP
73 | 2-((3R.4R)-4-{[(3.4-nuxnop- | MC (ES) (M +H): 462, 464 [Tpuknan 52
5-metnn-1H-nipon-2- (M +H), nna
imkapGonin]amino}-3- C7H2;C1oN504S; SIMP: 1,61
MeToKcHninepuauH-1-in)-N- | (m, 1H), 1,87 (m, 1H), 2,11
MeToKcH-1,3-Tia3ou-5- (s, 3H), 3,14 (m, 1H), 3,29 (s,
Kapbokcamia 3H), 3,33 (m, 1H), 3,59 (s,
3H), 3,64 (m, 1H), 3,95-4,06
(m, 3H), 7,29 (d, 1H), 7,66 (s,
1H), 11,31 (brs, 1H), 11,95
(s, 1H)
Mpuknag 74 opraHivyHy a3y npoMvsanu BOAOK, BUCYLLYBanNu Hag

Linc(z)2-(4-{[(3,4-onxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-rigpokcuninepuauH-1-in)-1,3-
Tiason-5-kapboHoBa kucnota

Linc(z)2-(4-{[(3,4-anxnop-5-meTnn-1H-nipon-2-
in)kap6oHinjamiHo}-3-meTokcuninepnanH-1-in)-1,3-
Tiazon-5-kapboHoBy kucnoty (Mpuknag 35; 100 wmr)
cycneHoyeanu B 6e3ssogHomy [OXM. [opasanu
BBrs/OXM (15 mn) i cymiw Harpisanu npu 40°C npo-
Tarom 18 roauH. PeakuinHy cymil oxonomxysanu Ao
-50°C i pogaanu Bogy. Cymiw ekctparyBanu EtOAc i

NazSO4. OpraHiyHy a3y KOHLEHTpYyBanu y BakyyMi,
OLEPXKYH4YM SICHO-KOPUYHEBY TBEPAY PEYOBUHY, SKY
pPO34YMHANM B CyMilli aueToHiTpun/Boga n niodinisy-
Barm (46 wmr). MC (ES) MH": 419 pgna
Ci15H16CI2N4O4S; AMP: 1,87 (m, 2H), 2,20 (s, 3H), 3-4
(brm, 6H), 6,9 (d, 1H), 7,51 (s, 1H), 12,19 (s, 1H).

Mpuknag 75

HactynHuin [lMpuknag roTyBanu 3a [AOMOMOro0
METOAMKK, ONNCaHOI B Npuknagi 74, i3 BkasaHoi BuUXi-
OHoi pevoBuHK (BP).

IIp. | Cnoayka Hani

BP

75 | Luc(£)4-(4-{[(3,4-auxmnop-5-

MC (ES) MH": 463 s

[puknan 76

MeTH-1 H-mipos-2-
imxapGonin)amizo}-3-
rigpoxenninepunnn-1-
in)xinoniu-2-kapboHosa
KHCIIOTa

Cz 1 H20C12N4O4; SMP: 1 ,24
(m, 2H), 2,13 (m, 2H), 2,38 (s,
3H), 3,54 (m, 2H), 4,14 (m,
2H), 4,57 (m, 1H), 7,07 (s,
1H), 7,87 (m, 1H), 8,23 (m,
2H), 8,52 (m, 2H), 12,06 (s,

cl cl OH 1H)

Mpwuknag 76

Linc(z)4-(4-{[(3,4-onxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuanH-1-in)xiHoniH-
2-kapboHOoBa KucroTa

Linc(+)3,4-anxnop-N-[3-meTokcun-1-(2-
MeTUNXiHOMiH-4-in)ninepuauH-4-in]-5-metun-1H-
nipon-2-kap6okcamig (Mpuknag 29; 170 Mr) po3unHs-
nu B nipuauHi (5 mn). Jogasanu giokeua ceneny (211
mr) i cymiw Harpisanu npu 130°C npoTtaroMm 3 roguH.
KopunyHeBM po3ynH OXONogKyBanu A0 KiMHaTHOI
TemnepaTtypu, po3BOAMNM BOOOK W inbTpyBanu
yepes wap uenity. dinbtpaT ekctparysanu EtOAc,
npommBanu Bogow 1 sucywysanu Hag NaxSOs, KOH-
LUeHTpyBanu y Bakyymi. KopnyHeBy TBepay peyvoBuHY,
SIKY BigOKpemoBanu, po3tmpany B nopowwok 3 Et,0,
dinbTpyBanu, petenbHO NpoMmMBanun «-rekcaHamu mn
BMCYLLUYBanu y BakyyMi, OepXylo4n BKasaHy B 3aro-
NOBKY CMOMyKy Y BUrMsAi KOPUYHEBOI TBEPAOi peyo-
BuHm (176 wmr). MC (ES) MH": 477 pgna
C22H22C|2N404; AMP: 1,34 (m, 1H), 2,01 (m, 1H),
2,28 (s, 3H), 3,10 (s, 3H), 3,42 (m, 3H), 3,72 (m, 2H),
4,23 (m, 1H), 7,36 (d, 1H), 7,63 (s, 1H), 7,78 (m, 1H),
7,92 (m, 1H), 8,30 (m, 2H), 12,30 (brs, 1H).

Mpuknag 77

Linc(z)4-{[(3,4-auxnop-5-meTun-1H-nipon-2-
in)kap6oHinjamiHo}-1-[5-(MeTokcnkapboHin)-1,3-
Tiason-2-in]ninepugnH-3-kapboHoBa kucnora

Mapoxnopua Uuc(+)4-{[(3,4-onxnop-5-meTtnn-1H-
nipon-2-in)kap6oHinjamiHo}ninepnanH-3-kapboHoBOI
kucnotu (MpomixHa cnonyka 79; 1,84 r) po3unHsnu B
6e3sogHomy OM®A (20 mn) B atmocdepi aproHy B
KpYyrnoAoHHin konbi o6'emom 100 mn. Jogasanu me-
TMn 2-6pomtiason-5-kap6okcunart (1,43 r), noTim go-
pasanu N,N-giizonponinetunamix (3,6 mn) npu kimHa-
THIK TemnepaTtypi. PeakuiiHy cymiw HarpiBanu [o
55°C npoTtsrom 14 roguMH OXOnomKyBanu A0 KiMHaT-
HOi TemnepaTtypu. PeakuiiHy cymiw possogunu
EtOAc (250 mn) i npomvBanu Hacu4eHUM BOAHWM
po3unHOM xnopwuay amoHito (125 mn), notim Hacude-
HAM BOAHUM PO34YMHOM xnopuay HaTpito (100 mn).
EtOAc posuuH Bucywysanu Hag 6e3sogHum MgSOy. i
KOHUEHTpyBanu y Bakyymi. HeouuieHun npoaykr
ouuLany 3a JonoMoror xpomartorpadii Ha cunikare-
ni, BukopuctoBytoun 0-10% CH3OH y OXM. BigHos-
NEeHW NpoaykT nepekpuctanisopyBanu 3 EtOAc ans
noAanbLIoro NOCUEHHs AiacTepeoMepHOro Haanmiw-
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Ky, nigsuiytoum roro Big 90:10 umc.TpaHc cymiwi oo
96:4 uucTpaHc cymiuli (BignosigHo no BTPX ananisy).
MepekprcTanisoBaHui NPOAYKT BUKOPWUCTOBYBanu B
HacTynHii peakuii (2 r). MC (ES -(M+H)"): 461, 463
ana Cl7H18C|2N4058; AMP: 1,71 (m, 1H), 1,91 (m,
H), 2,16 (s, 3H), 2,81 (dt, 1H), 3,42 (m, 2H), 3,74 (s,
3H), 3,86 (m, 1H), 4,34 (m, 2H), 7,43 (d, 1H), 7,88 (s,
H), 8,50 (brs, 1H), 12,06 (s, 1H).
Mpuknag 78
Linc(z)metun 2-[4-{[(3,4-onxnop-5-meTun-1H-
nipon-2-in)kap6oHin]jamiHo}-3-(mopdoniH-4-
inkap6oHin)ninepnamn-1-in]-1,3-tiason-5-
kapbokcunaT

94901 86

BkasaHy B 3aronioBky crnonyky roTyBanu croco-
6om, aHanoriynum go (MpomikHa cnonyka 37), BUKO-
pUCTOBYIOUM SK BUXiOHY pe4voBuHy umc()4-{[(3,4-
anxnop-5-meTtunn-1H-nipon-2-in)kap6oHin]amiHo}-1-[5-
(meTokcmkapboHin)-1,3-tiazon-2-in]ninepuanH-3-
kapboHoBy kucrnoty (Mpuknag 77) i mopconiH. MC
(ES™): 530, 532 anst C21H25C1oNs0sS.

Mpuknagm 79-82

CuHTe3syBanu HacTyMHi Cnornykn 3a AOornoMorot
MeToay, aHanoriYyHoro 4o onucaHoro B npuknagi 78 i3
npvknagi 77 i BuXigHMX pevyoBuH, HaBeaeHux y Tab-
NN HUXYe.

Ilp. Cnoayka m/z

BP

79 Huc()mernn 2-{4-{[(3.4-
JAMxi0op-5-metui- 1 H-nipon-2-
in)kapOonin)amino}-3-
[(mumeTHnaMino)xapbouin]mimne
puauH-1-in}-1,3-riazon-5-
KapOokcuaaT

M/z 488, 490

JlumeTunamia

@My D)

80 Huc(x)merun 2-{4-{[(3,4-
auxmnop-5-metun-1 H-mipon-2-
in)kapOoHin)amino }-3-
[(eTunamino)xkapbonin|minepumn
H-1-in}-1,3-Tiazon-5-
KapboxcHaar

Cl
o}
I&—/(ﬁ Hj\r
o ‘CH,

cH3

M/z 488, 490

Etunamin (2 M
y TT'd)

81 Lue(x)metun 2-(4-{[(3.,4-
Juxnop-5-metnn-1H-nmipon-2-
im)xapbonin)aMino}-3-{[(2-
rizpoxcieriin)amino [kapOoHin i1
inepuaus-1-in)-1,3-riazon-5-
KapOoKcHuar

M/z 504, 506

Eranonamin

82 Huc(x)merun 2-(4-{[(3,4-
JUxjaop-5-metui-1H-nipon-2-
in)kapOoninjamino}-3-

i} minepuaun-1-in)-1,3-tiazon-
5-kapbokcunar

M/z 504, 506; SIMP: 1,78 (m, 1H), | N,O-dumeTni-
1,93 (m, 1H), 2,14 (s, 3H), 3,06
(brs, 3H), 3,24 (m, 1H), 3,32 (s,
{[meToxcu(meTnn)amino]kapbon | 1H), 3,38 (m, 1H), 3,72 (brs, 1H),
3,74 (s, 3H), 3,98 (m, 1H), 4,12
(m, 1H), 4,38 (m, 1H), 7,19 (d,
1H), 7,88 (s, 1H), 11,99 (s, 1H)

riapoKcHIaMiH
rizpoxnopun

Mpwuknag 83

Linc(+)6-(4-{[(4-xnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-2-
mMeToKcunipumianH-4-kapboHoBa kucnoTa

Unc(x)metun 2-xnop-6-(4-{[(4-xnop-5-metun-1H-
nipon-2-in)kapboHin]amiHo}-3-meTokcuninepnanH-1-
in)nipumignH-4-kapbokeunat (Mpuknag 23; 0,12 ,
0,27 mmonb) posunHanu B 0,5 M mMeTaHonATi HaTpiO
B MeOH (5,4 mn, 2,7 mMonb) i HarpiBanu nig Bnnu-
BOM MikpoxBunb npotarom 1,5 roguHu npu 85°C. Pe-

akuinHy cymiw nigkuenanu 3a gornomoroto 1 H. HCI i
npoaykt ekctparysanu EtOAc, BucywyBanu 3a gono-
Moroto MgSO; i KOHUEHTPYBaNu, OAEPXyO4M TBEPAY
PEYOBUHY, Ky OYMLLANU LIASXOM Xpomatorpadii i3
obepHeHol ha3oko (entooBaHHA rpagieHTom Big 20-
50% CHsCN y Boai 3 0,5%T®K). MNMpu cywiHHi BUMO-
POXYBaHHAM OAep)KyBanu npoaykT y Burnagi 6inoi
TBepaoi pedvosuHn. MC (ES) MH": 424 ans
Ci18H22CINsOs; AMP: 1,62 (s, 1H), 1,75 (s, 1H), 2,14
(s, 3H), 3,26 (s, 311), 3,53 (m, 3H), 3,87 (s, 3H), 4,22
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(s, 2H), 6,88 (d, J=2,64 'y, 1H), 7,07 (s, 1H), 7,66 (d,

J=7,91 Ty, 1H), 11,63 (s, 1H).

HacTtynHy cnonyky roTyBanu 3a AOMOMOIOK Me-
ToAMKM i3 Npuknagy 83, i3 BkaszaHol BUXiOHOT pe4oBu-

Mpuknag 84 Hu (BP).
IIp. | Cnoayka SAMP M/z | BP
84 | Huc(x)6-(4-{[(3,4-muxmop-5- 1,61 (m, 1H), 1,74 (m, 1H), 2,18 458, | Ilpuxian
metun-1H-nipon-2- (s, 3H), 3,21 (m, 1H), 3,33 (s, 3H), | 460 | 14
in)kapGoHin]amino}-3- 3,51 (m, 1H), 3,53 (m, 1H), 3,85
METOKCHITIepHIHH- 1 -11)-2- (s, 3H), 4,28 (m, 2H), 5,10 (m,
METOKCHITIPUMITHH~4- 1H), 7,03 (m, 1H), 7,12 (m, 1H),
xapOOHOBA KUCNIOTA 12,15 (m, 1H)
Mpuknagn 85-86
HactynHi crnonyku ogepxxyBanu 3a [OMOMOroo
MeToAMKN ANS NPOMIKHOT cnonyku 37, BUKOPUCTOBY-
04N BKa3aHi BuxigHi pevosuHu (BP).
IIp | Cnonyka Hawni BP
85 | Metun 2-((3R,4R)-4-{[(3,4- | MC (ES) MH :447 mnsa [TpoMikHa cronyka
nuxnop-5-metun- 1H-mipon- | Cy7H2CIN4O4S; AMP: 1,71 (m, 30 i [Tpomixua
2-in)kapbonin)amino}-3- 1H), 1,93 (m, 1H), 2,18 (s, 3H), cronyka 1
METOKCUIIIIepUIUH-1-101)- 3,24-3,28 (m, 2H), 3,31 (s, 3H),
1,3- T1&30H-5-Kap60KCHHar 3,75 (s, 3H), 3,79 (m, 1H), 4,02-
4,11 (m, 2H), 7,35 (d, 1H), 7,88 (s,
Me_</ JY 1H0, 12,00 (s, 1H)
iq
° Me
IIp | Conyka Jani BP
86 | Merun 2-((3S,45)-4-{[(3.4- | MC (ES) MH:447 s [IpomixHa crionyxa
quxnop-5-metun-1H-nipon- | C17Hz0CINgO,S; SAMP: 1,71 (m, 31 i IIpomixna
2-in)kapboHin]amino }-3- 1H), 1,93 (m, 1H), 2,18 (s, 3H), crionyxa 1
METOKCHITITIEPHARH-1-111)- 3,24-3.28 (m, 2H), 3,31 (s, 3H).
1,3-tia3on-5-kapbokcunar 3,75 (s, 3H), 3,79 (m, 1H), 4,02-
4,11 (m, 2H), 7,35 (d, 1H), 7,88 (s,
1HO, 12,00 (s, 1H)

CuHTE3 BMXiQHUX peyoBUH Ansa npuknagis 1-86

MpomixxHa cnonyka 1

3,4-anxnop-5-meTtun-1H-nipon-2-kapboHoBa Kuc-

Ha nboAgaHir 6aHi, nicna uboro nigkucnaAnM 3a gono-
moroto 2 H. HCI. Cywmiw nepemiwysanu npu 0°C npo-
TAroMm 1 roavHwu, i MypnypHy TBepay pevyoBuHy inbT-

nora pyBanu, npomuBanu BOAoK W miodinidyBanu
npoTarom Hodi, ogepxytoun 4,314 r (0,0222 monb,
Cl Cl Buxia 64%) HeobxigHoro npoaykty. MC (ES™): 192,13,
B OH 194,13 gna CeHsCIaNO2; AMP: 2,17 (s, 3H).
SN ( MpomixHa cnonyka 2

Etun 3,4-guxnop-5-meTtun-1H-nipon-2-

kapbokcunaTt

Etun 3,4-pnxnop-5-metun-1H-nipon-2- MeToa 1

Po3unH etun 5-metun-1H-nipon-2-kapbokcunaty

kap6okcunat (MpomixHa cnonyka 2; 7,765 r, 0,03496
Morb) po3umHanu B MeOH (80 mn) i AXM (10 mn) i
noBinbHO gopasanu o 70°C posumHy 2 H. LiOH (105
mn, 0,21 monb). Yepes 2 roauHu, peakuiiHy cymill
OXOMNOoAXyBanu A0 KiMHaTHOI TemnepaTypu 1 MoOTiM

(MpowmixkHa cnonyka 3; 7,00 r, 0,0457 monb) y TeTpa-
xnopmeTani (30 mn) oxonomxyesanu go 0°C B atmMoc-
depi as3oTy. Pe3snmHoBY MeMOpaHy, BUKOPUCTOBYBaHY
B anapaTy, NPOKOSBanu romkow, i nicrns uboro no
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kpannax gogasanm SO.Cl» (7,8 mn, 0,096 monb) npo-
Tarom 25 xB. NpoTtarom 1 roguvHW, peakuinHa cymil
yTBOpIOBana cycneHsid. Tsepay peyoBuHy 36upanu
LWNaxoM pinbTpauii 3 BiACMOKTYBaHHAM, NpomMuBanu
XONOAHVMM TeTpaxflopMeTaHoM, i BUCYLUyBanu y Ba-
KYyMi MpOTAroM HOMi, OAEPXYIYM BKasaHWN y 3aro-
NOBKY NPOAYKT Y BUMMAAi TBepAoi pevyoBMHU nepcu-
koBoro konbopy (7,84 r, 0,0353 monb, 77% Buxia).
MC (ES"): 222,00, 224,00 gna CgHoCloaNO2; AMP:
1,34-1,40 (t, 3H), 2,28 (s, 3H), 4,32-4,38 (m, 2H).

MeTog 2

B 4-x ropny kpyrnogoHHy konby ob'emom 22 n,
obnagHaHy BepXHbOK MilLankow, AedrnermMaTopom,
BXiQHMM OTBOPOM NS a30Ty ¥ 4aTYUMKOM BHYTPILLHBOT
Temnepatypu, BHocunu (MpomixHa cnonyka 253,
1000 r, 3,9 monb), 1-meTun-2-niponiamHoH (10 n) i
uiaHoboporigpug Hatpito (382 1, 6,1 monb, 1,56 ekB).
OTpuMmaHuin po3unH Harpisanu npu 75-80°C npotsa-
rom 6 roguH i 4O3BONANN OXONOHYTU A0 TemnepaTypu
HaBKOMULLHLOTO CepeAoBMLLa NPOTAroM Houi. Peak-
LiNHWA po3unH BnMBanu y Bogy (20 n), ogepxywoun
SICHO-KOPUYHEBY CYCMEH3it0 I NPOAYKT eKcTparysanm
mMeTun TpeT-6yTunosum edipom (2x10n). OpraHidHui
Lwap BMCyLlyBanu 3a AOMNOMOroK CynbdaTy HaTpilo i
KOHLEHTPYBanM nNpu 3HWKEHOMY TUCKY B TyCTy Cy-
CNeH3ito, SKy inbTpyBanu 1 TBEPAY PEYOBUHY BUCY-
WyBanM B KOHBEKLiVHIN nedi, ogepxytoun 4 (518 r,
60%) y BUrnsai SCHO-KOPUYHEBOI TBEPAOI PEHOBUHM.

MpomixHa crnonyka 3

ETtun 5-m etun-1H-nipon-2-kap6okcunat

HaTtpin (2,79 r, 0,121 MMonb) po34nHsinu B 6e3-
BogHomy EtOH (100 mn), notim pgopasanm 2,2,2-
Tpuxnop-1-(5-metun-1H-nipon-2-in)etaHoH (Mpomix-
Ha cnonyka 4; 22,5 r, 0,099 mMmMonb) HeBenUKMMMK
nopuisgmn. TeMHO-KOPUYHEBMIN PO34YMH NepeMiLlyBanm
npy KiMHaTHIN TemnepaTypi npotsrom 30 XBWMWH,
nicns LbOro KOHLEHTPYBanu y BakyyMi 4O HEBEMNMWKOro
06'emy. Cymill oxonogxyBanu Ha NbOAsiHIN OaHi 1
nosinbHo gogasanu 3 H. HCI gogaBanu, noTiM ekcT-
paryBanu npoctum gietunosum edipom (3x100 mn).
EcpipHi ekctpaktn npommsanu 10% NaHCOs, Bogoto
M CONsSHMUM pO34MHOM, BucywyBanu Hag NaxSO, i
KOHLEHTPYBanu y BaKyyMi, OOEpXyloun BKa3aHy B
3aronioBKy CMONyKy Yy BWIMSAI KOPUYHEBOI TBepAoi
peuoBuHu. (15,04 r). AMP: 1,32 (t, 3H), 2,1 (s, 3H),
4,371 (q, 2H), 5,96 (dd, 1H), 6,78 (dd, 1H), 11,67 (s,
1H).

MpomixHa cnonyka 4

2,2,2-tpuxnop-1-(5-metun-1H-nipon-2-in)etaHoH

2-metun-1H-nipon (MpomixHa cnonyka 5; 10 T,
0,123 mmonb) y 6e3B0oAHOMY NPOCTOMY Ai€TUIIOBOMY
edipi (30 mn) no kpannsx gogasanu npotarom 1 ro-
OVHVW [0 NepeMmillyBaHOro po34uHy TpuaLeTWUmxmno-
puay (29 r, 0,16 mmonb) y 6e3sogHomy Et,O (100
mn). Cymiw nepemiwyBann AoaatkoBo NpoTAroMm 1
rognHu, notiMm noeinbHO Aogasanu K>COz (10 r/30
MIT) Yepes3 KpannuHHy ninky. OpraHiyHy ¢asy Bucy-
wysanu Hag NaxSO. i 0bpobnsanu 3HebapenoYMM
aepeBHum Byrinnam (3 r) nporarom 30 XBUNuUH npu
KiMHaTHIN TemnepaTtypi. OTpuMaHuii NypnypHUn pos-
YWMH KOHLEHTpyBanu # po3TMpanyu B MOPOLUOK 3 H-
rekcaHamu, ogepXyl4un BKa3aHy B 3arofioBKy Crony-
Ky Y BUrNsAi nypnypHoOi TBepAoi pevyoBuHu. (16,72 ).
AMP (CDClz): 2,36 (s, 3H), 6,04 (dd, 1H), 7,45 (dd,
1H), 10,344 (s, 1H).

94901 90

MpomixxHa cnonyka 5

2-meTtun-1H-nipon

lMNopokeng kanito (50 r, 0,89 mMmonb) gopaBanu
0O po34yuHy etuneHrnikonto (750 mn) i 1H-nipon-2-
kapb6anegerigy (50 r, 0,53 mmone). Figpat rigpasuHy
(37 mn, 0,745 mmonb) NOBINBHO AoAasBany NPOTAroM
15 xB. PeakuinHy cymiw HarpiBanu B konbi 3i 380poT-
HUM xonogunbeHukoM npu 90°C npotarom 90 xB. Cy-
Mill oxomnogKyBanu A0 KiMHATHOI Temnepatypu W
popaeanu xonogHy sogy (250 mn). BogHy cymil ekc-
TparyBanu XM (250 mn). OpraHiyHy chady npomusa-
nn Bogot (250 mn), BucywyBanu Hag NaxSOy i KOH-
ueHTpyBanu y Bakyymi. lMpu neperoHui Kugelrohr
OofepKyBanv BKasaHy B 3arofioBKy Cromnyky y Burnsagi
npo3opoi 6e3bapsHOI piguHn (29,75 ). AMP: 2,1 (s,
3H), 5,77 (s, 1H), 5,9 (dd, 1H), 6,25 (dd, 1H), 10,54
(s, 1H).

MpomixHa cnonyka 6

4-xnop-5-metun-1H-nipon-2-kap6oHoBa kucnoTta

Cl

I\ OH
Me N

0]

Mapokewg niTito (2 M, 4 mn) Harpisanu go 50°C i
M OO HbOro AoAaBanu po3uunH eTun 4-xnop-5-metun-
1H-nipon-2-kapbokcunaty (lMpomixHa cnonyka 7;
0,30 r, 1,60 mmonb) B MeOH. PeakujiiiHy cymiwl Ha-
rpisanu o 80°C i nepemiwyBanu npoTAroM [ABOX
roguH. MeOH Bugansnu m BOOHUA PO34YMH OXOIO-
oxyesanu go 0°C i migkucnsinu 3a gonomoroto 30%
HCI. Ocagxenu npoaykT (0,23 r, 92%) dinbTpyBanu
n sucywysanu. MC (ES): 160 (M+1) ana CsHsCINO;
AMP (CDCls): 2,25 (s, 3H), 6,85 (s, 1H), 8,98 (brs,
1H).

MpomixHa cnonyka 7

ETun 4-xnop-5-metun-1H-nipon-2-kap6okcunat

N-XnopcykuuHimig (0,67 r, 5,08 mmons) gonasa-
nm  go pos3unHy  etun  5-metun-1H-nipon-2-
kapbokcunaty (MpomixkHa cnonyka 3; 0,65 r, 4,23
MMonb) y xnopodhopmi (20 mn). Pcakuinii) cymiw Ha-
rpianu go 40°C i nepemiwyBanu npoTarom 4 rogvH,
NnoTiM BNMBanu B XiMiYHY CKMSHKY, LIO MICTUTb 2 H.
NaOH (20 mn) npu 0°C. Wapwu posginanu n BogHuin
wap ekcTtparyBanu xnopocdopmoM (x3). OO6'egHaHi
OopraHiYHi ekcTpakTu BucyllyBanu Hag cyrnbcaTom
MarHito 1 KoHueHTpyBanu. OTpMMaHy He 30BciM Biny
TBEPAY PEYOBMHY ouuWwanuM  Wwnsxom  dneww-
xpomartorpadii (rekcaHn/EtOAc, 16:1), opepxyroum
BKa3aHW y 3aronoBKy MpoAyKT y BurmsAgi 6inoi teep-
noi pevosunun (0,3 r, 38%). MC (ES): 188 (M+1) aons
CsH10CINO2; AMP (CDCl3): 1,34 (t, 3H), 2,27 (s, 3H),
4,30 (q, 2H), 6,76 (s, 1H), 9,07 (brs, 1H)

MpomixHa cnonyka 8

3,4-gndpTop-2-meTun-1H-nipon

BH3;THF (400 mn, 1M y TI'®) no kpannsax goaa-
Banu ao PO34MHY 3,4-gncbTop-1H-nipon-2-
kap6anbgerigy (MpomixHa cnonyka 19; 3,82 )y TIo
(50 mn), OXonomKeHOMY Ha BOAHO-NbOASAHIN GaHi B
atMmocaepi N2. PeakuinHy cymiw nepemiwysanu npu
KiMHaTHIn TemnepaTypi npotaroM 3 AHiB. [loBinbHO
pogasanu MeOH anga npurHiyeHHs Hagnuwky BHs i
noTiM PO3YMHHUK BMAansnu y Bakyymi npu 0°C.
OTpuMaHe XOBTE Macro po3Tvpanu B MOPOLUOK 3



91

rekcaHamu/OXM i 0BTWMIA Ocag BuOAnNANM LINSAXOM
dinbTpadii. ®inbtpat npomuBanu NaHCOs;, H0 i
CONSHUM pPO34MHOM, Bucywysanu Hag NaSOa, inb-
TpyBanu 1 KoHueHTpyBanu npu 0°C y Bakyymi, ogep-
Xytoum sicHo-xoBTe Macro (3,8 r). MC (ES) MH™: 116
ans CsHsF2N; AMP (CDCls): 2,15 (s, 3H), 6,22 (m,
1H).

MpomixxHa cnonyka 9

1-tpeT-6yTUn-3-meTnn-4-rigpokcun-5,6-
avrigponipnank-1,3-(2H)-ankapbokcunat

MeTun-4-rigpokcn-1,2,5,6-teTparigponipugnH-3-
kapbokcunar-rigpoxnopug (25 r) cycneHgyBanu B
OXM (250 mn). DIEA (41,6 r) gooaBanu ofHieto nop-
Lieto 1 OTPMMaHU rOMOTreHHUI PO3YNH OXONOOKYyBa-
nm go 0°C. AXM posumH an-tpeTt-6yTun gukapboHarty
(29,5 r, 1,05 moniB) no kpannax gogasany NPOTSArom
1 rogunwn. MNicna gogaBaHHA, peakuiHy Cymill Harpi-
BanuM OO0 KiMHATHOI TemnepaTtypu 1 nepemiwysanu
NpOTAroM Houi. PeakuinHy cymill KOHUEeHTpyBanu o
MonoBuHN OB'EMy 1 MPOMMBaNM BOAOK, COMSHUM
po3ynHoM, BucywyBann Hag Na>SOa, dinbTpyBanu 1
KOHLIEHTpYBanu y BakyyMi, ogepxyto4nm macro. He-
OYULLLEHUA NPOAYKT OyMLLanM LUNSAXOM KOMOHKOBOI
dnew-xpomartorpadii, enior4M  3a  AONOMOro
(20% EtOACc/80% rekcaHu), i ogepxxyBanu BkazaHum y
3aronosky npoaykT (33 r). AMP (CDCl3): 1,48 (s, 9H),
2,37 (m, 2H), 3,57 (t, 2H), 3,78 (s, 3H), 4,06 (brs, 2H),
11,9 (s, 1H).

MpomixHa cnonyka 10

ETnn 4-xnopxiHoniH-2-kapbokcunat

Cl

®ocdopuctun okcmxnopug (5 mn) gogasanu Ao
etnn 4-rigpokcuxiHoniH-2-kapbokeunaty (1,01 r). Pe-
akuinHy cymiw nigaaBanv OAHOPEXUMHOMY BMUBY
mikpoxsurb npu 100°C npotsarom 30 xBUMMH 3a [o-
NMOMOIO0 MIKPOXBMIbOBOrO cuHTe3atopa Cmita. Pos-
YMHHUK BUOANANM y BakyyMmi i nepekpuctanisoBysanm
3 aueToHy, OAEePXytoUM BKkasaHy B 3arofioBKy CMOMyKy
y Burnagi 6inoi TBepgoi pevosuHn (1,90 r). MC (ES)
MH": 235, 237 ana Ci2H1oCINO2; AMP (CDCls): 1,44
(t. 3H, J=7,16), 4,51 (q, 2H, J=7,16), 7,19 (s, 1H),
7,71 (m, 1H), 7,81 (m, 1H), 8,22 (m, 1H), 8,36 (d, 1H,
J=8,29).
MpomixxHa cnonyka 11
2-(MeTtunTio)-1,3-Tia3on-4-kapboHoBa kucnota
ETtun 2-(meTunTio)-1,3-Tiazon-4-kapbokcunat
(5,0 r) (Sinha, Subhash C i iH. Tet.Lett. 20UU, 41
(43), 8243-8246) po3unHsnu B MeOH (50 mn) i aoga-
Banu 2 H. LIOH (74 mn). MNicna nepemiwyBaHHSA npu
KiMHaTHI TemnepaTypi NPOTAroM N'ATU XBUIUH peak-
LifHY cyMmilW KoHUeHTpyBanu ans suganeHHs MeOH i
3anuwoK cycrneHayBanu y BoAi W nigkuenanu 3a go-
nomoroto koHu. HCI go pH 3. binun ocaa inbTpyBa-
N1 N BUCYLLYBanuW, O4EPXylouM BKasaHy B 3arofloBKy
cnonyky (3,42 r). AMP: 2,72 (s, 3H), 8,35 (s, 1H).
MpomixHa cnonyka 12
2-(MeTunTio)-4-TiazonkapboHin xnopug
2-(MeTtunTio)-1,3-Tia3on-4-kapboHOBY  KUCIOTY
(MpomixkHa cnonyka 11; 1,0 r) y TioHinxnopuai (10 mn)
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HarpiBann B konbi 3i 3BOPOTHUM XOMOAUIBHWKOM
npotarom 30 xBMAMH. PO34nH oxonogxysanum Ao Kim-
HaTHOI TemnepaTypy N KOHUEHTpyBanu Yy BaKyyMi.
3anunwok npomuBanu 6e3sogHuii TI® i KOHUEHTPY-
Banu, OAEPXyluM HYOPHY TBEpAy PEYOBUHY, SKYy BU-
cywysanu n 3bepirany oxonogXeHnm B atmocdepi
asoty (1,2 r). AMP (CDCls): 2.76 (s, 3H), 8,32 (s, 1H).

MpomixkHa cnonyka 13

N-(1-MeTtun-1-denineTnn)-2-(metuntio)-1,3-
Tiazon-4-kapbokcamig

Tpuetunamin (2,24 mn) gogaBanu OO PO3YMHY
Kyminaminy (3,2 mn) y 6essogHomy TI® (30 mn). Mic-
N nepeMiwyBaHHA npotarom 15 xB, gogasanu pos-
4nH 2-(MeTunTio)-4-TiazonkapboHrin xnopugy (Mpomi-
xHa cronyka 12; 3,1 r) y 6essogHomy TI® i
peakuiiHy CyMmill KOHLEHTpyBanu y Bakyymi vyepes 15
xB. 3anuwok posnoginsanu 3 EtOAc i Bogoto, BucyLly-
Banu 3a gonomorotd MgSO,, i KOHUEHTpYyBanu, oge-
p>xytoumn xxoBTorapsye macro. lNpu dnew-ouncTui Ha
cunikareni npu isokpatuyHomy entotoBaHHi OXM ope-
pXyBanu NpoaykT Yy BUIMsAi osToro macna (3,7 r).
MC (ES) MH": 293 ansi C14H16N20S,; AMP: 1,68 (s,
6H), 2,76 (s, 3H), 7,20 (d, J=7,16 Ty, 1H), 7,29 (4,
J=7,54 T'u, 2H), 7,36-7,41 (m, 2H), 8,04 (s, 1H), 8,08
(s, 1H).

MpomixkHa cnonyka 14

4-{[(1-meTnn-1-ceHinetun)amiHo]kapboHin}-2-
(meTtunrio)-1,3-Tiazon-5-kapboHoBa kucroTa

HiisonponinamiH (4,2 mn) po3unHsnu B 6e3Boa-
Homy TI® (100 mn) oxonomxyBanu go -78°C i go
HbOro fAopasanu H-6ytun nitii (12 mn) nosinbHO.
Po3unH nosinbHO HarpiBanm go 0°C i nicns uboro
3HOBY oxonogxysanu fo -78°C. MNosinbHO gogaBanu
po3unH  N(1-metun-1-cdeHinetvnn)-2-(metTunTio)-1,3-
Tiason-4-kap6okcamigy (MpomixHa cnonyka 13; 2,8 r)
y 6e3BogHomy TI®, nigTpymyoun TemnepaTtypy HUX-
ye -70°C. Micna nepemiwyBaHHs npoTtarom 30 xBu-
NIWH, goAaBanu OAHIE MOpLiEd pPo3dnH MeTunuia-
Hocbopmiaty (1,6 mn) y 6e3sogHomy TI® i peakuiviHy
cymiw nepemiwysanu npu -78°C nportarom 30 xBu-
TNIWH, MiCNSA UbOro MOBIMBbHO HarpiBanu OO KiMHATHOI
Temnepartypu. PeakuiinHy Cymill po3BOAUNN BOAOK 1
eKkcTparysanu npoctum ecpipoMm. BoagHy nopuito nia-
kucnsnu 3a gonomorot koHu. HCI, ekcTparyBanu
EtOAc, Bucywysanu 3a gonomoroto MgSO, i KoHLEeH-
TpyBanu, oOepXy4m XOBTorapsidy TBepay peyoBUHY
(0,9 r). MC (ES) MH": 337 ans CisH16N203S2; AMP:
1,66-1,74 (m, 6H), 2,80 (s, 3H), 7,23 (d, J=7,16 Ty,
1H), 7,33 (t, J=7,54 Ty, 2H), 7,45 (s, 2H), 9,07 (s,
1H).

MpomixHa cnonyka 15

MeTun 4-{[(1-meTun-1-
deHineTun)amiHolkapboHin}-2-(metuntio)-1,3-Tiazon-
5-kap6okcunar

0 Me Me
N
M N o]
e, o\ ~
S/{S Me
0

KapboHaT kanito (0,37 r) i nogmetaH (0,17 mn)
aogaeanu o PO34YUNHY 4-{[(1-meTun-1-
deHineTnn)amiHolkap6oHin}-2-(MmetunTio)-1,3-Tiazon-
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5-kapboHoBoi kucnotu (MpomixHa cnonyka 14; 0,9 r)
y AM®A (20 mn) i HarpiBanv B 3anevartaHin Tpyoui
npu 30BHiWHIN Temnepatypi 85°C npoTsirom 30 xBuW-
JIMH. PeakuinHy cyMmill KOHUEHTpyBanu Ans BMaaneH-
Ha AM®A 1 posnoginsnu 3 EtOAc i Bogoto. O6'eaHaHi
OpraHiyHi ekcTpakTu NpoMMBanu BOAOI0, BUCYLLYBanu
3a gornomoroto MgSOy, | KOHUEHTPYBanu, OAepPXyYn
)oBTorapsady TBepay pedosuHy (0,63 r). AMP: 1,60-
1,65 (m, 6H), 2,76 (s, 3H), 3,78-3,83 (m, 3H), 7,22 (d,
J=7,16 Iy, 1H), 7,33 (t, J=7,63 Ty, 2H), 7,46 (d,
J=7,35Tu, 2H), 8,75 (s, 1H).

MpomixHa cnonyka 16

MeTun 4-{[(1-meTun-1-
deHinetun)amiHolkapboHin}-2-(meTuncynbgoHin)-
1,3-Tia3on-5-kapbokcunar

3-XnopnepbeHsonHy kucroty (0,89 r) pogasanu
no PO34MHY MeTun 4-{[(1-meTun-1-
deHinetun)amiHo]kapboHin}-2-(meTunTio)-1,3-Tiazon-
5-kapbokcunaty (MpomixHa cnonyka 15; 0,63 1) y
OXM (25 mn). Micna nepemiwlyBaHHA NPOTArOM HOMi
peakuisi 3aBepLuyBanacs. BogHui posumH Gicynbdity
Aopasanu Ans BuaaneHHs byap-sKkMx Henpopearosa-
HMX MEpPOKCMAIB | pPO3YMH MNpPOMMBANN  Hacwu.
NaHCOs. OpraHiyHy nopuito BUCyLLYyBanu 3a AONOMO-
roro MgSOs i KOHUEHTpyBanu, OAEPXYylun >KOBTY
TBepay peyosuHy (0,6 r). AMP: 1,63-1,68 (m, 6H),
3,58 (s, 3H), 3,89 (s, 3H), 7,23 (d, J=7,16 Ty, 1H),
7,34 (t, J=7,63 'y, 2H), 7,47 (d, J=7,54 T'u, 2H), 8,91
(s, 1H).

MpomixHa cnonyka 17

MeTnn-2-xnop-4-(metokcumeTun)-1,3-tia3on-5-
kapbokcunar

TpeT-6yTun HiTpuT (2,2 Mn, 18,6 mMonb) i xnopug
migi (1,5 r) cycneHaysanm B 6e3sogHomy CH3CN (100
mn). Metun 2-amiHo-4-(meTokcumeTun)-1,3-Tia3on-5-
kapbokcunat (2,5 r) oTpumaHuiA, SK ONMcaHo B
(Kennedy, Alan R. i iH. Acta Crystallographica,
Section C: Crystal Structure Communications (1999,
C55 (7) 2) popaBanu ogHieto nopuieto. Cymiw nepe-
MilWwyBanu npu KiMHaTHI TemnepaTtypi npoTtsarom 2
roavH i Temnepartypy nigsuwysanu go 70°C npota-
rom 1 rogmHn. Cymiw oxonomxyBanu A0 KiMHaTHOI
Temnepatypu i ginbTpyBanu. dinsTpaTt BnNusBanu B 6
H. HCI, ekctparyBanu EtOAc, Bucywysanu 3a gono-
moroto MgSOQO, i KOHUEHTpyBanu, ogepXyyn YopHe
macno. lMpn dnew-ounctui Ha cunikareni 3 entoo-
BaHHAM rpagieHTom (rekcaH go EtOAc) opepxyBanu
npoaykT y BurnsaAi »osTtoi pigunm (0,82 r). AMP: 3,31
(s, 3H), 3,85 (s, 3H), 4,71 (s, 2H).

MpomixHa cnonyka 18

3,4-gudpTop-1H-nipon

3,4-andiop-1H-nipon rotyeBanu, Sk onuMcaHo B
Eric K. Woller i iH., J. Org. Chem., 1998 63(16), 5706-
5707) i nocunaHHAX, HaBeAeHUX y LbOMY [Xepersi.
TakuM 4mHOM, Ao posunHy 3,3,4,4-TeTpadTop-
niponiavH rigpoxnopuay (30,2 r) y 6e3BogHOMY
OMCO (250 mn), OXOnoMXXeHOMY Ha NbOASHO-BOAHIN
6aHi, gogasanu TpeT-BuOK (100 r) B atmocdepi Na.
Micns 3aBepleHHa gonasaHHa (~0,5 roa), peakuinHy
CyMmilWl nepemillyBanu npu KiMHaTHI Temnepartypi
nopaTkoso npotarom 0,5 roa. Ii oxonomkysanu no
0°C i sarapToByBanu 3a [OMOMOrol Cymilwl BOAU 3
neogom (300 mn). lMicna po3unHeHHs TBepaoi pevo-
BMHU, Cymilw po3soamnu oo ~1,5 n Bogoto, HenTpani-
3yBanu go pH 7 3a gonomoroto HCI, i ekcTparyBanu
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OXM. O6'egHaHi XM ekcTpakTy npomMuBanu BOAOH,
COMSAHMM PO34YnHOM, BucywyBanu Hag MgSOq i dinb-
TpyBanu. XM Bugananu y Bakyymi npu 0°C, i otpu-
MaHe >XOBTOrapsiie Macrio po3yvHANM B MEHTaHi npu
KiMHaTHIn TemnepaTypi, oxonomxyBanu no -20°C
NpoTArom Houi 1 GinbTpyBanu B atmocdepi Na, oae-
pPXytoun BKasaHy B 3arofnoBKy Cronyky y BUrnsgi 3o-
notaeux kpucranis (4,6 r). AMP (CDCls): 6,38 (d,
1H), 6,41 (d, 1H).

MpomixHa cnonyka 19

3,4-andTop-1H-nipon-2-kapbanbaerin,

OM®A (4,3 mn) oxonogxyeBanu Ha nbOOAHO-
BOAHIN 6aHi B atMocdepi N2 i no kpannsax gogaeanu
POCI3 (5,2 mn). Cymiw nepemillyBanv npu KiMHaTHIn
Temnepatypi npotarom 10 xB. JlbogaHo-BoAHY 6aHio
3amiHany, i cymiw possogunu AXM (45 mn). Mo kpa-
nnax — gopasanu  posdnH - 3,4-andTop-1H-nipony
(MpomixHa cnonyka 18; 4,57 r) y AXM (45 mn). Cy-
MilL HarpiBanu B Konbi 3i 3BOPOTHUM XONOANUSTbHNKOM
npotarom 30 XBWMWH, OXONOMKyBanu A0 KiMHaTHOI
TemnepaTtypu 7 noBinbHO goAaaBanu po3dnH NaOAc
(23 r) y Bogi (60 mn). OTpumaHy cymill HarpiBanu B
Konbi 3i 3BOPOTHWMM XonoaurnbHuMkoM npoTarom 30
XBWIMWH, OpraHivyHy asy BigOKpemmnioBanu N BOAHY
asy ekctparysanu AXM. O6'egHaHy opraHivHy asy
npomuBanu NaHCOs, Bucywysanu Hag NaxSOg, i
KOHUEHTpyBanu y Bakyymi. HeounweHy TBepay pedo-
BMHY po3TMpanM B nopowok i3 OXM (20
mn)/neHtadom (100 mn), i noTim oxonogxyesanu Jo -
20°C, ofepXytoun BkasaHy B 3arofloBKy CrOMyky Yy
BUMAAI SCHO-KOPUYHEBKX ronyactux kpucranise (4,73
r). AMP (CDClz): 6,87 (m, 1H), 9,6 (m, 1H).

MpomixkHa cnonyka 20

3,4-gudptop-5-metun-1H-nipon-2-kapboHoBa  ku-
cnota

FOF

ME’EN—&COZH

H

2,2,2-tpnxnop-1-(3,4-andTop-5-meTun-1H-nipon-
2-in)etaHoH (MpomixHa cnonyka 80; 1,03 r) popasa-
nm go BogHoro po3unHy NaOH (18 mn) npu 0°C B
atmocdepi No. Cymiw nepemilyBanu npu KiMHaTHIN
TemnepaTtypi 4OAaTKOBO MpOTAroM 2 rOAUH, OXOro-
axysanu go 0°C i nigkuensanu 3a gonomoroto HCI go
~pH 2. KopvyHeBuin ocag npoaykTy 3bvpanu LUmsixom
dinbTpadii. HeounweHnn NpoaykT ounwanu 3a Ado-
NMOMOrOK KOFOHKOBOI xpomatorpadii Ha cunikareni,
entototoum 3a gonomoroto EtOAc/rekcaniB (1:1). Mpw
po3TupaHHi B nopowok i3 AXM (1 mn)/neHtanamn (6
MIT) OOEepXXyBanu BKasaHy B 3arofioBKy CroOmyky y
BUrMsAi SICHO-KOpPU4YHeBOI TBepaoi pedoBuHM (306
Mr). tan 140°C (poskn.). MC (ES) MH™: 160, 161 ans
CsHsF2NO2; AMP (CDCls): 2,15 (s, 3H), 11,5 (s, 1H),
12,8 (brs, 1H).

MpomixkHa cnonyka 21

Linc(x)etun 4-amiHo-3-meTokeuninepuanH-1-
kapbokcunar rigpoxnopug

BkasaHa B 3aronoBky crionyka Moxe 6yTu oTpu-
MaHa, ik onucaHo B Lee, C. i iH. Synth. Comm. 2001,
31(7), 10881-10890 i/abo WO 94/12494 abo i3 lMpo-
MiKHOI crnonyku 157 3a 4ONOMOroK HacTymnHOI MeTo-
OVKuY;
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[o nepewmiwyBaHoro po3unMHy 6eHaunamiHy
(36,45 1, 125 mmoneb) i 10% nanagito Ha akTMBOBaHO-
my Byrinni (50 mac.%; npubnmsHo 4 1) y MeTaHoni
(250 mn), npu KiMHaTHIA TeMnepaTypi 1 B aTmocdepi
N2, fonasanu cpopmiat amoHito (31,50 r, 500 mmonb)
y BUrNSAI TBEpAOi pevoBuHW. Temnepatypy niaBuLLy-
Banu go 70°C; peakuinHy cymill nepemiwysanu npo-
TArOM HOMi Npu Ui Temnepatypi, B atmocdepi No.
lMoBHe nepeTBOpEeHHS LWAiBEpOAKyBanu 3a AONOMO-
roto TWX (6% metaHon B etunauetari; Rf ~0,06 y
po3unHi 15% meTtaHony n 30% aueToHy B MeTUNEHX-
nopugi) paHkoM. PeakuiviHy cymiw cinbTpyBanm ve-
pe3 ueniT i KoHUeHTpyBanu y Bakyymi. [lo 3anuiiky
pogasanu npubnusHo 50 mn Boaw; i3 Uiei cymili ekc-
TparyBanu HeouYMLLEeHN NPoayKT 3a AONOMOroK pos-
4nHy ~3% metaHon y xnopodopmi (4X300 mn). Op-
raHiyHi  wapn ob'egHyBanu, BuUCyllyBanmu  Hag
cynbaToM MarHito, i koHUeHTpyBanu. OgepxyBanu
24,18 1 (96%) He 30Bcim Ginoi TBEpA0i PEYOBUHM.

M3 (ES) MH": 202 ans CoH1sN20s.

MpomixHa cnonyka 22

Linc(z)etun 4-{[(6eH3unokcu)kapboHin]amiHo}-3-
mMeTokcuninepuanH-1-kapbokeunat

BeHann xnopodopmiat (3,3 mn) no kpannax Ao-
Aasanu [0 OXONnoaxeHoro posuduHy Luc(t)etun 4-
amiHo-3-meTokeuninepuaunH-1-kapbokeunar  rigpox-
nopuay (MpomixHa crnonyka 21; 5 r) y Hacu4yeHomy
NaHCOs;. Cymiw nepemiwyBanu npu KiMHaTHIA TEM-
nepatypi npotarom 14 roaunH. binui ocag dinbTpy-
Banu, peTenbHO MPOMUBAaNM BOLOW, BUCYyLlyBanmu y
BaKyyMi, OEpXyloun BKazaHy B 3arofioBKy CMOMyKy Y
Burnagi G6inoi TBepaoi pedvoBuHu (6,66 r). MC (ES)
MH": 336 ans Ci7H2aN20s; AMP: 1,21 (t, 3H), 1,52-
1,67 (m, 2H), 3,08 (m, 2H), 3,28 (s, 3H), 3,41 (s, 2H),
3,74-3,92 (m, 2H), 3,96 (m, 2H), 4,14 (m, 1H), 5,10
(s, 2H), 7,24 (d, 1H), 7,44 (m, 5H).

MpomixHa cnonyka 23 i MNpomixxHa cnonyka 24

en (3R,4S)-4-{[(6eH3nnokcn)kapboHin]amiHo}-
3-meTokcuninepmaunH-1-kapbokeunar i

evn  (3S,4R)-4-{[(6eH3nnokcn)kapboHin]amiHo}-
3-meToKkcuninepmaunH-1-kapbokeunat

Lnc(x)etun 4-{[(6eH3nnokcn)kapboHinjamiHo}-3-
MeTokcuninepmaunH-1-kapbokeunat  (MpomixHa cno-
nyka 22; 6,2 r) po3ginanyM Ha Noro eHaHTiomepu 3a
OOMNOMOrol  xipanbHoi xpomaTtorpadii Ha KOMOHLU
Chiralcel oJ (entoaHT: rekca-
HKW/MeOH/EtOH;70/15/15;0,1% agietTunamin). ®Ppakuii,
LLO BiANOBIAaOTL NepLioMy XpomaTorpadiyHomy Miky
(Umc(-)isomep), 3bupanu 1 ynapioBanu, OOEPXKYHO4M
BKa3aHy B 3aronoBkKy Cronyky y Burnagi 6inoi teepgoi
peyoBuHM (2,62 r). Ppakuii, Wo BignosigawTb ApYro-
My XxpoMmaTorpadiyHomy niky (Limc(+)isomep), 36upa-
nv 1N ynaptoBanu, OOepPXyruu BKasaHy B 3arorioBKy
crnonyky y surnagi 6inoi TBepgoi peyoBuHu (2,71 ).
MC (ES) (M+Na)+: 360 ans C17H24N20s; AMP: 1,21
(t, 3H), 1,52-1,67 (m, 2H), 3,08 (m, 2H), 3,28 (s, 3H),
3,41 (s, 2H), 3,74-3,92 (m, 2H), 3,96 (m, 2H), 4,14
(m, 1H), 5,10 (s, 2H), 7,24 (d, 1H), 7,44 (m, 5H).

MpomixHa cnonyka 25

eTun (3S,4R)-4-amiHo-3-meTokcHninepuanH-1-
kapbokcunaTt

O
HCLHN(  N—4

0\
0 Me
Me

Etun (3S,4R)-4-{[(6eH3unnokcun)kapboHin]amiHo}-
3-meTokcuninepuamnH-1-kapbokeunat (MpomixxHa cno-
nyka 24; 3,98 r) posumHsanm 8 MeOH (100 mn) i 1 H.
HCI (50 mn). Joaasann 10% Pd Ha Byrinni (600 mr),
JerasyBanv 1 nigaasanu rigporeHonisy B atMocdepi
H> rasm npw kiMmHaTHin Temnepatypi npoTarom 3 ro-
AvH. Kartanizatop oiTbTpyBanu 4yepes wap uenity,
KOHLUEeHTpyBanu y Bakyymi 1 niodinidysanu, ogepxy-
I04M BKa3aHy B 3arofioBky cnonyky (2,8 r). MC (ES)
MH": 202 anst CoH1sN20s.

MpomixHa cnonyka 26

HactynHy cnonyky roTyBanu 3a 4OMOMOIOK Me-
ToAy, aHanoriyHoro o onucaHoro Ans [MpomikHoT
crnonyku 25, i3 BKasaHoi BUXiOHOI PEYOBUHM.

IIpom. | Cnosryka MC BP
26 etu (3R.45)-4-amino-3- MC (ES)MH": 202 nns | [Tpomiskua
MeTOKCHIIiTepHIuH- | -kapOoKcHIaT CoH3N,05 crionyka 23

MpowmixxHa cnonyka 27

Lnc(x)etun-3-(aninokemn)-4-[(TpeT-
6yTOoKcuKapboHin)amiHo]ninepuaunH-1-kapbokcunat

50% BogHWIM po34MH rigpokcmay Hatpito (3 mn)
JofaBanu go cycnelsii aninbpomigy (693 wmr, 5,70
MMOIb), uuc(x)etun 4-[(TpeT-
6yTokcukapboHin)amiHol-3-rigpokcmninepuamH-1-
kapbokcunaty (nocunaHua: C. H. Lee i iH. Syn.
Commun., 2001, 31, 1081.), (750 wmr, 2,6 Mmonb),
xnopuay 6eHsunTpueTunamoHito (4 mr, kar.) i Tonyo-
ny (8 mn). OTpumMaHy cymilw nepemilysanv npoTsrom
HOYi NMpwu KiMHaTHIA TemnepaTypi. PeakuiinHy cymill
possoaunun EtOAc (150 mn) i Bogoto (35 mn). OpraHi-
YHy a3y BigoKpemMmnoBanu N BogHy gasy 3HOBY eKC-
TparyBanu EtOAc (2x30 mn). O6G'egHaHy opraHiyHy
a3y nNpomuBany COMSAHUM PO3YMHOM, BUCYLLYBAmM
Hag cynbdaToM HaTpito, iNbTpyBann N KOHUEHTPY-

Banu. HeounweHnn 3anuiok oyuLianu 3a gornomMo-
roto KOMOHKOBOi  chbnew-xpomaTtorpadii  (rek-
caH/EtOAc. 3:2). ogepxytoun 734 Mr BkasaHoi B 3a-
ronosky cnonyku. MC (ES)(M+H): 329. [nsa
Ci16H28N20s; AMP: 1,28 (t, 3H), 1,47 (s, 9H), 1,68 (m,
2H), 2,88 (brt, 2H), 3,50 (m, 1H), 3,68 (m, 1H), 3,90
(m, 1H), 4,00-4,45 (m, 3H), 4,10 (g, 2H), 4,92 (brs,
1H), 5,20 (m, 2H), 5,86 (m, 1H).

MpomixkHa cnonyka 28

Linc(x)etun-3-(aninokcn)-4-amiHolninepmuaunH-1-
kapbokcunatrigpoxnopua

4 H. HCl/giokcaH (20 mn) pgogasanu Ao
umnc(+)eTnn-3-(antokcn)-4-[(TpeT-
6yTokcukapboHin)amiHo]ninepuamnH-1-kapbokcunaty
(MpomixkHa cnonyka 27; 572 wmr). Cymiw nepemiwy-
Banu npu KiMHaTHin TemnepaTtypi npotarom 90 xB.
Po34MHHMK BUOansnu y Bakyymi, BUCyLLyBanu y Baky-
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YMi, OEpPXXyHouM BKasaHy B 3arorfioBKy CMOMyKy y Bu-
rMsaai MacnsgHUCTOI MiHW, SKy BUKopucToByBanu 6e3

[oAaTKoBOro ouueHHs (449 wmr). MC (ES)(M+H):
228.)J,J'I$| C11H20N203.

MpomixxHi cnonyku 29-36

HactynHi crnonyku opepxysanu 3a [OMNOMOro
MeToAy, aHanoriyHoro Ao onucaHoro Ans [NpomipkHoT
crnonyku 28, i3 BkasaHoi BMXigHOi peyoBuHu (BP).

IMp | Cnoayka Mani BP

oM.

29 | Huc(+)etun-4-amino-3- MC (ES)(M+H): 220 nns IMpomixna
TpornioKkcHninepuIuH-1- Ci1H2N204 crionyka 81
kapGokcunar rizpoxnopua

30 | Mertun 2-[(3R,4R)-4-amino-3- SIMP: 1,63 (m, 1H), 2,08 (d, | [Tpomixua
MeToKcHTinepuauu-1-in]-1,3- 1H), 2,97-3,01 (m, 1H), crnionyka 68
Tiazos-5-kapbokeunar rigpoxiaopun | 3,21-3,24 (m, 2H), 3,25 (m,

HN... 2H), 3,40 (s, 3H), 3,73 (s,
/O 3H), 3,88 (d, 1H), 4,34 (m,
o N\\//N 1H), 7.87 (s, 1H), 8,28 (brs,
Me’ Lo 3H)
JMe
o]
0

31 | Metun 2-[(35,45)-4-amiHo-3- SMP: 1,63 (m, 1H), 2,08 (d, | [Tpomixna
MeTOKCHMIinepuauu-1-inj-1,3- 1H), 2,97-3,01 (m, 1H), crnonyka 69
Tiazon-5-kapbokcunar rizpoxnopun | 3,21-3,24 (m, 2H), 3,25 (m,

2H), 3,40 (s, 3H), 3,73 (s,
3H), 3.8 (d, 1H), 4,34 (m,
1H), 7,87 (s, 1H), 8,28 (brs,
3H)

IIp | Cooayka Haui BP

om.

32 | Lue(+)3,4-nuxnop-N-[3- AMP: 1,92-1,96 (m, 2H), [Tpomixna
¢ropuinepuaun-4-in]-5-metun-1H- | 2,20 (s, 3H), 3,10 (m, 1H), crionyka 49
nipon-2-kapbokcamin rigpoxnopua | 3,43-3,51 (m, 2H), 3,64 (m,

1H), 4,27-4,38 (m, 1H), 5,05
(d, 1H), 7,58 (d, 1H), 8,75
(brs, 1H), 9.43 (brs, 1H),
12,32 (s, 1H)

33 | 3,4-muxnop-N-[(3R.45)-3- MC (ES) (M+H): 294,296 | [Ipomixkna
drropninepuaun-4-in]-5-metun-1H- | s C H4CLFN;O crionyka 45
mipos-2-kapOokcamisl riapoXIopH

34 | Tpanc(x)3,4-guxnop-N-[3- MC (ES)(M +H): 294, 296 [Tpomixua
dropninepumuH-4-in]-5-metun-1H- | ans C H4CLFN;O cronyka 44
nipoit-2-kapbokcamia riagpoxntopua

35 | Hue(+)mernn 4-{[(3,4-muxnop-5- MC (ES)(M +H): 332 s ITpomixkHa
metun-1H-nipon-2- Ci3H7CILN;0;5 crosyka 46
im)kap6onin]amino }minepuamuH-3-

KapOOKCHIAT Il APOXIIOPHA
Cl
Cl
¢
Me E H NH.HCI
0]
O-Me

36 | 3,4-maxiaop-N-[(35,4R)-3- MC(ES)M+H): 294,296 nnst | IlpomizxHa
¢ropninepuann-4-in]-5-metun-1H- | C H4CLFN;O crronyka 48
niposi-2-kapbokcamij riapoxiopu
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MpomixHa cnonyka 37

Lnc(z)etun 4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-
kapbokcunaT

3,4-guxnop-5-metun-1H-nipon-2-kap6oHoBy Kuc-
noty (MpomixHa crnonyka 1; 304 Mr) posyvHanu B
6essogHomy [OM®A. [Nopasann HATU (596 wr),
HOAT (213 wr) i DIEA (274 mkn) i nepemiwysanu npu
TemnepaTypi HaBKONULLHLOrO cepefoBuLLa NPOTArom
15 XB. LNopasanu unc(x)etunn 4-amiHo-3-
meTokcuninepuanH-1-kapbokeunat (MpomixHa cno-
nyka 21; 317 wmr) i cymiw nepemiwysanu npu Temne-
paTypi HaBKONMWLLHBLOrO cepefoBulia npoTtarom 18
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roavH. Cymiw possogunu EtOAc i npommsanu sogoto,
1 H. HCI, 6ikap6oHaTHum Gydepom, BOAO, CONSAHUM
po3unHoM i Bucywysanu Haga Na>SO4. PO34mH KoHuUe-
HTpPYBanu y BakyyMmi, OAEpXytoun BKazaHy B 3arorioB-
Ky CMOnyKy Yy BUMMsAA4i KOPUYHEBOI TBEPAOI PEYOBUHU
(503 Mr). MC (ES) MH+I 378, 380 ana C15H21C|2N304;
AMP: 1,29 (t, 3H), 1,79 (m, 2H), 2,27 (s, 3H), 3,12 (m,
2H), 3,30 (s, 3H), 3,37 (m, 1H), 3,83-4,16 (m, 5H),
7,25 (d, 1H), 12,23 (s, 1H).

MpomixHi cnonyku 38-49

HacTynHi cnonykv opepxysBanu 3a JOMOMOIO
MeToAy, aHanoriyHoro Ao onucaHoro Ans NpomipkHoT
cnonyku 37, i3 BKasaHoi BMXigHOi peyoBuHu (BP).

Ilp | Cnoyka HMamni BP

OM.

38 | [uc(x)etun-4-{[(3,4-mudprop-5- | MC (ES) MH": 344 iz [Tpomixna
meTui-1H-mipon-2- CisHa 1 FaN3O4; AMP: 1,3 (1, crionyka 20 i
in)kapboHin)amino}-3- 3H), 1,69 (m, 2H), 2,21 (s, [Tpomixua
METOKCHITITIEPHIHH-1 - 3H), 3,11 (m, 2H), 3,22 (s, cnonyka 21
KapBokcunar 3H), 3,39 (m, 2H), 3,85 (q,

2H), 4,41 (m, 1H), 6,83 (d,
1H), 11,54 (s, 1H)

39 | erun (3S,4R)-4-{[(3,4-muxsop- | MC (ES) MH": 377 nna Ipomixna
5-metun-1H-nipon-2- Ci5H21CLloN3Oy; SIMP: 1,32 (1, | cionyka 25 1
in)xapOonin]amino}-3- 3H), 1,74 (m, 2H), 2,31 (s, Tpomikua
MCIOKCHUTICPHANH-1- 3H), 3,14 (m, 2H), 3,18-3,52 crionyka 1
kapOoKcHIaT (s, 3H), 3,75-4,44 (m, 5H),

7,30 (d, 1H), 12,39 (s, 1H)

40 | etun (3R,45)-4-{[(3,4-nmuxnop- | MC (ES) MH": 377 ans IMpomikaa
5-metun-1H-nipoi-2- CisH2 CI;N3Oy; SAMP: 1,32 (t, | crionyka 26 i
im)kap6onin]amino}-3- 3H), 1,74 (m, 2H), 2,31 (s, [Tpomixua
METOKCHITIIEPHIHH-1- 3H), 3.14 (m, 2H), 3,18-3,52 crionyka 1
kapBokcunar (s, 3H), 3,75-4,44 (m, 5H),

¢ 5 7,30 (d, 1H), 12,39 (s, 1H)
Cl o 0
Rer
Me H SN
0 Me
Me
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Ilp | Cooayka Hawni BP

OM.

41 | Etun 4-{[(4-xn0p-5-metun-1H- | MC (ES) MH": s TIpomikna
nipon-2-in)kapGonin]amino}-3- | CysHpCIN3Og; AMP: 1,18 (t, | cniosyka 21 i
METOKCHIIITIEpHIHH- 1 - J=7,06 ', 3H), 1,48 (d, [Npomixkua
KapOOKcHIAT J=3,58 I'u, 1H), 1,75 (id, cronyka 6

J=12,29,7.82 T'u, 1H), 2,10 -
2,18 (m, 3H), 2,95 (d, J~=13,38
I'u, 2H), 3,20 - 3,27 (m, 3H),
3,27 - 3,35 (m, 2H), 3,38 (s,
1H), 3,97 - 4,09 (m, J=10,53,
7,08, 7,08, 3,39 I'u, 2H), 4,19
(s, 1H), 6,88 (d, J/=2,64 I'uy,
1H), 7,62 (d, /=7,91 I'n, 1H),
11,60 (s, 1H)

42 | Iue(£)etnn 3-(aninokcw)-4- MC (ES) MH™: 402, 404 nns IMpomixkHa
{1(3,4-nuxnop-5-metui-1 H- C17H23CIN304 cnonyka 1 i
niposi-2- IMpomikua
in)kapOoHin]amiHo } minepHinH- cronyka 28
1-kapboxcunar

43 | Huc(+)etun 4-{[(3,4-maxnop-5- | MC (ES) MH: 404, 406 nnst TIpomixna
meTiI-1 H-nipon-2- C17H25C1N;304 crionyka 11
in)kapboninjamino}-3- [MpomixHa
[PONOKCHTTIIepHrH-1 - crosyka 29
kapbokcunar

44 | Tpanc(=)mpem-Gytun-4-{[(3,4- | MC (ES) (M + Na): 416, 418 [IpomixHa
nuxnop-S-metun-1H-mipon-2- st CisH2oCLFN; O3 cronyka 60 i
in)kapGonin]amino}-3- [IpomixHa
¢ropninepunuH-1-kapbokcuiar cronyka |

45 | mpem-6ytun (3R.45)-4-{[(3,4- | MC (ES) (M + Na): 416, 418 ITpomixkna
auxyop-5-metun-1H-nipon-2- s CsH22CLFN; O3 crnonyka 61 i
im)kapGonin]amino }-3- [Tpomixna
¢ropninepuanH-1-kapGokcunar crioiyka 1

Cl Cl
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Ip | Cnonyka Hani BP

oM.

46, | 1-tpetr-6yrun 3-metun 4-{[(3,4- | 46: MC (ES — (M+H)"): 434, [Tpomixna

47 | puxnop-5-metun-1H-nipon-2- 436 ps CgHysCLN3Os; AMP | ciontyka 70 i
inm)xapOonin]amino yminepuauu- | 1,45 (s, 9H), 2,16 (m, 1H), IIpomiskua
1,3-nukap6okcunar 2,27 (s, 3H), 2,55 (dt, 1H), crioJiyka 1

2,93 (m, 1H), 3,09 (m, 2H),
IlpumiTka pasa npukaaais 46 i | 3,66 (s, 3H), 4,08 (m, 1H),
47: OrpuMaHy HEOYHILEHY 4,29 (m, 2H), 6,68 (d, 1H),
cyminn po3uuHsmH B JJXM, 9,66 (s, 1H)
NOAABATH 0 CHITIKareIeBol 47: MC (ES) MH)": 434, 436
KOJIOHKH, i OYHIIAIIH, pin)b C15H25C12N305; SIMP:
BHKOPHCTOBYIOUH rpafiedt 10- | 1,44 (s, 9H), 1,75 (m, 1H),
50% EtOAc y rekcanax. 2,09 (m, 1H), 2,26 (s, 3H),
BiguoBneny cymimm 2,86 (m, 1H), 2,98 (m, 1H),
niacrepeomMepis 3,17 (dd, 1H), 3,71 (s, 3H),
pecycnenaysad B EtOAc (200 | 4,04 (m, 1H), 4,44 (m, 2H),
M), HarpiBaiu o 50°C, i 7,57 (d, 1H), 9,53 (s, 1H)
dinTpyBamn. TBepay pedoBHHY
npomusaiin EtOAc i
BHCYIIYBAIIH, OJEPHKYIOUH
90:10 yuc:mpanc cymim
macrepeomepis (2,3 1, 30,6%
Buxixn) (ITpomixHa crionyka 46).
Ilicns usoro dinsTpar
Ni/UTaBAITH EpPeKpHCTATI3alLT,
BUKOpHCTOBYIOUH EtOAC i H-
rentas, 1 90:10 mpanc:yuc
cymim (2,65 r, 35,3% Buxin)
(TTpomixHa cromyka 47)
BIJIHOBJIIOBAIIH.

48 | mpem-6ytun (35,4R)-4-{[(3.4- | MC (ES) (M + Na): 416, 418 [pomixna
Juxnop-5-metwi-1 H-mipon-2- | qns CigHaClLFN303 crionyka 64 i
imkapboninjamino}-3- [Tpomixua
¢rroprinepuaun-1-kapboxcunar crnojyka 1

49 | ITuc()ympem-6yrun-4-{[(3.4- AMP (CDCls): 1,47 (s, 9H). [TpomixHa
ouxiop-5-metun-1 H-mipon-2- 1,84-1,88 (m, 2H), 2,28 (s, cmonyka 59 i
im)kapOoHinjamino}-3- 3H), 2,76-3,02 (m, 2H), 4,11- | [IpoMixkHa
tdTopninepuann-1-kapboxeunar | 4,26 (m, 2H), 4,43-4,51 (m, crionyka 1

1H), 4,77 (d, 1H)

MpomixHa crnonyka 50
Linc(+)3,4-amxnop-N-(3-meTokcuninepuamnH-4-in)-
5-meTtun-1H-nipon-2-kap6okcamig,

Cl c
0
0~
N
Me™ | HCNH
o
Me

BkasaHy B 3aronoBky Cronyky rotyeanu 3a fo-
MOMOrO0 METO/IB, OMUCAHNX HIDKYE:

MeTton A

Unc(x)etun 4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-

kapbokcunat (MpomixHa cnonyka 37; 503 mr) po3uun-
HanmM B MeOH (30 mn). 1 M NaOH gogaBanu i cymill
Harpisanu npun 100°C npotarom 12 rognH. PeakuinHy
CyMill OXxonogXyBanu [0 TemnepaTypyu HaBKOMMWLU-
HbOro cepefoBuwa n ekctparysanu EtOAc, npomu-
Banu Bogoto, Bucywysanu Hag NaxSO, i KOHUEHTPY-
Banu y BaKyyMi, OOEpXylun BKasaHy B 3arorfioBKy
CMONyKy y BUMMSAAi KOPUYHEBOI MACNSHUCTOI CMOMMW,
AKy BMKOpucTOBYBann 6e3 [00aTKOBOrO OYMLLEHHS
(336 mr).

MeTton B

Lnc(+)etun-4-{[(3,4-guxnop-5-metun-1H-nipon-
2-in)kap6oHin]amiHo}-3-meTokcuninepuamnH-1-
kapbokcunar (MpomixHa cnonyka 37; 3,85 r) cycneH-
aysanu B 6e3sogHomy CH3CN. lMNosinbHO gopasanu
nogTpumeTuncunaH (2,2 mn). PeakuiiHy cymiw Ha-
rpisanun B Konbi 3i 3BOPOTHUM XONMOAWIBHUKOM NPOTS-
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roM OeKinbkox roavH OO 3aBEpLUEHHSA 3a LOMOMOrow
PXMC. HeouwnweHy peakuiiiHy cymiw po3Boaunu
BOAo 1 nigknensanu 3a gonomoroto 1 H. HCI go pH 3.
PosunH ekctparyBanu EtOAc. BogHui wap nignyro-
ByBanu 3a gonomorot 50% NaOH go pH 10. BoagHuia
Lap HacumdyBanu Xnopuaom HaTpilo N ekcTparysanmu
Tro, sucywysanu 3a gonomoroto MgSO, i KOHUEHT-
pyBanu, oAepXylun XOBTO-KOPMYHEBY TBepay peyvo-
BUHY (2,1 1). MH™: 306 ansi C12H17CloN3O2; AMP: 1,61
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2,16-2,20 (m, 3H), 2,56-2,69 (m, 2H), 2,90 (d,
J=13,19 'y, 1H), 3,18 (dd, J=13,75, 3,01 Iy, 1H),
3,30-3,35 (m, 3H), 3,56-3,64 (m, 1H), 4,04-4,15 (m,
J=8,10, 7,72, 7,72, 3,01 T'u, 1H), 7,14 (d, J=8,29 Iy,
1H).

MpomixxHi cnonyku 51-56

HacTynHi [pomixHi crnonyku ogepxysanu, SK
onncaHo B 3aranbHWX MeTofax, HaBedeHuX Ans npo-
MixHOI cnonyku 50, i3 BkaszaHWX BUXiAHUX PEYOBUH

(d, J=3,77 T'u, 2H), 1,76 (dt, J=6,50, 3,16 'y, 1H), (BP).

fip | Cuouyra Hani BP

oM.

51 | 3, 4-nuxnop-N-[(3S5, 4R)-3- | M/z 306; 1,73 (m, 2H), 2,31 (s, 3H), 2,64 (m, | [Ipomixna
MeToKcuninepuauH-4-in]-3- | 1H), 2,98 (m, 1H), 3,22 (m, 1H), 3,34 (m, cronyka 39
metun-1H-nmipon-2- 1H), 3,34 (s, 3H), 3,42 (m, 2H), 4,25 (m,

Kapbokcamiz 1H), 7,31 (d, 1H).

52 | 3.4-muxnop-N-(3R, 4S)[3- | M/z 306; 1,73 (m, 2H), 2,31 (s, 3H), 2,64 (m, | [Tpomixua
MeToKcHnminepHauH-4-in]-5- | 1H), 2,98 (m, 1H), 3,22 (m, 1H), 3,34 (m, cronyka 40
metun-1H-nipon-2- 1H), 3,34 (s, 3H), 3,42 (m, 2H), 4,25 (m,
xapOokcamin 1H), 7,31 (d, 1H).

53 | Huc(+)3.,4-muxmop-5- M/z 334 [Mpomikua
MeTun-N-(3- coonyka 43
NIPONOKCHIINEPHAHH-4-111)-
1H-niipon-2-kapBokcamin

54 | Hue(£)3,4-muxmnop-3- M/z 332 [Tpomixua
MeTHn-N-(3- cronyka 42
AMTHOKCHITIIEPH AHH-4-111)-
1H-niposn-2-kapbokcami

55 | Huc(x)4-xnop-N-(3- M/z 272; 1,41 (s, 1H), 1,67 (s, 1H), 2,13 (s, [Tpomixna
MeTOKCHIinepuauH-4-in)-5- | 3H), 2,47 (s, 1H), 2,55 (s, 1H), 2,86 (s, 1H), | cmonyxa 41
metun-1H-mipon-2- 3,08 (d, J=13,19 I'u, 1H), 3,25 (s, 3H), 3,31
KapOokcamix (s, 1H), 6,89 (d, J=2,45 I'u, 1H), 7,52 (s, 1H),

11,59 (s, 1H)

56 | Luc(x)3,4-mudrop-N-(3- M/z 273; 1,74 (m, 2H), 2,24 (s, 3H), 3,00 (m, | ITpomixkua
MeToKcHninepuauk-4-in)-3- | 1H), 3,21 (m, 1H), 3,36 (s, 3H), 3,42 (m, crniosiyka 38
Mmetui- | H-mpon-2- 4H), 4,20 (brm, 1H), 6,74 (brm, 1H), 11,60
KapOokcamin (brs, 1H).

1

MpomixxHa cnonyka 57 i MNpomixHa cnonyka 58

TpeT-6yTun-(3S,4R)-4-(6eH3mnamiHo)-3-
dTopninepnanH-1-kapbokcunat i TpeT-byTun-
(3R,4S)-4-(6eH3umnamiHo)-3-pTopninepmnamnH-1-
kapbokcunaT

=
Ak A
NO Me = Me
AUN_OL Me
AYOY

F O Me 0 Me

Linc(x)TpeTt-6yTnn-4-(6eH3nnamiHo)-3-
cdTopninepnanH-1-kapbokcunat (MpomikHa cnonyka
82; 2,2 1) po3ainsanu Ha Bka3aHi B 3arofioBKy CrMosyku
3a gonomorol XipaneHoi BTPX, cnocobom, aHanori-
YHUM [0 onucaHoro Ans [pomixHoi crnonyku 23 i
MpomixHoi cnonykn 24 Ha konoHky Chiralpak AD
(entoeHT: rekcaHn/MeOH/EtOH; 90/2,5/2,5; 0,1% pnie-

TunamiH). ®pakuii, Wo BigNOBIAaIOTbL MEpPLUIOMY XpO-
MatorpagiyHomy niky (Lmc(+) isomep; [MNpomixHa
cnonyka 57) 36upanu i ynaptoBanu, O0EPXYH4MN BKa-
3aHy B 3arorfioBKy Crnomnyky y Burnsagi 6inoi tBepaoi
peyvoBuHM (942 wmr). ®pakuii, Wo BignosigawTb ApY-
romy xpomatorpadivyHomy niky (Luc(-) isomep; lMpo-
MiXXHa cnonyka 58) 36upanu n ynaptoBanu, ogepxy-
04N BKa3aHy B 3arorfioBKy Crnonyky y Burnsagi 6inoi
TBepaoi pedvoBuHn (980 wmr). AMP (CDCls): 1,40 (s,
9H), 1,88 (m, 2H), 3,01 (m, 2H), 3,55 (m, 2H), 3,77
(m, 1H), 4,66 (d, 1H).

MpomixHa cnonyka 59

Linc(x)TpeT-6yTnn-4-amiHo-3-cTopninepnamH-1-
kapbokcunat

Lnc(t)TpeT-6yTun-4-(6eH3annamino)-3-
dTopninepuanH-1-kapbokcunat (MpomixkHa cnonyka
82; 711 wr), dopwmiat amoHito (582 wmr), i 10% Pd/C
(200 mr) B MeOH (10 mn) HarpiBanu go 50°C npots-
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rom 1 roguHun. PeakuiiHy cymill OxonomxysBanu Ao
KiMHaTHOI TemnepaTtypu, (inbTpyBanu 4vepes Adiato-
MOBY 3€MII0 I KOHLIEHTPYBamnu npu 3HWKEHOMY TUC-
Ky, OOEPXYHuM BKasaHy B 3aronoBky crnonyky (503
Mr, kinbkicHun). AMP (CDCI3): 1,40 (s, 9H), 1,88 (m,
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2H), 3,01 (m, 2H), 3,55 (m, 2H), 3,77 (m, 1H), 4,66 (d,
1H).

MpomixHi cnonyku 60-64

HacTynHi MNpomixHi cnonyku ogepxysanu 3a [o0-
NOMOrOK METOAMKN, onucaHoi Ansa MNpomikHoT cnony-
ku 59, i3 BkazaHux BuxigHux peyosuH (BP).

Ip | Cmoayka
oM.

Hani

BP

60 | Tpanc(x)ympem-Oyrun-4-amiso-
3-dropninepuaun-1-

SIMP (CDCLy): 1,38 (s, 9H),
1,88 (m, 2H), 2,87 (m, 2H), 3,59 | 65

[Tpomixua crionyxa

3-¢ropninepunun-1-
KapOOKcHIarT

1,88 (m, 2H), 3,01 (m, 2H), 3,55
(m, 2H), 3,77 (m, 1H), 4,66 (d,
1H)

kapOokcunar (m, 2H), 3,77 (m, 1H), 4,66 (d,
NN 1H)
| Me
A
(o] Me
61 mpem-6ytn (3R,45)-4-amino- | AMP (CDCls): 1,40 (s, 9H), [TpomixkHa crionyka
3-dropninepunys-1- 1,88 (m, 2H), 3,01 (m, 2H), 3,55 | 58
kapGoKcuaT (m, 2H), 3,77 (m, 1H), 4,66 (d,
1H)
IIp | Cnoayka Tilani BP
OM.
62 | mpem-Gytun [(3R,4R)-3- SMP (CDCls): 1,45 (s, 9H), ITpoMmixHa ciomyka
METOKCHIIIIepHIuH-4- 2,43 (m, 1H), 2,50-2,57 (m, 66
injkapbamar 1H), 2,59-2,66 (m, 1H), 2,89
(m, 1H), 3,01 (m, 1H), 3,24 (m,
1H), 3,41 (s, 3H), 3,67 (m, 1H),
4,71 (m, 1H)
63 | mpem-Gyini [(3S,4S)-3- SAMP (CDCl;3): 1,45 (s, 9H), [TpomixHa ciomyxa
METOKCHITiIepHIHH-4- 2,43 (m, 1H), 2,50-2,57 (m, 67
in]kapGamar 1H), 2,59-2,66 (m, 1H), 2,89
(m, 1H), 3,01 (m, 1H), 3,24 (m,
1H), 3,41 (s, 3H), 3,67 (m, 1H),
4,71 (m, 1H)
64 | mpem-6ytun (3S,4R)-4-amino- | SIMP (CDCl): 1,40 (s, 9H), [TpomixHa criomyka

57

MpomixHa cnonyka 65
TpaHc(t)TpeT-6yTUn
dTopninepnanH-1-kapbokcunat

H
Q\,NDYglMe

F 0 Me

4-(6eH3nnamiHo)-3-

BkasaHy B 3arofioBKy CMosyKy rotyBanu, sik Onu-
caHo B Monique B. van Neil i iH. J. Med. Chem., 1999,
42, 2087-2104 i nocunaHHAX, HaBeOeHUX Y LbOMY
pxepeni. AMP (CDCls): 1,40 (s, 9H), 1,88 (m, 2H),
3,01 (m, 2H), 3,55 (m, 2H), 3,77 (m, 1H), 4,66 (d, 1H).

MpomixHa cnonyka 66

TpeT-6yTun [(3R,4R)-1-6eH3un-3-
MeTokcuninepnanH-4-injkapbamar

BkaszaHy B 3aronoBky cnonyky (150 mr) rotyBanm
3 TpeT-6yTun [(BR,4R)-1-6eH3un-3-
rigpokcuninepuanH-4-injkapbamaty 3a [4ONOMOrO0
MEeTOAMKM, onucaHoi (Ana nodibHmx crnonyk) B Synth.
Commun., 2001, 31, 1081-1089. AMP (CDCls): 1,44
(s, 9H), 1,97-2,11 (m, 3H), 2,68 (d, 1H), 3,07-3,12 (m,
2H), 3,36 (s, 3H), 3,41 (m, 1H), 3,52 (m, 2H), 4,51 (m,
1H), 7,23-7,32 (m, 5H).

MpomixxHa cnonyka 67

TpeT-6yTun [(3S,4S)-1-6eH3un-3-
MeToKcuninepuanH-4-injkapbamat

BkasaHy B 3aronoBky cronyky (426 mr) rotyBanm
3 TpeT-6yTun [(3S,4S)-1-6eH3nn-3-
rigpokcuninepuaunH-4-injkapbamaty 3a  O0OMNOMOrot
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MEeTOAMKM, onucaHoi (ana nofibHux cnonyk) B Synth.
Commun., 2001, 31, 1081-1089. AMP (CDCls): 1,44
(s,9H), 1,97-2,11 (m, 3H), 2,68 (d, 1H), 3,07-3,12 (m,
2H), 3,36 (s, 3H), 3,41 (m, 1H), 3,52 (m, 2H), 4,51 (m,
1H), 7,23-7,32 (m, 5H).
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MpomixxHi cnonyku 68-69

HacTynHi MNpomixHi cnonyku ogepxysanu 3a fo-
noMoro MeToguku, onucaHoi B MNpuknagi 1, i3 Bka-
3aHWX BMXiAHUX peyoBuH (BP).

IIp | Cnoayka Hdamni
oM.

BP

68 | 2-{(3R4R)-4-[(mpem-
ByrokcukapboHin)amino]-3-

Tiazon-5-kapOoKcHuar

MC (ES) (M + Na): 394 nns
C[ﬁstN;OsS; SAMP (CDC13)1
MCOKCHILILIEPUAKH- 1-in}-1,3- | 1,46 (s, 9H), 1,66 (m, 1H), 1,89
(m, 1H), 2,29 (m, 1H), 3,13-3.20
(m, 3H), 3,47 (s, 3H), 3,75 (m,
1H), 3,83 (s, 3H), 4,20 (m, 1H),
4,60 (brs, 1H), 7,85 (s, 1H)

IIpomixkHa cnonyka
62 i meTun 2-6pom-
1,3-tia3on-5-
kapboxcumar

69 | 2-{(35,45)-4-[(mpem-
ByTtokcukapGoHin)amino]-3-

Tiazon-5-kapbokcunar

MC (ES) (M + Na): 394 qns
C]5H25N3OSS; SAMP (CDC!},)Z
MeTOKcHIinepuaus-1-in}-1,3- | 1,46 (s, 9H), 1,66 (m, 1H), 1,89
(m, 1H), 2,29 (m, 1H), 3,13-3,20
(m, 3H), 3,47 (s, 3H), 3,75 (m,
1H), 3,83 (s, 3H), 4,20 (m, 1H),
4,60 (brs, 1H), 7,85 (s, 1H)

[TpomickHa crionyka
63 1 meTnn 2-6pom-
1,3-Tiazon-5-
kapbokcunar

MpomixHa cnonyka 70
1-TpeT-6yTVIN-3-MeTun-4-amiHoninepuamt-1,3-
Oukap6okecunat

O NH

2
Me\OJ\ﬁj
N

0;\0
Me)f\Me

Me

BkasaHy B 3aronoBky Cnonyky rotyBanu 3rigHo i3
(Cordero, F.M i iH. Gazz. Chim. Ital. 1997, 127,25-29).
Takum 4mHom, 1-TpeT-6yTunn-3-meTnn-4-rigpokcu-5,6-
avrrigponipuauH-1,3-(2H)-gukap6okcunat  (MpomixHa
cnonyka 9; 33 r) i NH4OAC (100 r) po3unHsinu B 6e3-
BogHoMmy MeOH (250 mn). Aopasanm NaCNBH3; (8,1
r) TpbOMa piBHUMKU MopuisMu 3 iHTepanamu 1 rog.
PeakuiviHy cymiwl nepemiyBanu npu KiMHaTHIn Tem-
nepaTypi NpOTAroM Houi. 3a peakuiiHOK CyMILLLLO
crnoctepirann 3a gonomoroto GC/MC i pgopaTkoBO
popasanu NH4OAc (2,5 eksiB.) i NaCNBH; (0,25 ek-
BiB.) [0 3aBepLUeHHs peakuii. PeakuinHy cymiw oxo-
nogxysanu o -10°C i nigkucnanu go pH=2 3a gono-
Moroto KoHueHTpoBaHoi HCI i po3unHHUK Buaansanu y
BaKyyMi. TBepay peyvoBuHY, fika 3anumnacs, posym-
Hanu y Bogi, i ekctparyBanu Et,O. pH BogHoi dasn
posoaunu go 8-9 3a gonomoroto TBepaoro KOH, pos-
YMH HacudyBanu 3a gonomoroto NaCl i ekcTparysanm
EtOAc. OpraHiyHni wap sucywysanu Hag KzCOs,
inbTpyBanuM M KOHLEHTPYBanu, OO4EpXyl4uu macro
(25 r). GC/MC: 258 ana C12H2oN204.

MpomixHa cnonyka 71

Unc(x)tpeT-6yTun-4-{[(3,4-guxnop-5-metnn-1H-
nipon-2-in)kap6boHin]jamiHo}-3-
(rippokcmeTun)ninepunanH-1-kapbokcunat

Linc(z)1-TpeT-6yTnn-3-metun-4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}-ninepmuauH-1,3-
avkapbokeunat (MpomixHa cnonyka 46; 4,26 r) i
LiBH4 (321 wmr) o6’egHyBanu B 6e3sogHomy TId (20
mn). Oopgasanu MeOH (600 mkn) ogHieto nmopuieto.
PeakuiiHy cymiw HarpiBanu B konbi 3i 3BOPOTHUM
xonoaunbHukom npotarom 1 rogmHu. Cymiw oxomno-
OXyBanu [0 KiMHaTHOI TemnepaTtypw, po3Bogunu
EtOAc i npomuanu 0,5% HCI. OpraHiyHun wap Bu-
cywysanu Hag Na;SO4, dinbTpyBanu n KOHUEHTPY-
Banu, OOEPXYK4M TBEpAY PEYOBUHY, SIKY ouumLLianu
LUNSAXOM KOMOHKOBOI dhnelu-xpomaTtorpadii, entooro-
4y 3a ponomorow (60% EtOAc/40% rekcanu), ogep-
XylouM BKasaHy B 3aronosky cnonyky (3,11 r). MC
(ES) (MH"): 406 ana Ci7H25CI2N304; SAMP (CDCls):
1,47 (s, 9H), 1,56 (m, 1H), 1,96 (m, 1H), 2,27 (s, 3H),
2,84 (m, 1H), 2,9 (m, 1H), 3,49 (m, 1H), 3,71 (m, 1H),
4,16 (m, 5H), 6,58 (d, 1H), 10,1 (brs, 1H).

MpomixHa cnonyka 72

Linc(x)TpeT-6yTnn-4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}-3-({[(4-
MeTUndeHIN)cynbdOoHinJokcn}  meTun)ninepuaunH-1-
kapbokcunat

Linc(zx)tpeT-6yTnn-4-{[(3,4-oguxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}-3-
(rinpokcumeTun)ninepuamnH-1-kapbokeunat  (Mpomix-
Ha cronyka 71; 1,46 r) po3unHanu B 6e3BogHOMY
nipuguHi (20 mn) i oxonogxysanu go 0°C. Jooasanu
Tosunxnopug (822 mr) ogHieto nopuieto. PeakuinHin
CyMiLLi JO3BONANN MOBINBHO HArpiTMCA A0 KiIMHATHOI
Temnepartypu # nepemillyBanv NnpoTarom Houi. Cymiw
possoamnu EtOAc i npommnBanv BOAo, BUCYLLyBanm
Hag NaxSO4, hinbTpyBanu 1 KOHUEHTPYBanun y Baky-
ymi. TliHy ouuwanu LWNaXoM KOJOHKOBOI doneLu-
Xpomatorpadii, entotooun 3a  gonomoro  (40%
EtOAc/60% rekcaHn), ofepXxytodm BKasaHy B 3arono-
Bky crnonyky (1,58 r). MC (ES) (MH"): 560 ans
CQ4H310|2N3053; AMP (CDC|3)Z 1,46 (brs, 11H), 1,89
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(m, 1H), 1,98 (m, 1H), 2,31 (s, 3H), 2,35 (s, 3H), 2,8
(m, 2H), 3,96-4,23 (m, 4H), 6,4 (d, 1H), 7,19 (d, 2H),
7,68 (d, 2H), 10,3 (brs, 1H).

MpomixHa cnonyka 73

TpeT-6yTunosun edip umc(z)4-|(3,4-anxnop-5-
meTun-1H-nipon-2-kap6oHin)-amiHo]-3-
MeTOKCUMEeTUN-NinepuamnH-1-kapboHOBOT KUCNOTHU.

Lnc-tpeTt-6yTnn-4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamino}-3-({[(4-
MeTundeHin)cynbgoHinjokcumeTun)ninepuanH-1-
kapbokcunart (MpomixHy cnonyky 72; 325 mr) posun-
Harmm B 5 mn 30 mac.% posunHy MeOH, wo mictntb
NaOMe i popgaTtkoBo 5 mn 6e3sogHoro MeOH. Nomo-
FeHHy peakuiviHy CyMill nepemiwyBanu npu KiMHaTHIn
Temnepatypi NnpoTarom 2 AHie. Npu 34iicHeHHI peak-
Uil TBEPAI PEYOBUHM MOYMHANM ocagxyBaTucs 3 po3-
4YnHy. PeakuinHy Cymill KOHLEHTpyBanu A0 TBEPAOro
3anuLLKy, NOBTOPHO po3dnHsAny B EtOAc i npomunsanu
HacudyeHnm NH4Cl (2x10 mn). OpraHiyHun wap Bu-
cywyBanu Hag NaSOs, inbTpyBanu h KOHLUEHTPY-
Banu. Pe4oBuWHy, LU0 3anunnacs, o4YMLLany Wnsxom
KONOHKOBOI dhriewl-xpomaTtorpadii, entowo4dn 3a go-
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nomoroto (1:1 EtOAc/rekcanu), oaepxytoun BkasaHy B
3aronosky crionyky (192 mr). MC (ES) (MH"): 420 ans
C19H27CI2N304.

MpomixHa cnonyka 74

Linc(z)3,4-amxnop-N-[3-
(meTokcmmeTun)ninepuanH-4-in]-5-metnn-1H-nipon-2-
Kapbokcamig, rigpoxnopua,

Lnc(x)tpeT-6yTnnd-{[(3,4-anxnop-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-
(meTokcmmeTun)ninepuanH-1-kapbokeunat  (Mpomix-
Ha cronyka 73; 192 wmr, 0,45 Mmornb) po3unHanu B 4
H. HCI y piokcani (10 mn) i 10 mn MeOH. Cywmiw ne-
pemiwyBanu npu KiMHaTHIA Temnepatypi npoTaroMm 3
roAvH, KOHLIEHTpYBanuM Hacyxo W aseoTponyBanv 3
MeOH pans BupaneHHa Hagnuwky HCI (5x20 mn),
OAEPXKYl4M BKasaHy B 3arofoBKy CrOMyKy, siKy BUKO-
puctoByBanu 6e3 ouuLleHHs, (HeoumweHa cymiw 195
mr). MC (ES) (MH"): 320 anst C13H19CI2N30,.

MpomixHi cnonyku 75-76

HacTynHi NpomixHi cnonykn ogepxysanu 3a [o0-
NOMOrOK METOAMKN, onucaHoi Ansa MNpomixHoT cnony-
Kn 74, i3 Bka3aHWUX BUXigHUX peyoBuH (BP).

TifpoxnopHy yuc(x)3,4-
auxnop-5-merun-1H-nipon-
2-kap6OHOBOT KMCIOTH

Cl Cl H

N
-\

H Me
H N
0 NH HCI

~

Me

IIp | Cnoayka Hani BP

OM.

75 | (3-mMeTHnaMiHOMETHII- MC (ES) MH": 319 ana IpomixHa coonyka
ninepuIuH-4-in)-aMin Ci3Hz2oCLN4O 77

76 | (3-muMeTHIAMIHOMETHII-
ninepyuIuH-4-171)-amiz
TiApOXIOPUN Yuc-3,4-
nmxnop-5-Metuin-1H-mipon-
2-xapOOHOBOT KHCJIOTH

MC (ES) MH": 333
C14H2:CLN4,O 78

[Npomixua cronyka

MpomixHa cnonyka 77

TpeT-6yTunosun edip umc(x)4-[(3,4-onxnop-5-
meTun-1H-nipon-2-kapoboHin)-amiHo]-3-
MeTunamiHoMeTun-ninepuanH-1-kap6oHOBOT KMCIOTH

Lnc(x)TpeT-6yTnn-4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]jamino}-3-({[(4-
MeTuUndeHin)cynbgoHinjokcuMeTnn)-ninepuanH-1-
kapbokcunat (MpomixHy crnonyky 72; 500 mr, 0,89
MMOnb) po3unHAnM B 5 mn 2,0 M posumHu TIo, wo
mMicTute MeNH,. PeakuinHy nocyauHy 3anedaTyBanu
n HarpiBanu go 100°C npotsrom 2 roauvH. Cymiw

OXOnoMXyBanu Ao KiMHaTHOI TemnepaTypu i po3BoO-
ounn EtOAc, notim npomuBanu Bogow. OpraHivyHun
wap sucywysann Hag Na>SOs, dinbTpyBanu h KOH-
LeHTpYBanu 0O HEeOUYULLEHOT TBEPAOI NiHU, SKY BUKO-
puctoByBanu 6e3 [0AATKOBOrO ouneHHs. MC
(ES)MH+Z 419 ana ClsH23C|2N403.

MpomixkHa cnonyka 78

BkasaHy B 3aronoBky crnonyky rotysanu 3a Ao-
NOMOro MeTody, aHanoriYHoro A0 OMnMCaHoro Ansi
MpomixHoi cnonyku 77 i3 BKazaHOI BUXiAHOI pe4yoBu-
HW.
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Ip | Cnoayka MC BP
oM.
78 | mpem-6yrunosuii edip yuc(x)d- | MC (ES) MH™: 433 na [Tpomixkna
[(3,4-guxnop-5-metun-1H- C9H3¢C1aN4O5 cnonyka 72 i
nipon-2-kapGoHnin)-amino]-3- TMMETHNaMIH

JTMMETHIaMIHOMETHIT-
ninepuuH- 1 -kapboHoBO1
KHCIIOTH

lMpomixHa cnonyka 79

rigpoxnopua umuc(x)4-{[(3,4-onxnop-5-metnn-1H-
nipon-2-in)kap6oHinjamiHo}ninepnanH-3-kap6oHoBOT
KMCnoTn

e (10 mn) i MeOH (8 mn) gopgasanu go
unc(x)1-tpet-6ytun  3-metun  4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1,3-
Ovkapbokcunaty (MpomikHa cnonyka 46; 2,24 ).
OTtpumaHy cymiw oxonomxysanu go 0°C, i no kpan-
nsax gofaeanu po3dmH rigpokeuay nitito (0,37 1) y
Boai (5 mn) npm 0°C 3a gonomoroto NiNeTkn, oOepXy-
loYi MPO30pUIA, 3rerka >OBTUM pPO34uH. PeakuinHy
cymiw nepewmiwysanm npm 0°C npoTsarom 2 rogwvH,
36epiranu nNpoTarom Hodi B mMopo3unui 6e3 nepemi-
LyBaHHs, noTiM 3HoBY nepemiwysanu npu 0°C npo-
TArOM LWeCTU roauH. PeakuinHy cymil nigkuenanu oo
pH 3 3a gonomoroto 2 H. HCI 9-7 mn), i KOHUeHTpyBa-
nn y Bakyymi. OTpumMaHy cymiw po3umHsinu B EtOAC
(125 mn) i HacuyeHoMy BOOHOMY PO34MHi Xrnopuay
HaTpito (40 mn), notim gogasarm 2 H. HCI (~1 mn)
Onsa nigkMcneHHa BogHoro wapy go pH 1. ®asm pos-
Ainanv n sogHun wap npomusanu EtOAc (2x60 mn).
O6'egHani EtOAc wapw BucywyBanu Hag 6e3BoaHUM
MgSO. i koHUeHTpyBanu y Bakyymi. OTpumaHy 6Giny
TBEpOY PeYoBUHY cycneHayBanu B 6e3sogHomy TId
(35 mn) B atmocdpepi aproHy, oxonogxysanu go 0°C,
notim pogasanu 4 M HCI B 1,4-giokcani (10 mn, 40
MMmonb). PeakuinHy cymiw HarpiBanu [o KiMHaTHOI
Temnepatypu, OAEPXKYy4YM MNpPO30PUN  OpaHXeBo-
YepBOHUIA PO34uMH. PeakuiriHy cymiw nepemiwysanu
MPOTArOM HOYi MpW KiMHaTHIW TemnepaTtypi, MOTiM
popasann 5 mn 4 M HCI B 1,4-giokcaHi. PeakuinHy
CyMiLl nepemillyBany NpoTsarom ABOX AHIB NpuU KiMHa-
THiM TemnepaTtypi, noTiMm HarpiBanu go 50°C npoTsa-
rom OBOX rOAWH, | 4O3BOMANM NOBINBHO OXOMOHYTU A0
KIMHaTHOI TemnepaTypu NpoTArom Hodi. PeakuinHy
CYMill KOHLEHTpYBanu y BakyyMi, i BUKOPUCTOBYBanu
B HACTYMHiN peakuii 6e3 [0AaTKOBOrO OYULLEHHSI
(5,16 mmonb). MC (ES)(M+H)"): 320, 322 pana
C12H15CIoN30s.

MpomixHa cnonyka 80

2,2,2-tpunxnop-1-(3,4-gudptop-5-metun-1H-nipon-
2-in)eTaHoH

FoOF

P
Me™ >\~ cocl,

H

3,4-gudptop-2-metun-1H-nipon (MpomixHa cno-
nyka 8; 3,8 r) posumHsanu B 6e3BOAHOMY MPOCTOMY
gietunosomy edipi (100 mn). Jopasanu 6e3BoaHWMIA
K>COs (12,5 r), noTim gogaBanu TpuUxnopaueTunxmno-
pug (10 mn). Cymiw nepemiwyBanu npu KiMHaTHIN
Temnepatypi B atmocdepi N, nNpoTarom 2 roauH,
BNMBanNM B XONoAHWA HacuyeHuin po3umH NaHCOsj,
nepemiwysanu npotaroM 10 XBWNWH, i ekcTparysanu
npoctum edpipoMm. OB6'egHaHi opraHiyHi Lwapu BUCY-
wysanu Hag Na,SOs i KOHUeHTpyBanu y BakyyMi,
OAEPXKYH4YM YepBOHO-KOpM4HeBe Macro. pu po3Tu-
paHHi B nopolwok 3 neHtaHom (50 mn)/OXM (2 mn),
npu -20°C npoTArom Houi, ofepxyBanu BKa3aHy B
3aronoBKy CMOMyKy y BUrMsAAi KOPUYHEBOTO MOPOLLKY
(1,3 r). MC (ES) MH": 262 gnsa C7H4Cls F.NO; AMP
(CDCls): 2,35 (d, 3H), 9,0 (brs, 1H).

MpomixHa cnonyka 81

Linc(x)etun-4-[(TpeT-byTokcnkapboHin)amiHo]-3-
(nponiokcuninepnanH-1-kapbokecunaT

Linc(x)etun-3-(aninoken)-4-[(TpeT-
ByTokcmkapboHin)amiHo]ninepyuanH-1-kapbokecmnat
(MpomixkHa cnonyka 27; 528 mr) po3unHanu B MeOH
(20 mn). Jogasann 10% Pd-C (100 mr) i cymiw Bigka-
yyBanu n aea pasu 3amiHanu H, rasom. Cymiw nepe-
MiwyBanu B atmocaepi Hy rasm npotarom 12 roguH.
KaTanizatop Bvgananu vyepes wap uenity n po3ynH-
HVUK BUAansanu y BakyyMmi, OOEpXyHun BkasaHy B 3a-
rofloBKy Cnonyky y Burnsagi macna (445 wmr). AMP?:
0,94 (m, 3H), 1,25 (m, 3H), 1,43 (s, 9H), 1,53 (m, 2H),
1,71 (m, 1H), 3,04 (m, 2H), 3,37 (m, 2H), 3,50 (m,
2H), 3,69 (m, 1H), 3,89 (m, 1H), 4,15 (m, 2H), 6,5 (d,
1H).

MpomixHa cnonyka 82

Linc(x)TpeT-6yTnn
dTopninepnamnH-1-kapbokcunat

BkasaHy B 3aronoBKy CMoryky roTyBanu, sik onuv-
caHo B Monique B. van Neil i iH. J. Med. Chem., 1999,
42, 2087-2104 i nocunaHHAX, HaBedEeHUX Y LbOMY
oxepeni. AMP (CDCls): 1,40 (s, 9H), 1,88 (m, 2H),
3,01 (m, 2H), 3,55 (m, 2H), 3,77 (m, 1H), 4,66 (d, 1H).

Mpuknagn 87-193

HactynHi MNpuknagu ogepxxyBanu 3a AOMOMOro
METOAMKMK, onncaHol B Nnpuknagi 1, i3 BkasaHux BUxia-
HMX peyoBuH (BP).

4-(6eH3nnamiHo)-3-
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IIp. | Cmoayka Hami BP

87 Luc(x)-metun 2-[4-{[(3,4- MC (ES) MH":447, 449 nns | [IpomixkHa criomyka
Iuxnop-5-metun-1 H-nipon-2- C17H;0C1;N4O4S. 115 i meTun 2-6pom-
im)xap6oHin]amino}-3- 1,3-Tiazon-5-
(rinpoxcumeTnn)minepuanH-1- KapOoKcHnaT
in)-1,3-tiazon-5-kapbokcunar.

88 Luc(x)-metun 2-{4-{[(3,4- MC (ES)MH": 477,479 nns | [Tpomiskua cnomyka
Juxnop-5-metu-1 H-nipon-2- C13H2»CLN4O38S,. 116 1 MeTun 2-6pom-
im)xapboninjamino }-3- 1,3-tiazon-5-
[(MeTuiTio)MeTHN JninepuauH-1- KapOoxchaart
in}-1,3-riazon-5-kapbokcunar.

89 Luc(x)-metnn 2-{4-{[(3.4- MC (ES) MH™: 493, 495 qnst | IMpukman 88 i meTun
uxnop-5-metun-1 H-nipon-2- C1gH»ClLhN4O4S,y. 2-6pom-1,3-tiazon-
u)KapboninjaMiHo }-3- 5-kapbokcunar
[(MeTuncynesdinin)MeTun jninepu
nuH-1-in}-1,3-Tiazon-5-

Kapbokcunar

90 Luc(x)-metun 2-{4-{{(3.4- MC (ES) MH": 509, 511 s | Tlpuxnan 88 i meTwn
nuxtop-5-metui-1 H-mipon-2- C1gH22CILN4O58S,. 2-6pom-1,3-Tiazon-
im)kap6onin]amino }-3- 5-xapfoxeunar
[(MeTnacynehonimmern)ninep
uauH-1-in}-1,3-riazon-5-
kapbokcunar

\é
cl cl 1™ Me
Mem(n S 7
E o N\\Tﬂo
N e
91 Etun 2-((3S,4R)-4-{{(3.4- MC (ES) MH": 463, 465 nna | [Ipomikea conyka

auxnop-5-metun- | A-mipon-2-
im)kapboHinjamiHo}-3-
$ropninepumus-1-in)-5-MeTHn-
1,3-tiazon-4-kapOoKcHIaT.

CisH2 CI,FN,O5S.

36 i [Tpomixna
crnonyka 179
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Ilp. | Cnoayka Hani BP

92 Erun 2-((35,4R)-4-{[(3,4- MC (ES)MH": 475,477 nns | TIpomixkua cnonyka
Juxnop-5-metun-1 H-nipon-2- C1oH24CIN,O,S. 51 i IMpomixua
inm)kapboHin)amino }-3- crionyka 179
METOKCMITiIIepHaMH-1 -i11)-5-

MeTu-1,3-tiazon-4-kapSoxcunar

93 Ernn 2-((3S,4R)-4-{[(3,4~ MC (ES) MH™: 477,479 ms | [Tpomikua crionyka
AUXA0p-5-metun-1 H-nipon-2- C13H19CLFN4O,4S. 36 i [IpomixHa
imxap6oHinjamino }-3- criosyxa 181
¢ropninepuaus-1-in)-5-bopmin-
1,3-tiazon-4-kap6okcunaT

94 Erun 2-((35.4R)-4-{[(3,4- MC (ES) MH': 506, 508 nnst | IlpomikHa croqyka
JMXnop-5-merun-1H-nipon-2- CyoH2CLFNs0,4S; 'H IMP 93 i MeToKCiaMiH
in)kapGonin)amido}-3- (CDCl3): 1,41 (m, 6H), 2,0 riApoxIopU ]
¢ropninepuun-1-in)-5- (m, 4H), 2,3 (s,6H), 3,2 (m,
[(meToxciiMino)mern]-1,3- 4H), 3,9 (s, 3H), 4,0 (s, 3H),

Tiazon-4-kapGoxcunar 4.4 (m, 10H), 4,8 (s, 1H), 4,9
(s, 1H), 7,0 (s, 2H), 8,5 (s,
1H), 8,8 (s, 1H), 9,6 (s, 2H)

95 Huc(x)-merun 2-[(-4-{[(3.4- MC (ES) MH": 463,1 s [Tpomixna cionyka
nuxiop-S-metui-1 H-nipon-2- C7H29CIaN4O3S,; AAMP: 117 i [TpomixHa
im)kap6onin]aMizo}-3- 1,90 (m, 2H); 2,14 (s, 3H); cronyka 1
(MetwmaTio)minepuanu-1-in]-1,3- | 2,28 (s, 3H); 3,28-3,45 (m,

TiazoJ-5-kapbokcunar 2H); 3,74 (s, 3H); 3,77 (m,
SN y \ 1H); 3,95 (m, 2H); 4,44 (m,
MeMYNEN‘{ , 1H); 7,25 (d, 1H); 7.85 Gs,
S s S%,O\ME 1H); 12,14 (s, 1H)
Me o]
96 | Luc(x)-merun 2-[4-{[(3.4- MC (ES) MH": 495 nna T[TpomixHa cromyka

auXnop-5-MeTui-1H-nipon-2-
im)kapSonin]amino}-3-
(meTnncynbdonin)minepH/HH-1-
i]-1.3-riazon-5-kapbokeunar

C17H20C12N40552; SAMP: 1,88
(m, 2H); 2,18 (s, 3H); 3,07 (s,
3H); 3,45 (¢, 1H); 3.61 (t,
1H); 3,60-3,85 (m, 2H); 3,77
(s, 3H); 4,48 (m, 1H); 4,68
(m, 1H); 7,52 (d, 1H); 7,93 (s,
1H); 12,07 (s, 1H)

95
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IIp. | CooJayka Jani BP

97 Huc(+)metun 2-(3-(6ensunokcn)- | MC (ES) MH": 523 n1s [TpomixHa cnonyka
4-{[(3,4-nuxnop-5-metun-1H- Cy3Ha4ClhN4O4S; SIMP: 1,73 | 118 i meTnn 2-6pom-
nipon-2- (m, 2H); 2,12 (s, 3H); 3,36 1,3-Tiason-5-
in)kap6ouinjamino}minepummu- | (m, 2H); 3,68 (s, 3H); 3,71 kapGokcunar
1-in)-1,3-riason-5-kap6okcunar | (m, 2H); 3,90 (m, 1H); 4,25

(m, 1H); 4,40 (d, 1H); 4,65
(d, 1H); 7,02 (d, 1H); 7,19 (s,
5H); 7,79 (s, 1H); 12,06 (s,
1H)

98 Luc(x)-merun 2-[4-{[(3,4- MC (ES) MH": 471 nns [TpomixHa crionyka
AMXJ0p-3-MeTui- 1| H-nipoa-2- Ci9H20CIaN4O4S; SAIMP: 1,76 | 119 1 meTn-2-6powm-
imkap6onin]amino}-3-(npon-2- | (m, 2H); 2,18 (s, 3H); 3,36 1,3-tia3on-5-
iH-1-inokcu)minepuaus-1-in)- (m, 2H); 3,44 (t, 1H); 3,74 (s, | xapOoxcunar
1,3-riazon-S-kapGokcunar 3H); 3,87 (s, 1H); 3,98 (m,

1H); 4,22-4,36 (m, 4H); 7,15
(d, 1H); 7,83 (s, 1H); 12,15
(s, 1H)

99 Tpanc-(+)metun 2-(4-{[(3.4- MC (ES) MH": 433 s ITpomixkua crionmyka
JUXII0p-5-meTun-1 H-mipon-2- C16H13ClaN4O4S; SIMP: 1,62 | 120 i meTun 2-6pom-
im)kap6onin]amino}-3- (m, 1H), 2,02 (m, 1H), 2,18 1,3-Tia3on-5-
riipoKcUMinepuaut-1-in)-1,3- (s, 3H), 3,12 (m, 1H), 3,63 kapOokcuar
Tia3os-5-kapbokcunar (m, 1H), 3,75 (s, 3H), 3,87

(m, 2H), 4,02 (m, 1H), 5,37
(d, 1H), 5,76 (s, 1H), 7,19 (d,
1H), 7.87 (s, 1H), 11,99 (s,
1H)

100 | metun 2-((3S,4R)-4-{[(3-xmop-5- | 1,87 (m, 2H); 2,17 (s, 3H); [TpomixHna cnonyka
merwi-1H-nipon-2- 3,34 (m 1H); 3,60 (m 1H); 121 i meTun 2-6pom-
imkapGonin]amino}-3- 3,75 (s, 3H); 4,01 (m, 1H); 1,3-tia3on-5-
¢dropminepuans-1-im)-1,3-tiazon- | 4,33 (m, 2H); 4,96 (d, br, KapOokcuiat
5-kapboxcuiar 1H); 5,95 (s, 1H); 7,10 (d,

o . Q Lo | THD: 785 (s, 1H); 11,63 Gs,
N
H o F

101 | etun 2-((3S,4R)-4-{[(3-xnop-5- | 1,37 (t, 3H); 2,00 (m, 2H); ITpomixkHa crosyka
metui-1H-nipon-2- 2,26 (s, 3H); 3,31 (m 2H); 121 i etun 2-6pom-
im)kapGownin]amino}-3- 4,21 (m, 1H); 4,34 (q, 2H); 1,3-Tiazon-4-
droprinepumn-1-in)-1.3-riazon- | 4,45 (m. 2H): 4,90 (d, br, KapOokcuiar

4-xapOokcunar

1H); 5,93 (s, 1H); 6,97 (d,
1H); 7,46 (s, 1H); 8,98 (s, br,
1H)
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[Tp. | Cnoayka Hani BP

102 | et 2-((3S,4R)-4-{((3-xs10p-5- | MC (ES) MH": 465 nns [Tpomixua cnonyka
metui-1H-nipon-2- C2H2CIFN,4O538 121 i etun 2-6pom-
un)kapOonin]amino }-3- SAMP &: 1,44 (t, 3H); 2,03 1,3-6en3oTiazon-7-
¢roprinepuaun-1-in)-1,3- (m, 2H); 2,27 (s, 3H); 3,40 kapBokcunar
Henzoriazon-7-kapbokcuiar (m 2H); 4,36 (m, 2H); 4,44

(q, 2H); 4,67 (m, 1H); 4,90
(d, br, 1H); 5,93 (s, 1H); 7,05
(d, 1H); 7,37 (t, 1H); 7,71 (d,
1H); 7,79 (d, 1H); 9,89 (s, br,
1H)

103 | metun 2-((38.4R)-4-{[(4-Gpom-5- | MC (ES) MH": 446 nns [TpomixHa cromyka
meTui-1H-nipon-2- C16H1sBrFN4O5S; AMP: 1,97 | 122 i meTun 2-6pom-
in)kap6ouinjamino }-3- (m, 2H); 2,23 (s, 3H); 3,34 1,3-Tiazon-5-
¢rropuinepuanu-1-in)-1,3-riazon- | (m 2H); 3,80 (s, 3H); 4,26 kap6oxeuiar
S-kapBokeniar (m, 2H); 4,55 (m, 1H), 4,86

(d, br, 1H); 6,0 (d, 1H); 6,53
(s, 1H); 7,82 (s, 1H); 9,83 (s,
br, 1H)

104 | meTun 2-((3S,4R)-4-{[(4-6pom-3- | MC (ES) MH": 480 s [TpoMmixkHa crioyka
xnop-5-metusi-1H-nipon-2- C¢H7BrCIFN4O5S; SIMP &: | 123 i meTun 2-6pom-
im)kapGouin]jamino}-3- 1,86 (m, 2H); 2,19 (s, 3H); 1,3-riaz0n-5-
dropminepuue-1-in)-1,3-riazon- | 3,44 (m 1H); 3,60 (m 1H); kap6okcunar
S-kapOokcuar 3,75 (s, 3H); 4,01 (m, 1H);

4,33 (m, 2H); 4,96 (d, br,
1H); 7,28 (d, 1H); 7,85 (s,
1H); 12,18 (s, 1H)

105 | etun 2-((3S,4R)-4-{[(4-6pom-3- | MC (ES) MH": 494 nna [MpomixHa crionyka
xnop-5-metun-1H-nipon-2- Cy7H19BrCIFN;0;8; SIMP §: | 123 i etun 2-6pom-
u1)kapOoHii jamino }-3- 1,22 (t, 3H); 1,81 (m, 2H); 1,3-riazon-4-
droprinepunun-1-im)-1,3-tiazon- | 2,15 (s, 3H); 3,41 (m 2H); kapbokcunar
4-xap60[glcﬁna1' 3,90 (m, 1H); 4,20 (q, 2H);

Br H 4,30 (m, 1H); 4,92 (d, br,
Hﬁclf- R“"'C\{’lr 1H); 5.72 (s, 1H); 7,24 (d,
W NTNOen | TH); 7,65 (s, TH); 12,13 (s,
© 1H)
106 | isonpomin 2-((3S,4R)-4-{[(4- 1,32 (d, 6H); 1,80 (m, 2H); [TpomikHa cnionyka

dpom-3-xnop-5-meTun-1H-nipos-

2-im)kap6oHin]amino}-3-
¢roprinepuaun-1-
im)i3oHiKOTHHAT

2,19 (s, 3H); 3,07 (m 1H);
3,27 (m, 1H); 4,37 (m, 2H);
4,71 (m, 1H); 4,97 (d, br,
1H); 5,15 (m, 1H); 6,70 (d,
1H); 7,22 (d, 1H); 7,25 (s,
1H); 8,17 (d, 1H); 12,11 (s,
br, 1H)

123 i izompomin 2-
6poM-i30HIKOTHHAT
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IIp. | Conoayka Hawui BP

107 | metun 2-((3S.4R)-4-{[(4-6pom-3- | MC (ES) MH": 524 nna [TpomixHa cromyka
xjop-5-metui- 1 H-nipos-2- C3H,BrCIFN;O4S; AMP &: | 123 i IIpomixxna
imkapGonin]amino}-3- 1,86 (m,2H); 2,19 (s, 3H); | cnonyka 17
¢bropninepuaus-1-ix)-4- 3,29 (s, 2H); 3,60 (m 2H);
(metokcumertnn)-1.3-Tiazon-5- 3.73 (s. 3H); 4,04 (m, 1H);

KapOokcunat 4,30 (m, 2H); 4,57 (s, 3H);
4,90 (d, br, 1H); 7,27 (d, 1H);
12,17 (s, 1H)

108 | etwn 2-((3S,4R)-4-{[(3-xn0p-5- | MC (ES) MH": 409 nnst [Tpomixxna cnosyka
Metui-1 H-tiipon-2- C19H2CIFN4O; 121 i etun 2-6pom-
im)kapOoHiijamido }-3- SIMP: 1,40 (t, 3H); 1,98 (m, 130HIKOTMHAT
¢ropuinepuans-1- 2H); 2,27 (s, 3H); 3,09 (m
11)I30HIKOTHHAT 2H); 4,38 (q, 2H): 4,47 (m,

2H); 4,84 (m, 1H); 4,90 (d,
br, 1H); 5,92 (s, 1H); 7,03 (d,
1H); 7,15 (d, 1H); 7,30 (s,
1H); 8,27 (d, 1H); 9,88 (s, br,
1H)

109 | ernin 2-((35,4R)-4-{[(4-Opom-3- | MC (ES) MH": 409 a1 [TpomixkHa cnoiyxa
Mmetui-1 H-nipon-2- C19H22BrFN4O3 122 i et 2-6pom-
im)kap6oHin]amino }-3- SIMP: 1,40 (t, 3H); 1,98 (m, 130HIKOTHHAT
¢ropninepuanH-1- 2H); 2,27 (s, 3H); 3,09 (m
1J1)i30HIKOTHHAT 2H); 4,38 (q, 2H); 4,43 (m,

2H); 4,84 (m, 1H); 4,90 (d,
br, 1H); 6,16 (d, 1H); 6,59 (s,
1H); 7,15 (d, 1H); 7,29 (s,
1H); 8,27 (d, 1H); 9,76 (s, br,
1H)
110 | Jue(t)-Mernn 2-[4-{[(3.4- MC (ES) MH": 491 nna [TpomixkHa crionyka

Jquxnop-5-metun-1 H-mipon-2-
inm)kap6oHinjamino}-3-(2-
METOKCieToKCH)ninepuaus-1-in)-
1.3-Tiazon-5-kap6okeunar

C
/ Cl
N
(o] =
e

Me-©

o

C19H24C12N405S; SIMP: 1,72-
1,80 (m, 2H), 2,17 (s, 3H),
3,13 (s, 3H), 3,25-3,42 (m,
4H). 3.52-3.60 (m, 1H), 3,65-
3,75 (m, 2H), 3,73 (s, 3H);
3,85-4,05 (m, 1H); 4,20-4,35
(m, 2H), 7,14 (d, 1H), 7,82 (s,
1H), 12,14 (brs, 1H)

124 i

MeTHI 2-6pom-1,3-
Tia3on-5-
kapbokcunar
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ITp. | Cnonyka Jani BP
111 | Lue(x)-Etan 2-[4-{[(3,4- MC (ES) MH": 505 nns [IpomixHa crnionyka
IuxJaop-5-metui-1 H-nipon-2- CaoHa6C1aN4OsS 124 i

imkapbonin]amino }-3-(2-
METOKCIeTOKCH )ITinepuiuu-1-i]-
1,3-tiazon-4-kapbokcunatr

erui 2-6pom-1,3-
Tiazon-4-
KapboKcHIaT

112 | Hue(t)-Erun 2-[4-{[(3.4- MC (ES) MH": 519 st IpomikHa criomyka
uxJIop-5-Metun-1H-nipon-2- C21H23CILNGOsS; SIMP: 1,22 | 124§
imkapbonin]amino}-3-(2- (t,3H), 1,70-1,75 (m, 2H), etun 2-xiop-1,3-
MU TOKCIC LOKeU ) Litepuann-1-in]- | 2,17 (s, 3H), 2,41 (s, 3H), Tiazom-5-
4-metun-1,3-riazon-5- 3,14 (s, 3H), 3,32-3,40 (m, kapGoxcunat
xapbokcunar CXOBaHMIA T11)] MKOM BOJIH),

3,45-3,62 (m, 1H), 3,67-3,73
(m, 2H), 3,86-3,98 (m, 1H),
4,16 (q, 2H), 4,19-4,30 (m, 2
H), 7,13 (d, 1H), 12,14 (s,
1H)

113 | Jue(t)-Erun 2-[4-{[(3,4- MC (ES) MH": 499 ana [Ipomixua criomyka
ImxJop-5-MeTii-1 H-mipon-2- Ca2H25C1N4O5 124 i etun 2-
im)kapSonin]amino }-3-(2- (hTopizoHiKOTHHAT
METOKCieTOKCH )inepHamH-1 - (Konno, Akinori J,
injizoHikoTHHAT Fluorine Chemistry

(1998), 87(2), 137-
140)

114 | Yuc(x)-Eran 2-[4-{[(3.4- MC (ES) MH": 555 ans [Tpomixua ciomyxa
auxaop-5-merun-1H-nipon-2- Ca4HasCIaN4OsS 124 i eTnn 2-6pom-
imykap6onin]amino}-3-(2- 1,3-6enzoriazon-7-
METOKCieTOKCH)inepuans-1-in]- kapGokcunar
1,3-6ensoriazon-7-kapbokcunar

115 | Metun 2-((3S,4R)-4-{[(4-xnop- | MC (ES) MH": 387 ana ITpomixHa criomyka
1 H-mipon-2-im)kapSonin]amino}- | CysHisCIFN4O38; SIMP: 95 i metmn 2-6pom-
3-dropminepunun-1-im)-1,3- 1,55-1,76 (m, 1H), 1,85-2,00 | 1,3-~riazon-5-
Tia3on-5-xapboxcuaar (m, 1H), 3,36-3,45 (m, 1H), Kapbokcunar

Cl
/| H

YO
H A
0 N\ NN

3,50 (dd, 1H), 3,74 (s, 3H),
4,02-4,10 (m, 1H), 4,15-4,36
(m, 2H), 4,90 (d, 1H), 6,94-
6,97 (m, 2H), 7,85 (s, 1H),
8,10 (d, 1H), 11,82 (s, 1H)
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IIp. | Cnonyka Hani BP

116 | Eun 2-((3S,4R)-4-{[(4-x0p-5- | MC (ES) MH": 429 nna IIpomizkHa crioyka
MeTHI-1 H-riipon-2- CgH2:CIFN4O;S; SIMP: 1,23 | 260 i eTun 2-xnop-4-
imkapGoninjamino }-3- (t, 3H), 1,62-1,77 (m, 1H), MeTui-1,3-tiazon-5-
¢ropninepuauu-1-in)-4-metun- | 1,83-2,00 (m, 1H), 2,13 (s, kapboxcunar
1,3-riazon-5-kapGokeunar 3H), 2,43 (s, 3H), 3,33-

3,41(m, 1H), 3,50 (dd, 1H),
3,98-4,02 (m, 1H), 4,16 (q,
2H), 4,23-4,35 (m, 2H), 4,86
(d, 1H), 6,89 (d, 1H), 7,97 (d,
1H), 11,65 (s, 1H)

117 | Etun 2-((35.4R)-4-{[(4-xnop-1H- | MC (ES) MH": 415 nna [poMixna criomyka
nipon-2-in)xapGoninjamino}-3- C17H20CIFN4O3S; SIMP: 1,23 | 95 eTin 2-xn0p-4-
¢dropninepuaun-1-in)-4-metun- | (t, 3H), 1,69-1,74 (m, 1H), metun-1,3-riazon-3-
13- tiasoi-3-kapOokeunar 1,86-2,03 (m, 1H), 2,43 (s, KapOoKcHIaT

3H), 3,27-3,35 (m, 1H), 3,51
(dd, 1H), 3,98-4,05 (m, 1H),
4,16 (q, 2H), 4,23-4,33 (m, 2
H), 4,88 (d, 1H), 6,94-6,98
(m, 2H), 8,85 (d, 1H), 11,81
(s, 1H)

118 | Erun 2-((35,4R)-4-{[(4,5- MC (ES) MH": 449 s [TpomikHa crioyka
nuxnop-1H-nipon-2- C;7HsC1LFN40;S; SIMP: 128 i etun 2-xyop-4-
im)kap6oHin]amino}-3- 1,23 (t, 3H), 1,65-1,74 (m, meTni-1,3-Tiazon-5-
¢ropninepuann-1-in)-4-metun- | 1H), 1,85-2,00 (m, 1H), kapGoKcHIaT
1,3-Tiazon-5-kapbokcuiar 2,43(s, 3H), 3,30-3,40 (m,

1H), 3,51 (dd, 1H), 3,98-4,05
(m, 1H), 4,16 (q, 2H), 4,21-
435 (m, 2H), 4,88 (d, 1H).
7,06 (d, 1H), 8,15 (d, 1H),
12,78 (s, 1H)
119 | Metun 2-((35,4R)-4-{[(4,5- MC (ES) MH": 421 nns [Mpomizxcua criomyka

jnuxnop-1H-nipon-2-
umkapGoninlamino}-3-
¢roprinepuaun-1-in)-1,3-riazon-
5-xapBokcunar

Cy5H;sCILFNLO5S

128 i meTun 2-6pom-
1,3-riazon-5-
KapOOKCHIIAT




129 94901 130

IIp. | Cnoayka Jani BP

120 | Luc(+)-Metun 2-[4-{[(3.4- MC (ES)MH": 491 nns Tpowmikua cnoyka
maxnop-S-metui-1 H-miipon-2- Ci9H24CIaN4OsS; SIMP: 0,95 | 1261
in)kapGoHinjamino}-3-(2- (d, 3H), 1,75-1,90 (m, 2H), metui 2-6pom-1,3-
riapokcnmnponokew)ninepuann- | 2,17 (s, 3H), 3,15-3,47 (nikn | Tiazon-5-
1-in]-1,3-riazon-5-kap6okcunar | MEPEKPHBAIOTHCSA i3 CUrHAIOM | KapGokcuiar

Cl H;0), 3,55-3,68 (m, 2H),

e j]/\;u 3.73 (s, 3H), 3,94-3,97 (m,

N N 1H), 4,23-4,35 (m, 2H), 7,17

Nl om\r" (d, 1H), 7,82 (s, 1H), 12,11

i s, 1H
HO\‘/ s // ( )
Me d 0
Me

121 | Jue(x)-Merun 2-[4-{[(3.,4- MC (ES) MH": 505 mis [TpomixHa crionyka
IuXnop-5-merui-1 H-mipoi-2- CaoH26C1N4OsS 1251
im)xapbonin]amino}-3-(2- merui 2-6pom-1,3-
METOKCHIIPOTIOKCH ) TilIepUANH- 1 - Tiazon-5-
in)-1,3-ria3on-5-kapGokcunar KapOOKcHIaT

122 | etun 2-((35,4R)-4-{[(3.,4- MC (ES) MH": 511 ans [TpoMikHa crionyka
AUXa0p-5-Metun- 1 H-nipon-2- CHaCLN4O4S; AIMP: 1,36 | 511 2-6pom-1,3-
in)kapOoninjamino }-3- (t, 3H), 1,79 (m, 2H), 2,18 (s, | Genzoriazon-7-
MeTOKCHIinepuauH-1-ir)-1,3- 3H), 3,32-3,59 (m, 4H), 4,21 | xapGokcunar
6ensoriason-7-kapGokcunar (m, 1H), 4,37 (m, 1H), 4,37 (marent US

(q,2H), 7,19 (d, 1H), 7,41 (t, | 5770758)
1H), 7,66 (m, 2H), 12,17 (s,
1H)

123 | etun 2-((3R.45)-4-{[(3.4- MC (ES)MH": 511 mns ITpomikHa criomyka
JXJIOp-5-MeTHa-1 H-nipos-2- C22H24CIoN4O4S; SIMP: 1,36 | 52 i 2-6pom-1,3-
in)kap6onin]amino }-3- (t, 3H), 1,79 (m, 2H), 2,18 (s, | 6enzoriazon-7-
METOKCHNinepuuH-1-in)-1,3- 3H), 3,32-3,59 (m, 4H), 4,21 | xapGokcuiar
Oenzoriazon-7-kapboKcumaT (m, 1H), 4,37 (m, 1H), 4,37 (matent US

(9. 2H), 7,19 (d, 1H), 7,41 (t. | 5770758)
1H), 7,66 (m, 2H), 12,17 (s,
1H)
124 | Luc (+)etun 2-(4-{[(3,4-muxsop- | MC (ES) MH": 448 s [TpomixHa crostyka

5-metun-1H-nipon-2-
imkapboHin]amino}-3-
¢dropninepuyun-1-in)-1,3-Tiazon-
4-xapOokcuiar

C7H19CLFN4O3S

32 i etun 2-6pom-
1,3-riazon-4-
KapOoxcunar
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IIp. | Cnoayka Jani BP

125 | etun 2-((3S,4R)-4-{[(4-xnop-5- | MC (ES) MH": 475 nna [TpoMixHa crionyka
Metun-1 H-nipon-2- CaaHa4CIN4O4S 129 i 2-6pom-1,3-
imxkapbonin]amino}-3- Genzoriazon-7-
METOKCHMiNepHanH-1-i1)-1,3- kapbokcunar
Gensotiazon-7-kapbokcunar (marent US

C'n”/ 5770758)
LI K
(? ~ ‘T:,
Me S
0-:5
0\
Me

126 | Huc(+)mernn 2-(4-{[(4-xnop-3,5- | MC (ES) MH": 427 ans [Ipomixksa cronyka
nametui- 1 H-nipon-2- CgH23CIN,O4S 130 i metun 2-6pom-
im)xapbouinjamino}-3- 1,3-Tiazon-5-
meTokcHninepuua-1-in)-1,3- kapBoxcunat
Tiazon-5-xapbokcunar

127 | Hue(£)erun 2-(4-{[(3,4-maxnop- | MC (ES) MH™: 513 s IMpomixkHa cnonyka
5-metun-1H-nipon-2- C31H23C12N5048 51 i Ilpomixkna
imyxap6onin]amizo}-3- cnonyka 204
MC1OKCHITLEPHAUH-1 -
im[1,3)riazono(4,5-bnipumun-7-
kapboxcunar

128 | etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 448 ans [TpomixHa criomyka
nmxnop-5-merun-1H-nipon-2- Cy7H9oCLLFN,O5S 31 ierun 2-6pom-
im)xap6oHinjamiHo }-3- 1,3-tiason-4-
¢ropninepuaun-1-in)-1,3-riazon- KapOOKCHIaT
4-xapOoxkcunar

129 | etin 2-((35,4R)-4-{[(4-xn0op-3,5- | MC (ES) MH": 448 sns [TpomixHa crionyxa

JuMeTHiI- 1 H-nipon-2-
Ln)kapbouinjamino}-3-
dropninepuaun-1-in)-1,3-tiazon-
4-gapbokcunar

C3H22CIFN4O3S

130 1 eTun 2-6pom-
1,3-Tiazon-4-
kapOokcHnar
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IIp. | Cnoayka Jami BP

130 | etan 2-((3R.45)-4-{[(3.4- MC (ES) MH™: 448 mns [NpoMixHa cnoyka
IUXnop-5-Metun-1 H-mipon-2- C17H1oCLFN4O38 33 i etun 2-6pom-
imkap6onin]amino}-3- 1,3-riazon-4-
¢ropuinepuaus-1-in)-1,3-riazon- KkapOOKCHIaT
4-xapOokcuar

Cl, Cl
I H
Me” N Np ]
o] £ N _N
U
(
Me

131 | Huc(=)metun 2-(3-xaop-4-{[(3,4- | MC (ES) MH": 451 ansa [pomixkua cnonyka
nuxnop-5-metun-1 H-nipon-2- Ci6H17CI3N4O;5S; AMP: 1,17 | 131 i 2-6pom-1,3-
in)kapbonin)amino }ninepuamus- | (t, 3H), 1,84 (m, 1H), 1,93 Tiazomn-5-
1-im)-1,3-riazon-5-kapboxcunar | (m, 1H), 2,20 (s, 3H), 3,45 xapboxcunar

(m, 1H), 3,75 (s, 3H), 3,82 (d,
1H), 4,02 (m, 1H), 4,26 (m,
1H), 4,50 (m, 1H), 4,76 (s,
1H), 7,15 (d, 1H), 7,85 (s,
1H), 12,12 (s, 1H)

132 | merwn 2-{(35,4R)-4-[({4-xnop-3- | MC (ES) MH": 456 nns [TpomixkHa crionyka
[(E)-(meToKciiMiHO)MeTHI]-5- C3H, CIFN5048S; 132 i meTaI-2-6pom-
meTHn-1H-nipon-2- 1,3-Tia3on-5-
in}xapbonin)amizo]-3- kapboxcunar
¢bropninepuaue-1-in}-1,3-

Tiazo1-5-kapbokcumart

133 | Huc(z)-etun 2-(3-xnop-4-{[(3,4- | MC (ES) MH": 515 ans IpomiskHa crionyka
Jquxiop-5-merun-1H-nipon-2- Cy1H2,CI3N4058 1311 2-6pom-1,3-
in)kapOoHi)amMiHO } IinepuIuHE- Genzoriazon-7-
1-im)-1,3-6eH3oTiazon-7- Kapbokcunar
kapGokcuar (nmatent US

5770758)
134 | Hue(z)-etan 2-(3-xmop-4-{[(3.4- | MC (ES) MH": 495 nnsa TTpoMixkHa cnomyka

muxyop-5-metun-1 H-nipon-2-
in)xapGoxin]amino } ninepuanu-
1-in)-4-(rizpoxcumeTtnn)-1,3-
Tiazosn-5-kapOokcunar

Ci3H21ClsN4048

131 i Ilpomixua
crionyka 215
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IIp. | Cnoayka Jani BP

135 | Hue(x)-vwerun 2-(3-xnop-4-{[(4- | MC (ES) MH": 417 nns IIpomizkHa criomyka
xJop-5-meTtun-1 H-nipon-2- C6H 5CL1LN4O5S 133 i meTun 2-6Gpom-
L1)KapOOH1/1 |aM1HO § IiMepHIHH- 1,3-tiazon-5-
1-inm)-1,3-tiazon-5-kapbokcunar kapbokcuiaar

Cl
|| H
Me”™ N
H oo m N
cl NG
s/
e
0 Me

136 | LJuc(x)-merun 2-(3-x10p-4- MC (ES) MH": 495 s IpomixHa cnomyka
{[(3,4-maxnop-5-meTnn-1H- C,sH2:Cl5N4048 131 i Ilpomixna
nipon-2- crionyka 17
im)xap6oHin]amino } ninepu -
1-in)-4-(MeTokcumerTn)-1,3-

Has0u1-3-KapOoKCHId1

137 | Lue(+)-etun 2-(4-{[(3,4-nuxnop- | MC (ES) MH": 500 s [TpomixHa criomyka
5-metwi-1 H-mipon-2- CyoH23CLNsOg; AMP: 1,3 (t, | 226 i [Ipomixkna
im)kapOoninjamino}-3- 3H), 1,65 (m, 1H), 1,8 (m, crionyka 50
MeTOKCHTinepuanH-1-in)-5- 1H), 2,2 (s, 3H), 3,2-3,3 (m
HITPOI30HIKOTHHAT 6H), 3,6 (m 1H), 4,3 (m, 3H),

7.1 (m, 2H), 8,9 (s, 1H), 12,1
(s, 1H)

138 | Luc()-Metun 2-(4-{[(3.,4- MC (ES) MH": 431 s meTun 2-6pom-1,3-
nuxnop-5-merun-1H-nipon-2- C7H20C13N403S; SAMP: 0,9 TIa3011-5-
im)xapGonin]amino}-3- (d, 3H), 1,8 (m, 2H), 2.2 (m, | xapGokcunar i
MeTuimninepuauH-1-in)-1,3- 4H), 3,2 (m 3H), 3,4-3,7 (m, | [Ipomixkny crnonyky
Tiazon-5-kapbokcuaT 3H), 3,7 (s, 3H), 4,1 (m, 1H), | 134

425(m, 1H), 7.1 (d. 1H), 7.9
(s, 1H), 12,0 (s, 1H)
139 | Huc(+)-metun 2-(4-{[(3.,4- MC (ES) MH": 431 nas metun 2-6pom-1,3-

auxnop-5-metun-1 H-nipon-2-
in)kapOonin)amino}-2-
MeTHminepuaus-1-in)-1,3-
Tiazon-5-kapboxcunar

C17H20C12N403S; SIMP: 1,3
(d, 1H), 1,8-2,1 (m, 4H), 2.2
(s, 3H), 3.5 (m, 1H), 3,7 (m,
4H), 4,1 (m, 2H), 7.3 (s, 1H),
7,9 (s, 1H), 12,0 (s, 1H)

Tiason-5-
kapbokcunar i
[TpoMixHy crONyKy
135
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Ilp. | Cnoayka Jami BP

140 | Juc(+)-izomponin 2-(4-{[(3.,4- MC (ES) MH": 483 nns ITpomixHa cnionyka
nuxsop-5-merun-1 H-nipo-2- C2;H25C1N4Oy4; SIMP: 0,9 227 i Ipomixua
im)kapboninjamino}-3- (m, 1H),1,3 (d, 6H), 1,7, (m, | crionyka 50
MEeTOKCHITiTepHAnH-1-i11)-6- 1H), 2,2 (s, 3H), 2.4 (s, 3H),

METH/II30HIKOTHHAT 3,1 (m, 2H), 3,5 (m, 1H), 4.2
Mj\ (m, 2H), 4,7 (d, 1H), 5,1 (m,
N o "Me | 1H), 6,8 (s, 1H), 7,0 (s, 1H),
e N T o | TS (s, TH), 121 (s, TH)
ﬁ \‘g ;\/N \ ,
‘Me N
Me

141 | Quc(£)-i3omponin 5-xnop-4-(4- MC (ES) MH": 503 st IMpomixua crnonyka
{{(3,4-auxnop-5-merun-1H- C21Ha5CI3N4O4 226 i [Tpomixna
nipos-2-in)xapBoHin]amino }-3- cnonyka 50
METOKCHITITIEpUAHH-1-
im)nipunun-2-kapbokcumar

142 | erun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 479 nns [TpomixkHa cioyka
Juxnop-5-merun-1H-nipoin-2- Ci3Ha CLFN4O4S; SIMP: 1,2 | 215 1 Ilpomixkna
in)kapbouninjamino}-3- (t, 3H), 1,9 (m, 2H), 2,2 (s, crionyka 36
{ropminepuau-1-i)-4- 3H), 3,6 (dd, 1H), 4,0-4,2 (m,
(rizpokcumernn)-1.3-riazon-5- 1H), 4,2 (q, 2H), 4,25-4,45
Kapboxeunar (m, 1H), 4,6 (s, 2H), 4,9 (m,

1H), 5,05 (m, 1H), 7,2 (d,
1H), 12,1 (s, 1H)

143 | [uc(+)-etan 2-(4-{[(3,4-muxnop- | MC (ES) MH": 491 s [Tpomixna crionyka
5-metun-1H-nipon-2- C19H24C1N40OsS; SIMP: 1,2 215 i Ipomikna
im)kapGouinajamino }-3- (t, 3H), 1,7 (m, 2H), 2,2 (s, crioayka 50
METOKCHIinepy,uH-1-in)-4- 3H), 3.4 (s, 3H), 3,55 (m,
(riapoxcumernn)-1,3-riazon-5- 1H), 4,0 (m, 1H), 4,1-4,4 (m,
kapBokcuar 4H), 4,6 (s, 2H), 7,1 (d, 1H),

12,1 (s, 1H)

144 | Huc(x)-etun 2-(4-{[(4-xm0p-3- MC (ES) MH": 438 mna [Tpomikna criomyka
uiaHo-5-mertui- 1 H-nipon-2- C1gH20CINsO4S; SAMP: 1,6- 136 i MmeTun 2-6pom-
inm)kap6onin]amino}-3- 1,9 (m, 2H), 2,2 (s, 3H), 3,3 1,3-Tiazon-5-
MCIOKcHninepuun-1-i)-1,3- (s, 3H), 3,6 (m, 1H), 3,7 (s, xapOoxcunar

Tiazon-5-kapboKcHIaT

3H), 3,9 (m, 1H), 4,3 (m,
3H), 7,75 (d, 1H), 12,7 (s,
1H)
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Ilp. | Cnoayka Hani BP

145 | Hue(x)-etan 2-(4-{[(4-xnop-3- MC (ES) MH": 502 mns IpomixkHa cnonyka
uiano-5-metun-1 H-mipon-2- Ca23H24CINsO4S; SAMP: 1,35 136 i eTin 2-GpoM-
im)kapGonin)amino }-3- (t, 3H), 1,6-2,0 (m, 2H), 2,2 1,3-Gensoriazon-7-
MeToxkcuninepuaus-1-in)-1,3- (s, 3H), 3,3 (s, 3H), 3,4 (m, KapOOKcHIaT
OenzoTiazon-7-kapbokcunar 1H), 3.6 (s, 3H), 4,1 (m, 1H), | (matent US

(”° 4,3 (m, 1H), 4,4 (q, 2H), 7,7 | 5770758)
N 0s0 (m, 2H), 7,8 (m, 1H), 7,9 (t,
o/ B T 1H), 12,7 (s, 1H)
,z_\ H-g» \N—<\ »
Me N / N~
0 o
Me

146 | Huc(x)-etun 2-(4-{[(4-xn0p-3- MC (ES) MH": 460 nns ITpomixHa cnoyka
Liano-5-metun-1 H-nipon-2- CH;¢CINsO4 SAMP: 1,3 (d, 1361 Ipomixkua
11)kapbonin]amino}-3- 6H), 1,7 (m, 2H), 2,2 (s, 3H), | conyka 230
MeTokcaninepuaun-1-in)-1,3- 3,1 (s, 2H), 3,3 (s, 3H), 3,5 (s,
Tiazon-S-kapbokeunar 3H), 4,2 (m, 1H), 4,6 (d, 1H),

5,1 (m, 1H), 7,0 (s, 1H), 7,2
(s, 1H), 7,7 (d, 1H), 8,2 (d,
1H), 12,7 (s, 1H)

147 | metun 2-((3S,4R)-4-{[(4-xnop-3- | MC (ES) MH": 426 s [TpomixHa croyka
niano-5-metun-1H-nipon-2- C,7H;7CIFNsO;8S; AMP: 1,9 137 i meTnn 2-6pom-
in)kapboHinjamizo }-3- (m, 2H), 2,2 (s, 3H), 3,3 (s, 1,3-Tiazon-5-
dropninepuun-1-in)-1,3-tiazon- | 3H), 3,5 (dd, 1H), 3,75 (s, kapOokcunar
5-xap6okcunar 3H), 4,0 (m, 1H), 4,2-4,5 (m,

2H), 5,0 (d, 1H), 7,9 (s, 1H),
8,15 (m, 1H), 12,6 (s, 1H)

148 | etun 2-((3S.4R)-4-{[(4-xnop-3- | MC (ES) MH": 490 nns [Tpomixna cnonyka
uiano-5-metun- 1 H-mipon-2- CyHy,CIFN;s03S; AMP: 1,35 | 137 i etun 2-6powm-
in)kapboninjamino}-3- (t, 3H), 1,6-2,0 (m, 2H), 2,2 1,3-6ensoTiazon-7-
dropninepuaun-1-in)-1,3- (s, 3H), 3,3 (m), 3,4 (m, 1H), | xapGokcunat
Hensoriazoin-7-kapboxcuiar 3,6 (s, 3H), 4,1 (m, 1H), 4,3 (natent US

(m, 1H), 4,4 (q, 2H), 7,7 (m, 5770758)
2H), 7.8 (m, 1H), 7.9 (¢, 1H),
12,7 (s, 1H)
149 | izonponin 2-((3S,4R)-4-{[(4- MC (ES) MH": 460 ans [Tpomixua cnonyka

xnop-3-uiano-5-metun-1H-
nipon-2-in)kapbosinjamingo}-3-
dropninepunun-1-
UIOHIKOTHRAT

Cg]H;}ClFNsog. SAMP: 1.3 (d,
6H), 1.8 (m, 2H), 2,2 (s, 3H),
3,0 (m, 2H), 3,3 (m), 4,1-4,2
(m. 1H). 4.45 (d, 1H), 4,9 (d.
1H), 5.0 (m, 1H), 5,1 (m,
1H), 7,0 (d, 1H), 7,3 (s, 1H),
8,1(d, 1H), 8,3 (d, 1H), 12,6
(s, 1H)

137 i Ipomixkna
cnonyka 230




141 94901 142

IIp. | Cnoayka Jani BP

150 | TTue(+)-etnn 2-(4-{[(3.4-mxnop- | MC (ES) MH": 579 s [TpomirkHa crionyka
S-metun-1H-nipon-2- Ca3H29CLhN5O6S; SIMP: 1,2 231 i [Tpomixkna
imxap6onin]amino }-3- (m, 3H), 1,75 (m, 2H), 2,2 (s, | cnomyka 50
METOKCHITINepUANH-1-11)-5- 3H), 3,3 (s, 3H), 3,4 (m, 1H),
(Mopdomnin-4-inkap6onin)-1,3- 3,5-3,6 (m, 4H), 3.8 (m, 1H),

Tiazoun-4-xapboxcunar 4,2 (m, 4H), 7,15 (d, 1H),
[oj 12,1 (s, 1H)
cl cl iy
\ H s 0
H oo
0~Me r N
Me

151 | Huc(x)-isonponin 6-niano-4-(4- | MC (ES) MH": 494 nns [TpoMixna cionyka
1(3.4-mxmnop-5-vetun-1H- CyH,5C1LNsO4; AMP: 1,3 (s, | 231 i ITpomixHa
nipon-2-in)kap6onin)amino}-3- | 6H), 1,8 (m, 2H), 2,25 (s, cronyxa 50.
METOKCHITiNepHI1H-1- 3H), 3,4 (s, 3H), 3,6 (m, 1H),
im)mipuanH-2-kapOoKcHiIaT 4,1 (d, 1H), 4,3 (m, 1H), 4,5

(d, 1H), 5,2 (m, 1H), 7,2 (d,
1H), 7,65 (s, 1H), 7,8 (s, 1H),
12,2 (s, 1H)

152 | Lue(x)-2-(4-{[(3,4-muxiop-5- MC (ES) MH": 475 nnsa 2-xnop-1,3-Tiazon-
Mmetui-1 H-nipon-2- C17H20C1hNgO4S; SIMP: 1,7 4,5-nuxapbokcamiz
im)kap6oninjamino}-3- (m, 2H), 2,2 (s, 3H), 3,3 (s, (Robba, M.; Le
MeTOKCUITnepuaun-1-im)-1,3- 3H), 3,5 (m, 1H), 4,0 (m, Guen, Y. Bulletin de
Tiazon-4,5-nukapOokcamiz 1H), 4,2 (m, 1H), 4,4 (m, la Societe Chimique

1H), 7,1 (d, 1H), 7,6 (s, 1H), | de France (1969),
8,1 (s, 1H), 8,2 (s, 1H), 10,4 | (6),2152-7)i
(s, 1H), 12,1 (s, 1H) [IpomixHa criomyka
50.
153 | 2-((3S.4R)-4-{[(3,4-nuxno0p-5- MC (ES) MH": 463 s 2-xnop-1,3-riazon-

meTwi-1 H-nipon-2-
in)kap6oHin]amino}-3-
MeTOKcHMinepuans-1-in)-1,3-
Tia3on-4,5-nukapOokcamis

C|(,H|7C|2N(,O3S; SIMP: 1.8-
1,9 (m, 2H), 2.2 (s, 3H), 3.3
(s, 3H), 3,4 (dd, 1H), 4,1 (m,
1H), 4,4 (m, 2H), 4,95 (d,
1H), 7,3 (d, 1H), 7,6 (s, 1H),
8,1 (s, 1H), 8,2 (s, 1H), 10,4
(s, 1H), 12,1 (s, 1H)

4,5-nmukapbokcami
(Robba, M.; Le
Guen, Y. Bulletin de
la Societe Chimique
de France (1969),
(6), 2152-7) i
[Tpomixcua crionyka
36.
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Ip. | Cnoayka Jani BP

154 | Hue(+)-etun 2-(4-{[(3,4-muxmop- | MC (ES) MH": 483 nns [Mpomidkua crionyka
S-metun-1 H-nipon-2- C1Ha4CIN4O5 202 i [Ipomixkna
in)kapbonin]amino}-3- crionyka 50
MeTOKCHIinepuauH-1-in)-5-
dhopMinizonixoruHaT

155 | etun 2-((3S,4R)-4-{[(3,5- MC (ES) MH": 449 i ITpomikHa cromyka
nuxnop-4-metun-1H-nipon-2- C17H1oCLLFN4O5S: SAIMP: 138 1 erun 2-6pom-
umkapGoninjamido }-3- 1,25 (m, 5H), 1,9 (s, 3H), 3,6 | 1,3-Tiazon-5-
¢ropninepuaun-1-in)-1,3-tiason- | (dd, 1H), 3,9 (m, 1H), 4,3 (m, | kapbokcunar
5-kapbokcuar 2H), 5,0 (d, 1H), 7,3(d, 1H),

7,8 (s, 1H), 12,6 (s, 1H)

156 | 2-((3S,4R)-4-{[(3,5-nmuxnop-4- MC (ES) MH": 465 mnst ITpomixHa crionyka
Metui-1 H-miipon-2- CygH19CIL,FN4O5S; SIMP: 138 i [TpomixHa
in)kapboninjamino}-3- 1,25 (t, 3H), 1,8 (m, 2H), 1,9 | cromyka 252
¢ropuinepuaun-1-i1)-5- (s, 3H), 3,5-3,8 (m, 2H), 3,9
(eToxcukap6onin)-1,3-tiazon-4- | (m, 1H), 4,2 (g, 2H),4,3 (m,

KapboHOBa KHCJIOTA 2H), 5,0 (d, 1H), 7.4(d, 1H),
12,6 (s, 1H), 13,6 (s, 1H)

157 | metun 4-anetun-2-((3S.4R)-4- MC (ES) MH": 489 nns [Ipomixkna cnonyxa
{1(3,4-auxnop-5-merun-1H- CioH24CIoN4OsS; AAMP: 1,75 | 212 i [Tpomixua
nipon-2-in)kapborinjamino}-3- | (m, 2H), 2,2 (s, 3H), 2,45 (s, | cromyka 51
MeToKcHninepuauH-1-in)-1,3- 3H), 3,2-3,4 (m), 3,9 (m, 1H),
Tiason-5-kapbokcuaar 4.3 (m, 2H), 7,15 (d, 1H),

12,15 (s, 1H)

158 | metun 2-((35,4R)-4-{((3,4- MC (ES) MH": 505 nnst [Tpomixua cronyka
auxiaop-5-meru-1 H-mipon-2- Cy0H26C1N4OsS; 214 i IlpomixHa
in)xapbouninjamino}-3- SMP: 1,5 (s, 6H), 1,75 (m, crionyka 51
MEeTOKCHITiIepuInH-1-111)-4-(1- 2H), 2,2 (s, 3H), 3.3 (s, 3H),
rixpoxcu-1-metunerun)-1,3- 3,55 (m, 1H), 3,8 (s, 3H), 3,8-
tiazon-5-kapboxcunar 4,0 (m, 2H), 4,2 (m, 1H), 4,5

(m, 1H), 7,15 (d. 1H), 12,2 (s,
1H)

159 vernn 2-((3S.4R)-4-{](3.4- MC (ES) MH™: 503 s [TpomixHa crionyka
nuxnop-5-metun-1H-nipon-2- CioH20CIoN404S,; SIMP: 1,8 | 213 i IlpomixkHa
inm)kap6onisnjamino}-3- (m, 2H), 2,2 (s, 3H), 3,3 (m), | cronyka 51.

METOKCHIIiNIepUIuH-1-
imrieno[2,3-d](1,3]riazon-6-
kapboxcunar

3,6 (m, 1H), 3,95 (m, 1H), 4,3
(m, 2H), 7,2 (d, 1H), 8,0 (s,
1H), 12,2 (s, 1H)
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IIp. | Cnoayka Jani BP

160 | Huc(x)-metmn 2-(3- MC (ESI) M: 487 nnsa IpomixHa cronyka
(unxnonpomninverokcu)-4-{[(3,4- | CagH24CLN4O4S; SIMP 0,11 139 i meTun 2-6pom-
uxnop-S-merus-1H-nipoi- (m, 2H), 0,38 (m, 2H), 0,91 1,3-tiazon-5-

2- (m, 1H), 1,76 (m, 2H), 2,17 kapOokcHnat
un)kapbonin)amino }minepuaun- | (s, 3H), 3,24-3,45 (m, 4H),
1-in)-1,3-tiason-5-xapbokcunar | 3,68 (bs, 1H), 3,73 (s, 3H),
Cl Me 3,94 (m, 1H), 4,25 (m, 2H),
= 7,14 (d, 1H), 7,82 (s, 1H),
ol -NH 12,16 (s, 1H)
HN™ O
@0\/&
@
N7 s
\_g'o
c; Me

161 | Huc(x)-merwn 2-[4-{[(3.4- MC (ESI) M: 530 ona [TpomixHa cronyka
Juxnop-5-metun-1H-nipon-2- Cy0H21CIaN504S,; AMP 1,66 | 140 i meTun 2-6poM-
in)xapGonin]amino}-3-(1,3- (s, 2H), 1,91 (m, 1H), 2,10 1,3-riazon-5-
Tiazon-2-inmMerokcu)minepunud- | (qd, 1H), 2,27 (s, 3H), 3,20- kapOokcunar
1-in]-1,3-tia3on-5-kapGoxcunar | 3,37 (m, 2H), 3,82 (s, 3H),

3.96 (m. 2H), 4.40 (m, 1H).
4,64 (d, 1H), 4,96 (dd, 2H),
7,19 (d, 1H), 7,28 (d, 1H),
9.67 (bs, 1H)

162 | Juc(x)-Metun 2-(4-{[(3.4- MC (ES) MH™: 461, 463 mns | [TpomixHa ciomyka
nuxiop-5-metun-1 H-nipon-2- C13H2ClaN404S; 'H-aMmp: 141 i meTun-2-6pom-
imxkapGoHin]amino}-3- 1,04 (t, 3H); 1,75 (m, 2H); 1,3-riazon-5
€TOKCHIinepuauH-1-in)-1,3- 2,17 (s, 3H); 3,35-3.45 (m, KapOOoKcHIIaT

Tiazon-5-kapGokcunar

3H); 3,63 (m, 2H); 3,73 (s,
3H); 3,96 (m, 1H); 4,25 (m,
2H); 7,11 (d, 1H); 7,82 (s,
1H); 12,12 (s, IH)
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ITp. | Cnoayka Jawni BP

163 | Huc(x)-Metnn 2-(4-{[(3,4- MC (ES) MH": 505, 507 ans | [Ipomixna criomyka
auxiop-5-merui-1H-nipon-2- C0H26C1LN4O5S; 'H-IMP: 1411
in)kapOoninjamino}-3- 1,05 (t, 3H); 1,74 (m, 2H); [pomixHa cromyka
eTOKCHIINepH AMH- 1 -i1)-4- 2,17 (s, 3H); 3,27 (s, 3H); 17
(MeToxcumeTn)-1,3-tiazon-5- 3,39-3,47 (m, 3H); 3,63 (m,
kapbokcHnat 2H); 3,71 (s, 3H); 3,96 (m,

1H); 4,23 (m, 2H); 4,55 (s,
2H); 7,12 (d, 1H); 12,16 (br s,
1H)

164 | Luc(x)-Etun 2-(4-{((3.4- MC (ES) MH": 475,477 nas | ITpomikua cromyka
Juxnop-5-metun-1H-nipon-2- CioH24CLN4O4S; 'H-SIMP: 50 i ITpomixkuHa
in)xapOonin]amino}-3- 1,22 (t, 3H); 1,72 (m, 2H); cronyka
METOKCHIINepuauH-1-i1)-4- 2,17 (s, 3H); 2,42 (s, 3H); 236
meTun-1,3-riazon-5-kapbokcunar | 3,31(m, SH); 3,52 (m, 1H);

3,90 (m, 1H); 4,16 (q, 2H);
4,26 (m, 2H); 7,14 (d, 1H);
12,14 (brs, 1H)

165 | Etun 2-((35,4R)-4-{[(3,4- MC (ES) MH™: 463 465 nna | ITpomikua cionyka
muxjop-5-metun-1H-nipon-2- CigHz1CLFN405S; SIMP: 36 i Ilpomixcna
im)xapbonin]amino}-3- 1,23 (t, 3H); 1,85 (m, 2H); crnionyka 236
dropninepunuu-1-in)-4-metnn- | 2,18 (s, 3H); 2,43 (s, 3H);
1,3-tia3on-5-xapOokcunar 3,35 (m, 1H nepexkpuBaHus

Clz_(CI N__Me BOJIOKO )
. /NHN-QN—(SLT o e | 353 (dd, TH); 4,00 G, 1H);
H O F 5 4,16 (g, 2H); 4,30 (m, 2H);
4,94 (d, 1H); 7,24 (d, 1H);
12,09 (s, 1H)

166 | Etun 2-((3S.4R)-4-{[(3.4- MC (ES) MH": 475,477 ans | [Ipomixkna criomyka
auxaop-5-metun- 1 H-mipon-2- C1oH24CIN4O4S; SIMP: 1,22 | 51 i TTpomixkna
im)kapboninjamino}-3- (t, 3H); 1,72 (m, 2H); 2,17 (s, | cmonyka
METOKCHTiNnepuauH-1-in)-4- 3H); 2,42 (s, 3H); 3,31(m, 236
meTHn-1,3-riazon-5-kapboxcunar | SH); 3,52 (m, 1H); 3,90 (m,

1H); 4,16 (q, 2H); 4,26 (m,
2H); 7,14 (d, [H); 12,14 (br s,
1H)
167 | Tpanc(x)merun 2-[4-{[(3.4- MC (ES) MH": 530, 532 ana | IpomixkHa cnonyka

auxnop-5-merun-1 H-nipon-2-
im)xapGoHinjamino}-3-
(Mopdonin-4-
inkapbonimyninepuaus-1-in]-1,3-
Tiason-5-kapOokchnar

Cz]H:sClstOsS ;ﬂMP: l,89
(m, 1H), 2,14 (m, 1H), 2,17
(s, 3H), 3,73 (s, 3H), 3,23-
3,79 (m, 12H), 3,93 (dd, 1H),
4,51 (m, 1H), 7,33 (d, 1H),
7.84 (s, 1H), 12,08 (s, 1H)

142
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IIp. | Cnoayka Jani BP

168 | Luc(x)metun 2-[4-{[(3.4- MC (ES) MH™: 530, 532 nna | [Tpomixkma cniomyka
nuxnop-5-metun-1H-nipon-2- CyH35CIN5058S 5 IMP: 1,79 | 143
im)xapGonin]amino}-3- (dg, 1H), 1,90 (m, 1H), 2,15
(mopdonin-4- (s, 3H), 3,22-3,42 (m, 6H),
imcapboninninepuann-1-in]-13- | 3,51-3,71 (m, 5H), 3,74 (s,
Tiazoun-5-kapbokcumar 3H), 3,96 (m, 1H), 4,02 (m,

1H), 4,40 (m, 1H), 7,17 (d,
1H), 7,88 (s, 1H), 12,02 (s,
1H)

169 | Luc(x)({4-{[(3,4-nuxmnop-5- MC (ES)MH": 491, 493 nns | Ilpomiskua criomyka
Metui-1 H-nipon-2- CigHaoClNgOgS; AMP: 1,61 | 144
im)kapOoninjamino}-1-[5- (dq, 1H), 2,03 (m, 1H), 2,17
(MeTokcukapboHin)-1,3-tiason-2- | (s, 3H), 3,25 (dd, 1H), 3,35
in|minepuaus-3-in}okcu)onrosa | (m, 1H), 3,63 (m, 1H), 3,74
KHCIIOTa (s, 3H), 3,88 (m, 1H), 4,06

(m, 1H), 4,17 (s, 2H), 4,23
(dd, 1H), 7,58 (d, 1H), 7.86
(s, 1H), 11,99 (s, 1H), 12,76
(s, 1H)

170 | L{ue(+)mernn 2-[4-{[(3,4- MC (ES) MH": 560, 562 tna | [Ipuknan 169
IHXnop-5-metwi-1 H-nipon-2- CHy7ClhN506S; SAIMP: 1,59
imkapOoninjamino}-3-(2- (dg, 1H), 2,07 (m, 1H), 2,17
MoppomniH-4-in-2- (s, 3H), 3,24 (dd, 1H), 3,27-

OKCOETOKCH )IinepuauH-1-i)- 3,56 (m, 8H), 3,61 (m, 1H),
1,3-ria3os-5-kapbokcunar 3,74 (s, 3H), 3,85 (m, 1H),
a F o o 4,05 (m, 1H), 4,24 (dd, 2H),
W s j/\t o |435(q,2H).7,78 (d, 1H),
ve” N H,NCH\N I Se | 7.86(s, 1H), 11,95 (s, 1H)
o 0
\_[<N
-

171 | Mermun 2-(4-{[(3,4-auxiop-5- MC (ES) MH: 433,435 ana | Ilpomixkua cionyka
metuin-1H-nipon-2- Cy6HsCLILN4O4S 244
im)kapGoninjamino }-3-
riipokcuninepuaun-1-in)-1,3-

Tiazon-5-kapbokcunar
172 | Metun 2-(4-{[(3,4-nuxnop-5- MC (ES) MH": 504, 506 ana | ITpukman 171

Mmetui-1H-nipon-2-
im)kapGoHinjamino}-3-
{[(eTunamino)xapGoHin])oKcH } ITi
nepuauH-1-i)-1,3-riazon-5-
KapOoKcHIaT

C9H2:C1oN505S
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IIp. | Cnoayka Jawni BP

173 | Metun 2-(3- MC (ES)MH": 516, 518 s [Mpuxnax 171
{[(aninamino)xapGoninjoxcu}-4- | CagHy3CIHNsO5S
{[(3,4-nuxnop-5-metun-1H-
nipos-2-
im)kapboninlaMino } minepuauu-
1-im)-1,3-Tiazon-5-kapGokcunar

174 | erun 4-((3S,4R)-4-{[(3,4- MC (ES) MH": 443 nns [Ipomixua cnomyka
nuxnop-5-merwi-1H-nipon-2- C1oH CIFN4O;; AMP: 1,31 | 32 i eTun 4-
i)KkapGonin]amino} -3- (t,3H) 1,81 (s,2 H) 2,19 (s, | xnopuipunuu-2-
tdbropninepuaun-1-im)nipumun-2- | 3 H) 2,69 (s, 1 H) 3,33 (s, 3 kapbokcunar (WO
kapbokcunar H) 4,05 (s, 1 H) 4,30 (q, 2 H) | 2004007657)

4,40 (s, 1 H) 4,86 (d, 1 H)
7,07 (dd, 2,73 T, 1 H) 7,21
(d, 1 H) 7,46 (d, 1 H) 8,23 (d,
1 H) 12,09 (s, 1 H)

175 | Quc(£)-nietun 2-(4-{[(3.4- MC (ES) MH": 533 nns [IpomixHa croyka
Juxnop-5-metan- 1 H-nipon-2- C21Hz6CLhN4OgS; AAMP: 1,22 | 50 i [Tpomixkua
in)kapGonin]amino}-3- (t,3H) 1,28 (t,3 H) 1,76 (d, | cmonyka 244
MeTOKCHIInepHanH-1-11)-1,3- 2H)2,15-2,21 (m, 3 H) 3,29
Tiazon-4,5-mkapbokcunar -3,34 (m,3 H) 3,36 (s, 3 H)

N 3,42 (s, 1 H) 3,56 (s, 1 H)
M,ﬁ ﬁ\‘»f\" N 3,95 (s, 1 H) 4,19 (q, 2 H)
R \@’AO’% 423 -432(m,3H) 7,19 (d, 1
‘ J e H) 12,20 (s, 1 H)
176 | mierun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 521 mnst Cag [TpomixkHa crosiyka

auxjop-5-merun-1H-nipon-2-
imxap6onin]amino}-3-
¢ropninepuuy-1-1)-1,3-Tiaz0mn-
4,5-nukapboxcunar

Ha; Cl, F N4 Os S; SIMP: 1,22
(t, 3 H) 1,28 (t, 3 H) 1,86 (d,
2H)2,19(s, 3 H) 3,31 (s, 1
H) 3,41 (s, 2 H) 3,68-3,71
(dd, 1 H) 3,99 (s, 1 H) 4,20
(q.2 H) 4,29 (q, 2 H) 4,89-
5,05 (d, 1 H) 7,27 (d, 1 H)
12,09 (s, 1 H)

32 i ITpomixna
cnionyka 247
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IIp. | Cnoayka aHi BP

177 | Huc(x)-etun 4-(4-{[(4-xn0p-5- MC (ES) MH™: 521 mns [Mpomixua cnomnyka
metun-1H-nipon-2- CooHy5CIN,O4 551 erun 4-
im)kap6oninjamigo}-3- SAMP: 1,31(t,3 H) 1,62 (s, 1 | xnopuipuaun-2-
METOKCHITiepuIuH-1 - H)1,79-1,95(m, 1 H) 2,10 - | xapboxcumnar (WO
im)mipuanu-2-kapboxcuar 2,19 (m, 3 H) 3,07 - 3,19 (m, | 2004007657)

2H)3,23(s,3 H)3,45-3,54
(m, 1 H)3,89(s, 1 H)4,18 (s,
1 H)4,22(d, 1 H) 4,30 (q, 2
H) 6,89 (d, 1 H) 7,04 (dd, 1
H) 7,44 (d, 1 H) 7,67 (d, 1 H)
8,20(d, 1 H) 11,63 (s, 1 H)

178 | Huc(+)-etun 2-(4-{[(3,4-maxmop- { MC (ES) MH": 622 mns [TpomixkHa criomyka
5-metun-1 H-nipon-2- CagH33CLLN5058 50 i [Ipomixna
LKapOoHLl jamino}-3- cronmyka 55
MeToKcHIinepuauH-1-in)-4-{[(1-

MeTHI-1-
(enineTHI)aMido JkapOoHin}-1,3-
Tiazon-5-kapbokcunar

179 | etun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 443 nns Ipomixua cromyka
muxnop-5-merun-1H-nipon-2- C19H21C1LFN4O; 32 1iernn 2-
in)kapboHinjamino }-3- (TopizoHiKOTHHAT
dropuinepuaus-1- (Konno, Akinori J.
171)i30HIKOTHHAT Fluorine Chemistry

(1998), 87(2), 137-
140)

180 | meTnn 2-((3S,4R)-4-{{(3.,4- MC (ES) MH: 479 s TIpomixkua cnonyxa
nuxnop-5-methn-1 H-nipon-2- CgHzCl,FN4O,S 32 i Ilpomixkna
imxapfonin]amino}-3- AMP: 1,86 (s.2 H) 2,19 (s,3 | cnonyxa 17
¢ropninepuaun-1-in)-4- H)3,25-3,31(s, 3 H) 3,53-
(MeToxcumeTHi)-1,3-Tiazon-5- 3,67(dd, 1 H) 3,73 (s, 3 H)
kapOokcumat 4,00 (s,2 H)4,33 (5,2 H)

c cl 4,57 (s,2 H) 4,89-5,05 (d, 1
”ﬂ\‘fﬁo .9 H) 7,27 (d, 1 H) 12,10 (s, 1
! %/K? H)
Me
0\
Me
181 | enn 4-((3S,4R)-4-{[(3,4- MC (ES) MH": 493 ns [TpomixHa crioyKa

IHXj0p-5-Meruin-1H-nipon-2-
im)kapboninjamino}-3-
¢dropninepuun-1-in)xinonin-2-
kapOokcuiatr

C23H3ClFN4O;

32 i Mpomixua
cnonyxa 10
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IIp. | Conoayka Hani BP

182 | et 2-((3S.4R)-4-{[(4-xm0p-5- | MC (ES)MH": 421 nns [Mpomikna cnonyka
Mertui-1H-nipon-2- Cy0H25CIN4O4 55 ierun 2-
imyxapBoHin]amino}-3- AMP: 1,32 (1,3 H) 1,60 (d, 1 | dropizoHiKOTHHAT
MCTOKCHULNEPHANH-1- H) 1,84 (s, 1 H) 2,14 (s, 3 H) | (Konno, Akinori J.
11)i30HIKOTHHAT 3,13(d, 2H) 3,20 -3,24 (m, | Fluorine Chemistry

3H)3,49 (s, 1 H) 4,20 (d, 2 (1998), 87(2), 137-
H)4,33 (g, 2H) 4,56 (s, 1 H) | 140)

6,89 (d, 1 H) 6,97 (d, 1 H)

7,23 (s, 1 H) 7,64 (d, 1 H)

8,24 (d, 1 H) 11,62 (s, 1 H)

183 | merun 2-((35.4R)-4-{[(3.,4- MC (ES) MH":491 mna [Tpomixna criomyka
muxiop-5-merun-1 H-nipon-2- C1oH24ClhN4O5S 51 i ITpomixua
im)kapBonin]amino }-3- SMP: 1,86 - 1,95 (m, 1 H) crionyka 17
METOKCHIIITIepHUH-1-111)-4- 1,97 -2,04 (m, 1 H) 2,26 -
(meToxcumeTnn)-1,3-riazon-5- 2,31 (m, 3 H) 3,16 - 3,31 (m,

Kapbokcunar 2H)3,47(s,3H)3,48(s,2
H) 3,50 - 3,55 (m, 1 H) 3,82
(s,3H)4,05(d, 1 H)4,25 -
437 (m, 1 H) 4,54 (s, 1 H)
4,69-481(m,2H)7,19-
7,27 (m, 1 H) 9,54 (s, 1 H)

184 | merun 2-((3R.45)-4-{[(3.4- MC (ES) MH":491 ans [IpomikHa crionyka
auxnop-5-merun-1H-mipon-2- C1oH24C1aN405S 52 i IlpomixHa
im)xap6onin]amiuno}-3- crionyka 17
METOKCHIINepH IHH-1-11)-4-

(MeToxcuMeTun)-1,3-Tiazon-5-
kapGokcunar
185 | Luc(+)-izonpormin 4-(4-{[(3,4- MC (ES) MH™: 582 nns [TpomixkHa crionyka

nuxsop-5-merun-1H-nipon-2-
imxapboninjamino}-3-
METOKCHIiNepH auH-1-11)-6-
{(vopdomin-4-
uTkapOoHIT)nipUIHH-2-
xapOokcunar

Cl (o]
H
/N N
Me N N
H
°q
Me

C26H33C12N;504

50 i ITpomixua
crnionyka 249
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Ilp. | Cnoayka ami BP

186 | izonpormin 4-((35,4R)-4-{[(3.4- MC (ES) MH": 570 nna [TpomixkHa crionyka
Juxnop-5-metun-1H-nipon-2- Cas5H3pC1LFN;05 32 i Ilpomixna
in)kapGoninjamino}-3- SAMP: 1,32 (d, 6 H) 1,78 - cronyka 249
dropninepuuH-1-in)-6- 1,93 (m, 2 H) 2,19 (s, 3 H)

(mopdonin-4- 3,27-3,33 (m,4H)3,39(d, 2

inkapGownin)mipuauH-2- H) 3,53 - 3,60 (m, 2 H) 3,65

kapOokcunar (d,4H) 4,12 (s, 1 H) 4,39 (s,
1 H)5,07-5,19(m, 1 H)7.16
-726(m,2H)747(d, 1 H)
12,08 (s, 1 H)

187 | isonpomin 4-((3S,4R)-4-{[(3,4- MC (ES)MH": 528 nis [TpoMixkHa cnonyka
nuxnop-5-meTni-1H-nipon-2- Cy3Ha25C1FN$O4 32 i ITpomixua
im)kapbonin]amino}-3- cnomyka 250
¢ropninepuuH-1-in)-6-

[(mumeTHIAMinO)KapOOHIN | mipH
HH-2-KapOokcHnaT

188 | Ijuc(+)-2-(4-{[(3,4-nmxn0p-5- MC (ES) MH": 505 mns TIpomixkHa crotyka
Mmetun-1H-nipon-2- C19H2,ClaN4OgS 50 i ITpomixkua
im)kap6oninjamino}-3- SIMP: 1,24 (t,3 H) 1,74 (s,2 | cionyka 252
METOKCHTIINepHIuH-1-11)-5- H) 2,18 (s, 3 H) 3,36 (s, 4 H)
(eTokcukapbonin)-1,3-tiazon-4- | 3,56 (s, 1 H) 3,93 (s, 1 H)
kapboHOBa KHCIOTA 4,19 (s,3 H)4.29 (s, 2 H)

7.13 (s, 1 H) 12,11 (s, 1 H)
13,51 (s, 1 H)
189 | 2-((3S,4R)-4-{[(3,4-nuxmn0p-5- MC (ES) MH": 493 ana ITpomixna coonyka

meTui-1 H-niipon-2-
im)xapGonin]amino}-3-
tdropninepuma-1-in)-5-
(eToxcukapbonin)-1,3-tiazon-4-
kapBoHOBa KHCJIOTa

C|3H|QC|2FN4OSS

SIMP: 1,19 - 1,27 (m, 3 H)
1.85 (d.2 H) 2.18 (s, 3 H)
3,26 -3,35 (m, 1 H) 3,53 (d, |
H) 3,98 (s, 2 H) 4,18 (q, 1 H)
431 (s,2 H) 4,88 -5,04 (s, 1
H) 7,26 (d, 1 H) 12,08 (s, 1
H) 13,55 (s, 1 H)

32 i [TpomixHa
cronmyka 252
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IIp. | Cnoayka Jani

BP

190 | 2-((3R,45)-4-{[(3,4-muxnop-5-
metun-1 H-nipon-2-
in)kapOoHi]aMiHo }-3-
METOKCHIIiIepuanH-1-i1)-5-
(eroxcukapbonin)-1,3-Tiazon-4-
KapGOHOBa KHCJIOTa

S 5
\—Me

MC (ES) MH': 505 a1
CisClNLO4S

SIMP: 1,16 (t, 3 H) 1,69 (s, 2
H) 2,12 (s, 2 H) 3,30 (s, 3 H)
3,50 (s, 2 H) 3,89 (s, 2 H)
4,13 (q, 2 H) 4,17 - 4,29 (m, 2
o H) 7,10 (d, 1 H) 12,10 (s, 1
I\ 9 H) 13,50 (s, 1 H)

ITpoMixHa crioyka
52 i IlpomikHa
cronyka 252

191 | etun 2-((3S.4R)-4-{[(3.4-
AMXII0p-5-MeTun-1 H-nipoi-2-
imkap6oHin)amino }-3-
METOKCHITinIepuauH-1-in)-4-
KapOokcu-1,3-tia3on-5-
KapOokcuiar

MC (ES) MH": 505 s
C19H2,CIhN4O6S

SIMP: 1,22 (t, 3 H) 1,75 (s, 2
H) 2,18 (s, 3 H) 3,31 (d, 1 H)
3,36 (s, 3 H) 3,42 (s, 1 H)
3,56 (s, 1 H) 3,95 (s, 1 H)
4,14 -422 (m,2 H) 4,29 (s, 1
H) 7,16 (d,1 H) 12,16 (s, 2 H)
13,56 (s, 1 H)

ITpomixHa cnoyka
51 i IIpoMmixua
crnonyka 252

192 | etun 2-((35,4R)-4-{[(3.4-
Jxiop-5-metun-1H-nipon-2-
in)kapOoHin|amino }-3-
MeToKcHminepuuH-1-in)-1,3-
Tiazon-4-kapOoxcunat

MC (ES) MH': 461 s
C1sH2,CLbN4O48

ITpomikHa crionyka
511 erun 2-6pom-
1,3-Tia3o0n-4-
kapOokcuiar

193 | etun 2-((3S.4R)-4-{[(3.4-
JHXJIOp-5-MeTui- 1 H-nipon-2-
im)kapOoHinjamino}-3-
METOKCHUITINepuIuH- 1 -
1)1)i30HIKOTHHAT

MC (ES) MH": 455 s
C20H24CLhN4O4

SAMP: 1,32 (s,3 H) 1,84 (s, 2 | ¢dTOpi3oHIKOTHHAT
H) 2,22 (s,3 H) 3,36 (s, 3 H)
3,45(s, 1 H) 4,16 (s, 1 H)
425(s,1 H)4,31 (s,2 H)
4,81 (s, 1 H) 7,04 (s, 1 H) 140)
7,26 (s, 1 H) 8,21 (s, 1 H)
10,53 (s, 1 H)

[TpomixHa crioyka
511 erun2-

(Konno, Akinori J.
Fluorine Chemistry
(1998), 87(2), 137-

Mpuknan194

Lnc(x)-etnn 5-amiHo-2-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-3-
MeTOoKCUNinepuanH-1-in)i3oHiKoTUHAT

PosuunH gurigpaty SnCl; (870 wmr, 3,8 mmonb) B 5
mn koHueHTpoBaHoi HCI gogasanu o posuuHy 436
mr (0,87 mmonb) Uuc(zx)-etun 2-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kapboHinjamiHo}-3-
MeToKcuninepuanH-1-in)-5-HitpoisoHikotuHaty (Mpuk-
nag 308) B 30 mn outoBoi kucnotn. Cymiw nepemi-
WwyBanu nNpu KiMHaTHIN TemnepaTypi NPOTSAroM HOMi.
Po34nHHMK BMaansanu n 3anuwiok posnoginsanu Mix
Bogoto 1 EtOAc. EtOAc BigokpemnioBann n npomu-
Banu COMSIHUM pPO34MHOM. [pw 3QIACHEHHI BUCYLLY-
BaHHsA (MgSO.), BuaaneHHi po3vmMHHMKa N xpomaTor-
padii Ha cwunikareni (100% CH.Cl, 3 HacTynHum
entotoBaHHAM rpagieHToMm go 100% EtOAc i noTim oo
10% MeOH B EtOAc) ogepxysanu 230 Mr NnpoaykTy.
MC (ES) (MH'): 470 ans CaxoHsCloNsO4; AMP
(CDCls): 1,5 (t, 3H), 2,1 (m, 2H) 2,4 (s, 3H), 3,2 (m,

2H), 3,6 (s, 3H), 3,65 (m, 1H), 4,0 (m, 1H), 4,4 (m,
1H), 4,5 (q, 2H), 7,3 (s, 1H), 8,0 (s, 1H), 9,5 (s, 1H).
Mpuknag 195
Lnc(+)-etnn 2-(4-{[(3,4-guxnop-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuanH-1-
in)-5-[(MeTokcMKapOOHin)amiHo]i3oHikOTMHAT

Cl Cl

o~ o

AL o~ N 7 Me
%o N—# ~NH
Me }\
O

Me

MeTtunxnopdomat (15 mkn, 0,19 mmons) goaa-
Banu Ao posynHy 60 mr (0,13 mmone) Linc(x)-etun 5-
amiHo-2-(4-{[(3,4-guxnop-5-meTnn-1H-nipon-2-
in)kap6oHinjamiHo}-3-meTokcuninepuanH-1-
in)isonikotnHaty (Mpuknag 194) B 3 Mn nipuauHy.
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Micna nepemiyBaHHA Npu KiMHATHIN TemnepaTypi
NPOTArOM HOMi, JofaBanu we 7 MK MEeTUXNopogo-
pmiaTy. PO34MHHMK BMOAnNANM N 3anuok po3nogins-
nm mix EtOAc i NaHCOg3 (BogHuit). EtOAC Bigokpem-
noBanu 1 NpomMyBany BOAOK N COMSAHUM PO3YMHOM.
Mpw 3piicHeHHi BucywysBaHHA (MgSOs) i BuaaneHHi
po34mMHHMKa ofepxysanu 43 mr npoaykty. AMP (de-
OMCO): 1,3 (t, 3H), 1,7 (m, 2H) 2,2 (s, 3H), 3,1 (m,
2H), 3,3 (s, 3H), 3,5 (m, 1H), 3,6 (s, 3H), 4,0-4,3 (m,
4H), 4,6 (m, 1H), 7,05 (m, 1H), 7,15 (m, 1H), 8,2 (s,
1H), 9,1 (s, 1H), 12,2 (s, 1H).

Mpuknag 196

Lnc(z)-etun 2-(4-{[(3,4-anxnop-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepnamH-1-
in)-5-[(MeTuncynbgOoHin)amiHoli3oHIKOTUHAT

MeTaHcynbdoHinxnopug (16 mkn, 21 mmonb)
popjasann go 66 wmr (0,14 mmonb) Luc(x)-etun 5-
amiHo-2-(4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-
in)isoHikotuHaty (Mpuknag 194) B 3 mn nipnaunHy.
Micna nepemiwyBaHHA npoTsarom 1 roanHW, gogasanu
Wwe 5 Mkn MeTaHcynbgoHinxnopuay. lMNepemiwysanu
npu KiMHaTHIN TemnepaTypi NPOTAromMm Houi. Po3ynH-
HUK BUganany, i saanuwok posnoginanu mik EtOAc i
Na>CO3 (BogHui). EtOAC BigokpemnioBanu 1 npomu-
Banu BOAOK N COMSAHUM PO34MHOM. [lpu 3AINCHEHHI
BucylyBaHHA (MgSO4) | BuAaneHHi po3ymHHMKa oae-
pxyBanu 63 mr npoaykty. MC (ES) (MH"): 534 ans
C21H27CIoNs06S. AMP (ds-AMCO): 1,4 (t, 3H), 1,8 (m,
2H) 2,2 (s, 3H), 2,9 (s, 3H), 3,1-3,2 (m, 2H), 3,3-3,5
(m), 3,6 (m, 1H), 4,2-4,3 (m, 2H), 4,4 (q, 2H), 4,7 (m,
1H), 7,1 (s, 1H), 7,2 (d, 1H), 8,2 (s, 1H), 12,2 (s, 1H).

Mpuknag 197

Linc(z)-6-(4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
(eTokcmkapboHin)HikOTMHOBA KMcnoTa

Po3uumH 133 mr (0,84 mmonb) KMnO4 B 5 mn Boamn
pofjasannm  pgo  posduHy  Luc(t)-etun  2-(4-{[(3,4-

94901 162

anxnop-5-meTtnn-1H-nipon-2-in)kap6oHin)amiHo}-3-
MeToKcuninepuanH-1-in)-5-popminisoHikoTmHaTy
(Mpuknag 154) B 20 mn aueToHy, i Cymill nepemiwy-
Banu npu KivwaiHin iemnepaiypi npotarom 4 roavH.
Micns 3arapToByBaHHs 3a [OMOMOrOK BOAHOMO
NaHCOs, cymiw nigkucnanu npnbnusHo go pH=4 3a
ponowmoroto 1 H. HCI i aBa pasu ekctparysanu EtOAc.
EtOAC ekcTpaktm npomuBanu COMSHUM PO3YUHOM,
Bucywysann (MgSOs) i KOHLEHTpYBanu, o4epXyr4u
TBEpAY Pe4YOBUHY, SIKy po3Tvpanu B nopollok 3 Me-
OH, ogepxytoun 175 mr npoaykty. MC (ES) MH™: 499
ana C21H24C|2N406; AMP: 1,25 (t, 3H), 1,5-1,8, (m,
3H), 2,1 (s, 3H), 3,1 (m, 3H), 3,3 (s, 3H), 3,5 (m, 1H),
4,2 (m, 2H), 4,4 (m, 1H), 4,9 (m, 1H), 6,9 (s, 1H), 7,1
(d, 1H), 8,6 (s, 1H), 12,1 (s, 1H), 13,3 (s, 1H).

Mpuknag 198

Linc(zx)-etun 2-(4-{[(3,4-puxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuamH-1-
in)-5-{[(1-meTnn-1-
deHineTnn)amiHo]kapboHin}isoHikoTUHaT

HATU (87 mr, 24 mmonb) AodaBanu OO PO34YUHY
118 wmr (0,24 mmonb) Luc(x)-6-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}-3-
MeToKkcuninepuanH-1-in)-4-
(eTokcukapboHin)HikoTnHoBoi  kucnotn  (Mpuknag
197), 0,040 mn (28 mmonb) EtsN i 33 mr (0,24 mmonb)
Kyminaminy B 3 mn OM®A. licns nepemillyBaHHs npwu
KiMHaTHI TemnepaTtypi NPOTAroM HOMi, CyMill pPO3BO-
avnu Bogot i ekctparyBanu EtOAc. EtOAc 2 pasu
NpoOMMBanNu BOAOK 1 OAMH pa3 CONMSIHUM PO34UHOM,
notim Bucywysanu (MgSO.) i koHUEHTpyBanu, oaep-
xytoun 103 mr Teepaoi pevosnHu. MC (ES) MH™: 616
ana C30H35C|2N505.

Mpuknagm 199-200

HactynHi MNpuknagu ogepkysanu 3a AOMNOMOro
MEeTOAMKM, onucaHoi B npuknagi 198, i3 BkasaHux
BUXiAHUX pe4oBuH (BP).

imxap6onin]amino}-3-
biopepuanu-1-in)-4-{[(1-
MeTHI-1-
teninerrn)aminoJkapborin}-
1,3-Tiazon-5-kapbokcunar

SIMP: 1.2 (t, 3H), 1.5 (s,
6H), 1,65 (m, 2H), 1,9
(s, 3H), 3,6 (m, 1H), 4,0
(m, 1H), 4,1-4.3 (m,
4H), 4,3 (dd, 1H), 4,95
(d, 1H), 7.0-7.5 (m, 5H),
8,6 (s, 1H), 12,6 (s, 1H)

Ip. | Conoayka Jani BP
199 | etun 2-((35,4R)-4-{[(3,5- MC (ES) MH": 610 mna | ITpuknan 156 i
juxjiop-4-metri-1H-nipon-2- Ca7H30CLFN;50,4S; KyMinamin

200

etun 2-((35.4R)-4-{[(3,5-
auxnop-4-merun-1 H-nipon-2-
imkap6onin]amino}-3-
dropninepuaus-1-im)-4-{[(2-
mopdomnin-4-

inetun)amido JkapOonin}-1,3-
Tiason-5-kapSokcunar

Me_ ci
H
TSR~ L
cl H N s 1 N
Cr v %
N\/\
o NN

MC (ES) MH": 605 nis
Ca4H31CLFNgO6S;
SIMP: 1.2 (t, 3H), 1,8
(m, 2H), 1,9 (s, 3H), 2,3
(m, 4H), 3.6 (m, SH), 4,0
(m. 1H), 4.2 (q, 2H), 4,3
(m, 2H), 4,95 (d, 1H),
7.35 (d, 1H), 8,4 (t, 1H),
12,6 (s. 1H)

[pukman 156 1 (2-
Mop¢oig-4-
ineTmn)amin
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Mpuknag 201

Lnc(z)-etun 5-(aminokap6oHin)-2-(4-{[(3,4-
anxnop-5-metnn-1H-nipon-2-in)kap6oHin]amiHo}-3-
MeToKcUninepuanH-1-in)isoHikoTnHaT

PosumH 103 mr (0,17 mmonb) Lunc(z)-etun 2-(4-
{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHrinjamiHo}-3-meTokcuninepnanH-1-in)-5-{[(1-
meTun-1-ceHinetnn)amiHolkapboHin}isoHikoTuHaTy
(Mpvknag 198) B 10 mn TOK Harpisann npu 40°C
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npoTtarom Hodi 1 npu 50°C npotarom 6 roguH. Pos-
YMHHMK BMAANANU 1N 3anuWoK po3Tupany B NOpPOLLOK
3 MeOH, ogepxytoun 62 mr 6inoi TBepaoi pevoBUHM.
MC (ES) MH": 498 ans C21H25CloN5Os.

Mpuknag 202

HacTynHi MNpuknagn ogepxxysanu 3a A40NOMOro
MeToauku, onucaHoi B npuknagi 201, i3 BkasaHuX
BUXiAHUX pevyoBuH (BP).

IIp. | Cnoayka Jani

BP

202 | 5-tiazonkapOoHOBa KucnoTa, 4-
(aminokapbonin)-2-[(3S,4R)-4-
[[(3,5-muxnop-4-metun-1H-
nipon-2-in)kapSonin]amino]-3-
¢rop-1-ninepuauHin]-,
eTANoBAH edip

MC (ES) MH:492 s
C1sH20CLFN50,4SE

ITpuknan 199

Mpuknag 203

Lnc(zx)-etmn 2-(4-{[(3,4-puxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepnamH-1-
in)-4- [(ammeTnnamiHo)kapboHin]-1,3-Tiazon-5-
kapbokcunar

PosunH  Uuc(x)-2-(4-{[(3,4-gnxnop-5-metnn-1H-
nipon-2-in)kap6oHin]jamiHo}-3-meTokcuninepnamH-1-
in)-5-(eTokcnkapboHin)-1,3-tiazon-4-kap6oHOBOT  KuC-
notu (0,062 r, 0,12 mmons, Mpuknag 188), oumeTu-
naminy (0,06 mn, 2M po3uuH y TI®, Aldrich), HATU
(0,05 r, 0,13 mmons) i TpueTnnaminy (0,018 mn, 0,13
MMOIb) nepemilyBanu npy KiMHaTHIN TemnepaTypi
[0 3aBeplueHHst 3a gonomorolo PXMC (6nnsbko 30

xB). HeouulLieHy peakuiiiHy cyMill NOBINbHO BnnBanmu
y BoAdy " oTpumaHui 6invn ocag dinbTpyBanu, npo-
MUBanu BOAOK 1 BUCYLLYBanNu y BaKkyyMi, O4epXKyloun
uncTuin npoaykt (0,028 r). MC (ES) MH": 532 ans
C21H27CINsOsS; AMP: 1,20 (t, 3H) 1,76 (s, 2H) 2,18
(s, 3H) 2,78 (s, 3H) 2,93 (s, 3H) 3,29 (d, 1H) 3,36 (s,
3H) 3,39-3,43 (m, 1H) 3,55 (s, 1H) 3,91 (s, 1H) 4,15
(9, 2H) 4,29 (s, 2H) 7,15 (d, 1H) 12,14 (s, 1H).

Mpuknagn 204-241

HactynHi MNpuknagu ogepxkysanu 3a AOMNOMOrot
MeToauKM, onucaHoi B npuknagi 203, i3 BkasaHMX
BMXiAHUX pe4oBuH (BP)
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Ip. | Cnoxyka Jani BP

204 | Luc(x)-eTun 2-(4-{[(3.4- MC (ES) MH": 574 ns [Mpuxnan 188 i
nuxmnop-5-merun-1 H-nipon-2- C3H39C1Ns04S; mopdomin
imkap6onin)amino}-3- SIMP: 1,21 (t,3H) 1,74 (s, 2
METOKCHII TepHAHH-1-11)-4- H)2,17 (s,3H) 3,11 -3,17 (m,
(mopgomnin-4-inkapbonin)-1,3- 2H)3.34(s,3H)3,38(s, 1 H)
Tiazon-5-kapbokcunat 3,47 -3,59(m,5H) 3,62 (s, 2

H) 3,87 (s, 1 H)4,17(q,2 H)
4,29 (s,2H) 7,13 (d, 1 H)
12,13 (s, 1 H)

205 | etun 2-((35,4R)-4-{[(3.4- MC (ES) MH": 562 s [Ipuxnan 189 i
JUXI0p-5-mMeTHn-1 H-mipon-2- CpHa6CLFN5OsS; SIMP: 1,16 | mopdonin
im)kap6Oosin)amino}-3- (t,3H) 1,80 (s,2 H) 2,12 (s, 3
¢ropninepuauH-1-in)-4- H) 3,09 (d, 2 H) 3,45 (s, 2 H)
(mMopdonin-4-inkapbonin)-1,3- 3,50 (s,2 H) 3,57 (s,2 H) 3,92
Tiazon-S-kapbokcuiar (s, 1H)4,12 (q,2 H) 4,26 (s, 3

o, o Koj H) 4,82 (s, 1 H)4,99 (s, 1 H)
W C S 7,19 (s, 1 H) 12,02 (s, 1 H)
E)
Q
I \—Me

206 | [Juc(x)-etnn 2-(4-{[(3,4- MC (ES) MH":534 nna IMpuxnan 188 i
nuxJop-5-metui-1 H-nipon-2- Ca0H25CINs06S; AMP: 1,18 - | MeTOKCHIaMIH
inmkap6ouin)amizo}-3- 1,25 (m, 3 H) 1,75 (s, 2 H) TiIpOXIIOpH
METOKCHITIIEpHIHH- 1 -i11)-4- 2,17 (s,3H)3.35(s,3 H) 3,54
[(mMeToxciamino)kapbonin]-1,3- | (s,2 H) 3,67 (s, 3 H) 3,95 (s, 2
Tiazon-5-kapbokcunat H) 4,14 - 4,22 (m, 2 H) 4,28 (s,

2H)7,13(d, 1 H) 11,48 (s, 1
H) 12,13 (s, 1 H)

207 | etun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 522 ana IMpuxnan 189 i
Jwmxnop-5-metun-1H-nipon-2- CioH2ClLFNsOsS; SIMP: 1,16 | MeTokcHnamiH
im)xap6onin]amino}-3- (t,3H) 1,79 (s,2 H) 2,12 (s, 3 | rigpoxmopun

dropninepuaus-1-im)-4-
[(meTokciamino)kapbonin]-1,3-
rasoi-5-kapdokeunar

H) 3,29 (s, 2 H) 3,62 (s, 3 H)
3,94 (s, 1 H) 4,12 (q, 2 H) 4,25
(s,2 H) 4,82-498 (s, 1 H) 7,18
(d, 1 H) 11,44 (s, 1 H) 12,03
(s, 1 H)
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Mp. | Cnonyka Hani BP

208 | Luc(x)-etun 2-(4-{[(3,4- MC (ES) MH": 572 gns [Mpuxnan 188 i
auxnop-5-metui-1 H-nipon-2- C24H3,CIhN505S; SIMP: 1,22 MinepHAnH
imkapGoninjamino}-3- (s,3H)1,43(s,2H) 1,56 (s, 4
METOKCHITINEepHAMH-1-1m)-4- H) 1,74 (s, 2 H) 2,17 (s, 3 H)
(minepuaus-1-inxapGonin)-1,3- | 3,12 (s, 2 H) 3,36 (s, 3 H) 3,52
Tiazon-5-kapbokeunar (s,3H)4,16(s,2 H) 4,27 (s,2

H)7,15(s, 1 H) 12,18 (s, 1 H)

209 | etun 2-((3R.45)-4-{[(3.4- MC (ES) MH™: 622 ms ITpuknan 190 i
mxmop-S-vetns-1H-nipon-2- CygH3:CINsO5S: SAMP: 1,18 KyMinamin
in)kapOoHinjamino}-3- (t,3H) 1,53 (s,3H) 1,56 (s, 3
meTokcuninepuaun-1-im)-4-{[(1- | H) 1,71 (s,2 H) 2,13 (s, 3 H)

MeTHI-1- 3,34 (s, 3 H) 3.51 (s,2 H) 3,92

deninernn)amino |JxkapOonin}- (s,2H)4,15(q,2 H) 4,26 (s,2

1,3-Tiazon-5-kapbokcunar H) 7,12 (dd, 2 H) 7,23 (t,2 H)
7,40 (d, 2 H) 8,56 (s, 1 H)
12,11 (s, 1 H)

210 | etun 2-((3S,4R)-4-{[(3.,4- MC (ES) MH": 610 nas IMpuknax 189 i
Iuxiop-S-metun-1 H-nipon-2- C27H;30CLFNsQ,S; AMP: 1,23 | kyminamin
im)kapboHin]amino}-3- (t,3H) 1,61 (s, 6 H) 1,86 (s, 2
tbropninepuaun-1-in)-4-{[(1- H) 2,19 (s,3 H) 3,31 (s, 3 H)

MeTHI-1- 3,55 (s, 1 H) 4,04 (s, 1 H) 4,22
tbeninetun)amino|kapboHin} - (q. 1 H) 4,32 (s, 2 H) 4,90-5,06
1,3-rias01-5-kapOokeunar (d, IH) 7,20 (d, 1 H) 7,31 (t, 3
m H) 7,47 (d, 2 H) 8,63 (s, 1 H)
o . f 12,12 (s, 1H)
/Y . /\\ NI Me
Me H é) F..L\/N\g’N)/&g‘e
0
o N—Me

211 | etun 2-((35.4R)-4-{[(3.4- MC (ES) MH": 506 nns IMpuknan 189 i

Iuxnop-5-merui-1H-mpon-2- CioH»ClLFNsO4S; SIMP: 1,14 | MmeTHnamin

im)xapbonin]amino}-3-
dTopninepuanH-1-in)-4-
[(MeTtnnamino)kapGonin]-1,3-
Tiason-5-kapGokcunar

(t,3H) 1,77 (s, 2 H) 2,12 (s, 3
H) 2,62 (d,3 H) 3,33 (s, | H)
3,43-3,63 (s, 1 H) 3,94 (s, 1 H)
4,09 (q, 2 H) 4,23 (s, 2 H)
4,82-4,98 (s, 1 H) 7,20 (d, 1 H)
8.27(d. 1 H) 12,03 - 12,12 (m,
1 H)
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Ip. | Cnoayka Hani BP

212 | Hue(x)-etun 2-(4-{[(3.4- MC (ES) MH": 548 nns Ipuxtan 188 i 2-
auxiuop-5-metui-1 H-nipon-2- C31H27C1N506S aMiHOeTaHoI
in)kapboHin]amiHo}-3-

MeTOKcHuIinepuaus-1-im)-4-{[(2-
TiIpOKCIeTHI)aMiHO JKapOoHin } -
1,3-Tia30on-5-kapbokcunar

213 | etun 2-((3S.4R)-4-{[(3.,4- MC (ES) MH: 622 n1a IMpuxnan 191 i
nuxaop-3-metun-1 H-nipos-2- Ca3H33CLN5O5S; KyMinamiH
in)kapbonin]amizo}-3- AMP: 1,23 (1,3 H) 1,59 (s, 3
MeTokcuninepuaun-1-in)-4-{[(1- | H) 1,62 (s, 3 H) 1,77 (s,2 H)

MeTHI-1- 2,19(s,3H) 3,31 (s, 1 H) 3,36

dbeninernn)amino|kapOoHin}- (s, 1 H)3.,40(s,3 H) 3,57 (s, 1

1,3-tia3on-5-xapbokcunar H) 3,96 (s, 1 H) 4,21 (q, 2 H)
432(s,2H)7,12-722 (m, 2
H) 7,29 (t,2 ) 7,46 (d, 2 H)
8,62 (s, 1 H)

214 | Huce(£)-etun 2-(4-{[(3.4- MC (ES) MH": 518 nis [Tpuxnan 188 i
zuxaop-5-merun-1 H-nipon-2- CopHa5CLN;$OsS; MeTHIaMIiH
in)kap6oHiJamino }-3- AMP: 1,20 (s, 3 H) 1,74 (s, 2
METOKCHITInepuIuH-1-i1)-4- H) 2,17 (s, 3 H) 2,68 (s, 3 H)
[(MeTunamino)xapbouin]-1,3- 3,30 (s,2 H) 3,36 (5,3 H) 3,55
Tiazon-5-kapbokcunar (s, 1H)3.99 (s, 1 H)4,15 (s, 2

H) 4,26 (s,2 H) 7,14 (s, 1 H)
8,32 (s,1H)12,18 (s, 1 H)
215 | Jue(x)-etun 2-(4-{[(3,4- MC (ES) MH™: 562 mns Ipuxman 188 i (2-

AUXnop-5-metun-1 H-nipon-2-
im)kapGoHin]amino}-3-
MeToKcHItinepuans-1-in)-4-{[(2-
METOKCIETH/T)aMiHO JkapOoHin } -
1,3-1ia301-5-kapOokcunar

'“}3@\({4

C22Ha9C1oN5O48S;

SIMP: 1,15- 1,25 (m, 3 H)
1,74 (s,2 H) 2,18 (s, 3 H) 3,26
(s,3H) 3,30 (s, 1 H)3,36 (s, 3
H) 3,41 (d, 3 H) 3,55 (s, 1 H)
4,00 (s, 1 H) 4,10 - 4,19 (m, 2
H) 4,26 (s, 2 H) 7,15 (d, 1 H)
8.44 - 8,56 (m, 1 H) 12,16 (s, 1
H)

METOKCIETHT)aMiH
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IIp. | Cnoayxka Jani BP

216 | Luc(+)-etun 2-(4-{[(3,4- MC (ES) MH": 562 mns Ipuknan 188 i 2-
auxnop-5-metun-1H-nipon-2- C13H29CIN506S; amiHompomnan-1-omn
inm)kapbonimlamino}-3- SIMP: 1,08 (d, 2H) 1,22 (t,.3 H)
MeTokcuninepuaun-1-in)-4-{[(2- | 1,75 (s, 2 H) 2,18 (s, 3 H) 3,37
ripokcH-1- (s,3H)3.47(d, 1 H) 3,55 (s, 1
METHJIeTHI)aMiHo |KapOoHiI } - H) 3,81 -3,92 (m, 1 H) 3,99 (s,
1.3-riazon-5-kapbokcunar 1 H) 4,17 (q, 2 H) 4,27 (s, 2 H)

4,62 (s,2H)7,15(d, 1 H) 8,20
(d, 1 HY12,17 (s, 1 H)

217 | Quec()-etan 2-(4-{[(3.4- MC (ES) MH™: 562 s Ipuknax 1881 1-
JMXI0p-5-MeTn-1H-mipon-2- C22H20CIoN5068S; amMiHOIMpPOTaH-2-01
in)kapGonin]amino}-3- AMP: 1,07 (d,3 H) 1,21 (1, 3
MmeTtokcuninepuaun-1-im)-4-{[(2- | H) 1,75 (s, 2 H) 2,18 (s, 3 H)
rizpoxcunponin)amino]kapbonin | 3,03 - 3,18 (m, 2 H) 3,36 (s, 3
}-1,3-Tiazon-5-kapbokcuiar H)3.41 (s, 1 H)3,55(s, 1 H)

3,74 (s, 1 H) 3,98 (s, 1 H) 4,11
-4,19 (m,2H)4,19(s, 1 H)
430 (s, 1 H)4,61 (s,1 H) 7,15
(d, 1 H)8,33-843 (m, 1 H)
12,16 (s, 1 H)

218 | etun 2-((35,4R)-4-{[(3.4- MC (ES)MH": 518 nas ITpuxnanm 191 1
auxjop-5-metui-1 H-mipos-2- CyoH35C13N50s8; METHIaMIH
imkap6onin]amino}-3- AMP: 1,21 (5,3 H) 1,74 (s, 2 | rinpoxnopung
MeTOKculinepuus-1-in)-4- H) 2,18 (s,3 H) 2,69 (s, 3 H)
[(MeTunamino)kapGouin]-1,3- 3,17 (s,2 H)3,36 (s, 3 H) 3,55
Tiazon-5-kapbokcunar (s,1H)3,98 (s, 1 H) 4,14 (s, 2

H)4,27(s,2 H) 7,13 (s, 1 H)
8,33 (s, 1 H) 12,17 (5, 1 H)
219 | erun 2-((35,4R)-4-{[(3.4- MC (ES) MH™: 562 ms Ilpuxnan 1911 (2-

auxnop-5-metun-1H-nipon-2-
imyxap6oninjamino}-3-
METOKCHIinepHIHH- 1-i)-4-{[(2-
MeTokcieTH)amino [kapOoHin}-
1,3-Tiazon-5-kapOokcunar

C22H29C1oNsO6S

METOKCIeTHT)aMiH
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IIp. | Cnoayka Hani BP
220 | erun 2-((3S.4R)-4-{[(3.4- MC (ES) MH™: 562 nns IMpuxmnazn 191 i (25)-
auxnop-5-metun-1 H-mipon-2- C2H29C1N506S 2-amiHonponas-1-oi
i1)kapOoHin]amino}-3-
METOKCHITiepuAHH- 1 -im)-4-
({[(18)-2-rimpokcu-1-
METHJIETHTJaMiHo } xapOoHi)-
1,3-Tia3on-5-kapbokcunar
Ci Cl
Me N,
H 05 C\N\g/ ]/(u/k/on
Me o// 0\_Me
221 | erun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 562 nns INpukman 191 i
JMXJI0p-5-MeTui-1 H-nipo-2- C2,Ha9CIhN5O6S [(1R)-2-meTokCH-1-
im)kapboHin]amino}-3- METHJIETHI|aMiH
METOKCHIiNepuauH-1-i1)-4-
({[(1R)-2-rizpokcu-1-
METHJIETHIT]aMiHO } KapOoHi)-
1,3-Tia3on-5-kapbokcunar
222 | Huc(x)-etun 2-(4-{[(3,4- MC (ES) MH": 568 nna IMTpuknanx 188 i
AuXnop-S-metun-1H-nipon-2- C31H35ClLF2NsOsS; mudTopeTHaaMin
im)kap6oninjamino}-3- SAMP: 1,21 (t, 3 H) 1,75 (s, 2
METOKCHITiepHIiH- 1-11)-4- H) 2,18 (s, 3 H) 3,36 (s, 3 H)
{[(2,2- 3,44 (s, 1 H) 3,55 (s,3 H) 3,98
au@ropetui)amino]kapbouing- | (s, 1 H) 4,16 (q, 2 H) 4,26 (s, 2
1,3-riazon-5-kap6okcunar H) 5,88-6,26 (t, 1H) 7,15 (d,1
H) 8,88 (s, 1 H) 12,16 (s, 1 H)
223 | Luc(x)-etun 2-(4-{[(3.,4- MC (ES) MH: 571 ana IMpuxnan 188 i

JUXN0p-5-MeTii-1 H-nipon-2-
im)kapbonin]amino}-3-
METOKCHIINepuanH-1-in)-4-
[(i30kcazon-3-

inamino )kap6onin]-1,3-tiazon-5-
kapBokcunar

CH24Cl1NgO6S;

SIMP: 1,12 (t, 3 H) 1,77 (d, 2
H) 2,18 (s, 3 H) 3,38 (s, 3 H)
3,56 (s, 2 H) 3,98 (s, 2 H) 4,14
(q, 2 H) 4,19 - 4,34 (m, 2 H)
6,99 (d, 1 H) 7,16 (d, 1 H) 8,86
(d, 1 H) 11,59 (s, 1 H) 12,17
(s, 1 H)

130Kca301-3-amiH
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Mp. | Cnonyka Nani BP

224 | Que(x)-etun 2-(4-{[(3.4- MC (ES) MH": 574 nna Ipuknanx 188 i (3R)-
JIEXnop-5-mMeTun-1H-nipon-2- Cy3H29C1N506S; Terparigpodypas-3-
im)kapGouin)amMino}-3- AMP: 1,21 (t,3 H) 1,75 (d, 2 ami 4-
METOKCHITiIePH IHH-~ 1 -11)-4~ H) 1,87 (s, 1 H) 2,09 (s, 1 H) MeTHnbensoncynsho
{[(3R)-rerparinpodypan-3- 2,18 (s,3H) 3,36 (5,3 H) 3,42 | mar
inamino|kapOonin}-1,3-tiazon- | (s, 1 H) 3,55 (s, 2 H) 3,69 (s, 1
5-kapOokcunar H) 3,78 (s,2 H) 4,01 (s, 1 H)

4,17 (d,2 H) 4,28 (s, 3 H) 7,15
(d, 1 H) 8,67 (d, 1 H) 12,17 (s,
1 H)

225 | Huc(zx)-etnn 2-(4-{[(3,4- MC (ES) MH: 562 nns [Mpuxnan 188 i
auxnop-5-metun-1H-mipon-2- C2H26C1,FN;05S; (1R,25)-2-
in)kapboHinjamino}-3- AMP: 1,07 (s,2 H) 1,21 (t, 3 (hTOPUMKIIONpONIaHa
METOKCHTTINepHIuH-1-i1)-4- H) 1.75(s,2 H) 2,18 (s, 3 H) MiH 4-

({[(1R,285)-2- 2,73 (s, 1 H) 3,36 (s, 3 H) 3,41 | metunGensoncynspo
¢rropuukionportinjamino jkap6o | (s, 1 H) 3,55 (s, 1 H) 3,99 (s, 1 | Hat
Hin)-1,3-riazon-5-xap6okeunar | H) 4,17 (s, 2 H) 4,26 (s, 3 H)
F | 4,62-4,84 (d, 1H) 7,16 (s, 1 H)
‘} \C' " HN,Z.& 8.64 (s, 1 H) 12,17 (s, 1 H)
Me \Q N
"%, ”\(S/__(%o
Me OJf-*O\_Ame

226 | etun 2-((3S.4R)-4-{[(3,4- MC (ES) MH": 576 s Mpuknax 191 1 [(1S)-
AuXaop-5-metui-1 H-nipo-2- Cy3H;3,CLhN;504S; 2-MeToKCH-1-
in)kapbonin)amino}-3- SAMP: 1,09 (d,3 H) 1,22 (t,3 | MeTuneTwiI|aMin
MeTOKCHTTinepHauH-1-i1)-4- H)1,75(s,2H) 2,18 (s, 3 H)

({[(1S)-2-meTOKCH-1- 3,17 (s,2 H) 3,26 (5,3 H) 3,37
vetunerijamino  kapbonin)- (s,3H)3,55(s, 1 H)4,01(d, 1
1,3-Tiazon-5-kapGokcunar H) 4,17 (d, 2 H) 4,27 (s, 2 H)
7,16 (s, 1 H) 8,32 (d, 1 H)
12,16 (s, 1 H)
227 | etun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 542 nins Ipuknan 191 i

JMXJop-5-MeTun-1H-nipon-2-
im)xapGoninjamino}-3-
METOKCHTinepuauH-1-im)-4-
[(npon-2-in-1-
inamino)kapGorin]-1,3-riazon-5-
kapBokeunar

C12H35C12Ns0s8S;

SIMP: 1,22 (s, 3 H) 1,74 (s, 2
H) 2,18 (s, 3 H) 3,16 (s, 1 H)
3.40 (m, 5 H) 3,55 (d, 1 H)
3,96 (s,3 H) 4,17 (5,2 H) 4,28
(.2 H) 7,14 (s, 1 H) 8,87 (s, 1
H) 12,16 (s, 1 H)

nponapriiamin
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IIp. | Costyka Hani BP

228 | etun 2-((3S.4R)-4-{[(3.4- MC (ES) MH":576 nas [Tpuxnan 1911 2-
Juxiop-S-metui-1 H-nipon-2- Cy3H3,CLhNsOgS aMiHO-2-
im)kapboHin]amiHo }-3- SAMP: 1,26 (s, 6 H) 1,75 (s,2 | MeTunmponas-1-oi
Metokcumninepuans-1-in)-4-{[(2- | H) 2,18 (s, 3 H) 3,37 (s, 3 H)
riapokeu-1,1- 3,44 (s,3 H) 3,56 (s, 1 H) 4,03
JuMeTuneTu )amido JkapOonin}- | (s, 1 H) 4,19 (s, 2 H) 4,28 (s, 2
1,3-Tiazon-5-kapOokcunar H) 4,67 (s, 1 H) 7,16 (s, 1 H)

7,87 (s, 1 H) 12,17 (s, 1 H)

229 | 2-((3S,4R)-4-{[(3,4-nmxm0p-5- MC (ES) MH": 562 mis [Mpuknax 191 i
metui-1H-mipon-2- CyH,6C1FN50sS; (1R,25)-2-
in)kapOoHin]amiHo }-3- SIMP: 1,08 (s,3 H) 1,21 (t,3 | ¢ropuukionponaxa
metokcuninepuaus-1-im)-4-{[(2- | H) 1,76 (s, 2 H) 2,18 (s, 3H) MiH 4-
rigpokcu-1,1- 3,36 (s, 3 H) 3,41 (s, 1 H) 3,55 | metnnGen3oncynbpo
JumeTwieTr)aMino JkapGonin}- | (s, 1 H) 3,97 (s, 1 H) 4,09 - HaT
1,3-tiazon-5-kap6onosa kucnora | 4,19 (m, 2 H) 4,27 (s, 2 H)

4,61-4,83 (s, 1 H) 7,15 (d, 1 H)
8,64 (s, 1 H) 12,16 (s, 1 H)

230 | crun 4-{[(1- MC (ES) MH": 569 nis [Tpuknan 1911 1-
niagouukinonpomnina)amino]kap6o | Ca3HaeClLNgOsS; aMiHOIMKJIONPOTIaHK
Hin}-2-((3S,4R)-4-{[(3.4- SIMP: 1,21 (q, 5 H) 1,50 - 1,61 | apboHiTpua
JMXJop-S-metia-1 H-nipon-2- (m,2 H) 1,75 (s, 2 H) 2,18 (s,
im)kap6onin]amiHo }-3- 3H)3.36(s,3H)3,40 (s, 1 H)
MeTOKCHIIiepuaAnH-1-i1)-1,3- 3,55(s, 1 H) 4,01 (s, 1 H) 4,13
Tia3071-5-kapOoKcuaar -422 (m,2 H)4,28 (s,2 H)

}{CI . K 7,14 (d, 1 H) 9,36 (s, 1 H)
S WL HN 12,17 (s, 1 H)
Me N AN
N)\‘g q N\g/ ) o
Me (o}
g N—Me
231 |erun4- MC (ES) MH": 544 nna [Mpukman 191 i

[(uuknonponinamizo)kapOoHin]-
2-((3S,4R)-4-{[(3.,4-nmxnop-5-
Me Luii-1 H-1iposn-2-
in)kapGoHin]amino }-3-
MeToKcHumninepuans-1-in)-1,3-
Tia3os-5-kapOokcHIaT

C2;H,7CLLN;505S;

SIMP: 0,49 (s,2 H) 0,66 (d, 2
H) 1,22 (s,3 H) 1,75 (s, 2 H)
2,18 (s, 3 H) 2,72 (s, 1 H) 3,38
(m, 4 H) 3,55 (s, 1 H) 3,99 (s,
1H) 4,17 (s, 2 H) 4,27 (s, 2 H)
7,16 (s, 1 H) 8,44 (s, 1 H)
12,17 (s, 1 H)

LHKJIONIPOTIiIaMiH
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IIp. | Cnosyka Hani BP

232 | erun 4-{[(1-iano-1- MC (ES) MH": 571 mna IMpuxnan 1911 2-
MeTuaeTHI)amino JkapGonin}-2- | C23HasClNgOsS; aMiHO-2-
((3S5,4R)-4-{[(3,4-muxn0p-5- SAMP: 1,23 (1,3 H) 1,62 (s, 6 | MeTHINMPONaHHITPHN
meTui-1 H-nipon-2- H) 1,76 (s, 2 H) 2,18 (s, 3 H)
in)kapbonin]amino}-3- 3,37 (s, 3 H) 3,56 (s, 1 H) 4,04
MeToKcHninepuaus-1-in)-1,3- (s, L H)4,15-4,22 (m, 2 H)

Tiazou-5-kapGoxcunar 4,23 (s,2H)7,15(d, 1 H) 9,07
(s, 1H)12,17 (s, 1 H)

233 | et 2-((35,4R)-4-1[(3.4- MC (ES) MH":606 ans [Mpuknan 191 i
maxnop-5-metun-1H-nipon-2- Cy3H29ClNsOgS METHII CepHUHAT
im)kapOoHinjamino}-3- SIMP: 1,21 (1,3 H) 1,75 (s, 2
meTokcuminepuaus-1-in)-4-({[1- | H) 2,18 (s, 3 H) 3,37 (s, 3 H)
(rizpokcumerui)-2-metokcu-2- | 3,56 (s, 1 H) 3,66 (s, 2 H) 3,69
okcoeTtH)amino }kap6onin)-1,3- | - 3,75 (m, 1 H) 4,00 (s, 1 H)

Tiazon-5-kapbokcHnar 4,16 (q,2 H) 4,27 (s,2 H) 4,42
-4,54 (m, 1 H) 4,98 (s, 1 H)
7,16 (d, 1 H) 8,75 (dd, 1 H)
12,17 (s, 1 H)

234 | erun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 617 ans Ilpuxnan 191 i (2-
Auxop-5-meTi-1H-nipon-2- C,5H34CLHNgO4S; mopdornin-4-
inykapGoninjamino}-3- SAMP: 1,22 (d,3 H) 1,75 (s,2 | ineTun)amin
MeTokcuninepuaun-1-im)-4-{[(2- | H) 2,18 (s, 3 H) 3,34 (m, SH)
mophonin-4- 3,36 (s.3 H) 3.55 (s, 1 H) 3,80
inerun)amino]kapbouin}-1,3- (s,2 H)3.91(s,2 H)4,02 (s, 1
tiazon-5-kapboxcunar H) 4,16 (s, 2 H) 4,27 (s, 2 H)

494 (s,1H) 7,14 (s,1 H) 8,59
(s, 1H)12,16 (s, 1 H)
235 | etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH™: 590 nnst [Mpwuxaan 1911 (1,3-

Jquxnop-5-meTui-1H-nipon-2-
imkapGoninjamino}-3-
METOKCHIINepHIHH-1-in)-4-
{[(1,3-niokconan-2-
inmeruin)amino]kapbonin}-1,3-

Tiason-5-kapOokcHaar
c, @

e .
Me N) ON N
" \“; [¢] \\: / F N0
Me o 5.
0’ o Me

SIMP: 1,22 (d, 3 H) 1,75 (s, 2
H) 2,18 (s, 3 H) 3,36 (s, 4 H)
3,55 (s, 1 H) 3,80 (s, 2 H) 3,91
(s,2 H) 4,00 (s, 1 H) 4,16 (s, 3
H) 4,28 (s, 2 H) 4,94 (s, 1 H)
7,14 (s, 1 H) 8,59 (s, 1 H)
12,16 (s, 1 H)

JiOKcoNaH-2-
inMeTHIT)aMid
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IIp. | Cnoayka Hani BP

236 | etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH":629 pna [Mpuknan 191 i 1-(3-
nuxnop-5-metui-1H-mipon-2- C16H34C1aNgO6S aMiHOTTPOTTL)TTi podTi
imxapbonin]amino}-3- JIHH-2-0H
MeToKcHITinepH M- 1-im)-4-({[3-

(2-oxcomipomigua-1-
im)nponin]amizo }kapbowim)-1,3-
Tiazon-5-kapOoKCHIaT

237 | etun 2-((35.4R)-4-{[(3.,4- MC (ES) MH™: 595 mis Ipuknax 191 i
auxyop-5-metun-1 H-nipon-2- Cy5sHa3CIhNgOsS; (mipuauz-2-
im)xapbonin]amino}-3- SIMP: 1,18 (t,3 H) 1,76 (5,2 | inMeTum)amin
METOKCHIINEePUAHH- 1 -i1)-4- H) 2,18 (s, 3 H) 3.46 (s,2 H)

{[(nipraun-2- 3.57(s, 1 H)3,99 (s, 1 H) 4,16

immernm)amino]xapbonin}-1,3- | (q, 2 H) 4,28 (s, 2 H) 4,50 (d, 2

Tiazon-5-kapbokcuaar H) 7,16 (d, 1 H) 7,34 (s, l H)
7,53 (d, 1 H) 7,81 - 7,93 (m, 1
H) 8,53 (s, 1 H) 9,07 (t, | H)
12,17 (s, 1 H)

238 | etnn 2-((3S.4R)-4-{[(3.,4- MC (ES) MH™: 578 ma ITpuxkman 1911 [2-
ouxiop-5-metuin-1 H-nipon-2- CyH9CI2N5058, (meTunTio
un)kapbonin)amino }-3-

MeTOKCHITinepuauH-1-im)-4-({[2-
(MeTuirTio )eTHi |aMiHO } KapGoHiN
}-1,3-Tiazon-5-kapbokcuiar

239 | etun 2-((35,4R)-4-{[(3,4- MC (ES) MH™: 585 w11 [Mpuxnam 1911 1-
auxnop-5-metun-1H-nipon-2- Ca3H6C1NgO6S; (1,3-okcazon-2-
im)kapOonin|amino}-3- SMP: 1,17(t,3H) 1,74 (s,2 | im)MeTaHamin
METOKCHITINEpH IHH- | -i51)-4~ H) 2,18 (s,3 H) 3,37 (s, 3 H) T IPOXJIOPHL
{[(1,3-okcazon-2- 3,55 (s, 1 H) 4,00 (s, 1 H) 4,13
iMeTHIT)aMiHo |kapbownin}-1,3- (d,2H)4,26 (s,2 H) 4,49 (d, 2
Tiason-5-kapboxcunar H) 7,11 - 7,25 (m, 2 H) 8,08 (s,

1H) 9,07 (s, 1 H) 12,16 (s, 1
H)
240 | etun 2-((3S,4R)-4-{[(3,4- MC (ES) MH': 550 nns Ipuxiax 191 1 2-

nuxnop-5-merun-1H-nipon-2-
imxapboninjamido}-3-

MeTOoKcHninepuaun-1-in)-4-{[(2-
dTopernn)amino]kapGomin}-1,3-

tiazon-S-kapbokcunar

Cl

i\ i /“‘\ o
Me’z?\\g OL/N\E/N?/IL
Me -0,

o

N e
)

Me

C21H6CLFN;sOsS;

SMP: 1,21 (t, 3 H) 1,74 (d, 2
H) 2,18 (s,3 H) 3,40 (s, 3 H)
3,55 (5,3 H) 3,99 (s, 1 H) 4,17
(d,2H) 4,27 (s, 2 H) 4,42 (s, 1
H) 4,58 (s, 1 H) 7,14 (s, 1 H)
870 (s, 1 H) 12,17 (s, 1 H)

(hroperanamin
TiAPOXJIOpHIL




im)kapboHin|amino}-3-
MeTOKCcHIinepuanH-1-in)-4-{[(2-
TiZIPOKCH-2-

METHIIPOILI)aMiHo |kapOoHin } -
1,3-riazon-5-kapGokcunar
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Ip. | Cnoayka Hawni BP
241 | etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 576 ans Ilpuknag 1911 1-
IUXJI0p-5-MeTun-1 H-nipon-2- Ci3H3CLLNsO6S; aMiHo-2-

AMP: 1,11 (s,6 H) 1,22 (d,3 | meTuanpomnas-2-o1
H) 1,75 (s,2 H) 2,18 (s, 3 H)
3,14 (s,3H) 3,38 (s,3 H) 3,55
(s, 1 H)3,95(s, 1 H) 4,17 (5,2
H) 4,27 (s,2H) 4,39 (s, 1 H)
7,14 (s, 1 H) 8,28 (s, 1 H)
12,17 (s, 1 H)

Mpuknagn 242-245
HactynHi MNpuknagu ogepxxyBanu 3a AOMNOMOro
METOAMKM, OnMcaHoi B Npuknagi 34, i3 BkasaHnx BuUXi-
OHWX peyoBuH (BP).

IIp. | Coonyka Jani BP
242 | [Juc(+)-etun 4- MC (ES) MH: 504 mns ITpuxnan 178
(aminoxapbonin)-2-(4-{[(3.4- Ci9H23CLNsOsS
nuxnop-5-merun-1H-nipon-2-
in)kapOoHin]amino }-3-
METOKCHIINepuant-1-11)-1,3-
Tiazon-5-kapbokcunar
243 | etun 4-(aminokapbowuin)-2- MC (ES) MH: 504 s Ipuknan 209
((3R,45)-4-{[(3,4-mux10p-5-~ CioH23CIoN5OsS
metun-1H-mipon-2-
imkapbonin)amino}-3-
METOKCHIinepuauu-1-in)-1,3-
Tia3on-5-kapOoKcunar
244 | etun 4-(aminokap6oHin)-2- MC (ES) MH": 492 s Tlpukman 210
((3S,4R)-4-{[(3,4-muxnop-5~ CisH20CLFN;s048
meTun-1H-nipon-2-
U1)kapOoHLIjaMiHo }-3-
¢ropninepuaus-1-im)-1,3-
Tiazon-5-kapbokcunar
IIp. | Cnonyka Jlani BP
245 | etun 4-(aminokapGomnin)-2- MC (ES) MH": 504 nn1s Tprxnax 213
((3S,4R)-4-{[(3,4-nuxnop-5- Ci9H2;CLNsOsS
meTtun-1 H-nipoi-2- SAMP: 1,22 (t, 3H) 1,74 (d, 2 H)
im)kapOoHin]amino}-3- 2,18 (s,3H) 3,31 (s, 1 H) 3,37
MeTOKcHIinepuaus- 1-im)-1,3- (s,3 H)3,38-3,43 (m, 1 H) 3,55
tiazon-5-kapbokcunar (s, 1 H)3,95(s,1H)4,17 (q, 2
., @ H) 4,27 (s,2H) 7,15 (d, 1 H)
Ve /N\ K. LN NH, 7,53 (s, 1 H) 7,82 (s, 1 H) 12,17
Y \(S/{Lo (s, 1 H)
Me o]
o Me
Mpuknapg 246 Oo posunHy etun 2-(4-{[(3,4-anxnop-5-meTun-
Lnc(z)-etun 2-(4-{[(3,4-guxnop-5-meTun-1H- 1H-nipon-2-in)kap6oHin]amiHo}-3-meTokcuninepuanH-
nipon-2-in)kap6oHin]jamiHo}-3-meTokcuninepnamH-1- 1-in)-4-cbopmin-1,3-tiazon-5-kapbokeunaty (0,15 r,

in)-4-(mopdonin-4-inmeTtnn)-1,3-tiazon-5-

kapbokcunat

0,31 mmonsb, lMpuknag 252) y metunexxnopuai (20
Mn) godasanu TpuaueTtokcmboporigpug HaTtpito (0,1 T,
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0,47 mmonb) i mopdoniH (0,03 mn, 0,34 mmons). Pe-
aKkuiMHy cymill nepemillyBanu npu KiMHaTHIN Temne-
paTtypi n cnoctepiranu 3a gonomoroto PXMC. Micns
3aBeplleHHs peakLil, peakuinHy cymiw possogunu 1
H. HCI i noTtim posnoginanu 3 EtOAc/Hacuu. Bikap6o-
HaToMm HaTtpito. icna NPoOMMBaHHA CONAHUM PO34YU-
HOM, BUCYLLUYBaHHs 3a gonomorot MgSO, i KOHUEHT-
pyBaHHA oaepxyBanu TBepay pe4voBuHy. [lpu
30INCHEHHI OYMWEHHA Ha cunikarenesin dnew-

94901 186

EtOAC/CH2CI;) opepxysanu unctun npogykt (0,091
r) MC (ES) M+H": 560 ans Cj3H31CloNsOsS; AMP:
1,24 (t, 3H) 1,75 (s, 2H) 2,18 (s, 3H) 3,32 (s, 2H) 3,36
(s, 3H) 3,52 (s, 2H) 3,54 (d, 4H) 3,65-3,75 (m, 2H)
3,76-3,86 (m, 2H) 3,93 (s, 1H) 4,18 (q, 2H) 4,27 (s,
1H) 7,16 (d, 1H) 12,16 (s, 1H).

Mpuknagn 247-249

HacTynHi MNprknaam rotysanv 3a 4ONOMOTO0 Me-
ToauKK, onucaHoi B MNpuknagi 246, i3 BkasaHuUX BUXi-

KOMOHLi (entotoBaHHSA rpagieHTom 70-100% OHUX peyoBuH (BP).

IIp. | Cnoayka Jani BP

247 | Luc(£)-etun 4-[(mpem- MC (ES) MH™: 546 ns [Tpuknan 252 i
OytunaMino)MeTun]-2-(4-{[(3,4- | Ca3H33CI3N50,4S; mpem-
Juxnop-5-merun-1H-nipon-2- SAMP: 1,04 (s, 9 H) 1,22 (t, 3 H) | 6yTunamin
inkapbouin]amizo}-3- 1,72 (d,2 H) 2,17 (s, 3 H) 3,32
MEeTOKCHMinepuanH-1-im)-1,3- (s, 1 H)3,35(s,3 H) 3,53 (s, 1
Tiason-5-kapbokcunar H) 3,78 - 3,92 (m, 2 H) 4,17 (q,

2H)4,23(d,2H) 7,14 (d, 1 H)

248 | LJuc(+)-etun 2-(4-{[(3,4- MC (ES) MH": 558 nna ITpuknan 252 i
auxiop-S-metun-1 H-mipon-2- Cs4H33CINs04S ninepuauH
in)kapbonin]amino}-3-

MEeTOKCHIIINepHaAnH-1-i1)-4-
(ninepuanu-1-inmerun)-1,3-
Tiazon-5-kapbokcunar

249 | etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 560 m1s [Mpuknan 252 i
auxiop-5-metun-1 H-nipon-2- C23H3,CIN505S MipoJTiTuH-3-01
im)kapGonin]amino}-3-

METOKCHIinepuanH-1-im)-4-[(3-
riJIpOKCHITipoTi IuH- | -im)meTHI]-
1,3-Tiazon-5-kapbokcuaar
Mpuknag 250 0,5 mmonb) i rigpoxnopuay rigpokcunaminy (0,028 r,

Lnc(z)-etmn 2-(4-{[(3,4-Anxnop-5-meTun-1H-
nipon-2-in)kap6oHin]jamiHo}-3-meTokcuninepnamH-1-
in)-4-[(E)-(rippokciimiHo)meTun1-1,3-Tiazon-5-
kapbokcunat

Cl Cl
N—(

AN N n-OH

4
0o Ay
S
Me 0
) \—"Me

PosuunH Luc(z)-etun 2-(4-{[(3,4-guxnop-5-metun-
1H-nipon-2-in)kap6oHin]amiHo}-3-MeTokcuninepuanH-
1-in)-4-popmin-1,3-tiazon-5-kapbokcunarty (0,10 r,
0,2 mmonb, Mpuknaa 252), auetarty Hatpito (0,041 T,

0,4 mmorb) HarpiBanu B KOnbi 3i 3BOPOTHUM XONOAU-
NbHWKOM B abCOMTHOMY €TaHonNi NPOTAroM 3 roauH.
lMicns oxonomXeHHs A0 KiIMHATHOI TemnepaTypu eTa-
HOM BMOANSNN NPU 3HWXKEHOMY TUCKY, NOTIM PO3MoAi-
nann mix EtOAc/H,O, Bucywysanu 3a OOMNOMOroto
MgSO;4 i KOHUEHTPYBanu, oAepXylun XOBTY TBepay
peyosuHy (0,081 r) MC (ES): 504 AMP: 1,25 (t, 3H)
1,75 (s, 2H) 2,18 (s, 3H) 3,31 (s, 3H) 3,36 (s, 3H)
3,55 (s, 1H) 3,95 (s, 1H) 4,18-4,26 (m, 2H) 4,26 (d,
2H) 7,16 (d, 1H) 8,61 (s, 1H) 11,72 (s, 1H) 12,16 (s,
1H).

Mpuknagm 251

HactynHui [Mpuknag roTyBanu 3a AOMOMOrO0
MeToauku, onucaHoi B [Npuknagi 250, i3 BkasaHux
BUXigHUX peyoBuH (BP).
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IIp. | Coosnyka Jani BP
251 | etun 2-((3S.4R)-4-{[(3.,4- MC (ES) MH": 518 nns ITpuknan 252 1
auxiaop-5-metun-1 H-nmipon-2- C,0H25C1N505S; METOKCHIAMIH
imkapbonin]amizo}-3- SIMP: 1,25 (t,3 H) 1,76 (s, 2 H) | rinpoxiopun

MeTOKCHIinepHanH- 1 -in)-4-[(E)-
(MeToKciimMino)MeTHN]-1,3-
Tiazon-5-kapGokcunat

2,19 (s, 3 H) 3,30 - 3,32 (m, 2 H)
3,35-3,39 (m, 3 H) 3,57 (s, | H)
3,92 (s, 3 H) 4,04 (s, 1 H) 4,19 -
425 (m, 2 H) 4,25 - 4,33 (m, 2
H) 7,16 (d, 1 H) 8,66 (s, 1 H)
12,16 (s, 1 H)

Mpuknag 252

Lnc(zx)-etmn 2-(4-{[(3,4-puxnop-5-meTun-1H-
nipon-2-in)kap6oHin]jamiHo}-3-meTokcuninepnamH-1-
in)-4-cbopmin-1,3-tiason-5-kapbokcunat

Oo posunHy Uuc(x)-etun 2-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-3-
mMeTokcuninepuanH-1-in)-4-(rigpokcumetun)-1,3-
Tiazon-5-kapbokecunary (0,63 r, 1,3 mmons, Mpuknag
143) y wmeTuneHxnopuai gogasanu nepruoguHaH
Hecc-MapTtuHa (0,61 r, 1,4 mmonsb). lMicna nepemiwy-
BaHHSA NpoTAromM 1 rogmHy Npu KiMHaTHIN Temnepary-
pi peakuis 3aBeplyBanacs. HeouwueHy peakuifiHy
CyMilLl NpoMMBanu BoAo (X2) i CONAHUM PO3YMHOM,
noTiM BucylyBanu 3a gonomoroto MgSO, i KOHLEHT-
pyBanu OO0 MiHiManbHoro oG'emy meTuneHxnopugy,
MOTiM WOro Bigpasdy HaHOCWMNM Ha cwunikarenesy
drew-KonoHKy (enBaHHA rpagieHTom o 1:1
EtOAc B CH2Cl,). OumnwieHi dpakuii KOHLEeHTpyBanu,
OZIEPXXYHUM NpO30py, XOBTY TBepAy pe4voBuHy (0,56
r). AMP: 1,29 (t, 3H) 1,75 (s, 2H) 2,18 (s, 3H) 3,38 (s,
4H) 3,44 (s, 1H) 3,57 (s, 1H) 4,03 (d, 1H) 4,22-4,35
(m, 4H) 7,15 (d, 1H) 10,31 (s, 1H) 12,16 (s, 1H).

Mpwuknag 253

etun 2-((3S,4R)-4-{[(3,4-pnxnop-5-metnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepnamH-1-
in)-4-(andrTopmeTtun)-1,3-tia3on-5-kapbokeunar

HietunamiHotpudtopug cipkm (0,03 mn, 0,22
MMoOnb) gofdaBanu Ao po3dunHy etun 2-((3S,4R)-4-
{[(3,4-pgnxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
dopmin-1,3-tiazon-5-kapbokcunary (0,10 r, 0,2
mmonb, MNpuknag 252) y metuneHnxnopugi. Peakuis
3aBepluyBanacs nicns OxXonogXeHHs B konbi 3i 3Bo-
POTHUM XONOAUITbHUKOM MPOTAroM Houi. llicns oxo-
NOMXEHHA [0 KIMHATHOI TemnepaTypu, peakuiiiHy
CyMmilW npommuBanu Boaol (x3) i CONAHUM PO3YMHOM
(x1), Bucywysanu 3a gonomoroto MgSO, i KOHUEHT-
pyBanu, o4epXyrun XOBTY TBEPAY PEYOBUHY, 3 SKOI,
nicns po3TMpaHHsA B MOPOLLOK, OAepXKyBanv npo3opy
6iny TBepay peyvosuHy (0,021 r). MC (ES) M+H: 511
ans CioH2,ClLFaN40*S; SIMP: 1,26 (t, 3H) 1,75 (s,
2H) 2,18 (s, 3H) 3,37 (s, 3H) 3,43 (s, 1H) 3,56 (s, 1H)
3,96 (s, 1H) 4,25 (s, 1H) 4,36 (s, 2H) 7,16 (s, 1H)
7,31 (s, 1H) 12,17 (s, 1H).

Mpuknag 254

etun 4-(asngomeTnn)-2-((3S,4R)-4-{[(3,4-
anxnop-5-metun-1H-nipon-2-in)kap6oHin]amiHo}-3-
mMeTokcuninepuanH-1-in)-1,3-tiason-5-kapbokcunar

Ho cycnensii etun 2-((3S,4R)-4-{[(3,4-ouxnop-5-
meTun-1H-nipon-2-in)kapoboHin]jamiHo}-3-
MeTokcuninepuanH-1-in)-4-(rigppokcumeTvn)-1,3-

Tiazon-5-kap6okcunaty (0,10 r, 0,2 mmons, MNpuknag
143) y 6e3sogHOMy Tonyoni gogaBanu AudeHindgo-
cpopunasmg (0,053 mn, 0,24 mmonb). PeakuiiHy
cymiw oxonomxysanu o 0° i nosinbHO gogaBanu
DBU. Micns nepemiwyBaHHa npu 0° npotsrom 30
XBUIIMH peakuiHy CcyMill HarpiBanu [o KiMHaTHOI
TemnepaTtypu 1 nepemiwyBanu nNpoTarom Houi. [so-
dasHy peakuinHy cymiw npommsany Bogow (x3), 1 H.
HCI (x1), consHum posunHom (x1), BuCywyBanu 3a
ponomoroto MgSO;, i koHueHTpyBanu (0,048 r). MC
(ES) M+H: 516 ansa C19H23CIoN7O4S.

Mpuknag 255

Linc(z)-etun  4-[uiaHo(mopdponiH-4-in)meTnn]-2-
(4-{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuauH-1-in)-1,3-
Tiason-3-kapbokcunat

Cl Cl
H
I\ N
Me H
°0
Me

PosuuH uiaHigy HaTtpito (0,011 r, 0,22 mmonb) i
mopdoniHy (0,018 mn, 0,21 mmMonb) y Bogi (5 mn)
oxonoaxysanu o 0° MoginbHo gopasanu 1 H. HCI
(0,22 mn, 0,22 mmonb). Micnsa HarpiBaHHS OO KiMHAT-
HOi TemnepaTypu, AogaBanu po3yuH Linc(x)-etun 2-
(4-{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnaunH-1-in)-4-
¢opwmin-1,3-tiazon-5-kapbokcunaty (0,10 r, 0,2
Mmmonb, lMpuknag 252) y metaHoni (10 mn). lMicns
nepemillyBaHHA MNpu KiMHaTHIW TemnepaTypi nNpoTs-
rom LIeCcTU TWXKHIB peakuis 3aBepluyBanacs. Peak-
LiHy CyMill KOHUEHTpyBanu AN BUAANeHHs MmeTa-
HOMy 1 3anuLwoK po3BOAWNWN BOAOK W eKcTparysanu
EtOAc (x3), npomuBanu consHMM po3ynHom (x1),
BMCyLwyBanu 3a gornomoroto MgSO, i KOHUEHTpyBanu,
OLEPXYHouM XoBTOrapsayy teepay pevouHy (0,055 r).
MC (ES) M+H: 585 onsa C24H30CIoN6OsS.

Mpuknag 256

etun 2-((3S,4R)-4-[[(3,4-anxnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuanH-1-
in)-4-({[2-(meTuncynbgoHin)eTnnjamiHo}kapOoHin)-
1,3-Tia3on-5-kapbokcunar

M-CPBA (0,091 r, 0,37 mmonb) gogaeanv [Oo
oxonomkeHoro posumHy etun 2-((3S,4R)-4-{[(3,4-
anxnop-5-metun-1H-nipon-2-in)kap6oHinjamiHo}-3-
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meTokcuninepuanH-1-in)-4-({[2-
(meTtunTio)eTun]amiHo}kap6oHin)-1,3-Tiason-5-
kap6okcunarty (0,107 r, 0,18 mmons, MNpuknag 238) y
mMeTuneHxnopuai. MNicnsa nepemiwyBaHHA Npu KiMHaT-
Hi TemnepaTypi NPOTAroM 2 roguvH, peakuiiHy CyMiLl
npomusanu Hacud. GikapboHaToM HaTpito (x3), BUCY-
wysanu 3a gonomoroio MgSOs, i KOHUeHTpyBanu,
opepxytoum 6iny TBepay pedosuHy (0,092 r). MC
(ES) M+H: 610 ana szH29C|2N50782; AMP: 1,21 (q,

94901

190

3H) 1,66-1,80 (m, 2H) 2,18 (s, 3H) 3,04 (s, 3H) 3,29
(s, 4H) 3,36 (s, 3H) 3,51-3,62 (m, 3H) 3,99 (s, 1H)
4,17 (q, 2H) 4,28 (s, 2H) 7,15 (d, 1H) 8,72 (t, 1H)
12,17 (s, 1H).

Mpuknagn 257-381

HactynHi Mpuknagu cuHTedyBanu 3a AOMNOMOro0
MeToAy, aHanoriyHoro 4o onucaHoro B npuknagi 35, 3
BUXiAHUX pevyoBuH (BP), HaBeaeHnx y Tabnuui Huxkye.

in)kapboninjamino}-3-
[(MeTuncynsdinin)meTna]minep
HOMH-1-i1}-1,3-Tiazon-5-
KapOOHOBa KHCIIOTA

3,0 (m, 1H), 3,2 (m, 1H), 3,9 (m,
2H), 4,17 (m, 1H), 7,4 (s, IH), 7,7
(dd,1H), 7,9 (mpoxwuii s, 1H).

Ip. | Cooayka SIMP m/z | BP
257 | Luc(x)-2-{4-{[(3,4-muxn0p-5- 1.85 (m, 2H), 2,16 (s, 3H), 2,2 (m, | 479 | [Ipukna
meTni-1 H-nmipon-2- 1H), 2,5 (s, 3H), 2,6-2,9 (m, 2H), n 89
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IIp. | Cnoayka SAMP m/z | BP

258 | Juc(x)-2-{4-{[(3,4-nuxnop-5- | 1,71 (m, 2H), 2,12 (s, 3H), 2,96 (s, | 495 | Ilpukia
MeTun-1H-nipon-2- 3H), 2,99 (m, 2H), 3,12 (m, 3H), o190
L1)KkapOoniia]amino}-3- 3,95 (m, 2H), 4,3 (m, 1H), 7,37 (d,
[(MeTuncynbdonit)Merun]oine | 1H), 7,7 (s, 1H), 12 (umpoxkuii s,
puauH-1-im}-1,3-Tiazon-5- 1H), 12,6 (wupokwuii s, 1H).
xapboHOBa KHCIOTa

259 | 2-((35,4R)-4-{[(3.4-muxnop-5- | 1,75 (m, 2H), 2,12 (s, 3H), 2,45 (s, | 435 | [Ipukmna
metun-1H-nipon-2- 3H), 3,14 (m, 1H), 3,27 (dd, 1H), 191
imkapboHin]amino }-3- 3.8 (d, 1H), 4,0 (m, 2H), 4,78 (d,
dropninepuaun-1-in)-5-metun- | 1H), 5,9 (wmpokuii s, 1H), 7,16 (d,
1,3-Tia3on-4-kapboHoBa 1H), 12 (s, 1H).

KHCJIOTA

260 | 2-((35,4R)-4-{[(3,4-nuxnop-5- 1,67 (m, 2H), 2.1 (s, 3H), 2,45 447 | Ipuxna
MeTHI-1 H-mipon-2- (s,3H), 3,1 (m, 2H), 3,3 (s, 3H), 192
im)kapGonin]amino}-3- 3,7 (d, 2H), 4,0 (dd, 2H), 4,4
METOKCHITINEpHINH- 1 -im)-5- (mmpoxwuit s, 1H), 7.0 (d, 1H), 12,1
MeTun-1,3-t1a30n-4-kapboHoBa | (s, 1H).

KHCIIOTA
cl cl
MeM\( . C s
N N Me
SR \Eg
Me OH
o

261 | 2-((3S.4R)-4-{[(3,4-muxnop-5- | 1,86 (m, 4H), 2,2 (s, 6H), 3.4 (m, | 478 | Ilpukna
MeTtun-1 H-nipon-2- 4H), 3,8 (s, 3H), 3,9 (s, 3H), 4,0 94
in)kapOonin)amino }-3- (m, 2H), 4,3 (m, 4H), 4,9 (s, 1H),
dTopninepunus-1-in)-5- 5,0 (s, 1H), 7.2 (d, 2H), 8.4 (s,
[(meTokciiMinO)MeTHn]-1,3- 1H), 8,7 (s, 1H), 12,1 (s, 2H), 13,2
Tia3on-4-kapOoHOBa KKCI0Ta (s, 2H).

262 | Lue(=)-2-[4-{[(3,4-mixmnop-5- 1,93 (m, 2H), 2,16 (s, 3H), 3,3-3,8 | 566 | [Ipuxna
MeTun-1 H-mipomn-2- (m, 11H), 4,0 (m, 2H), 4,4 (m, 193
in)kapboHin]amizo}-3- 1H), 7.2 (d, 1H), 7,4 (t, 1H), 7.6
(mopdonin-4- (d, 1H), 7.7 (d. 1H), 9,8 (wupokuit
inkap6onim)ninepuaus-1-in]- s, 1H), 12,0 (s, 1H).
1,3-Benzotiazon-7-kapboHora
KHCIIOTA

263 | Iuc(+)-2-[4-{[(3.4-maxnop-5- | 1,65-1,90 (m, 2H); 2,14 (s, 3H); | 449 | [Ipuxna
metun-1H-nipon-2- 2,19 (s, 3H); 3,20-3,45 (m, 2H); 95

imkapbonin]amino}-3-
(MeTunTio)ninepuauH-1-in]-1,3-
Tiazon-5-kapboHoBa KHCIOTa

3,73 (d, 1H); 3,94 (d, 1H); 4,02
(dd, 1H); 4,43 (m, 1H); 7,24 (d,
1H); 7.75 (s, 1H); 12,13 (s, 1H);
12,66 (s, 1H).
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IIp. | Cnostyxa AMP m/z | BP

264 | uc(+)-2-[4-{[(3.4-nuxnop-5- | 1,70 (m, 1H); 1,90 (m, 1H); 2,11 | 481 | Ilpuxna
MeTun-1H-nipon-2- (s, 3H); 3,00 (s, 3H); 3,30-3,45 196
inm)kap6ouinjamizo }-3- (m, 2H); 3,45 (m, 1H); 3,62 (m,
(meruncynbhonimminepuaun- | 2H); 4,30 (bd, 1H); 7,39 (s, 1H);
1-in]-1,3-riazon-5-xapGonosa 8,20 (m, 1H); 12,10 (s, 1H); 12,60
KHCJIOTa (s, 1H).

265 | [Juc($)2-(3-(6enznnoken)-4- 1,79 (m, 2H); 2,18 (s, 3H); 3,35 509 | IMpukna
{1(3,4-muxnop-5-metun-1H- (m, 2H); 3,81 (s, 1H); 3,95 (d, 97
nipon-2- 1H); 4,29 (m, 1H); 4,46 (m, 2H);
im)kapGonin]amino }ninepuaun- | 4,71 (d, 1H); 7,09 (d, 1H); 7,25 (s,
1-im)-1,3-Tiazon-5-kapGoHoBa 5H); 7,75 (s, 1H); 12,12 (s, 1H);

KHCIIoTa 12,63 (s, 1H).
cl Cl
gl
OH
g

266 | [uc(+)-2-[4-{[(3,4-muxnop-5- | 1,76 (m, 2H), 2,18 (s, 3H); 3,30 457 | Ipukna
meTun-1H-nipon-2- (m, 2H); 3,44 (t, 1H); 3,87 (s, 1H); 198
imxapborin)aminot-3-(nmpon-2- | 3,96 (m. 1H); 4,22-4,36 (m, 4H);
iH-1-inokcu)ninepuauu-1-in]- 7,15 (d, 1H); 7,73 (s, 1H); 12,15
1,3-tia30m1-5-kapOboHOBa (s, 1H); 12,62 (s, 1H).

KHCIIOTa

267 | Tpanc(£)2-(3-(Gensunokcun)-4- | 1,72 (m, 1H), 1,98 (m, 1H), 2,17 509 | Ilpukna
{[(3,4-muxnop-5-meTun-1H- (s, 3H), 3,26 (m, 1H), 3,67 (m, 1991
nipon-2- 1H), 3,82 (m, 1H), 4,14 (m, 2H), benzun6
imkap6onin]amino} ninepuaun- | 4,63 (dd, 2H), 7,28 (m, 5H), 7,34 pomMin
1-im)-1,3-Tia3on-5-kapGoHoBa (d, 2H), 7,76 (s, 1H), 12,00 (s,

KHCI0Ta 1H), 12,66 (br s, 1H)

268 | Tpanc(+)2-(3-(anminokcu)-4- 1,67 (m, 1H), 1,98 (m, 1H), 2,17 459 | [lpukna
{[(3,4-nuxnop-5-metun-1H- (s, 3H), 3,22 (m, 1H), 3,37 (m, n99i
nipon-2- 1H), 3,57 (m, 1H), 3,79 (m, 1H), amin
im)xapbounin]amino}minepuaun- | 4,09 (m, 4H), 5,10 (d, 1H), 5,23 Bpomin
1-11)-1,3-T1a3on-5-kapboHosa (dd, 1H), 5,85 (m, 1H), 7,31 (d,

KHCIIOTa 2H), 7,76 (s, 1H), 11,99 (s, 1H)

269 | Tpanc(=)2-(4-{[(3,4-quxnop-5- | 1,60 (m, 1H), 2,01 (m, 1H), 2,17 419 | [puxna

meTun-1H-mipon-2- (s, 3H), 3,07 (m, 1H), 3,30 (m, 199

im)kapGonin]amino}-3-
rigpoxcuninepuaut-1-in)-1,3-
Tiazoi-5-kapboHoBa KHCI0TA

1H), 3,61 (m, 1H), 3,82 (m, 1H),
3,90 (m, 1H) 3,99 (m, 1H), 4,58
(m, 1H), 7,18 (d, 1H), 7,31 (m,
1H), 7,75 (s, 1H), 11,97 (s, 1H)
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IIp. | Cnoayka AMP m/z_| BP

270 | Tpanc(x)2-[4-{[(3,4-muxnop-5- | 1,74 (m, 1H), 2,00 (m, 1H), 2,16 510 | Ilpukna
metun-1H-nipon-2- (s, 3H), 3,36 (m, 2H), 3,79 (m, 1991 2-
imkapOoHin)amino }-3- 2H), 4,18 (m, 2H), 4,80 (dd, 2H), XJIOpMET
(mipuauH-2- 7,41 (brd, 1H), 7.46 (brt, 2H), 7,54 U P
UIMeTOKCH )rinepuauH-1-inj- (brd, 1H), 7,76 (s, 1H), 7,94 (brt, UH
1,3-tia3on-5-kap6oHOBa 1H), 8,58 (brd, 1H), 11,99 (s, 1H)

KHCIIOTa
Cl Cl 9\
S
M.QNN"QN—QNJ >
o o
N=
Ay

271 | 2-((3S,4R)-4-{[(3-xn0p-5- 1,85 (m, 2H); 2,17 (s, 3H); 3,48 387 | Ilpukna
metun- 1 H-nipon-2- (m 2H); 4,0 (m, 1H); 4,33 (m, x100
im)kap6onin]amino}-3- 2H); 4,96 (d, br, 1H); 5,95 (s, 1H);
¢dropninepuaus-1-in)-1,3- 7,10 (d, 1H); 7,76 (s, 1H); 11,63
Tia3011-5-KapOoHOBA KHCIIOTA (s, 1H); 12,68 (s, br, 1H)

272 | 2-((3S,4R)-4-{[(3-xm0p-5- 1,88 (m, 2H); 2,17 (s, 3H); 3,31 387 | Ilpukia
metui-1H-nipon-2- (m 2H); 3,94 (m, 1H); 4,23 (m, n 101
inm)kapGoHin]amiHo }-3- 2H); 4,90 (d, br, 1H); 5,93 (s, 1H);
¢roprinepuans-1-in)-1,3- 7,10 (d, 1H); 7,62 (s, 1H); 11,62
Tiazon-4-KkapOOHOBA KMCIIOTA (s, 1H)

273 | 2-((3S,4R)-4-{[(3-x110p-5- 1,88 (m, 2H); 2,17 (s, 3H); 3,31 437 | Ipukna
metui-1H-nmipon-2- (m 2H); 4,19 (m, 1H); 4,46 (m, 1102
in)kap6onin]amino }-3- 2H): 4.97 (d. br, 1H); 5,93 (s, 1H);
¢dropuinepuaun-1-im)-1,3- 7,10 (d, 1H); 7,41 (t, 1H); 7,68 (d,
6eH3oTia3on-7-kapboHoBa 1H); 7,69 (d, 1H); 11,62 (s, 1H)

KHCJIOTa

274 | 2-((3S,4R)-4-{[(3-xn0p-5- 1,80 (m, 2H); 2,16 (s, 3H); 3,06 381 | Ilpuxna
metui-1H-nipon-2- (m 2H); 4,40 (m, 2H); 4,71 (m, n108
in)kap6oHin]amino }-3- 1H); 4,90 (d, br, 1H); 5,94 (s, 1H);
¢ropninepuaun-1- 7,03 (m, 2H); 7,26 (s, 1H); 8,22
11)I30HIKOTHHOBA KHCJIOTA (d, 1H); 11,61 (s, br, 1H)

275 | 2-((3S,4R)-4-{[(4-6pom-5- 1,94 (m, 1H); 1,98 (m, 1H); 2,14 432 | Ilpukna
metun-1H-nipon-2- (s, 3H); 3,31 (m 2H); 4,01 (m, n103

imkap6onin]amino}-3-
¢ropminepuauH-1-in)-1,3-
Tia301-5-kapOoHOBA KUCIIOTA

Br 0
N S
H,CD« CN\<\ j/U\OH
o F N

1H); 4,28 (m, 2H); 4,86 (d, br,
1H); 6,94 (s, 1H); 7,75 (s, 1H);
8,02 (d, 1H); 11,73 (s, 1H).
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IIp. | Cnoayka AMP m/z | BP

276 | 2-((3S,4R)-4-{[(4-Opom-5- 1,72 (m, 1H); 1,92 (m, 1H); 2,15 426 | IIpuxna
meTui- 1H-niposn-2- (s, 3H); 3,10 (m, 1H); 3,30 (m, x 109
imkapGonin]amino}-3- 1H); 4,24 (m, 1H); 4,44 (m, 1H);
dropninepuauH-1- 4,69 (m, 1H); 4,86 (d, br, 1H);
i1)i30HIKOTHHOBA KHCIOTa 6,96 (s, 1H); 7,05 (d, 1H); 7,33 (s,

1H); 7,95 (d, 1H); 8,24 (d, 1H);
11,74 (s, br, 1H).

277 | 2-((3S,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 3.48 | 466 | Ilpuxna
xnop-5-metun-1H-nipon-2- (m 1H); 3,53 (m, 1H); 4,01 (m, n104
imkap6onin)amino}-3- 1H); 4,33 (m, 2H); 4,96 (d, br,
¢roprinepuauu-1-in)-1,3- 1H); 7,32 (d, 1H); 7,76 (s, 1H);

Tiazo1-5-kap6oHOBa KHCIOTa 12,24 (s, 1H); 12,69 (br, 1H).

278 | 2-((3S,4R)-4-{[(4-6Gpom-3- 1,85 (m, 2H); 2,19 (s, 3H); 3,31 466 | IMpuxna
xnop-5-metun-1H-nipon-2- (m 2H); 3,95 (m, 1H); 4,23 (m, nl0s
im)kap6onin)amino}-3- 2H); 4,90 (d, br, 1H); 7,45 (d, 1H);
dropninepuans-1-in)-1,3- 7,63 (s, 1H); 12,39 (s, br, 1H).

Tiazon-4-kap6oHOBa KHCIOTA

279 | 2-((3S.,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 3,29 510 | [Tpukna
xjop-5-metnn-1H-nipon-2- (s, 2H); 3,60 (m 2H); 4,04 (m, 1107
imxap6onin)amino}-3- 1H); 4,30 (m, 2H); 4,57 (s, 3H);
¢ropninepuun-1-i)-4- 4,90 (d, br, 1H); 7,32 (d, 1H);
(Metoxcumerun)-1,3-riason-5- | 12,25 (s, 1H); 12,78 (br, 1H)
kapOoHOBa KMCIOTa

280 | 2-((3S,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 3,07 460 | Ipuxna
xnop-5-metui-1H-nipon-2- (m, 1H); 4,04 (m, 1H); 4,28 (m, n106
in)xapbonin)amino}-3- 2H); 4,69 (m, 1H); 4,90 (d, br,
¢ropoinepuuH-1- 1H); 7,01 (d, 1H); 7,27 (s, 1H);
iM)i30HIKOTHHOBA KHCIIOTA 7.82 (m, 1H); 8,02 (m, 1H); 13,38

8 cl 2 (S, bl‘, IH)
HETN ) . r}J

281 | [ue()-2-[4-{[(3,4-nmxsop-5- 1,74-1,76 (m, 2H), 2,17 (s, 3H), 477 | llpukna

meTua-1 H-nipon-2- 3,14 (s, 3H), 3,25-3,42 (m, 4H), o110

in)kapGonin)amino}-3-(2-
MEeTOKCIeTOKCH )IIinepranH-1-
in)-1,3-riazon-5-kapboHosa
KHCII0Ta

3,50-3,60 (m, 1H), 3,67-3,73 (m,
2H), 3,75-4,00 (m, 2H), 4,20-4,35
(m, 2H), 7,14 (d, 1H), 7,72 (s,
1H), 12,14 (brs, 1H)
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Ip. | Cnoayka SAMP m/z | BP

282 | Huc(+)-2-[4-{[(3,4-nuxnop-5- 1,74-1,80 (m, 2H), 2,17 (s, 3H), 477 | Ilpukna
meTun- 1 H-mipon-2- 3,14 (s, 3H), 3,25-3,42 (mixu nlll
im)kapbonin]amino}-3-(2- [IePEKPHBAOTHCA 13 CHTHATIOM
METOKCIETOKCH )IinepHanH-1- H,0), 3,50-3,60 (m, 1H), 3,67-
in]-1,3-tiazon-4-kapboHoBa 3,73 (m, 2H), 3,86-3,90 (m, 1H),

KHcI0Ta 4,12-4,35 (m, 2H), 7,15 (d, 1H),
7,57 (s, 1H), 12,13 (brs, 1H),
12,55 (brs, 1H)

283 | Luc(x)-2-[4-{[(3,4-muxmop-5- | 1,70-1,75 (m, 2H), 2,17 (s, 3H), 471 | Ilpuxna
metui-1H-mipon-2- 3,05-3,20 (m, 2H), 3,09 (s, 3H), nll3
im)kapOonin]amino}-3-(2- 3,25-3,35 (m, 2H), 3,45--3.73
METOKCIeTOKCH )IIinepHIuH-1 - (TMiKK MepeKpHBalOTHCA i3
11)i30HIKOTHHOBA KHCIIOTA curaaioM H>0), 4,20-4,25 (m,

2H), 4,60-4,70 (m, 1H), 6,97 (d,
1H), 7,13 (d, 1H), 7,26 (s, 1H),
8,19 (d, 1H), 12,13 (s, 1H)

284 | Luc(+)-2-[4-{[(3,4-muxnop-5- 1,79-1,75 (m, 2H), 2,19 (s, 3H), 527 | Ilpukna
meTun- 1 H-nipon-2- 3,12 (s, 3H), 3,27-3,45 (nmixku nll4
im)kapbonin]amino }-3-(2- NePEKPHBAIOTHCA 13 CHIHATIOM
METOKCIeTOKCH )inepu/un-1- H,0), 3,51-3,62 (m, 1H), 3,72-
in]-1,3-6ensotiazon-7- 3,80 (m, 2H), 4,05-4,13 (m, 1H),
kapGoHOBa KHCT0TA 4,24-4.42 (m, 2H), 7,18 (d, 1H),

7,39 (t, 1H), 7,65 (t, 2H), 12,16 (s,
1H), 13,48 (brs, 1H)

285 | Huc(x)-2-[4-{[(3,4-nuxmop-3- 1,70-1,75 (m, 2H), 2,17 (s, 3H), 490 | Ilpukna
Metui- 1 H-mipon-2- 2,39(s, 3H), 3,15 (s, 3H), 3,32- nll2

in)kapOonin)amino}-3-(2-
METOKCIeTOKCH )minepy quH-1-
in]-4-metun-1,3-tiazon-5-
kapOOHOBA KHCJIOTA

Cl
Cl
7
Me | H
JNIH‘
" (0] N
H i

me ©

—N
\Sr/ Me

7~ OH
e}

3,40 (m, cXxoBaHMH MiJ MiKOM
BojH), 3,50-3,60 (m, 1H), 3,68-
3,75 (m, 2H), 3,86-3,98 (m, 1H),
4,20-4,30 (m, 2 H), 7,14 (d, 1H),
12,14 (s, 1H), 12,38 (brs, 1H)
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IIp. | Cnonyka AMP m/z | BP

286 | 2-((35.4R)-4-{[(4-xn0p-1H- 1,62-1,76 (m, 1H), 1,85-2,03 (m, | 373 | Ilpuxia
nipon-2-in)kapbonin]amino}-3- | 1H), 3,22 (s, 3H), 3,36-3,45 (m, alls
(propninepuans-1-in)-1,3- 1H), 3,50 (dd, 1H), 3,75 (s, 1H),
Tiazo7-5-kapboHOBa KHCIOTA 4,02-4,10 (m, 1H), 4,15-4,36 (m,

2H), 4,90 (d, 1H), 6,94-6,97 (m,
2H), 7,85 (s, 1H), 8,10 (d, 1H),
11,82 (s, 1H)

287 | 2-((35.4R)-4-{[(4-xn0p-5- 1,62-1,74 (m, 1H), 1,84-2,05 (m, |401 | Ilpuxna
meTun-1H-nipon-2- 1H), 2,13 (s, 3H), 2,41 (s, 3H), nllé
imxkap6onin]amino}-3- 3,19-3,30 (m, 1H), 3,50 (dd, 1H),
¢roprinepuans-1-in)-4-metun- | 3,96-4,02 (m, 1H), 4,20-4,31 (m,
1,3-tia30n-5-xapboHOBa 2H), 4,87(d, 1H), 6,89 (d, 1H),

KHCI0Ta 7,97 (d, 1H), 11,65 (s, 1H)

288 | 2-((3S5.4R)-4-{[(4-xnop-1H- 1,68-1,74 (m, 1H), 1,85-2,00 (m, | 387 | [Ipuxna
nipon-2-in)kapGonin]amino}-3- | 1H), 2,39 (s, 3H), 3,30-3,54 (mixu nll7
dropninepuaus-1-in)-4-MeTun- | cXxoBaHi MiA MikoM Boau), 3,94-
1,3-riazon-5-kapbonosa 4,00 (m, 1H), 4,10-4,32 (m, 2H),

KHCIIOTa 4,82 (d, 1H), 6,94-6,97 (m, 2H),
8,11 (d, 1H), 11,84 (s, IH)

289 | 2-((35,4R)-4-{[(4,5-muxnop-1H- | 1,69-1,74 (m, 1H), 1,86-2,00 (m, |419 | Tlpukna
nipon-2-inm)kapGoninjamito}-3- | 1H), 2,40 (s, 3H), 3,25-3,35 (m, nl118
Gropninepuamu-1-in)-4-metnn- | 1H, cxoBauuii mij mikom BojH),
1,3-tiazon-5-kapboHoBa 3,51 (dd, 1H), 3,96-4,00 (m, 1H),

KHCIIOTa 4,16-4,31 (m, 2H), 4,87 (d. 1H),
7,06 (d, 1H), 8,15 (d, 1H), 12,48
(brs, 1H), 12,78 (s, 1H)

290 | 2-((35,4R)-4-{[(4,5-nuxnop-1H- | 1,64-1,74 (m, 1H), 1,85-2,00 (m, | 405 | Ipuxia
nipon-2-in)kapGonin]amino}-3- | 1H), 3,30-3,40 (m, 1H, cxoBanmii I
¢broprinepuaan-1-in)-1,3- mij nikoM Boaw), 3,53 (dd, 1H), 119

Tia3071-5-kapboHOBA KHCIOTA
c

4
cl |
AXNI\H/N"-

: o} N

P
S\’g

/= OH
o]

4,00-4,08 (m, 1H), 4,12-4,40 (m,
2H), 4,89 (d, 1H), 7,06 (d, 1H),
7,75 (s, 1H), 8,16 (d, 1H), 12,78
(s, 1H)




203 94901 204

IIp. | Cnosyka SAMP m/z_ | BP

291 | LJuc(£)-2-[4-{[(3,4-muxnop-5- 0,95 (d, 3H), 1,73-1,85 (m, 2H), 477 | llpukna
Mmetui-1H-nipon-2- 2,16 (s, 3H), 3,19-3,36 (m, 6 H, 1120
imkapGoninjamino}-3-(2- mHpoki miku), 3,61-3,67 (m, 3 H),
riapokcunponokeH)ninepuaus- | 3,94-4,30 (m, cknaaxo
1-in)-1,3-tiazon-5-kapGoHosa | IHTErpyBaTH, TOMY LIO MKH
KHCJI0TA cxoBadi nin mikoM o), 7,16 (d,

1H), 7,71 (s, 1H), 12,11 (s, 1H)

292 | [uc()-2-[4-{[(3,4-muxnop-5- | 0,96 (d, 3H), 1,73-1,76 (m, 2H), 491 | Ilpuxna
MeTun-1 H-ipon-2- 2,17 (s, 3H), 3,14 (s, 1H), 3,28- I
in)xapbonin)amino}-3-(2- 3,67 (CKNamHO iHTerpyBaTH, TOMY 121
METOKCHIIPOMOKCH) T EpHAMH- | IO NiKH CXOBaHi Ml MKOM BOIH),
1-in}-1,3-riazon-5-kapGorosa | 3,89-3,92 (m, 1H), 4,20-4,45 (m, 2
KMCJI0TA H), 7,12(d, 1H), 7,72(s, 1H), 12,15

(s, 1H)

293 | 2-((3R45)-4-{((3.,4-muxnop-5- | 1,85 (m, 2H), 2,25 (s, 3H), 3,41- 483 | Ilpuxna
MeTH-1 H-nipon-2- 3,48 (m, 6H), 4,16 (m, 1H), 5,35 nl23
in)kapGonin]amino}-3- (m, 1H), 4,41 (m, 1H), 7,26 (d,
MeTOKCHIinepuaus-1-in)-1,3- 1H), 7,49 (t, 1H), 7,72 (t, 2HO,
fensoTiazon-7-kapboHoBa 12,23 (s, 1H)

KHCIIOTa

294 | 2-((3S.4R)-4-{[(3,4-nuxnop-5- | 1,85 (m, 2H), 2,25 (s, 3H), 3,41- 483 | lNpukna
metun-1H-nipon-2- 3,48 (m, 6H), 4,16 (m, 1H), 5,35 nl22
im)kapboHin]amino }-3- (m, 1H), 4,41 (m, 1H), 7,26 (d,
MeTOKCHITinepuauH-1-in)-1,3~ IH), 7,49 (t, 1H), 7,72 (t, 2H),
Gen3oriazon-7-kapboHOBa 12,23 (s, 1H)

KHCIIOTA

295 | Luc(£)2-((3S,4R)-4-{[(3.4- 1,74 (m, 2H), 2,10 (s, 3H), 3,29 421 | [puxna
nuxiop-5-merun-1H-nipon-2- (m, 1H), 3,48 (d, 1H), 3,85 (d, 1124
imxkapGonin)amino}-3- 1HO, 4,14 (m, 1H), 4,29 (m, 1H),
¢Topninepuaun-1-in)-1,3- 4,83 (d, 1H), 7,18 (d, 1H), 7,53 (s,
Tiazon-4-kapboHOBa KHCIOTA 1H), 12,03 (s, 1H)

N
Me” N N
H TFQ\FN o}
5--/> J<0H

296 | 2-((35,4R)-4-{[(4-xm0p-5- 1,85 (m, 1H), 2,14 (m, 1H), 2,23 449 | [lpuxna

meTui- 1 H-nipon-2- (s, 3H), 3,33 (s, 3H), 3,62-3,81 nl25

im)xapGonin)amino}-3-
MeTOKCHIinepuaun-1-in)-1,3-
6en3oriazon-7-kapboHoBa
KHCIIOTa

(m, 2H), 4,29 (m, 1H), 4,43 (m,
1H), 4,51 (m, 1H). 7,09 (s, 1H),
7,59 (¢, 1H), 7,82-7,90 (m, 2H),
11,84 (s, 1H)
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Ip. | Cnoayka SIMP m/z | BP

297 | Huc(%x) 2-(4-{[(4-xn0p-3,5- 1,47 (m, 1H), 1,62 (m, 1H), 1,95 413 | IIpukma
nuMetn-1 H-mipon-2- (s, 3HO, 1,98 (s, 3H), 3,13 (m, nl26
im)kapbouin)amino}-3- 1H), 3,32 (m, 1H), 3,42 (s, 3H),
MeToKcHMinepuaun-1-in)-1,3- 3,68 (m, 1H), 4,04 (m, 2H), 6,89
Tiazon-5-kapOoHOBA KHCIIOTA (d, 1H), 7,53 (s, 1H), 11,22 (s, 1H)

299 | 2-((35,4R)-4-{[(3,4-muxnop-5- | 1,74 (m, 2H), 2,10 (s, 3H), 3,29 421 | Ipukna
metun-1H-nipon-2- (m, 1H), 3,48 (d, 1H), 3,85 (d, nl128
LkapGosiiia]amido}-3- 110, 4,14 (m, 1H), 4,29 (m, 1H),
dropminepuaun-1-in)-1,3- 4,83 (d, 1H), 7,18 (d, 1H), 7.53 (s,
Tiazoi-4-kapboHOBa KHUCIIOTA 1H), 12,03 (s, 1H)

300 | 2-((35,4R)-4-{[(4-xn0p-3,5- 1,69 (m, 1H), 1,82 (m, 1H), 2,09 | 401 | IIpukma
numeTun-1H-nipon-2- (s, 3H), 2,13 (s, 3H), 3,19-3,30 (m, 129
in)kapGoninjamino}-3- 2H), 3,89 (m, 1H), 4,14 (m, 2H),
dropninepuanu-1-in)-1,3- 4,83 (d, 1H), 7,38 (d, 1H), 7,56 (s,
Tiazon-4-kapGoHOBaA KMCIOTA 1H), 11,29 (s, 1H)

301 | 2-((3RAS)-4-{[(3,4-muxnop-5- | 1,74 (m, 2H), 2,10 (s, 3H), 3,29 421 | Ilpuxna
metun-1H-nipon-2- (m, 1H), 3,48 (d, 1H), 3,85 (d, 130
imxap6onin]amino}-3- 1HO, 4,14 (m, 1H), 4,29 (m, 1H),
(propninepuaun-1-in)-1,3- 4,83 (d, 1H), 7,18 (d, 1H), 7,53 (s,
Tiazo/-4-kapbOHOBA KHCIOTA 1H), 12,03 (s, 1H)

o
v H
w SN
o) F/\/NYN _(o
3-) " on

302 | Lue(£)2-(3-xnop-4-{[(3,4- 1,87 (m, 1H), 1,93 (m, 1H), 2,20 437 | llpukna
Juxnop-5-metwn-1H-mipon-2- | (s, 3H), 3,41 (m, 1H), 3,82 (d, nl31
im)kapOonin]amino }ninepuun- | 1H), 4,01 (d, 1H), 4,27 (d, 1H),
1-in)-1,3-Tiazon-5-kapboHoBa 4,75 (s, 1H), 7,18 (d, 1H), 7,75 (s,

KHCIOTa 1H), 12,15 (s, 1H)

303 | 2-{(3S.4R)-4-[({4-xn0p-3-[(E)- | 1,86 (m, 2H), 2,35 (s, 3H), 3,33 | 444 | llpuxna

(MerokciiMino)mernn]-5-metmir- | (m, 1H), 3,61 (dd, 1H), 3,82 (s, n132

1 H-niposn-2-
in}xapGonin)amino]-3-
droprinepuann-1-in}-13-
Tiazon-5-kapOOHOBA KMCIOTA

3H), 4,00 (d, 1H), 4,34 (m, 2H),
4,93 (d, 1H), 7,28 (d, 1H), 7,76 (s,
1H), 8,02 (s, 1H), 12,14 (s, 1H),
12,66 (s, 1H)
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Ip. | Conoayka AMP m/z | BP

304 | Hue(x)-2-(3-xnop-4-{[(3,4- 1,82(m, 2H), 2,25 (s, 3H), 3,41 489 | [Ipukna
auxnop-5-metun- 1 H-nipon-2- (m, 1H), 3,42 (m, 2H), 4,19 (m, nl33
imkap6onin)amino jminepuaun- | 1H), 5,35 (m, 1H), 4,41 (m, 1H),
1-in)[1,3]riasomno[4,5- 7.28 (d, 1H), 7,43(t, 1H), 7,72 (t,
b]nipumuH-7-kapGoHoBa 2H), 12,23 (s, 1H)

KHCoTa

305 | Hue(x)-2-(3-x10p-4-{[(3.4- 1.84 (m, 1H), 1,91 (m, 1H), 2,20 468 | Ilpukna
nuxnop-S-merun-1H-mipon-2- (s, 3H), 3,33 (m, 1H), 3,79 (m, nl34
inm)kapOonin]amino jninepuaus- | 1H), 4,04 (m, 1H), 4,21 (m, 1H),
1-im)-4-(rinpoxcumernn)-1,3- 4,48 (m, 1H), 4,59 (m, 2H), 4,75
Tiazon-5-kap6oHOBa KHCIIOTA (s, 1H), 7,20 (d, 1H), 12,17 (s, 1H)

a cl
1 I
MeAN : N..
H/\g/cr..-oﬂ _N OH
\‘Qf
OH
o

306 | Huc(x)-2-(3-xnop-4-{[(4-x10p- | 1,72 (m, 1H), 2,07 (m, 1H), 2,14 403 | [Ipuxna
S-metun-1H-nipon-2- (s, 3H), 3,34 (t, 1H), 3,81 (d, 1H), a135
in)xapbonin)amino }ninepumun- | 4,03 (d, 1H), 4,22 (d, 1H), 4,36
1-im)-1,3-Tia3on-5-kapboHopa (m, 1H), 4,73 (s, 1H), 6,91 (s, 1H),

KHCIIOTa 7,75 (s, 1H), 7,95 (d, 1H), 11,70
(s, 1H)

307 | Luc(£)-2-(3-xnop-4-{[(3.4- 1,83 (m, 1H), 1,92 (m, 1H), 2,20 481 | [pukna
nuxnop-5S-metun-1H-mipon-2- | (s, 3H), 3,28 (s, 3HO, 3,35 (m, nl36
in)kapGonin]amino }minepuaun- | 1H), 3,80 (d, 1H), 4,01 (m, 1H),
1-in)-4-(meTokcumerun)-1,3- 4,22 (m, 1H), 4,43 (m, 1H), 4,56
Tia3o0n-5-kapOoHORBA KHCIOTA (m, 2H), 4,75 (s, 1H), 7,18 (d,

1H), 12,15 (s, 1H)

308 | Luc(x)-2-(4-{[(3,4-nuxno0p-5- 1,78 (m, 1H), 1,91 (m, 1H), 2,19 470 | Ilpomix
metui-1H-mipon-2- (s, 3H), 3,32 (m, 2H), 3.55 (d, Ha
in)kapbonin]amino }-3- 1H), 3,90 (s, 1H), 4,03 (m, 1H), crnomyka
riipokcumninepuanH-1-im)-1,3- 4,17 (m, 1H), 5,53 (d, 1H), 7,15 1311 2-
6en3oriazon-7-kapboHoBa (d, 1H), 7,41 (1, 1H), 7,64 (t, 2H), Gpom-
KHCIIoTa 12,15 (s, 1H), 13,47 (s, 1H) 1,3-

feH3Tias
on-7-
Kapboxc
HITaT

309 | LQue(x)-2-(4-{[(3,4-auxmop-5- 1,65 (m, 1H), 1,8 (m, 1H), 2,2 (s, | 500 | [Ipuxna

metwi-1 H-mipon-2- 3H), 3,3 (m), 3,55 (s, 1H), 4,3 (m, 1137

imkapGoninjamino}-3-
METOKCHIIIIepH AuH- 1-171)-5-
HITPOI30HIKOTHHOBA KHCIIOTA

1H), 7.1 (m 2H). 8.9 (s, 1H), 12,2
(s, 1H), 13,9 (s, 1H)
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IIp. | Cnonyka AMP m/z_ | BP

310 | Luc(+)-2-(4-{[(3,4-muxmnop-5- 1,7 (m, 2H), 2,2 (s, 3H), 2,4-2,5 500 | Ilpuxia
MeTun-1H-nipon-2- (m), 3,0-3,2 (m 2H), 3,3 (s, 3H), n 195
inm)xapOoHin]amido}-3- 3,5 (m 1H), 3,6 (s, 3H), 4,1 (m,
METOKCHIITEPHAHH-1-111)-5- 1H), 4,2 (m, 1H), 4,5 (m, 1H), 7,1
[(MeTokcnkapGouin)aminolizoni | (m, 2H), 8,6 (s, 1H), 12,1 (s, 1H),
KOTHHOBA KHCIIOTa 13,7 (s, 1H)

} o ) o
/' N\ N
Me Nx{ N = OH
H 0 Oﬁ\ hll S
Me
0" ¢
Me

311 | Jue(x)-2-(4-{[(3,4-auxnop-5- 1,7 (m, 2H) 2,2 (s, 3H), 2,9 (s, 506 | Ilpukna
MeTtun-1 H-mmipon-2- 3H), 3,1 (m, 2H), 3,3 -3,5 (m), 3,5 196
in)xapOoHiI|amMino }-3- (m, 1H), 4,2 (m, 2ZH), 4,6 (d, 1H),
MeTOKCHIImepHanH-1-11)-5- 7.1 {m, 2H), 8,1 (s, 1H), 12,1 (s,
[(MeTuncynsthonin)aminolizoni | 1H).
KOTHHOBA KHCIIOTA

312 | Huc(x)-2-(4-{[(3,4-mixmnop-5- 0,9(d, 3H), 1,8 (m, 2H), 2.2 (m, | 431 | [Ipuxia
meTHa- 1 H-mipos-2- 4H), 3,3-3,8 (m, 4H), 4,25 (m, o138
in)kapGouinjamino}-3- 1H), 4,25 (m, 1H), 7,2 (d, 1H), 7.8
MeTHnninepunnt-1-in)-1,3- (s, 1H), 12,0 (s, 1H), 12,6 (s, 1H)
Tia301-5-kapOoHORa KHCIIOTA

313 | Hue(x)-2-(4-{[(3,4-maxmop-5- 1,3 (d, 1H), 1,8-2,1 (m, 4H), 2,2 417; | Ipuxna
Metun- | A-miposn-2- (s, 3H), 3,6 (m, 1H), 3,8 (m 1H), n139
im)kapBonin)amino}-2- 4,1 (m, 2H), 7.3 (s, 1H), 7.8 (s,
MeTH/INNepHaHH-1-i1)-1,3- 1H), 12,1 (s, 1H)
Tia3on-5-kapboHOBa KHCIOTa

314 | Hue(x)-2-(4-{[(3,4-nuxmop-5- 0,9 (m, 1H), 1,3 (d, 6H), 1,7, (m, | 441 |TIpuxna
metun-1H-nipon-2- 1H), 2,2 (s, 3H), 2,4 (s, 3H), 3.1 I 140

imkapbonin]amino}-3-
METOKCUMINEPHIHH- ] -171)-6-
METHII30HIKOTHHOBA KHCIO0Ta

(m, 2H), 3,5 (m, 1H), 4,2 (m, 2H),
4,7(d, 1H), 5,1 (m, 1H), 6.8 (s,
1H), 7.0 (s, 1H), 7,15 (s, 1H), 12,1
(s, 1H).
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Ip. | Cnoayka AMP m/z_| BP

315 | Huc(x)-5-xnop-4-(4-{[(3.4- SIMP: 1,8, (m, 3H), 2,2 (s, 3H), 461 | Ilpuxna
JuxJI0p-5-metun-1 H-nipon-2- 3.3 (s, 3H), 3,6 (m, 2H), 4,0 (m, 1141
i)kapOoHin)amino }-3- 1H), 4,2 (m, 1H), 7,2 (s, 1H), 7,7
METOKCHIiNepH/IuH-1- (s, 1H), 8,5 (s, 1H), 12,1 (s, 1H),
UT)ipuanH-2-KapOoHOBa 12,4 (s, mmpoxkwuii, 1H).

KACTIOTa
o,
/2__( H HO
Me /NX\\/N\//\/\N\ ,—5\\')’%0
H 0 !

316 | 2-((3S,4R)-4-{[(3,4-muxnop-5- | SAIMP: 1,85 (m, 2H), 2,2 (s, 3H), 451 | Ipuxna
MeTui-1 H-niipon-2- 3,3-3,7 (m, 2H), 4,0 (m, 1H), 4,3 n142i
in)kapGoHin]amino }-3- (m, 2H), 4,6 (s, 2H), 4,95 (d, 1H), [Tpomix
¢ropminepuuH-1-im)-4- 7,3 (d, 1H), 12,1 (s, 1H), 12,7 (s, Ha
(rizpoxcumerun)-1,3-tiazon-5- | 1H). crosyka
kapbOHOBa KHCJIOTa 215

317 | Que(x)-2-(4-{[(3,4-muxnop-5- | AMP: 1,2 (t, 3H), 1,7 (m, 2H), 2,2 [ 463 | Ilpukia
meTmi-1H-nipon-2- (s, 3H), 3.4 (s, 3H), 3,55 (m, 1H), 143
im)kapGonin]amino}-3- 4,0 (m, 1H), 4,1-4.4 (m, 4H), 4,6
METOKCHUMinepuauH-1-i1)-4- (s, 2H), 7,1 (d, 1H), 12,1 (s, 1H).
(rizpoxcumerni)-1,3-riazon-5-

KapOOHOBa KHC/I0Ta

318 | Luc(x)-2-( 4-{[(4-xn0p-3- SMP: 1,6-1,9 (m, 2H), 2,2 (s, 3H), | 424 | [Ipukna
wiano-5-metun- 1 H-nipon-2- 3,3 (s, 3H), 3,6 (m, 1H), 3,7 (s, I 144
im)kapbonin]amino }-3- 3H), 3,9 (m, 1H), 4,3 (m, 2H),
METOKCHMinepuanH-1-im)-1,3- 7,75 (m, 2H), 12,6 (2s, 2H).

Tia30J1-5-kapOoOHOBa KHMCJIOTa

319 | Luc(£)-2-(4-{[(4-xnop-3-miano- | AMP: 1,6-2,0 (m, 2H), 2,2 (s, 3H), | 479 | Ilpuxna

S-metui-1H-nipon-2- 3,3 (s, 3H), 3,4 (m, 1H), 3,6 (s, n 145

in)kapGonin)amino}-3-
METOKCUTiNepuauH-1-i1)-1,3-
6enzotiazon-7-kapboHoBa
KHCII0Ta

3H), 4,1 (m, 1H), 4,2-4,4 (m, 2H),
7.4 (t, 1H), 7,65 (m, 2H), 7.8 (m,
1H), 12,6 (s, 1H), 13,5 (s, 1H).
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IIp. | Cnosyka SAMP m/z | BP

320 | Luc(x)-2-(4-{[(4-xn0p-3-uiano- | AMP: 1,7 (m, 2H), 2,2 (s, 3H), 418 | Ilpukna
5-merui-1H-nipon-2- 3,0-3,7 (m), 4,2 (m, 2H), 4,6 (m, 146
in)kap6onin]amino}-3- 1H), 7,0 (s, 1H), 7,25 (s, 1H), 7,7
MeTOKcHuminepuaus-1-in)-1,3- (s, 1H), 8,2 (s, 1H), 12,6 (s, 1H),
Tia30J1-5-kapOOHOBA KHCIIOTA 13,5 (s, 1H).

o N -om
Ho 9 3
Me

322 | 2-((3S,4R)-4-{[(4-xn0p-3- SMP: 1,9 (m, 2H), 2,2 (s, 3H), 3,4 | 462 | IIpuxia
uiaHo-5-metun-1H-nipon-2- (m, 1H), 3,4 (m, 1H), 3,6 (s, 3H), 1148
im)xapGoHin]amino }-3- 4,1 (m, 1H), 4,3 (m, 1H), 4,4 (q,
dropninepnaun-1-in)-1,3- 2H), 7,7 (m, 2H), 7,8 (m, 1H), 7,9
6en3oria3on-7-kapboHOBa (t, 1H), 12,7 (s, 1H), 13,5 (s, LH).

KHCJIOTA

323 | 2-((3S5,4R)-4-{[(4-xn0p-3- SIMP: 1,8 (m, 2H), 2,2 (s, 3H), 3,0 | 406 | [Ipukna
uiano-5-metui-1H-nipon-2- (m, 2H), 3,3 (m), 4,0-4,5 (m, 2H), n 149
in)kap6oHin)amino}-3- 4,7 (m, 1H), 4,95 (d, 1H), 7,0 (d,
droprinepuus-1- 1H), 7,3 (s, 1H), 8,05 (m, 1H),
1J1)i30HIKOTHHOBA KHCJIOTA 8,25 (d, 1H), 12,6 (s, 1H), 13,4 (s,

1H).

324 | Luc(£)-2-(4-{[(3,4-muxnop-5- | SIMP: 1,7 (m, 2H), 2,2 (s, 3H), 3,3 | 546 | [Ipukna
Metun-1H-nipon-2- (m), 3,4 (m, 4H), 3,5 (m, 4H), 3,8- n 150
in)xap6oHin]amino }-3- 3,9 (m, 1H), 4,0-4,2 (m, 4H), 7,3
MeTOKCHTTInepH auH-1-11)-5- (s, 1H), 12,3 (s, 1H), 12,9 (s, 1H).
(mMopdomnin-4-inkapbonin)-1,3-

Tiazon-4-kapOOHOBA KHCIIOTA

325 | Huc(+)-6-1iano-4-(4-{[(3,4- SIMP: 1,7 (m, 2H), 2,1 (s, 3H), 3,3 | 452 | Ilpuxia

Iuxaop-S-metun-1H-nipon-2- (s, 3H), 3,45 (m, 1H), 4,0 (d, 1H), n 151

im)kxapOoHin]amino }-3-
METOKCHITiNepuAuH-1-
im)nipuauH-2-kap6oHOBa
KHCIIOTa

4,2 (m, 1H), 4,4 (d, 1H), 7,0 (d,
1H), 7,5 (s, 1H), 7,7 (s, 1H), 12,1
(s, 1H), 13,3 (s, 1H).
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IIp. | Cnosayka SAMP m/z | BP

326 | 2-((3S,4R)-4-{[(3,5-auxnop-4- | SIMP: 1,8 (m, 2H), 1,9 (s, 3H), 3,3 | 421 | Ilpukna
metnn-1H-niposn-2- (m, 1H), 3,5 (dd, 1H), 4,0 (m, 1H), n 155
in)kapOonin)amino}-3- 4,3 (m, 2H), 5,0 (d, 1H), 7,35(d,
dropninepuaun-1-in)-1,3- 1H), 7.8 (s, 1H), 12,6 (s, 1H) 12,7
Tia3on-5-kapOoHOBa KKCIOTA (s, 1H).

327 | 4-auetnn-2-((3S,4R)-4-{[(3.4- SIMP: 1,7 (m, 2H), 2,2 (s, 3H), 3,3 | 475 | Ilpukia
JUXJIOp-5-MeTui- 1 H-ipon-2- (s, 3H), 3,9 (m, 2H), 4,3 (m, 2H), n 157
imxkap6onin]amino}-3- 7,15 (m, 1H), 12,2 (s, 1H), 13,2 (s,
MeTOKCHIinepuauH-1-im)-1,3- 1H).

Tia3071-5-kapOOHOBa KHCIOTa

328 | 2-((3S,4R)-4-{[(3,4-auxnop-5- | AMP: 1,5 (s, 6H), 1,7 (m, 2H), 2,2 | 491 | IIpuxna
meTtui- 1 H-nipos-2- (s, 3H), 3,3 (s, 3H), 3,5 (m, 1H), n158
in)kapGonin]amino }-3- 3,8 (m, 2H), 4,3 (m, 1H), 4,4 (m,
MeTokcuninepuaus-1-in)-4-(1- | 1H), 7,15 (d, 1H), 12,2 (s, 1H).
rigpoxcu-1-mermnetwn)-1,3-
ria30i-5-kapOoHOBa KUC/0Ta

329 | 2-((3S.4R)-4-{[(3,4-nuxnop-5- | AMP: 1,8 (m, 2H), 2,2 (s, 3H), 3,3 | 489 | IIpuxna
Metii-1 H-iipon-2- (s, 3H), 3,6 (m, 1H), 4,0 (m, 1H), n159
in)kxapGonin]amino}-3- 4,3 (m, 2H), 7,2 (d, 1H), 7,9 (s,
METOKCHITiepHuH-1- 1H), 12,2 (s, 1H), 13,1 (s, 1H).
im)rieno[2,3-d|[1,3]riazo1-6-

KapOOHOBA KHCIOTA

330 | Lue(x)-2-(3- 0,10 (m, 2H), 0,38 (m, 2H), 0,91 473 | Ilpuxna

(LMKJIONPOTiIMETOKCH )-4- (m, 1H), 1,75 (m, 1H), 2,17 (s, 1160

{[(3,4-nnxnop-5-metnn-1H-
nipos-

2
WiI)KapOOHiJ|aMiHO } ITinepuIuH
-1-im)-1.3-Tiazon-5-kap6oroBa

KHCJIOTa
Ci Me

al . NH

3H), 3,15-3,43 (m, 4H), 3,67 (m,
1H), 3,92 (m, 1H), 4,26 (m, 2H),
7,14 (d, 1H), 7,72 (s, 1H), 12,16
(s, 1H), 12,60 (bs, 1H).




217 94901 218

Ip. | Coosryka AMP m/z_| BP

331 | 2-[4-{[(3,4-nuxnop-5-meTui- 1,80 (m, 2H), 2,16 (s, 3H), 3,40 (d, | 515 | Ilpukna
1 H-nipon-2- 2H), 3,94 (m, 2H), 4,33 (td, 1H), n161
L1)kapGoHin]amino }-3-(1,3- 4,46 (d, 1H), 4,81-4,99 (dd, 2H),

Tiazon- 7,13 (d, 1H), 7.65 (d, 1H), 7,69 (s,
2-unmerokeu)ninepuaus-1-in)- | 1H), 7,71 (d, 1H), 12,12 (s, 1H),
1,3-tiazon-5-kapGoHoBa 12,60 (bs, 1H).

KHcioTa

332 | Jue(x)-2-(4-{[(3,4-muxmnop-5- 1,05 (t, 3H); 1,74 (m, 2H); 2,17 (s, | 447, | Ilpuxna
metun-1 H-mipon-2- 3H); 3,35-3,45 (m, 3H); 3,63-3,73 | 449 | 162
imxapGoninjamino}-3- (m, 2H); 3,97 (m, 1H); 4,25 (m,
eTOKCcHIinepuaAnH-1-i1)-1,3- 2H); 7,12 (d, 1H); 7,72 (s, 1H);

Tiazon-5-kapboHOBaA KHCIOTA 12,16 (s, 1H); 12,55 (br s, 1H).

333 | Hue(x)-2-(4-{[(3,4-muxnop-5- 1,06 (t, 3H); 1,74 (m, 2H); 2,17 (s, | 435, | [Ipuxna
metui-1 H-nipon-2- 3H); 3,27 (m, 4H); 3,42 (m, 1H); | 437 |x163
in)kapboHin)amino}-3- 3,62-3,71 (m, 2H); 3,82 (m, 1H);
eTOKCHIinepuauH-1-11)-4- 4,08-4,21 (mepexpupanus m, 3H);
(meToxcumeruin)-1,3-tiaszon-5- | 4,55 (s, 2H); 6,64 (s, 1H); 7,11 (d,

KapOOHOBA KHCIOTA IH); 12,16 (s, 1H).

334 | 2-((3S5, 4R)-4-{[(3,4-nuxy0op-5- | 1,83 (m, 2H); 2,18 (s, 3H); 2,40 (s, | 435, | Ilpuxia
metui-1 H-nipon-2- 3H); 3,32 (m, nepekpHBaHHs 437 | o165
in)kapbonin)amino}-3- BOZOKO);
¢ropninepuaun-1-in)-4-metun- | 3,50 (dd, 1H); 3,97 (m, 1H); 4,21-
1,3-Tiazon-5-kapGoHoBa 4,31 (m, 2H); 4,93 (d, 1H); 7,26
KHCJI0TA (d, 1H); 12,11 (s, 1H); 12,44 brs,

1H).

335 | 2-((3S,4R)-4-{[(3,4-nuxnop-5- | 1,72 (m, 2H); 2,17 (s, 3H); 2,39 (s, | 447, | Ilpukia
metun-1 H-nipon-2- 3H); 3,26-3,35 (m nepexpuBanua | 449 | 1166
in)kapGonin]amino}-3- 3 Bogoto, SH); 3,52 (m, 1H); 3,90
MeToKcuninepuuH-1-in)-4- (m, 1H); 4,25 (m, 2H); 7,14 (d,
metui-1,3-riazon-5-kapbonosa | 1H); 12,15 (s, 1H); 12,40 (s, 1H).

KHCIIOTa
XipanoHa
ci, Y N Me
Me’zf:\&ﬁ{Nw CN%SIK,OH
© QMB 3

337 | Tpanc(£)2-[4-{[(3,4-quxnop-5- | 1,89 (m, 1H), 2,14 (m, 1H), 2,17 516 | Ilpuxna

metun-1H-nipon-2- (s, 3H), 3,24-3,70 (m, 11H [nin n167

imxapGonin)amino}-3-
(Mopdomnin-4-
inkap6oHin)ninepuauH-1-in]-
1,3-tiazon-5-kapbonogra
KHCIoTa

nixkom H>01), 3,74 (dd, 1H), 3,90
(dd, 1H), 4,51 (m, 1H), 7,33 d,
1H), 7,74 (s, 1H), 12,09 (s, 1H),
12,64 (s, 1H)




219 94901 220
Ip. | Cnosyka SIMP m/z | BP
338 | Huc(£)2-[4-{[(3,4-nuxmnop-5- 1,79 (dq, 1H), 1,89 (m, 1H), 2,15 | 516 | [Ipukna
Mmetui-1 H-miposn-2- (s, 3H), 3,21-3,42 (m, 6H), 3,49- nl68
un)kapOoHin)amino}-3- 3,72 (m, SH), 3,95 (m, 1H), 4,02
(Mopdonin-4- (m, 1H), 4,40 (m, 1H), 7,17 (d,
inkapOoHin)minepuams-1-in]- [H), 7,78 (s, 1H), 12,02 (s, 1H),
1,3-tia3on-5-kapboHoBa 12,69 (s, 1H)
KHCJIOTA
339 | Huc(x)-2-[4-{[(3,4-muxnop-5- 1,51 (dq, 1H), 1,98 (m, 1H), 2,18 | 546 | [Ipukna
Metun-1H-nipon-2- (s, 3H), 3,18 (m, 2H), 3,23-3,56 n169
inm)kap6onin]amino }-3-(2- (m, 10H [mix mixom H,0)), 3,77
Mop¢onin-4-in-2- (m, 1H), 4,04 (m, 2H), 4,32 (q,
OKCOETOKCH )ninepuanH-1-is)- 2H), 7,36 (s, 1H), 8,26 (umpoxuit
1,3-Tiaz01-5-kap6oHOBa s, 2H)
KHCJIOTa
340 | 2-(4-{[(3,4-muxnop-5-meTH- MC (ES) MH": 490, 492 ns 490 | IMpuxna
| H-nipon-2- CigH2CLLN50sS ; SIMP: 0,96 (t, 172
in)kap6onin)amino }-3- 3H), 1,82 (m, 2H), 2,17 (s, 3H),
{[(erunamino)xapGoninjokcu}n | 2,96 (m, 2H), 3,19-3,40 (m, 2H
inepuauu-1-in)-1,3-riazon-5- [miz mikom H>0)), 3,47 (d, 1H),
KapOOHOBA KHCIIOTA 3,95 (m, 1H), 4,08 (m, 1H), 4,33
G oS & o (m, 1H), 4,83(m, 1H), 6,84
j,\/\g_/( & T\LOH (wmpoxwii s, 1H), 7,14 (d, 1H),
ve” N ﬁCH‘N ] 7,21 (t, 1H), 7,46 (s, 1H)
o}
o%n\— Me
341 | 2-(3- SIMP: 1,22 (s, 1H), 1,84 (m, 2H), | 502 | I[Ipuxna
{[(anminamino)kapboninjokcu}- | 2,17 (s, 3H), 3,52 (m, 1H), 3,57, n173
4-{[(3,4-nuxnop-5-meTni-1H- (m, 1H), 4,03 (m, 1H), 4,14 (m,
nipon-2- 1H), 4,36 (m, 1H), 4,78-4,91 (m,
im)kapOoHin]amino }ninepuaun- | 2H), 4,99 (dd, 1H), 5,07 (dd, 1H),
1-im)-1,3-Tia301-5-kapboHOBa 5,52 (mmpoxkuii s, 1H), 5,73 (m
KHCJIOTa 1H), 7,00 (d, 1H), 7,10 (unpoxui
s, 1H), 7,44 (t, 1H), 7,62 (s, 1H)
342 | Luc(x)-4-( 4-{[(4-xm0p-5- 1,56 - 1,72 (m, 2 H) 2,08 - 2,20 393 | Ilpukna
Metui-1 H-mipon-2- (m,3 H) 3,24 (s, 3 H) 3,55 (s, 2 H) nl77

im)kapOoHin]amino}-3-
METOKCHITIepuIuH-1-
imnipuaus-2-kapboHoBa
KHCJIOTa

3,71 - 3,86 (m, 2 H) 4,16 (s, 2 H)
6,88 (d, 1 H) 7,44 (s, 1 H) 7.68 (s,
1H)7,97(d, 1 H) 11,69 (s, 1 H)
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[Ip. | Cnosyka SAMP m/z | BP

343 | [fuc(x)-4-(aminokapOoHin)-2- 1,74 (s.2 H) 2,19 (s, 3 H) 3,38 (s, | 476 | Ilpukna
(4-{[(3,4-nuxnop-5-merun-1H- | 3 H) 3,55 (s, 2 H) 4,01 (s, I H) 242
mipos-2-in)kapborinjamino }-3- | 4,25 (s, 3 H) 4,49 (s, 1 H) 7,16 (d,
MEeTOKCHIiNnepuauR-1-i1)-1,3- 1H)893(s,2H)12,16(s,1 H
Tia3071-5-kapboHOBa KHCIIOTA

344 | 4-((3S,4R)-4-{[(3,4-nuxs0p-5- 1,81-1,95(m,2H) 2,14 -2.21 415 | Ilpuxna
meTun-1H-nipon-2- (m, 3 H) 3,73 (s,2 H) 4,26 (t, 2 H) n174
u1)kapOoHin)amizo }-3- 4,62 (s, 1 H) 4,93 (s, 1 H) 7,22 (s,
¢dropninepuann-1-imnipuaun- | 1 H) 7,36 (s, 1 H) 7,49 (s, 1 H)
2-xapOoHOBa KHCIOTaA 7,69 (s, 1 H) 8,04 (d, 1 H) 12,30

(s, 1H)

345 | 2-((3S.4R)-4-{[(3,4-muxyop-5- | 1,80 (m, 2 H) 2,13-2,26 (s,3 H) | 415 | [Ipukna
Metui-1 H-iposn-2- 4,14 (dd, 1 H) 4,27 (s, 1 H) 4,41 nl79
imkapGonin]amino}-3- (s,2 H) 4,72 (s, 1 H) 4,84-5,00 (d,
¢ropninepuanu-1- 1 H)7,02(d, 1H) 7,17 -7,32 (m, 1
1J1)i30HIKOTHMHOBA KHCJIOTa H) 7,66 - 7,78 (m, 1 H) 8,24 (d, 1

I_S:(” HO H) 12,11 (s, 1 H)
/7 \_ N
A
H 0o F.«" \d

346 | 2-((35,4R)-4-{[(3.,4-muxnop-5- | 1,85(s,2H)2,19(s,3 H) 3,28 (s, | 465 | Ilpukia
metui-1H-nipon-2- 3 H) 3,50-3,64 (dd, 1 H) 3,98 (s, 1 1180
u1)kapbonin)amino}-3- H) 4,32 (s, 2 H) 4,57 (s, 2 H) 4,88-
¢bropninepuaun-1-in)-4- 5,04 (d, 1 H) 7,29 (d, 1 H) 12,12
(Meroxcumetwn)-1,3-tiason-5- | (s, 1 H) 12,79 (s, 1 H)

KapOOHOBA KHCIIOTA

347 | 4-((3S,4R)-4-{[(3,4-muxmop-5- | 2,00 (s,2 H) 2,21 (s,3 H) 3,33 (s, | 465 | Ilpukia
metui-1 H-miipon-2- 1 H) 3,78 (d, 1 H) 4,08 (s, 2 H) 1181
u1)kapOoHinjamiHo}-3- 4,32-4,42 (m, 1 H) 4,95-5,11 (d, 1
¢dropminepuaun-1-in)xinonin~- | H) 7,34 (d, 1 H) 7,60 (s, 2 H) 7,69
2-kapOoHOBA KHCIIOTa (t,1 H) 7,84 (t, 1H) 8,08 - 8,22 (m,

2 H) 12,15 (s, 1 H)

348 | Luc(£)-2-(4-{[(4-xn0p-5- 1,57(d, 1 H) 1,86 (d, 1 H) 2,14 (s, | 393 | [Tpukna

metu-1 H-niposn-2- 3H)3,04-3,18(m,2H)3,19- n182

in)kapOoHin)amino }-3-
METOKCHMINepUAMH-1-
1J1)i30HIKOTHHOBA KHCIIOTA

3,25 (s, 3 H) 3,49 (s, 1 H) 4,19 (s,
1 H)4,21 (d, 1 H) 4,55 (d, 1 H)
6,89 (d, 1 H) 6,96 (d, 1 H) 7,23 (s,
1 H) 7,64 (d, 1 H) 8,22 (d, 1 H)
11,62 (s, 1 H) 13,39 (s, 1 H)
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IIp. | Cnonyka AMP m/z | BP

349 | 2-((35,4R)-4-{[(3,4-maxnop-5- | 1,68(s,2H) 2,12 (5,3 H) 3,21 (s, | 477 | Ilpukna
MeTun-1 H-nipoin-2- 3H)3,33 (m, 5 H) 3,48 (s, | H) n 183
im)xapGomnin)amino}-3- 3,85(s, 1 H)4,19 (s,2 H) 4,49 (s,
METOKCHIIinepuIuH-1-11)-4- 2H)7,08 (s, 1 H) 12,09 (s, 1 H)
(meTokcHMeTHn)-1,3-Tiazon-5-
K'dp6OHOBa KHCJ10Ta

350 | 2-((3R.45)-4-{[(3.4-nuxnop-5- | 1,68(s,2H)2,12(5,3H)3,21(s, |477 | Ilpukna
meTun-1H-nipon-2- 3 H) 3,25 (m, 2H) 3,30 (s, 3 H) nl84
in)kapGonin]amino}-3- 3,48 (s, 1 H) 3,84 (s, 1 H) 4,19 (s,
METOKCHIMiMepHauH-1-i)-4- 2H)4,49(s,2H)7,09(d, 1 H)
(metokcumeTwn)-1,3-tiazon-5- | 12,09 (s, | H)
KapOOHOBa KHCI0Ta

¢, o«
Mem nf S 7
N 04 N~ [ oH
‘Me N
0
Me

351 | Hue(x)-4-(4-{[(3.4-nuxmnop-5- 1,68 (s, 1 H) 1,77 (s, 1 H) 2,18 (s, | 471 | Ilpuxna
MeTun-1H-nipon-2- 3H)3,21(s,2H)3,31(s,3 H) nl85
im)kapGonin]amino}-3- 3,55(s, 1 H) 4,02 (s, 1 H) 4,28 (s,
METOKCHITIepHIHH-1- 1H)4,41(s,1 H)7,13(s, 1 H)
imnipuaMe-2,6-mukapboHoBa 7,61(s,2H)12,13 (s, 1 H)
KHCJIOTA

352 | 4-((35,4R)-4-{[(3,4-nuxnop-5- | 1,71-1,86 (m,2H) 2,22 (s,3H) |486 |Ilpuxma
meTu-1 H-nipon-2- 2,93-3,04 (m,3 H)3,04-3,15 n 187
imkapBonin)amino}-3- (m, 3 H) 3,80 - 3,96 (m, 1 H) 4,08
¢roprinepumus-1-in)-6- (s, 1H) 4,28 -4,43 (m, 2 H) 4,77
[(mumetunamino)xapbouin]uipu | (s, 1 H) 4,94 (s, | H) 6,87 (d,1 H)
JTMH-2-KapOOHOBA KHCIIOTA 7,10 (d, 1 H) 7,58 (d, 1 H) 9,33 (s,

2 H)

353 | Luc(x)-2-(4-{[(3,4-nuxiop-5- 1,75(s,2H) 2,18 (s,3 H) 3,33 (s, | 477 | Ilpukna

MeTun-1H-nipon-2- 2H)3,37(s,3H)3,55(s, 1 H) nl75

im)xapGonin)amino }-3-
MeTOKCHITinepuauH-1-i1)-1,3-
tiazon-4,5-nukapbonosa
KHCITOTA

3,92 (s, 1 H) 4,26 (s, 2 H) 7,15 (d,
1 H) 12,14 (s, 1 H)
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IIp. | Cnoayxka AMP m/z | BP

354 | 2-((3S,4R)-4-{[(3,4-nuxnop-5- | 1,85(s,2H)2,19(s,3H) 3,33 (s, | 465 | llpukna
Metu-1H-nipon-2- 1H)3.60(s, 1 H)3,99(s, 1 H) nl76
inmxap6onin]amino}-3- 4,31 (s,2 H) 4,88 -5,04 (s, 1 H)
dropuinepuaun-1-in)-1,3- 7,28 (s, 1 H) 12,09 (s, 1 H)

Tiazon-4,5-mkapboHOBa
KHCII0Ta

355 | Hue(£)-2-(4-{[(3,4-auxnop-5- 1,75(s, 2 H)Y 2,18 (s, 3 H) 3,17 (s, | 461 | Ilpukna
metui-1H-nipon-2- 1H)3,36(s,3 H)3,56(s, 1 H) o252
imkapGonin]amino}-3- 4,01 (s,2H) 4,25 (s,2H) 7,15 (d,
METOKCUIINepUIuH-1-11)-4- 1H) 10,35 (s, 1 H) 12,15 (s, 1 H)
dopmin-1,3-riazon-5-

KapbOHOBA KMCIIOTA
cl cl
A N LP
e
Me A»—OH
o)

356 | Luc(x)-2-(4-{[(3,4-nuxiop-5- 1,69 (s,2H) 2,12 (s,3H) 2,72 (s, | 504 | Ilpukna
MeTun-1 A-niipon-2- 3H)2,82-2,88(m,3H)3,22(s, 1 1203
im)kapGonin)amino}-3- H) 3,29 (s, 3 H) 3,32 (s, 1 H) 3,48
METOKCHITiNepHuH- 1 -11)-4- (d, 1 H) 3,81 (s, 1 H)4,21 (5,2 H)
[(numerunamino)kapGonin}-1,3- | 7,09 (d, 1 H) 12,03 - 12,13 (m, 1
Tiazon-5-kapOoHOBa KHcoTa H) 12.68 (s, 1 H)

357 | Lue(x)-2-(4-{[(3,4-maxmop-5- 1,75 (s,2 H) 2,18 (s, 3H) 3,12 - 546 | Ipuxna
metun-1H-nipon-2- 3,22 (m,2 H) 3,35 (s, 3 H) 3,53 (d, 204
in)kapGorin]amino}-3- 6 H) 3,60 (d, 2 H) 3,85 (s, 2 H)

MeTOKCHIINepHUANH- 1 -im)-4- 427 (s,2H) 7,14 (d, 1 H) 12,13
(Mopdonin-4-inkapbonin)-1,3- | (s, 1 H) 12,81 (s, 1 H)
Tia301-5-kapOoHOBa KHCIOTA

358 | 2-((35.4R)-4-{[(3,4-muxnop-5- | 1,84 (s,2H) 2,18 (s,3H) 3,16 (s, | 534 |Ilpukna
meTHa-1H-nipon-2- 2H)3,51(s,2H)3,52-3,64(m, 5 1205
imkapGonin]amino}-3- H) 3,96 (s, 1 H) 4,29 (s, 2 H) 4,37
¢dropninepuauu-1-in)-4- (s, 1 H)4,87-5,04 (d, 1 H) 7,26 (d,
(Mopdonin-4-imkapbomin)-1,3- | 1 H) 12,07 (s, 2 H)

Tiazon-5-kapboHOBa KHCIIOTA

359 | rpudrropauerar Luc(x)-2-(4- 1,79 (s, 2H) 2,19 (s, 3 H) 3,38 (s, | 506 | Ilpuxna

{[(3,4-muxnop-5-metun-1H- 3 H)3,56(s,2 H) 3,64 (s, 1 H) 206

nipon-2-im)kap6onin]amino }-3-
MeTOKCUMinepuauH-1-i)-4-
[(mMeToxciamino)kapbonin)-1,3-
Tia307n-5-kapboHOBOT KHCIOTH

3,75 (s, 3 H) 4,03 (s, 1 H) 4,25 (s,
2 H) 7,16 (d, 1 H) 12,16 (s, 1 H)
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Ip. | Cnosyka SIMP m/z | BP

360 | 2-((35,4R)-4-{[(3,4-nuxsop-5- | 1,83-1,92(m,2H)2,19(s,3 H) |494 |Ilpukia
MeTun-1H-nipon-2- 3,50-3,63 (dd, 1 H) 3,76 (s, 3 H) 1207
im)kapGonin]amino }-3- 4,11 (s, 1 H)4,30 (s, 1 H) 4,42 (s,
tdropninepuaus-1-in)-4- 2 H) 4,90-5,07 (s, 1 H) 7,29 (d, 1
[(meTokciamino)kapbonin]-1,3- | H) 12,11 (s, 1 H) 12,39 (s, 1 H)
Tlason-S -kapOoHOBa KHCIIOTA

n O‘Me
O

361 | Luc(£)-2-(4-{[(3,4-auxn0p-5- 1,51(s,3H) 1,57 (s, 1 H) 1,75 (s, | 544 | Ilpuxna
metui-1H-nipon-2- 2H)2,18(s,3 H)3,07-3,17 (m, 2 1208
im)kapbonin)amino}-3- H) 3,35 (s, 3 H) 3,54 (d, 2 H) 3,87
MeTOKCHIINepHaAnH- 1-i:1)-4- (s, 1H)4,27 (s,2H) 7,16 (d, 1 H)
(nminepuams-1-inkapbonin)-1,3- | 12,16 (s, 1 H) 12,76 (s, 1 H)
Tia30J1-5-kapOoHOBa KHCIIOTa

362 | 4-(aminokapbonin)-2-((3S,4R)- | 1,74 (d, 2 H) 2,19 (s, 3 H) 3,32 (s, | 476 | Ilpuxia
4-{[(3.,4-muxnop-5-metun-1H- | 2 H) 3,38 (s, 3 H) 3,55 (s, 1 H) m243
nipon-2-in)kapbonin]amino}-3- | 4,25 (s,2 H) 4,49 (s, 1 H) 7,17 (d,
METOKCHITiNepHIuH-1-in)-1,3- 1 H)8,.87(s,1H)12,17 (s, 1 H)
Tia3071-5-kapboHOBa KHCIIOTa

363 | 4-(aminokapGoHin)-2-((3S,.4R)- | 1,84 (s,2H) 2,19 (s, 3 H) 3,19 (s, | 464 |Ilpukna
4-{[(3,4-muxnop-5-metun-1H- 1 H) 3,95 (s,2 H) 4,24 (s, 2 H) 1244
nipon-2-im)kap6onin]amino}-3- | 4,86-5,02 (s, 1 H) 7,28 (s, 1 H)
¢dropninepuanu-1-in)-1,3- 12,12 (s, 1 H)
Tia3011-5-kapboHOBA KHCIIOTA

364 | tpudropauerar L{uc(t)-2-(4- 1,60 - 1,73 (m, 2 H) 2,12 (s, 3 H) | 520 | Ilpukna
{[(3,4-nuxnop-5-metun-1H- 3,14-3,25(m, 2 H) 3,30 (s, 3 H) a212

nipon-2-im)kapGoHin]amino }-3-
METOKCHIIIIepUInH-1-11)-5-

{[(2-

rigpoxcierin)amino]kapBoHin } -

1,3-riazon-4-kapboHoBOT
KHCOTH (Cinb)

3,41 (t,2H) 3,86 (s, 2 H) 4,19 (s,
2 H) 7,09 (d,1 H) 9,66 (t, 1 H)
12,09 (s, 1 H)




229 94901 230

IIp. | Cnoayka SAMP m/z | BP

365 | Luc(x)-2-(4-{[(3,4-auxnop-5- 1,69 (s,2 H) 2,12 (s, 3H) 3,25 (s, | 520 [ Ilpukna
metu-1H-nipon-2- 2H)3,31(s,3 H)3,43-3,53 (m, 2 212
im)kapOonin]amino}-3- H) 4,03 (s, 1 H) 4,23 (s, 2 H) 4,80
MEeTOKCHIiNepuanH-1-i1)-4- (s, 1 H)7,07-7.22 (m, 1 H) 9,23
- (s, 1 H) 12,09 (s, 1 H)
riZIpOKCieTHIT)amMiHO |KapOoHi } -
1,3-tiazon-S-kapGonosa
KHCJIOTA

o, o OH
Momnf\ N NI
u 04 N\\:{'ko
Me -0
0

366 | 2-((3S,4R)-4-{[(3,4-nnxmnop-5- | 1,84 (s,2 H) 2,18 (s,3 H) 2,76 (s, | 478 | IIpuxia
metun-1H-nipon-2- 3H)3,31(s,1H)3,40(s, 1 H) n2ll
im)kapOonin]amino}-3- 3,61 (s, 1 H) 3,98 (s, 1 H) 4,29 (s,
¢dropuinepuauy-1-in)-5- 1 H) 4,87-5,03 (s, 1 H) 7,26 (s, 1
[(MeTnnamino)kap6ownin]-1,3- H) 9,43 (s. 1 H) 12,11 (s, 1 H)
Tia301-4-kapboHOBA KHCIIOTA

367 | 2-((3S.4R)-4-{[(3.,4-muxnop-5- | 1,87 (s,2 H) 2,19 (s,3 H) 2,87 (s, |478 |Ilpukia
Mmetui- 1 H-nipon-2- 3H)3,53(s,1 H)4,13 (s, 1 H) 211
im)kapOonin]amino}-3- 430(s, 1 H) 4,43 (s,2 H) 4,91-
¢dropninepuaus-1-in)-4- 5,07 (d, 1 H) 7,31 (s, 1 H) 9,40 (s,
[(MeTnnamino)kapbonin]-1,3- 1 H) 12,11 (s, 1 H)
Tia301-5-kapOoHOBA KHCIIOTA

368 | Luc(x)-2-(4-{[(3,4-nuxno0p-5- 1,76 (s,2 H) 2,19 (s,3 H) 2,91 (q, | 476 | Ilpuxna
MeTu-1H-nipon-2- 1 H) 3,03 (d, 1 H) 3,35 - 3,38 (m, 355
im)kapOonin)amino}-3- 3H)3,53(s,1 H)3,93 (s, 1 H)
METOKCHITiNepHanH-1-11)-4- 4,03 (d, 1 H) 4,23 (s, 1 H) 7,20 (d,
[(rizpoxkciimino)meTnin]-1,3- 1 H) 7,54 (s,1H)7,83 (s, 1 H)
Tiazo1-5-kap6oHOBa KHCIIOTA 8,76 (s, 1 H)

369 | Luc(x)-2-(4-{[(3,4-auxn0p-5- 1,70-1,82 (m,2 H) 2,19 (s,3H) |490 | Ilpukia
metun-1 H-nipon-2- 3,32 (s,3H) 3,38 (s, 3 H) 3,41 (s, 1 n214

imxapOonin]amino }-3-
METOKCHITiepH IHH-1-11)-4-
[(MeTnnamino)kap6ownin]-1,3-
Tia3o1-5-kapOoHOBA KHCIIOTA

H) 3,56 (s, 1 H) 4,09 (s, 1 H) 4,29
(d, 2 H) 4,46 (s, 1 H) 7,17 (d,1 H)
9,38 (s, 1 H) 12,17 (s, 1 H)
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I1p. | Cnoayka AMP m/z | BP

370 | Hue(x)-2-(4-{[(3.4-mixnop-5- 1,69 (s,2H) 2,12 (s,3H) 331 (s, | 490 | IIpuxna
MeTun-1H-nipon-2- 3H)3.49(s,2H)3,84(s,3 H) n2s1
inm)kapOonin]amiHo }-3- 3,96 (s, 2 H)4.21 (s, 2 H) 7,10 (d,
METOKCHNiNepHInH-1-11)-4- 1H)8,62(s, 1 H)12,10(s, 1 H)
[(E)-(meToxciimino)meTnn]-1,3-

Tia30/1-3-KapOoHOBA KHCIIOTA
Ci Cci
mnf 3% me
Me Ok
e}

371 | Lue(x)-2-(4-{[(3,4-muxm0p-5- 1,61-1,71(m,2H) 2,10-2,14 532 | [lpukna
meTtHi-1H-nipon-2- (m, 3 H) 2,68 (s,3 H) 3,29 (s, 3 H) 246
in)kapbonin]amino}-3- 3,47 (d, 1 H) 3,58 (s,4 H) 3,67 -
METOKCHIINepuAuH-1-111)-4- 3,80 (m, 2 H) 3,84 (d, 2 H) 4,19 (1,
(mopdonin-4-inmernn)-1,3- 2H)7,10(d, 1 H) 12,12 (s, 1 H)
Tia30.1-5-kapOoHOBa KHCIOTa

372 | Luc(x)-2-(4-{[(3,4-muxnop-5- 1,60-1,74 (m,2H)2,12(s,3H) | 483 | Ilpukna
metun-1 H-nmipon-2- 3,27 (s, 1 H) 3,30 (s, 3 H) 3,34 (s, n253
imxapGoHin)amiao}-3- 1 H)3,49(s,1 H) 3,87 (s, 1 H)

METOKCHIITepUaHH- [ -im)-4- 421(s,2H)7,10(d, 1 H) 7,27 (s,
(audropmernn)-1,3-riazon-5- 1 H) 12,10 (s, 1 H)
kapBoHOBa KHCIOTA

373 | Luc(x)-4-[(mpem- 1,26 (s,9H) 1,72 (s, 2 H) 2,18 (s, {518 | Ilpukna
OyTunamigo )MeTHI]-2-(4- 3 H) 3,32 (m, 3H) 3,36 (s, 3 H) n247
{[(3,4-muxnop-5-meTun-1H- 3,52(s,1H)3,95(s,2H) 4,18 (s,
nipon-2-in)kapbonin]amino}-3- | 2 H) 7,15(d, 1 H) 12,18 (s, 1 H)
METOKCHIinepuauH-1-in)-1,3-

Tiazon-5-kapboHOBa KHCIIOTa

374 | Huc(x)-2-(4-{[(3,4-muxmop-5- 1,11-1,20(m,3H) 1,76 (s,2H) | 534 | Ilpukma

metun-1H-nipon-2- 2,19 (s,3 H) 3,38 (s, 3 H) 3,48 (d, 1216

in)xapOorin]amino }-3-
METOKCHITIMepuauH- 1 -im)-4-
{[(2-rizpokcH-1-
METHJIETHIT)amMiHO |KapOoHin}-
1,3-tiazon-5-kapboHoBa
KWcaoTa

3 H) 3,57 (s, 1 H) 4,04 (s, 1 H)
427 (s,2H) 491 (s,2 H) 7,17 (d,
1 H)8.83 (s, 1 H) 12,16 (s, 1 H)
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Ilp. | Cnoayka SAMP m/z | BP

375 | Luc(x)-2-(4-{[(3,4-nmuxnop-5- 1,79 (s, 3 H) 2,19 (s, 3 H) 3,23 - 534 | Ilpukna
Mmerui-1H-mipon-2- 3,28 (m, 3 H) 3,38 (s, 3 H) 3,42 (s, n2ls
im)kap6oHin]amiHo }-3- 2H)3,46-3,52 (m,2 H) 3,57 (s, 1
MeTOKCUIinepuanH-1-i1)-4- H) 4,30 (d,2 H) 7,17 (d, J/=8,48
{[(@2- I'm, 1 H) 9,38 (s, 1 H) 12,16 (s, 1
MeToKcieTHJ1)amiHo |kapGonin}- | H)
1,3-Tia3on-5-kap6oHoBa
KHCJIOTa

s
AL ]
" LI ;QN\(/N/ N"N\-o,
Me "N on Ve
o}

376 | Luc(£)-2-(4-{[(3,4-auxnop-5- 1,06 (d, 3 H) 1,69 - 1,79 (m, 3 H) | 534 | Ilpukna
metui-1 H-nipon-2- 2,18 (s, 3 H) 3,37 (s, 3 H) 3,54 (s, n217
u1)kapGoHin)amino}-3- 2H)3,71(s,1 H) 3,94 (s, 1 H)
METOKCHMINepHInH-1-11)-5- 4,25 (s,3 H) 4,79 (s, 1 H) 6,55 (s,

{[2- 1 H) 7,17 (s, 1 H) 9,78 (s, 1 H)
rigpokcurpornin)aminokapooni | 12,16 (s, 1 H)
n}-1,3-tia3on-4-kapboHoBa

KHCIIOTa

377 | Lue(x)-2-(4-{[(3,4-omxmop-5- 1,06 (dd, 3 H) 1,75 (s, 2 H) 2,19 534 | Ilpukia
metun-1 H-niposn-2- (s,3H)3,24(s,2H) 3,38 (s,3 H) n217
in)kapGoHin]amino}-3- 3,43 (s, 1 H) 3,56 (s, 1 H) 3,83 (s,
METOKCHNiNepuauH-1-i1)-4- 1 H) 4,05 (s, 1 H) 4,26 (s,2 H)

{[(2- 4,90 (s, 1 H) 7,17 (d, 1 H) 9,21 (s,
rigpokcunponin)amino]kapboni | 1 H) 12,16 (s, 1 H)
n}-1.3-ria3on-5-kapbonosa

KHCIIOTa

378 | Juc(x)-2-(4-{[(3,4-muxm0p-5- 1,69 (s, 6 H) 2,18 (s, 3 H) 3,34 (s, | 530 | Ilpuxna
metun-1 H-nipon-2- 3 H) 3,40 (m, 3H) 3,54 (s, S H) 11248
im)kapOoHin]amino}-3- 4,24 (s,4 H) 7,14 (d, 1H) 12,16 (s,
METOKCHIiNepuauH-1-11)-4- 1H)

(ninepuauH-1-inmerun)-1,3-
Tia30J1-5-kapOOHOBA KUCIIOTa

379 | 2-((3S.4R)-4-{[(3.,4-maxnop-5- | 1,75 (s,2 H) 2,19 (s, 3 H) 3,17 433 | Ipukia

metun-1 H-nipon-2- (d,1 H) 3,27 (s, 1 H) 3,36 (s, 3 H) n192

inm)kapGoninjamino}-3-
METOKCHIinepuauH-1-in)-1,3-
Tiazon-4-kapGoHOBA KUCIIOTA

3,54 (s, 1 H) 3,85 (s, 1 H) 4,21 (d,
2H) 7,16 (d, 1 H) 7,58 (s, 1 H)
12,16 (s, 1 H) 12,57 (s, | H)
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IIp. | Cnoayka SAMP m/z_| BP

380 | 2-((3S.4R)-4-{[(3,4-muxnop-5- | 1,73 (d,3 H) 2,07 (s, 1 H) 2,18 (s, | 532 | Ilpukna
metun-1 H-mipon-2- 3H)2.95(s,2H) 3,26 (s,2 H) 1249
imkapbonin]amino}-3- 3,36 (s, 3H) 3,53 (s, 1 H) 3,85 (s,
MeTOoKcHMinepuaun-1-in)-4-[(3- | 1 H) 4,15 (s, 4 H) 4,35 (s, 1 H)
riApoKcHniponiguH-1- 520(s, 1H) 7,16 (d, 1 H) 12,16
im)metnn]-1,3-tiazon-5- (s, | H)
xapOOHOBA KHCIIOTa

381 | 4-{[(1- 1,25(s,2H) 1,48 (s,2H) 1,75 (s, | 560 | IIpukna
xapboxcuuuknonponim)amino]k | 2 H) 2,19 (s, 3 H) 3,39 (s, 4 H) 1402
apboHin}-2-((3S.4R)-4-{[(3.4- | 3,56 (s,2H) 4,26 (s,2 H) 4,42 (s,
Juxiop-5-merun-1H-nipon-2- 1H)7,15(s, 1 H) 9,80 (s, 1 H)
imkap6onin]amino}-3- 12,15 (s, 1 H) 12,78 (s, 1 H) 16,05
MeTOKCHTIinepuuH-1-in)-1,3- (s, H)
Tiazon-5-kapOOHOBa KHCII0TA

Mpwuknag 382 Mpuknag 383

Linc(z)-5-(amiHokap6oHin)-2-(4-{[(3,4-auxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-3-
mMeTokcuninepuanH-1-in)-1,3-tiason-4-kapboHoBsa
KucroTa

PosymH 55 mr (23 mmonb) Linc(+)-3,4-guxnop-N-
[3-meTokcuninepuanH-4-in]-5-meTun-1H-nipon-2-
kapbokcamigy (MpomixHa cnonyka 50), 55 mr (0,23
MMoOnb) eTun 5-(amiHokap6oHin)-2-xnop-1,3-Tiason-4-
kapbokcunarty (MpomixHa cnonyka 220) i 33 mr (0,23
mmone) KoCOs B 3 mn NMP Harpisanu npu 150°C
NpOTAroM 1 rogvHM Ha MIKPOXBUITLOBOMY PeakTopi.
Hopasarm Bogy (0,1 mn) i cymiw HarpiBanu npwu
150°C poaatkoBO MPOTArOM rogvHW. Po3unH po3Bo-
aunu Boaow 1 nigkuensanu 3a gonomorot 1 H. HCI,
noTiM ABa pasu ekcTparysanu 3a gonomoroto EtOAc.
EtOAC ekcTpakTu npommBanu COMSHUM PO3YMHOM,
BucywyBanu (MgSO.) i KOHUEHTpyBanu, oaepXXykun
TBEPAY PEYOBUHY, SIKy pO3TMpanu B MOPOLUOK 3 Me-
OH, opepxytoum 41 mr 6inoi TBepaoi peyosuHn. MC
(ES) MH+I 479 ana Cl7H19C|2N5058; AMP: 1,75 (m,
2H), 2,2 (s, 3H), 3,3 (s), 3,5 (s, 1H), 3,9 (m, 1H), 4,2
(m, 2H), 7,15 (d 1H), 7,8 (s, 1H), 8,9 (s, 1H), 12,2 (s,
1H).

Linc(z)-5-(amiHokap6oHin)-2-(4-{[(3,4-ouxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}-3-
MeToKcuninepmanH-1-in)isoHikoTuHOBa KucnoTa

Cymiw 85 wmr (0,17 mmonb) Uuc(zx)-etun 5-
(amiHokap6oHin)-2-(4-{[(3,4-guxnop-5-metnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuamH-1-
in)isoHikotuHaty (Mpuknag 198) i 86 mr (0,50 MMoneb)
Ba(OH), B 3 mn MeOH i 2 mn Bogu HarpiBanu npu
120°C npotsirom 1 roguHu. Cymiw nigkmensanm npm6-
nunsHo go pH=4 3a gonomoroto 1 H. HCI i YoTupwu pasu
ekcTparyBanu 3a gonomoroto EtOAc. EtOAC koHUeH-
TpyBanu v 3anuwiok oumwanu wnsxom BTPX i3 obe-
pHeHow asot (20-40% CH3CN rpagieHT y Bogdi 3
0,1% T®K), ogepxytoum 8 Mr mpoaykTy y BuUrmsagi
6inoi TBeppoi pedvosuHu. MC (ES) MH*: 470 pgns
C19H21ClNsOs; AMP: 1,5-1,8, (m, 3H), 2,2 (s, 3H),
3,0-3,2 (m, 2H), 3,3 (s, 3H), 3,5 (m, 2H), 4,2-4,5 (m,
2H), 4,9 (d, 1H), 6,9 (s, 1H), 7,1-7,3 (m, 2H), 7,8 (s,
1H), 8,4 (s, 1H), 12,1 (s, 1H), 13,1 (s, 1H).

Mpuknagn 384-385

HactynHi Mpuknagu cuHTedyBanu 3a 4OMOMOro
MeToAy, aHarnoriYHoro 4o onucaHoro B npuknagi 383,
3 BUXigHWX peyvoBuH (BP), HaBegeHux y Tabnumui Hux-
Ye.
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ITp. Cnoayka AMP m/z BP

384 2-((35,4R)-4-{[(3,5-puxnop-4- | AMP: 1,8 (m, MC (ES) MH": 577 | IIpomisx
MeTHI- 1 H-miipon-2- 2H), 1,9 (s, 3H), | onsa Ha
un)kapGoHin]amino }-3- 3,5-4,0 (m, 8H), | C32H27ClbFNgOsS | cnomyka
¢dropninepuann-1-im)-4-{[(2- | 4,0-4,4 (m, 3H), 138
Mopbomnin-4- 5,0(d, 1H), 7.4
itetun)amino|kapborin}-1,3- | (d, 1H), 9,5 (s,

Tia3071-5-KapGoHOBa KHCIIOTa 1H), 12,6 (s,
1H).

385 4-(aminokapbonin)-2-((3S,4R)- | SIMP: 1,8 (m, MC (ES) MH™: 464 | Ilpuxna
4-{[(3,5-muaxnop-4-metun-1H- | 2H), 1,9 (s, 3H), | ans 0202
nipos-2-inm)kapbosinjamino}- | 3,5-4,0 (m, 8H), | Ci¢H¢Cl2FNsO4S
3-bropuinepuaus-1-in)-1,3- 4,0-4,4 (m, 3H),

Tiason-S Kﬂpﬁ(mona KHCJIOTa 5,0(d, 1H), 74
Me (d, 1H), 9,5 (s,
l_ﬁ\« C 1H), 12,6 (s,
% ;4 1H).
Mpuknag 386 gonomoroto 1 H. HCI i nicna uboro KoHUeHTpyBanu

2-((3S,4R)-4-{[(3,4-guxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuanH-1-in)-4-
[(MeTnnamiHo)kapboHin]-1,3-Tia3on-5-kapboHoBa
Kucnota

Oo cycnensii/po3unHy etun 2-((3S,4R)-4-{[(3,4-
anxnop-5-metnn-1H-nipon-2-in)kap6oHin]amiHo}-3-
mMeToKcuninepuanH-1-in)-4-[(metunamiHo)kap6oHin)-
1,3-Tia3on-5-kapbokcunaty (0,078 r, 0,15 mmonb,
Mpuknag 218) y meTtaHoni (2 mn) gogasanu rigpok-
cup 6apito (0,052 r, 0,30 mmone) i Boay (0,5 mn). Mic-
N5 NepemillyBaHHS NPOTArOM AeKiNIbKOX roauH peak-
uis 3aBepllyBanacs. PeakuiiHy cyMmilw nigkmensanu 3a

ANs BuOAnNeHHs meTaHony. 3anuwok ekcTparysanm
EtOAc (x3), Bucywysanu 3a gonomororo MgSO, i
KOHLIEHTPYBanu, ogepxytoun 6iny TBepay peyoBuHY
(0,059 I'). MC (ES) M+H+Z 490 ana ClgH21C|2N5053;
AMP: 1,76 (s, 2H) 2,18 (s, 3H) 2,86 (s, 3H) 3,38 (s,
3H) 3,56 (s, 2H) 4,02 (s, 1H) 4,27 (s, 2H) 4,40 (s, 1H)
7,15 (s, 1H) 9,38 (s, 1H) 12,15 (s, 1H).

Mpuknagn 387-412

HactynHi MNpuknaam rotyBanu 3a 4ONOMOTO0 Me-
ToauKK, onucaHoi B MNpuknaai 386, i3 BkasaHux BuUXi-
OHUX peyoBuH (BP).

IIp. | Cnostyka Jani BP

387 | 2-((35.4R)-4-{[(3,4-nuxnop-5- MC (ES) MH™: 534 nna [Mpuknan 219
Metun-1 H-nipon-2- CaoHy5C13Ns06S;,
in)kapOonin)amino}-3- SIMP: 1,72 (s,2 H) 2,18 (s, 3 H)
MeTokcumninepuuH-1-im)-4-{[(2- | 3,24 (s, 3 H) 3,36 (s, 3 H) 3,51
MeTokcieTnn)amino JkapOonin}- | (s, 2 H) 3,84 (s,2 H) 4,15 (s, 2
1,3-tiazon-5-kap6orosa kucrnora | H) 7,15 (s, 1 H) 12,16 (s, 1 H)

13,18 (s, 1 H)

388 | 2-((3S,4R)-4-{[(3,4-nuxn0p-5- MC (ES) MH": 534 nns IMpuxnan 220
meTwi-1H-nipon-2- Cy0H5C1N5sO68S;
im)kapGonin]amido}-3- SAMP: 1,19 (s,3 H) 1,77 (s, 2 H)
METOKCHITiepuIHH-1-11)-4~ 2,19(s,3H) 3,38 (s, 3 H) 3,47
({[(1S5)-2-rigpokcu-1- (s,3H) 3,58 (s,1 H)4,04 (s, 1
METHJIE LWL aMiHo | KapOoHin)- H)4,29(s,2H)4,91 (s, 1 H)
1,3-tiaszon-5-kapbonosa kucnora | 7,18 (s, 1 H) 8,79 - 8,94 (m, 1 H)

12,16 (s, 1 H)

389 | 2-((35,4R)-4-{[(3,4-nuxs0p-5- MC (ES)MH": 534 ans [Mpuxnan 221
metmi-1 H-nipon-2- C20Ha5C1N506S
im)kapbonin]amino}-3-
METOKCHIINepHuH-1-11)-4-
({[(1R)-2-rinpoxcu-1-
METHIIETHT|aMiHO } KapGoHi)-
1,3-riazon-5-kapboHoBa KHCIOTA
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IIp. | Cononyka Jani BP
390 | Luc(£)-2-(4-{[(3,4-mxnop-5- MC (ES) MH": 540 mus Ilpuxnan 222
metun-1H-nipon-2- CgH2CLF2N;058S;
i1)kapOoHii jamino }-3- SIMP: 1,76 (s, 2 H) 2,19 (s, 3 H)
MeTOKCHIInepuanH- 1 -in)-4- 3,38 (s, 3 H) 3,44 (s, 1 H) 3,57
{[2,2- (s,2H) 3,73 (s,3 H) 4,10 (s, 1
madroperrm)amino Jkapbowin}- | H) 4,27 (d, 2 H) 4,43 (s, 1 H)
1,3-riazon-5-kapdonosa kucnora | 7,17 (d, 1 H) 9,60 (s, 1 H) 12,16
cl cl F:[/F (s, 1 H) 15,77 (s, 1 H)
Me N N N
Ho o ‘g’ g o
k)le /—-OH
391 | Luc(+)-2-(4-{[(3,4-maxnop-5- | MC (ES) MH": 543 yus TMpukiaj 223
metun- 1 H-nipon-2- CaoH20C1NOgS:
in)kapGonin]amino}-3- SIMP: 1,74 (s,2 H) 2,19 (s, 3 H)
MeTOKCHIIiIIepHanH-1-i1)-4- 3,22 (s,2H) 3,38 (s,3 H) 3,52
[(i30Kcazon-3- (s,1 H)3,88 (s, 1 H)4,24 (s, 2
inamino)xap6onin]-1,3-riazon-5- | H) 6,99 (d, 1 H) 7,16 (s, 1 H)
kapOOHOBa KHCJI0TA 8,75 (s, 1 H) 12,16 (s, 1 H)
392 | Hue(x)-2-(4-{|(3,4-nuxnop-5- MC (ES) MH": 546 ans Ipuxnax 224
metun-1H-nipon-2- C;1HasCLN504S;
im)xapBonin)amino}-3- SMP: 1,76 (s, 3 H) 1,94 - 2,08
MeTOKCHMinepuauH-1-im)-4- (m, 1 H)2,19 (5,3 H) 3,38 (s, 3
{[(3R)-reTpariapodypau-3- H) 3,44 (s, 1 H) 3,56 (s, 1 H)
inamino]kapbonin}-1,3-riazon- | 3,63 - 3,76 (m, 2 H) 3,81 - 3,92
5-xapOoHOBa KHCIIOTA (m, 2 H) 4,12 (s, 1 H) 4,26 (s, 1
H) 4,51 (s, 1 H) 7,16 (d, 1 H)
9,17 (d, 1 H) 12,15 (s, 1 H)
15,97 (s, 1 H)
393 | [Juc(+)-2-(4-{[(3.4-muxnop-5- MC (ES) MH™: 534 ms Ipuxnan 225

Metun-1 H-nipon-2-
imxkapbonin]amino}-3-
MEeTOKCHIINepHIHH- 1 -i1)-4~
({[(1R.25)-2-
tropunknonponin]amino } kapGo
Him)-1,3-riazon-5-kapbonosa
KHCnoTa

C20H22CLFN;05S;

AMP: 1,23 (dd, 2 H) 1,75 (s, 2
H) 2,19 (s, 3 H) 2,87 (s, 1 H)
3,37 (d, 3 H) 3.42 (s, 1 H) 3,56
(s,2 H) 4,10 (s, 1 H) 4,26 (s, 3
H) 4,45 (s, 1 H) 4,73 (d, 1 H)
4,96 (s, 1 H) 7,16 (d, 1 H) 9,29
(dd, 1 H) 12,15 (s, 2 H) 16,02 (d,
1 H)
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IIp. | Conoayka Jani BP

394 | 4-(asumometun)-2-((3S,4R)-4- MC (ES) MH": 488 ms [Tpuknan 254
{[(3,4-maxnop-5-meTun-1H- C17H19C1hN704S;
nipon-2-in)kapborin]amino}-3- | IMP: 1,76 (s, 2 H) 2,18 (s, 3 H)
METOKCHITiNepuaus-1-in)-1,3- 3,37 (s, 5H) 3,56 (s, 1 H) 3,92
Tia3071-5-kapOOHOBa KHCIOTA (s, 1 H)4,28 (s,2 H) 4,54 (d, 2

H) 7,18 (s, 1 H) 12,16 (s, 1 H)
1297 (s, 1 H)

395 | 2-((3S,4R)-4-{[(3,4-muxmop-5- MC (ES) MH: 548 ns [Mpuknan 226
MeTui-1 H-nipon-2- C31H3,CIhN504S;
in)kapboHin]amino}-3- SMP: 1,18 (d, 3 H) 1,76 (s, 2 H)
METOKCHIIITIepUaAnH-1-111)-4- 2,18 (s,3H) 3,24 (s, 3 H) 3,38
({[(18)-2-meToKCH-1- (s,3H)3.49(s,2H) 3,57 (s, 1
MEeTHJIeTHI |aMiHO } KapOoHi)- H) 4,06 (s, 1 H) 4,26 (s, 2 H)
1,3-Tiazon-5-kapboHoBa kucnota | 7,15 (s, 1 H) 8,95 (s, 1 H) 12,16

N A (s, 1 H) 16,33 (s, 1H)
Meﬂ\«m C\ N Y
Ny & N\g{”\u)\/o‘m
Me OH
(o]

396 | 2-((3S,4R)-4-{[(3,4-muxnop-5- MC (ES) MH": 514 nns IMpuxnan 227
MeTHI-1 H—nipon-2- C20H2|C|2N505S;
u1)kapOoHia|amiHo }-3- SAMP: 1,76 (s,2 H) 2,19 (s, 3 H)
METOKCHIIINepH AuH-1-11)-4- 3,26 (s,2 H) 3,38 (s, 3 H) 3,57
[(mpon-2-iH-1- (s,2H)4,10(d,2 H) 4,27 (s, 2
inamino)kap6onin]-1,3-riazon-5- | H) 7,17 (d, 1 H) 9,78 (s, 1 H)
KapOOHOBa KHCIIOTA 12,16 (s, 1 H) 15,96 (s, 1 H)

397 | 2-((3S.,4R)-4-{[(3,4-muxnop-5- MC (ES) MH": 548 mns [Tpuknan 228
meTui-1 H-nipon-2- C21H,7C1oN506S;
imkap6oHin]amino}-3- SMP: 1,29 (s, 6 H) 1,73 (s,2 H)
MeToKcHIinepuaun-1-im)-4-{[(2- | 2,17 (s, 3 H) 3,37 (m, 6 H) 3,46
rigpokcu-1,1- (s,2H) 3,54 (s,1 H)3,91 (s, 1
JquMmeTuiIeTH)aMmino|kapbownin}- | H) 4,23 (s, 2 H) 7,16 (s, 1 H)
1,3-riazon-5-kapboHoBa knciora | 12,19 (s, 1 H)

398 | 2-((3S,4R)-4-{[(3,4-muxop-5- MC (ES) MH": 546 mns [Mpuxnan 224

metu-1H-nipon-2-
in)kapGoninjamino}-3-
METOKCHITIIepHAuH-1-11)-4-
{[(3R)-TeTparinpodypan-3-
inamino]kapGownin}-1,3-tiazon-
5-kapOOHOBaA KHCIOTa

C21H,5C13N506S;

SIMP: 1,23 (s, 1 H) 1,76 (s, 2 H)
2,00 (d, 1 H) 2,19 (s, 3 H) 3,38
(s, 6 H) 3.43 (s, 1 H) 3,56 (s, |
H) 3,64 - 3,77 (m, 2 H) 3,79 -
3,94 (m, 2 H) 4.26 (s, 1 H) 4,51
(s, 1 H) 7,16 (d, 1 H) 9,17 (s, 1
H) 12,16 (s, 1 H) 15,98 (s, 1 H)
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Ip. | Cooayka Jani BP
399 | 2-((3S.4R)-4-{[(3,4-muxnop-5- MC (ES) MH™: 534 ans [Mpuxnan 229
meTun-1H-nipon-2- Ca0H2,CLFNsOsS;
imkap6oHin]amino}-3- AMP: 1,21 (d, 1 H) 1,40 (s, 1 H)
MeTOKCHITinepuauH-1-im)-4- 1,76 (s, 2 H) 2,19 (s, 3 H) 2,85
({[(1R.25)-2- (s,1H)3,38(s,3 H) 3,43 (5,3
¢bropunknonponin]aminojkapbo | H) 3,56 (s, 1 H) 4,26 (s, 1 H)
Hinm)-1,3-Tiazon-5-kapboHopa 4,74-497(d, 1 H) 7,17 (d, 1 H)
KHCIIOTa 9,27 (d, 1 H) 12,16 (s,2 H)
16,01 (s, 2 H)
400 | 2-((3S,4R)-4-{[(3,4-mmx70p-5- MC (ES) MH': 427 ans IMpuxnan 193
MeTuia- 1 H-nipon-2- CsH29CIN4Oy
imxkapSonin]amino}-3- AMP: 1,72 (s,2 H) 2,18 (s, 3 H)
METOKCHIIiNepHIHH-1- 3,13(d,2H) 3,30 (s, 3H) 3,49
171)i30HIKOTHHOBA KHCJIOTA (s, | H)4,17 -4,31 (m, 2 H) 4,68
a, @ y Ho (d,1H)6,97(d, 1 H)7,15(d, 1
/E—HN \ H) 7,23 (s, 1 H) 8,22 (d, 1 H)
Me CN@KO 12,16 (s, | H) 13,39 (s, 1 H)
0 g \ y
3 N
Me
401 |4- MC (ES)MH™: 516 n1s1 [puknan 231
[(uuxnonpomninamino)kapGonin]- | CagHa3ClLN50sS;
2-((3S,4R)-4-{[(3,4-nuxnop-5- SAMP: 0,77 (d, 2 H) 0,80 (s, 2 H)
metun-1H-nipon-2- 1,76 (s,2 H) 2,19 (s, 3 H) 2,86 -
imxap6onin]amino}-3- 2,99 (m, 1 H) 3,30 (s, 1 H) 3,37
MEeTOKCHITinepuIus-1-i1)-1,3- (s,3H)3,56 (s, H) 4,16 (s, 1
11a3011-5-kapOOHOBA KHC/I0Ta H) 4,26 (d,2 H) 4,41 (s, 1 H)
7,16 (d, 1 H) 9,22 (d, 1 H) 12,15
(s, 1 H)
402 | 1-({[2-((3S.4R)-4-{[(3.4- MC (ES) MH: 574 nns [Mpuxnazg 230
Auxnop-5-metun-1 H-nipon-2- C39H»5sCILNs0O4S;
im)kap6oHnin]aMino }-3-
METOKCHIINepHAHH-1-11)-5-
(meTokcukapbBonin)-1,3-tiazon-
4
in]xapOoHin }aMiHO)IUKIIONpOna
HKapOOHOBA KHCIIOTA
403 | 4-{[(1-xapOokcu-2- MC (ES) MH": 564 nns Ilpuxnan 233

rigpoxcieriin)amino]kapOoHin }-
2-((3S.4R)-4-{[(3,4-muxmn0p-5-
Mmetun-1 H-nipon-2-
im)kapbonin]amino }-3-
MeToKcuninepuauH-1-in)-1,3-
Tiazon-5-kap6oHOBa KHCNIOTA

C20H23C1;N5O3S;

SAMP: 1,78 (s, 2 H) 2,19 (s, 3 H)
339 (s, 3 H) 3,47 (s, 2 H) 3,59
(s, 1 H) 3,87 (5,2 H) 4,30 (s, 2
H) 4,53 (s, 1 H) 7,16 (s, 1 H)
9,03 (s, 1 H) 12,16 (s, 1 H) 15,97
(s, 1 H)
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Ip. | Conoayka Hani BP
404 | 2-((3S,4R)-4-{[(3,4-1uxnop-5- MC (ES)MH": 589 mus [puxnan 234
meTun-1 H-nipon-2- C23H30CLNgOgS;
imkap6onin]amino}-3- AMP: 1,76 (s, 2 H) 2,19 (s, 3 H)
MeTokcHninepuaus-1-in)-4-{[(2- | 3,14 (d, 2 H) 3,39 (s, 4 H) 3,57
Mopdomin-4- (s,3H)3,72(s,3H) 3,78 (s, 1
inetun)aminoJkapbomin}-1,3- H) 3,96 (s,2 H) 4,27 (s, 2 H)
Tiazon-5-kapOoHOBa KHCIOTa 7,18 (d, 1 H) 9,59 (s, 1 H) 12,21
(s, 1 H)
405 | 2-((3S,4R)-4-{[(3,4-muaxn0p-5- MC (ES) MH": 562 qna IMpuknan 235
metun-1H-nipon-2- Cy1H25CIN504S;
in)kapboHin]amino}-3- AMP: 1,77 (s,2 H) 2,19 (s, 3 H)
MeTOKCHITInepuauH- 1 -im)-4- 3,39 (s, 9H) 3,44 - 3,52 (m, 2 H)
{[(1,3-niokconan-2- 3,58 (s, 1 H) 3,79 -3,87 (m,2 H)
inMeTnn)amido |kapborin}-1,3- | 3,89 - 3,97 (m, 2 H) 4,27 (s, 2 H)
Tiazon-5-kapboHOBa KUCIOTA 5,05(t, 1 H) 7,17 (d, 1 H) 9.39
ROV (t, 1 H)12,16 (s, 1 H) 16,20 (s, 1
. \ n H)
Ho OM \g’ Hu’\ o
_2, o &
406 | 2-((3S,4R)-4-{[(3,4-muxn0p-5- MC (ES) MH": 567 nnsa IMpuxnan 237
MCTPIJI-]H—HipOJI-z- C23H24C12N605S;
in)kapbouin)amino }-3- SMP: 1,77 (s,2 H) 2,19 (s, 3 H)
METOKCHITIepiTHH- 1 -im)-4- 3,40 (s, 3 H) 3,58 (s,2 H) 4,28
{[(mipuaua-2- (s,2H) 4,67 (s,2H) 7,16 (s, 1
inmeriit)aminolxkapbonin}-1,3- |} H)7,31 - 7,45 (m, 2 H) 7,85 (s, 1
Tiazoln-5-kapOOHOBA KHCIIOTA H) 8,56 (s, 1 H)9,97 (s, 1 H)
12,17 (s, 1 H) 16,14 (s, 1 H)
407 | 2-((3S5.4R)-4-{[(3,4-puxnop-5- MC (ES) MH": 601 mnis [Mpuknazx 236
meTut-1H-nipon-2- C24H30CINOgS;
im)kapbosin]amino}-3- AMP: 1,71 (s, 1 H) 1,74 (d, 3 H)
MeTokcumminepuaus-1-im)-4-({[3- | 1,85 - 2,00 (m, 2 H) 2,19 (s, 3 H)
(2-oxconiponiauH-1- 2,20-2.27 (m,2 H) 3,19 - 3,35
imnponin]amino}xap6onin)-1,3- | (m, 11 H) 3,39 (s, 4 H) 3,56 (s, 1
Tia3071-5-KapOoHOBA KHCIIOTA H)4,20-4,34 (m, 1 H) 7,17 (d,
1H)9,45(t, 1 H) 12,16 (s, 1 H)
408 | Luc(+)-4-[uiano(mopdonin-4- MC (ES) MH": 557 qua IMpuxnan 255

immetni]-2-(4-{[(3,4-auxnop-5-
metun-1H-mipon-2-
imxap6onin]amino}-3-
METOKCHTHIepHAHH-1-im)-1,3-
Tia3on-5-KapOoHOBa KHCIIOTa

C2:H26Cl;NO5S;

SIMP: 1,75 (s, 2 H) 2,18 (s, 3 H)
2,71 (s,3H) 3,39 (s,2 H) 3,43
(s, 5 H) 3,59 (s, 4 H) 3,80 (s, 2
H) 4,27 (s, 2 H) 4,44 (s, 1 H)
7.14 (s, 1 H) 12,15 (s, 1 H)
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Ip. | Cnoayka Jani BP
409 | 2-((3S,4R)-4-{[(3,4-muxop-5- MC (ES) MH": 582 anst ITpuxnan 256
Metun-1H-nipon-2- CaoH25CILN505S,;
imkapGoninajaMizo }-3- AMP: 1,76 (s, 2 H) 2,19 (s, 3 H)
MeTokcuninepuaun-1-im)-4-({[2- | 3,06 (s, 3 H) 3,38 (s, S H) 3,44
(metuncynbdonimernnlamino}x | (t, 3 H) 3,57 (s, 1 H) 3,68 - 3,81
apbouin)-1.3-tiazon-5- (m,2H) 4,26 (s,2H) 7,16 (d, 1
kapOoHOBa KHCIIOTa H)9.,45-9,56 (m, 1 H) 12,15 (s,
1 H)
410 | 2-((3S,4R)-4-{[(3,4-muxnop-5- MC (ES) MH: 557 nnst [Tpuxnan 239
MCTHJI-]H—I’IipO)’I-z- C2|H22C12N605S;
im)kap6oHin|amino }-3- SIMP: 1,76 (s, 2 H) 2,19 (s, 3 H)
MeTOKCHIINepuIuH-1-11)-4- 3,38 (s,3H) 3,45 (s, 1 H) 3,57
{[(1,3-oxcazoin-2- (s, 1H)4,26 (d,2 H) 4,65 (s, 2
inMernn)amino]kapbonin}-1,3- | H) 7,11 - 7,24 (m, 2 H) 8,09 (s, 1
Tia301-5-kap6oHOBA KHCIIOTA H) 9,98 (s,1 H) 12,16 (s, 1 H)
A M " 15,92 (s, 1 H)
Ma/z—,‘_ﬁ\\(” (\\N N 7
el \g‘g\ ”W‘N
Me oH d )\
4 \Z
411 | 2-((3S,4R)-4-{[(3,4-mux0p-5- MC (ES) MH: 522 ms IMpuxnan 240
MmeTui-1H-nipon-2- C19H2,CLFNsO5S;
imxapOoHin)aMiHo }-3- SIMP: 1,76 (s,2 H) 2,19 (s, 3 H)
MeTokcuminepuuH-1-in)-4-{[(2- | 3,38 (s, 4 H) 3.45 (s, 1 H) 3,58
¢dropernn)amino]kapbonin}-1,3- | (s,2 H) 3,68 (s, 1 H) 4,14 (s, 1
Tia3071-5-KapOoHOBa KHCJIOTa H) 4,27 (s,2 H) 4,47 - 4,54 (m, 1
H) 4,67 (t, 1 H) 7,26 (d, J=8,29
I'm, 1 H)9,55(s, 1 H) 12,29 (s, 1
H) 16,19 (s, 1 H)
412 | 2-((3S,4R)-4-{[(3.4-muxn0p-5- MC (ES) MH: 548 na [Mpuxnan 241
MeTun-1H-niposn-2- C,1H,7;CILN5O6S;
im)kapOoHin]amino }-3- SAMP: 1,11 (d, 6 H) 1,77 (s, 2 H)
MeToKcuninepuauH-1-im)-4-{[(2- | 2,18 (s, 3 H) 3,23 (s, 3 H) 3,38
riApoKCcH-2- (s,3H)3,57 (s, 1 H) 4,29 (s, 1
MeTuinponin)amino|kapbonin}- | H) 4,76 (s, 1 H) 7,18 (s, 1 H)
1,3-tiaz0n-5-kap6oHoBa kuciota | 8,94 (s, 1 H) 12,16 (s, 1 H)
Mpuknag 413 aHanisy 3a gonomoroto PXMC. PeakuinHy cymill pos-

4-{[(1-uiaHoumknonponin)amiHolkap6oHin}-2-
((3S,4R)-4-{[(3,4-pgnxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepmauH-1-in)-1,3-
Tiaszon-5-kapboHoBa kucnoTta

o PO34MHY etun 4-{[(1-
uiaHouukronponin)amiHolkap6oHin}-2-((3S,4R)-4-
{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokcuninepuauH-1-in)-1,3-
Tiason-5-kap6okcunary (0,09 r, 0,16 mmonb, MNpuknag
230) y meTaHoni (2 mn) pgogaBanu kapboHaT Karnito
(0,022 r, 0,16 mmonb) i Bogy (0,5 mn). MNicna Harpi-
BaHHs Mig BNIMBOM MiKPOXBWUMb NpoTarom 30 XBWMWH
npu 80°, peakuis 3aBepluyBanacsa BignoBigHO A0

BOAUNKM BoAo 1 nigkmucnsanu 3a gonomoroto 1 H. HCI.
Micna KoHUeHTpyBaHHS ONS BUMAANEHHA MeTaHony,
oTpMMaHui 6invn ocap inbTpyBanu, NpoMuBanu
BOAOM0 11 Bucywysanu (0,071 r). MC (ES) M+H™: 541
ana 021H220|2N605S; AMP: 1,33-1,41 (m, 2H) 1,64 (S,
2H) 1,75 (s, 2H) 2,19 (s, 3H) 3,37 (s, 3H) 3,43 (s, 1H)
3,57 (s, 1H) 4,08 (s, 1H) 4,27 (d, 2H) 4,40 (s, 1H)
7,16 (d, 1H) 9,87 (s, 1H) 12,17 (s, 1H).

Mpuknag 414

HactynHui [Mpuknag roTyBanu 3a AOMNOMOrO0
MeToauku, onucaHoi B lMNpuknagi 413, i3 BkasaHux
BMXiAHUX pe4yoBuH (BP).
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IIp. | Cnoayka Jauni

BP

414 | 4-{[(1-uiano-1-
MEeTHIETH )aMiHo JkapOoHin }-2-
((3S,4R)-4-{[(3.4-auxnop-5-
merun-1H-nipon-2-
inm)kapbonin]amino }-3-
MeToKcuIinepuaus-1-in)-1,3-
Tiazon-5-kapboHoBa KHCIIOTA

MC (ES) MH": 543 a1
C21H24ClaNgOsS;

SMP: 1,68 (s, 6 H) 1,76 (s, 2 H)
2,19 (s, 3 H) 3,38 (s, 4 H) 3,44
(s, 1H)3,56 (s, 1 H)4,11 (s, 1
H) 4,25 (s, 2 H) 7,14 (s, 1 H)
9,10 (s, 1 HY 12,17 (s, 1 H)

[Tpuknan 232

Mpuknag 415

2-((3S,4R)-4-{[(3,4-guxnop-5-meTun-1H-nipon-2-
in)kap6oHrin]amiHo}-3-dTopninepnanH-1-in)-N-
meTokcn-N-metun-1,3-tiason-5-kapbokcamig,

cl & 0
s
e CN N—O.
HacINS\( Y CH,
N o £ N— HC

2-((3S,4R)-4-{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHin]amiHo}-3-cTopninepmuauH-1-in)-1,3-
Tiason-5-kapboHoBy kucnoty (10 mr, 0,024 mmonb)
po3umHsinu B 6e3sogHomy OM®A (10 mn), gonasanu
HATU (9,1 mr, 0,024 mmonb), TpueTtunamin (7,27 wmr,
0,072 mmonb) i N,O-gumeTunrigpokciamiH (4,65 wr,
0,048 mmonb). Cymiw nepemiwlyBany npu KiMHaTHinA
Temnepatypi npotarom 30 XBUIMH, NOTIM BNMBanu B
xonogHy Boay (30 mn), ocag cinbTpyBanu, Nnpomu-
Banu BoAol 1 36mpanu y Burnsgi 6axaHoro npogyk-
Ty (He 30Bcim b6ina TBepaa peyosuHa, 10 mr).

MC (ESP): 465 (MH") gnsi C17H20Cl.FNs03S

AMP (CDCls) 6: 1,87 (m, 2H); 2,19 (s, 3H); 3,07
(m, 2H); 3,21 (s, 3H); 3,72 (s, 3H); 4,01 (m, 1H); 4,30
(m, 2H); 4,96 (d, br, 1H); 7,28 (d, 1H); 7,85 (s, 1H);
12,09 (s, 1H).

HacTtynHy cnonyky opepXyBanu BignoBigHO A0
meToaukmn, onucaHoi B [puknaai 415 i3 MNpwuknagy
334 i N-meTokciamiHrigpoxnopuay.

Mpuknag 416

2-((3S,4R)-4-{[(3,4-puxnop-5-meTtun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepnaunH-1-in)-N-
MeTokcu-4-meTun-1,3-tiazon-5-kapbokcamig

MC (ES) MH+Z 476 ana ClgH23C|2N504S; AMP:
1,66-1,79 (m, 1H), 2,17(s, 3H), 2,37 (s, 3H), 3,20-3,35
(m, cxoBaHun nig nikom Boam), 3,35 (s, 3H), 33,50-
3,55 (m, 1H), 3,61 (s, 3H), 3,82-3,91 (m, 1H), 4,15-
4,31 (m, 2H), 7,14 (d, 1H), 10,79 (s, 1H), 12,14 (s,
1H)

Mpuknag 417

HaTtpin  2-((3S,4R)-4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}-3-meTokcuninepuanH-1-
in)-4-{[(2-meTokcieTun)amiHolkapboHin}-1,3-tiason-5-
Kapbokcunat

lNopokeng Hatpito (0,056 mn, 0,056 Mmone,
Acros 1 H.) popaBanu po cycneHnsii 2-((3S,4R)-4-
{[(3,4-puxnop-5-meTtun-1H-nipon-2-
in)kap6oHin]amiHo}-3-meTokeuninepuanH-1-in)-4-{[(2-
MeToKcieTun)amiHolkapboHin}-1,3-tiazon-5-
kap6oHoBoi kucnotn (0,03 r, 0,056 mmonb, Mpuknag
387) y metaHoni (5 mn). lNicna nepemiwyBaHHA npo-
TArOM N'ATW XBWMWH peakLiiHa CyMill cTaBarna romo-
reHHo. PeakuinHy Cymill KOHUEHTpyBanu n oTpuma-
Hy 6iny TBepAy pe4OBUHY BMUCYLLYBaNy NpoTSAroM Houi
(0,030 r). MC (ES) MH™: 534 gns CaoH24ClaNsO6SNa;
AMP: 1,73 (s, 2H) 2,19 (s, 3H) 3,24 (s, 3H) 3,32 (s,
2H) 3,36 (s, 3H) 3,51 (s, 1H) 3,84 (s, 1H) 4,22 (d, 2H)
7,17 (d, 1H) 12,17 (s, 1H) 13,26 (s, 1H).

Mpuknagn 419-423

Hactynhi MNpuknagn ogepxxyBanu 3a 4ONOMOro
METOAMKM, OnucaHoi B npuknagi 417, i3 BkasaHuX
BUXigHUX peyoBuH (BP).
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IIp. | Cnoayka Hani BP
419 | Hatpiii 2-((3S,4R)-4-{[(3.4- MC (ES) MH': 548 s [Mpuxnan 395
JHXN0p-5-MeTun-1 H-nipon-2- Cs1H26C1uNsOsSNa
inkapOosninjamino}-3- AMP: 1,04 - 1,15 (m, 3 H) 1,71
MeTOKCHITinepu THH-1-171)-4- (s,2H) 2,18 (s,3 H) 3,08 -3.21
({1(18)-2-meTokcH-1- (m,3 H)3,25(s,3H) 3,36 (s, 4
METHIETH |aMiHo j kapOoHin)- H) 3,50 (s, 1 H) 3,87 (d,1 H)
1,3-tiazon-5-kapbokcunar 3,99 (dt, 1 H) 4,11 (s, 1 H) 4,22
(s, 1 H) 7,21 (d,1 H) 13,17 (d, 1
H)
420 | matpiii 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 582 mns [Ipuknan 409
nuxmaop-5-metun-1 H-nipon-2- C;0H24C1N5045;Na
im)kap6onin)amino}-3- AMP: 1,67 -1,78 (m,2 H) 2,18
METOKCHIINepu AuH-1 -111)-4- (s,3H) 3,00 (s, 3 H) 3,10 - 3,21
({[(18)-2-meTOKCH-1- (m, 2 H) 3,24 - 3,31 (m, 3 H)
MeTHJIeTHI]aMiHO } kapOoHin)- 3,36 (s, 3 H) 3,47 - 3,60 (m, 3 H)
1,3-tiason-5-kapOoxcusar 3,85(s,1 H)4,10 (s, 1 H) 4,17
NS (s,2H)7,17(d, 1 H) 12,16 (s, 1
w’{.‘ \ N N o
\_S\« OC"‘E’ W;(m"w BB
421 | marpiit 2-((35,4R)-4-{[(3,4- MC (ES) MH": 556 s [Mpuxnan 410
muxnop-5-metun-1H-nipon-2- C21H2:Cl;NgOgSNa
imkap6Gonin]amino}-3- AMP: 1,71 (d,2H) 2,15 (s,3 H)
MeTOKCHITIepuauH-1-11)-4- 3,09-3,24 (m,2 H) 3,35 (s, 3 H)
{[(1,3-0oxcazon-2- 3,49 (s, 1 H) 3,84 (s, 1 H) 4,16
inmetun)amino]kapbonin}-1,3- | (s,2 H) 4,48 (d,2 H) 7,12 (s, 12
Tiazon-5-kapOoKcHIaT H) 7,18 (d, 1 H) 8,01 (s, 1 H)
12,17 (s, 1 H) 13,95 - 14,07 (m,
1 H)
422 | marpiii 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 534 ns IMpuknan 399
auxnop-5-metui-1 H-nmipon-2- Cy0H21C1,FN5OsSNa
in)kap6onin]amino}-3-
METOKCHIIIepHInH-1-i1)-4-
({[(1R,25)-2-
tTopuuKnonponii]aMino j kapo
Hin)-1,3-riason-5-kapbokcunar
423 | Harpiit-2-((35.4R)-4-{[(3.4- MC (ES) MH™: 435,437 nna [Mpuknan 42
nuxnop-5-metwi-1 H-mipon-2- Ci6H;7C1.FN4O5S; SIMP: 1,77-
in)kapOonin]amino}-3- 1,79 (m, 1H), 1,99 (m, 1H), 2,24
¢dropninepuann-1-in)-1,3- (s, 3H), 3,25-3,27 (m, 1H), 3,74
Tiazon-5-kapbokcunar (d, 1H), 4,16 (m, 1H), 4,22 (m,
1H), 4,38 (t, 1H), 4,83 (d, 1H),
7,19 (s, 1H), 8,13 (br d, 1H)
Mpuknag 424 mMeTokcuninepmaunH-1-in)-4-{[(2-

N-eTunetanamiH  2-((3S,4R)-4-{[(3,4-Anxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-3-
MeTokcuninepnamH-1-in)-4-{[(2-
MeTokcieTun)amiHolkap6oHin}-1,3-Tiason-5-
kapbokcunat

Oietunamin (0,0058 mn, 0,056 mmonb, Aldrich)
popasanu go cycneHsii 2-((3S,4R)-4-{[(3,4-guxnop-5-
meTun-1H-nipon-2-in)kapoboHin]jamiHo}-3-

MeTOKcieTun)amiHolkapOoHin}-1,3-Tiazon-5-

kapboHoBoi kucroTu (0,03 r, 0,056 mmonsb, Mpuknag,
387) y meTaHoni (5 mn). lNicna nepemiwyBaHHA npo-
TArOM M'ATW XBUMWH, AoAaBanu MeTUNEeHXNopua noku
pPO3YMH He cTaBaB FOMOreHHUM. PeakuinHy cymill
KOHLUEHTpyBanu  OTpMMaHy TBEpPAY PEYOBMHY BUCY-
LwyBanu npoTsrom Houi (0,024 r). MC (ES) MH": 534
ana C24H37C|2NGOGSZ AMP: 1,16 (t, 3H) 1,74 (S, 2H)
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2,19 (s, 3H) 2,91 (q, 3H) 3,25 (s, 3H) 3,32 (s, 4H)
3,37 (s, 3H) 3,42 (d, 2H) 3,53 (s, 1H) 3,94 (s, 1H)
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Mpuknag 425
HacTynHy cnonyky cuHTe3yBanwu BignoBigHO A0

4,22 (s, 2H) 7,17 (d, 1H). MeToAMKM, onucaHoi ans Mpuknaay 424.
IIp. | Cnoayka Jani BP
425 | N-eruneranaminin -2-((3S.4R)- MC (ES) MH": 435,437 mns IMpuxman 42
4-{|(3,4-nuxnop-5-metun-1 H- Ci6H17C1LFN4O;3S; SIMP: 1,14 (t,
nipon-2-in)kapbonin]amiso}-3- | 3H), 1,81 (m, 2H), 2,21 (s, 3H),
¢roprinepuaun-1-in)-1,3- 2,84 (q, 2H), 3,34 (m, 2H), 3,86
Tia301-5-kapOboKkcuaar (m, 1H), 4,30 (m, 1H), 4,89 (d,
cl ¢l 1H), 7,32 (s, 1H), 7,61 (d, 1H)
4
H
(0] = N _N
~
0
O Me
Mpuknag 426 nipon-2-in)kap6oHinjamiHo)-3-TopninepuanH-1-in)-

Kanin  2-((3S,4R)-4-{[(3,4-Onxnop-5-metnn-1H-
nipon-2-in)kap6oHinjamiHo}-3-dTopninepnanH-1-in)-
1,3-Tia3on-5-kapbokcunat

BogHuin posunH rigpokeuay kanito (0,1 M, 4,75
mn, 0,475 mmonb) AogaBanu Ao po3uvnHy 2-((3S,4R)-
4-{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-dpTopninepngunH-1-in)-1,3-
Tiason-5-kapboHoBoi kucnotu (Mpuknag 42, 200 wr,
0,475 mmonb) y meTtaHoni (35 mn). Cymiw nepemiwy-
Banu nNpoTtarom 1 roguHu 1 MiCNS UbOro KOHLUEHTPY-
Banu Npv 3HWKEHOMY TUCKY, OAEPXKYHUM HEOUULLIEHY
cinb (230 mr). Cinb po3unHsanu B aueToHi/Bogi (50 mn;
48:2) i aueToH MOBINbHO AoAdaBanu A0 nepemilyBa-
HOI CyMilli JOTW, MOKM BOHA He cTaBunacs kanamyT-
Hoto. [lpogoBxyBanu nepemiwyBatv W [0OaTKOBO
JogaBanu aueToH ayxe MoBinbHO npotsarom 20 xs.
Cywmiw 36epirann npyn 4°C npoTtdrom Houi. TBepay
peyoBuHy 36mpanu wnsxom cinbTpauii 1 BUCYyLWyBa-
N Ha NOBITPi MPOTAroM 24 roAvH, OAEPXYK4M Cinb
(160 wr).

MC (ESP) 421 (M+H) ona C15H15CI,FN4OsS

'H AMP (300 Mru, AMCO-de) & 1,75 (d, 1H);
2,04 (m, 1H); 2,24 (s, 3H); 3,34 (m, 2H); 3,75 (d, 1H);
4,20 (m, 1H); 4,39 (t, 1H); 4,83 (d, 1H); 7,17 (s, 1H);
8,18 (s, 1H); 14,12 (s, 1H).

Mpuknag 427

1,3-purigpokcmn-2-(rigpokcMeTnn)nponaH-2-

1,3-Tia3on-5-kapbokcunar

TpomeTtamin (43 wr, 0,36 mmons), 2-((3S,4R)-4-
{[(3,4-puxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-3-cbTopninepuaunH-1-in)-1,3-
Tiason-5-kap6oHoBy kucnoty (Mpuknag 42, 150 wr,
0,36 mmonb), metaHon (50 mn) i Bogy (5 mn) ob'en-
HyBanu n nepewmiwysanu npyu 60°C goTW, NOKM CyMiLu
He nepeTBoOptoBanacs B roMmoreHHu posynH (30 xB).
Cymiw oxonogxyBanu A0 KIMHaTHOI TemnepaTypu
KOHLUEHTpYBanu npu 3HWKEHOMY TUCKy. HeouuiieHy
cinb (80 mr) posunHanu B eTunauetaTi/ metaHoni (8
mn; 50:50) i eTunaueTat noBinbHO JoAaBanv 4o ne-
peMillyBaHOro po3yvHy AOTW, MOKW BiH He CcTaBaB
kanamyTHuM. [lpogoBxyBanu nepemiwysBatu W A0
CyMilli NOBINbHO AOAATKOBO AodaBanu eTunauertat
(~15 mn). Cymiw 36epiranv npyn 4°C NpoTArom Houi.
TBepay pevoBuHy 30upanu wnaxoMm @inbTpauii 1
BMCYLLYBanN Ha MOBITPi NPOTArom 24 rogunH, Ogepxy-
Ho4u Cinb (64 mr).

MC (ESP) 421 (M+H) ans C15H15CI,FN4O3S

'H AMP (300 My, MeTaHon-ds) &: 2,00 (m, 2H);
2,25 (s, 3H); 3,33 (m, 2H); 3,30-3,55 (m, 2H); 3,67 (s,
6H); 4,10 (d, 1H); 4,35 (m, 2H); 4,90 (d, 1H); 7,57 (s,
1H).

Mpuknag 428

HacTtynHi Mpuknagn ogepkysanu 3a 4ONOMOIow
METOAUKM, onncaHoi B npuknagi 1, 3 BUXiGHUX peyo-

amiHunn 2-((3S,4R)-4-{[(3,4-pnxnop-5-metnn-1H- BYH (BP), BkazaHux y H/x4enogaHin tabnuui.
IIp. | Cnoayka Hani BP ‘
428 | mernn 2-((38,4R)-4-{[(4-xnop-3- | MC (ESP): 419 (MH") mna [TpomikHA cHOTyKa

drop-5-metun-1H-nipon-2-
im)kapOoHin]amiHo}-3-

S-kapOokeunaat

C6H;7C1LIN4O5S 261
'H-AMP (CDCl3) &: 1,96 (m,
tropninepuann-1-in)-1,3-riason- | 2H); 2,25 (s, 3H); 3,37 (m
2H): 3,84 (s, 3H); 4,17 (m,
1H); 4,38 (m, 1H); 4,56 (m,
1H): 4,87 (d, br, 1H); 6,21
(m, 1H); 7,87 (s, 1H); 9,35 (s,
br, 1H);

YE.SIMP (CDCls) &: -158(s)
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Mpuknag 429
HactynHi Mpuknagu cuHTedyBanu 3a AOMNOMOro
mMeToay, aHanoriYHoro 4o onucaHoro B npuknaai 35, 3
BUXigHUX peyoBuH (BP), HaBegeHux y Tabnuui Huxye.

94901
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11p.

Cnoayka

AMP

m/z

BP

429

2-((3S,4R)-4-{[(4-xnop-3-pTOp-
S-metun-1H-nipo-2-
in)kap6onin]amino}-3-
¢Topninepuamy-1-in)-1,3-
Tiazon-5-kapboHOBa KHCIOTA

1,85 (m, 2H); 2,15 (s, 3H); 3,31
(m 2H); 4,0 (m, 1H); 4,31 (m,
2H); 4,90 (d, br, 1H); 7,43 (d, 1H);
7,75 (s, 1H); 11,95 (s, br, 1H);
9F_SIMP (CDCl3) &: -158(s)ppm

405

Tpuxna
10428

Mpuknag 430-433
HactynHi MNpuknagu ogepxxyBanu 3a AOMOMOro
METOAMKM, ONUcaHoi B npuknagi 1, 3 BUXigHMX pedvo-
BUH (BP), Bka3zaHux y Hvxx4enogaHin tabnuui.

IIp. | Cnoayka Jani BP

430 | Etun 2-((35,4R)-4-{[(3.4- MC (ES) MH: 575 ans [Mpuknan 191
nuxnop-5-metun-1H-nipon-2- C53H31CIhNsOgS; IMpomixHa cionyka
in)kapOoHin]amiHo}-3- SIMP: 1,08 (d, 3H), 1,20 (t, 1725-162
METOKCHITiepuauH-1-11)-4- 3H), 1,68-1,76 (m, 2H), 2,17
([2R)-2- (s, 3H), 3,14-3,19 (m, 1H),

MeToKcHIpomnin]amino }xapboni | 3,25 (s, 3H), 3,35 (s, 3H),
1)-1,3-Tiazon-5-kapGokcHaar 3,54 (brs, 1H), 3,90-4,05 (m,
S 2H), 4,15 (g, 2H), 4,20-4,30
Me—%q\'f/ H. (m, 2H), 7,15 (d, 1H), 8,32
"’TO,Q\(’N o (d, 1H), 12,16 (s, 1H)
Me s-4 N0,
OPOMM‘:E

IIp. | Cnoayka Jani BP

431 | Etun 2-((3S,4R)-4-{[(3.4- MC (ES) MH: 575 ns IMpuxnan 191 i (25)-2-
quxnop-S-metun-1 H-nipon-2- C23H3CIaNsO6S; METOKCHIIponaH-1-
imxapGoHin]amino}-3- SIMP: 1,09 (d, 3H), 1,21 (t, aMiH TiIpoXJI0pUI
METOKCHITinepuIuH- 1 -i1)-4- 3H), 1,68-1,76 (m, 2H), 2,18 | (1725-163)
({[(29)-2- (s, 3H), 3,15-3,21 (m, 1H),

MeToKcunponii]amino }kapboni | 3,26 (s, 3H), 3,36 (s, 3H),

n)-1,3-tia3on-5-kapboxcunar 3,54 (brs, 1H), 3,95-4,05 (m,
2H), 4,16 (q, 2H), 4,20-4,30
(m, 2H), 7,15 (d, 1H), 8,32
(d, 1H), 12,16 (s, 1H)

432 | Erun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 576 nns IMpuxnax 1911 (2R)-
Juxjop-5-merun-1H-nipon-2- Cy3H3CIoN506S; 1-mMeToKcunponax-2-
in)kapbosnin]amino}-3- SIMP: 1,08 (d, 3H), 1,21 (t, aMiH TiIpOXJIopH
MeTOKCHIIiNepHIHH- 1 -im)-4- 3H), 1,68-1,76 (m, 2H), 2,17 | (1725-177)
({[(1R)-2-meTOKCH-1- (s, 3H), 3,14-3,20 (m, 1H),

METHIIETHII|aMiHO } KapOoHin)- 3,25 (s, 3H), 3,35 (s, 3H),

1,3-Tiazon-5-kapOokcunar 3,54 (brs, 1H), 3,95-4,05 (m,
2H), 4,16 (q, 2H), 4,20-4,30
(m, 2H), 7,14 (d, 1H), 8,30
(d, 1H), 12,15 (s, 1H)

433 | Luc(x)-metun 2-(3-a3umo-4- 1,8 (m, 2H), 2,19 (s, 3H), [Tpomixkua crionyka
{[(3.4-rmxnop-5-metnn-1H- 3,35 (m, 1H), 3,6 (d, 1H), 272 i metun 2-6pom-
nipon-2- 3,75 (s, 3H), 3,95 (d, 1H), 1,3-Tia3o0i-5-
un)kapbonin)amino fninepunun- | 4,24 (m, 3H), 7,23 (d, 1H), kapboxcunar
1-inm)-1,3-Tiazon-5-kap6okcunar | 7,86 (s, 1H), 12,1 (s, 1H).
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Mpuknagn 434-437
HactynHi Mpuknagu cuHTe3yBanu 3a JOMNOMOrow
mMeToay, aHanoriYHoro 4o onucaHoro B npuknaai 35, 3
BUXigHUX peyoBuH (BP), HaBegeHux y Tabnuui Huxye.

IIp. | Cnostyka SIMP m/z__| BP

434 | 2-((3S,4R)-4-{[(3,4-muxn0op-5- 1,07 (d, 3H), 1,70-1,76 (m, 2H), 546 | llpukna
MeTtui-1H-nipon-2- 2,17 (s, 3H), 3,25 (s, 3H), 3,36 (s, a430
in)kapOoHnin]amino}-3- 3H), 3,37-3,50 (m, 2H), 3,55 (brs,
METOKCHTIITEPHIHH- 1 -im)-4- 1H), 4,20-4,30 (m, 2H), 4,45 (brs,

(4[(2R)-2- 1H), 7,16 (d, 1H), 8,98 (d, 1H),
MeToKcHIponin]amiuno }kapboni | 12,13 (s, 1H), 16,30 (s, 1H)
m)-1,3-tiazon-5-kapbonosa

KHCJIOTa

Ip. | Cnontyka SAMP m/z | BP

435 | 2-((35,4R)-4-{[(3,4-muxmnop-5- | 1,16 (d, 3H), 1,70-1,76 (m, 2H), 546 | Ilpuxia
metui-1 H-miiposn-2- 2,18 (s, 3H), 3,23 (s, 3H), 3,37 (s, o 431
im)kapOoHin)amizo }-3- 3H), 3,44-3,50 (m, 2H), 3,55 (brs,
METOKCHITINepuAnH-1-i1)-4- 1H), 4,20-4,30 (m, 2H), 4,45 (brs,

({[(25)-2- 1H), 7,16 (d, 1H), 8,98 (d, 1H),
MeToKcurporii]amido kap6oni | 12,14 (s, 1H), 16,31 (s, 1H)
1)-1,3-tiazon-5-kap6oHoBa
KHCJIOTA
cl Xipanbha

cl
'“'2/;'1(».

6 0"©\(/N [¢]

| S,CN’w,v.o\
d (o]

436 | 2-((3S,4R)-4-{[(3,4-muxnop-5- | 1,16 (d, 3H), 1,70-1,76 (m, 2H), 547 | Ilpukna
Metui-1 H-ipos-2- 2,17 (s, 3H), 3,26 (s, 3H), 3,38 (s, 1432
inm)kap6onin)amino}-3- 3H), 3,46-3,52 (m, 2H), 3,55 (brs,
MeTOKCHUIinepuuH-1-in)-4- 1H), 4,20-4,30 (m, 2H), 4,45 (brs,
({[(1R)-2-meTOKCH-1- 1H), 7,16 (d, 1H), 8,96 (d, 1H),

MEeTHJIETHII |aMiHO } KapOOHi)- 12,14 (s, 1H), 16,31 (s, 1H)
1,3-Tia301-5-kap6oHoBa
KHCIIOTa

437 | Huc(x)-2-(3-a3uno-4-{[(3,4- ,8 (m, 2H), 2,2 (s, 3H), 3,3 (m, 444 | Ilpuxna

auxiop-5-metun-1H-nipon-2- 1H), 3,6 (d, 1H), 3,9 (d, 1H), 4,24 n433

inm)kapGonin)amino } ninepuuH-
1-i)-1,3-Tiazon-5-kap6oHoBa
KHCJIO0Ta

(m, 3H), 7,23 (d, 1H), 7,7 (s, 1H),
12,1 (s, 1H), 12,7 (S, 1H)

Mpuknagn 438-440
HactynHi MNpuknagn ogepxxyBanu 3a AOMNOMOro
METOAMKK, OnucaHoi B npuknagi 417, i3 Bka3aHUX
BUXigHUX peyosuH (BP)
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Ilp. | Cnoayka Jauni BP

438 | narpiit 2-((3S.4R)-4-{[(3.4- MC (ES) MH": 547 nna [Tpuknan 434
quxop-5-metun-1 H-nipon-2- C31H26C13N504S; SAMP: 1,07 (d,
im)kap6oHin]amino}-3- 3H), 1,60-1,75 (m, 2H), 2,14 (s,
METOKCHITINepUauH- 1 -111)-4- 3H), 3,10-3,19 (m, 3H), 3,24 (s,
({[(2R)-2- 3H), 3,34 (s, 3H), 3,47 (brs, 1H),
MeTokcumnponin]amido }kapbonin | 3,81-3,85 (m, 1H), 3,90-4,00 (m,
)-1,3-Tia30:-5-kapOokcunar 1H), 4,05-4,20 (m, 2H), 7,17 (d,

1H), 12,16 (brs, 1H), 13,22 (d,
1H)

Ip. | Cnoayka Hani BP

439 | Hatpiit 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 547 ans [Mpuknan 435
mxnop-5-metun-1 H-nipon-2- C21H26C13NsO6S: AMP: 1,07 (d,
i1)kapOoHin]amino }-3- 3H), 1,60-1,75 (m, 2H), 2,17 (s,
METOKCHIINEpHAH- 1 -i1)-4- 3H), 3,10-3,22(m, 3H), 3,24 (s,
({[(25)-2- 3H), 3.35 (s, 3H), 3,49 (brs, 1H),
MeToKcHnponia]amino }kap6osnin | 3,81-3,85 (m, 1H), 3,90-4,00 (m,
)-1,3-tiazon-5-kapGoxcunar 1H), 4,05-4,20 (m, 2H), 7,15 (d,

1H), 12,15 (brs, 1H), 13,22 (d,
1H)

440 | Hatpiii 2-((3S,4R)-4-{[(3.4- MC (ES) MH": 547 s IMpuknan 436
ouxjiop-5-metui-1 H-nipon-2- C31H26C13N506S; AMP: 1,07 (d,
imkapborin]amino}-3- 3H), 1,65-1,73 (m, 2H), 2,17 (s,
MeTOKCHITinepuuH-1-i1)-4- 3H), 3,10-3,22(m, 3H), 3,24 (s,
({[(1R)-2-meTOKCH-1- 3H), 3,35 (s, 3H), 3,49 (brs, 1H),
MEeTHNIETHI|aMiHO } KapOOoHiT)- 3,81-3,85 (m, 1H), 3,90-4,00 (m,
1,3-Tiazon-5-kapOokcunar 1H), 4,05-4,20 (m, 2H), 7,17 (d,

. 1H), 12,18 (brs, 1H), 13,19 (d,
M%n 1H)
H o 0..G|YN O Me
Me 5{4}1/\/0”
& Ona'

OpnepkaHHsa BUXiOHWX peqoBuH: [poMixkHi cnony-
K 83-278

MpomixHa cnonyka 83

Lnc(zx)-etun (4-{[(3,4-anxnop-5-meTnn-1H-nipon-
2-in)kapboHin]amiHo}-3-meTunninepuguH-1-
kapbokcunat

Po3unH 167 wmr (0,9 mmonb) Uwuc(t)-etnn (4-
aMiHo-3-meTunninepuauH-1-kapbokeunaty  (Mpomix-
Ha cnonyka 152), 235 mkn (1,25 mmons) giisonponi-
netunaminy n 280 mr (1,35) 3,4-gnxnop-5-metun-1H-
nipon-2-kap6orin xnopuay (MpomixHa cnonyka 202)
nepemillysanu rnpu KiMHaTHin TemnepaTypi NpoTAroM
1 roguHn. Cymiw possogmnu EtOAc i npomwuBanu
BoaHu NaCOs i consiHuM po3unHoM. Mpu 34icHeH-

Hi BucywyBaHHa MgSO, i BuaaneHHi po34MHHUKA
ogepXyBanu Macro, sike ouuwany 3a [OMOMOroto
xpomartorpadii (100% CH.Cl, 3 HacTynHum enioto-
BaHHAM rpagieHTom o 100% EtOAc), omepxyroun
145 wr npomykty. MC (ES) (MH'): 362 ans
C15H21CI2N303; AMP (de-ﬂMCO) 0,8 (d, 3H), 1,2 (t,
3H), 1,65 (m, 2H), 1,9 (m, 1H), 2,2 (s, 3H), 3,5 (m,
1H), 4,0 (m, 2H), 4,1 (m, 1H), 7,1 (d, 1H), 12,0 (s,
1H).

MpomixHi cnonykn 84-114

HacTynHi MpomixHi cnonykn cuHTesyBanu 3a fo-
NMOMOrOK MeToAy, aHamnoriyHoro A0 OMMCaHoro Ans
MpomixkHoi cnonyku 37 abo MNpomixHoi cnonyku 83, 3
BMXiAHUX pevyoBuH (BP), HaBeaeHnx y Tabnuui Huxkye.
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Ilpo | Cnoayka Jani BP

M.

84 Luc(x)-mpem-6ytun 4-{[(3,4- H/ [Tpomixna
nuxiop-5-merun-1H-nipon-2- crnonyka 72
im)xap6oHnin]amino}-3-

[(MeTunTio)MeTHN |ninEepHAHH-1-
KkapOoKcHuIaT

85 Luc(x)-mpem-0ytun-4-{[(3,4- MC (ESP): 420,1 (M-H) | IIpomixua
uxnaop-5-metun-1H-nipon-2- ais Cy7Hz5CLN305S; cromyka 184 i
im)kapGoHin]amino}-3- SIMP: 1,40 (s, 9H); 1,45- | [Ipomixkua
(MeTHaTIO)ITiNepHAMH-1- 1,70 (m, 2H); 2,10 (s, crionyka 1
KapOOKcHIIaT 3H); 2,18 (s, 3H); 2.,80-

O 72 i Me 3,20 (m, 2H); 3,31 (m,
[ A e | 153,90 (m, 2H; 4.30
il (¢ o (m, 1H); 7,15 (d, 1H);
L 12,13 (s, 1H)

86 Luc(t)-etun 3-(6ensunokcu)-4- MC (ESP): 454 (M+H) [Tpomixna
{[(3,4-muxn0p-5-Metun-1H-nipon- | s C2 HasClhN3Oq; cnonyka 158 i
2-im)kapGownin]amino } minepuaun-1- | AMP: 1,20 (g, 3H); 1,70 | TIpomixua
KapOOoKcHIaT (m, 2H); 2,15 (s, 3H); croyka 1

3,05 (m, 2H); 3,68 (s,
1H); 4,00 (m, 3H); 4,15
(m, 1H); 4,40 (m, 2H);
4,70 (d, 1H); 7,08 (d, 1H);
7,30 (m, 5H); 12,06 (s,
1H).

87 Luc(z)-etun 4-{[(3,4-nuxmnop-5- MC (ESP): 424 (M+Na) | [Ipomikua
meTu-1 H-mipos-2- mas C7Hy ChN3Og; '"H | cnoayka 256 i
im)xapOoHin]amino}-3-(npon-2-in- | AMP (300 MI'n, Ipomixna
1-inokcu )ninepuaun-1- CDCly) &: 1,27 (t, 3H); cnonyka 1
KapOokcuar 1,79 (m, 2H); 2,27 (s,

3H); 2,40 (t, 1H); 2,90
(m, 2H); 3,85 (m, 1H);
4,10-4,55 (m, 7H); 7,25
(m, 1H); 9.53 (s, 1H).
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Ipo | Cnmoayka Hani BP

M.

88 Tpanc-(£)mpem-Gytun 4-{[(3,4- MC (ES) MH": 392 nns [pomixHa
nuxinop-5-merui-1H-nipos- C16H23C1;N304; SIMP: crionyka 185 i
2in)kapOoHin]amizo } 3- 1,45 (s, 9H), 1,54 (m, [Tpomixkna
rizpokcuninepuauH-1-kapbokcunar | 1H), 2,02 (m, 1H), 2,27 crofyka 1

(s, 3H), 2,67 (dd, 1H),
2,84 (brt, 1H), 3,34 (m,
1H), 3,50 (m, 1H), 3,90
(m, 1H), 4,11 (m, 1H),
4,27 (m, 1H), 6,75 (brd,
1H), 10,06 (br s, 1H)

89 mpem-6ytun (3S,4R)-4-{[(3-xnop- | MC (ES) MH": 360 s Ipomixua
5-metun-1H-nipon-2- C16H23CIFN304 criostyka 196 i
in)kap6oHinjamiHo} - [Tpomixkna
3-¢ropninepuun-1-kapbokcunar cnonyka 64

90 mpem-6ytun (3S,4R)-4-{[(4-6pom- | MC (ESN): 404 (M-1) [Mpomiskna
5-metun-1H-nipon-2-in) s CigHy3BrN3;O4 cronyka 197 i
xapboHin]amino}-3- SIMP (CDCl3) 8: 1,47 (t, | IIpomixkua
¢ropninepunun-1-kapboxcunar 9H); 1,80 (m, 2H); 2,26 | cromyka 64

B H (s, 3H); 2,81 (s, 3H); 2,96
D\(N"--CN 0 (m, 1H); 4,27 (m, 1H);
ey MM e 465(d, br, 1H) 6,11 (4,
F O—<Me | 1H); 6,59 (s, 1H); 9,97 (s,
br, 1H)

91 mpem-6yTun (3S,4R)-4-{[(4-6pom- | MC (ES) MH": 440 s [Tpomixna
3-xnop-5-metun-1H-nipon-2-in) C6H22BrCIFN30; crionyka 198 i
kapOoHin)amino}-3- SIMP (CDCl;) 8: 1,47 (s, | TTpomixna
¢dropninepuanH-1-kapboxcunar 9H); 1,85 (m, 2H); 2,29 criosyka 64

(s, 3H); 2,85 (m, 2H);
4,24 (m, 2H); 4,50 (m,
1H); 4,72 (d, br,1H); 6,96
(d, 1H); 9,30 (s, br, 1H)

92 Luc(x)-Etan (4-{[(3,4-nuxma0p-5- MC (ES) MH": 420 mns [TpomixkHa
MmeTtwi-1H-nipon-2- C17H25CIaN4Os criomyka 159 i
im)xap6oninjamino}-3-(2- [NpomirxkHa
METOKCIeTOKCH )minepuauH-1- crionyka 1

kapOoKcuiat
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IIpo | Cnoayka Hani BP

M.

93 Huc(x)-Etun 4-{[(3,4-mux0p-5- MC (ES) MH": 436 mns | Ipomikna
meTHI-1 H-nipon-2- Ci3H27C1LN305 CrIoJTyKa
in)kap6osin]amino}-3-(2- 160 i
METOKCHIIPOIIOKCH)ITiNepHINH-1 - [TpomixHa
xapOokcunar crionyka 1

94 Luc(x)-Etan 4-{[(3,4-muxmnop-5- MC (ES)MH": 422 tns | IIpomixua
metui-1 H-nipon-2- C17H25C1oN305 CIoNyKa
inm)kapboninjamino}-3-(2- 1611
TiAPOKCHIIPONIOKCH )i Ne UM H- 1 - [Tpomixna
kapbokcuiar crionyka 1

95 mpem-6yTun (3S,4R)-4-{[(4-xnmop- | Ci5sH21CIFN;0; 2,2, 2-tpuxnop-1-
1 H-nipon-2-im)kapbosin)amino}-3- | IMP: 1,39 (s, 9H), 1,50- | (4-xnop-1H-
¢bTopninepuuH- 1 -kapbokcunar 1,60 (m, 1H), 1,69-1,80 niposn-2-

Cl H 0 (m, 1H), 2,73-3,11 (m, imeranoH (Tett
MN'-..CN £ we | 21395423 m, lett. 27, 2505.-
N h O—{—Me 3H),4,71 (d, 1H), 6,94- 2508,1979) i
H OF Me | 6,96(m, 2H), 8,03 (d, 1H), | ITpomixua
11,78 (s, 1H) crnosryka 64

96 mpem-6ytun (3S,4R)-4-{[(4,5- C5H,,CIFN;0; [TpomixkHa
Jquxop-1H-nipon-2- SIMP: 1,39 (s, 9H), 1,50- | cnonyka 203 i
im)kap6oninjamizo }-3- 1,60 (m, 1H), 1,69-1,80 [Tpomixua
¢dTopninepuans-1-kapbokcuaaT (m, 1H), 2,73-3,11 (m, criosyka 64

2H), 3,95-4,23 (m, 3H),
4,71 (d, 1H), 6,94-6,96(m,
2H), 8,03 (d, 1H), 11,78
(s, 1H)

97 Etun (35.4R)-4-{[(4-xnop-5-metun- | MC (ES) MH": ans [TpomixHa
1 H-nipon-2-in)kap6onin)amino}-3- | CysHypCIN3O4; SAMP: croyyka 6 i
MeTokcuminepuans-1-kapbokeunar | 1,18 (t, J/=7,06 ', 3H), INpomixxna

1,48 (d, J=3,58 I'u, 1H), cnojyka 25

1,75 (td, J=12,29, 7,82
Ty, 1H), 2,10 - 2,18 (m,
3H), 2,95 (d, J=13,38 I'i,
2H), 3,20 - 3,27 (m, 3H),
3,27 - 3,35 (m, 2H), 3,38
(s, 1H), 3,97 - 4,09 (m,
J=10,53, 7,08, 7,08, 3,39
T, 2H), 4,19 (s, 1H),
6,88 (d, J=2,64 'y, 1H),
7,62 (d, J=7,91 T, 1H),
11,60 (s, 1H)
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Ilpo | Cmoayka Hawni BP

M.

98 Huc(x)-etnn-4-{[(4-xmop-3,5- MC (ES) MH": 358 ns ITpomixHa
aumetut-1 H-niipon-2- C16H24CIN3O4. criomyka 195 i
u1)kapOoHin]amino}-3- [IpomixHa
MeTOKCHUMinepuaun-1-kapbokcunar croiyka 26

99 mpem-6ytun (Luc(x)-3-xmop-4- 1,40 (s, 9H), 1,67 (m, [Tpomixxa
{[(3,4-nuxnop-5-metun-1H-nipon- | 2H), 2,19 (s, 3H), 2,68 criomyka 1 i
2-in)kapOonin]amino }ninepuaun-1- | (m, 1H), 3,43 (m, 1H), [Tpomixua
kapOokcuaar 4,02 (m, 1H), 4,17 (m, crnonyka 162

1H), 4,36 (m, 1H), 4,58
(s, 1H), 7,05 (d, 1H),
12,12 (s, 1H)

100 | mpem-6yran (3S,4R)-4-[({4-xn0p- | MC (ES) MH": 415 nns ITpomixkHa
3-[(E)-(meTokciiMinO)MeTHIT]-5- C,3H26CIFN,Oy4; SIMP: crionyka 199 i
Mmetui-1 H-mipon-2- 1,40 (s, 9H), 1,70 (m, [TpomixnHa
in}xapbonin)amino]-3- 2H), 2,34 (s, 3H), 3,29 cronyka 64
¢dropninepuans-1-kapbokcuiar (m, 1H), 3,31 (s, 3H),

c \N'O\Me 3,35 (m, 1H), 3,99 (m,
Y o 1H), 4,24 (m, 2H), 4,78
Mo N NN (d, 1H), 7,19 (d, 1H), 8,02
= N T () (s, 1H), 12,11 (s, 1H)
) AP n, SR SN
A G ¢
O Me

101 mpem-6ytun Luc(+)-3-xnop-4-{[(4- | 1,40 (s, 9H), 1,54 (m, 162 i I[Ipomixua
xnop-5-meTui-1H-nipon-2- 1H), 1,83 (m, 1H), 2,14 croiyka 6
inm)kap6oHin]amino } minepuans-1- (s, 3H), 3,28 (m, 1H),

KapOoKcHIaT 3,41 (m, 1H), 4,02-4,22
(m, 3H), 4,56 (s, 1H),
6,89 (s, 1H), 7,80 (d, 1H),
11,63 (s, 1H)

102a | Jue(x)-etn (4-{[(3,4-auxsop-5- MC (ES) (MH"): 362 ans | Tlpomiskaa
metu-1 H-mipon-2- Cy5H2CIpN303; SIMP (dg- | cnomyka 202 i
inm)kapGoninjamino}-2- JIMCO): 0,8 (d, 3H), 1,2 | TTpomixna
MeTuninepuaut-1-kapbokcunar (t, 3H), 1,65 (m, 2H), 1,9 | cnomyxka 164

(m, 1H), 2.2 (s, 3H), 3.5
(m, 1H), 4,0 (m, 2H), 4,1
(m, 1H), 7,1 (d, 1H), 12,0
(s, 1H)
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IMpo | Cnoayka Hani BP

M.

102b | LJuc(+)-etun (4-{[(4-xnop-3-uiano- | MC (ES) (MH"): 369 ans | IMpomixkna
5-metun-1H-nipon-2- C16H21CIN4Oy; SIMP (dg- | cronyka 200 i
in)kapGoninjamino}-3- JIMCO): 1,2 (t, 3H),2,2 | [pomixua
MeToKcHminepuanH-1-kapboxennar | (s, 3H), 2,8-3,1 (m, 2H), crionyka 21

3,3 (s, 3H), 3,4 (m, 1H),
3,8-4,3 (m, 5H), 7,7 (d,
1H), 12,7 (s, 1H)

103 mpem-Gytun (3S,4R)-4-{[(4-xnop- | MC (ES) (MH"): 383 ans | ITpomiskua
3-miano-5-metun-1H-nipon-2- C7H;CIFN4O3; AMP cnionyka 200 i
u1)kapboHin]aMino}-3- (de-IMCO): 1,4 (s, 9H), | IIpomixHa
¢ropninepuaus-1-kapbokcunar 1,7 (m, 2H), 2,2 (s, 3H), crosryka 59

3,8-4,2 (m, 4H), 4,8 (d,
1H), 8,0 (d, 1H), 12,5 (s,
1H)

104 mpem-6ytun (35,4R)-4-{[(3,5- MC (ES) (MH"): 394 ans | [Tpomixkna
quxnop-4-metun-1H-nipon-2- C16H22C1LFN3O3; SIMP crionyka 201 i
in)kapboninjamino}-3- (de-IMCO): 1,4 (s, 9H), | IlpomixHa
¢ropninepuanu-1-kapbokcunar 1,6-1,8 (m, 2H), 1,9 (s, cronyka 59

3H), 2.9 (m, 2H), 4,0-4.3
(m, 3H), 4,8 (d, 1H), 7.3
(d, 1H), 12,5 (s, 1H)

105 Luc(+)-Etun3- MC (ESI) M: 418 nna [TpomixHa
(umknonponinMeTtokcu)-4-{[(3,4- C13H25C1:N304; SIMP: cnomyka 165 i
auxiaop-5-merun-1 H-nipos- 0,22 (m, 2H), 0,50 (m, ITpomixkua
2-un)kapboHin]amino }ninepuaun- | 2H), 1,04 (m, 1H), 1,24 (t, | cnonyka |

1-xapbokcunar
Ci Me

mb”
HN/kO

o
S

N

A

o]

e

3H), 1,69 (m, 2H), 2,24
(s, 3H), 2,87-3,09 (m,
2H), 3,28 (m, 1H), 3,59
(bs, 1H), 3,92-4,36 (m,
SH), 7,20 (m, 1H), 12,21
(bs. 1H)
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IIpo | Cnoayka HMani BP

M.

106 Huc(x)-etun 4-{{(3,4-muxnop-5- MC (ESI) M: 461 nns [TpomixHa
metui-1H-nipon-2- C13H2:CIoN4O4S; SIMP crionyka 166 i
im)kap6oninjamino}-3-(1,3-tiazon- | (AMCO): 1,10 (m, 3H), Ipomixna
2-MIIMETOKCH )ITIiepHIuH- 1 - 1,65 (m, 2H), 2,16 (s, cnoiyka 1
kapbokcuaar 3H), 2,82-3,10 (m, 2H),

3,79 (bs, 1H), 3,97 (m,
3H), 4,21 (dt, 1H), 4,35 (t,
1H), 4,78 (d, 1H), 4,95 (d,
1H), 7,10 (d, 1H), 7,72
(dd, 2H), 12,12 (bs, 1H)

107 | Huc(x)-Etun (rel 3S,4R)-4-{[(3,4- MC (ES) MH": 392, 394 | IIpomixHa
JHXJI0p-5-MeTHa-1 H-mipon-2- st C6H23C1aN304; crionyka 257 i
inm)kap6oninjamino}-3- SMP: 1,04-1,21 (m, 6H); | IIpomixHa
eTOKCHTinepuanH- | -kapGokcuiaT 1,60 (m, 2H); 2,17 (s, crioyka 1

3H); 2,95 (m, 2H); 3,48
(brs, 1H); 3,65 (m, 1H);
3,92 (br s, 1H); 3,98-4,05
(m, 2H); 4,09-4,25 (m,
2H); 7,09 (d, 1H) 12,14
(s, IH)

108 1-Tper-OyTin 3-merun 4-{[(3,4- MC (ES) MH": 434, 436 | ITpomixkna
nuxiop-5-merwi-1 H-nipon-2- s C1gHasCLoN3Os; SIMP | criontyka 167 i
im)kap6onin]amino jminepuaun-1,3- | (CDCl3): 1,45 (s, 9H), ITpomixna
auxapOokcunat 1,60 (m, 1H), 2,16 (m, cronyka 1

1H), 2,27 (s, 3H), 2,45
(dt, 1H), 2,93 (m, 1H),
3,10 (m, 1H), 3,66 (s,
3H), 4,05 (m, 1H), 4,29
(m, 2H), 6,68 (d, 1H),
9,66 (s, 1H)

109 1-(mpem-6yTokcukapOoHi)-4- MC (ES) MH™: 420, 422 | TTpomixua
{[(3,4-mmuxnop-5-merun-1H-ripon- | st C17H23C1N30s. crnonyka 108 i
2-im)kapOonin]amizo } minepuauH-3- ITpomixHa

kapOoHOBa KHCJIOTa

crosnyka 1
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IIpo | Cnoayka Jani BP

M.

110 Luc(£)mpem-6ytun 4-{[(3,4- MC (ES) MH": 489, 491 | ITpomixna
quxsop-S-merun-1H-nipon-2- s Cy H3gCLN4Os; cnonyka 109 i
in)kap6oninjamino}-3-(mopdonin- | AMP: 1,40 (s, 9H), 1,54 [Tpomixna
4-inxap6oHim)ninepuans-1- (m, 1H), 1,82 (m, 1H), crnionyka 1
kapOokcunar 2,15 (s, 3H), 2,81
& o (mmpoxwii s, 2H), 3,14

I\g_( (dt, 1H), 3,24-3,40 (m, 2H
l 0 [mix nmikom Hy0]), 3,41-
e N e :N—< Me 13,68 (m, 6H), 3,93 (m,
S °—/< 2H), 4,24 (m, 1H), 7,14
=\, Me Me | (d, 1H), 11,98 (s, 1H)
O

111 Tpanc(x)mpem-6ytun 4-{[(3,4- MC (ES) MH": 489, 491 | ITpomixua
auxiop-5-merun-1H-niposn-2- Juis Ca1H30ClN4Os; crionyka 109 i
im)kapbonin]amino}-3-(Mopdonin- | IMP: 1,37 (s, 9H), 1,64 [Mpomixkua
4-inkap6oHin)ninepuus-1- (m, 1H), 2,11 (m, 1H), cronyka 1
KapbokcHIaT 2,16 (s, 3H), 3,14 (m,

1H), 3,18-3,68 (m, 11H
[mix mikom H,0]), 3,73
(dd, 1H), 4,37 (m, 1H),
7,24 (d, 1H), 12,08 (s,
1H)

112 Luc(+)etnn 3-(2-mpem-6ytoken-2- | MC (ES) MH': 478,480 | INpomixua
okcoetokcH)-4-{[(3,4-muxsop-5- st CooHa9CIoN3Og; criontyka 240 i
meTui-1 H-mipon-2- SMP: 1,17 (t, 3H), 1,41 IIpomixHa
im)kap6onin]amino } minepuuH-1- (s, 9H), 1,90 (m, 1H), crioryka 1
kapboxcunar 2,16 (s, 3H), 2,78-3,06

(m, 3H), 3,46 (m, 1H),
3,74 (m, 1H), 3,94 (m,
1H), 4,03 (q, 2H), 4,09 (s,
2H), 4,12 (m ,1H), 7,39
(d, 1H), 11,97 (s, 1H)

113 Tpanc(x)etun 3-(2-mpem-6yrokcu- | IMP: 1,17 (t, 3H), 1,38 [TpomixHa
2-okcoetokcu)-4-{[(3,4-muxnop-5- | (s, 9H), 1,58 (m, 1H), crnonyka 240 i
metui-1H-nipon-2- 1,68 (m, 1H), 2,17 (s, ITpomixna
i1)kapOoHinjaMiHo } minepuanH-1- 3H), 2,81-3,02 (m, 2H), crionyka 1

kapOokcunar

3,66 (m, 1H), 3,86-4,27
(m ,7H), 7,40 (d, 1H),
12,07 (s, 1H)
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IIpo | Cooayka Hani BP
M.
114 Ertun 3-{[mpem- MC (ES)MH": 478, 480 ITpomixna
Oy THI(IMETHIT)CHIILT JOKCH } -4~ ana CyoH33CILN304S1 ; cnonyka 112 1
{[(3,4-muxnop-5-meTin-1H-nmipon- | AMP: -0,07 (s, 3H), 0,07 | ITpomixnHa
2-im)kapbounin]amino jminepuaun-1- | (s, 3H), 0,83 (s, 9H), 1,16 | cnonyka 1

KapOoKcunaT (t, 3H), 1,56 (m, 1H), 1,72
(m, 1H), 2,17 (s, 3H),
3,04 (m, 2H), 3,85-4,11
(m, 6H), 6,66 (m, 1H),
12.12 (s, 1H)

MpomixHi cnonykn 115-144

MpomixkHoi cnonyku 50 a6o MpomixHoi cnonyku 74, 3
HacTtynHi MNpomixxHi cnonyku cuHTesysanun 3a go-

BMXiAHUX pevoBuH (BP), HaBeaeHnx y Tabnuui Huxkye.

nomMmorow metoay, aHanoriyHoro o onucaHoro Ans

IIp
OM.

Cnonyka

Hani

BP

115

Luc(+)-3,4-nuxnop-N-[3-
(rizpokcuMeTHI)TinepuIH
H-4-in1]-5-meTun-1H-
nipon-2-kapBokcamin
TiIPOXJIOPHA

OH
cl cl
H
7\ N
Me™ ~n NH,CI
H o

MC (ES) MH': 306, 308 s
C]anClzN}Oz.

[Tpomixua cromyka 71

116

Luc(x)-3 ,4-nuxnop-5-
MeTui-N-{3-
[(meTunTio)Metna]ninepu
nuH-4-in}-1 H-nipon-2-
kapbokcamizl rizipoxXa0pHa

MC (ES) MH™: 336, 338 nns
C3H9CI;N;30S.

[Tpomixaa crionyka 84

117

Luc($)-3,4-paxmop-5-
MeTHI-N-[3-
(MeTunTio)MinepuanH-4-
in]-1H-nipon-2-
KapOokcamiz

MC (ESP): 463,1 (M+H)
JUiA C|7H20C12N40382; SIMP:
1,90 (m, 2H); 2,14 (s, 3H);
2,28 (s, 3H); 3,28-3,45 (m,
2H); 3,74 (s, 3H); 3,77 (m,
1H); 3,95 (m, 2H); 4,44 (m,
1H); 7,25 (d, 1H); 7,85 (s,
1H); 12,14 (s, 1H)

[Mpomixsa cronyka 85
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IIp | Cnoayka Hani BP
oM.
118 | [uc(+)-N-[3- MC (ESP): 382 (M+H) mns [Tpomixkna crionyka 86
(6ensunokcu)ninepuaun- | CigHz2 CIN3O,
4-in)-3,4-quxmnop-5-meTui-
1 H-nipon-2-kapGokcamiz
119 | Lue(t)-3,4-nuxnop-5- MC (ESP): 330 (M+H) ans | [Tpomikua crionyka 87
metui-N-[3-(npon-2-in-1- | Ci4H17C1;N30,
inokcu)ninepuaun-4-in]-
1 H-nipon-2-kap6okcamiz
120 | Tpanc-()3,4-maxnop-N- | MC (ES) MH": 292 s ITpomixHa cnomyka 88
[3-rizpoxcuninepumun-4- | Cy H;sCIhN;0;
in]-5-metun-1H-nipoin-2-
kapbokcamiz
TpudTOpanerar
Cl Cl
mmn QN“ i
LA Y od F\\F)J\OH
121 | 3-xsop-N-[(3S,4R)-3- MC (ES) MH": 260 s [TpomiskHa crionyka 89
¢roprinepuann-4-in]-5- C11H5CIFN;0; 1,91 (m, 2H);
metun-1H-nipon-2- 2,17 (s, 3H); 3,13 (m, 1H);
KapOokcamin 3,35 (m, 2H); 3,57 (s, 1H);
4,35 (m, 1H); 5,05 (d, br,
1H); 5,96 (s, 1H); 7,26 (d,
1H); 8,67 (br, 1H); 9,16 (br,
1H); 11,70 (s, br, 1H)
122 | 4-6pom-N-[(3S.4R)-3- MC (ES) MH": 306 nns [1pomixkna cnonyka 90
¢dropninepuaus-4-in)-5- Ci1H;sBrN3;O
metun-1H-nipon-2-
KapbokcaMizn
123 | 4-6pom-3-xn0p-N- MC (ES) MH": 340 ans ITpomixna cnonyka 91

[(3S,4R)-3-
¢ropninepuaun-4-ia]-5-
metui-1H-nipon-2-
Kapbokcamiz

C“H|4BI‘N3O

SIMP &: 1,91 (m, 2H); 2,20 (s,
3H); 3,13 (m, 1H); 3,35 (m,
2H); 3,62 (m, 1H); 4,35 (m,
1H); 5,05 (d, br, 1H); 7,39 (d,
1H); 8,60 (s, br, 1H); 8,99 (s,
br, 1H); 12,17 (s, br, 1H)
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IIp | Cnoayka Hani BP
oM.
124 | [uc(+)-3,4-nuxnop-N-[(3- | MC (ES) MH": 350 s [TpomirkuHa crionyka 92
(2- C14H3,C1hN30;
METOKCIeTOKCH)TiNepH/I1H
-4-in)-5-metun-1H-nipon-
2-kapbokcamin
125 | Ljue(+)-3,4-muxsop-N-[3- | MC (ES) MH": 364 s [Tpomikaa criomyka
(2- CisH23CLN;O;3 93
METOKCHIIPOIIOKCH )ITiepu
JH-4-171]-5-MeTun-1H-
nipoJ-2-kapboxcamin
Cl
Me | H
N N..
0"
o
Me
Me
126 | Luc(+)-3,4-maxnop-N-3- | MC (ES) MH": 350 s ITpomixkHa criomyka
(2- C14H21C12N3O3; 94
TiIPOKCUIPONIOKCH)TiNepH
JuH-4-11]-5-MeTuin-1H-
nipos-2-xapOokcamin
127 | 4-xnop-N-[(3S,4R)-3- MC (ES) MH": 246 s ITpomixua cronyka 95
¢ropninepunun-4-in]-1H- | CoH;3CIFN;O
mipon-2-kapOokcamin
TiPOXJIOpULI
128 | 4,5-muxop-N-[(35,4R)-3- | MC (ES) MH": 280 nnsa ITpomixHa criomyka 96
¢dropninepumun-4-in]-1H- | CioH;,CLFN;O0
niposn-2-kapookcamiz
FiIPOXJIOPUY
129 | 4-xnop-N--[(3S,4R)-(3- 1,41 (s, 1H), 1,67 (s, 1H), ITpomixxua cronmyka 97

METOKCHITINEPUIUH-4-
im)]1-5-merun-1H-niposn-
2-kapbokcamiza

2,13 (s, 3H), 2,47 (s, 1H),
2,55 (s, 1H), 2,86 (s, 1H),
3,08 (d, J=13,19 I'y, 1H),
3,25 (s, 3H), 3,31 (s, 1H),
6,89 (d, J=2,45 T'y, 1H), 7,52
(s, 1H), 11,59 (s, 1H)
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282

Ip
OM.

Cnoayka

Jlani

BP

130

Luc(x)-4-xm0p-N-
[(3S,4R)-3-
MEeTOKCHIinepu auH-4-i1]-
3,5-mumerun-1 H-nipon-2-
kapbokcamiz

Cl Me

| y
N S
H |
o} ‘.--K/NH
?
e

M

Me

MC (ES) MH": 287 ana
C13H20CIN;0,.

ITpomixsa crionyka 98

131

3,4-nmuxnop-N-[Luc(x)-3-
XJIopninepuaun-4-in]-5-
MmeTwi-1 H-nipon-2-
kapOoKcaMi riZIpoXaopHI

MC (ES) MH™: 310 ms
C11H14C1N30

ITpomixkna cronyka 99

132

4-x10p-N-[(3S,4R)-3-
¢ropninepuaun-4-in]-3-
[(E)-
(meTokciimMinO)MeTHIN]-5-
Mmetui-1H-nipon-2-
kapOokcaMiz riapoxaopua

MC (ES) MH": 317 qs
C17H,3CIFN4O,

IMpomixna crionyka 100

133

LJuc(x)-3-xnop-N-[3-
XJoprinepuaun-4-in]-5-
meTui-1 H-nipon-2-
kapOOKcaMiz riapoXsiopu I

MC (ES) MH": 276 nns
C1iH5CILN;O

[Tpomixmua cronyka 101

134

Luc(%)-3,4-nuxnop-5-
metun-N-[(3-
METHJITinepuaAnH-4-i1]-

1 H-nipon-2-kap6okcamiz

MC (ES) (MH"): 290 s
Ci2H;7CILN;0.

ITpomixHa cromyka 83

135

Luc(%)-3,4-quxnop-5-

metun-N-[2-

MeTHinepuanH-4-i1]-

1 H-nipon-2-xap6oxcamiz
Cl Cl

Me™ “N \QNH
0
Me

MC (ES) (MH"): 290 z1s
Cle 1 7C12N30.

SIMP: 1,0 (d, 3H), 1,2-1,4 (m,
1H), 1,7-1,9 (m, 1H), 2,2 (s,

3H), 2,5-2.7 (m, 2H), 3,0 (m,
1H), 3,3 (m, 1H), 3,7-3,8 (m,

1H), 7,1 (d, 1H)

[Tpomixcna criomyka 101
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IIp | Cnoayka Jani BP
oM.
136 | Luc(x)-4-xnop-3-miano-N- | MC (ES) (MH"): 297 s ITpomixkaa criomyka 102
[(3-meTokcuninepuaud-4- | Cj2H7CLN;0O,.
in]-5-metmwn-1H-mipon-2- | SIMP: 1,6-1,9 (m, 2H), 2,2 (s,
kapbokcamiz 3H), 2,8 (m, 2H), 3,0 (m,
1H), 3,3 (s, 3H), 3,5 (s, 1H),
4,15 (m, 1H), 7,7 (d, 1H), 8,7
(s, mupokuii, 1H)
137 | 4-xsop-3-uiano-N- MC (ES) (MH"): 285 nna [Tpomixkna criomyka 103
[(3S,4R)-3- C11H4CLFN;0.
¢dropninepunn-4-in]-5- SAMP: 1,6 (m, 2H), 2,2 (s,
merui-1 H-nipon-2- 3H), 2,3 (m, 1H), 2,3 (m,
kapbokcaMmin 1H), 2,5-3,0 (m, 2H), 3,1-3,3
(m, 1H), 3,5 (s, 1H), 4,0-4,2
(dd, 1H), 4,7 (d, 1H), 7,9 (d,
2H)
138 | (3S,4R)-4-{[(3,5-muxnop- | MC (ES) (MH"): 294 nns [Tpomikua cronyka 104
4-MCTHJI-1H-HipOJI-2- C] |H14C12FN3O.
inm)kap6oHin]amino}-3- SIMP: 1,9 (s, 3H), 3,0-3,7 (m,
¢dropninepuaMHium 4H), 4,3 (m, 1H), 5,0 (d, 1H),
XJIOpH 7,65 (d, 1H), 8,7 (s,
mupokwuii, 1H), 9.4 (s,
mupoku#, 1H), 12,7 (s, 1H)
139 | Luc(+)-3,4-maxnop-N-[3- | MC (ES) MH": 347 nns ITpomixua crionyka 105

(IMKJIOTIPOTIIMETOKCH )ITiT
epunuH-4-in)-5-metun-1H-
1ipof-2-kapOokcamis

C15H2|C12N302; SIMP: 0,17
(m, 2H), 0,44 (m, 2H), 1,01
(m, 1H), 1,34 (s, 1H), 1,62
(m, 2H), 2,17 (s, 3H), 2,55-
2,70 (m, 2H), 2,89 (m, 2H),
3,10-3,23 (m, 2H), 3,38-3,49
(m, 1H), 4,09 (m, 1H), 7,12
(d, 1H), 12,10 (bs, 1H).
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Ip | Conoayxa Hamui BP
oM.
140 | Luc(%)-3,4-nuxnop-5- MC (ESI) M: 389 naus IIpomixkHa crionyka 106
metun-N-[3-(1,3-tiazon-2- | CysH;3ClLN4O,S
UIMETOKCH )ITinepuInH-4-
in]-1H-nipon-
2-kapbokcamin
Cl Me
c X NH
HN (6] l\f/\>
(™
N
H
141 | Luc()-3,4-maxnop-N-[(rel | MC (ES) MH": 320 nna [Tpomixksa crosyka 107
3S.4R)-3- C13H19CILhN30,; IMP: 1,14
etokcuninepuaus-4-inj-5- | (t, 3H); 1,60 (br s, 2H);
merun- 1 H-nipon-2- 2,17(s, 3H); 2,62 (m, 2H);
kapOokcamin 2,89 (m, 2H); 3,14 (m, 2H);
3,64 (m, 2H); 4,05 (m, 2H);
7,10 (d, 1H)
142 | Tpanc(+)3,4-nuxnop-5- MC (ES) MH": 389, 391 qnst | Ilpomixkna crionyka 111
metni-N-[3-(Mopdoiin-4- | CjgH2ClLN4O;3
inkap6oHim)minepuauH-4-
in]-1H-nipon-2-
KapOoKcamiJt MAPOXIOPUL
143 | Luc(+)3,4-muxnop-5- MC (ES) MH": 389, 391 nna | [Tpomiskaa cronmyxa 110
metun-N-[3-(Mopdonin-4- | CisH22CloN4O;3
inkapOoHin)minepunaun-4-
in]-1H-nipon-2-
kapboKcaMif ripoxXIopua
144 | [Juc(+)[(4-{[(3,4-muxnop- | MC (ES)[(M+H)]: 350, 352 | IIpomixna cronyka 112
5-metwi-1 H-niposn-2- st C3H 7C1LN304
i1)kap6oHin]amino } minepu
IOUH-3-1T)0KcH|ouTOoBa
KHCIIOTa

MpomixHi cnonyku 145-157
HactynHi MNpomixxHi cnonyku cuHTesyBanu 3a go-
NMOMOrOl0 MeTOoAy, aHarnoriyHoro A0 OMMCaHOro Ans

MpomixHoi crnonykn 59, 3 BuxigHux pevosuH (BP),
HaBedeHNxX y Tabnuui Hux4Ye.
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IIp | Cooayka Hani BP

oM.

145 | [Juc(x)-etnn 3-(6ensunokcn)- | MC (ESP): 401 (M+Na) ans yuc(x)etnn 4-
4-[(mpem- CagH3oN,0s; SIMP (CDCl3) 8: [(mpem-
Hyrokcukapbonin)amino]mine | 1,25 (m, 3H); 1,43 (s, 9H); 1,65- | OyrokcukapboHnin
puauH-1-kapbokcunar 1,85 (m, 2H); 2,81 (m, 2H); 3,58 | )amino]-3-
ve e © (s, 1H); 3,71 (m, 1H); 4,05-4,30 | rizpoxcuninepuu
MeXOJJ\NH (m, 3H); 4,30 (m, 2H); 4,76 (t, uH-1-

@OVQ 1H); 4,94 (m, 1H); 7,26-7,38 (m, | kapGokcmar
5H) (W09412494) i
N Benaunbpomin
OA\O
kNv'le

146 | Huc(t)-etun 4-[(mpem- SIMP: (CDCl3) 1,26 (t, 3H); 1,45 | yuc(£)eTnn 4-
OyToxkcukapGonin)aMino]-3- (s, 9H); 1,67 (m, 2H); 2,43 (t, [(mpem-
(mpon-2-iu-1- 1H); 2,79 (m, 2H); 3,74 (m, 2H); | 6yTokcukapboHin
inoxew)ninepuuu-1- 4,00-4,45 (m, 6H); 5,00 (s, 1H) )amino]-3-
KapboKcHnar riIPOKCHITIIEPHT

HH-1-
Kapbokcunar
(W09412494) i
[Mponaprin
6pomin

147 | Huc(x)-Etun (4- MC (ES) MH": 337 ans [pomixna
Gen3unamino)-3-(2- CisHasN20y cnonyka 169
METOKCIETOKCH )IinepuaHH-1-

KapOoKcHIaT

148 | Huc(x)-Etun 4-[(mpem- MC (ES) M+Na: 383 mus ITpomixnua
GyTokcukapGouin)amino]-3- C17H32N204 cronyka 149 i
(2- MEeTHITHOIML

METOKCHIIPOTIOKCH )ITiNePHIMH
-1-kap6okcunar
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IIp | Cnosyka Haui BP

oM.

149 | Luc(+)-Etun 4-[(mpem- "'MC (ES) M + Na: 369 ans I[TpomixHa
Gyroxcukapbonin)amino]-3- | CigHigN20s criomyka 150
(2- (J.Org.Chem, 60,
riApPOKCHIIPONOKCH )IiNePHIHH 4922-4924, 1995)
-1-xapGokcunar

150 | LJuc(x)-Etan 4-[(mpem- MC (ES) M + Na: 367 s IMpomixna
GyTokcukapGoHin)amino]-3- C16H25N206 crionyka 27 i m-
(oxiran-2- CPBA
WIMETOKCH )ITinepruInH- 1 -
kapbokcuaar
Me Me
Me™ O

Y
0" ™Y
0
\
O:I/ Me

151 | mpem-6ytun (Luc(x)-4- 1,39 (s, 9H), 1,54 (m, 2H), 1,93 ITpomixHaa
(Gensunamizo)-3- (m, 1H), 2,80 (m, 2H), 3,20 (m, cnomyxa 170
XJoprinepuaus-1- 1H), 3,75 (q, 2H), 4.06 (m, 1H),

KapOOKcHIaT 4,57 (s, 1H), 7,22-7,36 (m, SH).

152 | Hue(t)-etwn 4- AMP (CDCL3): 0,9 (d, 3H), 1,2 (t, | eTun 3-mMeTun-4-
(6ensunamino)-3- 3H), 1,6 (m, 2H), 2,0 (m, 1H), OKCOTTMEPHAUH-
MeTHMinepuuH-1- 2,8 (m, 1H), 2,9-3,2 (m, 2H), 3,7 | 1-xapGokcunart
kapbokcunar (m, 1H), 3,8 (s, 2H), 4,1 (m, 2H), | (Ebnoether, A.;

7,2-7.4 (m, 5H). Niklaus, P.;
Suess, R.
Helvetica
Chimica Acta
(1969), 52(3),
629-38)
153 | Luc(+)-etun (4- MC (ES) (MH™): 277 nnn ITpomixmna

(Gensmnamino)-2-
MEeTHJIIINnepHaHH-1-
kapboxcuiaar

C16H24N20:

SIMP (dg-TMCO): 1,25 (¢, 3H),
1,3 (d, 3H), 1,3-1,5 (m, 2H), 1.65
(s, mmapokuit, 2H), 1,8-2,0 (m,
2H), 3,2-3,4 (m, 2H), 3,8 (m,
1H), 4,1 (3, 3H)

cnionyka 164
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IIp | Cnoayka Jani BP

oM.

154 | [Juc(+)-Etun 4- MC (ES) MH": 333 m1a IIpomiskua
(beH3mIamino)-3- Ci9H,8N>03; AMP: 0,14 (m, 2H), | cnomyka 171
(umknonponinmerokcu)ninepu | 0,42 (m, 2H), 0,97 (m, 1H), 1,15
JIMH-1-KkapOokcuiaT (t, 3H), 1,51 (m, 2H), 2,67 (m,

1H), 2,79-3,01 (m, 2H), 3,19 (m,
1H), 3,53 (m, 1H), 3,73 (m, 3H),
3,88-4,02 (m, 3H), 7,18-7,35 (m,
SH)

155 | Lfuc(+)-etun 4-[(mpem- MC (ES) MH": 386 nnst IIpomixna
OyTokcukapboHin)amino]-3- C7H27N;05S; SIMP (CDCl3): cronyka 235
(1,3-Tiazon-2- 1,24 (t, 3H), 1,42 (s, 9H), 1,63 (s,
1IMeTOKCH )ITinepuanH-1- 1H), 1,69-1,81 (m, 2H), 2,82 (m,

Kapbokcunar 2H), 3,67 (m, 2H), 4,10 (q, 2H),

Me 4,40-4,60 (m, 1H), 4,76 (d, 1H),

Meg\ 4,94-5.25 (m, 2H), 7,31 (d, 1H),

0" "Me 7,74 (d, 1H)
BN
S
N
PN 3
Me

156 | [Juc(x)-Etun (4- MC (ES) MH": 307 ans Tpomixua
(6en3unamino)-3- C7H26N203; SIMP: 1,08 (t, 3H); | conyka 172
eTOKCHTIiNepuauH-1- 1,15 (t, 3H); 1,50 (m, 2H); 1,75
kapOokcunar (brs, 1H); 2,65 (br s, 1H); 2,92

(m, 2H); 3,47 (br s, 1H); 3,55 (m,
1H); 3,71 (m, 3H); 3,88 (brs,
1H); 3,98-4,05 (m, 2H); 7,18-
7,34 (m 5H)

157 | Huc(+)-etun 4- MC (ES) MH": 293 nns IIpomisxHa
(OeH3uIaMIHO)-3- Ci6H24N203. SIMP: 1,16 (t, 3H), | cnonyka 168
METOKCHIINepUIuH-1- 1,50 (m, 2H), 1,89 (s, 2H), 2,66
KapOoKcHIaT (m, 1H), 2,89 (dd, 2H), 3,26 (s,

3H), 3,67-3,83 (m, 3H), 3,99 (m,

3H), 7,18-7,37 (m, 5H)
MpomixHi cnonyku 158-167 MpomixHoi cnonykn 28 abo lMpomixHoi cnonykn 59, 3
HactynHi MpomikHi cnonyku cuHtesysanu 3a go- BUXigHWX pevoBuH (BP), HaBegeHux y Tabnuui Hrxye.

NMoMOrol0 MeTo[ly, aHamnoriyHoro A0 onucaHoro Ans
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IIp | Cnoayxa Hawui BP

oM.

158 | Luc(+)-etun 4-amino-3- MC (ESP): 279 (M+H) pns Ipomixua
(6ensunokcu)ninepuaun- 1 - CisHNy 04 cromyka 145
kapOokcunar

160 | uc(+)-Etun 4-amino-3-(2- MC (ES) MH": 261 ans [Tpomixna
merokeunponoxeu)minepumud | CraHaaN204 crnomyka 148
-1-xapOokcunar rigpoxaopua

H-CI HzND
o NYO
o~ ™
Me Me Me

161 | [Juc(+)-Etun 4-amino-3-(2- MC (ES) MH": 247 nna Ipomixna
rizpokcunponokcu)minepuans | CiiH2aN204 crnonyka 149
-1-kapboxcunar rigpoxaopun

162 | mpem-oytun Luc(£)-4-amino- | 1,39 (s, 9H), 1,45 (m, 1H), 1,58 [Tpomixna
3-xnopninepuanu-1- (m, 2H), 2,95 (m, 1H), 3,31 (m, criomyka 151
kapboxcunar 1H), 3,82 (m, 1H), 4,03 (m, 1H),

4,26 (m, 1H)

163 | etun Luc(+)-4-amiHo-3- SIMP (CDCls): 0,9 (d, 3H), 1,2 (t, | [Tpomixua
MeTHIinepuant-1- 3H), 1,5 (m, 2H), 1,6 (m, 1H), crioayka 152
kapOokcumat 2,2 (s, mpokuit, 2H), 3,0 (m,

1H), 3,2 (m, 2H), 3,4 (m, 1H),
4,0-4,2 (m, 2H)
164 | Luc(+)-etni (4-amino-2- AMP: 1,25 (t, 3H), 1,3 (d, 3H), €THJI 2-METHII-4-

MeTHNiNepuuH-1-
kapboKkcuiar

1,3-1,5 (m, 2H), 1,65 (s,
wupokuit, 2H), 1,8-2,0 (m, 2H),
3,2-3,4 (m, 2H), 3,8 (m, 1H), 4,1
(3,3H)

OKCOMinepHInH-
1-kapboxcunar
(EP 121972 A2)
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IIp | Cnoayka Hani BP

OM.

165 | Huc(x)-Etun 4-amino-3- MC (ES) MH": 243 nns [TpomixkHa
(uuknonponiamerokcu)ninepu | Cj2HaN205; AMP (CDCly): 0,19 | cmonyka 154
IHMH-1-kapbokcunar (m, 2H), 0,49 (m, 2H), 1,05 (m,

NH, 1H), 1,24 (t, 3H), 1,65-1,84 (m,
O\A 2H), 2,93 (d, 2H), 3,09 (m, 1H),
3,25-3,44 (m, 2H), 3,52 (bs, 1H),
N 3,85-4,21 (m, 6H)
o
kMe

166 | Luc(+)-etnn 4-amino-3-(1,3- | MC (ES) MH": 286 nns ITpomixkua
Tiazon-2- C12H9N3038S; AMP (IMCO): cnionyka 155
IIMeTOKCH ) minepuanH-1- 1,00 (t, 1,8H), 1,15 (t, 1,2H), 1,70
KapOokcHiar (m, 2H), 2,79-3,03 (m, 2H), 3,44

(m, 1H), 3,74-4,02 (m, 4H), 4,29
(m, 1H), 4,91

(t, 2H), 7,25 (bs, 1H), 7,77 (dd,
2H), 8,34 (s, 1H)

167 | 1-tper-Oyrun 3-Metuin 4- MC (I'X-ED)[(M)"]: 258 s ITpomikua
aminoninepuaus-1,3- C12H2aN204 crionyka 237
JTuKapOoKeHaT

MpowmixxHa cnonyka 168

etnn 3-meTokcmn-4-okconinepuanH-1-kapbokennat

[o nepemiwyBaHOro poO34YMHY METOKCUKETam
(MpomixxHa cnonyka 173, 55,15 r, 223 mmonb, He-
ouunuieHuin) y 6essogHomy TI® (30 mn), npu KiMHaT-
Hi TemnepaTtypi 1 y HaBKONULLHIN aTMocdepi, Joaa-
Banu BoAHuN po3dunH HSO4 (5%, 06./06., 190 mn).
TemnepaTypy nigsuwyBanu go 60°C; peakuiiHy cy-
MilW nepewmiwysanu npu uin Temnepatypi. [oBHe ne-
peTBOPEHHS NigTBEpAXyBanu 4yepes 2 rognHn 3a fo-
nomoroto TWX (50% eTunauertar y rekcaHax; nnsima
Hanessian; Rf ~0,43). PeakuinHoi cymiwi Jo3sonanm
BEpHyTUCA A0 KiMHaTHOI Temnepatypu. TI'® Bugans-
nn y Bakyymi. [lo BOOHOrO po3u4uHy AofaBanu Teep-
avii GikapboHaT HaTpilo 40 OAepKaHHS MYXXHOro pos3-
UYKMHyY, | TBEpAWUMA XIopua HaTpilo A0 HAaCUYEHHS, 3 O0-

O04aBaHHsSIM, NPU HEOOXiAHOCTI, AOAATKOBOI KiNIbKOCTI
BOAM. HeounweHnii NnpoayKT ekcTparysann MeTuneH-
xropvaom (3X300 mn); opraHiyHi wapw ob'egHyBanuy,
BUCYLUYBanu Hag cynbgaTom MarHito, i KOHUEHTpyBa-
nn. HeouwlieHy peyoBMHY BUKOpUCTOBYBann 6e3
A00ATKOBOTO OYMLLIEHHS; MpuUnycKanu KinbKiCHUA BU-
xin. MC (ESI) M: 201 ans CoHisNO,. 'H AMP
(CDCl): 1,28 (t, 3H), 2,38-2,60 (m, 2H), 3,30-3,41 (m,
2H), 3,45 (s, 3H), 3,69 (m, 1H), 4,05 (m, 2H), 4,17 (q,
2H).

Mpomi>xkHi cnonykn 169-172

HacTynHi MpomixHi cnonykn cuHTesyBanu 3a go-
NMOMOrol0 MeTOAY, aHaroriyHoro A0 OMMCaHoro Ans
MpomixHoi crnonykn 168, 3 BuxigHnx peyosuH (BP),
HaBegeHUX y Tabnuui Huxye.

oKcorinepuiuu- 1 -kapGokcunar
0
ﬁ/\ Me
N @]
N
0] Me

Me

IIp | Cnonyka Hani BP

OM.

169 | Etun 3-(2-MeTokcieToKcH)-4- MC (ES) MH": 246 mns [Tpomixna
okcomninepuauH-1-kapboxcunar | CyHgNOs crionyka 174

170 | mpem-Gytun 3-xnop-4- 1,30 (m, 1H), 1,34 (s, 9H), J. Org. Chem.,

2,45 (t, 2H), 3,34 (m, 1H), 3,17
(m, 1H), 4,10 (m, 1H), 4,66
(m, 1H)

1994, 59, 6955-
6964.
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171 | Etun 3- MC (ES) MH": 242 nns TTpomixHa
(UMKIIONPOMIIMETOKCH )-4- C12HgNOg4; IMP (CDCl3): crionyka 255 i
okcomninepuauH-1-kapookcunar | 0,21 (m, 2H), 0,53 (m, 2H), LHUKJIOTIPOITIMETH
1,07 (m, 1H), 1,28 (t, 3H), 1 6pomiz
2,37-2,58 (m, 2H), 3,32-3,51
(m, 4H), 3,85 (bs, 1H), 4,04-
4,41 (m, 4H)
172 | Etun 3-etokcu-4- MC (ES) MNa': 238 mns [TpomixHa
okcominepuauH-1-kapdokcunar | CjoH;7NO4-Na adduct; SAMP: croiyka 175
1,09 (t, 3H); 1,20 (t, 3H); 2,31
(m, 1H); 3,12 (br s, 1H); 3,45
(m, 1H); 3,59 (m, 1H); 3.94
(m, 2H); 4,03-4,11 (m, 4H).

MpowmixxHa cnonyka 173

etvn 3,4,4-TpumeTokcuninepunamnH-1-kapbokcunat

[o nepemiwyBaHoOro pos3yuHy rigpuay Hatpito
(6,96 r, 290 mmonb) y 6e3sogHomy TI® (100 mn),
npu 0°C i B atmMmocdepi N2, AogaBanu po3ymH rigpok-
cuketanio (MpomixkHa cnonyka 255, 223 mmonb) y
Tr® (125 mn) npubnusHo npotsarom 30 XxBWMMWH, 3a
[OMOMOrol AoAaTtkoBoi Minku. OTpMMaHum po3uynH
nepemiwysanu npu 0°C B atmocdepi N2 npnbnusHo
npotarom 15 XxBWMNWH; nicnst UbOro 40 HLOro AOoAaBa-
nn metunoang (18,0 mn, 41,0 r, 290 Mmonb) nopui-
AMK, 32 AOMOMOrOH0 LUNpuua, NpubnmaHo NpoTarom 5
XBUNWH. PeakuiinHy cymill nepemilyBanu nNpoTsarom
Houi B atmocdepi Nz, NocTynoBo gocdAratoum KiMHaT-
HOi TemnepaTtypu. lNoBHe NepeTBOPEHHS NiOTBEPAXY-
Banu 3a gonomoroto TLWX (50% eTunauerar y rekca-
Hax; nnama Hanessian; Rf ~0,57) 3paHky. PeakujinHy

CyMill 3arapToByBanu 3a [OMOMOrO HEBENNKOro
06'emy BOAW, MiCNs LbOro KOHUEHTPYBanu y BaKyyMi.
Ho 3anuwky gopasanu npubnusHo 50 mn Boaw; i3
uiel cymiwi ekcTtparyBanu HeouuLeHU MNPOAYKT 3a
ponomoroto etunauetaty (3X150 mn). OpraHiyHi wa-
pu ob'egHyBanu, BuUCyLlyBanu Hag cynbdaToM mar-
Hito, i KOHLEeHTpyBanu. HeounlweHy pevoBMHY BUKO-
pucToByBanmu 6e3  poaaTkoBOro OYMLLIEHHS;
npunyckanu kinekicHun suxig. MC (ESI) M: 247 gns
C11H21NOs. 'H AMP (CDCls): 1,24 (t, 3H), 1,72-1,83
(m, 2H), 2,82 (m, 2H), 2,98 (t, 1H), 3,20 (s, 3H), 3,21
(s, 3H), 3,41 (s, 3H), 4,10 (q, 2H), 4,20-4,37 (m, 2H).

MpomixHi cnonykn 174-175

HacTynHi MpomixHi cnonykn cuHTesyBanu 3a go-
NMOMOroOK MeToAdy, aHanoriYHoro A0 OMMCaHoro Ans
MpomixkHoi cnonykn 173, 3 BuxigHux pevosuH (BP),
HaBeAeHux y Tabnuui H1xye.

JAMMETOKCHITIIEpHIHH-
1-kapOokcunar

Me
. o]
(0] N—4
,0 00—\
Me g Me
)
Me

C12H23NOs-Na adduct; AMP:
1,07 (t, 3H); 1,15 (t, 3H); 1,52
(m, 1H); 1,66 (m, 1H); 3,08 (s,
3H); 3,10 (s, 3H); 3,59 (m, 1H);
3,81 (m, 2H); 3,96-4,07 (m,
4H); 4,12 (m, 1H)

Mp | Cooayka Hani BP

oM.

174 | Etun 4,4-numeroxcn-3- | SIMP (CDCls): 1,23 (t, 3H), ITpomixHa croyka 255 i
(2- 1,73-1,85 (m, 2H), 2,75-2,88 1-6poM-2-MeToKCieTaHn
MeTtokcieTokeu)minepua | (m, 1H), 2,93-3,10 (m, 1H),
uH-1-kapOokcunar 3,19 (s, 3H), 3,23 (s, 3H), 3,34

(s, 3H), 3,40-3,60 (m, 4H),
3,68-3,80 (m, 2H), 4,11 (q, 2H),
3,98-4,30 (m, 1 H)
175 | Erun 3-eToxcu-4,4- MC (ES) MNa': 284 nna [TpomixHa cromyxa 255 i

eTHJI Houa

MpomixxHa crnonyka 176

ETunn 2-okcobyTtaHoar

Oietunokcanat (10 r; 68 MMoOnb) po3yYMHANU B
Ei26 (100 mn) i oxonomxysanu go -78°C. lMoBinbHO
pofasanu 6pomig etunmartito (1,0 My TTo; 72 mn;
71,8 mmonb; 1,05 ekBiB.) 3a OOMOMOrow LNpuua.

BaHi cyxuin nig/aueTtoH [O3BONANM PO3NNaBUTUCS 1
HarpiBanu go 10°C. 3a peakuieto cnocTepiranu 3a
[1ONOMOroto H amP. PeakuinHy cymiw oxonogxysa-
nm po 0°C i 3arapToByBanu 3a JONOMOrOK HaCU4eHo-
ro NH4Cl. Po3sogunu sogoto H20 i casn posginanu.
OpraHivynuii wap sucywysann Hag NaSOa, dineTpy-
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Banu n koHueHTpyBanu. Mpu BuAaineHHi ogepxysanu
7,6 T HEOYULLIEHOIO XOBTOro Macna 3 Buxogom 86%.
Be3 0oaaTKOBOro OYMLLIEHHS.

MpomixHa cnonyka 177

ETtnn 3-6pom-2-okcobyTaHoaT

CuBr; (39,3 r; 176 mmonb; 3 ekBiB.) cycneHayBa-
nn B EtOAc (160 mn). Mo kpannax gopasanu CHCIs
PO34MH, WO MICTUTb eTun 2-okcobyTaHoar (MpomixHa
crnonyka 176, 7,6 r; 58,7 mmonb). [Micna uboro cy-
CMeH3ito HarpiBanu B KOnbi 3i 3BOPOTHUM XONOAWSb-
HUKOM NPOTAroM 6 roAauH i cnocTtepiranu 3a Aonomo-
roto *H AMP. TBepai peyoBuHU inbTpyBanu vepes
wap uenity 1 MaTouvHy piauvHy KoHUeHTpyBanu. He-
oyuLLeHe Macno nponyckanu vyepes KopoTKy MpobGKy
cunikarento n enooBanm CyMiLLILLIO 1:1
EtOAc/rekcaHn. XKoBTy cmyry 36upanun i KOHLEHTPY-
Banu, ogepxytoun 12,2 r npogykty. bes gopartkosoro
OYMLLEHHS.

MpomixHa cnonyka 178

ETun 2-amiHo-5-meTnn-1,3-Tiason-4-kapbokcunaT

Etun 3-6pom-2-okcobyTaHoat ([pomixHa crnony-
ka 177, 12,2 r; 58,7 mmonb) i Tioce4yoBuHy (4,46 T;
76,1; 58,7 mmonb) o6'egHyBanu 1N Harpisanu B konoi
3i 3BOPOTHMM XONOAUNBHUKOM. PO34nHy [03BONSNM
OXOMNOHYTU A0 KIMHaTHOI TemnepaTypu 1 nepemiwy-
Banu npotarom 12 roguH. 3a peakuiiHo CyMILLLLO
crnocTepirann 3a gonomoroto PX/MC. OcHoBa oca-
axysanu 3a gonomoroto 20% NH4OH (10 mn) i noTim
NOBTOPHO po3umHaAnuM 3 1 H. HCI (100 mn) i micns ubo-
ro Ha 3akiH4eHHs MOoBTOpHO ocamkyBanu 3 20%
NH4OH. Ocap 36upanu n npommsanu H>O. MoTim
HeouMLLEHNA MpoAyKT KpucTanidysann 3 9:1 erta-
Hon/Bopa, ogepxywun 5,95 r npoaykty 3 BMXOOOM
55%. MC (ES) MH": 187 anst C7H1oN20,S.

MpomixHa cnonyka 179

ETunn 2-xnop-5-metun-1,3-Tiason-4-kapbokcmunaT

ETun 2-amiHo-5-meTnn-1,3-Tiason-4-kapbokcunaT
(MpomixHa cnonyka 178, 3 r; 16,1 mmonb) i 6e3Boa-
HuA CuCly (3,25 r; 24,2 mmonb; 1,5 ekBiB.) 06'eaHy-
Banu B 6e3BogHOMY aueToHiTpuni (28 mn). Mo kpan-
nax gogasanu t-6ytun Hitput (90% Tux; 2,77 ; 24,2
mmonb; 1,5 eksiB.). CycneHsito nepemiwysanu npu
KiMHaTHI TemnepaTypi npoTarom 12 roguH i cnocte-
pirann 3a gonomoroto PX/MC. AueToHiTpun Buaans-
nn y BakyyMi 1 TBEpAY PEYOBUHY NMOBTOPHO PO3YUHSI-
am B CHCIs i H2O. Boghum wap nigkMcnanu 3a
ponomorot 2 H. HCI i chasu posginann. Hasaa ekcrt-
paryBanu BogHui wap 3 CHCIs. OpraHiyHi ekcTpaktu
ob'egHyBanu, Bucywysanu Hag Na,SO, i 3Hebaps-
NI0Banu ByrinnsM BnpogoBx 1 roavHu. PinbTpyBanu
Yepe3 wap UeniTy W KOHUEHTPyBanu, OOEPXYH4u
macno. [Npu BuaineHHi ogepxxysanu 2,62 r BkasaHoi B
3aronosky cnonyku 3 Buxogom 80%. Cnonyka goaat-
KOBO MOXe OyTM ouulieHa LUMSIXOM KOMOHKOBOI
cnew-xpomatorpadii i kpuctanisauii. MC (ES) MH™:
206, 208 gna C7HsCINO:S.

MpomixHa cnonyka 180

ETtvn 5-(6pommeTun)-2-xnop-1,3-tiazon-4-
kapbokcunar

Br
ClueS
\.« /
N (0]
0 \'—Me
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Etun 2-xnop-5-metun-1,3-tiazon-4-kapbokcunat
(MpomixHa cnonyka 179,2,8 r; 13,6 MMOnb) pO34MHSA-
nn B CCls (25 mn). NBS (2,3 r; 13 mmonb) i AIBN
(2,12 r; 13 mmonb) gopaBanu OfHIED MNOpLiE 1
OTpMMaHy peakuivHy Cymill Harpisanu B konbi 3i 380-
POTHMM XOMNOAMIbHUKOM npoTsirom 24 roguH. Ons
3aBepLUeHHs peakuii gogaTtkoso gogasanu NBS (690
mr; 0,3 eksiB.) i AIBN (636 mr; 0,3 mmonb). Npogos-
XKyBanu HarpiBaTyu [OAaTKOBO MpOTAroM 4 rOAuH.
OxonoaxyBanu OO KiMHaTHOI Temnepartypu, inbT-
pyBanu i KOHLEHTPYBanu MaToYHy piauHy. NMoBTOpHO
pO34MHANM B HeBenukin kinekocti AMCO (7 wmn) i
ounmwanu 3a pgonomorot Gilson BTPX (5-95%
ACN/0,1% T®K; yac nporony = 35 x8). Buginanu 1,15
r HeoGxigHoro npoaykTty 3 Buxogom 29% MC (ES)
MH": 284, 286, 288 ans C7H;BrCINO,S.

MpomixHa cnonyka 181

Etun 2-xnop-5-popmin-1,3-tiason-4-
kapbokcunaTt
ETun 5-(6pommeTunn)-2-xnop-1,3-Tiason-4-

kapbokcunat (MpomixHa cnonyka 180, 920 wmr; 3,2
MMOIb) PO3YMHANN B aLETOHITPUNI BUCYLLYBanu Hag
MONEKynApHUMK cutamun. Po3unH oxonogxysanu go
0°C i NMO (570 wr; 1,5 ekBiB.) gogaBanu OfHi€t0
nopuieto. 3a peakuiHO CyMiLLWKO cnocTepiranu 3a
ponomoroto PX/MC. HdopatkoBo aogasanu 1,5 eksi-
BaneHta NMO agBoma nopuissiMy npoTaroMm ABOX ro-
OVH. PeakuiiHy cyMill KOHUEHTpyBanu, ogepxyouu
TBEPAUN 3anuLIOK, MOBTOPHO po3umHsnun B EtOAcC i
npomuBanu H»O. Bucywysanu opraHiyHi peyoBuHU
Haa NapSOa4, dinbTpyBanu n KoHueHTpyBanu. bes
[oaaTkoBoro ouuieHHsa. MC (ES) MH*: 220,222 ans
C7HsCINO3S.

MpomixHa cnonyka 182

TpeT-6yTun 3-6pom-4-okconinepuaunH-1-
kapbokcunaTt

Xnoptpumetuncunad (5,6 mn, 44 mmonb) nosi-
NbHO JojaBanu OO po3uunHy  TpeT-6ytmn  4-
okconinepuaunH-1-kapbokcunaty (komepuiiHuia, 8 r,
40 mmonb), Tpuetunamivy (12,3 mn, 88 mmonb) i
OM®A (40 mn) npu kimHaTHIN TemnepaTtypi. OTpuma-
HWIA po34nH HarpiBanu go 75°C i nepemiwyBanu npo-
TArOM Houi B aTmocdepi asoTy. PeakuinHy cymil
OXOnoMXyBanu A0 KiMHaTHOI TemnepaTtypu W noTim
Ha nboAsHin GaHi. [Jo peakuiiHoi cymili NoBiNbHO
JodaBanu xXonogHun rekcad (250 mn), notim xonopa-
HWIA (Hacu4eHnin) BogHuM GikapboHaTt HaTpito (50 mn).
OpraHiyHy asy BigokpemnBanu 1 NpoMvMBanu Co-
NSHAM PO34YMHOM, BUCYLLYBanu Hag cynbdartom Ha-
Tpito, (PiNbTPyBanu 1 KOHLEHTPYBanu npu 3HMXEHOMY
TUCKY. HeouunweHni cuninosuii eHonosun edip pos-
YnHanm B TI® (15 mn) i oxonogxysanu go 0°C. N-
BpomcykuumHimig (7,1 r, 40 Mmonb) po3unHsnu B TP
(120 mn) i popaBanu NoBiNbHO (45 xB.) 4O peakuinHoi
cymiwi. OTpMMaHOi Cymili JO3BONANM NOBIMBHO Ha-
rpiTca OO KiMHaTHOI TemnepaTypy 1 nepemiwysanm
NPOTArom Houi. PeakuinHy cymill KOHLEHTpyBanu npu
3HKEHOMY TUCKY. HeouuweHuin 3anuiiok ouyviianuv
wnaxom dnewl-xpomarorpadii (rekcaHu/etunauerar,
5:1), ogepXylouM BKasaHy B 3arofnoBKy CrOMyKy Yy
Burnsai 6inoi TBepaoi peyvosuHn (11 ).

MC (ESP): 222,1 (M- tBu) ans C10H16BrNO3
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'H AMP (300 Mru, AMCO-de) &: 1,25 (s, 9H);
2,30 (m, 1H); 2,55 (m, 1H); 3,42-3,80 (m, 3H); 3,93
(m, 1H); 4,60 (m, 1H).

MpomixHa crnonyka 183

TpeT-6yTun 3-(meTunTio)-4-okconinepuaunH-1-
kapbokcunart
HaTtpin Tvometokcug (805 mr, 11,5 mmonb) go-

fasann o po3umHy  TpeT-6ytun  3-6pom-4-
okconinepnaunH-1-kap6okeunaty (MpomikHy cnonyky
182, 3,20 r, 11,5 mmonb) i TTP (15 mn) npu 0°C.
OTpuMaHOi CyMilli 4O3BONSANM NOBIMLHO HarpiTUCs 4o
KiMHaTHOI TemnepaTypy W nepemillyBanu MpoTArom
Houi. PeakuiiHy cymill 3araptoByBanu Bofot (15 mr)
i possogunu etunavetatom (150 mn). OpraHiyHy ca-
3y BigOKpemmnoBanM 1N NpoMyBany COMAHUM pPO3Yn-
HoMm. O6'egHaHy BogHy cha3dy 3HOBY ekcTparyBanu
etunauetaTtom (50 mn). O6'egHaHuiA opraHiyHWiA wap
BUCYLUYBanu Hag cynbaTtoM marhito, inbTpysanu, i
KOHLEHTpYBanu npu 3HWKEHOMY TuUCKy. HeouneHui
3anuWoK oyuanun LWnsxom dnewl-xpomatorpadii
(rekcanu/eTunauetat, 7:1), ogepXykuuM BKas3aHy B
3aronoBky crnonyky (2,4 r).

MC (ESP)Z 190,2 (M- tBU) ana C11H19NO3S

'H AMP (300 Mru, CDCls) &: 1,43 (s, 9H); 2,02
(s, 3H); 2,23 (dt, 1H); 2,95 (m, 1H); 3,20-3,40 (m, 2H);
3,65 (m, 1H); 3,90-4,20 (m, 2H).

MpowmixxHa cnonyka 184

Linc(z)-TpeT-6yTrn-4-amiHo-3-
(meTtunTio)ninepmnaunH-1-kapbokeunat

LliaHo6oporigpua HaTtpito (344 wmr, 5,48 mMmonb)
JofaBanu A0 po3duHy TpeT-6ytnn 3-(metuntio)-4-
okconinepuauH-1-kapbokeunaty ([MpomixHa crnonyka
183, 1,07 r, 4,40 mmonb), aueTaTty amoHito (3,24 r, 42
mMmonb) i metaHony (15 mn). OTpumaHy cymiw nepe-
MiwyBanu npoTsarom 4 roguH. PeakuinHy cymiw 3ara-
proByBanu wnaxom gopasaHHa 1 H. HCI (3 mn). do
peakuiiHOi CyMilli NoBiNbHO gofaBany BOOHUNA Gika-
pboHat HaTpito (HacuyeHuir, 50 mn), NoOTiM ekcTpary-
Banu etunauetatom (3x75 mn). O6'egHaHy opraHiyHy
hasy BucywlyBanu Hag cynbdaTtomMm HaTtpito, inbTpy-
Banu ¥ KOHUEHTPYBanu npu 3HWKeHOMy TUCKY, odep-
XKYHUM HEOUULLLEHUI aMiH.

MC (ESP) 247,3 (M+H) ana C11H22N2028.

MpowmixxHa cnonyka 185

TpaHc(x)TpeT-6yTnn
rinpokcuninepnanH-1-kapbokcunat

(o]
H N { N—{ Me
2 0 <‘Me
HO Me

BkasaHy B 3aronoBky CMOnyKy rotyBanu, sk onu-
caHo B Marquis R.W. i iH. J. Med. Chem. 1998, 41,
3563-3567 i/abo WO 9805336. MC (ES)MH":217 ans
C10H20N203; AMP: 1,45 (s, 9H), 1,80 (m, 1H), 1,95
(m, 1H), 2,21 (m, 1H), 2,62 (m, 1H), 2,75 (m, 1H),
3,28 (m, 1H), 3,47 (m, 1H), 3,81 (m, 1H), 4,11 (m,
1H), 4,28 (m, 1H), 8,20 (m, 1H).

MpomixxHa cnonyka 186

ETtvn 3-xnop-5-metun-1H-nipon-2-kapbokcunat

Cnonyky roTyBanu 3a [AOMOMOrOK MeTOAUKHU,
onucaHoi ans MpoMixHoi cnonyku 2.

MC (ESP): 188 (MH") anst CgH10CINO,

4-amMiHO-3-
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H amp (CDCl) &: 1,37 (t, 3H); 2,26 (s, 3H); 4,32
(a, 2H); 5,96 (s, 1H); 8,81 (br, 1H).

MpomixHa cnonyka 187

ETtun 4-6pom-5-meTtun-1H-nipon-2-kapbokcunat

Cronyky roTyBanu 3a [OMOMOIOK METOAWKH,
onucaHoi ang MNpomixxHoi cnonyku 2.

MC (ESP): 234 (MH") anst CgH10BrNO;

"H-AMP §: 1,27 (t, 3H); 2,17 (s, 3H); 4,22 (q, 2H);
6,74 (s, 1H); 12,10 (s, br, 1H).

MpomixkHa cnonyka 188

4 Etun  4-6pom-3-xnop-5-metun-1H-nipon-2-
Kapbokcunat

Etun  4-6pom-5-metun-1H-nipon-2-kapbokcunat
(MpomixHa crnonyka 187, 2,87 r, 12,4 mMonb) po3yu-
Hanum B 6e3sogHomy OM®A (30 mn), popasanun N-
xnopcykumHimig (1,66 r, 12,4 mmonb) i oTpUMaHy cy-
MilW nepemillyBanu npu KiMHaTHI TemnepaTtypi npo-
TArom Houi, gogasanu we N-xnopcykuuHimiag (0,83 T,
6,2 mMMonb) i TemnepaTypy peakuii nigsvwysanu go
35°C, nepemiwyBanu npotarom 4 roguH. Cymiw Bnu-
Banu B XONOAHWMA BOAHWUI PO3YUH FiapoKcuay Hatpito
(2M) (50 mn), ekcTparyBanmu NpoCTUM [AieTUIOBUM
edipom (2x50 mn). MoTim opraHiyHy a3y npomwuBa-
nv Bogot (20 mn) i consiHum po3uuHom (20 mn), Bu-
cywyBanu Hag 6e3BogHuMM cynbdaTtoM HaTpito 1
OoyMLLanuM LWMSAXOM KOMOHKOBOI xpomatorpadii (rek-
caHw/eTnnaueTaT, rpafieHT), OAepXyun HeobXigHWN
npoaykT y BurnsAgi 6inoro kpucrana. (1,2 r).

MC (ESP): 268 (MH") anst CgHgBrCINO;

'H AMP (CDCls) &: 1,38 (t, 3H); 2,30 (s, 3H); 4,34
(a, 2H); 9,0 (br, 1H)

MpomixHa cnonyka 189

eTun 4-xnop-3,5-gumeTtun-1H-nipon-2-
kapbokcunaTt

N-XnopcykumHimig (1,77 r, 13,25 mmonb) gopa-
Banu Ao posyuHy etun 3,5-aumeTun-2-nipon kapbok-
cunaty (2,11 r, 12,62 mmonb) y xnopodopmi (45 mn).
PeakuivHy cymill nepemillyBanv npu KiMHaTHIin TeM-
neparypi npoTsarom 24 roguH i NOTiM BnvMBanu B 2 H.
NaOH. OpraHi4yHuin Wwap npoMuBanu BOAOK W cons-
HMM PO34MHOM, BUCYLLYBanNu Hag, cynbgaToM HaTpito,
dinbTpyBanu, i KOHUEHTPYBanNu Npu 3HMXEHOMY TUC-
Ky, OOEPXYI4M HEOuMLLEeHy TBEepAy peyoBuHy. He-
OYMLLEHY TBEPOY PEYOBUHY PO3YMHANM B raps4omy
MeOH, oxonomxyBanu A0 KiMHaTHOI TemnepaTypw, i
ocaa 3bupanu wnaxom ginbtpauii (493 mr, 19%).
MC (ES) MH": 174 anst CoH12CINO,.

MpomixHa cnonyka 190

etun 4-xnop-3-[(E)-(meTokciimiHo)MeTun]-5-
MeTun-1H-nipon-2-kapbokcunar

0~
<~ OM
cl N Me

Me™ "N ~Me
H
0

Po3unH TMpomixxHoi crnonykn 191 (300 wmr, 1,39
Mmorb) B MeOH (5 mn) i nipnamui (1,5 mn) 3 rigpox-
nopuaom metunamidy (255 wmr, 3,06 mmonb) HarpiBa-
nn po 60°C npotdrom Hodi. PeakuiiHy cymil oxorno-
OXyBanu OO KiMHaTHOI TemnepaTtypy ©W NOTIM
posnoainanu mik metunenxnopuaom i 10% HCI. Op-
raHiyHU Wap BUCYLLYBanu Hag cynbdaTtoM HaTpito,
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dinbTpyBanu, i KOHUEHTPYBanu Npu 3HWKEHOMY TUC-
Ky, OAEPXyroun He 30BCiM Biny TBepay peyvoBuHy.

MC (ES) MH": 245 gnsa C1oH13CIN2Os;

AMP (OAMCO-ds): 1,29 (t, 3H), 2,36 (s, 3H), 3,83
(s, 3H), 4,27 (q, 2H), 8,03 (s, 1H), 12,31 (s, 1H).

MpomixxHa cnonyka 191

etun 4-xnop-3-copmin-5-meTun-1H-nipon-2-
kapbokcunar

POCI; B 1,2-anxnopetaHe (14 mn) NOBiNbHO A0-
Aasanu ao posunHy JM®A (4,37 mn, 59,79 mmonb) B
1,2-pnxnopetane (10 mn). Peakuiiy cymiw nepemi-
wysanu npotsarom 15 xB i noTiM gogasanu MNpomixHy
cnonyky 7 (2,04 r, 10,87 mmonb). PeakuiiiHy cymiw
HarpiBanu B konbi 3i 3BOPOTHUM XONOAWUIBHUKOM
NpOTArom 3 roauH i NOTIM OXOMNOAKYBanu A0 KiMHaT-
HOi TemnepaTypu. PeakuiiHy cymiw o6pobnsanu aue-
Tatom Hatpito (10 r) y Bogi (25 mn) i nepemiwysanm
npotarom 1 roamHn. Cymill ekcTparyBanu MeTuneHx-
nopvaoM, NpoMMBanu BOAOK, BUCYLLYBanu Hag Cy-
nbdaToM HaTpito, inbTpyBanu, i KOHUEHTpyBanu
NPy 3HWKEHOMY TUCKY. [pn OYMLLEHHI LIMSXOM KOMo-
HKOBOI chnelu-xpomaTtorpadii (giokeug kpemHito, 2:1
rekcaHu/eTunaveTar) ogepXxysanu HeobxigHy cnony-
Ky (720 mr). MC (ES) MH": 216 ans CoH10CINOs.

MpomixxHa cnonyka 192

etun 3-6pom-4-xnop-5-meTun-1H-nipon-2-
kapbokcunat

Bpom (0,56 mn, 11 mmonb) foaasanu 4O po34u-
Hy 11 (5,3 Mmmonb) eTun 4-xnop-5-meTun-1H-nipon-2-
kapbokcunaty (MpomixHa cnonyka 7) i 0,8 mn (5,7
mmonb) EtsN B CH.Cl,. lNicna nepemiwyBaHHs npu
KIMHaTHI TemnepaTypi NpOTArom 2 roavH, gogasanmu
BoaHun NaHSOs i Bugansnun CH.Cl, i BogHuii 3anu-
wok posnoginanu mix sogoto n EtOAc. EtOAc Bigo-
KpemmoBanu i NpomMyBany CofnsiHUM po3ynHoM. MNpu
3piricHeHHi BucywyBaHHA (MgSO.) i BuoaneHHi pos-
YMHHMKa ogepxyBanu 1,5 r NpoayKkTy y BUrMNSAi TBep-
poi  pevosumHn. MC (ES) (MH): 240 pans
CgH9BrCINO,; AMP (de-OMCO): 1,3 (1, 3H), 2,2 (s,
3H), 4,2 (q, 2H), 12,3 (s, 1H).

MpowmixxHa cnonyka 193

etun 4-xnop-3-uiaHo-5-metnn-1H-nipon-2-
kapbokcunat

A3oTHUIA ra3 GapbotyBanu 4yepe3 cymiw 1,4 r
(5,25 w~mmonb) etun  3-6pom-4-xnop-5-meTun-1H-
nipon-2-kap6okcunaty (MpomixHa cnonyka 192), 470
r (4 monb) Zn(CN),, 250 mr (0,26 mmonb) Pdx(dba)s i
302 wmr (0,26 mmonb) dppf B 15 mn OM®A npoTsirom
15 xB. Cymiw HarpiBarmm npu 130°C npotsrom 1 ro-
avnn. JopaTkoBo gogasanu Zn(CN)2 (1 ), Pdy(dba)s
(500 wr) i dppf (604 wr). Nicna 6apboTyBaHHA Yepes
N2 npotdarom 15 xB i HarpiBaHHs npu 130°C npoTtarom
2 roavH, popatkoBo popasanu Zn(CN)z (0,5 r),
Pdy(dba)s (250 wmr) i dppf (302 wmr). MNpogosxysanu
HarpiBaHHsa npu 130°C npoTtarom 2 rogmH. Po34mHHMK
BMAANANM M 3anuwok posnoginanu mix EtOAc i Bo-
poto. EtOAc BigokpemntoBanu  npoMmBany ConstHUm
posumHoM. O6'egHaHi BOOHI Lapu 3HOBY ekcTparyBa-
nun EtOAc, wo npoMmBanu consHnm po3vmHom. O6'e-
AHaHi EtOAc ekctpaktu Bucywysann (MgSOs) i KoH-
LeHTpyBanu. 3anuwok ouunwanm LUIISIXOM
xpomarorpadii Ha cunikareni (100% CHCl, 3 HacTy-
MHUM eniooBaHHA rpagieHTom ao 5% MeOH B
CH2Cly), ogepxytoun 750 Mr npooykTy y BUrnsagi Tee-
pooi  peyoBuHn. MC (ES) (MH'): 213 pgns
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CgoHyCIN202; AMP (de-OMCO): 1,3 (t, 3H), 2,2 (s, 3H),
4,3 (q, 2H), 13,1 (s, 1H).

MpomixHa cnonyka 194

eTun 3,5-guxnop-4-meTtun-1H-nipon-2-
kapbokcunaTt

EtsN (5,5 mn, 39 mmonb) noBineHO Aogasanu Ao
po3sudmHy 2,0 r (13 mmonb) etun 4-metun-1H-nipon-2-
kapbokcunaty 1 3,1 mn SO,Cl, B 30 mn CHCl;, oxo-
NOAXEHOro Ha BOAHO-NboAsAHIN 6aHi. Cymiw Harpisa-
N Ao KiMHaTHOT TemnepaTtypu nNpu nepemillyBaHHi
npotarom Houi. lMicna o6pobkn BogHum NaHSOs;,
CH.Cl; Bupansnu " BOAHUA 3anuLIOK PO3BOAWUIN
BOZOK 1 ABa pasu ekctparyBanu EtOAc. EtOAc ekc-
TpakT¥ NPOMMBANU CONAHUM PO3YMHOM, BUCYLLYBAmu
(MgSOy4) i KOHUeHTpyBanu, TBepay PeYOBUHY, SKY
3anuwmnacs, [gBa pasv nepekpucranisoByBanu 3
50% BogHoro EtOH, ogepxytoun 1,38 r npogykty y
BurnaAgi 6inoi TBepaoi pevosuHn. MC (ES) (M-H):
222 pna CgHoCloNOy; AMP (ds-OMCO): 1,3 (t, 3H),
1,9 (s, 3H), 4,25 (q, 2H), 12,8 (s, 1H).

MpomixHa cnonyka 195

4-xnop-3,5-aumeTun-1H-nipon-2-kapboHoBa Kuc-
nota

Cl Me
Ne—r
/]1\ /IJ\”/OH
Me N
H
0

OpepxyBanu 3a 4OMOMOro METOAMKU, ONUCaHOI
ans lMpomixHoi cnonykn 1, BukopmctoBytoum Npomi-
XHy cnonyky 189 sk BUXigHy pe4oBuHY.

MC (ES) MH": 174 gnsa C;HgCINO,

MpomixkHa cnomnyka 196

3-xnop-5-metun-1H-nipon-2-kap6oHoBa kucnoTta

OpepxyBanu 3a 4OMNOMOrol METOANKM, ONMUCaHoT
ansa MNpomixHoi cnonyku 1, BukopuctoBytoumn NMpomi-
XHY cnonyky 186 sk BUXiOHY peyoBUHY.

MC (ESP): 160 (MH") ans Cs¢HsCINO,

'H AMP (CDCls) &: 2,29 (s, 3H); 6,02 (s, 1H);
8,83 (br, 1H).

MpomixxHa cnonyka 197

4-6pom-5-meTnn-1H-nipon-2-kapboHoBa kucnorta

OpnepxyBanu 3a 4OMNOMOro0 METOAMKU, ONUCaHOT
ansa MNpomixHoi cnonyku 1, BukopuctoBytoumn Mpomi-
XHY cnonyky 187 gk BUXiOHY peyoBUHY.

MC (ESP): 206 (MH") ans CsHsBrNO,

AMP (CDClz) 6: 2,31 (s, 3H); 6,97 (s, 1H); 9,08
(s, br, 1H).

MpomixHa cnonyka 198

4-6pom-3-xrop-5-meTnn-1H-nipon-2-kapboHoBa
KucnoTa

OpepxxyBanu 3a 4OMOMOro METOAMKU, ONMUCAHOIT
ansa MpomixHoi cnonykm 1 i MpomixHa cnonyka 188.

MC (ESP): 240 (MH") anst CsHsBrCINO;

MpomixHa cnonyka 199

4-xnop-3-[(E)-(meTokciimiHO)MeTuny]-5-meTnn-
1H-nipon-2-kapboHoBa kucnota

CwvHTesyBanu, sk onmcaHo gns NpomikHOi cno-
nyku 1 i3 MpomixxHoi cnonykn 190.

MC (ES) MH": 217 anst CoHoCIN2Os.

MpomixHa cnonyka 200

4-xnop-3-uiaHo-5-meTun-1H-nipon-2-kapboHoBa
KMcrnoTa
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Po3unH 670 mr (3,2 mmonb) etun 4-xnop-3-
uiaHo-5-metun-1H-nipon-2-kapbokcunaty ([pomixHa
cnonyka 193) i 3,2 mn (3,2 mmonb) 1 H. NaOH B 20
mn MeOH Harpisanu npu 100°C y MikpOXBUITbOBOMY
peakTopi npoTsrom 2 roguH. Cymiw po3sBoaunm BO-
poto n ekctparyBanu EtOAc. EtOAc npommBanu 1 H.
NaOH. O6'egHaHi BogHi Wwapu nigkucnanu 3a gono-
moroto koHueHTpoaHoi HCI i 2 pa3n ekcTparysanu
EtOAC, KOXHUI eKCTpaKT nMpommBanu COMSHUM PO3-
ynHoMm. [pu 3gincHenHi BucywyBaHHA (MgSO4) i Bu-
AaneHHi po3yMHHMKa oaepxyBanu 535 Mr npoaykTy y
Burnagi teepaoi peyvosuHu. MC (ES) (M-H): 183 ansa
C7HsCIN2O2; AMP (de-OMCO): 2,2 (s, 3H), 12,9 (s,
1H), 13,3 (s, 1H).

MpomixHa cnonyka 201

3,5-anxnop-4-meTtun-1H-nipon-2-kapboHoBa Kuc-
nora

Po3uuH 1,1 rm (4,95 mmonb) etun 3,5-guxnop-4-
meTun-1H-nipon-2-kapbokcunaty (MpomixHa cnonyka
194) i 1,7 r (9,9 mmons) Ba(OH), B 50 mn 1:1 EtOH-
H20 HarpiBanu npu 85°C npotarom 9 roguH. Cymiw
po3BOAMNKN BOAOLO, NigkMcnanu 3a gonomoroto 20 mn
1 H. HCI i 3 pasu ekctparyBanu npoctum edipom.
Mpoctun edhip npomuBanu BOAOK, BUCYLLyBanu
(MgSOa) i kKoHueHTpyBanu, ogepxytoun 1,0 r npoayk-
Ty y Burnagi tsepgoi pedosuHn. MC (ES) (M-H): 194
ansa CgHsCIloNO2; AMP (de-OMCO): 1,9 (s, 3H), 12,7
(s, 1H), 12,8 (s, 1H).

MpowmixxHa cnonyka 202

3,4-guxnop-5-metun-1H-nipon-2-kapboHin  xno-
pva

Po3umH 10,4 r (54 mmonb) 3,4-guxnop-5-meTun-
1H-nipon-2-kap6oHoBoi kucnotu (MpoMixkHa cnonyka
1) B8 100 mn SOCI; HarpiBanu B konbi 3i 3BOPOTHUM
xonoaunnbHUkoM npoTtarom 30 XxBUNWUH. PO34YMHHMK
Buaananu, ogepxytoun npogykt. AMP (CDCls): 2,3
(s, 1H), 8,8 (s, 1H).

MpomixHa cnonyka 203

2,2,2-tpuxnop-1-(4,5-guxnop-1H-nipon-2-
in)eTaHoH

o PO34YUNHY 2,2,2-tpuxnop-1-(1H-nipon-2-
in)etaHoHy (1,00 r, 47,06 mmonb) y anxnopMmeTaHi (8
M), MOBINbHO AopaBanu cynbdypunxnopug (1,60
mn, 0,188 monbk) npu KiMHaTHI TemnepaTypi. Peak-
LiMHY cyMill nepemillyBany nNpoTAroM Hodi W 3arap-
TOBYBanvM BOAOK W €KCTparyBanu OUXIIOpMEeTaHOM.
EkcTpakT npomuBanu HacuyeHnm GikapboHatom Ha-
Tpito, BOAOK N COMSIHAM PO34MHOM. [loTiM Moro Bu-
cyllyBanu Hag cynbdaTtoM MarHito 1 KOHLEHTpyBanu,
ofepXyun HeobxigHWA npoaykT y Burnsgi 6inoi
TBepaoi pevosuHu (0,90 r).

MC (ES) M™: 279 ans CsH2NCIs0O

MpomixHa cnonyka 204

eTun 2-6pom[1,3]Tiazono[4,5-b]nipnanH-7-
kapbokcunart

Ho 0°C cymiwi CuBr 2 (229 wr, 1,02 mmonb) B
aueToHiTpuni (3 mn) noeinbHo goaasanu t-6yTun Hit-
put (0,15 mn, 1,28 mmonb). PeakuiiHy cymiw nepe-
Miwysanu npotarom 15 xB i noTim gogasanu Mpomi-
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XHy cnonyky 205 (250 mr, 0,85 mmonsb). PeakuinHy
CyMiLl nepemillyBany NpoTarom 2 roguH, po3noains-
N MK NPOCTUM AieTUNOBUM eqipoM i BOAOLO, i inb-
TpyBanu 4vepes giatomoBy 3emnio. OpraHiyHui wap
NpoMMBanu BOAOK N COMAHMM PO34YMHOM, BUCYLLYBa-
nv Hag cynbdaTtom HaTpilo, pinbTpyBanu, i KOHLEHT-
pyBanu npv 3HWKEHOMY TUCKY. [pn ouneHHi wnsa-
XOM  KONOHKOBOI  chriewu-xpomatorpadii  (aiokena
KpeMmHito, 1:1 rekcaHu/eTunaueTaTt) ogepxyBanu He-
06xigHui npoaykT (38 wmr, 16%).

MC (ES) MH": 174 ansa CoH7BrN,0,S.

MpomixHa cnonyka 205

etun 2-amiHo[1,3]tiasono[4,5-b]nipnann-7-
Kapbokcunat

[o posunHy [MpomixHoi crnonyku 206 (944 wr,
4,20 mmonb) B ouTtoBi kucrnoTi (12 mn) gogasanu
Tpubpomig GeHaunTpumeTun amodito (1,67 r, 4,28
MMonb). PeakuiiiHy cymill nepemillyBanu npu KiMHa-
THIW TemnepaTypi NPOTAroM 2 roAuvH i TBepay pedyo-
BVHY, sika yTBOpMnacs, 3dvpanu wnaxom dinbTpadii,
ofepXKytum HeobXioHy cnonyky y BUrmsaai coni ouro-
Boi kucrotu (1,20 r).

MC (ES) MH": 224 gnsa CoHoN3O,S.

MpomixkHa cnonyka 206

eTunn 2-[(amiHokapboHOTIOIN)aMiHO]i3OHIKOTMHAT

PosumH TMpomixHoi cnonykm 207 (2,10 r, 6,38
MMornb) B eTaHoni (20 mn) i kapboHaTy kanito (882 wmr,
6,38 mmonb) HarpiBanu o 80°C npoTtdrom 2 roguH.
PeakuiiHy cymiw oxonogxysanu OO KiMHATHOI TeMm-
nepatypu v TBepay PevoBUHY, sika yTBopunacs, 36u-
panu wnaxoMm dinbTpadii, ogepxyrun HeobxigHy
CMONyKy.

MC (ES) MH": 226 ans CoH11N30,S;

AMP (OMCO-de): 1,17 (t, 3H), 4,18 (q, 2H), 7,29
(m, 1H), 7,59 (s, 1H), 8,25 (m, 1H), 8,87 (s, 1H),
10,24 (s, 1H), 10,63 (s, 1H).

MpomixHa cnonyka 207

etun 2-
{[(6eH3oinamiHO)kapOOHOTIOIN]aMiHO}i3OHIKOTUHAT

Jo 0°C po3uuHy 6eH3un izoTiouiaHaTy (1,25 mn,
9,27 mmonb) B aueToHi (15 mn) noeinbHO Aogasanu
eTnn 2-amiHoi3oHikoTuHaT (1,4 r, 8,43 mmoneb). Peak-
UiHy cymiWw nepemiwyBanu npotarom 1 rogvHu 1
BNvMBanu B nig. Teepdy peyvoBuHy, sika yTBOpuUnacs,
36upanu wnsaxoMm GinbTpauii 1 npomuBanuM BOAOH,
onepXKy4um HeobxigHW NnpoaykT (2,10 ).

MC (ES) MH+Z 330 ana CleH15N303S.

MpomixHa cnonyka 208

2-xnop-5-HiTPoi3OHIKOTUHOBA KMCMoTa

Posumn 13,7 r (46 mmonb) NaxCr,O3 B 100 mn
KOHUeHTpoBaHoi H2SO4 noBinbHO AogaBanu 40 pos-
aiHy 3,0 r (17,4 wmmonb) 2-xnop-4-metun-5-
HiTponipnamHy po3dnHanu B 100 mMn KOHUEeHTpyBanu
H2SO4, y TOM Yac 5K OXONOAXyBanu B CyMilli Boan 3
neopoM. [lo3sonsanu Harpitucs 4O KiMHaTHOI Temne-
paTypy 1 nepemiwyBanu npoTAroMm Hodi. Po3unH
BnuBanu B 600 mn nboay 1 ABa pa3w ekcTparyBanv
EtOAC, KOXHUIA eKCTpakT npomuBany COMSHUM pO3-
ynHom. O6'egHaHi OpraHivHi €KCTpakTu BUCYLLYBanu
(MgSO4) i KOHUeHTpyBanu, ofepXykouu MpoaykT Yy
BUMSAI Macna 3 BUCOKAM 3MICTOM CMOSIUCTUX Peyo-
BuH. MC (ES) MH": 203 ansa CeHsCIN,O..

MpomixHa cnonyka 209

etun 2-amiHo-4-(rigpokcumeTnn)-1,3-Tiazon-5-
kapbokcunaTt
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PosuH 5,0 r (37 wmmomb) 3-xnopdypaH-
2,4(3H,5H)-gioHy n 3,3 r (43 MMonb) TIOCEYOBUHM B
50 mn EtOH HarpiBanu B konbi 3i 3BOPOTHMM XOJO-
AVNBbHUKOM MPOTAroM 4 roguH. PO34vMHHUK BUugansmm
M 3anNULLOK PO34MHANKM Yy BoAi 3 goaasaHHaM 1 H. HCI.
BoaHuin po3unH nignyrosyBanu 3a AOMOMOrOK BOA-
Horo Na;COzs. B'aski TBepAi peyoBuHU, ki yTBOpIOBa-
nues, inbTpyBanu, NpoMMBanu BoAOK W BUCYLLIYBa-
nn y Bakyymi. AMP: 1,2 (t, 3H), 4,2 (q, 2H), 4,6 (s,
2H), 4,9 (s, wupokui, 1H), 7,8 (s, 2H).

MpomixHa crnonyka 210

etun 2-amiHo-4-({[TpeT-
6yTun(gumeTtun)cunin]okcuimeTnn)-1,3-Tiazon-5-
kapbokcunar

[o posunHy 2,0 r (9,8 mmonb) eTun 2-amiHo-4-
(rippokcnmeTnn)-1,3-Tiazon-5-kapbokcunaty (Mpomi-
xHa cnonyka 209) i 1,3 r (19,4 mmonb) imigasony B 20
mn OM®A popasarm 1,6 r (10,6 mmonb) Tpert-
6yTunammeTuncunin xnopugy. licns nepemiwyBaHHs
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NPOTAroM 2 rOAWH, PO3YMHHWUK BUAANANW A 3anuwok
pecycnengysanu y Bogi. HeposuuHHi TBepAi peyoBu-
HW 30upanu, noapibHioBanu, npomMuBanu BOAOK W
BUCYLUYBanu y BakyyMmi, ogepxytouun 2,95 r npoaykry.
MC (ES) (MH+)Z 317 ana C13H24N20388i; AMP (de-
AOMCO): 0,03 (s, 6H), 0,86 (s, 9H), 1,2 (t, 3H), 4,1 (q,
2H), 4,8 (s, 2H), 7,8 (s, 2H).

MpomixkHa cnonyka 211

etun 4-({[TpeT-
oytun(gumeTtun)cuninjokcmimeTnn)-2-xnop-1,3-
Tiason-5-kapbokcmnar

TpeT-BytunuitTput (1,8 mn (14 mMmonb) NoBiNbHO
popasanu oo cymiwi 2,9 r (9,2 mmornb) eTun 2-amiHo-
4-({[TpeT-OyTUn(gumeTun)cuninjokcmimetun)-1,3-
Tiason-5-kap6okcunaty (MpomixHy crnonyky 210) i
1,95 r (14 mmonb) CuCl, B CH3CN. lMicns nepemily-
BaHHS NpW KiMHaTHI TemnepaTypi NPOTArom 2 roavH,
PO3YMHHMK BUAANSANN N 3anuvLLOK pecycneHayBanu B
EtOAc, wo 2 pa3n npommanu 1 H. HCI i ognH pa3
COMNSHUM pO34MHOM. [pu 34INCHEHHI BUCYLLYBaHHA
(MgSO0y) i BuganeHHi po3ynHHuka ogepxxysanu 2,95 r
npoaykty y Burnagi macna. AMP (CDCls): 0,1 (s, 6H),
0,9 (s, 9H), 1,35 (t, 3H), 4,3 (q, 2H), 5,0 (s, 2H).

MpomixxHa cnonyka 212

HacTtynHa [pomixHy cnonyky cuHTe3yBanu 3a
AONOMOrot MeToy, aHanoriyHoro 4o OnuMcaHoro Ans
MpomixkHoi cnonykn 211, 3 BMXiaHUX pe4voBuH (BP),
HaBeAeHUX y Tabnuui Hwkye

Ipom. Croayka Hani BP

212 eTHN 4-aleTHn-2- HMP (CDCly): 2,6 (s, TpoMixmna cionyka 222
xnop-1,3-Tiazson-5- | 3H), 3.9 (s, 3H)
KapDOKCHIAT

MpomixHa cnonyka 214

metun  2-xnop-4-(1-rigpokcu-1-metunetmn)-1,3-
Tiason-5-kapbokcunar

Po3uunH 5,6 mn (11,2 mmonb) 2 H. AlMes y Tonyo-
ni gogaeanu po 6GaHi cyxuin nig-auetoH 1,14 r (5,2
MOIb) MeTun 4-aueTtnn-2-xnop-1,3-tiason-5-
kapbokecunarty (MpomixHy cnonyky 212) B 20 mn 6e3-
BogHoro CH2Cl,. Cymiwi 403BONSINM MOBINBHO Harpi-
TMCS OO0 KiMHaTHOI TemnepaTypu, NoTiM 3arapToByBa-
nn 3a gonomoroto MeOH. lMicnsa nepemiwyBaHHs npu
KiMHaTHI TemnepaTypi NPOTAroM HoOui, CyMill po3BO-
aunun 1 H. HCI i nepewmiwyBanu 15 xB, NoTiM po3Bo-
aunu Bogoto n asa pasu ekctparysanu EtOAc. EtOAc
NpOMMBaNM  COMSIHUM  PO3YMHOM,  BUCYLUyBamnu
(MgSO04) i KOHUEHTpYBanu, OAEPXKYH4YM Macro, sike
ounanm 3a gonomoroto xpomaTtorpadii (50% rekca-
Hn B CH)Cl, 3 entotoBaHHsaM rpagieHTom o 100%
CH2Cly), ogepxytoum 720 Mr npoaykTy y BUrnagi ma-
cna. AMP (CDCls): 1,5 (s, 6H), 3,8 (s, 3H), 5,7 (s,
wrpokmn, 1H).

MpomixHa cnonyka 215

etun 2-xnop-4-(rigpokcumeTun)-1,3-tiazon-5-
kapbokcunart

cl—_-S [ e
\(ﬂoJ
N
HO

Posuvn 17,7 r (53 wmmonb) etnn 4-({[TpeT-
oytun(gumeTtun)cuninjokcmimeTnn)-2-xnop-1,3-
Tiason-5-kap6okcunary (MpomixHy cnomnyky 211) i 53
Mn (53 mmonb) 1 H. HCI y piokcaHi nepemiwysanu
npu KiMHaTHI Temnepatypi npotarom 1 rogumHu. Cy-
Miw 3 pasu ekctparysanu EtOAc, wo Bucywysanu
(MgSO0s) i kKoHUueHTpyBanu, ogepxytoun 11,3 ry Bu-
rmsagi xxosrorapsadoro macna. NMpu oYnLeHHi Wnaxom
XpomMaTorpadii Ha cunikareni opep)xysanu TBepay
peyoBuHy. AMP (CDCls): 1,2 (t, 3H), 3,1 (s, wupokun,
1H), 4,2 (q, 2H), 4,8 (s, 2H).

MpomixxHa cnonyka 216

4-{[4-({[TpeT-ByTUN(ammeTnn)cuninjokcnimeTun)-
2-xnop-1,3-tiazon-5-injkap6oHin}MopdoniH

Po3unH 2 H. MesAl y rekcaHax (0,91 mn, 1,82
MMOIb) NOBINbHO Aofasanu Ao po3uunHy 0,16 mn (1,8
MMorib) MopdponiHy B 4 mn CH2Cl,. Micns nepemiwy-
BaHHA npoTtarom 15 xB, gogasanu po3umH 0,5 1 (1,5
MMOJb) etun 4-({[TpeT-
oytun(gumeTnn)cunin]okcuimeTun)-2-xnop-1,3-
Tiason-5-kap6okcunaty (MpomixHy cnonyky 218) B 4
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mn CH>Cl,. Po3uuH HarpiBanu npu 80°C y mikpoxsu-
NbOBOMY peakTopi NnpoTsaroMm 1 roamHu, noTiM BnuBa-
nn B po3seaeHy BoaHy HCI. Cywmiw 3 pasu ekcTpary-
Bann CH.Clz, wo npomuBanu COMASHUM PO3YMHOM,
BucywyBann (MgSO.) i KoHueHTpyBanu. 3anuiok
oyvanu wnaxom xpomatorpadii Ha cwunikareni
(100% CHCI; 3 HacTynHUM €enoBaHHAM rpagieHToM
0o 30% EtOAc B CH,Cly, ogepxytoum 315 mr npoayk-

Ty. MC (ES) (MH"): 377 ansa CisHsCIN,03SSi; AMP
(de-AMCO): 0,1 (s, 6H), 0,9 (s, 9H), 3,6 (m, 4H), 3,7
(m,4H), 4,1 (q, 2H), 4,75 (s, 2H).

MpomixHa cnonyka 217

HactynHa [MpoMixHy cnonyky cuHTesyBanu 3a
AONOMOrot MeTofy, aHanoriYyHoro 4o onuMcaHoro Ans
MpomixkHoi cnonykn 216, 3 BuxigHUX pe4vosuH (BP),
HaBedeHUX y Tabnuui H1xye.

IIpo | Cnostyka Hamni
M

BP

217 | 4-({[mpem-
OyTrn(AuMeTHT)CHITL JOKeH }
MeTii)-2-x1n0p-N-(1-MeTu-
1-tpeninernn)-1,3-tiazon-5-
kapGoxcamiz

SMP (dg-AMCO): 0,04
(s, 6H), 0,8 (s, 9H), 1,6 (s, | Kyminamin
6H), 4,9 (s, 2H), 7.2 (7,
1H), 7,3 (t, 2H), 7.4 (d,
2H), 8,6 (s, 1H).

[MTpomikHa criomyka 211 i

MpomixHa crnonyka 218

2-xrop-5-(mopdoniH-4-inkap6oHin)-1,3-tiason-4-
kapboHoBa kucnora

PosymH 173 mr (1,7 mmonb) CrOsz B 1 mn 4:1 BO-
na/H>SO4 popasanu y surnsagi podyunHy 310 wmr (0,82
MMOIb) 4-{[4-({[TpeT-
oyTun(gumeTtun)cuninjokcmimeTnn)-2-xmnop-1,3-
Tiason-5-inJkap6oHin}mopdoniHy (MpomixHa crnonyka
216) B 3 mMn aueToHy, OXONOOXXEHOro Ha INbOASHO-
BOAHIN 6aHi. Cymill nepemillyBanu npy HarpiBaHHi 4o
KiMHaTHOT TemnepaTtypu npotarom 90 xB. Jogasanu
TPOXM Kpansi isonponaHony, i Cymill po3soaunu BO-

oo 1 2 pasu ekctparyBanu EtOAc. EtOAc ekcTpakTu
npomMvBann  CONSIHAM  PO3YMHOM,  BMCYLLYBanu
(MgSOa) i KoHueHTpyBanwu, oaepxytodm 190 mr Ginoi
Teepaoi pedosuHn. MC (ES) (MH"): 277 ans
CgHoCIN204S; AMP (de-OMCO): 3,3 (m, 4H), 3,6 (m,
4H), 13,7 (s, 1H).

MpomixkHa cnonyka 219

HactynHa [MpoMixHy cnonyky cuHTesyBanu 3a
AOMOMOro0 MeToay, aHanoriYHoro 4o ONUCaHoro Ans
MpomixxHoi cnonyku 218, 3 BuxigHUX pedvoBuH (BP),
HaBeAeHUX y Tabnuui Huxve.

KapGOHOBa KHCII0Ta

TIpom. Crnonryka Jani BP
219 2-xnmop-5-{[(1- MC (ES) (M-H"): 323 ITpomixza cnonyka 217
MeTHII-1- JIIs C|4H|3C1N2025
(enineTnm)aMino |k
apbonin}-1,3-
Tiazon-4-

MpowmixxHa cnonyka 220
etun 5-(amiHokap6oHin)-2-xnop-1,3-Tiason-4-
kapbokcunar

s O
Cl\ﬁﬁCNHz
0
f—o

Me

PosunH 210 wmr etun 2-xnop-5-{[(1-meTun-1-
deHinetun)amiHo]kapboHin}-1,3-tiazon-4-
kapbokcunarty (MpomixkHa cnonyka 233) B 5 mn TOK
nepemMillyBanu npu KiMHaTHIin TemnepaTypi NpoTAroMm
HOYi. PO3YMHHMK BUAANANM M 3anMLLIOK PO3YNHANMN B S
M MeOH. PO34MHHMK 3HOBY BUOAnNANM M 3anmulok
po3TMpanu B MOPOLUOK i3 NPOCTUM edipoM, oaepxKy-
toum 57 mr 6inoi TBepaoi peyosnHu. AMP (de-OMCO):
1,3 (t, 3H), 4,3 (q, 2H), 8,2 (s, 1H), 8,8 (s, 1H).

MpomixkHa cnonyka 221

MeTun 2-xnop-4,4-ouMeToKCU-3-0KConeHTaHoaTt

SO.Cl; (2,2 mn, 27 MMOnb) NOBINbLHO AoAaBanu
00 po3unHy 5,0 r (26 Mmonb) meTun 4,4-OUMeToKCU-
3-okconeHTaHoata B 30 mn CH,Cl,, oxonogxeHoro
Ha NboAsiHO-BOAHIM GaHi. Po3unH HarpiBanu go kim-
HaTHOI TemnepaTypu N nepemiwysanu npotarom 1
roavHu. PO3YMHHUK BUAANsANM 1 3anuLioK pecycneH-
aysanu B EtOAC, Wo npomuBany BOAOK N COMSTHUM
po3sdmHoMm. [pu 3gincHeHHi BucywyBaHHa (MgSOy) i
BUOArNEHHI pPO3YMHHMKa ogepxyBanu 6,1 r macna.
AMP: (CDCIls): 1,5 (s, 3H), 3,25 (2s, 6H), 4,8 (s, 3H),

5,3 (s, 1H).

MpomixHa cnonyka 222

MeTun 4-aueTun-2-amiHo-1,3-Tiazon-5-
kapbokcunaTt

Po3unH 4,37 r (19 Mmonb) metun 2-xnop-4,4-
anmeTokcun-3-okconeHtaHoata (MpomikHy — cronyky
221) i 1,8 r (24 mmonb) TioceyoBnHu B 50 mn EtOH
HarpiBanu B Konbi 3i 3BOPOTHUM XONOAWUSIBHUKOM
npoTAromMm 3 roauvH. PO3YMHHUK BUAANANW N 3anuLoK
po3duHsanu B 1:1 aueToH-5 H. HCI i po34mH HarpiBanu
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B Konbi 3i 3BOPOTHUM XOMOAUNBHWKOM NpoTArom 4
rogvH. AUeToH BUOANANM U BOAHWIA 3anuLLOK HEenT-
panizyBanu 50% NaOH i noTim nignyrosyBanu BoAa-
HMM Na,COs;. OcapkeHi TBepai pevyoBuHU QinbTpy-
Banu, NMpoMvBanu BOAOK W BUCYLUYyBanun y BaKyyMi.
AMP (de-AMCO): 2,4 (s, 3H), 3,7 (s, 3H), 8,0 (s, 2H).

MpomixxHa cnonyka 223

isonponin 4-xnopnipuanH-2-kapbokecunaT 1-okeng

PosuvH 2,55 r (14 wmmonb) i3onponin 4-
xnopnipuaunH-2-kapbokeunaty (MpomixkHa cnonyka
232)i1,4 r (26 mmonb) .Mm-CPBA B 30 mn CHClI, ne-
pemilyBanu nNpu KiMHaTHI TemnepaTtypi NPoTArom 2
pHiB. Cywmiw 3araptoByBanu BogHuM NaHSOs i
CH.Cl, Bnpgananu. BogHwun 3anuwiok nignyrosysanu
3a gonomoroto BogHoro Na>COs, HacudyBanu NaCl i
nosTopHO ekcTparyBanu EtOAc. EtOAc Bucywysanu
(MgSO0s) i KoHUeHTpyBanu. 3anuwok pecycneHayBa-
nn B NpocToMy eqipi 1 HEPO3YMHHY PeYOBUHY Biadi-
nbTpoByBanu. PinNbTpaT KOHUEHTpyBanu W 3anuLiok
xpomarorpadpyBanu Ha cunikareni (100% CH.Cl, 3
entotoBaHHAM rpagieHtom o 100% EtOAc), opepxy-
toun 2,1 r npopykty y Burnagi macna. AMP  (de-
OMCO): 1,3 (d, 6H), 5,3 (centet, 1H), 7,25 (m, 1H),
7,5 (d, 1H), 8,1 (d, 1H).

MpomixxHa cnonyka 224

isonponin 4-xnop-6-LiaHonipnanH-2-kapbokcunat

PosuvH 200 wmr (0,86 mmonb) isonponin 4-
xnopnipuauH-2-kapbokcunat  1-okcmgy  (MpomixHa
cnonyka 223), 0,14 mn (1 mmonb) EtsN i 0,36 mn (2,7
MMonb) TpumeTuncuninuianigy 8 3 mn CHsCN Harpi-
Barnu npu 90°C npoTtarom Hodi. Po3unH possogunu
EtOAc i npomvBanm BOAOK N COMSHUM PO3YMHOM.
Mpu 3pivicHeHHi BucywyBaHHa (MgSOs) i BuganeHHi
PO34YMHHMKa OAepXyBanun Macno, ske ouuvwanu 3a
pornomoroto  xpomaTtorpadii Ha cwunikarens (100%
CHxCl; 3 HacTynHuMm eniolBaHHSAM rpagieHToM [0
10% EtOAc B CHCl,), ogepxytoum 130 Mr npogykty
y Burnsgi 6inoi Teepaoi pevosuHn. MC (ES) (MH™):
224 ana ClgH9C|N202; AMP (de-,D,MCO) 1,35 (d, 6H),
5,2 (centeT, 1H), 8,4 (s, 1H), 8,6 (s, 1H).

MpowmixxHa cnonyka 225

eTnn 2-xnop-5-opMinisoHikoTUHaT

Me 0
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Po3umH 51 mn (128 mmonb) 2,5 H. H-ByTunniTito B
rekcaHax noBinbHO gofasanu Ao TI® posymHy 16 mn
(95 mmornb) TeTpameTunninepuanHy, OXONOMXEHOro
Ha GaHi cyxun nig-aueToH. Po3uuH HarpiBanu go -
30°C i oxonogxysanu oo -60°C, noTim nopuismu go-
Aasanu 5,0 r (32 MMorb) 6-XMOPHIKOTUHOBOI KMCMOTW.
Cywmiw Harpisanu go -25°C i nepemillysBanv NpoTsrom
30 xBunuH. lMoTim Hei oxonomxyeBanu fo -70°C i
wewuako gogasanv 10 mn (129 mmone) AM®A. Micns
3arapToByBaHHs 3a gonomorot 1 H. HCI, po3ymH Ha-
rpisanv [0 KiMHaTHOI TemnepaTypw, p AOBOAWMU
npnbnunsHo o 4 wnaxom gogasaHHsa 1 H. HCI i pos-
4nH 6e3ynuHHo ekctparysanu EtOAcC npoTtarom Howi.
EtOAc Bucywysanm (MgSO.) i koHueHTpyBanu. 3a-
nunwok po3yunHsnu B 100 mn EtOH i 2 Mn KoHUeHTpy-
Bann H,SO, gogasanu. Po3unH HarpiBanu B konoi 3i
3BOPOTHUM XONMOAUIBHUKOM MpoTaroM 24 roguH. Cy-
Mil goBoaunu npubnusHo oo pH=4 3a gonomoroto
50% NaOH i gBa pa3u ekcTparyBanu npoctum edi-
pom. Mpoctun edip Bucywysanu (MgSOs) i KOHLEHT-
pyBanu, ogepXyl4du macro, sike xpoMaTorpadysanu
Ha cunikareni (50% rekcaHu B CH2Cl, 3 entoioBaHHSAM
rpagieHTom go 100% CHCI,), ogepxytoumn 1 r npoay-
KTy y BUMAA4i macna, sike MOoBiNbHO 3aTBepaiBano.
AMP (CDClz): 1,4 (t, 3H), 4,5 (q, 2H), 7,7 (s, 1H), 9,1
(s, 1H), 10,7 (s, 1H).

MpomixHa cnonyka 226

€TuN 2-X1op-5-HiTPOI30oHIKOTUHAT

Cymiw  2-xnop-5-HiTPOI30OHIKOTUHOBOI  KMCMOTH
(MpomixHa cnonyka 208) i 16 mn TpueTunopToaueTa-
Ty B 100 mn Tonyony HarpiBanu B konbi 3i 3BOPOTHUM
XOnoaunnbHWKOM npoTaroMm 2 roguH. Cymiw nepemi-
wysanu 3 1 H. HCI npotarom 30 xBunuH, nNoTiM po3-
noginanu mixx EtOAc i Bogoto. EtOAc BigokpemntoBa-
nM, NpoMMBanM BOJOK W COMSIHUM  PO34MHOM,
BucywyBlwTM (MgSQO4) i KOHUEHTpyBanu. Xpomaror-
padysanu Ha cunikareni (100% rekcaHu 3 entoroBaH-
Ham rpagieHtom go 100% CHClz, ogepxytoum npo-
aykT y Burnagi macna. MC (ES) (MHY): 231 ans
CsH7CIN2O4; AMP (de-OMCO): 1,3 (t, 3H), 4,4 (m,
2H), 8,1 (s, 1H), 9,2 (s, 1H).

MpomixHi cnonykn 227-233

HacTynHi crnonyks opepxyeBanu 3a [AOMOMOIoOH
MeToAy, aHanoriyHoro Ao onucaHoro ans [NpomixHoi
cnonyku 226, i3 BkasaHoi BUxigHoi peyosuHu (BP).
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IMpo | Cnoayka Hani BP

M.

227 | izonpomin 2-xnop-6- MC (ES) (MH): 214 2-XJ10p-6-METHII30HIKOTHHAT 1
METHJII30HIKOTHHAT s CipH2CINO;,; Tpizonponigoprodopmiart

SIMP (ds-IMCO): 1,3
(d, 6H), 2,55 (s, 3H),
5.2 (cenrer, 1H), 7,65
(s, 1H), 7,7 (s, 1H)

228 | izonmporin 4- SIMP (CDCly): 1,35 (d, | 4-xnopnipuans-2-kapbokcunar
XJIOPIipHIHH-2- 6H), 5,3 (cenrer, 1H), | i Tpizompomninoprodopmiar
xapboxcunar 7.4 (dd, 1H), 8,05 (d,

1H), 8,6 (d, 1H)

229 | izonpomin 4,5- SIMP (CDCls): 1,35 (d, | 4,5-nuxnopmipuus-2-
QUXJTIOPIipUIUH-2- 6H), 5,3 (center, 1H), | xapbokcunar (Graf, R. J. fuer
KapOokcHIaT 8.1 (s, 1H), 8,7 (s, 1H) | Prakt. Chem. (Leipzig) (1932),

133 36-50)i
Tpizonponijaoprodopmiar
230 | i3ompomin 2- SIMP (CDCls): 1,4 (d, | 2-drTopi3oHIKOTHHOBA KHCIOTa
$TOPI30HIKOTHHAT 6H), 5,3 (center, 3H), | i Tpisonponinoprodopmiar
o 7,5 (m, 1H), 7,7 (m,
0 1H), 8,35 (d, 1H)
_ >-Me
F— / Me
N

231 | etun 2-xnop-5- AMP: 1,3 (t, 3H), 3.3 [Mpomixknua ciomyka 218 1
(Mopdomin-4- (m, 2H), 3,5 (m, 2H), TPHETHJIOPTOALIETAT
inkap6onin)-1,3-tiazon-4- | 3,6 (m, 2H), 3,65 (m
KapOoKcHnaT 2H), 4,3 (g, 2H)

232 | izompormin 4- AMP (CDCl3): 1,35 (d, | 4-xmopnipuana-2-kap6oHoBa
XJIOPIipUIHH-2- 6H), 5.3 (cenrer, 1H), | kuciora i
kapbokcunar 7.4 (dd, 1H), 8,05 (d, TpizonpomnitoprodopMiar

1H), 8,6 (d, 1H)

233 | etmn 2-xuop-3-{[(1- MC (ES) (MH+7): 353 | [IpomixHna criomyka 219
MeTHI-1- s CygHy7CIN,0,S i TpEeTHIOpTOALIETAT
¢eHineTH)amiHo JkapboH
im}-1,3-riazon-4-

Kapbokcuaart

MpomixHa cnonyka 234

1,3-Tiazon-2-inmeTtaHon

[o nepemilyBaHOro posynHy KOMepUinHO OOCTY-
nHoro 1,3-Tiason-2-kapbanbaerigy (5,36 r, 47 MMonb)
y 6e3ogHomy mMeTaHoni (100 mn), npu 0°C i B atmMo-
cepi N2, nogasanu Goporigpug Hatpito (2,15 r, 57
MMOIb) y BUIMSAi TBEPAOT pe4oBMHN NPUBNM3HO Npo-
Tarom 20 xBunuH. PeakuinHy cymiw nepemiwysanu
NPOTSIrOM TOAMHW MpW TemnepaTtypi HaBKOMULIHLOIO
cepepoBua, B atmocdepi N2. [loBHE NepeTBOpPEHHS
nigTBepaxysanu 3a gonomoroto TLWX (50% etunaue-
TaT y rekcaHax; Rf ~0,23). PeakuiiHy cymill KOHLEH-
TpyBanu y Bakyymi. [lJo 3anuwky gogasanu 15 mn
BOAHOMO PO3YMHY XJIOpMAYy amoHito, i 15 Mn BogHoOro
PO34MHY Xropuay HaTpito; i3 Uiei cymiwi ekcTparyBa-
N HeoYMLLIEHUA NPOAYKT eTunauetatom (4X50 mn).
OpraHiuHi wapwu o6'egHyBanu, BUCYLLyBanu Hag cy-

NbdaToM MarHito, i KoHUeHTpyBanu. HeouuwieHy pe-
YOBUWHY BMKOpUCTOBYBanu 6e3 oAaTKOBOro OYMLLEH-
Hs1.

MC (ES) MH': 116 ans C4HsNOS. 'H AMP
(AMCO): 4,72 (d, 2H), 6,03 (t, 1H), 7,61 (d,
1H),7,71(d, 1H).

MpomixHa cnonyka 235

2-(6pommeTmn)-1,3-Tiason

Ff\
N{
Llto cnonyky cuHTesyeanu 3 BulieonucaHoi [po-

MDKHOI crnonyku 234, BMKOPUCTOBYIOUM METOAMKY,
onucaHy B Tetrahedron 61 (2005), c. 137. Heounue-

Br
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HYy PEeYOBUHY ouManu 3a [OMOMOrol KOMOHKOBOI
xpomarorpadii (cunikarenb, 15% eTunauetar y rek-
caHax). OpepxyBanu CBITNO-XOBTOrapsayy piavHy
(Buxig 57%) ogepxxyBanu; Ls peyoBMHA LUBUOKO PO3-
Knagaetbes, i Ti Bigpasy BUKOPUCTOBYBANM Ha HacTy-
nHin ctagii.

MC (ES) MH": 179 gns C4H4BINS. 'H AMP
(CDCls): 4,75 (s, 2H), 7,37 (d, 1H), 7,74 (d, 1H).

MpomixxHa cnonyka 236

ETtunn 2-xnop-4-metun-1,3-Tiason-5-kapbokcunar

CwuHTe3yBanu BignoBigHO 4O MEeTOAMKM, OnmncaHol
ans MpomixHoi cnonykn 17. MC (ES) MH™: 206, 208
Aans C7HCINO,S; 'H AMP (300 Mru; OMCO-ds) &:
1,28 (t, 3H); 2,60 (s, 3H); 4,28 (q, 2H).

MpomixxHa cnonyka 237

1-TpeT-6yTnn 3-meTtun 4-rigpoken-5,6-
avrigponipuauH-1,3(2H)-avkapbokcunat

MeTun 4-okconinepnguH-3-kapbokecunaT rigpox-
nopug (13,0 r) cycneHgysanu B 6essogHomy OXM
(100 mn) B atmocdpepi aproHy. DIEA (29,2 mn) nosi-
NbHO AOAABanM 3a AOMOMOroH LUMPULIA, OAEPXKYYM
3nerka MyTHUM po3yunH. PeakuiiHy cymill oxonogxy-
Banu go 0°C, i pogasanu au-tpeTt-6yTun ankapOok-
cunat (16,1 1), ogepXyrouM eK30TEePMIYHY peakLito.
PeakuinHy cymiw 3anvwanu nepemillyBatucsa npoTs-
rOM HOYi, MOBINBbHO HarpiBak4M OO KIMHATHOI Temne-
patypw. llicna uboro peakuiiHy Cymill KOHLEHTpyBa-
nn y Bakyymi 1 posnoginanu mik EtOAc (500 mn) i
HacuyeHnm BogHuMm NH4Cl (350 mn). EtOAc wap
npomMuBanu ConstHuMm po3vmHom (125 mn), Bucywysa-
nn Hapg 6e3BogHNUM MgSO, i KOHLEHTPYBanuM y Baky-
yMi, ofepxywun xoBTe Macno. lMpogykT oumwanu
wnsgxoM xpomartorpadii Ha cunikareni (1-25% EtOAc
y rekcaHax), O4epXKylo4m BkasaHy B 3arofioBKy Crony-
Ky y Burnsagi nposoporo, 6esbapsHoro macna (14,7 r,
85,1%). MC (ES)[(M-H)™: 256 gnsa Ci2H1sNOs; AMP
(CDCl3): 1,46 (s, 9H), 2,36 (t, 2H), 3,55 (t, 2H), 3,76
(s, 3H) 4,04 (s, 2H), 11,97 (s, 1H).

MpomixHa cnonyka 238

Etun 4-a3npo-3-rigpokcuninepngmH-1-
kapbokcunat
ETun 4-6pom-3-rigpokcuninepuanH-1-

kapbokcunat (OgepxaHHs: lzamanishi, T. i iH; 1982,
Chem. Pharm. Bull., 30: 3617-3623) (5,1 r) po3unHs-
nn B 6e3sogHomy OIM®A (20 mn) B atmocdepi apro-
Hy, noTim gopasanu 18-kpayH-6 (0,27 r) i aaug HaTpito
(2,89 r). PeakuinHy cymiw Harpisanu npu 90°C npoTs-
roM ABafusATM TPbOX FOAMH, MOTIM MepemiyBanu
NPOTArOM HOUi, MOBIMbHO OXONOAXKYyBanu A0 KiMHaT-
Hoi Temnepatypw. [icna UbOro peakuiHy Cymill Ao-
haBanu o geioHizoBaHoi Boaum (150 mn) gns ii 3ara-
PTOBYBaHHS, HacuyyBanu TBEpPOUM  XIOpPUOOM
HaTpito, i ekctparyBanu EtOAc (2x200 mn). O6'eaHaHi
EtOAc wapu npomuBanu congHum posdunHom (100
mn), BucywyBanu Hag 6e3sogHum MgSOQOg i KOHLEHT-
pyBanu y BakyyMmi, O0EPXYIOUM BKa3aHy B 3arofioBKy
cnonyky (4,3 r, 100%). MC (FX-EN[(M-N2)']: 186 ans
C8H14BFN403.
MpomixHa cnonyka 239

ETtvn 4-a3npo-3-(2-T1peT-byToKCKn-2-
OKCOeTOKCM)MinepuaunH-1-kapbokecmnaT
Etun 4-a3npo-3-rigpokcuninepunamH-1-

kapbokcunart (MpomixHa cnonyka 238, 1,71 r) po3yu-
Hanu B 6e3sogHomy TI® (15 mn) i oxonogxysanu Ao
0°C. Tigpna HaTpito (60% y MiHepanbHOMY Macni)

94901 316

(0,42 r) pogasanu y BUIMSAI YyNOPCKYBaHHA, nepemi-
LyBanu NpoTarom Asaguati xsunud npu 0°C, notim
noBinbHO AofdaBanu TpeT-6ytun 6pom auetat (0,86
M) 3a JOMOMOrO0 LWNpu1ua, i nepemillysanu goaart-
KOBO MpoTsAroM ABox roguH npu 0°C. PeakuinHy cy-
Miw posnoginanu mik EtOAc (250 mn) i HacnyeHnm
BogHUM NaHCOs3 (200 mn), i BOAHWI Wap npoMuBanm
EtOAc (200 mn). O6'egHani EtOAC wapw npomusanu
consHMm posdnHom (50 mn), Bucywysanu Hapg 6es-
BogHUM MgSO, i KOHUEHTPYBanu y BakyyMi, o0epxy-
O4M BKa3aHy B 3arorfioBKy CMOMyKy Yy BUMSAI Heouu-
weHoro npoaykty (1,78 r, 103%). MC (I'X-EN[(M-
N2)+]Z 300 ana C14H24N405.

MpomixkHa cnonyka 240

Etun 4-amiHo-3-(2-TpeT-6yTOKCU-2-
oKcoeTokeu)ninepnanH-1-kapbokemnat

0
HN CN—%
0o
Me

o] o}
Me
o~
Me Me
Etun 4-a3npo-3-(2-tpeT-6yTOKCH-2-

oKcoeTokecu)ninepnanH-1-kapbokcunat (MpomixHa
cnonyka 239, 1,75 r) po3unHsanu B TT® (60 mn), noTim
pofaBanu  feioHisoBaHy Bogy (5 wmn) i PS-
TpudeHindgocdiHoBy cmony (10,6 r), i nepemiwysanu
npw KiMHaTHI TemnepaTypi NpoTAroM BuxigHMx. Pea-
KUiHy cymilw dinbTpyBanu, i cMorny HeogHOPa30BO
npomuBanu MeOH i cymiwwo 1:5 MeOH:OXM, i di-
nbTpaT KOHUEHTPYBanu y BakyyMi, OAEpXylun BKa-
3aHy B 3aronosky cnonyky (1,20 r, 75%). MC (I'X-
EN[(M)']: 302 ans C14H26N20s.
MpomixHa cnonyka 241

ETtvn 4-6pom-3-{[TpeT-
oyTun(gumeTun)cuninjokcuininepuauH-1-
kapbokcunat

ETun 4-6pom-3-rigpokcuninepnanH-1-

kapbokcunat (OgepxaHHsi: |zamanishi, T. i iH; 1982,
Chem. Pharm. Bull., 30: 3617-3623) (10,17 r) po3uu-
HsAnn B 6e3BogHomy XM (100 mn) B atmocdepi ap-
roHy n oxonomxysanu go 0°C. No kpannsax gogasanu
TpeT-byTunaumeTuncunin TpudTopmeTuncynsdoHat
(10,2 mn) 3a gonomoroto Wwnpuya, noTiM 2,6-nyTnanH
(4,7 mn), TakoxX gogaBanu no Kpannsax 3a 4oNoOMOro
wnpuua. PeakuinHy cymiw nepemillyBanu npoTaromM
HOYi, MOBINbHO HarpiBar4M 4O KiIMHATHOI TemnepaTy-
pu, notim possoamnu OXM (200 mn) i npomuBanu
HacudeHum BogHun NaHCOs (150 mn), HacuyeHum
BogHuMm NH4Cl ((150 mn), consiHum posdnHom (100
mn), BucywyBanu Hag 6e3sogHuM MgSO, i KOHLIEHT-
pyBanu y BakyyMmi, O4EpXKylun BKa3aHy B 3arosfioBKy
cnonyky y Burnsagi HeouduweHoro npogykty (15,1 r,
102%). MC (FX-EDN[(M-C4H7)']: 310, 312 ans
CMHngrNOg}Si; AMP (CDC|3)Z 0,10 (S, 3 H), 0,12 (S,
3H), 0,88 (s, 9H), 1,24 (t, 3H), 1,87 (m, 1H), 2,34 (m,
1H), 2,84-3,40 (m, 2H), 3,69 (m, 2H), 3,93 (m, 2H),
4,13 (q, 2H).

MpomixkHa cnonyka 242

ETtvn 4-a3npo-3-{[tpeT-
oyTun(gumeTtun)cuninjokcuininepmuaunH-1-
kapbokcunaTt
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BkasaHy B 3aronoBky CMonyKy roTysanu Cnoco-
6om, aHamnorivhum go onucaHoro ans (MpomixHa
cnonyka 238), BUKOPUCTOBYIOUM SIK BUXIAHY PEYOBUHY
eTun 4-6pom-3-{[TpeT-
6yTun(gumeTun)cuninjokcuininepuanH-1-
kapbokcunat (MpomixHy cnonyky 241). MC (X-
E|)[(M-N2)+] 300 ansa Cl4H28N404Si.

MpomixxHa cnonyka 243

Etun 4-amiHo-3-{[TpeT-
6yTun(gumeTun)cuninjokcuininepngnH-1-
kapbokcunart

BkasaHy B 3aronoBKy CMONyKy roTyBanu Crnoco-
6om, aHamnorivHum go onucaHoro ans (MpomikHa
cnonyka 240), BUKOPUCTOBYIOYUM SIK BUXIAHY PEHOBUHY
etun 4-as3npo-3-{[TpeT-
oyTun(gumeTtun)cuninjokcuininepuanH-1-
kapbokcunat (MpomixHy cnonyky 242). MC (IX-
EN[(M)"]: 302 ansa C14H30N203Si.

lMpomixHa cnonyka 244

3,4-puxnop-N-(3-rigpokcuninepuanH-4-in)-5-
meTun-1H-nipon-2-kapbokcamig

94901 318

ETun 3-{[TpeT-6yTun(ammeTun)cuninjokcn}-4-
{[(3,4-pnxnop-5-meTtun-1H-nipon-2-
in)kap6oHin]amiHo}ninepuauH-1-kapbokcunat  (Mpo-
MixkHa cronyka 114, 0,805 r) po3unHANM B CyMiLli
MeOH (10 mn) i 1,4-giokcany (15 mn), go sikoi goga-
Bann 1 H. NaOH (10 mn) i HarpiBanu B Konbi 3i 3BOpo-
THUM XOMNOAWMBHUKOM npoTsirom 24 roguH. JoaaTtko-
Bo gogasanu 5 mn 1 H. NaOH, 3 5 mn 1,4-giokcaHy, i
peakuiHy CyMmill HarpiBanv Ao4aTKoBO MpoTarom 42
roavH, notim oxonomxysanu o 0°C i nigkvcnanu oo
~ pH 9 3a gonomoroto 2 H. HCI (6 mn). XonogHy cy-
MilW inbTpyBanu 1 NpomMuBanu OeioHi30BaHOK BO-
[OOl0, OOEPXKYHUM BKaszaHy B 3arofioBKy CrOMyKy Y
BAMMAAI  HeounweHoro npoaykty. MC (ES) MH™:
292,294 nna C11H15CIaN305.

MpomixkHa cnonyka 245

HacTynHa lNpomixHa cnonyky rotyeanu 3a gono-
MOrol0 MeToAuKW, onucaHoi Ans NpoMikHOT cronyku
16, i3 BKa3aHux BUxigHux pevosuH (BP).

kapOokcuaaT

S

Q
N
Me
287 1\
o ‘o o Me

Ip | Cnoayka Mani BP

oM.

245 | etun 4-{[(1-meTH-1- MC (ES) MH":397 nns [Tpomixua
¢eninernn)aminokapGonin}-2- | Cy7HypN205S, crionyka 246

(mMetuncynsdonin)-1,3-riazon-5- | AMP: 1,24 - 1,32 (m, 3 H) 1,66
(s, 6 H) 3,57 (s,3H) 4,36 (q, 2
Ms, Me H) 7,22 (t, 1 H) 7,34 (t, 2 H)
7,41 - 7,50 (m, 2 H) 8,91 (s, | H)

MpowmixxHa cnonyka 246

etun 4-{[(1-meTun-1-ceHin
eTun)amiHolkapboHin}-2-(metuntio)-1,3-Tiazon-5-
kapbokcunat

Hiizonponinamin (5,3 mn) po3unHanu B 6e3Boa-
Homy TI® (100 mn) oxonogxysanu o -78°C i go
HbOro MOBINbHO AopaBanu H-6ytun nitii (15 mn).
Po3unH nosinbHO HarpiBanu go 0°C i nicns uboro
3HOBY Oxonogxysanu o -78°C. MNoeinbHO gogaBanu
po3umH N-(1-meTtun-1l-cbeHineTnn)-2-(metunTio)-1,3-
Tiason-4-kapbokcamigy (MpomixHa cnonyka 13; 3,7 1)
y 6e3sogHomy TI®, nigTpymMytoum Temnepartypy HUx-
ye -70°C. lMicna nepemiwyBaHHA npoTtarom 30 XBU-
JNIMH, OfHi€0 nopuielo gogasann po3yMH eTunuiaHo-
dopmiaty (2,5 mn) y 6e3sogHomy TId i peakuiviHy
cymiw nepewmiwysanu npu -78°C npotarom 30 xBu-
JIMH, MiCNs UbOro MOBINBbHO HarpiBanu OO KiMHATHOI
Temnepatypu. PeakuiiHy cymill po3Boaunnn BOAOIO 1
eKkcTparyBanu eTtunauetatom (X3), BucywlyBanu 3a
ponomoroto MgSO, i KOHUeHTpyBanu, oaepXytuu
yopHe macno (0,84 r) AMP: 1,22-1,29 (m, 3H) 1,63
(s, 6H) 2,76 (s, 3H) 4,28 (q, 2H) 7,20 (t, 1H) 7,32
(t,2H) 7,46 (d, 2H) 8,75 (s, 1H).

MpomixHa cnonyka 247

nietun 2-xnop-1,3-tiaszon-4,5-gnkapbokcunar

[o posumHy TpeT-Oytmun HiTputy (3,4 mn, 28
mMonb) i xnopuay migi (M) (3,7 r, 28 mmornb) B aue-
ToHiTpunNi (50 mn) popasanu gietun 2-amiHo-1,3-
Tiason-4,5-ankap6okeunat (4,6 r, 19 mmonb, Mpomi-

XHa cnonyka 248) yce ogHieto nopuieto. CrnocTepira-
nv BugineHHsa ragy. licna nepemiwyBaHHA NPOTAroM
45 xB npu kimHaTHIn TemnepaTtypi PXMC ykasyBana
Ha 3aBepLUeHHs YTBOPEHHS NpoAykTy. licns koHueH-
TPyBaHHA ANSA BUAanNeHHs aueToHITPWUIY 3anuLIoK
posnoginsnu i3 xnopodgopmom i 1 H. HCI (Fisher),
npomMmBanu xrnopodopMom, BUCYLLYBanu 3a AOMNOMO-
roto MgSO. i KOHUEHTpyBanu, oOepXyr4mn XoBTora-
pside macrno. Npu ouunLleHHi Ha dneL-KonoHui ogep-
XyBanu sicHo-xoBTe macrno (4,2 r, 85%). MC (ES):
264; AMP: 1,25-1,29 (t, 3H) 1,29-1,33 (t, 3H) 4,28-
4,33 (q, 2H) 4,33-4,39 (q, 2H).

MpomixHa cnonyka 248

aietnn 2-amiHo-1,3-tiason-4,5-aukapbokcmunaT

PosuuH TiocevoBuHu (1,7 r, 22 mmonb) i gietnn 2-
xnop-3-okcocykumHaty (5,0 r, 22 mmonb) B abcontoT-
Homy eTaHoni (50 mn) HarpiBanu B Konbi 3i 3BOpOT-
HUM XOJNOAUSIBHUKOM MPOTAromM ofHiei rogmHn. Micns
OXONOKEHHSI A0 KiIMHATHOI TeMnepaTypy PO3UMHHMK
BMOananu, sanuwatoun 6iny tBepay pevoBuHy. Tse-
pay pedoBuHy posumHanu y sogi (100 mn) i oTpuma-
HWUI ocap dinbTpyBanu 1N sBucywysanu (4,6 r, 87%).
MC (ES): 245; AMP: 1,21 (t, 3H) 1,26 (t, 3H) 4,16 (q,
2H) 4,26 (q, 2H) 8,04 (s, 2H).

MpomixHa cnonyka 249

izonponin 4-xnop-6-(MopdoniH-4-
inkapOboHin)nipnanH-2-kapbokcunaT

H-6yTunniTi (1,92 mn, 2,5M y rekcaHax) no kpa-
nnsax gopgasanu o -78°C posyunHy mopdoniny (0,42
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mn, 4,8 mmone) y 6e3sogHomy TI®, nicnga uboro no-
BiNbHO HarpiBanu Jo KiMHaTHOI TemnepaTypu. Po3unH
nepeHocunu B A0AATKOBY MKy LUNAXOM KaHronisauil
M NOTiM goAaBanu no Kpannsix O POo34uMHy AUMEeTwn
4-xnopnipuauh-2,6-gukapbokcunaty (1,0 r, 44
mmonsb, MNpomixHa cnonyka 251) y 6essogHomy TI®.
Mpn popaBaHHi cnocTepirany He3HayHe YTBOPEHHS
ocapy. lNicna nepemillyBaHHs NPOTArOM ABOX FOAWH
npu KiMHaTHI TemnepaTtypi A0 peakuiiHol Cymili
popatkoBo gogasanu 0,5 eksiBaneHTa MopdoriHO-
NiTiIEBOro peareHTy 1 Micnsa nepemillyBaHHs AoAaTko-
BO NPOTHAroM ABOX roaunH gopasanu we 0,5 eksiBane-
HTa, NOTiIM nepeMiwyBann MNPOTAroM OAHIEl roanHU
ONS 3aBepLUeHHsA peakuii. PO34nHHMK BMaananu npu
3HWKEHOMY TUCKY 1 3anULLIOK CycnenayBanv B MeTu-
neHxnopuai N NpoayKT ekcTparyBanu Hacu4. po3yu-
Hom GikapboHaty HaTtpito (x3). lMopuito GikapboHaTy
HaTpito nigkucnanu 3a gonomoroto koHu. HCI go pH 3
i nicna uboro ekctparysanu EtOAc (x10), noTim Bu-
cywyBanu 3a gonomoroo MgSO, i KOHUeHTpyBanu,
opepxytoun TBepady peyosuHy (0,8 r, 70%). MC (ES)
MH":271 ana Ci;H11CIN,O4. TBEpay pevoBuHY cy-
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cneHagysanu B 6e3sogHomy Tonyoni (75 mn) i 4O Hbo-
ro nMoBIfIbHO JdodaBanu Tpuisonponinoptodopmiat
(1,97 mn, 8,9 mmonk), noTiM HarpiBanu B Konbi 3i
3BOPOTHUM XOSTOAUNBHUKOM NpoTsarom 12 rogumH. lMic-
NS1 OXONOXKEHHS 10 KIMHATHOI TeMnepaTypu po3ynH-
HUK BUOANANN NpU 3HWKEHOMY TUCKY W 3anuLIOK CY-
cnenagysanu B 1 H. HCI. MNignyrosysanu go pH 8 3a
A0MOMOrol0 HacuveHoro GikapboHaTy HaTpito, NoTim
ekctparysanu EtOAc (x3), Bucywysanu 3a [ONOMO-
roto MgSQOy i Bugananu po34ynmHHUK, O0EPXKYHYM XKOB-
TO-KOpU4HeBY TBepAdy pevoBuHy. [lpu  30iACHEHHI
OYMLLIEHHSI Ha cunikarenesin dreLl-KonoHui (entoto-
BaHHs rpagieHtom o 3:1 EtOAc:CH,Cl,) ogepxyBa-
nwn 6iny Teepay peyosunHy (0,23 r) MC (ES) MH™: 313
angd Cl4H17C|N204; AMP: 1,33 (S, 3H) 1,35 (S, 3H)
3,41 (s, 2H) 3,44 (d, 2H) 3,58 (d, 2H) 3,68 (s, 4H)
5,17 (dt, 1H) 8,01 (d, 1H) 8,13 (d, 1H).

MpomixHa cnonyka 250

HacTtynHa NpomixHa cnonyky roTysanu 3a gono-
MOrol0 MeToAuKW, onucaHoi Ans [NpoMikHOT cronyku
249, i3 BKasaHuXx BMXigHUX pevoBuH (BP).

[(numeTrnamino)kapbouin|nipu
JnuH-2-kapbokcunar

Cl
Me Me
T ) Ne
o] P N.
" "N Me
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IIp | Cnomyka Jani BP
oM.
250 | izomponmin 4-xn0p-6- MC (ES) MH": 271 s IIpomixkHa

C;H;5CIN, O3
SMP: 1,35 (d, 6 H) 2,93 (s, 3 H) | aumeTunamin
3,03 (s,3 H) 5,18 (dt, 1 H) 7,96
(d, 1H)8,11(d, 1 H)

crionyka 251 1

MpomixxHa cnonyka 251

avmeTun 4-xnopnipuamnH-2,6-gukapbokcunat

Mentaxnopug doccopy (45,5 r, 218 mmonb)
3BaXyBanu B 3aKkpuTin konbi n cycneHgyBanu B XIo-
pocbopmi. Oopasanu 4-rigpokcunipuamnH-2,6-
aukap6oHosy kucnoty (10,0 r, 55 mmonek) i nicna no-
MIpHOro HarpiBaHHs B KOn6i 3i 3BOPOTHUM XONMOAUIb-
HUKOM npoTAroMm 3 [AHIB peakuis 3asepluyBanacs
(60% nepeTBOpeHHs). MNicns oxonomxeHHs go 0°C no
Kpannax gopaeanv 6e3sogHuii metaHon (150 mn).
Ockinbkn BUAINEHHS Tenna 3MeHLUyBanocs, po3vuH-
HVK BUAANSANW NPY 3HUKEHOMY TUCKY 1 3anuLIoK po3-
noginanu 3 EtOAcC i BoOoo 1 HEPO3YMHHY PEYOBUHY
dinbTpyBanu, npomusanu EtOAc i Bucywysanu (6,7
r). EtOAc wap npomuBanu BOAOIO, BUCYyLLyBanu 3a
ponomoroto MgSO. i koHUeHTpyBanu. MNpu nepekpuc-
Tanisauii 3 MmeTaHony JO4AaTKOBO oAepXXyBanu YMCTUn
npoaykT (0,64 r). MC (ES) MH™: 230 ans CoHgCINO;
AMP: 3,94 (s, 3H) 8,32 (s, 1H).

MpomixHa cnonyka 252

2-xnop-5-(eTokcukap6oHin)-1,3-Tiason-4-
kapboHoBa kucnora

[o posuuHy etun 2-xnop-4-(rigpokcumeTtun)-1,3-
Tiaszon-5-kapbokcunarty (2,5 r, 11 mmonb, lMpomixHa
cnonyka 215) B aueToHi npu 0°C nosineHO Aofasanu
PO34MH Tpuokemay xpomy (2,26 r, 22 mmonb) B 20%
KOHL,. cipyaHoi kucnotu y Boai (20 mn). Micna nepe-
MilLlyBaHHA NpW KiMHATHIA TemnepaTtypi npoTsrom 2
roaviH, gogaeanw isonponaHon (1 mn) ansa Bupanex-

HS1 HerpopearoBaHOro TpUOKCMAy Xpomy. PeakuinHy
CyMill po3BOAMMM BOAOK W aueToH Buaansanu. Pos-
NoAInNann 3 metTuneHxnopuaom (x3), BACyLLyBanu 3a
ponomoroto MgSQOs i KOHUEHTpyBanu, OoAepXKyloun
6iny TBepay pevosuHy (2,3 1, 90%). MC

(ES) MH™: 236 ana C;HsCINO4S; AMP: 1,26 (t,
3H) 4,31 (q, 2H) 13,99-14,15 (m, 1H).

MpomixHa cnonyka 253

EtTunosun edip  3,4-anxnop-5-xnopmeTtun-1H-
nipon-2-kap6oHOBOT KNCNOTH

B 4-x ropny kpyrnogoHHy kon6y ob'emom 22 n,
obnagHaHy BepxHbOK Millarnkoto, nifkoto Anst aona-
BaHHSA PiaWH, BXiOHWM OTBOPOM ANS as3oTy W Aatyu-
KOM BHYTPILWIHBOI TemnepaTtypu 3aBaHTaxyBanmu
(MpowmixkHa cnonyka 254, 2000 r, 13,6 monb) i TeTpa-
xnopug Byrneuo (12 n). PeakuinHy cymiw oxonomxy-
Banu go -5°C i gogasanu cynbdypun xnopua npu
Takin WwemakocTi, Wwob TemnepaTypa He nepesuLLyBa-
na 0°C (1 roguHa). OTprmaHa peakujiiHa cyMil cTa-
Bana gyxe ryctot (Tomy wo ocagy crasano 6araro,
crocTepirany 3HayHe BUAINEHHS rasy) i in 4o3BONsnm
nepewmiwwysatucs npu 0°C y Linomy npoTsarom 4 roavH
nicns gogasaHHs. Ocag inbTpyBanu 1 TBepay pe-
YOBWHY a3eoTpornysBanu 3 TOMyosrioM AN BUOANEHHS
HaanuWIKy cynbdypunxnopuay. Teepay pevoBuHy 1
BMCYLLYBanNun B KOHBEKLiMHIiN nedi npu 50°C, ogepxy-
toun 3 (2077 r, 62%) y BuUrnagi TeMHo-nypnypHoi Tee-
pOoi peYOBUHN.
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MpomixxHa cnonyka 254

ETtnnosun edip 5-metun-1H-nipon-2-kap6oHoBoi
KMCnoTn

B 4-x ropny kpyrnogoHHy komnby ob'emom 22 n,
obnagHaHy BEpPXHLOK Millankolo, niikow Ans goaa-
BaHHA pidvH, BXiAHMM OTBOPOM ANSA a3oTy N Aatyu-
KOM BHYTPILLHBOI TeMnepaTypun 3aBaHTaXKyBanu eTun
3-okcobyTtaHoat (1952 r, 15,0 Monb) | NbOAsIHY OUTO-
BY kucrnoty (5 n). OTpMMaHUIn po34nH OXOrodxKyBanm
no 0°C Ha nboasiHo-BOAHIM 6aHi 11 noBinNbHO godaBa-
N BOAHWWA PO3YMH HITpUTy HaTtpito (1242 r, 18,0
monb, 1,2 ek, B 1875 mn Boawn) (4,5 rognHu), He go-
3BONAYN NiABULLYBATUCA BHYTPIWHIN Temneparypi
Buwe 10°C. FOMOreHHOMY YepBOHOMY PO3YMHY [O-
3BONANM HarpiTuca 4o TeMnepaTypy HaBKOJULLHBOIO
cepefoBuva 1M nepemiwyBany nNpoTarom 48 roguH.
Konbopu po3unHy 3MiHIOBaBCS 3 SCHO-YEPBOHOIMO Ha
XoBTUN. MOTiM peakuinHy NocyauHy nomiwianu B Kon-
OoHarpiBay, 3anoBHeHUI gednermaTopom i gjoaaBa-
NV OfHIE Nopuielo aueTunaueTanbaeria aumeTvna-
uetanto (1982 r, 15,0 momb, 1 ekB) (BepxiBKy
Jednermartopa 3anuiianu BigkpuToi Ans MOXIUBOCTI
LUBMAKOrO BMXOAY rasy npu goAaBaHHi UuHKy). MNopui-
MW JofaBanuy UuHK (nopolok, 2156 r, 33 monb, 2,2
ekB) (3 TaKOW LWBKUAKICTIO, W06 KOHTponoBaTu BUAi-
NeHHs rasy) npotaroM 4 roguH. [logaBaHHA LIMHKY
[OBOOUIO peakuito 4o dnermMum n nicna gogaBaHHSA
TEMHO-YEepPBOHUI PO34YMH HarpiBanu B konbi 3i 3Bopo-
THUM XONOAWNbHUKOM AofaTkoBo npotarom 1,5 ro-
OuH. BMicT peakuii BnuBanu rapsuvMm y KOHTENHep
o6'emom 50 n 3 20 kr nbody N AO3BONANM NEPeEMiLLy-
Batuca npotaroM 16 roguvH. OTpuMMaHy CyCneHsito
inbTpyBanu, BUCYLIYBanM B KOHBEKLiNHIA nedi 1
nepekpucTaniaoByBany 3 rapsidoro rentaHy, oaepxy-
oYM SICHO-XOBTY TBepay pevoBuHy (312 r, 13,6%
BUXif).

MpomixHa cnonyka 255

eTun 3-rigpokcu-4,4-gumeTokenninepnanH-1-
kapbokcunar

[lo nepewilwyBaHOro posyuHy rigpokcuay Kkarito
(42 r, 752 mmonb) y 6e3sogHomy meTaHoni (100 mn),
npu 0°C i B atmocdepi N2, AogaBanu po3dnH etun 4-
okconinepuanH-1-kapbokecunaty (26,4 mn, 29,96 r,
175 mmonb) y 6e3BogHomy meTaHoni (75 mn) 3a go-
nomoroto wnpuua. OTpumMaHuin po3ynH nepemillyBa-
nn popatkoso npotarom 30 xBunuH B atmocdepi N»
npu 0°C. [lo HbOro, HeBENNKUMK NOPLISAMU NPOTArOM
npnbnunsHo 90 xBunuH, gogasanu nogbeHson fiaue-
TaT (84,6 r, 262 mmonb). lNMpoTarom uUbOro nepioay
Yyacy Temnepatypy niatpumysanu 6nmaeko 0°C. Pea-
KUiNHY CyMmill nepeMilyBanu NpoTAroM Houi B aTMO-
cpepi N2, mOCTYNnoBo focsAratoydm KiMHaTHOT Temnepa-
Typu. [loBHe nepeTBOpPeHHs niATBEpAXyBanu 3a
ponomoroto TWX (50% eTtunauertaT y rekcaHax; nns-
ma Hanessian; Rf ~0,25) paHkom. PeakuiiHy cymiw
KOHUeHTpyBanu y Bakyymi. [lo 3anuwky gopasanu
npubnusHo 50 mn BOAW; i3 Ui€i Cymilli ekcTparyBanm
HeouuLlleHnA npodykT etunaueTtatom (3X200 wmn).
OpraHiyvHi wapu ob'egHyBanu, BUCYyLlyBanu Hap cy-
nbdaToM MarHito, i KoHUeHTpyBanu. HeouuwieHun
NPOAYKT O4YuLLany, BUKOPUCTOBYHOUM KOSNOHKOBY XpO-
MaTorpadgito (cunikarenb; 10-65% eTnnauerar y rek-
caHax), ogepxytoun 26,74 r (66%) SCHO-XOBTOro Ma-
cna.
MC (ESI) M: 233 ansi CioHioNOs. 'H SAMP
(CDClg): 1,22 (t, 3H), 1,69-1,86 (m, 2H), 2,20 (m, 2H),
2,86 (t, 1H), 3,22 (s, 3H), 3,23 (s, 3H), 3,74 (m, 1H),
3,95 (m, 2H), 4,11 (q, 2H).

MpomixHi cnonykn 256-257

HacTynHi MpomixHi cnonykn cuHTesyBanum 3a [o-
NMOMOroOK MeToAdy, aHanoriYHoro A0 OMMCaHoro Ans
MpomixkHoi cnonyku 28 abo MNpomixHoi cnonyku 59, 3
BMXiAHUX pevyoBuH (BP), HaBeaeHnx y Tabnuui Huxkye.

IIp | Cnonyka Jani
oM.

BP

2-iH-1-inoxcH)ninepuayH-1-
kapOokcunar

256 | [Juc(+)-etun 4-amino-3-(npon- | MC (ESP): 227 (M+H)
s CiHigN2Os

Ipomikna cronyka 146

257 | Huc(x)-Etun (4-amino-3-
eTOKCUninepuuHs-1-
kapOokcHaT

MC (ES) MH™: 217 s
CpH2oN20;3

[Tpomixsa crionyka 156

MpomixHi cnonyku 258-259
HactynHi MNpomixxHi cnonyku cuHTesyBanu 3a o-
MOMOrol0 MeToAy, aHanoriyHoro A0 OMUcaHoro Ans

MpomixkHoi cnonyku 37 abo MpomixHoi cnonyku 83, 3
BUXiAHUX pevoBuH (BP), HaBeaeHux y Tabnuui Huxkye.
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IIp | Cnoayka Haui BP
oM.
258 | mpem-Gytun (3S,4R)-4-{[(4- | MC (ES) MH™: 360 s Ipomixkua crionyka 64 i

[Tpomiskna cronyka 6

in)kap6onin]amino }-3-
dropninepuany-1-
kapbokcunar

259 | mpem-6ytun (3S,4R)-4-{[(4-
xnop-3-¢rop-5-metun-1-
{[2-
(TPHMETHICHIL)eTOKCH |MeT
un}-1H-nipon-2-
im)kapbonin]amino}-3-
¢ropninepuauH-1-
KapOoKcHIaT

1

MC (ESP): 530 (MNa') ans
CaoHi6CLN;0,Si

ITpomixkHa criomyka 263
i [Tpomikna crionyka 64

MpomixxHi cnonykn 260-261
HacTtynHi MNpomixxHi cnonyku cuHTesysanu 3a go-
MOMOrol0 MeTOAYy, aHanoriyHoro A0 OMUCaHoro Ans

MpomixkHoi cnonykn 50 abo MpomixHoi cnonykun 74, 3
BMXiAHUX pevoBuH (BP), HaBeaeHnx y Tabnuui Huxye.

IIp | Coonyka Hani BP
oM.
260 | 4-xn0p-N-[(3S,4R)-3- MC (ES) MH": 260 mnst IIpomiskna crnomyxa 258
fluorokcuninepumun-4-in]- | C)H;sCIFN;0
S-metun-1H-nipon-2-
KapOoKcaMmijg
Cl
IMN""CNH
Mem N o
261 | 4-xnop-3-dhrop-N-[(3S,4R)- | MC (ESP): 278 (MH") s [Tpomixkna criomyka 262
3-proprinepuann-4-in]-5- | C;;Hj4CLN;O
meTun-1H-nipon-2-
kapOoxcamiz

MpomixxHa cnonyka 262

TpeT-6yTun (3S,4R)-4-{[(4-xnop-3-pTOpP-5-MeTUN-
1H-nipon-2-in)kap6oHin]amiHo}-3-dTopninepnanH-1-
kapbokcunaT

TpeT-6yTun (3S,4R)-4-{[(4-xnop-3-cdpTOp-5-METUN-
1H-(TpumeTnncunin)etokculmetun}-1H-nipon-2-
in)kap6oHin]amiHo}-3-dTopninepuanH-1-kapbokeunar
(MpomixHa cnonyka 259, 80 wmr, 0,16 MMOnb) po3yun-
HanM B 6e3ogHomy TI® (6 mn), noTiM gopasanu
dTopug Tetpa-bytun amoHito (1 mn, 1My TT®) i eTu-
neHgiamiH (1 mMmonb), NOTIM CyMmill nepemiwyBanu
npn 50°C npotsrom Houi. [Micns oxonogXeHHs [0
KiMHaTHOI TeMnepaTypu, peakuiiHy cymill po3Boannm
etunauetartom (20 mn) i npoMuBany HacMYeHNM BoA-
HUM Gikap6oHaToM HaTpito (10 mMn) i consHUM po3ym-
Hom (10 mn), BucywyBanu Hag 6e3BogHMM cynbga-
TOM HaTpito, KOHLUEHTPYBanu N O4YMLLANMU LUNSAXOM
KOJTOHKOBOT xpomarorpadii
(100%~70%rekcaHn/eTunaueTar), O4EPXYH4M Heob-
XiOHWUA NpoaykT (55 mr).

MC (ESP)Z 378 (MNa+) ansa CleH22C|2N303

'H AMP (CDCls) &: 1,46 (s, 9H); 1,84 (m, 2H);
2,24 (s, 3H); 2,89 (m, 2H); 4,28 (m, 2H); 4,50 (m, 1H);
4,70 (m, br, 1H); 6,32 (m, 1H); 9,36 (br, 1H).

MpomixHa cnonyka 263

4-xnop-3-pTop-5-meTun-1-{[2-
(TpumeTuncunin)etokcnimeTuny}-1H-nipon-2-
kapboHoBa kucnoTa

TpeT-6yTkn 4-xnop-3-ptop-5-meTun-1-{[2-
(TpymeTuncunin)etokcunlmeTnn}-1H-nipon-2-
kap6okcunat (MpomixHy cnonyky 264, 100 mr) pos-
YnHanm B N-metun nuponignHoHe (10 mn), Harpianm
8o 200°C npotarom 30 xBunuH. OTpUMaHWin po3ynH
BMKOPUCTOBYBAnNW Ha HacTynHi ctagii 6e3 gopartko-
BOro ouumwenHsa. M3 (ESP): 307 (M") pgns
C12H19CIFNO3Si

MpomixxHa cnonyka 264

TpeT-6yTun 4-xnop-3-ptop-5-meTun-1-{[2-
(TpumeTuncunin)etokcu]meTnn}-1H-nipon-2-
kapbokcunaTt

TpeT-0yTun 3-6pom-4-xnop-5-metun-1-{[2-

(TpumeTuncunin)etokcu]meTun}-1H-nipon-2-
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kapbokeunart ([MpomixHy crnonyky 265, 480 mr, 1,13
MMOIb) po3unHANu B 6e3BogHomy TIP(8 mn), oxo-
noaxyeanu go -78°C, no kpannax gogasanu H-BulLi
(2,5M y l'ekcaHi, 3,39 Mmorb) y cymiwli 3a LONOMOroH
Wwnpvua n cymiw nepemiwysanu npu -78°C npoTsirom
30 xBWNUWH, noOTiM  wBMAKko AgogaBann  N-
dTopbeHsoncynbgoHimig (1,25 r, 3,96 mmonb B 5 mMn
Tr®/Tonyony 1:1), nicna LbOro OTPMMaHy Cymiwl ne-
pemiwysanu npu -78°C npotarom 30 XBUINUH i NoBi-
NbHO HarpiBanu ax A0 KiMHaTHOI TemnepaTtypu npo-
Tarom 12 rogumH. PeakuiiHy cymiw 3arapToByBanu
npu 0°C kpannamu HacuyeHoro po3dmHy NH4Cl i no-
Tim possogunu EtOAc (50 mn). OpraHiuHy a3y npo-
MUBanNuM CONAHMM PO3YMHOM i BUCyLlyBanu Hag Ges-
BoAHMM MgSO,, KOHUEHTpYBanu, OAEpPXy4M Macro
n oyuanu LUNAXOM KOMNOHKOBOI drneww-
xpomartorpadii, entotoroun 10% EtOAc y rekcaHax.
HeobxigHWn npodyKT odepyBanu y BurMsgi macna
(125 wr).

MC (ESP): 364 (MH") ans C16H27CIFNO3Si

'H AMP (CDCls) &: 0,00 (s, 9H); 0,90 (t, 2H); 1,58
(s, 9H); 2,31 (s, 3H); 3,52 (t, 2H); 5,70 (s, 2H).

®F_AMP (CDCls) &: -148,85

lMpomixHa cnonyka 265

TpeT-6yTun 3-6pom-4-xnop-5-meTnn-{[2-
(TpumeTuncunin)etokeulmeTnn}-1H-nipon-2-
kapbokcunat

Cl " Me Me

B
L3
Me™ ™N Me

K 0]

0

Me—§i-Me
Me

ETun 3-6pom-4-xnop-5-meTnn-1-{[2-
(TpumeTuncunin)etokeulmeTnn}-1H-nipon-2-
kapbokecunart ([MpomixHy crnonyky 266, 564 wmr, 1,42
mmons), t-Bytunauetat (330 mr, 2,84 Mmonb) i kanin
t-6ytunat (0,14 mMmonb) 3MiwyBanu pas3oMm i nepemi-
wysanu npu KiMHaTHin Temnepatypi npotarom 10
XBUIWUH, KOHLIEHTPYBanu, O4epXylun Macro y Baky-
ymi. o peakuinHOi cymiwi 3HOBYy pgopasanu t-
oytunauetart (330 mr, 2,84 mmonb) i kanin t-6ytunat
(0,14 Mmmonb), 3HOBY MOBTOPIOIOYN TaKy X METOAMKY.
OTpyMaHy HeouuLleHy peakuiiHy cymilwl dinbTpyBa-
NV Yepe3 HeBENVKWIA Luap cunikareno, NpomMuBanm
eTunauetaTom, ob'eaHaHWI hinbTpaT KOHUEHTpPYyBa-
W, OOEPXKYIOUN MACMOo N OYULLANN LUNSIXOM KOFIOHKO-
BOI xpomartorpadii (2% eTtunaueTar y rekcaHax),
OAlepXKyl4M HeoOXiaHUA MpoAdyKT y BuUrnadi macna
(485 wr).

'"H AMP (CDCls) &: 0,00 (s, 9H); 0,90 (t, 2H); 1,58
(s, 9H); 2,33 (s, 3H); 3,52 (t, 2H); 5,75 (s, 2H).

MpomixxHa cnonyka 266

ETtuvn 3-6pom-4-xnop-5-meTnn-1-{[2-
(TpumeTuncunin)etokcu]meTnn}-1H-nipon-2-
kapbokcunat

o cycneHsii rigpuay HaTpito (76 mr, 3,16 mmonb)
y 6e3sogHomy IM®A (5 mn), fogaBanu po3ynH eTun
3-6pom-4-xnop-5-meTun-1H-nipon-2-kapbokcnnaty
(MpomixHa cnonyka 267, 420 wr, 1,58 mr), oTpumaHy
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cymiw nepemiwysanu npu 0°C npotarom 30 xBUNUH
0O NpUNWHEHHS BuaineHHs rasdy. Mo kpannsx gopa-
Banu TpumeTuncunin-etoinmetun xnopua (315 wr,
1,89 mMmonb) i nepemiwyBanm NpoOTAroM Houi, npu
LbOMY peakuifiHii cyMmili O03BOMANM Harpitucs Ao
KiMHaTHOI TemnepaTypu NOBINbHO. PeakuiliHy cymiw
3arapToByBanu 3a JOMOMOroK XONoAHOI BOAM, PO3-
BOAMNN NpOCTUM eddipom (20 M), npoMnBanu BOAOHO
N COMAHUM PO3YMHOM, OpraHiyHWI Lwap BUCYLLyBanu
Hag 6e3BogHVMM CynbdaToM HaTpilo, KOHLEHTpyBanm
M ounLanuy LWsiXxom KONoHKoBoi xpomatorpadii (95%
rekcaHu B eTunauetaTi), OOEepXyluum HeobXxiaHuin
npoaykT y Burnsagi macna (624 wr). MC (ESP): 397
(MH") anga C14H23BrCINO3Si

H amp (CDCls) &: 0,00 (s, 9H); 0,90 (t, 2H); 1,43
(t, 3H); 2,38 (s, 3H); 3,55 (t, 2H); 4,34 (q, 2H); 5,75 (s,

2H).

MpomixkHa cnonyka 267

Etun 3-6pom-4-xnop-5-meTun-1H-nipon-2-
kapbokcunaTt

Etvn  4-xnop-5-metun-1H-nipon-2-kapbokcunat
(MpomixHa cnonyka 7, 300 mr, 1,6 MMONb) PO34MHS-
nn B 6e3BogHoMy auxnopmeTadi (10 mn), gonasanu
N-6pomcykumHimig (285 wr, 1,6 mmonbe) npyu 0°C i
OTpMMaHy CyMill nepemiwyBany npu KiMHaTHIN Tem-
neparypi npoTsirom Hodi. Cymill BNnMBanu B XONOOHWIA
BOAHWUW PO34uH rigpokcmay HaTtpito (2M) (20 mn), ekc-
TparyBanu npoctum gietunosum edpipom (2x20 mn).
MoTim opraHiyHy ¢pady npommanu Bogoto (20 mn) i
consiHM po3dnHoM (20 mn), Bucywysanu Hap bes-
BOAHMM CynbgaToM HaTpilo, KOHLEHTpyBanu n oyu-
LWann LWnsSxoM KOMOHKOBOI xpomaTtorpadii (rekca-
HW/eTunaueTaT, rpagieHT), OAepXylun HeobXiaHwui
NPOAYKT Yy BWUIMAAi >KOBTyBaToi TBEpOOi peyoBU-
HW.(424 wrr).

M3 (ESP): 266 (MH") anst CgHgBrCINO,

'"H AMP (CDCls) &: 1,39 (t, 3H); 2,32 (s, 3H); 4,34
(a, 2H); 9,04 (s, br, 1H).

MpomixHa cnonyka 268

TpaHc(t)-TpeT-6yTHn-4-
[(amdeHinmeTneH)amiHo]-3-rigpokcuninepuanH-1-
kapbokcunat

TpeT-6yTun-4-amiHo-3-rigpokcuninepnanH-1-
kapbokcunat (11,9 r; 55 mmonb) i 6eH30dEeHOHIMIH
(10 r; 59 mmornb; 1,05 ekB.) po3umHAnNM B 6€3BO4HOMY
Tonyoni M Harpisanu B konbi 3i 3BOPOTHUM XOnoau-
NbHYKOM NpoTarom 18 roguH. 3a peakuieto cnocrtepi-
rann 3a ponomoroto TWX (30% EtOAc/rekcann 3
0,1% TpuetunamiHom). HeouuLeHy peakuinHy cymilu
KOHUEHTpyBanu 1 OYMLLanu LWNSXOM KOMOHKOBOI
dnew-xpomatorpacii. Mpu BugineHHi opepxysanu
18,4 r BKa3aHoi B 3arofioBKy CMonyku 3 Buxonom 86%.
PX/MC (ES+)[(M+H)+]Z 381 angd C23H28N203.

MpomixHa cnonyka 269

Linc(z)-TpeT-6yTnin-3-a3mno-4-
[(amdeHinmeTUneH)amiHoininepnanH-1-kapbokcmnat

Y BucyweHoi nonym'sm konbi TpudeHindocdiH
(3,86 r; 14,7 Mmmonb; 2 ekB.) pOo34nHsNM B 6€3BOAHO-
My TF® (15 mn) i oxonogxysanu o 0 C lMoeinekHO no
kpannax gogasanu DIAD (2,97 r; 14,7 mmonb; 2
ekB.). Mpn gogaBaHHi yTBOptOBaBCs Ginun ocag. Hdo-
aaBanm TI® pos3umH, WO MicTUTb TpeT-OyTun-4-
[(BndeHinmeTuneH)amiHo]-3-rigpokcuninepnanH-1-
kapbokcunat (MpomixHa cnonyka 268, 2,8 r; 7,36
MMonb) (kinbkicte TF® Gyno Takum, WOG KiHUEBa
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KOHLeHTpauisa cnupTy cTtaHoBuna 6nusbko 0,5-1M).
OTpuMaHy peakuiinHy CycreHsilo nepemillyBany npu
0 C npotarom 30 xBunwuH. lNicns uboro gopasanu
(Ph)2PON3 (4,05 r; 14,7 Mmmonb; 2 ekB.) i peakuiiHin
CyMiLli AO3BONANM HarpiTMcsa Ao KiMHaTHOI Temnepa-
TYpW i nepemilysanu npotarom 12 roguH. Cnoctepi-
ranu 3a gonomoroto PX/MC. PeakuinHy cymill KoHLe-
HTPYyBanu N O4YMLLanu LUASXOM KOMOHKOBOI dneLu-
xpomarorpadii (0-30% EtOAc/rekcanmn 3 0,1% Tpue-
TunamiHom). MNpw BuaineHHi ogepxysanu 2,13 r Bka-
3aHOI B 3arofioBKy cronyku 3 suxogom 71%. PX/MC
(ES+)[(M+H)+]Z 406 onsa C23H27N50,.

MpomixHa crnonyka 270

Linc(x)TpeT-6yTnn-4-amiHo-3-asngoninepuanH-1-
kapbokcunar

Me MeMe

TpeT-6yTun-3-asngo-4-
[(andbeHinmeTuneH)amiHolninepmamnH-1-kapbokcmnat
(MpomixHa crnonyka 269, 1,36 r; 3,3 MMonb) po3yu-
Hanum B 10 mn BogHoro TId (5% H.0). Jopasanu
opHieto nopuieto PPTS (850 wmr; 3,4 mmonb; 1,03
ekB.). Yepe3 fekinbka XBWMWH CMOKOHBIYHO MYTHWN
pO34MH cTaBaB Npo3opum. lMicnsa 3aBepLUeHHs peakuii
(wo BM3Havanm 3a gonomorot PX/MC aHanisy) pea-
KUiiHY CyMilW KOHUEHTpyBanu 1N aseoTpomniyHO BUCY-
WwyBanu 3a SOMNomMorow aueToHiTpuny. bes goagatko-
Boro ouuweHHsl. (PX/MC: cnocTepiranu 3HUKHEHHS
BUXigHOT peyoBuHU 1 yTBOpeHHs Ph,C=0. MpoaykT
He cnocTepiranu BHacnigokK BiACyTHOCTI XxpoModhopa).

MpomixxHa cnonyka 271

Linc(x)TpeT-6yTnn-3-asugo-4-{[(3,4-amxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}ninepnamn-1-
kapbokcunar

Heounwenni TpeT-6yTun-4-amiHo-3-
asungoninepuanH-1-kapbokeunat (MpomikHa crnonyka
270, 3,3 mMmonb) po3unHsanu B 6e3sogHomy CH2Cl,
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(10 mn) i DIEA (1,27 1; 1,6 mn; 9,9 mmonb; 3 ekB.).
PosunH oxonogxyesann go 0°C i popaBamm 3,4-
anxnop-5-meTtnn-1H-nipon-2-kapboHin xnopug (736
mr; 3,5 mmonb; 1,05 ekB.). Peakuis 3aBepluyBanacs
npotarom 30 xeunuH. Po3soannm CH,CI; i npomusa-
nm H20 (x2), consgHUm po3YMHOM i BUCYLLYBanu Hag
Na>SO4. dinbTpyBanu " KoHueHTpyBanu. Ounwanu
LUMAXOM KOMOHKOBOI  donew-xpomatorpadii  (0-60%
EtOAc/rekcann). MNMpu BugineHHi ogepxysanu 967 mr
i3 Buxogom 69% nicns 3AiNCHEHHs ABOEeTanHoi noc-
nigosHocti. PX/MC (ES)[(M-H)]: 415, 417 pnsa
ClGHZZC|2N603.

MpomixHa cnonyka 272

Linc(x)N-(-3-a3ngoninepnamnH-4-in)-3,4-guxnop-5-
MeTun-1H-nipon-2-kapbokcamig rigpoxnopua.

TpeT-0yTun-3-asngo-4-{[(3,4-amxnop-5-meTnn-
1H-nipon-2-in)kap6oHrin]amiHo}ninepngunH-1-
kapbokcunat ([MpomixHa cnonyka 271, 967 wmr; 2,3
MMonb) po3dunHanu B 4 H. HCI y giokcaHax (20 mn) i
meTaHoni (10 mn). Po3unH nepeMiwyBanu npoTsirom
2 roavH i cnoctepiranu 3a gonomoroto PX/MC. Micns
3aBepLUEHHS peaKuii PO3YMHHUK BUOANANN N HEOYU-
LLIeHy peakuiHy cyMmill a3eoTpornyBany 3 MeTaHOIOM
ana supaneHHs Hagnuwky HCIl. Bes pgopaTkoBoro
ounwenHs. PX/MC (ESH[(M+H)']: 317, 319 pana
C11H14CI2NgO.

MpomixkHa cnonyka 273

(2R)-2-MeTokcunponaH-1-amiH rigpoxnopug
(1725-162)
TpeT-6yTun [(2R)-2-meTokcunponin]kapbamat

(MpomixHa cnonyka 277, 0,33 r, 1,74 mmons) i cons-
Hy kucnoTy (4 M, 1,5 mn) o6'egHyBann 1 nepemily-
Banu Npuv KiMHaTHIiN TemnepaTtypi NpoTAroM ABOX ro-
AvH. TIoTiM CyMmill KOHUEHTpyBanu 1 posTvpanun B
NMOPOLLOK i3 NPOCTUM AieTunoBum edipomM, oaepXyto-
4 6iny kpuctaniyHy TBepay pevoBuHy (0,20 r) sk
NpPOAYKT.

AMP: 1,14 (d, 3H), 3,30 (s, 3H), 3,35-3,45 (m,
2H), 7,99 (brs, 3H).

MpomixkHi cnonykn 274-275

HacTynHi cnonyku opepXyBanv BigMoBiAHO A0
MeToauku ans MpomixkHoi cnonyku 273 abo Wnsaxom
rigpyBaHHS, BUKOPUCTOBYHOYM BUXIAHI PEHOBUHM.

IIp | Cnoayka Hani BP
OM.
274 | (2S)-2-metokcunpomnan-1- | IMP: 1,14 (d, 3H), 3,30 (s, ITpomiskna crioyka 278
aMiH TiZpoXJIOpH 3H), 3,35-3,45 (m, 2H), 7,99
(brs, 3H)
275 | (2R)-1-Merokcunpomnan-2- | IMP: 1,14 (d, 3H), 3,29 (s, [Tpomixua crionyka 276

aMIH TiIPOXJIOpH A

3H), 8.07 (brs, 3H), iumi
MiKH CXOBaHi Mij 3HAYHHM

MiKOM BOIH

MpomixHa cnonyka 276

BeHnaun [(1R)-2-meTokcu-1-meTnneTun]kapbamar

Oo po3unMHy  GeHsun [(1R)-2-rigpokcmn-1-
meTuneTun]kapbamaty (0,5 r, 2,38 Mmonb) B aueto-
HiTpuni (20 mn), gogasanu okcug cpibna ( 3,8 T,

13,09 mmonb), noTim gogaesanu metuniogun (1,94
mn, 23,8 mMmonbk). OTpuMaHy cymill nepemiwysanm
NPOTAroM HoOMi MpW KiMHaTHIM Temnepatypi. Hepos-
YMHHY Cinb BiadinbTpoByBanu M inbTpaT KOHUEHT-
pyBanu. 3anuwok xpomaTtorpadysanu, BUKOPUCTO-
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BYIOUM [iOKCUA KPEMHilo W cucTemy eTtunaue-
TaT/rekcaHn SK enioeHT, | ogepXyBanum HeoOXigHWMA
npoaykT y Burnsai nposoporo macna (0,38 r).

MC (ES) MH+Na: 246 ans C12H17NOs;

AMP: 1,01 (d, 3H), 3,12-3,17 (m, 1H), 3,22 (s,
3H), 3,25-3,26 (m, 1H), 3,60-3,75 (m, 1H), 5,00 (s,
2H), 7,16 (d, 1H), 7,29-7,36 (m, 5H)

MpomixxHa cnonyka 277

TpeT-6yTun [(2R)-2-meTokecunponin]kapbamaT

Oo pO34MHYy TpeT-6yTun [(2R)-2-
rigpokcunponin]kap6amary (0,4 r, 2,28 mmonb) y TT®
(5 mn), popasanu rigpua HaTtpito (0,06 r, 2,51 mmorb)
npu 0°C . OTpMMaHWin po34nH NepemillyBany nNpoTs-
rom 30 XBUMKWH Npu Ui TemnepaTypi 1 noTiMm goaasa-
nm metvn noamg (0,H mn, 2,28 mmonb). Peakuininy
CYMilLl NOBIMbLHO HarpiBanu A0 KiMHaTHOI Temnepary-
pu 1 [O3BONANM NepemillyBaTnCs A0OATKOBO NpOTS-
rom ABOX roauH. PeakuinHy cymiw 3araptoByBanu
LUNSAXOM AOAaBaHHs BOAM W eKkcTparyBanu etunaie-
TatoM. EkcTpakT npomuBanu po3ynHom bikapboHaTy
HaTpilo, BOJOIO i1 COMAHMM PO34nHOM. Moro Bucyiuy-
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Banu Hap cynbdaTtom marHito i KoHueHTpyBanu. He-
06XigHWMIA NPOAYKT ofepXXyBanu y BUMMsAAi Npo3oporo
macna (0,31 r) i BiH He mae noTpebn B JooaTkoBOMY
oumeHHi. AMP (CDCls): 1,15 (d, 3H), 1,43 (s, 9H),
3,31-3,33 (m, 2H), 3,34 (s, 3H), 3,77-3,81 (m, 1H),
4,66 (brs, 1H).

MpomixkHa cnonyka 278

TpeT-6yTun [(2S)-2-meTokcmnponinjkapbamat

BkasaHy B 3aronoBky Crnonyky cuHTe3yBanu 3a
OOMOMOrot0 MeToAly, aHanoriyHoro o cuHtesy [lpo-
MDKHOI cronyku 277, BUKOPUCTOBYHOUM SIK BUXIAHY
pEeYOBUHY TpeT-6yTun [(2S)-2-
rigpokcunponinjkapbamar i ankinywouu noro 3 MeTun-
nogugom. AMP (CDCls): 1,15 (d, 3H), 1,43 (s, 9H),
3,31-3,33 (m, 2H), 3,34 (s, 3H), 3,77-3,81 (m, 1H),
4,66 (brs, 1H).

Mpuknag 441

HactynHui [Mpuknag roTyBanu 3a [AOMOMOroO
MeToauku, onucaHoi B [Mpuknagi 203, i3 BkasaHuX
BMXiAHUX pevoBuH (BP)

IIp. | Cnonyka Jani BP
441 | eran 2-((35,4R)-4-{[(3.4- MC (ES) MH":605 ans [Npuxnan 188 1 [2-
nuxnop-5-metn-1 H-mipon-2- | C24H33C1LNs04S; METOKCH-1-
im)kapGonin]amino}-3- (MeToKkcHMeETHN )eThIT |aMiH
METOKCHITINePHHUH- | -11)-4- (ChemPacific)
({[2-meTOKCH-1-
(METOKCHMETH/I)ETHIT]aMiHO } K
apbonin)-1,3-tiazon-5-
KapOokcunar
Mpuknag 442
HactynHuin [lpuknag roTyBanu 3a [OMNOMOroOH
mMeToauku, onucaHoi B [lNMpuknagi 383, i3 BkasaHUX
BUXiAHUX pe4oBuH (BP)
Ip. | Cnoayka Jani BP
442 | 2-((3S,4R)-4-{[(3,4-muxnop-5- MC (ES) MH": 578 ans [Tpuxitan 441
MeTuI-1 H—nipon-2- C32H29C12N507S
in)kap6onin]amino }-3- SMP: 1,77 (s,2 H) 2,19 (s, 3
METOKCHIinepuanH-1-im)-4-({[2- H) 3,24 (s, 3 H) 3,27 (s, 3 H)
METOKCH-1- 3,38 (s, 5 H) 3,49 (s, 6 H) 4,32
(meToxcuMmeTHI )eTHI |amiHo } kap6o | (s,2 H) 7,18 (s, 1 H) 8,93 (s, 1
Hin)-1,3-tiazon-5-kap6oHOBa H) 12,16 (s, 1 H) 16,17 (s, 1
KHCIIOTa H)
CI\ ,,_<CI i
Me L n ’ C\ N (0 OI Me
¢ ﬁN{O«
Me -OH
o
Mpwuknag 443

HactynHui Mpuknag ogepxysanu 3a AOMNOMOro
MeToaMKK, onucaHoi B npuknagi 417, i3 BkasaHuX
BUXiOHWNX peyoBuH (BP)
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IIp. | Cnoayka Jani BP

443 | marpiit 2-((35.4R)-4-{[(3.4- MC (ES) MH': 578 nna [Mpuxnan 442
nuxyop-5-metun- 1 H-mipos-2- C22H25CLNsO7SNa
i1)kapOoHia|aMino }-3- AMP: 1,70 (s.2 H) 2,17 (s, 3
MeTOKCHIinepuauH-1-im)-4-({[2- H) 3,21 - 3,26 (m, 6 H) 3,34
METOKCH-1- (s, 4 H)3,35-3,38 (m, 6 H)

(mMeTokcuMeTHN )eTHI |amiHo }kapbo | 3,49 (s, 1 H) 3,86 (d, 1 H)
Hin)-1,3-Tiazon-5-kapbokcunar 4,04 -4,16 (m, 3 H) 4,22 (s, 1
H) 7,18 (d, 1 H) 12,17 (s, 1 H)
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