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(57) 1. Cnonyka dopmymm () abo ii dapmaueBTUiHO
NPUNHATHI Coni:

ae

R Ta R™ He3anexHo
€MNeKTPOHOAKLLENMTOPHI rpynu;

Z BnbpaHo 3 O= Ta S=;

R' BuGpaHo 3 rpynu: Ciqoankin;  Cioankin,
3aMILLEHUI NPUHAAMHI OOHUM 3aMiCHUKOM, BUGPaHUM
3 rpynu: ranorex, LiaHo, aueTokecMmeTun Ta HiTpo; Co.
10@nkeHin; CyqpankeHin, 3amilleHuin NpuHariMHi OgHUM
3aMicHuMKoM, BuOpaHMM 3 [pynu: ranoreH, ujaHo,
aueTokcumeTun Ta HITpo; CoipankiHin, Coqeankinin,
3aMiLLEHWI NPUHAVMHI OHMM 3aMiCHUKOM, BUOpaHUM 3
rpyMMt: - rarnore, |.|,ia5|o,4 aueTokcumeT!n  Ta 3HiTpo;
R'R'N-Cieankin; R’R'NC(=0)-Cieankin; R O-C.
sankin;  R’0OC(=0)-Cieankin;  R’C(=0)-C1.ankin;
R30(=O)NR3- C1-eankin; R*R*NSO,- C1-eankin;
RICSON( 1sankin;  R°R*NC(=0)N(R®)-C1.sarnkir;
R®R*NSO:N(R®)-Cisankin; apun-Ci.eankin; apun-
C(=0)C1.sanxin; reTepouuknin-Cq.sarnkin;
retepouuknin-C(=0)-Cq.eankin; 3amiweHun apun-Ci.
sankin; 3amiweHmn apun-C(=0)-Cq.sankin; 3amiLLieHnn
retepoumknin-Cieankin, 3amilleHWin reTepoumKnin-
C(=0)-C1.sankin; Ta C1.1origpokapbinamio;

R® BubpaHo 3 rpynu: Ciearnkin, 3amiweHni Ceankin,
CosankeHin, 3amiweHunn CogankeHin, Coeankinin,
3amiweHunii Cyp-gankiHin, CselmKnoankin, 3amiwieHnn Cs.

npencraendTb

(13) C2
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eLMKIIoankin, apun, samiweHni apun, Cseretepoapun Ta
3aMILIi HUA C55reTepoapmn
R®, R* ta R® HesanexHo BuBpaHo 3 rpynu: -H, C1sarkin,
C2 sarnkeHin, Co.sankiHin Ta geoBaneHTHa Cq.erpyna, Lo
pa3oM 3 iHWOo ABoBaneHTHO Ci6rPymnolo yTBOPIOE
YaCTUHY KinbLs;
X npeactasnsie  Ci.qodBOBaneHTHy rpyny, Lo
BiJOKpeMIIoe NpuegHaHi Tyau rpynu ogHuM abo gsoma
atomamu;
Ar npegctaense Cs.120BOBarnieHTHy apoMaTuyHy rpyny;
a
Y BubpaHo 3 -CH= ta -N=.
2. CnonyKa 3an. 1, e
R™ ta R™ HesanexHo npeactasnstoTs  Coeankin,
3aMmileHnin  ogHUM  uu  Ginblue  3amiCHMKaMmM,
BubpaHumu 3 -F, -Cl, -Br, -NO,, -CN, -OH, -CHO, -
C(=0)-R'ta-OR', ge R' npeacrasnsie Cizankin.
3. CnonyKa 3an. 1, ge
R™ 1a R™ HesanexHo BGpaHo 3 pyrm: -CFs, -CH,CFs, -
CHyCHF», -CHFCF3, -CHFCHF,
-CHFCH.F, -CF.CF3, -CF.CHs, -CF.CHoF, -CF,CHF,, CF3, -
CHCCl, -CHCHCh, -CHCBrs, -CH,CHBr, -CHNO,, -
CHzCH2NO,, -CH:CN, -CH:CH:CN, Ta -CH,CH,OCHs.
4. Cnonyka 3a n. 1, pe R 1a R™ HesanexHo
npegcTaensoTe CieMPynn, WO MICTATL npuHaimHi 30
mac. % dnyopy, a Z npeacTasnsie O=.
5. Cronyka 3a n. 1, ge R' BuGpaHo 3 rpynu: Ci.
10ankin; Ci.qoankin, 3amilleHUn NpUHaNMHI  OOHWM
3aMiCHMKOM, BMOpaHMM 3 rpynu: ranoreH, LuiaHo,
aueTokcumeTun Ta HiTpo; CaioankeHin; CojoankeHin,
3aMiLLEHWIA NPUHAMMHI OOHUM 3aMICHVMKOM, BUOpaHUM 3
rpynu: ranoreH, UiaHo, aueTokcumeTun Ta HiTpo; Co
10@nKiHiN; Coqo@nKiHiN, 3aMilLleHWn NpUHAAMHI OOHVM
3aMiCHMKOM, BUOpaHUM 3 rpynu: ranorew, uiaHo,
aLl,eTOKCMMeTI/IJ'I Ta HITpO R°R* N C1-arnkim;
R’R*NC(= Og -Creankin ; R°0-Cysankin; R® OC( 0)-Ci.
eaJ'IKIJ'I R°C(=0)-Ceankin; 3C(—O)NR -C1.6ankin;
R R* NSOz-C1 eaJ'IKIJ'I R? CSOZN(R }+C1 6anK|n
RRY NC(= O)N(R }C1-sankin; R’R* NSOZN(R )-Ci.
saIKin; apwn-Cq.sarnkin; apun-C(=0)C1.sankim;
reTepoumknin-Cq.eankin; retepouuknin-C(=0)-C1.
salkKin; 3amiwieHnn apun-Cqeankin; 3amilieHni apun-
C(=0)-C1.¢ankin; 3amilieHnin retepoumknin-Cqeankin;
samiweHun  retepoumnknin-C(=0)-Cieankin; T1a Ci.
1origpokap6inamiHo;
R? BuGpaHo 3 rpynu: Ci.earnkin, Cisarkin, 3aMilieHui
npvHanmMHi ogHUMm doniyopoM, Co.sankeHin, CoeankeHin,
3amileHni npyHaniMHi ogHuM cpriyopom, Co.sarkiHin, Co.
6arKiHiN, 3aMilleHnin NpuHaMHI ogHUM doriyopom, Ca
sUMKNoankin, 3amiweHnn  CssUuknoankin, —apwun,
3amiweHun apun, Cseretepoapun Ta 3amileHun Cs
ereTepoapuT,
R®’, R* Ta R® HesanexHo BuGpaHo 3 rpynu: -H, Ci.
gankin, CosankeHin, CpeankiHin Ta gsosaneHtHa Ci.
eMpyna, Lo pa3om 3 iHLWOo ABOBaneHTHo C1.6rpynoto
YTBOPIOE YaCTUHY KIJ‘IbLI,Fl a
XBVI6paH03prI'IVI -NR’-, -C(=0), -CHp-CHy-, -CH=CH-,
-O- -C(R7) - Ta -S(O)q-, Ae n gopisHioe 0, 1 abo 2, ge
R® ta R Hesane»(Ho npegcraenstote Cieankin, Co.
sarnkeHin, Co.sankiHin, Cq.sankokcmn, -OH abo -H.
6. CnonyKa 3an.1, ge:
R" BuGpaHo 3 rpyni: C1.ankin; Co.sarnkeHir; Co sarnkiHir;
apun-C1.sankin; apun-Ci.sankin 3 apunom, 3amilieHnm
NpYHaMMHi OOHWM 3aMiCHUKOM, BUOpaHUM 3 rpynu:
C1 eaJ'IKIJ'I aueToOKCUMETWUM, HITPO Ta  ranoreH;
R®RNC1.ankin; R®OCisankin; umnknoankin-C1.sankin,;
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retepoumknoankin-Ciesankin;  retepouuknoankin-Ci.
salkin, B $IKOMYy reTepouuKknoankin  3amieHun
NpUHaNMHI OQHUM 3aMiCHWMKOM, BUBpaHum 3 rpynu: Ci.
gallkin, aueTokcMMeTwn, HiTpo Ta ranoreH; Ci.
eankinapun; Cieankin-C(=0)-; Cegapun-C(=0)-; Ca
gretepoapun-C(=0)-; retepoapun-C+.sankin;
retepoapun-Cieankin, B  SKOMy  reTepoapwn
3aMillleHumn NpUHanMHi oHUM 3aMiCHUKOM,
BuMbpaHuM 3 rpynu: Cqeankin, aueToKCUMETUM, HITPO
TaranoreH; Ta RNC1.eaJ'IKiJ'I;

BopaHo 3 mymt: -CHs, -CHCHs -CH(CHsp, Ca
GL}\IJIIKJ'IOE\J'IKIJ'I -CH,CF3-CHF>, -CF3 Ta apwt;
R" npeacrtaBnse OKUCHEHWA nipugun, ge aTtoMm
HITPOrEeHy Ha nNipUaWINbHOMY KiflbUi € B OKUCHEHOMY
craHi (N-O°);
Ar BuBpaHo 3 rpynu: apureH; rerepoapuieH; apuneH,
3aMiLLEHUI NPUHANMHI OOHUM 3aMiCHUKOM, BUBpaHUM
3 rpynu: Cq.gankin, ranoreH, TpudnyopMeTus, LiaHo,
HiTPO, rigpokcn Ta C1.6aNKOKCWM; Ta reTepoapureH,
3aMilLeHnin npUHanMHi OOHUM 3aMiCHUKOM,
BMOpaHUM 3 rpynu: Cisankin, ranore,
TpudbnyopmeTun, UuiaHo, HiTpo, rigpokcn Ta Ci.
6aJIKOKCUI; @
R® ta R? HesanexHo BuGpaHo 3 -H Ta C1sankiny.
7. Cnonyka 3a n. 6,
Je apwneH nNpeAcTaBnse  napa-apuneH;  a
retepoapurneH BMOpaHo 3 LUeCTUYIIEHHO-KiMbLEBOrO
napa-retepoapurnieHy Ta N'ATUYNEHHO-KiNbLEBOro
MeTa-reTepoapuneHy.
8. CnonyKa 3an. 1, ge:
R' BUGpaHO 3 rpynu: €Tun, Nponin, anin, i3oneHTun,
6eH3un, gumeTunamiHoeTwn, 4-nipugunveTvn, 2-
nipugunMeTun, 1-niponinetun, uMKNonponinMeTun,
LMKNodyTUIMETUN, LMKNONEHTUMETHI,
LIMKNOrekcunmeTun, 2-niponignnmeTun, 3-
niponigunmetun,  N-metun-2-niponigunmetun, N-
mMeTtun-3-niponigunmeTun,  2-ninepugunmMeTun,  3-
ninepngnnmetun, 4-ninepyauHmeTturn, N-meTun-2-
ninepuamnmetun, N-metun-3-ninepyannmeTtun, N-

MeTun-4-ninepuamnmeTun, 3-TieHinmeTun, 2-
TeTparigpodypaHinmeTun, 3-
TeTparigpodypaHinmeTun, 2-

TeTparigponipaHinmeTun, 3-TeTparigponipaHinmeTun,
4-TeTparigponipaHinmeTun, (2-HiTpoTiOhEH-5-
in)metnn, (1-metun-1H-imigason-2-in)metnn, (5-
(aueTokcumeTnn)-2-dpypaHin)metTvn,  (2,3-gurigpo-
1H -i3oiHgon-1-in)metnn Ta 5-(2-meTunTiasonin);

R? BubpaHo 3 rpymu: -CHs, -CHyCHs, -CH(CHa), -
CH,CF3, CF3, uuknonponin, UKnoOyTus, LUKNONeHTHN,
Lpknorekcmn Ta deHin;

R™ ta R npencraersios -CH,CF3, a Z npenctarnsie O=;
Ar B1bpaHo 3 rpynu: napa-apuwneH; napa-apuneH, o
3aMiLLEHO NMPUHANUMHI OOHMM 3aMICHUKOM, BUOpaHUM
3 rpynu: Cyeankin, ranoreH, TpudnyopmeTun, uiaHo,
HiTPO, rigpokcn Ta Cq.6aNKOKCWIM; LIECTUYMEHHO-
KiNnbLUeBUA napa-retepoapuneH; Ta LWeCTUYMEeHHO-
KinbUeBUA  napa-reTepoapuneH, WO  3aMilleHo
3amicHuKoM, BubBpaHum 3 rpynu: Ciearnkin, ranoreH,
TpudpriyopMeTun, uiaHo, HiTpo, rigpoken Ta Ci.
6aNKOKCHI.

9. Cnon)g(a 3an.1,ge:

R Ta R™ npeacraensiots -CH.CF3, a Z npeacraensie O=;
R? npencrasnsie -CHoCH3;

Ar BubpaHo 3 napa-gheHineHy Ta napa-nipuauneHy; a
X BubpaHo 3 -CHy- 1a -CH(CHs)-.
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10. Crnonyka 3a n. 1, ge BkasaHy crnonyky BubpaHo 3
rpynu:
2-[(4-eTokcudeHin)meTun]4-(3-metundytnn)-N,N-
6ic(2,2,2-TpudnyopeTun)-1H-6eH3nminason-5-
kapbokcamiz;
1-(uvknonponinmeTtun)-2-[(4-eTokcuderin)metun]-N,N-
6ic(2,2,2-Tpucbnyopetun)-1H-6eH3nmigason-5-
kapbokcamig;
1-(umknorekcunmeTnn)-2-[(4-eTokeudpenin)meTtun]-N,N-
6ic(2,2,2-Tpudnyopetun)-1H-6eH3nmigason-5-
kapbokcamiz;
2-[(4-eTokcudpeHin)metun]-1-(2-dpypaHinmeTtnn)-N,N-
6ic(2,2,2-Tpudpnyopetun)-1H-6eHanmigason-5-
kapbokcamig;
2-[(4-eTokecudpeHin)meTnn]-1-[(2S)-2-
niponignHinmeTnn]-N,N-6ic(2,2,2-Tpucnyopetnn)-1H-
6eH3umigason-5-kapbokcamig;
2-[(4-eTokcudpenin)metun]-1-[(2R)-2-
niponignHinmeTnn]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
6eH3mmiaason-5-kapbokcamig;
2-[(4-eTokcudeHin)meTunn]-1-(4-nipugnHinmeTun)-
N,N-6ic(2,2,2-Tpucpnyopetun)-1H-6eH3nmigason-5-
kapbokcamiz;
2-[1-(4-eTokcudpeHin)etun]-1-(4-nipuguHinmeTun)-
N,N-6ic(2,2,2-Tpudpnyopetun)-1H-6eH3nmigason-5-
kapbokcamiz;
2-[(4-eTokcudeHin)vetun]-1-[(TeTparigpo-2H-nipax-
4-in)metun]-N,N-6ic(2,2,2-Tpudnyopetnn)-1 H-
6eH3umigason-5-kapbokcamif;
2-[(4-eTokcudpeHin)metnn]-1-[[(2R)-TeTparigpo-2-
dpypaHin]metun]-N,N-6ic(2,2,2-TpucpnyopeTtnn)-1H-
6eH3umigason-5-kapbokcamif;
2-[(4-eTokcudberin)metun]-1-[[(2S)-TeTparigpo-2-
dypaHin)metun]-N,N-6ic(2,2,2-tpucnyopetumn)-1H-
6eH3umigason-5-kapbokcamif;
2-[(4-eTokcudpeHin)vetunl-1-[(TeTparigpo-2H-nipaH-2-
in)metun]-N,N-6ic(2,2,2-tpucnyopetun)-1H-
6eH3umigason-5-kapbokcamif;
2-[(4-eTokcudpeHin)meTtnn]-1-[(2R)-2-
ninepuauyHinmetun]-N,N-6ic(2,2,2-tpucnyopetun)-1H-
6eH3mmiaason-5-kapbokcamiz;
2-[(5-eTokcu-2-nipugun)meTtun]-1-[(TeTparigpo-2H-
nipan-2-in)Metun]-N,N-6ic(2,2,2-tpucpnyopetnn)-1
H-6eH3umigason-5-kapbokcamiz;
2-[(5-eTokcu-2-nipuaguHin)meTtun]-1-(3-
meTunoyTun)-N,N-6ic(2,2,2-tpudnyopetun)-1H-
6eH3mmiaason-5-kapbokcamig;
2-[(4-eTokcudpeHin)metun]-1-[[(2R)-1-meTnn-2-
niponigmHinmeTun]-N,N-6ic(2,2,2-tpucnyopetun)-1H-
6eH3umigason-5-kapbokcamif;
2-[(4-eTokeudpeHin)metun]-1-[[(2R)-1-meTnn-2-
ninepuanHin)meTnn]-N,N-6ic(2,2,2-tpudnyopetmn)-1
H-6eH3umigazon-5-kapbokcamiz;
2-[(5-eTokcu-2-nipuguHin)metun]-1-[(2R)-2-
niponigmHinmeTun]-N,N-6ic(2,2,2-Tpucnyopetun)-1H-
6eH3umigason-5-kapbokcamig;
2-[1-(4-eTokcudpeHin)etnn]-1-[(2R)-2-
niponiguHinmeTun]-N,N-6ic(2,2,2-Tpucnyopetun)-1H-
6eH3mmiaason-5-kapbokcamiz;
2-[(5-eTokeun-2-nipuamnHin)meTun]-1-[[(2R)-1-meTnn-2-
ninepuavHin)meTun]-N,N-6ic(2,2,2-Tpudnyopetnn)-1H-
6eH3nmigason-5-kapbokcamig;
2-[(5-eTokeun-2-nipuamnHin)meTtun]-1-[[(2R)-1-meTnn-2-
niponigmHin]metnn]-N,N-6ic(2,2,2-Tpucnyopetnn)-1H-
6eH3umigason-5-kapbokcamig;
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1-(uvknobyTunmeTnn)-2-(4-eTokcnbeHaun)-N,N-
6ic(2,2,2-Tpucbnyopetun)-1H-6eH3nmigason-5-
kapbokcamig;
1-(umknobyTunmetun)-2-[(5-eTokcunipngmH-2-
in)metun]-N,N-6ic(2,2,2-tpucnyopetun)-1H-
6eH3mminason-5-kapbokcamig;
1-(umknoneHTunNmeTmn)-2-[(5-eTokcunipuamH-2-
in)metun]-N,N-6ic(2,2,2-tpucpnyopeTtnn)-1H-
6eH3umigason-5-kapbokcamif;
2-(4-eTokcnbeHnann)-1-[(2S)-ninepnanH-2-inmeTun)-
N,N-6ic(2,2,2-Tpucnyopetnn)-1H-6eH3mmigason-5-
kapbokcamig;

2-[(5-eTokcunipuamH-2-in)meTtun]-1-(3-
dypunmetun)-N,N-6ic(2,2,2-Tpudbnyopetnn)-1H-
6eH3mminason-5-kapbokcamiz;
2-[(5-eTokeunipnanH-2-in)meTtnn]-1-(3-TieHinmeTnn)-
N,N-6ic(2,2,2-Tpudpnyopetun)-1H-6eH3umigason-5-
Kapbokcamig;
1-(umknorekcunmetun)-2-[(5-eTokcunipnamH-2-
in)metun]-N,N-6ic(2,2,2-Tpndonyopetun)-1H-
6eH3mminason-5-kapbokcamig;
1-(umkrorexkcunmeTnn)-2-[(5-isonponokeunipuanH-2-
in)metun]-N,N-6ic(2,2,2-TpucpnyopeTtnn)-1H-
6eH3umigason-5-kapbokcamif;
2-(4-eTokcnbeH3un)-1-[(4-meTunmopdoniH-3-
in)meTtun]-N,N-6ic(2,2,2-tpudpnyopeturn)-1H-
6eH3mminason-5-kapbokcamiz;
2-[(5-eTokcunipugnH-2-in)metun]-1-[(4-
meTunmopdonin-3-in)metnn]-N,N-6ic(2,2,2-
Tpudnyopetun)-1H-6eH3nmigason-5-kapbokcamip;
2-(4-eTokenbenann)-1-{[(23)-1-meTnnninepuanH-2-
in]metun]-N,N-6ic(2,2,2-Tpudnyopetun)-1H-
6eH3umigason-5-kapbokcamif;
2-(4-i3onponokcnbeHann)-1-[[(2R)-1-meTunninepmuanH-2-
in]metun]-N,N-6ic(2,2,2-TpucpnyopeTtun)-1H-
6eH3umigason-5-kapbokcamif;

Ta 1l papmaLeBTUIHO NPUNAHSTHI CONi.

11. Cnonyka 3a 6ydb-SIKMM 3 BULLEHaBeOEHNX NYHKTIB
Ans 3aCTOCYBaHHS K MeQUKaMeHTY.

12. 3acTocyBaHHs crnonyku 3a 6yab-skum 3 nn. 1-10
y BUPOOHMUTBI MeaukameHTy ansi Tepanii 6onto.

13. 3actocyBaHHs cnonyku 3a 6yab-akum 3 nn. 1 -10
y BUPOOHULTBI MeguKaMeHTy ONs NiKyBaHHsS paky.

14. 3acTocyBaHHs crnonyku 3a 6yab-skum 3 nn. 1-10
y BUPOOHMUTBI MeduMKaMeHTy AN fikyBaHHS
po3ciHOro ckneposy, xBopobu [NapkiHcoHa, xopei
[eHTUHrTOHa, BIATOPrHEHHA TpaHchinaHTata abo
XBopobu Anburenmepa.

15. ®dapmaueBTMyHa KOMMO3uUiA, WO MICTUTb
cnonyky 3a 6ygp-akum 3 nn. 1-10 Ta hapmaLeBTUHHO
NPUAHATHUIA HOCIN.

16. Cnoci6 Tepanii 60m0 y TENMOKPOBHMX TBapWH,
O BKMOYaEe BBEOEHHS BKasaHii TBapwHW, LUO
notpebye Takoi Tepanii, TepaneBTUYHO eEKTUBHOI
KinbKkocCTi cnonyku 3a 6yab-akum 3 nn. 1-10.

17. Cnoci6é oTpMMaHHA CrMonyku, B SIKOMY MigdatoTb
peakuii cnonyky, npeacrtaeneHy dopmynoto (Il), 3
ROArXCOA:
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R Ta R He3anexHo npeacTaBnsioTb

€MNeKTPOHOAKLENMTOPHI rpynu;
Z BnbpaHo 3 O= T1a S=;
R' BuBpaHo 3 rpynu: Ciiankin, Cisoankin,
3aMiLLEHUA NPUHANMHI OOHWMM 3aMiCHUKOM,BUOpaHUM
3 rpynu: ranorex, LiaHo, aueToKecMmeTun Ta HiTpo; Co.
1o@nkeHin; Coy-qpankeHin, 3amilleHuin NpuHarkMHi 0gHUM
3aMicHMKoOM, BuOpaHMM 3 [pynu: ranoreH, ujaHo,
aueTokcumeTun Ta HITpo; CoipankiHin, Coqeankinin,
3aMiLLEHVI NPUHAVMHI OHMM 3aMiCHUKOM, BUOpaHUM 3
rpyni:  ranore, Ll,IaHO aueTokcuMeTun Ta HITpO
R°R*N- C1.6ar||<|r| R’R*NC(=0)- C1.6ar||<|n R%0-Ci.
eaJ'IKIJ'I R® OC( 0)- Cypankin; R C( 0)-C1.sankin;
RC(= O)NR -Cqsankin; R°R* NSOz Cieankin;
3csozN(R FCeankin; R*R*NC(=0)N(R°)\-C1.sarkin;
R®’R*NSO2N(R®)-Cieankin; apun-Ciearnkin; apun-
C(=0)C1gankin; retepounknin-Cq.eankin;
retepouuknin-C(=0)-C1eankin; 3amiweHmn apun-Cq.
sasnkin; samiweHun apun-C(=0)-Cq.sankin; 3amiieHun
retepoumknin-Cq.eankin, 3amilleHnii reTepouunknin-
C£=O)-C1.6an|<in; Ta C1.1ofigpokapbinamiHo;
R® BubpaHo 3 rpynu: Ci.eankin, 3amiweHunn Ci.sankin,
CosankeHin, 3amiweHnn CosankeHin, Co.gankiHin,
3amiennin CogankiHin, Cs.sLmknoankin, 3amieHuin Cs.
eLMKIIoarnkin, apwr, 3amilleHuin apwun, Cseretepoapvn Ta
3aMILIieHMM Cs.ereTepoapur;
R®, R* Ta R® HesanexHo BMbpaHo 3 rpynu: -H, Ci.sankin,
Cz.eaJ'IKeHIJ'I, CoeankiHin Ta gsoBaneHTHa Cierpyna,
Wo pasoM 3 iHWo ABoBaneHTHol Ci.grpynoto
YTBOPIOE YACTUHY KifbLs;
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X npegctasnse  Ci.ioABOBaneHTHy rpyny, Lo
BiJOKPEMIIOE MNpWeEQHaHi Tyau rpynu ogHMM abo
ABOMa aToMamu;

A BubpaHo 3 rpynu: -OH, -Cl, -Br, 1a -I;

Ar npeacraensie C4.12BOBaneHTHY apoMaTuaHy rpyry; a
Y BubpaHo 3 rpynu: -CH= Ta -N=.

18. Cnoci6 oTpvMaHHA Crnonyku, B SIKOMY nigdatoTb
peakuii crnonyky, npegctaeneHy dcopmynoto (Ill), 3
copmanbaerigom:

[
RF
Ny SN
| | P >\x\
RF2 Y T Ar— OR?
. R . (1)
N .
H
ne

rTaSBMGpaHoso 1T1a2;

R BuGpaHo 3 rpynu: C1sankineH, -O- Ta -NR''-, ge R"
npegctasnsie Cq.eankin;

R Ta R™ He3anexHo
€MeKTPOHOAKLLENTOPHI rpynu;

X npeactasne  Ci.ioABOBaneHTHy rpyny, WO
BiJOKPEMIIOE MpUedHaHi Tyau rpynM opHuMm abo
ABOMa aToMamu;

Ar npeacTasnsie Cs.124BOBaNEHTHY apoMaTuyHy rpyny;
R? BuGpaHo 3 rpynu: Cieankin, samiwjenun Ci.
sankin, CoankeHin, 3amiweHunin CogankeHin, Co.
salkiHin,  3amilermin  CoeankiHin,  CasLKrioankin,
3amiernn CssUvknoankin, apwn, 3amiieHun apur, Cs
greTepoapur Ta 3amilieHnii Cseretepoapurt; a

Y BubpaHo 3 rpymm: -CH= T1a -N=.

npeacraenaAlTb

MpencraBneHnn BUHaxig CTOCYETbCS CMOMyK, WO
€ TepaneBTMYHMMM 3acobamu, a KOHKpeTHile,
Cronyk, Lo € edpeKTMBHUMK Y NiKyBaHHI 6010, paky,
po3cistHoro ckrepody, xBopobu [lapkiHcoHa, xopei
eHTUHITOHa Ta/abo xBopobu Anburenvepa.

JlikyBaHHsA ©omto JocrnimpKeHo NpoTaroM 6aratbox
pOKiB. JliraHan KaHabiHOIOHNX peLenTopis
(nanpuknag, CBs-peuentopy, CBo-peuenTopy), SK-TO
aroHiCTW, aHTaroHiCTW Ta iHBEpPCHi aroHiCTU MOXYTb
nonerwysat 6inb y Pi3HUX TBapWHHUX MoOZEnsx
B3aemogieto 3 CB¢- Ta/abo CBz-peuentopamu
Bzarani, CB1-peuentopu rnokanisaoBaHo nepeBaxHo Y
LeHTpanbHii HepsoBi cuctemi, Togi sk CBo-
peuenTopy MOKanisoBaHO [FOfIOBHUM YMHOM Ha
nepudepii Ta rofIoBHUM YMHOM OOMEXKEHO KIiTUHaMM
Ta TKaHMHaMK, NOXiAHMMMU Bif, IMYHHOT CUCTEMW.

Topi sk aronictu CBi-peuenTopiB Ta 3millaHi
aroHicTu peuenTopis (CB4/CBy), AK-TO
TeTparigpokaHabiHon (THC) Ta oniatHi nikn, €
ehekTMBHMMM Yy aHTMHOLMLENUii Gono y TBAPUHHKX
MoZensix, BOHW MalTb TEeHAEHLilo BuUABNSATU Barato
HebaXxaHMX NoBGIYHUX edPeKTiB CTOCOBHO LIEHTpasibHOI

HEpBOBOi  CUCTEMW,  HaMpWKNag, MCUXOaKTUBHY
nobiyHy [jto Ta noTeHUian CTOCOBHO 3MOBXMBaHHS
oniatTHumn nikamu. La HebaxaHa nobGiuHa Aaist
CTOCOBHO LieHTparnbHOI HEPBOBOI CUCTEMU Bigoma SK
onocepegkoBaHa CBi-peuentopammn 3a KOHTpacToMm,
aroHictn CB»-peuenTtopiB MoXyTe BramoByBaTu Ginb
y niogen abo TBapuH 6e3 BMKNMKaHHS Liei HeGaxaHoi
nobiyHoi  fji  CTOCOBHO  LieHTparnbHOi  HEepBOBOI
cucTeMu BHacnigoK 3BwYalHoi  nokanizauii CBo-
peLenTopiB Ta iHWNX haKkTopiB.

Bigtak, € HeobxigHicTb y niraHgax CBp-
peLenTopiB, SIK-TO aroHiCTW, KOPWUCHI Yy BramyBaHHi
Gonto Ta/abo y nikyBaHHi iHWKWX cumnTOMIB abo
XBOpOO.

3rigHO 3 OgHWMM acnekTom BWHaxig CTOCYETbCS
cnonykn dopmyrim (1) abo 1 dhapmaueBTUYHO
NPUAHATHUX CONeMn:

*CIZ%
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R ta R™ HesanexHo
€NeKTPOHOaKLUEeNTOopHI rpynu;

Z BubpaHo 3 O= Ta S=;

R' BubpaHo 3 rpymnu: Ciqeankin; Ciqoarnkin,
3aMiLLEHUI NPUHANMHI OOHUM 3aMiCHUKOM, BUBpaHUM
3 rpynu: ranoreH, LiaHo, aueToKCMMeTuN Ta HiTpo; Co.
10ankeHin;  Co.jpa@lnKeHin, 3aMilleHun MpUHaNMHI
OOHVMM 3aMiCHVMKOM, BWOPaHWM 3 rpynu: rarnorex,
LiaHo, aueTokcumeTun Ta HiTpo; Co.qpankiHin, Coy-
10@nKiHiN, 3amilleHnn NpUHanMHi OOHUM 3aMiICHUKOM,
BMOpaHUm 3 rpynu: rasnore, LI,IaHO aueTokCUMeTun
Ta HiTpo; R°R*N-Cieankin; R°R*N(= O) -C1.sanKin;
R%0-C; sanKm 3OC( 0)-C4 saJ'IKIJ'I R*C(=0)-C;.
saJ'IKIJ'I R*C(=O)NR>-C; saJ'IKIJ'I R’R* NSOZ-C1 sanKin;
R® CSOZN(R )- C1 sankin; R*R*NC(=0)N(R®)-C1.¢ankin;
R3’R*NSO,N(R®)-C1sankin; apun-Cieankin, apurn-
C(=0)C1.sarkim; retepouuknin-Cq.sankin;
retepoumknin-C(=0)-Cqeankin; 3amiweHnn apun-Cq.
gankin; aamiweHun apun-C(=0)-C1.sankin; 3amiLleHui
retepoumknin-Cq.sankin; 3amilleHnii reTepounknin-
C(=0)-C1.sankin; Ta C1.1origpokapbinamiHo;

R? BuGpaHo 3 rpynu: Cieankin, 3amilleHuit Cq.
sankin, CoeankeHin, 3amiweHun CogankeHin, Co.
sankKiHin, 3amiweHnin CogankiHin, Cs.sUMKROANKin,
3amieHnii Cs.sLUMKNOAnKin, apwn, 3amilleHuni apwr,
Cs. sreTepoapun 1a 3amiweHnin CsgreTepoapu;

R?, R* Ta R® HesanexHo BMGpaHo 3 rpynut: -H, Ci.
eankin, Co.sankenin, Co.sankiHin ta gsosaneHTHa Ci.
efpyna, WO pasoM 3 iHWOoW ABoBaneHtHoo Ci.
6rPYNOI0 YTBOPIOE YACTUHY KiflbLs;

X npegctaense Ci.qo4BOBaNeHTHY rpyny, Lo
BiJOKpEMMIOE MpuegHaHi Tyau rpynu ogHum abo
ABOMa atoMamu;

Ar npeactasnsie Cys.12-4BOBaNEHTHY apoMaTUYHy
rpyny; a

Y BubpaHo 3 rpynu: -CH= T1a -N=.

[HWMM acnekToMm BuHaxogy € 3acTOCyBaHHS
CNOMyKu BUHaxody fK MeanKaMeHTy.

HacTtynHum acnekTtom BrvHaxody € 3acTOCyBaHHS
cnonykn BuHaxogy Yy nikyBaHHi 6onio, paky,
po3cisitHoro ckrneposy, xBopobu [lapkiHcoHa, xopei
leHTUHITOHa Ta/abo xBopobu Anburemepa.

3rigHO 3 HacTynHWM acnekToMm npeacTaBneHnn
BUHaxif, cTocyeTbcs hapMaLeBTUYHOI KOMMNO3WL,
O MiCTUTb CMONyKy BuMHaxody Ta dapMaueBTU4HO
NPUAHATHUIA HOCIN.

3rigHO 3 HacTynHWM acnekToMm npeacTaBneHnn
BMHaxig CTocyeTbCA cnocoby Tepanii 6ono vy
TENNOKPOBHUX TBAPWH, L0 MICTUTb: 3aCTOCYBaHHA A0
BKasaHOi TBapuHW, WO noTpebye Takoi Tepanii,
TepaneBTMYHO  edPEeKTUBHOI  KiMbKOCTi  CMOMyKu
BMHaxoay.

3rigHO 3 HacTynHWM acnekToMm npeacTaBneHnn
BMHaxig CTOCYETbCHA CrMocoby OTPUMAaHHSI CrONyKu,

npeacTaBnAaAlTb

WO 3anyyae: peakuito Cnonyku, npencTaBreHol
cbopmynoro (DK RZ0AXXCOA:
F1
By
Y NH
& i
ne
RT" ta R™ nHesanexHo npeacTaBnsioTb

€MeKTPOHOAaKLLENTOPHI rpynu;
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Z BubpaHo 3 O= Ta S=;

R' BuGpaHo 3 rpynu: Ciqankin; Ciaoarkin,
3aMiLLEHUI NPUHANMHI OOHUM 3aMiCHUKOM, BUBpaHUM
3 rpynu: ranoreH, LiaHo, aueToKCMMeTUN Ta HiTpo; Co.
j0ankeHin;  Co.ip@lnKeHin, 3aMilleHUn MpUHaNMHI
OOHVMM 3aMiCHVMKOM, BWOpPaHWM 3 rpynu: rarorex,
LiaHo, aueTokcumeTun Ta HiTpo; Ci.qpankiHin, Coy-
10a@nKiHiN, 3amilleHun NpUHanMHI OOHUM 3aMICHUKOM,
BMOpaHUM 3 Ipynu: ranore, LI,IaHO aueTokCUMeTun
a HiTpo; RR'N- C1 sankin; R°RNC(= O) -C1.6ankin;
R*0-C; sanKm R® OC( 0)-C4 saJ'IKIJ'I R’C(=0)-Cx.
saJ'IKIJ'I R’C(=0)NR>-C; saJ'IKIJ'I R’R* NSOZ-C1 sanKin;
R® CSOZN(R )- C1 sankin; R’R*NC(=0)N(R®)-C1.sankin;
R®’R*NSO.N(R®)-Cieankin; apun-Cieankin, apun-
C(=0)C1.sarim; retepouuknin-Cq.sankin;
retepoumknin-C(=0)-Ci.sankin; 3amiweHnn apun-Ci.
eankin; 3amiweHnn apun-C(=0)-C1.sankin; 3amiieHun
retepoumnknin-Cq.sarnkin; 3amilleHnii reTepounknin-
C(=0)-C1.sankin; Ta Cq.1origpokapbinamiHo;

R? BuGpaHo 3 rpynu: Cisankin, 3amilieHnii Ci.
sankin, Coeankenin, 3amiweHun CogankeHin, Co.
sankKiHin, 3amiweHnn Cagankidin, Cs.sUMKROANKin,
3amieHni Cs.sLUMKNOAnKin, apwn, 3amilleHnii apwn,
Cs. sreTepoapun 1a 3amiweHnin CsgreTepoapu;

R?, R* Ta R® HesanexHo BMGpaHo 3 rpynut: -H, Ci.
gankin, Co.sankenin, CpeankiHin Ta gBoBaneHTHa Ci.
efpyna, WO pasoM 3 iHWOoW ABoBaneHTHolo Ci.
6MPYMNOI0 YTBOPIOE HaCTUHY

X npegctaense Ci.qo4BOBaANeHTHY rpyny, Lo
BiJOKpEMMIOE MpuegHaHi Tyau rpynM ogHum abo
ABOMa atoMamu;

A BubpaHo 3 rpynu: -OH, -ClI, -Br, Ta -l;

Ar npeactaensie Cas.120BOBaNEHTHY apoMaTUYHy
rpyny; a

Y BubpaHo 3 rpynu: -CH= T1a -N=.

B iHwomy acnekTi npeactaeneHund BUHaxig
CTOCYy€eTbCA cnocoby OTpMMaHHSA CNomyk, Lo 3anyyae
peakuito crnonyku npeacraeneHo copmynoto () 3
dopmanbaerigom:

Q
RFL N
NS
YN Ar-OR?
i [1]
s
H am
ae

r Ta s BUbpaHo 30, 1 1a 2;

R BMGpaHO 3 rpynu: CieankineH, -O- Ta -NR''-,
ne R" I'Ipe/J,CTaBJ'IFlG C1-sankin;

R ta R He3anexHo
€NEeKTPOHOAKLENTOPHI rpynu;

X npenctaense Ci.1o4BOBANeHTHy rpyny, Lo
BiJOKPEMIIOE MpueaHaHi TyauM rpynu ofHuMm abo
[BOMa aToMaMu;

Ar npeacrtaensie Cs.12ABOBANEHTHY apoOMaTuyHy
rpyrly;2

R® BubpaHo 3 rpynu: Cieankin, samiweHunn Ci.
sankin, CoeankeHin, 3amiweHun CogankeHin, Co.
sankKiHin, 3amiweHnn Cagankidin, Cas.gUMKnoankin,
3amiweHni Cs.gUMKNOAnKin, apwn, 3amilleHnin apwn,
Cs.sretepoapun Ta 3amiweHun Csgretepoapun; a

Y BubpaHo 3 rpynu: -CH= Ta -N=.

npeacTaBnAaAlTb
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BignosigHo, MeTOl NEeBHUX BTiNleHb BUHAxody €
cronyka, Lo € edeKTUBHOK Yy BramyBaHHi 6onto 6e3
BUKIMKaHHS 3ragaHoi BuLLle NoGiYHOT Aji.

[HWO MeTow MeBHUX BTiINEHb BUHaxody €
cnonyka, wo € niraHgom CB,-peuenTtopis, sk-To CB,-
aroHiCToM, Lo MoXe OyTW KOPMCHOW Yy BramyBaHHI
6onto Ta/abo y nikyBaHHi iHWWX cumATOMIB abo
XBOpPO0.

Akwo He BM3HAYEHO iHWeE Yy LUbOMY OMNUCI,
3acTocoBaHa y LbOMY OMMWCIi HOMeHKnaTypa B3arani
Bignosigae npuknagam Ta npasunam [Nomenclature
of Organic Chemistry, Sections A, B, C, D, E, F, Ta H,
Pergamon Press, Oxford, 1979], koTpy TyT HaBegeHO
K NOCUNaHHA,  Ans  iMCTpyBaHHA  XiMiYHOI
CTPYKTYpMW.

"CB1/CBz-peuentopu” o3Hayae CB+- Ta/abo CBs-
peuenTopm .

TepmiH "Cna" @60 "Cmn rpyn", 3acTocoBaHui
nooavHui abo sk npedike, cTocyetbea OyOb-AKOi
rpynu, Lo Mae m-n atomis KapOoHy.

TepmiH "rigpokapboHoBui", 3acTocoBaHuM
nooauHui abo sk cydikc un npedikc, CTOCyeTbCH
Oyaob-aKoi CTPYKTYpW, WO MICTUTb TiNlbKM aToMM
kapboHy Ta rigporeHy Bnputyn go 14 aTtomiB
kapboHy. TepmiH "rigpokapboHoBuin paauvkan" abo
"rigpokapbin", 3actocoBaHuin NOoAuHLI abo sk cydikc
4 npedpikc, cTOCyeTbCa Oyab-AKOi CTPYKTYpU SIK
pe3ynbTaTy BuganeHHs ogHoro 4um GinbLue rigporeHis
BiZl BYrNEeBOAHIO.

TepmiH "ankin", 3actocoBaHWi NooauHLUi abo sk
cydpikc 4u npedikc, CTOCYETbCA OAHOBANEHTHUX
NiHiNHMX ~ abo  po3ranyXeHux  rigpokapOoHOBUX
pagvkanis, WO MicTATb npubnuaHo 1-12 aTomiB
KapboHy. HAKWO He Bu3HaA4YeHO iHwWe, "ankin"
3BMYaNHO OXOnntoe Hacn4yeHuin ankin Ta
HeHacu4eHun arnkin.

TepmiH "ankineH", 3acTocoBaHui nooauHui abo
AK Cydikc 4m npedpikc, CTOCYyeETbCA [OBOBANEHTHUX
NiHiNHMX  abo  posranyXeHux  rigpokapOoHOBUX
pagvkanis, WO MicTATb npubnmaHo 1-12 aTomiB
KapOOHy, KOTpi 3B'A3yl0Tb ABi CTPYKTYpY pasom.

TepmiH "ankeHin", 3acTocoBaHui nooguHui abo
AK CydiKC 4M npedikc, CTOCYETbCA OAHOBANEHTHUX
NiHiNHMX  abo  posranyXeHux  rigpokapOoHOBUX
pagukanis, WO MaloTb MPUHAVMHI OOWH MOABIMHWIA
3B'I30K KapOOH-kapboOH, Ta MICTATb NpUHaNMHI
npmbnmsHo 2-12 aTomiB kapOoHy.

TepmiH "ankiHin", 3actocoBaHui NooauHLi abo sk
cydikc uu npeqikc, CTOCYETbCA OAHOBANEHTHUX
NiHiNHMX ~ abo  posranyXeHux  rigpokapOoHOBUX
pagukanis, WO MawTb MNPUHANMHI OOWH MNOTPIAHWUIA
3B'I30K KapOOH-kapbOH, Ta MICTATb NpUHAKMHI
npmbnmsHo 2-12 aTomiB kapOoHy.

TepMmiH "Umknoankin,", 3acTocoBaHWMN MNOOAMHUI
abo gk cydikc unm  npedikc,  CTOCyeTbCA
OOHOBANEHTHOrO KifnbLiEBMICHOrO rigpokapboHOBOro
pagukany, LWo MiCTUTb NpUORM3HO NpuHavMHi 3-12
aTomiB KapOoHy.

TepMiH "UmknoankeHin", 3acTocoBaHU NOOAMHL
abo gk cydikc unm  npedikc,  CTOCYETbCA
OOHOBANEHTHOrO KifnbLiEBMICHOrO rigpokap6oHOBOIo
pagukany, WO MIiCTUTb NPWHAWMHI OAWMH MOABIMHWUIA
3B'I30Kk KapOoH-kapOOH, Ta MiICTUTb NpUBNN3HO
npuHanmMHi 3-12 atomis kapOoHy.

TepMiH "umknoankiHin", 3acTocoBaHUn MOOAMHL
abo gk cydikc um  npedikc,  CTOCYETbCA
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OOHOBANEHTHOrO KifnbLiEBMICHOrO rigpokapboHOBOro
paguvkany, WO MiCTUTb NPUHaANMHI OAWMH MNOTPIAHWUIA
3B'I30K kapboH-kapboH, Ta MiCTUTbL NpPUONM3HO 7-12
aTomiB KapOoHy.

TepmiH "apun”, 3acTocoBaHui NooAuHLi abo sk
cydikc um npedikc, CTOCYETbCA OAHOBANEHTHOrO
rigpokapboHOBOrO pagukany, WO Mae OfHe u4u
Oinblwe noniHeHacM4eHNx kapbOHOBUX Kineup, LWO
MalTb apoMaTU4YHUI xapakTep, (Hanpuknag, 4n+2
[Aenokarni3oBaHUX eneKkTPoHiB) Ta MICTATb NPUBIN3HO
5-14 artomiB kapboHy, Oe pagvkan nokanizoBaHo
Yepe3 kapboH apomMaTuyHOro Kinbus. Hanpuknag,
apun MoxHa Bubupatu 3 deHiny Ta HadTuny.

TepMmiH "HeapoMaTuyHa rpyna" abo
"HeapoMaTU4HUR", 3aCTOCOBaHUMWN MNOOAMHLI, 4K
cyikc abo sk npedikc, CTOCYETbCA XIMIYHUX Fpynu
abo pagukany, WO He MICTATb Kinbus, WO Mae
apomMaTU4HUi xapakTep (Hanpvknag, 4n+2
[OEerokarni3oBaHuX eNeKTPoHiB).

TepmiH "apuneH", 3acTtocoBaHUI nooauHui abo
K CydiKC 4M npedike, CTOCYETbCA [OBOBaNeHTHOro
rigpokapboHOBOrO pagukany, WO Mae OfHe un
Oinblwe noniHeHacu4eHNx kapbOHOBUX Kineup, LWO
MaloTb apoMaTU4YHUI XxapakTep, (Hanpuknag, 4n+2
Oerokarni3oBaHWX €enekTpoHiB) Ta, WO MiCTATb
npubnusHo 5-14 atomiB kKapboHy, KOTpI 3B'A3yI0Tb ABI
CTPYKTYpU pasom.

TepmiH "reTepoumkn”, 3acTocoBaHUM MNOOAMHLL
abo sk cydikc 4n npedikc, CTOCYETLCS KinbLEBMICHOI
CTPYKTypn abo Monekyn, o MalTb 0guH Yn GinbLue
6araToBaneHTHUX retepoaTomis, He3anexHo
BubpaHmx 3 N, O, P Ta S, sk 4acTuHy KinbLeBoi
CTPYKTypu Ta MaloTb npubnusHo npuHanmHi 3-20
aToMmiB y KimbUi(ax). [eTepounkn moxe 6yTu
HacuM4yeHUm abo HeHacW4YeHVWM, MICTUTU OOMH 4
Oinblie noABINMHMX 3B'A3KIB, | reTEpPOLMKIT MOXe
MiCTUTU Oinblwie ogHoro kinbus. Komu retepoumkn
MiCTUTb GinblUe OOHOrO Kinbus, KinbUsi MOXYTb OyTu
KOHOEHCOBaHNMMU abo HEeKOHAEeHCOBaHNMW.
KoHaeHcoBaHi kinbLgsa B3arani CTOCylTbCA NPUHANMHI
OBOX Kineub, WO MalwTb [ABa ChiNbHi aToOMW.
[eTepounkn Moxe MaTu apoMaTUYHUI xapakTep abo
MOXe He MaTu apoMaTUYHOro Xxapakrepy.

TepmiH "reTepoankin”, 3acTocoBaHW MNOOAUHLI
abo sk cydikc um npedikc, CTOCyeTbCA pagvkany,
YTBOPEHOro B pe3ynbTaTi 3amiHM OOHOro 4Yn Ginblue
aTomiB  kapboHy ankiny ogHuM uM  Ginblue
rerepoatomamu, Bubpannmm 3 N, O, P 1a S.

TepMmiH «reTepoapoMatuU4HMi”, 3acTOCOBaHWI
nooauHui abo sk cydiikc u4M npedikc, CToCcyeTbCA
KiNbLLEBMICHOI CTPYKTypu abo MONeKkynu, Lo MarTb
oavH um Ginblue 6GaraToBaneHTHUX reTepoaToMiB,
HesanexHo BubpaHux 3 N, O, P Tta S, sk yacTuHy
KiNbLLEBOI CTPYKTYpPU Ta MatoTb NPUOMM3HO NPUHANMHI
3-20 aToMiB Y KinbLi(5X), Ae KiNbLeBMiCHa CTpyKTypa
abo Monekyna Mae apoMaTWYHWM  XapakTep
(Hanpuknag, 4n+2 oenokanisoBaHWX eNeKTPoHM).

TepmiH "reTepouuknivyHa rpyna",
"reTepounknivyHMin" abo "reTepounkno”, 3acTocoBaHNi
nooauHui abo sik cydiikc u4M npedikc, CTocyeTbCs
paguvkany, noXigHOro 3 reTepouukny BuAaneHHsM
0HOro 4m BinbLue rigporeHis.

TepmiH "reTepoumknin”, 3acTocoBaHUn NOOAMHLL
abo Ak cydikc UM npedikc, CTOCYETbCH
OOHOBANIEHTHOro pajwvkany, NoXigHOro 3 reTepoumKiy
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BMAANEHHSAM 3 HbOro OAHOrO rigporeHy 3 KapboHy 3
KinbUsi reTepouukany.

TepmiH "reTepoumkrineH", 3acTocoBaHUn
nooauHui abo sk cydikc un npedikc, CTOCyeTbCH
[ABOBaneHTHOro pagykarny, NnoxigHoro 3 reTepouuky
BUAANEHHAM 3 HbOro [IBOX riporeHiB, KOTpUi 3B'a3ye
OBi CTPYKTYpY pasom.

TepmiH «retepoapun”, 3acTocoBaHUM MOOAMHL
abo gk cydikc unm  npedikc,  CTOCYeTbCA
reTepoumkniny, Wo Mae apomMaTUdHUA XapakTep, ge
pagukan reTepouuknin nokanisoBaHo 4yepe3 kapOoH
apoMaTWYHOrO KifbLs reTepoumKniny.

TepmiH  "reTepouuknoarnkin",  3acTocoBaHWi
nooguHui abo sk cydikc un npedikc, CTOCyeTbCH
reTepoumKiny, LWo He Mae apoMaTUYHOIo XapakTepy.

TepmiH "reTepoapunen”, 3acTocoBaHUM NOOANHL
abo gk cydikc unm  npedikc,  CTOCYeTbCA
reTepoumKineHy, Wo Mae apoMaTU4HNIA XapakTep.

TepmiH  "reTepouukrnoankineH" 3acTocoBaHWUi
nooguHui abo sk cydikc un npedikc, CTOCyeTbCH
reTepoumnknineHy, WO He Mae apoMaTW4HOro
xapakrepy.

TepmiH  "WwecTnuneHHW", 3acTocoBaHUM K
npedikc, CTOCYETbCA Ipynu, WO Mae Kinbue, LWo
MICTUTb 6 KifibLLEBMX aTOMIB.

TepmiH  "n'aTU-4nNeHHUR", 3aCcTOCOBaHUN K
npedgikc CTOCyeTbCs rpynu, WO Mae Kinbue, LWo
MICTUTb 5 KifibLLEBMX aTOMIB.

M'aTn-4neHHMM reTepoapwnom € retepoapui: 3
KinbueMm, wWo Mae 5 kinbuesux atomis, ae 1, 2 abo 3
KinbLieBi aTomm HesanexHo BubpaHo 3 N, O 1a S.

Mpuknagamy N'ATUMNEHHUX reTepoapunis €
TieHin, dypun, niponin, iMwasonin, Tiasonin,
okcasonin, nipasonin, isoTtiazonin, isokcasonin, 1,2,3-
Tpuasonin, Tetpasonin, 1,2,3-tiagiasonin, 1,2,3-
okcagiasonin, 1,2,4-Tpunasonin, 1,2,4-tiagiasonin,
1,2,4-okcagjasonin, 1,3,4-Tpmasonin, 1,3,4-
Tiagiasonin, Ta 1,3,4-okcagiasonin.

LLlecTnuneHHo-KinbLEBUM retepoapuiom €
retepoapun 3 Kinbuem, WO Mae 6 KinbLeBUX aToMiB,
ae 1,2 abo 3 kinbLeBi aToMX He3anexHo BMbpaHo 3
N, O Ta S.

Mpvknagamn LWECTUYNEHHUX reTepoapunie €
nipugun, nipasuHin, nipuMiguHin,  TpuasuHin Ta
nipuaasuHin.

TepMmiH "3amilleHnn", 3acTocoBaHUn SK npedikc,
CTOCY€ETbCA CTPYKTYPW, MOMeKynu abo rpynu, Ae oavH
4yn BinbLue rigporeHis 3amieHo ogHo Yu Binblue Cq.
12rigpokap6oHoBMMM rpynamu, abo ogHo Yum Binblue
XiMiYHMMK Tpynamu, WO MICTATb OAMH 4Yn Ginblue
retepoatomis, BubpaHux 3 N, O, S, F, Cl, Br, |, Ta P.
Mpuknagu XiMiYHMX rpyn, WO MICTATb OAUH YM BinbLue
retepoaTomiB, oxonnooTe retepouunknin, -NO,, -OR,
-Cl, -Br, I, -F, -CF3, -C(=O)R, -C(=0)OH, -NH, -SH, -
NHR, -NRy, -SR, -SO3H, -SO2R, -S(=O)R, -CN, -OH, -
C(=O)OR, -C(=0O)NRgz, -NRC(=0O)R, okco (=0O), imiHO
(=NH), Tio (=S), Ta okcumiHo (=N-OR), ge koxHe "R"

npeacrasnse C1.12rigpokap6in. Hanpuknag,
3aMillleHnn  eHin  CcTocyeTbes HiTpOdeHiny,
nipuaundexiny, METOKCUMEHINY, xnopdeHiny,

amMmiHodpeHiny, Towo, Ae HIiTpo, Mipuaun, MeToKcun,
Xrop, Ta aMiHOrpynu MoOXyTb 3aMillyBaTu Oyab-sKuii
NiAXOXMWI rigporeH Ha PeHini.

KinbueBi atoMu  HITpOreHy M'sTU-4NEHHOro
retepoapwny, reTepouMKniny Y1  OUUMKIIHHOIO
retepoapunly MOXyTb OyTn He3amiwemumu  uu
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3aMilleHNMM, GKWO Take 3aMilleHHss € XiMiYHO
MoXnuBe ©0e3 KBaTepHi3auii Bka3aHOro KinbLeBoro
HITPOreHy, MNepeBaXXHO He3anexHo BUOpaHUMU
rpynamu: Cieankin ta -C(=O)R, ge R npeacrasnsie
Cqeankin.

TepmiH "3amilleHnn", 3acTocoBaHUA $IK CYIKC
CTOCOBHO MEPLLUOi CTPYKTYpW, MomeKkynu abo rpynu,
CyNpoBOSKYBaHWA OOHOK 4YM  bBinblle HasBamu
XIMIY4HUX ~ Tpymn, CTOCYETbCS  APYroi  CTPYKTYpW,
Mornekyn abo rpyn, koTpa € pe3ynbTaToM 3aMilLeHHs!
ogHoro uu Oinblue rigporeHiB nepLuoi CTPYKTYpW,
Mornekynu abo rpynu ofgHow 4Yu Oinblue Ha3BaHUMU
XiMiYHUMKM rpynamn. Hanpuknag, "deHin, 3amiweHuin
HITPO" CTOCYETLCS HITPOMEHITTY.

TepMmiH "k BapiaHT, 3aMmilleHnn" cTocyeTbes
rpynu, CTpyKTypu, abo MOMneKynu, Lo 3aMilleHi Ta He
3aMiLLieHi.

[eTepounkn oxonntoe, Hanpuknag, MOHOUMKIiYHI
reTepouuKnn, SIK-TO: asupUaMH, OKCUpaH, TiipaH,
aseTMavH, OKceTaH, TieTaH, niponiguvH, niponiH,
imigasoniguH, nipasoniguH, nipasoniH, Aiok-conaH,
cynbdonaH 2,3-aurigpodypaH, 2,5-gurigpodypaH
TeTparigpodypaH, TiodaH, ninepuanH, 1,2,3,6-
TeTparigpo-nipuauH, ninepasuH, MOpPdOniH,
TiomopcponiH, nipaH, TionipaH, 2,3-gurigponipaH,
TeTparigponipaH, 1,4-gurigponipuauH, 1,4-giokcaH,
1,3-giokcaH,  piokcaH, romoninepuauH, 2,3,4,7-
TeTparigpo-1H-aseniHromoninepasuH, 1,3-giokcenaH,
4,7-purigpo-1,3-giokceniH, Ta rekcaMeTUneHoKCUA.

Ha popartok, retepouukn OXOMMe apoMaTUyHI
reTepouunknm, Hanpwvknag, nipuavH,  nipaswvH,
nipumianH, nipygasuH, TiodeH, dypaH, dypasaH,
nipon, iMigason, Tia3on, okcason, nipason, i3oTiason,
isokcason, 1,2,3-tpuason, Tetpason, 1,2,3-tiagiason,
1,2,3-okcagiason, 1,2,4-tpmnason, 1,2,4-tiagiason,
1,2,4-okcagiason, 1,3,4-tpuason, 1,3,4-tiagiason, Ta
1,3,4-okcapgiason.

[onaTkoBo, reTepouukn OXOMse MNONILUUKNIYHI
reTepounknn, Hanpuknag, iHaon, iHAoMiH, i30iHAOMIH,

XiHOMIH, TeTparigpoxiHoniH, i30XiHOSIH,
TeTparigpoi3oxiHoniH, 1,4-6eH3o4iokcaH, KymapuH,
OuriapoKymapuH, 6eH3odypaH, 2,3-
avrigpo6eHsodypaH, i306eH300hypaH, XPOMEH,

XpOMaH, i30XpoMaH, KCaHTeH, peHoKcaTiiH, TiaHTpeH,
iHOoMi3WH, i30iHOoN, iHAAason, nypuH, TanasuH,
HapTMpUAUH,  XiHOKCaniH,  XiHa3ormiH,  LWHOMIH,
NTepuavH, eHaHTpuauH, nepumiauH, eHaHTPoniH,
deHasunH, deHOoTiasuH, deHOKCa3uH, 1,2-
©eH3n3okcasorn, 6eH3oTiodeH, ©eH3okcason,
OeHsTiason, OeH3umigason, 6eH3Tprason,
TIOKCaAHTUH, kapbason, kapboniH, aKpUaVH,
niponisanauH, Ta XiHONi3NAWH.

OgHUM  TMNOM MONMILUUKIIYHKUX TEeTEPOLMKNIB €
OVuMKniYHa reTepoapomaTtuyHa KinbLeBa cucTema.
OvurkniyHa reTepoapomMaTvyHa KinbLieBa cUCTEMA €
KinbLEBOW cuUCTEMOW, WO Mae paBa n'atn- abo
LUECTUYMNEHHMX TeTepoapomMaTuyHuX Kinbus, abo

peHin Ta n'atu- abo LeCTUYreHHe
rerepoapoMaTnyHe  kinbue, abo  deHin Ta
retepouuknin, abo n'aTM- abo  LWecTUYneHHe

rerepoapoMaTUyHe KinbLie Ta retepouunknin, 3'eaHaHi
KOHOEeHcauieto Kineub, BKasaHa OVLUVKIIYHA
rerepoapoMaTtuyHa Kinbuesa cuctema Mictutb 8-12
KinbueBux aTtomiB, ae 1, 2 abo 3 kinbLeBUX aToMmiB
He3anexHo BubpaHo 3 N, O T1a S:
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Hanpwuknag, ONUMKITIYHI retepoapoMaTuyHi
KiNbLieBi CUCTEMU MOXHa BMOMpATU 3 rpynu: iHZonm,

iHOoNiH, XiHOMiIH, TeTparigpoXiHoniH,  i30XiHOMIH,
TeTparigpoi3oxiHoniH, 1,4-6eH3odiokcaH, KymapuH,
OurigpoKymMapuH, 6eH30ypaH, 2,3-
avrinpobeHsodypaH, 1,2-6eH3u3okcason,
6eH30TiodeH, ©eH3okcason, ©eHsoTiason,
6eH3umigason, ©OeHsoTpuason, niponiavauH, Ta
XiHOMI3NANH.

Ha popaTok [0 MOMIUMKAIYHUX reTepoLunkniB,
ONUCaHNX BULLIE, FETEPOLMKI OXOMNMOE MOMILMKIIYHI
reTepoLuKnM Ae KoHAeHcaLlist ABOX Yum BinbLue Kineup
oxonnte BinbLue ogHOro 3B'A3Ky, CNinbHOro Ans 06ox
Kineup Ta Oinblue, ABa aTtoMu cninbHi Ansa obox
Kineub. [lpuknagu Takmx MICTKOBUX reTepouuknis
OXONNIoKTb XiHYKMIANHOH, Aiazaavumknol2,2,1]rentaH
Ta 7-okcaguuukno[2,2,1]rentaH.

eTepoumknin OXOMJIOE, Hanpwuknag,
MOHOUMKMIYHI  FeTepoUMKningM, HK-TO: asvupuanHin,
OKCUpaHin, TiipaHin, aseTMauHIN, okceTaHin, TieTaHin,

niponiauHin, niponiHin, iMigasonianHin,
nipasoniguHin, nipasoniHin, [AioKconaHin,
cynbonaHin, 2,3-gvrigpodoypaHin, 2,5-
aurigpodpypaHin,  TeTparigpodypaHin,  TiodaHin,
ninepuanHin, 1,2,3,6-TeTparigponipnanHin,

ninepasuHin, MopdoniHin, TioMopdoniHin, nipaHin,
TionipaHin, 2,3-gurigponipanin, TeTparigponipaHin,
1,4-purigponipuauvHin, 1,4-giokcaHin, 1,3-giokcaHin,
JiokcaHin, romoninepuauHin, 2,3,4,7-tetparigpo-1,7-
aseninin, romoninepasuHin, 1,3-giokcepaHin, 4,7-
aurigpo-1,3-4iokcepiHin, Ta rekcameTUneHOKCUAMI..
Ha popaTok, retepouuknin OXOMme apoMaTUyHi
retepouukninn  abo  retepoapun,  Hanpuvknag,
nipuauvHin, nipaswHin, MipyUMIiguHIn,G  nipugaswHin,
Tienin, dypun, dypasanin, niponin, iMigasonin,
Tiazonin, okcasonin, nipasonin, isoTiasonin,
isokcasonin, 1,2,3-Tpuasonin, TeTpasonin, 1,2,3-
Tiagiasonin, 1,2,3-okcagiasonin, 1,2,4-Tpmnasonin,
1,2,4-Tiagiasonin, 1,2,4-okcagiasonin, 1,3,4-
Tpuasonin, 1,3,4-Tiagiasonin, Ta 1,3,4 okcagiasonin.

[onaTkoBo, reTepoLmMKnin OXonme NONILUUKNIYHI

reTepouukniny  (oxonmo4n  apoMatudHi  abo
HeapoMaTwu4Hi), Hanpuknag, iHgonin, iHgoniHin,
i3oiHOoNIHIN, XiHOMIHin, TeTparigpoxiHomiHinN,
i30XiHOMiHiIN, TeTparigpoi3oxiHoniHin, 1,4-
OeHsopiokcaHin, KyMapuHin,  gurigpokymapuHin,
6eH3odypaHin, 2,3-gurigpobeH3odypaHin,

i306eH30dypaHin, XpoOMeHin, XpomaHin, i30xpomaHin,
KCaHTeHin, eHoKcaTiiHin, TiaHTpeHin, iHAOoNI3WHIN,
i3oiHgonin, iHoasonin, nypuHin, dTanasmHin,
HaPTMPUAWHIN, XiHOKCaMiHiN, XiHa30MiHiN, LUAHONMIHIN,
NTEPUOVHI, deHaHTpUanHIN, nepuMigunHin,
deHaHTponiHiIn, deHasuHin, deHoTiasumHin,
deHokcasuHin, 1,2-6eH3nsokcasonin, 6eH3oTiodeHin,
6eH3okcasonin, ©eH3Tiasonin, 6eH3umigasonin,
OeHaTpuasonin, TiIOKCaHTUHIN, kapbasonin,
kapboniHin, akpuauHin, niponi3avauvHin, Ta
XiHOMI3WANHIN.

Ha popatok OO0 MOMIUMKIIMHUX reTepouuknis,
ONUCaHNX BULLE, reTEPOLMKIIN OXOMNSIE MOMILUMKIIYHI
reTepouukningM, ne KoHAaeHcauiss OBox 4u bBinblie
Kineub oxonmne Ginbluie OoAHOro 3B's3KY, CMiNbHOro
ans obox Kineub Ta Oinblle ABOX aToMiB, CRiMbHUX
ona  obox kineub. [lpuknagu Takmx MiCTKOBUX
retepouunknis OXONMOKThb XiHYKNigWHIn,
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ndiazagmunkno[2,2,1]rentun; Ta 7-
okcagmuukno[2,2,1]rentun.

TepmiH "ankokcu", 3actocoBaHuin nooguHLi abo
AK cydpikc 4uM npedpikc, CTOCyeTbCA papukanis
3aranbHoi dopmynn -O-R, pge -R BubpaHo 3
rigpokapboHoBoro pagukany. [lpuknagum ankokcu
OXONMIOKTb  METOKCWI,  €TOKCWM,  MPOMOKCWM,
isonponokcun, Oytokcun, T-OyToKcwn, i300yToKCKI,
LMKNONPOMNiNIMETOKCUI, aninokcwn, Ta
nponaprisiokcus.

TepmiH "apunokcn", 3acTocoBaHuin nooauHLui abo
AK  cydpikc 4M npedpikc, CTOCyeTbCA paaukanis
3aranbHoi dopmynu -O-Ar, ge -Ar npegcraBnsie
apvn.

TepmiH "reTepoapunokcu”, 3acTocoBaHUN
nooguHui abo fk cydikc umM npedikc, CTOCyeETbCH
pagukanis  3aranbHoi  cdopmynu-O-Ar', ge -Ar
npeacTaBnsie rerepoapun.

TepmiH "amiH™ abo "amiHO", 3acTocoBaHwii
nooguHui abo fk cydikc um npedikc, CTOCyeETbCH
pagukanis 3aranbHoi dopmynu -NRR', e R ta R’
He3anexHo BMbpaHo 3 rigporeHy abo
rigpokapOoHOBOro pagwvkany.

"Aumn", 3acTocoBaHWiA NOOAMHLI, Sk npedikc abo
cydikc, osHayae -C(=0O)-R, ge -R, sk BapiaHT,
3amiweHo rigpokapbinomM, rigporeHoMm, amiHo abo
ankokcu. AuMnIM OXOMMIKTb, Hanpuknag, auetun,
nponioHin, 6eH3oin, deHinaueTun, kapboetokeun, Ta
anveTtunkapbamoin.

anoreH oxonntoe cnyop, xnop, 6pom Ta Wog.
"anoreHoBaHUN", 3acTOCOBaHWA K Mpedikc rpynu,
Oo3Hayae, Wo oauvH un Oinblue rigporeHiB Ha rpyni
3aMilLleHO OAHMM YK GinbLue ranoreHamm.

TepmiH "enekTpoHoakuenTopHa rpyna"
CTOCY€ETbCA XiMiYHOT rpynu, Lo Mae
eneKkTpoHeraTuBHICTb GinbLuy 3a MeTun.

EnekTpoHeratuBHICTb BUMIpIOE TeHAeHLilo rpynu abo
aTomMy  BigTAryBatyM  enekTpoHu.  [Npuknagamu
enekTpoHoakuenTopHux rpyn € -CHoCF3, -CF3, -F, -
Cl, -Br, -NOy, -CN, -OH, -CHO, -C(=0)-R, -OR" Ta
Ci6rigpokapbin, 3amilleHnin ogHuM 4YnM  Ginblue
3amicHukamu, BubpaHumm 3 -F, -Cl, -Br, -NOo, -CN, -
OH, -CHO, -C(=O)R' Ta -OR', ne R' npeactaense Ci.
sankin.

Mepwa kinbueBa rpyna, Wo "KoHAeHcoBaHa" 3
OPYrolo KinbLEBOK rpynoto, O3Hayae, Lo neplle
KinbLe Ta gpyre Kinbue MatoTb NPpUHaNMHI ABa CMinbHi
aTomu.

"3B'A30k," "3B'"3aHMi," abo "3B's3yBanbHUR",
AKWO He BW3HAYeHO iHLWe, O3Ha4Ya€ KOBaNeHTHO
3B'si3aHUI abo crnony4eHui.

Konn nepwa rpyna, cTpyktypa abo aToMm €
"Ge3nocepegHbO MpuedHaHUM" [0 Apyroi  rpymu,
CTPYKTYpu abo aToMy, NPUHaNMHI OOUH aToOM nepLuoi
rpynun, cTpykTypy abo atomy YTBOPKE XiMiYHWUIA
3B'A30K 3 MNpVMHaWMHI OOHUM aToM Apyroi rpynu,
CTPYKTYpu abo atomy.

"HacuyeHun kapboH" o3Havae aTtom KapOoHy Yy
CTPYKTYpi, Monekyni abo rpyni, ge yci 3B'a3ku npu
LUbOMYy aToMmi kapboHy € NpocTUM 3B'A3KOM. |HLUIOK
MOBOI0, HEMa MoABiiHUX abo NOTPINHMX 3B'A3KIB NpU
uboMy aToMmi kapboHy Ta uer aTom kapboHy B3arani
mae ribpmausadito atoMmHux opbitanei sps.

"HeHacuyeHunin kapboH" o3Hayae atom kapboHy y
CTPYKTYpi, Monekyni abo rpyni, e NpuUHanWMHi OauH
3B'A30K MpW UbOMY atomi KapboHy He € npocTuM
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3B'A3KOM. |HWOW MOBOW, € MpUHaAWMHI  OAWH
noaBiiHMIA abo MOTPIVHMIA 3B'A30K MpU LIbOMY aToMi
kapboHy Ta uen artom kapboHy B3arani Mae
ribpuamnaaLito aToMHUx opbitanei sp a6o sp’.

TepmiH "Tepania" TaKkox OXonnoe
"NpoinakTnky" SKWOo He BU3HAYeHO iHwWe. TepMiH
"TepaneBTMYHUI" Ta "TepaneBTUYHO" 3acTOCOBaHO
BignosigHo.  TepmiH  "Tepania" y  KOHTEKCTi
npeacTaBneHoro BMHaxody KpiM TOro  OXOMIoE
3aCcToCyBaHHA  edEeKTUBHOI  KiNMbKOCTI  CMOMyKu
npeacTaBrieHoro BMHaxoay, CTOCYETLCA
nocnabneHHs BXe iCHyt4oi xBopobu, roctporo abo
XPOHIYHOrO YN peumamBHOrO cTaHy. Lle BM3HayeHHs
TakoX  OXONmMwe npodinakTuyHi - Tepanii  Ans
nonepemXeHHs1 peunauBHUX CTaHiB Ta MNOCTINHOI
Tepanii AN XpOHiYHMX po3nagis.

B ogHOMYy BTiNEHHi BUHaXif CTOCYETLCS CMOSYKW,
npeacTaeneHoi gopmynowo |, ¢hapmaLeBTUYHO
NPUAHATHUX COnewn, AiactepeoMepiB, eHaHTioOMepIB Ta
X cymilen:

’TI%

R™" 1a R™ HesanexHo npegcraensiots  Cq.
10€MNEeKTPOHOAKLENTOPHI rpynu;

Z BubpaHo 3 O= Ta S=;

R' BuGpaHo 3 rpynu: Ciqankin; Ciaoarkin,
3aMiLLEHUI NPUHANMHI OOHUM 3aMiCHUKOM, BUBpaHUM
3 rpynu: ranoreH, LiaHo, aueToKCMMeTUN Ta HiTpo; Co.
j0ankeHin;  Co.ipa@lnKeHin, 3aMilleHUn MpUHaNMHI
OOHVMM 3aMiCHVMKOM, BWOPaHWM 3 rpynu: rarorex,
LiaHo, aueTokcumeTun Ta HiTpo; Ci.qoankiHin, Coy-
10a@nKiHiN, 3amilleHnn NPUHaNMHI OOHUM 3aMICHUKOM,
BMOpaHUM 3 Ipynu: rasnore, LI,IaHO aueTokCnMeTun
a HiTpo; R°R*N-Cieankin; R®R*NC(= O) -C1.6ankin;
R*0-C; sanKm 3OC( 0)-C4 saJ'IKIJ'I R®C(=0)-Cx.
saJ'IKIJ'I R’C(=0)NR>-C; saJ'IKIJ'I R’R* NSOZ-C1 sanKin;
R® CSOZN(R )- C1 sankin; R’R*NC(=0)N(R®)-C1.sankin;
R®R*NSO.N(R®)-Cieankin; apun-Cieankin;, apun-
C(=0)C1.sarim; reTepouuknin-Cq.sankin;
retepoumknin-C(=0)-Ci.sankin; 3amiweHnn apun-Ci.
eankKin; 3amiwenmn apun-C(=0)-C1.sankin; samieHni
retepoumnknin-Cq.sankin; 3amilleHunii reTepounknin-
C(= O) -Ci. eaJ'IKIJ'I Ta Cy.1origpokapbinamiHo;

R?, R* Ta R® HesanexHo BMGPaHo 3 rpynut: -H, Ci.
gankin, Co.sankeHin, CpeankiHin Ta gsoaneHTHa Ci.
efpyna, WO pasoM 3 iHWOW ABoBaneHtHoo Ci.
6MPYMNOI0 YTBOPIOE YACTUHY KiNbLs;

X npegctaense Ci.qo4BOBaNeHTHY rpyny, Lo
BiJOKpEMMIOE MpuegHaHi Tyau rpynM ogHum abo
ABOMa aToMamu;

Ar npeactaensie Cs.124BOBaNEHTHY apoMaTUyHy
eyny;,

R® BubpaHo 3 rpynu: Cieankin, 3amiweHun Ci.
sankin, CoeankeHin, 3amiweHun CoeankeHin, Co.
sankiHin, 3amiweHnn Coeankidin, CsgUmMknoankin,
3amileHnii Cs.sLUMKNOAnkin, apwn, 3amilleHnii apwr,
Ta Cs.sreTepoapun Ta 3amiweHnin Csgretepoapurn; a

Y BubpaHo 3 -CH= ta -N=.

B iHWOMY BTiNEHHi cnonykn npenctaBneHoro
BMHaxody MOXyTb Matu coopmyny |, ae
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R ta R™ HesanexHo npenctaenstoTe Cq.sankin,
3aMilleHnn  ogHMM  4Yu  Oinblue  3aMiCHUKaMu,
BUOGpaHMMKN 3 F -ClI, Br -NO,, -CN, -OH, -CHO, -

C(= O) -R'1a -OR', ne R" npeacrasnsie Cyzarkin;

R' BuGpaHo 3 rpynu: Ci.gankin; Co.sankeHin; Co.
garnkinin; apun-Cqeankin; apun-Cieankin 3 apumnom,
3aMilLieHUM NPUHaNMHI OOHUM 3aMiCHUMKOM,
BMOpaHMM 3 rpynu: C1.earn<|n aLleTOKCI/IMeTVIJ'I HITpO

Ta ranoren; ReR® NC1.gankin; R® OC1.6ankin;
umknoankin-Ci.eankin;  retepouuknoankin-Cieankin,
reTepouuknoankin-Cq.sankin, B SKOMY

reTepoumknoankin  3amiweHun npuHanMHI  OgHUM
3amicHukom,  BubBpaHum 3 rpymu:  Cygankin,
aueToKkcuMeTun, HiTpo Ta ranoreH; Cqsankinapun; Cq.
sankin-C(=0)-; Cesapun-C(=0)-; Cas.greTepoapur-
C(=0)-; retepoapun-C1.cankin; rerepoapun-Ci.cankin,
B SIKOMYy reTepoapun 3amilleHui npuHanMHi OgHUM
3amicHvkom,  BuBpaHum 3 rpynu:  Cyeankin,
aLeTokcumeTus, HITPO Ta ranoreH; Ta

RY npeacTaBnsie okucHeHWit mipuaun, ae aTom
HITpOreHy NipUaNNBHOrO KinbLs € B OKUCHEHOMY CTaHi
(N-O);

R?> BuBpaHo 3 rpynu: Cieankin, Cieankin
3aMilleHun  WoHanmeHwe ogHuMm  dnyopom, Co.
sankeHin, CogankeHin 3aMillleHnidi  LLloHaMeHLLe
ogHnM donyopoM, CaeankiHin, CoeankiHin samilleHni
LWoHaMeHLe ofHuM  dnyopoM,  CaelUMKIoankin,
3amiweHuin CaglUMKNOankin, apun, 3amMileHun apun,
Ta Cs. greTepoapun Ta 3amiweHni Cseretepoapun;

R®, R* Ta R® He3anexHo BuGpaHo 3 rpynu: -H, Ci.
sankin, CosankeHin, CosankiHin ta gsosaneHtHa Ci.
efpyna, WO pasoM 3 [HWOo ABoBaneHTHow Ci.
6rPYNOL0 YTBOPIOE YaCTUHY KIJ'IbLI.ﬂ

X BnbpaHo 3 rpynu: -NR®-, -C(=0)-, -CH-CHo-, -
CH=CH-, -O-,: -C(R7)(R )- Ta -S(O)q-, 4e q AopiBHIOE
0, 1 u1 2, R® Ta R” He3anexHo npegcrasnsAoTb Cq.
sankin, Co.sankeHin, Co.gankinin, Ci.sankokcun, OH yun
H;

Y HacTynHomy BTiNEHHi CNonyku npeacTaBneHoro
BI/IHaXOJ:l,y MOX 2yTb maTu cpopmyny |, ae

Ta R HesanexHo BNUGpaHo 3 rpynu: -CFs, -
CHz-CFa, -CH,-CHF3, -CHF-CF3, -CHF-CHF, -CHF-
CHyF, -CF»-CF3, -CF2-CHj3, -CF2-CHaF, -CF2-CHF», -
CCl;, -CH,-CCl3, -CH,-CHCI,, -CH»>-CBr;, -CHa-
CHBI’Q, 'CHZNOZ, 'CHZ'CHZNOZ, 'CHZCN, 'CH2'
CHZCN Ta -CHz-CHz-OCHs;

R' BuGpaHo 3 rpynu: Cisarkin; CasarnkeHin; Co.
gankivin; apun-Cieankin; apun-Cieankin 3 apunom,
3aMilLeHuM npUHanMHi OOHUM 3aMiCHUMKOM,
BMOpaHUM 3 rpynu: C1.6an|<|n aueTokcumeTun, HITpPO
Ta ranoreH; R8R°NC; sankKin; R®0C;, sankKinm;
uuknoankin-Ci.eankin;  retepoumknoankin-Ceankin,
reTepoumknoankin-Cq.esankin, B AKOMY
reTepouuknoankin  3amileHnin npuHanuMHi  OgHUM
3aMmicHWKOM,  BuOpaHum 3 rpynu:  Cyeankin,
aueTokcumeTun, HiTpo Ta ranoreH; Cqsankinapun; Cq.
gankin-C(=0)-; Ce.gapun-C(=0)-; Ca.greTepoapwun-
C(=0)-; retepoapun-C1.sankin; rerepoapun-C.esankin,
B SIKOMY reTepoapun 3amilleHnn NpuHanMHi OgHUM
3amicHuMKOM,  BuOpaHum 3 rpynu:  Cyeankin,
aueTokcumeTIsI, HITpO Ta ranoreH; Ta

RY npeqcTaBnsie okucHeHWid mipuaun, Ae aTtom
HITPOreHy NipuAUILHOIO KifbLs € B OKUCHEHOMY CTaHi
(N"-0");

Z npepgctasnse O=;
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R? BuGpaHo 3 rpynu: CHa, -CH2-CHa, -CH(CHa)z,
Cs.sumknoankin, -CH,-CF3, -CHF2, -CF3 Ta apun;

Ar BuGpaHO 3 rpynu: apwreH; reTepoapureH;
apureH, Wo  3aMmillieHo npUHanNMHi OOHUM
3aMiCHUKOM, BUOpaHuM 3 rpynuCi.eankin, ranore,
TpudbnyopmeTun, uiaHo, HiTpo, rigpoken Ta Ci.
saNKOKCUMN; a reTepoapureH, 3amilleHo MNpUHaNMHI
OOHUM 3aMiCHUKOM, BuOpaHum 3 rpynu: Cieankin,
ranoreH, TpudnyopMeTun, LiaHo, HiTpO, rigpokcu Ta
C1.6aNKOKCUN, L€ KOHKPETHILLE, apuneH NpeacTaBnse
napa-apwneH; a retepoapurieH BubpaHo 3 rpynu:
LLIECTUYSIEHHO-KINbLUEBUA  Napa-retepoapurneH  Ta
N'ATU-YNEeHHO-KiNbLEeBUA MeTa-reTepoapuneH; a

R® Ta R® HesanexHo BMbpaHo 3 rpynu: -H 1a Ci.
sarnkKin.

Y HacTynHoMy BTiNEeHHi CNonyku npeacTaBrneHoro
BMHaXO1,Ely MOXyTb OyTuK cnonykamu cpopmynu |, oe

R™ ta R™ HesanexHo npenctaensiots  Co.
erpynu, Lo MicTATb NpuHanmMHi 30 mac% dnyopy;

Z npeactasnse O=;

R’ BMOpaHO 3 rpynu: €Twun, nponin, anin,
isoneHTnn, OeH3un, aumeTunamiHoeTumn, 4-
nippgunmeTun,  2-nipuaunmeTtun,  1-niponinetun,
LuKnonponinveTun, LUKIobyTnnmeTun,
LMKIONEHTUIIMETUT, LMKIorekcunmeTun, 2-
niponigunmetun,  3-niponigunvetun,  N-metun-2-
niponigunmetun,  N-meTtun-3-niponigunmetun,  2-
ninepnannmeTun, 3-ninepungunmeTun, 4-
ninepugnHimeTun, N-metun-2-ninepngnnmetun, N-

MeTun-3-ninepuanHmeTun, N-meTun-4-
ninepyannmeTun, 3-TieHinmeTun, 2-
TeTparigpodypaHinmeTun, 3-
TeTparigpodypaHinmeTun, 2-

TeTparigponipaHinmeTun, 3-TeTparigponipaHinveTun,
4-TeTparigponipaHinmeTun, (2-HiTpOTiOhEH-5-
in)metun,  (1-metun-1H-imigason-2-in)metun,  (5-
(aueTtokcumeTnn)-2-ypaHin)meTtun, (2,3-gurigpo-1H-
i3oiHgon-1-in)meTtun, Ta 5-(2-metunTiaszonin);

R? BuGpaHo 3 rpynu: -CHs, ~-CH,CHa, -CH(CHs)z,
-CH,CF3, CFs3, LuKronponin, LUKobyTurn,
LMKIONEHTUN, LKNorekcun Ta dpeHin;

X BubpaHo 3 rpynu: -CHy- Ta -CH(CHz3)z; a

Ar BMbpaHo 3 rpynu: napa-apuieH; napa-apueH,
WO 3aMilleHO MpuUHaVMHI  OAHUM  3aMICHUKOM,
BMOpaHMM 3 rpynu: C1-sarnkin, raroreH,
TpucbnyopmeTun, LuiaHo, HiTpo, rigpokcn Ta Ca.
6aIIKOKCMU; LLIECTU-YIEHHO-KINbLEBUN napa-
reTepoapwurieH; Ta LIeCTU-UYNeHHO-KiNbLeBuiA napa-
reTepoapwreH, Lo 3aMmillieHO 3aMiCHUKOM, BMOpaHuUM
3 rpynu: Cqgarnkin, ranoreH, TpudnyopMeTus, LiaHo,
HITPO, rigpokcu Ta Cq.eankokcumn.

Y  HacTynHoMy  BTiflEeHHi R" t1a R7
npeactaensoTe -CH2CF3; R? npeactaensie -CH>CHg;
a Ar BubpaHo 3 rpynu: napa-eHineH Ta napa-
nipuauneH.

Cnig TakoX pO3yMiTW, IO KOMW  CMOSyKK
NpeacTaBneHoro BMHaxody MiCTATb oauH un Binblue
XipanbHWX LEHTPIB, CMOMyKN BWMHaxody MOXYTb
icHyBaTK Ta OyTu BMAINEHNUMU B eHaHTiOMepHMX abo
niactepeomepHux chopmMax, abo sk palemiyHa CyMmiLu.
MpencraBnennii BUHaxig oxonmnoe Oyab-ski MOXMMBI
eHaHTiomepu, Adiactepeomepn, pauematM abo ix
cymiwi cnonyku copmynu |. ONTUYHO aKTUBHI hopmMm
CNOMykn BMHaxody MOXyTb OyTu oOTpMMaHumMu,
Hanpwvknag, xipanbHUM XpomatorpadiyHum
po3gineHHam pauemaTty, CMHTE30M 3 ONTWU4YHO
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aKTMBHMX BUXiOHWMX MaTepianisB abo acUMETPUYHUM
CMHTE30M OnMcaHuMu Aani cnocobamu.

Cnig TakoX poO3yMiTM, L0 MNEBHi CMNONyKM
NPeacTaBneHoro BMHAxody MOXYTb iCHyBaTu £K
reoMeTpu4Hi isomepu, Hanpuknag E ta Z isomepu
ankeHiB. lNMpeacrtaBneHwin BUHaxig oxonmnoe 6yab-ski
reoMeTpuyHi isomepu cnonyku dopmynu 1. Cnig
TakoX po3yMmiTW, KpiM TOro, WO npeacTaBneHun
BMHaxi OXONIoe TayToMepn cnonyk popmynu |.

Cnig TakoX poO3yMiTM, LIO MNEBHi CMNONyKX
NpeacTaBneHoro BMHaxog4y MOXYTb iCHyBaTn Y
ConbBaTOBaHi, Hanpuknaz rigpaTtoBaHin, a TakoxX
HeconbBaToBaHi opmax. Cnig Takox po3ymiTy,
KpiM TOro, Lo npeactaBrneHnn BUHaXi OXONSeE YCi
Tak conbBaToBaHi opmu cnonyk opmynu |,
OXOMNSIEHO paMKaMu BUHaxXo4y TaKoX COMi ChomyK
dopmynu |. B3arani, hapmaLeBTUYHO NPURHATHI coni
CNomnyk NpeacTaBneHoro BMHaxody MOXHa oTpumaTy
CTaHZapTHMMK cnocobamu, fobpe BigoMUMU Y piBHI
TEXHIKM, Hanpukrag peakuielo A0CTaTHbO OCHOBHOI
CMoMyKW, Hanpuknag, ankinamidy, 3 nigxoXot
kucrnoToto, Hanpuknag, HCl abo ouToBOIO KMCMOTOO,
LLIO Ma€e i3ionoriYHo NPUAHATHUIA aHIOH. TakoX MoOXe
OyTM MOXNIMBMM YTBOPHOBATM COMi  BiAMNOBIAHOIO
NY>XHOro MeTany (sK-To HaTpii, kanii abo niTin) abo
Ny>XHO3eMeNbHOro MeTany (siK-To kKanbLii) 06pobkoto
CNOMykM MpeacTaBMeHoro BWHaxody, LWo Mae
NiOXOXWA  KACMOTHUIA MNPOTOH, $K-TO KapboHoBa
kmcnoTta abo dheHon 0OgHUM eKBiBaneHToM rigpokcuay
abo ankokcugy (sk-TO eTokcnag abo meTokcua)
nyxHoro metany abo nyxHosemenbHoro metany, abo
NiAX0XXMM OCHOBHUM OpraHiyHMM amiHOM (SIK-TO XOniH
abo wmernymiH) y BOOHOMY cepefoBuLLi, a MoTiM
3BMYaNHUMKM COCOBaMu OUNCTKM.

B opHomy BTiNeHHi cnonyk dopmynu | Bulle
MOXHa MepeTBOpuUTN Yy apMauLeBTUYHO MPUAHATHY
cinb abo ii conbBaTt, 0COONMBO, KUCMOTHO-aOUTUBHY
cinb, siKk-To xnopug, rigpobpomia, docdat, auertar,
dymapar, manear, TapTpar, unTpar,
MeTaHCyNbdOHAT YN N-TONyEHCYNbGOHAT.

Cnonykun BMHaxody MOXYTb MaTW aKTUBHICTb 5K
dapmaueBTMYHi, 30Kpema $K mogynatopu abo
niraHan, sIK-TO aroHiCTW, YacTKOBI aroHiCTW, iHBEPCHI
aroHict abo aHTaroHictn peuentopis CB,. B ogHomy
BTifIEHHI CMOMYKW BWHAxody MOXYTb BUSIBNSATU
CeneKkTMBHY aKTUBHICTb K aroHictm Ha CBo-
peuenTopu, Ta € KOPUCHMMWU Yy MonerweHHi 6onito,
0cobnmMBO XpOHiYHOro 6onto, Hanpuknag, XpOHiYHOro
6onto npu 3ananexHi, HeeponaTuyHoro 6o, Gono y
cnuHi, pakoBoro 6omo Ta BicuepaneHoro 6onto.
Cnonykvn nNpeacTaBneHoro BUHaxXo4y MOXYTb TaKoX
OyTM KOPUCHUMM Yy TiKyBaHHi rocTporo 6onto.
HdopatkoBo, CMOMyKM NpPeacTaBneHoro BUMHaXoA4y
MOXYTb OyTW KOPUCHUMW MpWU iHWKUX XBOpobax, Yy
KOTpUX npeactaBneHo abo 3anyveHo AereHepadito
abo gncoyHkuito CB2-peuenTopis.

BiaTak, BMHaxig cTtocyeTbca crnomnyku dopmynu |
abo ii hapmaueBTMYHO MPUHATHOI coni  abo
conbBaTy, $Ki TyT BW3Ha4YeHO Bule, And
3acToCcyBaHHs y Tepanii.

3rigHO 3 HacTynHWM acnekTom npeacTaBeHnn
BMHaxi4 CTOCYETbCH  3acCTOCYBaHHS  CMONyK W
dopmynu |, abo Ti hapmaLeBTUYHO NPUIAHSTHOT Coni
abo conbBaTy, fKi TyT BW3HAYeHO Bulle, Yy
BMPOOHWLUTBI MeOMKaMeHTy AN 3acTOCyBaHHS Y
Tepanii.
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Cnonykv npeacTaBneHoro BMHaxogy MOXYTb
OyTn KopucHuMmM Yy Tepanii, ocobnueo AnsA Tepanii
pisHMx 6onboBUX CTaHiB oxonmwo4yM, ane 6e3
0BOMeXeHHsi:  rocTpum  6inb,  XpPOHiYHMI  Girnb,
HeBponaTuyHui Ginb, 6inb y cnuHi, pakoBun Ginb Ta
BicuepansHui Ginb.

Cnonyks npedcTaBneHOro BMHAaxody MOXHa
TaKoX 3acTocoByBaTW Yy fikyBaHHi ©6onto, paky,
po3cistHoro ckrepody, xBopobu [lapkiHcoHa, xopei
eHTUHITOHa Ta/abo xBopobu Anburenvepa.

Y 3acTocyBaHHs Ana Tepanii y TEnnoKpOBHUX
TBapWH, SK-TO TIOAWHW, CMONYK BUHaxXo4y MOXHa
BXuBatn y dopMi 3BMYaMHOI  hapmMaueBTUYHOI

KOMMO3uLLji Oyab-SKUM LLUNSAXOM, 30Kpema
nepoparnsHo, BHYTPILLHLOM'A30BO, NiALWKipHO,
MicLEBO, iHTaHa3anbHo, iHTpanepuToOHanbLHo,
BHYTPILUHBOTPYANHHO, BHYTPILUHBOBEHHO,
enigypansHo, iHTpaTekansbHo,

iHTpauepebpoBEHTPUKYNAPHO  Ta
cyrno6u.

B OHOMY  BTIiMEHHI BUHaxony, LUASX
3aCTOCYBaHHS MOXe oytn nepopansHnM,
BHYTPILUHBOBEHHM ab0 BHYTPILLHEOM'A30BUM. :

[o3syBaHHsA 3anexaTtnme Bid LLUNSAXY
3aCTOCYBaHHSl, CyBOPOCTi XBOpobu, BiKy Ta Macu
nauieHTa Ta iHWKnX hakTopiB, Ha SKi 3BUYAHO 3BaXKae
nikap nNpu BU3HA4YeHHi iHOMBIQyanbHOro pexuMmy Ta
piBHS [O03yBaHHSA, HaWMPUUAHATHOTO AnNsi OKPeMoro
nauieHTa.

Onsa oTpumaHHa bapmaueBTUYHUX KOMMNO3WLIR 3i
CMOMyK UbOro BWHaxody iHepTHI apmMaueBTUYHO
NPUIAHSTHI HOCIT MOXYTb OyTV TBepaAMMM abo pigKMMMm.
TBepai ¢opmu npenapatiB OXONSOTb  MOPOLLKU,
Tabnetkn, 3gaTHi OO OWUCNEPryBaHHA  rpaHynu,
Kancynu, obnaTku Ta Cyno3uTopii.

TBepaum Hociem Moxe OyTv ogHa un Ginblie
pPEeYOoBVH, KOTPi MOXYTb TakOX LiSiTU SK pO3pimKyBadi,
apomaTusaTtopu, contobinizatopy, 3mMallyBaui,
cycneHayBanbHi 3acobw, 3B'A3ytoui, abo
Je3vHTerpatopy TabneTok; HAM MOXe Takox OyTu
KancynoBanbHWU MaTepian.

Y nopowkax HOCIEM € MiInKo noapibHeHui
TBEpPAMMA MaTepian y cymiwi 3 Minko noapibHeHo
CMOMyKol BUHaxogy, abo akTMBHUM KOMMOHEHTOM. Y
Tabnetkax akTVBHWIA KOMMOHEHT 3MiLLaHO 3 HOCIEM,
WO Mae NoTpibHI BMAcTMBOCT LOAO 3B'A3YBaHHS, Y
nigxoxin nponopuii, Ta KOMNakTyBaHHA Yy OGaxkaHy
¢opmMy Ta po3mip.

Ona  oTpumaHHa  KOMMO3Wuuil  Cyno3uTopito
HU3bKOMMaBKWI BIiCK, SK-TO CYMill rAiLepuaiB XXUPHUX
KACMOT Ta Macrno Kakao, NnnaBfsiTb Ta aKTUBHWN
iHrpeaieHT avcnepryoTsb, Hanpuknag,
nepeMiyBaHHaM. Po3nnaBneHy romMoreHHy Ccymill
TO4i BUNMMBalOTb Y hOpPMY 3py4HOro po3mipy Ta AarTb
OXOMOHYTW Ta 3aTBEPAITH.

MigxoXmMMmn HocisMW € marHi kapboHaT, MarHin
cTeapaT, TalbK, NakTo3a, LyKop, MEeKTUH, OEKCTPUH,
KpoxXmarnb, Kamedb TparakaHTy, MeTuuentonosa,
HaTpii  kapbokcUMeTUNLEentonos3a, HU3bKO-NNaBKUN
BiCK, Macrio kakao, ToLLO.

TepMiH KOMNO3WLisi TaKkoX OXOMOE KOMMO3ULLiO
aKTUBHOIO KOMMOHEHTY 3 KancyntoBanbHUM
MaTepianom K HOCiEM, WO NpeacTaBnse kancyny, y
KOTPIi aKTUBHUIA KOMMOHEHT (3 abo 6e3 iHLMX HOCIiB)
OTOYEHO HOCIEM KOTpUi € BiATak B acouiauil 3 HUM.
MoAibHMM YMHOM oxonneHo obnaTku.

iH'ekuigamyn  y
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TabneTku, nopoLlkn, obnaTku, Ta Kancynm MoxHa
3aCTOCOBYBATU K TBepAi (hopMU A03yBaHHS, MigXoxXi
ANs nepopanbHOro 3acToCyBaHHS.

Pigki copmn KOMMO3ULT OXOMMOKTb PO3YMHN,
cycneHsii, Ta emynbcii. Hanpuknag, cTepunbHi BOgHI
abo BOAHO-MPOMINEHINIKONEBI PO34YMHM  AKTUBHMUX
cnonyk MOXyTb OyTM  pigkumn  npenapartamu,
NigXoXUMW And  MNapeHTepanbHOro 3acTOCYBaHHS.
Pigki komMnosuuii MoxHa TakoxX ¢bopMyBaTh Y pO34MHiI
Yy BOAHOMY NOMieTUNeHrnikoni.

BoaHi po3unHu gns nepopanbHOro 3acTocyBaHHSA
MOXHa oTpumaTu PO34YNHEHHSIM aKTVBHOTO
KOMMOHEHTY Yy BOAI Ta [AOAABaHHAM  MiAXOXUX
OapBHUKIB, apomaTtu3aTtopiB, cTabinizatopis Ta
3arycHukiB, 3a noTpebot. BopgHi cycneHsii ans
nepopanbHOro 3acTOCYyBaHHA MOXHa OTpuMMyBaTu
AVCNepryBaHHAM MINKo noapibHEeHOro  akTMBHOMO
KOMMOHEHTY y BOAiI pa3oM 3 B'A3KUM Marepiarn, siK-To
npupoaHi CUHTETUYHI Kameqi, cmonu,
MeTunuentonos3a, HaTpii kapbokcumeTunuentonosa
Ta iHWi cycneHgyBanbHi 3acobu, BiJOMi y PpiBHI
TEeXHiKM Ansa papMaLeBTUYHUX KOMMO3MLiA

3anexHo Bif, pexumy 3aCTOCyBaHHS
dapmMaueBTUYHI  KOMMNO3ULii NepeBaXHO MICTATb
0,05%-99mac% (npoueHT 3a macoto), kpawe 0,10-
50mac%, cnonykn BMHaxody, yci MPoLeHT! 3a Macoto
HagaHO CTOCOBHO 3ararnbHOi KOMMO3uLji.

TepaneBTUYUHO  edekTMBHY  KifbKiCTb  ANg
3acTOCyBaHHsi  MpEeACTaBrieHoro  BuMHaxody  Ha
NpakTuLi MOXHa BM3HAYUTWN 3aCTOCYBaHHSIM BiAOMUX
KpUTEpiiB, WO  OXONnwwTb  BiK, Macy Ta
CMPUMHATAMBICTL  iHAMBIQyanbHOro naujieHta, Ta
iHTEepNpeTYyTbCA Y KOHTEKCTI XBOPOOW, Ky NiKyloTb
4Yn nonepenXytoTb, 3BMYaiHUM daxisLem. OxonneHo
paMKaMu BUHaxo4y 3acTocyBaHHsi Byab-sKOi Cronyku
dopmynu | Sk BM3Ha4YeHO BUe Ans BUPOOHWMLTBA
MeOUKaMEHTY.

TakoX OXOMMeHWMW pamMKamMu npencTaBreHoro
BMHaxody € 3acTtocyBaHHA OyAp-siKOi  Crlonyku
dopmynu | gns BMpOOHMUTBA MeguKaMeHTy Ans
Tepanii 6onto.

[JonaTtkoBo 3anponoHOBaHO 3acTocyBaHHS Oyab-
AaKkoi  cronyku copmynu | gnst BMpPOGHWULTBA
MeaukameHTy Ans Tepanii pisHux 60MbOBUX CTaHIB,
oxonntow4un, ane 6e3 obOMexeHHs:: rocTpui 6Ginb,
XPOHiYHMI Binb, HeBponaTu4yHWiA Binb, rocTpun Ginb,
Oinb y cnuHi, pakoBui Ginb, Ta BicLepanbHui Ginb.

HactynHum acnektom BuHaxoay € cnocib Tepanii
ocobu, Wo cTpaxaae Big OyOb-AKOro 3 OroBOPEHUX
BULLE CTaHiB, B SIKOMY O MauieHTa, Wwo notpebye
Takol Tepanii 3acTOCOBYIOTb e(EeKTUBHY KifnbKiCTb
crnonyku cpopmynu .

JdonaTtkoBo, 3anporoHOBaHO apMaueBTUYHY
KOMMO3WLjt0, Lo MiCTUTb cnonyky dopmynu | abo ii
dapmMaueBTUYHO MPUMHATHY Cinb B acoujauii 3
dapmaLeBTUYHO NPURHATHUM HOCIEM.

OcobnvBo, 3anponoHoBaHO  dapmaueBTUYHY
KOMMO3WLjt0, Lo MiCTUTb cnonyky dopmynu | abo ii
dapmMaueBTUYHO MPUMHATHY Cinb B acoujauii 3
dapMaLeBTUYHO MPUARHATHUM HOCIEM Ans Tepanii,
KOHKpeTHiLe ans Tepanii 6onto.

Oani, 3anponoHoBaHO dapmaueBTUYHY
KOMMO3WLjt0, Lo MiCTUTb cnonyky dopmynu | abo ii
cdapmMaueBTUYHO NPUAHATHY Cinb, B acouiauil 3
dapmaueBTU4HO NPUAHATHUM HOCieEM ana
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3acTtocyBaHHsl y Oyab-sikomy 3 06roBopeHux BuLLe
CTaHiB.

B ogHoMy BTiNEeHHi cnonyky BuHaxody BUSIBMEHI
AK akTnBHI cynpotn CB2-peLienTopiB y TeNMOKPOBHMX
TBapwWH, Hanpuknag, noguHu. OcobnuBo CNOMyKM
BUHaxody BuUsIBMEeHi  SK  edeKkTUBHI  aroHicTu
peuenTtopie CBy. In vitro aHanian, guBuCb HWK4e,
OEMOHCTPYIOTb Ui aKTUBHOCTI. Y UMX in vitro aHanizax
Cronyky TecTyloTb Ha 1 akTuBHiCTb cynpotu CBo-
peLenTopiB Ta OTPUMYIOTb KOHCTaHTY aucouiauii (Ki)
ONsi BU3HAYeHHs] CenekTMBHOI aKTMBHOCTI OKpeMuXx
cnonyk cynpotn CB2-peuenTopis BumiptoBaHHAM [Kso
crnonyku, Y ubomy KoHTekcTi IKsg B3arani ctocyetbcs
KOHLIeHTpaUii Crnonyku, npu KOTpih crnocTepirawTb
50% 3aMmilleHHs CcTaHOapTHOrO  pafioakTUBHOMO
niraHgy CBsy-peuenTopiB. B3arani, Hwkya Ki okpemoi
cnonykn cynpotn CBy-peuentopiB o03Hayae, Lo
oKpema cnofyka € CWMbHIlIMM niraH4oM CynpoTu
CB2-peuenTopiB. Ak pe3ynbTaT, CMONyK/ 3 BigHOCHO
Hu3bknuMm Ki cynpotn CBz-peuentopiB € BigHOCHO
CUNBbHUMU niraHgamu CB2-peuenTopis abo
NOTY>XHUMW aroHicTamu perentopie CBy.

AkTMBHOCTI cnonyku cynpotn CBi-peuentopu
BUMIpIOIOTb TaKOX Yy nogibHoMy aHanisi. Bigomo, wo
HaBiTb xo4a aroHicTm CBi-peuenTopiB € Takox
echekTMBHMMM y No36aBneHHi abo BramyBaHHi 6onto,
iX 3acToCyBaHHS 4acTo acoujlolTe 3 HebaxaHum
nobi4yHMM edheKTOM CTOCOBHO LiEHTPanbHOI HEPBOBOI
cuUcTeMM, Hanpvknag, NCUX0aKTUBHOK MOBIYHOLO Ajeto
Ta MoTeHuianbHWM 3MnoBxuBaHHAM. B ogHomy
BTiIMEHHI MW HEeo4iKyBaHO BUSIBUMM, LWWO OKpeMi
Cronykn  MpeacTaBrieHoro BMHaxogy  MaioTb
TeHdeHuilo cnabko npuegHyBatuca go  CBs-
peuenTopiB, MaloTb BigHOCHO BUcok Ki cynpoTn
okpemux CB1-peLenTopiB, a BigTak HU3bKY adiHHICTb
Jo 3B's3yBaHHA cynpotu CBi-peuentopiB. Ak
pe3ynbTaT, CMOMykM MOXYyTb He BuSBNATM abo
BUSIBNATU MeHLWy nobiyHy Aito y nikyBaHHi Gono y
NMOPIBHSIHHI 3i 3BMYaHMMM KaHabiHoigamm.

CBy-peuentopy B3arani  eKClpecylTbCd Yy
nepudepuyHnx TKaHWHaXx, 0cobnunBo y
iMyHOKOMNETEHTHUX Ta 3ananbHuX KNiTUHax, KoTpi,
MOXHa BBaXkaTW, MalTb TepaneBTUYHY  Aito,
nos'A3aHy 3i iIMyHOMOAYrsUi€o, 3ananeHHaM Ta
OpoHxianbHMM  ckopoyveHHsIM.  Peuentop  CBp-
CEnekTMBH niraHau, sik-to aroHict CBy-pelienTtopis
MOXYTb MaTW TepaneBTUYHE 3acCTOCYBaHHA Y
niKyBaHHi xBOpob, acouinioBaHUX 3 LLUMU CTaHaMMU.

Mo cyti BcTaHoBneHo, wo niraHgn CBy-
peuentopiB  (Hampuknag aroHictM) €  B3arani
echekTMBHMMM y nikyBaHHi abo BramyBaHHi Gonto y
TENMOKPOBHUX TBapUH 3 HEBENWKOK NOBIYHOK i€,
AK-TO 3BMKaHHs, i niraHan CBgz-peuenTopiB MOXYTb
MaTu nogibHy Ao Ha nwogen. Hanpuknag, CBo-
peuenTopu BUSIBIEHI K eKcrnpecoBaHi y
nepuToHanbHMX TYYHWX KNiTUHAxX, KOTPi rpaTb
KPUTUYHY POMfb Y MOCWUMEHHI KIOYOBOrO hakTopy
HepsoBoro pocty (NGF), koTpuin moxe iHAyKyBatu
3ananbHy rinepanresito. CBgz-peuentopy  Takox
BUSIBNEHO SIK 3anyyeHi y nocnabneHHi npogyKyBaHHS
oKkcuay HiTporeHy Big Makpodoaris y nikysaHHi LPS.

Ha popatok, y mogeni 6onto in vivo BUsiBNEHO,
wo aroHictTn CBy-peLienTopiB MOXyTb iHOYKyBaTh
aHanresito. 3okpema, BUSIBNEHO, Wo ekcripecis CBy-
peLenTopiB € iHOYKOBaHOW Yy CTaHax akTusawji
iMyHHUX KniTUH, Ta wo CBy-aroHiCT BUABNSE aHTU-
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3anasnbHy Ta nepudepuyHy aHanreTuyHy akTUBHICTb.
Binbw TOro, BusBneHo, wo CBy-akTuBaujs iHridye
MeXaHidHy rinepanresito, acouifioBaHy 3 YPaXXeHHAM
Heps.iB. [Jani, NpoaeMOHCTPOBaHO, WO nepudepuyHi
CBs-peventopu MOXYTb onocepeaKoByBaTH
aHTuHouMuenuito Gomo y wypa. 3Bigcu, B ogHOMY
BTINEHHI Cnonyku, Lo BUABNAIOTE HbkYi aHanisum Ki in
vitro, po3kpuTi y BMHaxoAi, MOXyTb OyTW MiaXoXumun
ANa 3aCToCyBaHHA y Tepanii, SK-TO MOMEreHHs Ym
nikyBaHHs1 6onto.

CenektuBHi ctocoBHo CB-peuenTopiB niraHau,
AK-TO aroHictn CBy-peuenTopiB (iHO4I TakoX Ha3BaHi
CB,-ceneKkTuBHi kaHabiHoign), aK BUSIBIIEHO,
iHOYKYIOTb anonTo3 Y KNiTUHax rniomu, sk in vitro, Tak i
in vivo. HactynHe CBIOOUTBO nigTpumarno
aHTunponicdepaTnBHy Aito aroHictiB CBy-peLientopis
Ha pak KMiTWH rpygHoi 3anosu Ta npoctaTtu. AroHictu
CB,-peuenTopis MOXYTb Takox iHOyKyBaTh
NPUrHIMEeHHS NYXIMH Y MoAeni Wypa, y KOTpir KNiTUHN
rniomn wypa C6 iHOKymoTb iHTpauepebpanbHoO Y
wypiB. KniHiYHi Ta HeKniHiYHI OOCNIMKEHHS TaKoX
BUABMNAOTL, WO niraHam CBy-peuenTopiB MOXYTb
TakoX MaTu NO3UTUBHY Ait0 Ha PO3CiSIHWUIA CKNepos.

AroHicTh  CBy-peuenTopiB  MOXHa  Takox
3aCTOCOBYBATU Y IHWMX Tepanisx, MOB'A3aHnX 3
6e3nocepeaHbLO abo Hebe3nocepeaHbO 3
iMyHOMOZynALjeto, SK-TO NiKyBaHHI acTmu, BpoHXiTy,
XPOHiYHOI 0BCTPYyKTMBHOI xBOpobu nereHis (COPD),
060opoTHOI o6CTpykKuii aunxanbHux Lwnsaxis,
pecnipaTtopHOro  AUCTPEC-CUMHAPOMY  OOPOCHUX,
ncopiasy, peBmMaTtoigHoro apTputy, Ta anepril.
AroHicTn  CBy-peuentopiB  MOXyTb Takox OyTu
ecbekTMBHUMKM Yy niKyBaHHi xBOpoOWM [lapkiHCOHa,
xopei [eHTMHITOHa Ta xBopobu Anburenimepa i
xBopobu KpoHa. AroHicTn CBy-peLentopiB MOXyTb
Takox OyTu KOpuUCHMMW Yy Tepanii BiATOPrHEHHs
TpaHcnnaHTary.

BiaTtak, B iHWOMY acnekTi Crnonyku BuHaxogdy
MOXYTb OyTM KOpUCHUMW Ta edEeKTUBHUMMK Y
nikyBaHHi LPS, 6omnto, po3scisHOro ckneposy, actmu,
OpOHXITY, XpOHIYHOI OBCTPYKTMBHOI XBOpPOOW nereHis
(COPD), obopoTHOi 06CTpyKUii AnXanbHUX LUMSIXIB,
pecnipaTopHOro  AUCTPEC-CUMHAPOMY  OOPOCIUX,
ncopiasy, peBMaToifHOro apTpuTy, aneprii, Xxsopobu
MapkiHcoHa, xopei [eHTMHrToHa Ta XxBOpoGU
Anburenmepa, xsopobu KpoHa, Ta BiATOPrHeHHs
TpaHcnnaHTary.

3rigHO 3 HacTynHWM acnekToMm npeacTaBneHun
BMHaxig CTOCYyeTbCA CMNocoby OTPUMaHHS CMOMyKu
dopmynu |.

B ogHomy BTiNeHHi cnocié oTpuMmaHHsA crnomnyku
BMHAxXo4y  OXOMN/OEe  eTan  peakuii  Crnonyku,
npeacTasneHoi doopmyrioto |1, 3 RROArXC(=0)A:

SZ:N NH,
Y  TNH
R p
ae

Rf' ta R™ mHesanexHo
€NEeKTPOHOAKLENTOPHI rpynu;

Z BubpaHo 3 O=Ta S-;

R’ npenctasnsie Ci.q4rpyny;

npeacTaBnAaAlTb
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X npeacTaensie  ABOBarneHTHy rpymy, Lo
BiJOKpEMMIOE MpuegHaHi Tyau rpynu ogHum abo
ABOMa aToMamy;

A BubpaHo 3 rpynu: -OH, -ClI, -Br, Ta -I;

Ar BUOGpaHo 3 BOBaNEHTHOI apOMaTUYHOT Fpynu;

R? npencTaensie Cerpyny; a

Y BubpaHo 3 -CH= T1a -N-.

B iHWwoMYy BTineHHi RF1, RFZ, R1, Rz, Z, X, Ar,Tay¥Y
€ TakMMKu, SK BM3HAYEHO Y KOHTEKCTi BU3HAYEHHS

copmynu .

Y HacTynHoMmy BTifeHHi yMOBM peakuii ang
BULLEHABEOEHOrO €eTany peakuii MoxyTe OyTu
TakUMK:

Cnoci6 a) Cnonyka dopmynn |l Ta
R?0OArX(C=O)A MoxyTb pearyBaTi pasom Y

NiAX0XOMY PO34YMHHMKY (Hanpuknag 1,2-guxrnopeTtaH)
y MPWUCYTHOCTI BIOHOBHWKY (Hanpuknag, LUMHKY), a
notim o6pobkoto kucnotow (Hanpuknag, HCI) 3
HarpiBaHHsM  (Hanpwknag, npu 70-100°C) pans
YTBOpPEHHSA crionyku cpopmyrnu |, ae A npeacrasnse -
Cl, -Br ab6o -I.

Cnoci6 b) Crnonyka dopmynn |l Ta
R?OArX(C=0)OH MoxyTb pearyBaT pasom Y
NigXoXKOMYy MOMSPHOMY PO3YMHHWKY (Hanpwvknag,
anmvetundopmamigi  (AM®)) y npucytHocTi O-(7-
asabeH3oTpuason)-1-in)-N,N,N',N'-TeTpameTunypoHiin
rekcacdnyopdocdary (HATU) Ta ocHoBW, SK-TO
giizonponinetnnamiH  (DIPEA), a notim 06pobkoto
kncnotoro  (Hanpuknag  HCI) 3 HarpiBaHHsaM
(Hanpuknag, npu 70-100°C) ans yTBOPEHHS CMOMNYyKN
copmynu |.

Y iHWOMy BTiMEHHI cnocib OTpUMaHHsA Crnonyku
BMHaxo[dy  OXOMMwe  eTan  peakuii  Crnonyku
npeacTasneHoi opmynoto Il 3 popmanbaerigom;

o
Rﬂ"‘N N
P2 X,
YN Ar-OR?
10
o
H (I
ae

r ta s BubpaHo 30, 1 1a 2;

R' BnbpaHo 3 rpynu: CieankineH, -O-, Ta -NR”-,
ne R" npenctasnge Cqsankin,

RF1 RF

Ta HesanexHo  NpeacTaBnsioTh
€MeKTPOHOAaKLLENTOpPHI rpynu;
X npencTaBnsie  [OBOBaneHTHy rpyny, Lo

BiJOKPEMIIOE MNpuegHaHi Tyau rpynM ogHum abo
ABOMa aToMamy;

Ar npeactaBnsie  ABOBarneHTHY
rpyny;

A BubpaHo 3 rpynu: -OH, -ClI, -Br, Ta -I;

R? npencTaensie Cerpyny; a

Y BubpaHo 3 rpynu: -CH= ta -N=.

Y noganbLioMy BTiNEHHI RF1, RFZ, RZ, X, Ar,TaY
Taki X, $IK BW3HAYEHO Y KOHTEKCTi BU3HAYEHHS
copmyn I

Y HacTynHoMy BTifleHHi yMOBM peakuii anga
BMLLIEHABEAEHOro peakuiHoro etany MOXyTb OyTu
TaKUMK:

Cnonyka copmynu |l Ta dbopmanbaerig MOXyTb
pearyBatTu pasoM Yy  MiOXOXOMY  PO3YMHHMWKY
(Hanpuknag metaHoni, abo TeTparigpodypani (TIrd))

apoMaTuyHy
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y NPUCYTHOCTI BiAHOBHUKY abo 3acoby
riiporeHyBaHHs (Hanpuknag, NaCNBHj,

NaBH(OAC)3), ik BapiaHT, y NPUCYTHOCTi KUCNOTH, SK-
TO OUTOBOI KWCNOTW, ANS YTBOPEHHS  CMOMyKM
copmynu .

Y HacTynHoMy BTifeHHi CNonyku npeacTaBrneHoro
BMHAxo4y MOXHa OTpMMaTu CUHTE3aMM, SiK ONMUCaHO y
cxemax 1 1a 2.

Cxema 1

HOE. :

N0 1)sacy iomey

———
F 2NNCHCrRy,

O]

FE N NO; HNRY ]
! Jig: . ] F_,C’\N
FC F J
FC

1) RECAIXCOG, Zn
mAXJIopeTaH

(¢}
F.c’\n’"\(\:[m
F,I:J "JH
RI

R, R Z, X, Ar € Takvmm, ik BUSHaHEHO BuLLe
Cxema 2

pha vs ~
X HCHO,Meon FaC™ N N
FiG “Ar-OR?NEBCH| P
= NS O o W
) of NaBH(OAc),
r=g,1  HCHO, AcOM, THF r=0;1
N seoie N 32012
R? X, Ar € Takmu, sIk BUSHaqeHO BuLLe
Mpuknagun

BuHaxig gani onvucaHo AeTarnbHiwe HacTynHUMU
npuknagamu, KoTpi onuCytoTb Cnocobu, SKMMN MOXHa
OTpMMaTW, O4YUCTUTK, aHanidyBatu Ta GionoriyHo
TecTyBaTuM CMOMykU MpeAcTaBneHoro BuHaxody, Ta
KOTpi He € 0OBMeXeHHAM BUHaxoay.

Mpuknapg 1: BionoriyHa ouiHka

3B'a3yBaHHs peuenTopie hCB Ta hCB>

MembpaHn 3 CBi-peuentopamu noguHU Big
Receptor Biology (hCBs) abo CB,-peuentopamu
nognHin Big BioSignal (hCBz) po3amopoxyloTe npu
37°C, nponyckatoTe 3 pasu 4epe3 ronky 3 Tynuwm
KiHuem 25 posmipy, posbaBnsaiTe Yy  Oydepi
3B'A3yBaHHsA kaHabiHoigy (50mMM Tpuc, 2,5MM EDTA,
5MM MgCl,, Ta 0,5Mr/mn 6m4adoro cMpoBaTOYHOrO
anbObymiHy 6e3 xupHux kucnot, pH 7,4) Ta aniksoTy,
O MICTATb NPUIAHSITHY KiNbKiCTb BiNKy po3noainsoTb
y 96-komipkoBi nnaHweTtu. |Ksg cnonyk BuHaxony
cTocoBHO hCB1- Ta hCB; ouiHoTh 3a 10-ToYKOBUMU
KpMBMMMK [03a-peakuisi, oTpumMaHumn 3 *H-CP55,940
npu 20000-25000 po3nadis/XBUNMHY Ha KOMIpKY
(0,17-0,21HM) y kiHUeBomy 06'emi 300mkn. 3aranbHe

Ta HecneuudiyHe 3B'A3yBaHHSA BU3HaYalwTb Yy
BigcyTHocTi Ta npucytHocti  0,2mkM  HU210
BignosigHo. [naHweTn cTpywylTs i iHKYOylOTb

npotarom 60 XBWNWMH MpuU KiMHaTHIA TemnepaTtypi,
dinbTpytoTe  Yepe3 yHidinbTpn GF/B  (npocodyei
nonepegHbo y 0,1% nonieTuneHimiHi) 3i 36upadvem
Tomtec abo Packard, 3aCTOCOBYHOUM 3mn
npommeHoro 6ydepy (50mM Tpuc, 5MM MgCly, 0,5mr
6uyayoro cuposaToyHoro anebymiHy pH  7,0).
®inbTpy cywate npotarom 1 roguvHu npu 55°C.
PapioakTuBHiCTb (po3naais/XBunuHy) nigpaxoByoTb Yy
TopCount (Packard) nicns popgaBaHHa 65Mkn Ha
KOMipKy CUMHTUNSALiAHOI piguHyu MS-20.

3B'asyBaHHs GTFyS hCB4 ta hCB12
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Membpann 3 CBi-peuentopamu nOOUHW  Big
Receptor Biology (hCB1 abo CB,-peuentopamu
nmoguHn Big BioSignal (hCBz) po3amopoxyoTe npu
37°C, nponyckatoTb 3 pa3u Yepes ronky 25 poamipy 3
TYNuM KiHUeMm Ta po36aBnstoTs y 6ydepi 3B'a3yBaHHst
GTFyS (50mM lenec, 20mM NaOH, 100mM NacCl,
1MM EDTA, 5MM MgCl,, pH 7,4, 0,1% ©6u4adoro
cupoBaToyHoro anbbymiHy). EKsgp Ta Emax crnomnykm
BUHaxody OuiHioTb 3a 10-TOMKOBMMU  KPUBUMMU,
oTpyMmaHumn 'y 300MKN 3 MPUAHATHOI  KiNbKICTIO
MembpaHHoro Binky Ta 100000-130000
posnapie/xeurmdy GTPg®S Ha komipky (0,11-
0,14HM). BbasoBe Ta MakcuMmarnbHe CTUMYNbOBaHe
3B'A3yBaHHS  BM3Ha4YalOTb Yy  BiACYTHOCTI Ta
npucyTHocTi 1MkM (hCB) abo 10mMkM (hCB1) Win
55,212-2 signosigHo. MembpaHu cnoyatky iHKybytoTb
npotarom 5 xBuruH 3 56,25mMkM  (hCBy) abo
112,5mMkM  (hCB1) GDP nepeg posnoginom y
nnaHweTn (15MkM (hCB) abo 30mkM (hCB4) GDP
KiHUeBO). [naHweTn cCTpywyoTs i  iHKYOylOTb
npotarom 60 XBWNWMH MpuU KiMHaTHIA TemnepaTypi,
dinbTpytoTe  Yepe3 yHiinbTpn GF/B  (npocodyeHi
nonepegHbo y Bogi) 3 Tomtec abo Packard i
30upayeM, 3acTocoByoun 3mn NpomuBHOro Bydepy
(50MM Tpuc, 5mMM MgCl;, 50MM NaCl, pH 7,0).
®inbTpy cywartb npotarom 1 roguHu npu 55°C.
PapioakTuBHiCTb (po3naais/xBunuHy) nigpaxoByoTb Yy
TopCount (Packard) nicns popgaBaHHa 65Mkn Ha
KOMIpKY CUMHTURAUiIMHOI pignHn MS-20. PesepcuBHe
OOCMiDKEHHS  aHTaroHiCTY BWKOHYIOTb TUM  Xe
LIMSAXOM 3a BWMHATKOM TOro, WO (a) KpuBy [o3a
aroHicTy-peakuist oTpUMYOTb Y NPUCYTHOCTI MNOCTINHOI
KOHUEHTpauii aHTaroHicty, abo (b) kpuBy [o3a
aroHicTy-peakuist oTpUMYOTb Y NPUCYTHOCTI MNOCTINHOI
KOHLIeHTpaLlil aroHicTy.

Ha ocHoBi BuLle3a3Ha4YeHnX aHarisiB, KOHCTaHTy
aucouiauii  (Ki) ons  okpemmx Cnonyk BUHAxXopy
CynpoOTW  KOHKPETHOro  peuenTopy  BM3Ha4YaloTb,
3aCTOCOBYOYM HACTYMHE PiBHAHHS:

Ki=1Kso/(I+[rad]/Kd),

ae IKsp - KOHUeHTpauiss cnonyku BuHaxody, npwu
KOTpiv cnocTepexeHo 50% 3amilleHHs;

[rad] - cTaHgapTHa 4M KOHTPONbHA KOHLUEHTpaLis
pafioakTMBHOrO niraHgy y Lein MOMEHT; a

Kd € koHcTaHTOl Aucouiauii pagioakTUBHOro
niraHay cynpoTh KOHKPETHOro peLenTopy.

bionoriyHi AaHi Ans nNeBHUX CrOMyK BUHaxo4y
nepenivyeHo y Tabnumui 1 Hwkye.

BionoriyHi gaHi
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Cnionyka Ne

hCB4 Ki (HM)

hCB; Ki (HM)

27999

3.1

5084.4

5,6

84,8

0.8

4694, 1

13,8

5388,1

6531,5

42,7

5531,5

53,1

5350,0

16,7

5568,0

164,9

3502,4

28,2

32344

12,0

12

5715,4

12,5
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Mpuknapg 2: cuHTes iHTepmepiaTie 1-39
IHTepmepiat 1  4-Pnyop-3-HiTpo-N,N-6ic(2,2,2-
TpucbnyopeTunn)-6eHsamig

O,
HoiC[N 2 ';: >N NO,
F ————— F
F

E

4-dnyop-3-HiTPOOEH30MHY KWCMOTY [pitoTe Npu
KUMiHHI Nig 3BOPOTHUM XOMOAUMBHUKOM Yy Cymilli 2:1
CHCI2/SOCI, npotarom 5 roguH, KOHUEHTPYIOTb Ta
3anuwok po3unHsoTe Y CH2Clz (50mn). Le posunH
DIPEA y CHXCl, (50mn) (3,50mn, 203mmonb)
JofjaiTs Ta Toai pofdarTb kpannsmu  6ic(2,2,2-
Tpudnyopetun)amin ~ (4,90r,  27,0mmomnb) Ao
XONOAHOro po3umHy npu nepemiwysaHHi  (0°C)
XropaHrigpuay Kucnotu. Po3uuH nepemillyioTb npu
KiMHaTHIN TemnepaTypi NpPOTAromMm Hodi. Po3uuH Toai
npommBalob 5% KHSO., HacuyeHMM BOOHWM
pPO34YMHOM HaTpii rigporeHkapboHaTy, Ta pPO3COsioMm
Ta cywartb 6e3BogHMM MarHii cynbdartom. MNpoaykt
ouvwaloTe dnew-xpomaTorpacdieto Ha cunikarerni,
3acToCOBYI04M 3:1 rekcaH:EtOAc. Buxia: 3,08r (66%);
'H AMP (CDCl3) 4,17 (brs, 4H), 7,40 (t, J=8,59I,
1H), 7,66 (m, 2H), 8,10 (d, J=6,84T"y, 1H).

IHTepmegiaT 2 4-[(3-MeTunbyTun)amiHo]-3-HiTpo-
N,N-6ic(2,2,2-Tpudbnyopetun)-6eH3amig

F?/\N

4-dnyop-3-HiTpo-N,N-6ic(2,2,2-TpudnyopeTtnn)-
6eHsamig (170mr, 0,488mmonb) Ta i3oaminamiH
(0,068mn, 0,586Mmonb) nepemiwyiote y 3mn EtOH,
wo mictute EtsN (0,136mn, 0,976mmonb) npu 80°C
npotaroM 3 roguH. PO3YMHHWMK  KOHLEHTPYIOTb.
3annLwok po3umHATE y eTunaueTaTi Ta NPoOMUBaloTb
HacuyeHum  NaHCOs;, poscomom Ta  cywaTtb
6e3BogHMM HaTpin cynbdartom. MNpoaykT ounwarTb
dnew-xpomatorpadieto Ha curnikareni,
sactocoBytoun  3:1  rekcaH-.EtOAC sk  entoeHT,
OTPUMYLOYM |HTepme,q|aT 2 sk xoBTe macno. Buxia:
203mr (99%); 'H AMP (CDCls) 1,00 (d, J=6,64I,
6H), 1,67 (m, 2H), 1,79 (m, 1H), 3,36 (m, 2H), 4,25 (q,
J=8,59I"y, 4H), 6,95 (d, J=8,98I'u, 1H), 7,57 (d,
J=8,98I'y, 1H), 8,30 (m, 2H); MC
(enekTpopo3nuntoBansHui iHTepdelic - EPI) 416,22
(MH+).

IHTepmepiaT 3 4-[(LuknonponinmeTtun)amiHol-3-
HiTpo-N,N-6ic(2.2,2-TpucbnyopeTtnn)-6eHsamis
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3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYHOUN 4-dpnyop-3-Hnpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (100mr, 0,287mmonb) Ta
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umknonponinvetunamii - (0,030mn, 0,344mMmonb) y
3mn EtOH, wo mictute EtsN (0,080mn, 0,574mmonb).
MpoaykT ounwaoTs  dnew-xpomaTorpadieto  Ha
cunikareni, 3acTOCOBYKOUM 41 rekcaH:EtOAc sk
enoeHT. Buxia: 91mr (80%); 'H AMP (CDCls) 0,35
(m, 2H), 0,70 (m, 2H), 1,21 (m, 1H), 3,21 (m, 2H), 425
(g, J=8,59Iu, 4H), 6,91 (d, J=8,98I'y, 1H), 7,54 (d,
J=8,79ry, 1H), 8,30 (s, 1H), 8,35 (s, 1H); MC (EPI)
400,19 (MH+).

IHTepmepiaT 4 4-[(LUuknorekcunmertun)amiHol-3-
HiTpo-N,N-6ic(2,2,2-TpucbnyopeTtnn)-6eHsamis
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3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cbnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (100mr, 0,287mmonb) Ta
uuknorekcunmetunami - (0,041mn, 0,315Mmonb) y
3mn EtOH, wo mictute EtsN (0,080mn, 0,574mmonb).
MpoaykT ounwaTs  dnew-xpomaTorpadieto  Ha
cunikareni, 3acTOCOBYKOUM 41 rekcaH:EtOAc sk
entoeHT. Buxig: 107mr (85%); 'H SAMP (CDCls) 1,05
(m, 2H), 1,24 (m, 4H), 1,69 (m, 2H), 1,75 (m, 2H),
1,83 (m, 1H), 3,17 (t, J=6,64u, 2H), 4,23 (q,
J=8,53Iy, 4H), 6,91 (d, J=8,98I'u, 1H), 7,51 (d,
J=8,89ry, 1H), 8,28 (s, 1H), 8,39 (s, 1H); MC (EPI)
442,29 (MH+).

IHTepmegiat 5  4-[(2-PypaHinmeTnn)amiHo]-3-
HiTpo-N,N-6ic(2,2,2-TpucbnyopeTtnn)-6eHsamis
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3aranbHMM cnocoboMm ansA  iHTepmegiaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (100mr, 0,287mmonb) Ta
dypdypunamid (0,028mn, 0,315mmonb) y 3mn EtOH,
wo mictute EtsN (0,080mn, 0,574mmons). Mpoaykt
ouvwaloTe dnew-xpomaTorpacdpieto Ha cunikarerni,
3acTOCOBYOYU 41 rekcaH:EtOAc sk entoeHT Buxia:
115mr (94%); 'H AAMP (CDCls) 4,23 (q, J=8,40Tw,
4H), 4,56 (d, J=5,66Iy, 2H), 6,31 (d, J=3,12l'u, 1H),
6,35 (m, 1H), 7,04 (d, J=8,98I'y, 1H), 7,39 (s, 1H),
7,53 (d, J=8,89I'y, 1H), 8,28 (s, 1H), 8,55 (s, 1H); MC
(EPI) 426,21 (MH+).

IHTepmepiaT 6

2-[[[4-[[6ic(2,2,2-TpucbnyopeTun)amiHo]kapboHin]-
2-HiTpodpenin]amiHo]meTnn]-(2S)-1-
niponianHkapboHoBa kucnota-1,1-oMMeTNETUNOBUN
ectep



3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)bensamig (130mr, 0,373mmonb) Ta
(S)-2-amiHomeTunn-1-Boc-niponianH (82wmr,
0,410mmonb) y 3mn EtOH, wo wmictuts EtsN
(0,080mn, 0,559mmonb). MpodykT ounwaoTe dneLwu-
xpomartorpadieto Ha cunikareni, 3actocosytoun 3:1
rekcaH:EtOAC sik enioeHT. Buxin: 165mr (84%); 'H
AMP (CDCls) 1,47 (brs, 9H), 1,83 (m, 1H), 1,90 (m,
2H), 2,03 (m, 1H), 3,31 (m, 1H), 3,37 (m, 2H), 3,62
(m, 1H), 4,09 (m, 2H), 4,24 (m, 6H), 7,26 (m, 1H),
7,50 (m, 1H), 8,27 (s, 1H), 8,55 (brs, 1H); MC (EPI)
529,38 (MH+).’

IHTepmepiaT 7

2-[[[4-[[Bic(2,2,2-TpudpnyopeTun)amiHolkapboHin]-
2-HiTpodpeHinjamiHolmetun]-(2R)-1-
niponignHkapboHoBa kucnota-1,1-gMMeTNETUNOBUN
ectep
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3aranbHMM cnocoboMm Ansd  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (157mvr, 0,450mmonb) Ta
(R)-2-amiHomeTnn-1-Boc-niponignH (100w,
0,495mmonb) y 3 mn EtOH, wo wmictute EtsN
(0,095mn, 0,559mmonb). MpodykT ounwaloTe dneLwu-
xpomartorpadieto Ha cunikareni, 3actocosytoun 3:1
rekcaH:EtOAC sik enioeHT. Buxin: 232wr (98%); 'H
AMP (CDCls) 1,47 (brs, 9H), 1,83 (m, 1H), 1,90 (m,
2H), 2,03 (m, 1H), 3,31 (m, 1H), 3,37 (m, 2H), 3,62
(m, 1H), 4,09 (m, 2H), 4,24 (m, 6H), 7,26 (m, 1H),
7,50 (m, 1H), 8,27 (s, 1H), 8,55 (brs, 1H); MC (EPI)
529,38 (MH+).

IHTepmepiaT 8
nipyavHinmetun)amiHol-N,N-6ic(2,2,2-
TpucnyopeTunn)-6eH3amig

F NO,
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4-dnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (120mr, 0,345mmonb) Ta 4-

(amiHomeTun)nipngnH (0,070mn, 0,380MMmorb)
nepemiwytots y  3mn CH3CN. PoO34nHHMK

3-Hitpo-4-[(4-
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KOHUEHTPYIoTb. 3anuwok posduHsiiote Yy EtOAc Ta
NPOMMBaIOTb HACWYEHUM BOAHUM PO3YMHOM HaTpin
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B80aHUM
HaTpin cynbgatoM. [lpodykT ounwaTs drneLl-
Xpomartorpadieto Ha  cunikareni, 3acTOCOBYOYU
EtOAC sk entoeHT, OTPMMYOUM 3arofloBHY CMONYyKY K
)oBTe Macro. Buxia: 145mr (79%); 'H AMP (CDCls)
4,19 (q, J=8,59I'y, 4H), 4,71 (d, J=6,25I'y, 2H), 6,69
(d, J=8,79Iy, 1H), 7,45 (m, 3H), 8,32 (s, 1H), 8,65 (d,
J - 6,25y, 2H), 8,73 (m, 1H); MC (EPI) 437,24
(MH+).

IHTepmepiaT 9

3-Hitpo-4-[[(TeTparigpo-2H-nipaH-4-
in)metun]amino]-N,N-6ic(2,2,2-Tpudnyopetun)-
6eH3amin
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3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (75mr, 0,215mMmonb) Ta 4-
amiHomeTunTteTparigponipaH (27mr, 0,236MMonb) y
3mn EtOH, wo mictute EtsN (0,045mn, 0,323mMmonb).
MpoaykT ounwaTb  dnew-xpoMmaTodadielo  Ha
cunikareni, 3actocoBytounm 2:1 rekcaH:EtOAc sk
entoeHT. Buxig: 87 EtOH, wo mictutb (91%); H AmMP
(CDCl3) 1,47 (m, 2H), 1,75 (m, 2H), 1,98 (m, 1H),
3,27 (t, J=5,47Tu, 2H), 3,43 (m, 2H), 4,03 (m, 2H),
4,24 (q, J=8,33I'y, 6H), 6,93 (d, J=8,98I'y, 1H), 7,54
(d, J=8,98I'y, 1H), 8,30 (s, 1H), 8,40 (brs, 1H); MC
(EPI) 444,31 (MH+).

IHTepmepiaT 10

3-Hitpo-4-1[[(2R)-TeTparigpo-2-
dypaHin]metun)amiHo]-N,N-6ic(2,2,2-
Tpudcpnyopetun)-6eHsamig
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3aranbHMM cnocoboMm ansA  iHTepMmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)oeHsamig (78mr, 0,224mmonb) Ta R-(-
)-TeTparigpodypdypunamin (0,025mn, 0,246mmonb)
y 3mn EtOH, wo wmictute EtsN (0,047mn,
0,336mMMmonb). MpoaykT ouvMLaTb dneww-
Xxpomartorpadieto Ha cunikareni, 3actocosytoun 2:1
rekcaH:EtOAC sik emioeHT. Buxin: 96mr (95%); 'H
AMP (CDCl3z) 1,72 (m, 1H), 1,99 (m, 2H), 2,13 (m,
1H), 3,99 (m, 1H), 3,53 (m, 1H), 3,85 (m, 1H), 3,97
(m, 1H), 4,25 (m, 5H), 6,99 (d, J=8,98I'u, 1H), 7,53 (d,
J=8,98'y, 1H), 8,30 (s, 1H), 8,51 (brs, 1H); MC (EPI)
430,31 (MH+).

IHTepmegiaT 11

3-Hitpo-4-[[[(2S)-TeTparigpo-2-
dypaHin]metun]amiHo]-N,N-6ic(2,2,2-
TpucnyopeTunn)-6eH3amis
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3aranbHMM cnocoboMm AnsA  iHTepmegiaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (78wr, 0,224mmornb) Ta S-
(+)-TeTparigpodypdypunamiH (0,025mn,
0,246mMmonb) y 3mn EtOH, wo wmictuts  EtsN
(0,047mn, 0,336Mmonb). MpodykT ounwaoTe dneLwu-
xpomartorpadieto Ha cunikareni, 3actocosytoun 1:1
rekcaH:EtOAC sik emioeHT. Buxin: 95mr (95%); 'H
AMP (CDCl3z) 1,72 (m, 1H), 1,99 (m, 2H), 2,13 (m,
1H), 3,99 (m, 1H), 3,53 (m, 1H), 3,85 (m, 1H), 3,97
(m, 1H),4,25(m, 5H), 6,99(d, J=8,98'y, 1H), 7,53 (d,
J=8,98I'y, 1H), 8,30(s, 1H), 8,51 (brs, 1H); MC (EPI)
430,28 (MH+).

IHTepmepiaT 12

3-HiTpo-4-[[(TeTparigpo-2H-nipaH-2-
in)metun]amino]-N,N-6ic(2,2,2-Tpudnyopetun)-
OeH3amif
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3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHdamig (83mr, 0238mmonb) Ta R/S-
2-amiHomMeTuUn-TeTparigponipaH xnopug (40mr,
0,262mmonb) y 3mn EtOH, wo wmictuts  EtsN
(0,070mn, 0,476mMmonb). MpodykT ounwaoTe dneLwu-
Xxpomartorpadieto Ha cunikareni, 3actocosytoun 2:1
IrexcaH:EtOAC sik emioeHT. Buxia: 100mr (95%); 'H
AMP (CDCl3z) 1,48 (m, 1H), 1,58 (m, 3H), 1,68 (m,
1H), 1,95 (m, 1H), 3,35 (m, 1H), 3,41 (m, 1H), 3,52
(m, 1H), 3,64 (m, 1H), 4,07 (m, 1H), 4,26 (m, 4H),
6,96 (d, J=8,98I'y, 1H), 7,54 (d, J=8,98I'y, 1H), 8,31
(s, 1H), 8,55 (brs, 1H); MC (EPI) 530,21 (MH+)

IHTepmepniaT 13

2-[[[4-[[Bic(2,2,2-TpudcpnyopeTun)amiHo]kapboHin]-
2-HiTpodpeHinjamiHolmetnn]-(2R)-1-
ninepuanHkapboHoBa kucnota-1,1-guMeTnNeTUNnoBun
ectep
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3aranbHMM cnocoboMm ansA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (200mr, 0,574mmonb) Ta R-

2-meTnnamiHo-1-Boc-ninepuauH (148w,
0,689vmMonk) y 5S5mn EtOH, wo wmictuts EtsN
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(0,160mn, 1,14mmonb). MNpoaykT ounwaTs dneL-
xpomartorpadieto Ha cunikareni, 3actocosytoun 1:1
rekcaH:EtOAC sik emioeHT Buxig: 310mr (99%); 'H
AMP (CDCI3) 1,47 (s, 9H), 1,55 (m, 1H), 1,74 (m,
5H), 2,80 (m, 1H), 3,37 (m, 1H), 3,65 (m, 1H), 4,10
(m, 1H), 4,27 (q, J=8,40I"y, 4H), 4,64 (m, 1H), 7,07 (d,
J=8,59ry, 1H), 7,55 (d, J=8,79Iy, 1H), 8,31 (s, 1H),
8,39 (brs, 1H); MC (EPI) 443,35 (MH+ - t-Boc).

IHTepmepiaT 14

Tpet-bytun
TpudnyopeTun)amiHolkapboHin}-2-
HiTpodeHin)amiHo]meTun}mopdoniH-4-kapbokcunat

3-{[(4-{[6ic(2,2,2-

3aranbHMM cnocoboMm ansA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (213mr, 0,612mmonb) Ta
TpeT-6yTun 3-(amiHomeTnn)mopdoniH-4-kapbokcmunat
(160wmr, 0,734mmonb) y 10mn EtOH, wo mictuts TEA
(0,130mn, 0,918mmonb). MpodykT ounwaoTe dneLwu-
xpomartorpadieto Ha cunikareni, 3actocosytoun 2:1
rekcaH:EtOAC sik enioeHT. Buxin: 304mr (91%); 'H
AMP(400MTI'y, xnopodopm-D) & 1,49 (s, 9H), 3,17
(m, 1H), 3,52 (m, 1H), 3,64 (m, 3H), 3,92 (m, 2H),
4,25 (q, J=8,20l'u, 6H), 7,57 (d, J= 8,59y, 1H), 8,30
(d, J=1,95I'y, 1H), 8,48 (m, 1H); MC (EPI) 544,75
(MH+).

IHTepmepiaT 15

TpeT-bymnn(2S)-2-{[(4-{[6ic(2,2,2-
TpudnyopeTun)amiHolkapboHin}-2-
HiTpodeHin)amiHolmeTun}ninepnanH-1-kapookcunat

3aranbHMM cnocoboMm Ans  iHTepmegiaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (200mr, 0,574mmonb) Ta
TpeT-6yTnn (2S)-2-(amiHomeTun)ninepnanH-1-
kapbokcunat (150wmr, 0,689mmonb) y 10mn EtOH, wo
mictute  TEA  (0,120mn, 0,861mmonb).  [MpogykTt
ouvwaloTe dnew-xpomaTorpadpieto Ha cunikarerni,
3actocoBytoun 3:1 rekcaH:EtOAc sk entoeHT. Buxia:
311mr (99%); 'H SMP (400Mru, CDCl3) & 1,47 (s,
9H), 1,52 (m, 1H), 1,66 (m, 1H), 1,71 (s, 2H), 1,74 (s,
2H), 2,79 (m, 1H), 3,36 (m, 1H), 3,65 (m, 1H), 4,09 (s,
1H), 426 (q, J=8,33l'y, 4H), 4,64 (m, 1H), 7,07 (d, J -
8,98y, 1H), 7,55 (dd, J=8,89,2,05I'y, 1H), 8,30 (d, J
=2,15'y, 1H), 8,39 (m, 1H); MC (EPI) 542,81 (MH+).

IHTepmegiat 16 4-[(UuknobytunmeTtnn)amiHo]-3-
HiTpo-N,N-6ic(2,2,2-Tpucbnyopetnn)beHsamig
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3aranbHMM cnocoboMm ansA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (237mr, 0,680mmonb) Ta
umknobytunmetunamid (0,205mn 4M/MeOH po3sunHy,
0,816mmonb) y 3mn  EtOH, wo wmictute TEA
(0,140mn, 1,02mmonb). MNpoaykT ounwaTs dneLwu-
xpomartorpadieto Ha cunikareni, 3actocosytoun 3:1
rekcaH:EtOAC sik emioeHT Buxig: 262mr (93%); 'H
AMP (400Ml'y, CDCL3) 3 1,83 (m, 2H), 1,97 (m, 1H),
2,02 (m, 1H), 2,20 (m, 2H), 2,73 (m, 1H), 3,37 (m,
2H), 4,27 (m, 4H), 6,93 (d, J=78,98'y, 1H), 7,53 (d,
J=8,79ry, 1H), 8,24 (m, 1H), 8,30 (m, 1H); MC (EPI)
413,9,5 (MH+).

IHTepmepiaT 17 4-[(UMKNONEHTUNMETWIT)aMiHO]-3-
HiTpo-N,N-6ic(2,2,2-Tpucbnyopetnn)deHsamig
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3aranbHMM cnocoboMm ansA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (122mr, 0,350mmonb) Ta
umkroneHTunmeTunamid (42mr, 0,420mmonb) y 3mn
EtOH, wo wmictute TEA (0,075mn, 0,525mmorb).
MpoaykT ounwaTs  dnew-xpomaTorpadieto  Ha
cunikareni, 3actocoBytounm 3:1 rekcaH:EtOAc sk
enoeHT. Buxia: 141mr (94%); 'H AMP (400Mru,
CDCLs3) 6 1,30 (m, 2H), 1,64 (m, 4H), 1,89 (m, 2H),
2,26 (m, 1H), 3,24 (dd, J=7,23, 5,04y, 2H), 4,23 (q,
J=8,42I'y, 4H), 6,91 (d, J=8,97Ty, 1H), 7,50 (dd,
J=8,97, 2,20r'y, 1H), 8,26 (d, J=2,20ru, 1H), 8,33 (s,
1H); MC (EPI) 427,82 (MH+).

IHTepmegiat 18  4-[(3-PypunmeTnn)amiHo]-3-
HiTpo-N,N-6ic(2,2,2-TpucbnyopeTtnn)deHsamig
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3aranbHMM cnocoboMm AnsA  iHTepmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (103mr, 0,296mmonsb) Ta 3-
dypunmeTtunamid (35wvr, 0,355mmonb) y 3mn EtOH,
wo mictute TEA (0,060mn, 0,444mmonb). Mpoaykt
ouvwaloTe dnew-xpomaTorpacdpieto Ha cunikarerni,
3actocoBytoun 3:1 rekcaH:EtOAc sk entoeHT. Buxia:
114mr (91%); "H AMP (400Mru, CDCL3) & 4,26 (q,
J=8,40l"y, 4H), 4,44 (d, J=5,27T'u, 2H), 6,43 (m, 1H),
7,00 (d, J=8,98I'y, 1H), 7,46 (m, 2H), 7,55 (dd,
J=8,88, 2,05y, 1H), 8,32 (d, J=2,15I"u, 1H), 8,45 (m,
1H); MC (EPI) 425,72 (MH+).
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IHTepmepiaT 19
TieHinmeTun)amiHo]-N,N-6ic(2,2,2-
TpucnyopeTtunn)beH3amis

3-HiTpo-4-[(3-
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3aranbHMM cnocoboMm ansA  iHTepMmediaty 2,
3aCTOCOBYIOUN 4-cpnyop-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)beHsamig (125mr, 0,359mmonsb) Ta 3-
TieHinmetTunamin (49mr, 0,431mmonb) y 3mn EtOH,
wo mictute TEA (0,075mn, 0,539mmons). Mpoaykt
oyvwaloTe dnew-xpomaTorpacdpieto Ha cunikarerni,
3actocoBytoun 3:1 rekcaH:EtOAC sk entoeHT. Buxia:
143mr (90%); "H AMP (400Mru, CDCL3) & 4,24 (q,
J=8,49I"y, 4H), 4,59 (d, J=5,13I'y, 2H), 6,95 (d,
J=8,79ry, 1H), 7,07 (dd, J=5,04,1,37T"y, 1H,) 7,22
(dd, J=3,02,1,19ry, 1H), 7,37 (dd, J=5,04,3,02Iu,
1H), 7,51 (dd, J=8,61,1,83I'y, 1H), 8,31 (d, J=2,01I"y,
1H), 8,60 (m, 1H); MC (EPI) 441,75 (MH+).

IHTepmepniaT 20

4-[[[(2R)-1-MeTun-2-niponiavHin]meTtunlamiHo]-3-
HiTpo-N,N-6ic(2,2,2-TpucbnyopeTtnn)-6eHsamis

IHTepmepiaT 7 (167wr, 0,308mmonb)
nepemiwytoTe y 2mn 1M HCI/AcOH npu KimMHaTHin
Temnepatypi npotaroMm 1 roavHu. PO34MHHKK
BMNapIo0Tb. 3anuWwoK posuunHslTs y TIP (5mn) Ta
popatoTe Hagnmwok 37% HCHO/H2O (1mn), a notim

NaBH(OAc)s (130w, 0,616Mmonb). Po3uunH
nepeMilyoTb NpuY KIMHATHIA TemnepaTypi npoTsirom 1
roaMHW.  PO34YMHHMK  KOHUEHTPYKTb.  3anuiiok

posunHsoTe y EtOAC Ta npomuBaloTb HacuyeHUMm
NaHCO3, posconom Ta cywaTb 6e3BogHUM HaTpivi
cynbdaTtoM. PO3YMHHUK KOHUEHTPYITb Ta NpOJyKT
cywaTb y BaKyyMi, OTPUMYIOYM 3arofioBHY CrONyKY.
Buxia: 136mr (99%); "H AMP (CDCl3) & 1,69 (m, 2H),
1,81 (m, 1H), 2,01 (m, 1H), 2,28 (m, 1H), 2,35 (s, 3H),
2,58 (m, 1H), 3,15 (m, 1H), 3,32 (m, 2H), 4,21 (q,
J=8,49I"y, 4H), 6,88 (d, J=8,97Tu, 1H), 7,49 (d,
J=8,88'y, 1H), 8,26 (s, 1H), 8,61 (brs, 1H). MC (EPI)
443,95 (MH+).

IHTepmepiaT 21 3-amiHo-4-[(3-
meTunbyTtun)amino]-N,N-6ic(2,2,2-tpucnyopetnn)-
6eH3amig
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4-[(3-MetunbyTtun)amiHo]-3-HiTpo-N,N-6ic(2,2,2-
Tpudnyopetun)-6ensamia  (190mr,  0,457Mmorb)
posunHsaote y EtOAc (10mMn), wo Mictutb
KaTaniTuyHy kinbkicte 10% Pd/C. Po34nH cTpyLyioTb
B anapati [lappa B  aTmocdepi  BOAOHIO
(40cbyHT/KB.AlOMM)  NpW  KIMHATHIN ~ Temnepatypi
NpoTAroM Hodi. Po3unH QinbTpyloTb Yepes giatoMmit
Ta PO3YNHHUK KOHLIEHTPYIOTb, OTPUMYIOHM
iHTepmegiat 21 gk 6iny nivy (176mr, 99%); MC (EPI)
386,17 (MH+).

IHTepmepniaT 22

3-AmiHO-4[[[(2R)-1-meTnn-2-
niponiguHin]metun]amiHo]-N,N-6ic(2,2,2-
TpucbnyopeTunn)-6eH3amis

’;LCI

Ns..

Tum e cnocoboMm, sk Ans iHTepmegiaty 21,
3actocoBytoumn iHTepmegiat 20 (130mr, 0,294mmonb)
K BUXiHWA MaTepian, OTPUMYIOTb 3arofioBHUMN
iHTepmegiat 16. Buxig: 101mr (85%); MC (EPI)
413,18 (MH+).

CuHTe3 ycix iHWwux iHTepmeaiaTiB cnocobom
rigporeHyBaHHS sk Ans iHTepmegiaty 21, oTpuMytoTh
GakaHi NpogoyKTU 3  KinbKicHUM  BuMxogoM (Lo
oxonneHo y Tabnuui 2).

}‘:;3’/\?‘1 2 M,

> 1

oy’ NH
F R

Tabrugs 2. IHTepMepjiaTv, OTpUMaHi 3aransHum cnocobom Ans iHTepmepiary 21:
(MH+)

IHTepmeniatn

IHTepmepiat 23 370,17

IHTepmepiar 24 412,36

IHTepmepiaT 26 499 44

R
IHTepmepiaT 25 -4 396,25
\\

|HTepmegiaT 27 49944

&
boc
IHTepmepiaT 28 - 407,32
o
F

81919 40

IHTepmepiaT 29 J:)j,. 414,36

IHTepmepiat 30 dj— 400,17

IHrepmepjar 31 H -:l-- 400,17

IHTepmepiaT 32 iy 414,36
o4

IHTepmepijaT 33 di 513,45

IuTepmegjat 34 /5\)“ 515,11
o

InTepmepiat 35 Y -} 512,92

N\bor,

InTepmepiat 36 .}.. 384,15

IHTepmepiaT 37 -}.- 397,92

IHTepmepiaT 38 3-AmiHO-4-[(3-

dypunmeTnn)amiHo]-N,N-6ic(2,2,2-
TpucbnyopeTunn)oeH3amin,

iY\Nk@NHZ
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FF
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4-[(3-cbnyopmeTun)amiHo]-3-Hitpo-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamia  (108mr,  0,254mmonb)
posunHsaloTe 'y 5mn OM®. Cranym (Il) xnopug
avrigpat (860mr, 1,27MMonb) AodaloTe Ta PO3YMH
nepemilyoTb Mig a3oToM Npy KiIMHATHIA TeMnepaTypi
npotarom 24 roAvH. PO3YMHHMK BUNapoTe  Ta
3anvwok nepeHocats y EtOAc. OpraHiyHy a3y
NpoMMBalTb Hacu4yeHum PO341HOM HaTpin
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B8ogHUM
MarHin cynbgaTtoMm. Cvpuin NpogyKT 3acTOCOBYHOTb
GesnocepedHbO Ha HacTymHoMy etani. Buxig: 80mr
(80%); MC (EPI) 396,11 (MH+).

IHTepmepiaT 39
TieHinmeTun)amiHo]-N,N-6ic(2,2,2-
TpucnyopeTunn)deH3amis

3-AmiHO-4-[(3-

3acTtocoBaHuM BuLle CnocoboMm, 3acTOCOBYHOYM
3-HiTpo-4-[(3-TieHinmeTun)amiHo]-N,N-6ic(2,2,2-
Tpudnyopetun)berHsamig (138mr, 0,312mmonb) Ta
ctanym (II) xnopua gurigpat (210mr, 0,936mmonb) y
5mn OM®. Buxig: 125mr (97%); MC (EPI) 412,08
(MH+).
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Mpuknag 3
2-[(4-ETokcudenin)metnn]-1-(3-metunoytun)-
N,N-6ic(2,2,2-TpudnyopeTtun)-1H-6eH3umigazon-5-
Kapbokcamig,

3-amiHO-4-[(3-meTunbyTtun)amiHo]-N,N-6ic(2,2,2-
Tpudnyopetun)-6eHsamig 0,457mmorb), 4-
eTokcudpeHinauetunxnopug (90mr, 0,457mmornb) Ta
nopowok uuHKy (30mr, 0,457MMOnb) NepemillyioTb y
1,2-auxnopeTaHi (3mn) npu KiMHaTHIW Temneparypi
npotarom 30 xBunuH. KaTaniTuiHy  KinbkicTb
KoHueHTpoBaHoi HCI (11,6M) pgopgatote Ta po3ymH
nepemiwytoTe npu 85°C npoTtarom Hodi. Po3uuH
OXONOAXYyTb A0 KiMHaTHOI  Temnepatypy Ta
po3baBnsaTe AuxnopmetaHoMm. OpraHiyHy dasy
NPOMMBaIOTb HACUYEHUM BOZHUM PO3YMHOM HaTpin
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B80gHUM
HaTpin cynbdatoM. [MpodykT ouumawTs 3BOPOTHO-
dasosoto BEPX, 3actocosytoum 20-80% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOYM 3arofioBHY CMOMyKY
K BignoBigHWMA TpudnyopaueteT. Buxig: 172wmr
(71%); "H AMP (CD30D) 0,90 (d, J=6,64w1, 6H), 1,35
(t, J=7,03r'y, 3H), 1,61 (m, 1H), 4,00 (q, J=7,03lU,
2H), 4,23 (m, 2H), 4,39 (m, 6H), 6,90 (d, J=8,79I'y,
2H), 7,20 (d, J=8,79I'y, 2H), 7,44 (d, J=8,49I"u, 1H),
7,66 (d, J=8,40ru, 1H), 7,75 (s, 1H); MC (EPI) 530,21
(MH+); AHania: po3paxoBaHo ans
C26H20N302F6+0,3TPOK+0,2H,0: C, 56,31; H, 5,28;
N, 7,41. BusiBneHo: C, 56,29; H, 5,12; N,7,48.

Mpuknapg 4

1-(uuknonponinmeTtun)-2-[(4-
etokcudpeHin)metnn]-N,N-6ic(2.2,2-tpucnyopetnn)-
1H-6eH3nmigason-5-kapbokcamig

3aranbHum cnocobom npuknagy 3,
3acTocoBytoun iHTepmegiat 23 (77wmr, 0,210Mmonb),
4-eTokeundeHinauetunxnopug (42wr, 0,210mMmMonb) Ta
nopowok uuHky (14mr, 0,210mmonb) y 3mn 1,2-
aunxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoun 20-80% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOUM 3arofioBHY CMOMyKY
K BignoBigHM Tpudpnyopauetet. Buxia: 74mr (73%);
'H AMP (CDs0D) 0,47 (m, 2H), 0,63 (m, 2H), 1,27
(m, 1H), 1,38 (t, J=6,93I'y, 3H), 4,02 (q, J=6,90IL,
2H), 4,37 (m, 6H), 4,56 (s, 2H), 6,97 (d, J=8,59'y,
2H), 7,28 (d, J=8,59I'y, 2H), 7,60 (d, J=8,50I"u, 1H),
7,79 (s, 1H), 8,00 (d, J=8,40I"y, 1H); MC (EPI) 514,22
(MH+); AHania: po3paxoBaHO ans
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Cz5H25N30zF6+1,0T¢’OK+O,1HzOZ C, 51,53; H, 4,20;
N, 6,68; BussneHo: C, 51,49; H, 4,18; N,6,55.
Mpuknag 5.
1-(4unknorekcunmeTnn)-2-[(4-
etokcudpeHin)metun]-N,N-6ic(2,2,2-Tpudnyopetnn)-
1H-6eH3umigason-5-kapbokcamig

3aranbHum cnocobom npuknagy 3,
3acTocoBytoun iHTepmegiat 24 (95mr, 0,227MmMonb),
4-eTokcndeHinauetunxnopug (50mr, 0,250mmonb) Ta
nopowoK UuuHKy (16mr, 0,250mmonb) y 3mn 1,2-
avxnopeTaH. MpoayKT ounwaoTe 3BOPOTHO-(hazoBoto
BEPX, 3actocoBytoun 20-80% CH3CN/H,O Ta Togi
nNiogini3yoTb, OTPUMYHOYM 3arofioBHY CMOMYyKYy $IK
BiANOBiAHWIA TpudbnyopaueTeT. Buxig: 72wmr (48%); 'H
AMP (CDsOD) 1,12 (m, 5H), 1,36 (t, J=7,03I'y, 3H),
1,58 (m, 2H), 1,69 (m, 4H), 4,02 (q, J=7,03I'y, 2H),
4,23 (d, J=7,62I'y, 2H), 4,36 (m, 4H), 4,50 (s, 2H),
6,94 (d, J=8,79I'y, 2H), 7,24 (d, J =8,79I'y, 2H), 7,56
(d, J=8,5SI'u, 1H), 7,76 (s, 1H), 7,90 (d, J=8,59Iu,
1H); MC (EPI) 556,47 (MH+); AHani3: po3paxoBaHo
ansa C25H25N302F6+O,9T¢’OK+O,2H20; C, 54,09; H,
4,92; N, 6,35.; BusineHo: C, 54,12; H, 4,74; N, 6,20.

Mpuknag 6

2-[(4-ETokcudbeHin)metun]-1-(2-cpypaHinmeTnn)-
N,N-6ic(2,2,2-tpudnyopetun)-1H-6eH3umigason-5-
kapbokcamig,

3aranbHum cnocobom npuknagy 3,
3acTocoBytouun iHTepmeaiat 25 (106mr, 0,270mMmonb),
4-eTokcndeHinauetunxnopug (59mr, 0,297mmornb) Ta
nopowoK uuHky (19mr, 0,297mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 20-80% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOHUM 3arofioBHY CrOMyKY
AK BignosigHun Tpudpnyopauetet Buxig: 78mr (45%);
'H AMP (CDs;OD) 1,34 (t, J=7,03Iu, 3H), 3,98 (q,
J=7,03Iy, 2H), 4,36 (m, 4H), 4,46 (s, 2H), 5,48 (s,
2H), 6,31 (m, 2H), 6,86 (d, J=8,79I'y, 2H), 7,17 (d,
J=8,79I"y, 2H), 7,41 (m, 2H), 7,70 (s, 1H), 7,79 (d,
J=8,59Iy, 1H); MC (EPI) 540,38 (MH+); Ananis:
po3paxoBaHo Ans CasH23N303Fs+0,4TOOK; C, 55,02;
H, 4,03; N, 7,15. BusBneno: C, 55,22; H, 4,21; N,
6,75.

Mpuknag 7

2-[(4-ETokcudpeHin)metun]-1-[(2S)-2-
niponignHinmetun]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
©eH3nmigason-5-kapbokcamig,
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3aranbHum

cnocobom npuknagy 3,
3acTocoBytouun iHTepmeaiat 27 (210wmr, 0,420mMmonb),
4-eTokcudeHinauetunxnopug (85wmr, 0,420mmornb) Ta
MopoLWoK UuHKY (27mr, 0,420mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-50% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOUM 3arofioBHY CrOMyKY
K BignosigHWn TpudnyopaveteT. Buxia: 95mr (35%);
'H AMP (CDsOD) 1,35 (t, J=7,03Iu, 3H), 1,78 (m,
1H), 1,99 (m, 1H), 2,13 (m, 2H), 3,22 (m, 1H), 3,44
(m, 1H), 3,79 (m, 1H), 4,00 (q, J=7,03I'y, 2H), 4,36
(m, 4H), 4,43 (s, 2H), 4,64 (d, J=6,84Iu, 2H), 6,91 (d,
J=8,79I"y, 2H), 722 (d, J=8,79Iy, 2H), 7,49 (d,
J=8,49I"y, 1H)3 7,76 (m, 2H); MC (EPI) 543,44 (MH+);
AHanis: po3paxoBaHo ana
C26H28N4O2F+2,2TOOK+0,3H,0; C, 45,71; H, 3,89;
N, 7,01. BusiBneHo: C, 45,64; H, 3,74; N, 7,30.
Mpuknag 8
2-[(4-ETokcudpeHin)metun]-1-[(2R)-2-

niponignHinmetun]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
OeH3nmigason-5-kapbokcamig,

F?/\N

3aranbHum cnocobom npuknagy 3,
3acTocoBytouun iHTepmegiat 26 (150mr, 0301Mmonb),
4-eTokeundeHinauetunxnopug (60mr, 0,301mMmonb) Ta
nopowoK uuHky (20mr, 0,301mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasooto BEPX, 3actocosytoum 10-50% CH3CN/HO
Ta To4i Niogini3ytoTb, OTPUMYIOUM 3arofloBHY CMOMyKY
K BignosigHwn TpudnyopaveteT. Buxia: 83mr (42%);
'H AMP (CDsOD) 1,35 (t, J=7,03Iu, 3H), 1,78 (m,
1H), 1,99 (m, 1H),2,13 (m, 2H), 3,22 (m, 1H), 3,44 (m,
1H), 3,79 (m, 1H), 4,00 (q, J=7,03Iu, 2H), 4,36 (m,
4H), 4,43 (s, 2H), 4,64 (d, J=6,84Iy, 2H), 6,91 (d,
J=8,79I"y, 2H), 7,22 (d, J=8,79Iu, 2H), 7,49 (d,
J=8,49I"y, 1H), 7,76 (s, 1H), 7,81 (d, J=8,40I"y, 1H);
MC (EPI) 543,44 (MH+); AHani3: po3paxoBaHO Anis
C25H28N402F6+2,2T¢’OK+0,4H201 C, 45,61; H, 3,90;
N, 7,00. BussneHo: C, 45,57; H, 3,74; N,7,30.

Mpuknag 9

2-(4-ETtokcudbeHin)metun]-1-(4-nipyugunmeTtun)-
N,N-6ic(2,2,2-TpudpnyopeTtun)-1H-6eH3nmigason-5-
kapbokcamig,
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3aranbHum cnocobom npuknagy 3,

3actocoBytouun iHTepmeaiat 28 (130wmr, 0,320mMmonb),
4-eTokeundeHinauetunxnopug (70mr, 0,352mmonb) Ta
nopowoK uuHky (23mr, 0,352mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-50% CH3CN/H0O
Ta To4i Niogini3ytoTb, OTPUMYIOUM 3arofioBHY CrOMyKY
K BignosigHwn TpudnyopauveteT. Buxia: 30mr (15%);
'H AMP (CDs;OD) 1,30 (t, J=7,03lu, 3H), 3,88 (q,
J=7,03ly, 2H), 4,36 (m, 4H), 4,41 (s, 2H), 4,64 (d,
J=6,84"y, 2H), 5,91 (s, 2H), 6,62 (d, J=8,40I'y, 2H),
7,05 (d, J=8,59I'y, 2H), 7,28 (d, J=5,66l"u, 2H), 7,43
(d, J=8,40ry, 1H), 7,60i(d, J=8,40u, 1H), 7,86 (s,
1H), 8,52 (6ic, 2H); MC (EPI) 551,43 (MH+); AHania:
po3paxoBaHo Ans Co7H24N402Fs+2,5TOOK; C, 46,00;
H, 320; N, 6,71. BusiBneHo: C, 46,17; H, 3,1H; N,
6,63.
Mpuknag 10

F N
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2-[1-(4-ETokcudpeHin)etun]-1-(4-
nipuauHinmetun)-N,N-6ic(2,2,2-tpudnyopetun)-1H-
6eH3umigason-5-kapbokcamig

3aranbHum cnocobom npuknagy 3,
3acTocoBytoun iHTepmegiat 28 (78wmr, 0,193mmonb),
4-eTokcn-O-meTun-deHinaueTmnxnopus (45wmr,
0,231MMornb) Ta nopowok umHKy (15mr, 0,231Mmonb)
y 3mn 1,2-guxnopetaHy. [lpoaykT ounwaloTb
3BopoTHO-hasosoto BEPX, 3actocoBytoun 10-50%
CH3CN/H,O Ta Togi niodiniaytloTb, OTpUMYyOHUM
3aronoBHY CMOJyKy 5K BI,IJ,I'IOBI,D,HI/IVI TpudnyopaueTeT.
Buxig: 16mr (15%). 'H SIMP (CDsOD) 1,29 (t,
J=6,93y, 3H), 1,77 (d, J=7,03I'y, 3H), 3,85 (q,
J=7,03ly, 2H), 4,37 (m, 5H), 4,50 (m, 1H), 5,67 (d,
J=18,75I'y, 1H), 5,82 (d, J=18,75I'y, 1H), 6,56 (d,
J=8,79I"y, 2H), 6,96 (d, J=8,79Iu, 2H), 7,05 (d,
J=6,25I'y, 1H), 7,34 (d, J=8,40u, 1H), 7,46 (d,
J=8,40r'y, 1H), 7,86 (s, 1H), 8,40 (brs, 2H); MC (EPI)
565,43 (MH+); AwHanis: pospaxoBaHO  Ans
CasH26N4sO2F6+1,6 TTA; C, 50,17; H, 3,72; N, 7,50.
BusiBneHo: C, 50,20; H, 3,71; N, 7,44.

Mpuknag 11

2-[(4-ETokcudpeHin)metun]-1-[(teTparigpo-2H-
nipaH-4-in)metun]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
OeH3nmigason-5-kapbokcamig,
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3aranbHum cnocobom npuknagy 3,

3acTocoBytoun iHTepmegiat 29 (75wmr, 0,181Mmonb),
4-eTokcndeHinauetunxnopug (40mr, 0,199mmornb) Ta
nopowok uuHky (13mr, 0,199mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasooto BEPX, 3actocosytoum 10-60% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOUM 3arofioBHY CrOMyKY
AIK BignoBigHM Tpudpnyopauetet. Buxig: 70mr (58%).
'H AMP (CDsOD) 1,38 (t, J=7,03Iu, 3H), 1,47 (m,
5H), 2,02 (m, 2H), 3,24 (m, 3H), 3,90 (m, 2H), 4,03 (q,
J=7,03ly, 2H), 4,33 (d, J=7,62I'y, 2H), 4,38 (m, 4H),
4,54 (s, 2H), 6,96 (d, J=8,59I'y, 2H), 7,28 (d, J
=8,59I'y, 2H), 7,58 (d, J=8,49I'y, 1H), 7,78 (s, 1H),
7,97 (d, J=8,40l'y, 1H); MC (EPI) 558,48 (MH+);
AHanis: po3paxoBaHo ana
Co7H29N303F6+1,2TOOK+0,2H,0; C, 50,59; H, 4,42;
N, 6,02. BusiBneHo: C, 50,54; H, 4,47; N, 6,00.
Mpuknag 12
2-[(4-ETokcudpeHin)metun]-1-[[(2R)-TeTparigpo-2-
dypaHin]metun]-N,N-6ic(2,2,2-tpudnyopetun)-1H-
OeH3nmigason-5-kapbokcamig,
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3aranbHum cnocobom npuknagy 3,
3actocoBytoun iHTepmegiat 30 (88mr, 0,220mMmonb),
4-eTokeundeHinauetunxnopug (48wr, 0,242mmonb) Ta
MopoLwoK UuHKY (16mr, 0,242mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasooto BEPX, 3actocosytoun 10-60% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOUM 3arofioBHY CMOMNyKY
AK BignosigHun Tpudpnyopauetet Buxig: 70mr (50%).
'H AMP (CDsOD) 1,38 (t, J=7,03Mu, 3H), 1,74 (m,
1H), 1,97 (m, 2H), 2,18 (m, 1H), 3,72 (q, J=7,23Iy,
1H), 3,91 (q, J=7,42I'y, 1H), 4,03 (q, J=7,03Iu, 2H),
4,21 (m, 1H), 4,36 (br s, 4H), 4,52 (m, 1H), 4,60 (s,
2H), 4,67 (m, 1H), 6,97 (4 J=8,40l"y, 2H), 7,29 (d,
J=8,40ry, 2H), 7,61 (d, J=8,59I'y, 1H), 7,76(s, 1H),
8,03 (d, J=8,59I'y, 1H); MC (EPI) 544,45 (MH+);
AHanis: po3paxoBaHo ana
C26H27N303F+1,4TOOK+0,2H,0; C, 48,95; H, 4,11;
N, 5,95. BusiBneHo: C, 48,95; H, 3,93; N, 6,00.

Mpuknag 13

2-[(4-ETokeundeHin)metunn]-1-[[(2S)-TeTparigpo-2-
dypaHin]metun]-N,N-6ic(2,2,2-tpudnyopetun)-1H-
OeH3nmigason-5-kapbokcamig,
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3aranbHum cnocobom npuknagy 3,
3actocoBytoun iHTepmegiat 31 (85mr, 0,212mMmonb),
4-eToKkcucpeHinauetunxnopug (46mr, 0,233Mmornb)
Ta Mopowok uuHky (15wmr, 0,233mmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-60% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOYUM 3arofioBHY CrOMyKyY
AIK BignoBigHM Tpudpnyopauetet. Buxig: 70mr (50%).
'H AMP (CDsOD) 1,38 (t, J=7,03I, 3H), 1,74 (m,
1H), 1,95 (m, 2H), 2,18 (m, 1H), 3,72 (q, J=7,23Iy,
1H), 3,91 (q, J=7,42I'y, 1H), 4,03 (q, J=7,03Iu, 2H),
4,21 (m, 1H), 4,38 (brs, 4H), 4,49 (m, 1H), 4,60 (s,
2H), 4,66 (d, 1H), 6,98 (d, J=8,40l"u, 2H), 7,29 (d,
J=8,40My, 2H), 7,61 (d, J=8,59I'y, 1H), 7,76(s, 1H),
8,02 (d, J=8,59I'y, 1H); MC (EPI) 544,45 (MH+);
AHanis: po3paxoBaHo ana
Cst27N303F6+1,4T¢’OK+O,1Hzo C, 49,07; H, 4,09;
N, 5,96. BusisneHo: C, 49,08; N, 4,05; N, 6,11.

Mpuknag 14

2-[(4-ETokcudpeHin)metun]-1-[(teTparigpo-2H-
nipaH-2-in)metun]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
OeH3mmigason-5-kapbokcamig,
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3aranbHum cnocobom npuknagy 3,

3acTocoBytoun iHTepmegiat 32 (93wmr, 0,225Mmonb),
4-eTokcudeHinauetunxnopug (49wmr, 0,248mmornb) Ta
MopowoK UuUuHKY (16mr, 0,248vmmonb) y 3mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-60% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOHUM 3arofioBHY CMOMyKY
K BignoBigHM Tpudpnyopauetet. Buxig: 58wmr (38%).
'H AMP (CDsOD) 1,38 (t, J=7,03Iu, 3H), 1,42 (m,
1H), 1,51 (m, 3H), 1,80 (m, 1H), 1,90 (m, 1H), 3,23
(m, 1H), 3,59 (m, 1H), 3,89 (m, 1H), 4,04 (q,
J=7,03Iy, 2H), 4,30 (brs, 4H), 4,48 (m, 1H), 4,5 (s,
1H), 4,60 (d, J=8,59I"y, 2H), 6,97 (d, J=8,79Iu, 2H),
7,27 (d, J=8,59I'y, 2H), 7,61 (d, J=8,59I'y, 1H), 7,76
(s, 1H), 8,01 (d, J=8,591H, 1H); MC (EPI) 558,53
(MH+); Anani3: pospaxoBaHo ans Cy7HzgN3O3sFe+1,6
TTA; C, 49,02; H, 4,17; N, 5,68. BusineHo: C, 49,12;
H, 4,05; N, 5,81.

Mpuknag 15

2-[(4-ETokcudpeHin)metun]-1-[(2R)-2-
ninepuanHinmetun]-N,N-6ic(2,2,2-tpucnyopeTnn)-
1H-6eH3umigason-5-kapbokcamig
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3aranbHum cnocobom npuknagy 3,

3acTocoBytouun iHTepmeaiat 33 (261mr, 0,509mMmonb),
4-eTokeundeHinauetunxmopug (101mr, 0,509Mmonsb)
Ta nopowok uuHky (33wmr, 0,509mmonb) y 5mn 1,2-
auxnopetaHy. [lpodykT  ouuwalTe  3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-60% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOUM 3arofoBHY CMOMyKY
AK BI,D,I'IOBI,D,HMVI Tpudnyopaueter Bwuxig: 121mr
(35%). 'H AMP (CD3z0D) 1,37 (t, J=7,03rw, 3H), 1,45
(m, 1H), 1,58 (m, 1H),:1,65 (m, 1H), 1,88 (brd, 3H),
2,80 (m, 1H), 3,38 (m, 2H), 4,02 (q, J=7,03I'y, 2H);
4,40 (m, 4H), 4,46 (s, 2H), 4,53 (m, 2H), 6,95 (d,
J=8,79I"y, 2H), 7,24 (d, J=8,79Iu, 2H), 7,51 (d,
J=8,40ry, 1H), 7,77 (s, 1H), 7,82 (d, J - 8,40y, 1H);
MC (EPI) 557,47 (MH+); AHani3: po3paxoBaHO Ansi
Cz7H30N40zF6+2,1T¢’OK+O,2H20; C, 46,87; H, 4,10;
N, 7,01. BusiBneHo: C, 46,80; H, 3,90; N,7-18.!
Mpuknag 16
2-[(5-EToken-2-nipugun)meTun]-1-[(TeTparigpo-

2H-nipaH-4-1n)metnn]-N,N-6ic(2,2,2-tpucnyopetun)-
1H-6eH3umigason-5-kapbokcamig

3-AmiHo-4-[[(TeTparigpo-2H-nipaH-4-

in)metun]amino]-N,N-6ic(2,2,2-Tpudnyopetun)-1H-

OeH3umig, (150w, 0,363mMonb), O-(7-
asabeH3oTpuason-1-in)-N,N,N',N'-TeTpameTnnypoHin
rekcadpnyopdocdar (HATU) (151mr, 0,399mmonb) Ta
5-eToKCK-2-NipnanMnoLToBY KNCNoTYy (72wmr,
0,399vmonb) nepemiwyiote y OM®  (5mn), wo
MicTuTb  gjisonponinetunamii  (DIPEA) (0,095mn,
0,545Mmonb) Npu KiMHaTHIM TemnepaTtypi NpoTarom 3
roguMH. PO3YMHHMK KOHUEHTpYlOTb Ta  3anuLiok
posumnHsoTe y EtOAc. OpraHiuHy chasdy npomusaioTb
HacuyeHum BogHuM posdmHom NaHCOs, posconom
Ta cywaTtb ©0e3BogHMM  HaTpin  cynbcaTom.
PO3YMHHMK KOHLEHTPYIOTb Ta NPOAYKT PO3YUHSIIOTE Y
1,2-guxnopetani  (3mn).  KaTamiTuuHy  KinbKicTb
KoHueHTpoBaHoi HCI (11,6M) gopgatoTe Ta poO3yWH
nepemiwytoTe npu 85°C npotarom 3 roguH.
PO3YMHHMK KOHLEHTPYIOTb Ta 3anuLLOK PO34MHSAOTL Y
EtOAc. OpraHiuHy @a3sy npomuBaloTb HacU4eHUM
pPO34YMHOM HaTpii rigporeHkapboHaTy, po3conom Ta
cywatb 6e3BogHMM HaTpii cynbdatoM. [poaykTt
ounLalnTe 3BOPOTHO-has3osoo BEPX, 3acTtocoBytoumn
10-50% CHsCN/H.O T1a Toa@i  miodpinisytoTs,
OTPUMYIOYM  3arofioBHy CMONyKy K BIJ:I,I'IOBI,D,HVIVI
Tpucbnyopauetet. Buxig: 131mr (54%). 'H SAMP
(CDs0OD) 1,42 (t, J=7,03I'y, 3H), 1,51 (m, 5H), 2,14
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(m, 1H), 3,25 (m, 1H), 3,90 (d, J=10,94"y4, 2H), 4,14
(q, J=7,03l'y, 2H), 4,40 (m, 7H), 4,76 (m, 1H), 7,57
(m, 3H), 7,80 (s, 1H), 8,01 (d, J=8,59'y, 1H), 8,24 (s,
1H); MC (EPI) 559,48 (MH+); AHani3: po3paxoBaHO
ana C26H28N403F6+1,6T¢’OK; C, 47,33; H, 4,03; N,
7,56. BusieneHo: C, 47,31; H, 4,08; N, 7,60.

Mpuknag 17

2-[(5-ETokcu-2-nipnamn)meTnn]-1-(3-
meTun6ytun)-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
©eH3nmigason-5-kapbokcamig,

3aranbHum cnocobom npvknagy 16,
3acTocoBytouun iHTepmeaiat 21 (180wmr, 0,469vmonb),
O-(7-a3abensotpumaszon-1-in)-N,N,N',N'-
TeTpameTunypoHii  rekcadnyopdocdar  (HATU)
(196wmr, 0,516mMonb) Ta 5-eTokcu-2-mipuamnouToBy
kucroty (93mr, 0,516mMMmonb) nepemiwytoTs y AM®
(5mn), wo wmictute giizonponinetunamin  (DIPEA)
(0,125mn,  0,704mmonb)  lpoaykT  ouuwaTb
3BopoTHO-ha3osoto BEPX, 3actocosytoun 10-50%
CH3CN/H,O Ta Togi niodiniaytloTb, OTpUMyOUM
3arofnoBHY CMOJyKy SIK BI,D,I'IOBI,D,HI/IVI TpudnyopaueTeT.
Buxig: 208mr (69%). 'H AMP (CD;OD) 0,97 (d,
J=6,44"y, 6H), 1,40 (t, J=7,03lu, 3H), 1,58 (m, 2H),
1,70 (m, 1H), 4,12 (q, J=7,03I'y, 2H), 4,42 (m, 8H),
747 (m, 1H), 7,51 (d, J=8,59I'y, 1H), 7,58 (d,
J=8,59ry, 1H), 7,81 (s, 1H), 7,88 (d, J=8,59I"y, 1H),
8,20 (s, 1H); MC (EPI) 531,48 (MH+); Awanis:
po3paxoBaHo Anst CosH2sN4O2F6+0,8TOOK+0,1H,0;
C, 51,24; H, 4,69; N, 8,99. BusieneHo: C, 51,30; H,
4,63; N, 8,90.

Mpuknag 18

2-[(4-ETokcudpeHin)metun]-1-[[(2R)-1-meTnn-2-
niponiguHin]metun)-N,N-6ic(2,2,2-TpudpnyopeTtun)-
1H-6eH3umiga3on-5-kapbokcamig

F?/\N

2-[[[2-amiHO-4-[[6ic(2,2,2-
TpucnyopeTun)amiHolkapboHin]deHin]amiHolmeTwr]-
(2R)-1-niponignHkap6oHoBa kucnota-1,1-
anvetunetunosuin ectep (80mr, 0,161mmornb), 4-
eTokcudpeHinauetunxnopug (32mr, 0,161mmonb) Ta
nopowok uuHky (11mr, 0,161MMonb) nepemilyioTs y
1,2-guxnopeTaHi (3mn) Npu KiMHaTHIA Temnepartypi
npotarom 30 xBunuH. KaTaniTuiHy  KinbkicTb
KoHueHTpoBaHoi HCI (11,6M) gogatote Ta poO3ymH
nepemiwytoTe npu 85°C npoTtarom Hodi. Po3uuH
po3baBnsaote XM Ta npomMuBalOTb HACUYEHUM
BOAHUM  pPO34YMHOM  HaTpi  rigporeHkapOoHary,
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po3cornom Ta cywate 6e3BoAHNM HaTpil cynbdaToM.
Po3unHHMK BunapiotoTb. 3anuoK PO3YMHAITb Y
MeOH (3mn), Wwo MIiCcTATb Kifbka Kpanemnb OLTOBOI
kucnotm 1a 37% HCHO/HO (1mn, Hagnuwok), a
notim NaCNBHs; (12mr, 0,193mMmonb). Po34uH
nepeMilyoTb Npu KIMHATHIA TemnepaTypi npoTsirom 1
roguMHu. PO34MHHMK  BMNapiolTb Ta  3anuLoK
po3unHsAloTb y EtOAc. OpraHivyHy a3y npomuBalTb
Hacu4eHUM BOAHUM PO34MHOM HaTpiv
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3BogHUM
HaTpin cynbdatoM. [MpoaykT ouumaTbs 3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-50% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOHUM 3arofioBHY CrOMyKY
AIK BignoBigHMn Tpudpnyopauetet. Buxig: 21mr (20%);
'H AMP (CDsOD) 1,36 (t, J=7,03Mu, 3H), 1,82 (m,
1H), 2,01 (m, 2H), 2,94 (s, 3H), 3,18 (m, 1H), 3,72 (m,
1H), 3,79 (m, 1H), 4,00 (q, J=7,03Iu, 2H), 4,38 (m,
4H), 4,43 (s, 2H), 4,57 (m, 1H), 4,79 (m, 1H), 6,92 (d,
J=8,79ry, 2H), 7,21 (d, J=8,79I'y, 2H), 7,46 (4
J=8,49I'y, 1H), 7,76 (m, 2H); MC (EPI) 557,50 (MH+);
AHanis: po3paxoBaHo ana
C27H30N4O2F6+3,0TOOK+0,9H,0; C, 43,33; H, 3,83;
N, 6,12. BussneHo: C, 43,33; H, 3,75; N,6,20.
Mpuknag 19
2-[(4-ET1okcudpeHin)metun]-1-[[(2R)-1-meTnn-2-
ninepuauHinmeTvn]-N,N-6ic(2,2,2-Tpudnyopetun)-
1H-6eH3umigazon-5-kapbokcamig

2-[(4-ET1okcudpeHin)metun]-1-[(2R)-2-
ninepuanHinmeTun]-N,N-6ic(2,2,2-tpucnyopeTnn)-
1H-6eH3umigason-5-kapbokcamig (TpudnyopaueTer)
(50mr, 0,637Mmonb) po3unHalTs Yy Smn TIT®, wo
MIiCTSITb Kiflbka Kpanesb fNboAsHOI OLTOBOI KUCMOTU Ta
popjaoTs  Hagnuwok  37% HCHO/HO  (1mn).
NaBH(OAc)s (27mr, 1,27mmonb) Ta  pO34uMH
nepeMilyoTb Npu KIMHATHIA TemnepaTypi npoTsirom 1
roguMHu. PO34MHHMK  BMNapiolTb Ta  3anuwok
posumnHsoTe y EtOAc. OpraHiuHy chasdy npomusaioTb
Hacu4eHUM BOOHUM PO34MHOM HaTpiv
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B80gHUM
HaTpin cynbdatoM. [MpodykT ouumaTbs 3BOPOTHO-
dasosoto BEPX, 3actocosytoum 10-50% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOYM 3arofioBHY CMOMyKY
AK BignosigHun Tpudpnyopauetet Buxig: 32mr (74%);
'H AMP (CDsOD) 1,20 (m, 1H), 1,36 (t, J=7,03I,
3H), 1,44 (m, 1H), 1,72 (m, 2H), 1,86 (m, 1H), 2,95
(m, 1H), 3,03 (s, 3H), 3,24 (m, 1H), 3,57 (m, 1H), 4,01
(g, J=7,03I'y, 2H), 4,39 (m, 7H), 6,92 (d, J=8,59I'L,
2H), 7,21 (d, J=8,59I'y, 2H), 7,44 (d, J=8,40lu, 1H),
7,68 (d, J=8,20ru, 1H), 7,76 (s, 1H); MC (EPI) 571,55
(MH+); AHanis: po3paxoBaHO ans
C28H32N4O2Fs+1,5TOOK+0,2H,0; C, 49,96; H, 4,59;
N, 7,52. BusasneHo: C, 49,97; H, 4,55; N,7,59.

Mpuknag 20

2-{(5-ETokcn-2-nipugun)metun]-1-[(2R)-2-
niponignHinmetun]-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
OeH3nmigason-5-kapbokcamig,
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3aranbHumM cnocobom npvknagy 16,
3acTocoBytouun iHTepmeaiat 26 (145wr, 0,291Mmonb),
O-(7-a3abensotpuraszon-1-in)-N,N,N',N'-
TeTpameTunypoHii  rekcadnyopdocdar  (HATU)
(125wmr, 0,320mMMonb) Ta 5-eTokcu-2-MipuamnoLToBY
kucroty (60mr, 0,320mmonb) nepemiwyoTe y OM®
(5mn), wo wmictute giizonponinetunamin  (DIPEA)
(0,085mn,  0,495mmonb).  [lMpogykT  ouuwaTb
3BopoTHO-hasosoto BEPX, 3actocosytoun 10-50%
CH3CN/H.O, Ta Togi niodinisytoTe, OTPUMYOUM
3aronoBHYy CMOMyKy sk BiANOBIAHUIA TpudnyopaueTer.
Buxig: 96mr (43%). 'HAMP (CD;OD) 1,40 (t,
J=7,03Iy, 3H), 1,99 (m, 1H), 2N2 (m, 1H), 2,23 (m,
1H), 2,38 (m, 1H), 3,39 (m, 1H), 3,52 (m, 1H), 4,12 (q,
J=7,03Iy, 2H), 4,36 (m, 6H), 4,82 (m, 1H), 4,92 (m,
1H), 7,48 (d, J=8,59I'u, 1H), 7,58 (m, 2H), 7,71 (s,
1H), 7,88 (d, J=8,40l'y, 1H), 8,17 (s, 1H); MC (EPI)
544,45 (MH+) Awnanis: pospaxoBaHoO  Ans
Cz5H27N50zF5+22T¢OK+O,2Hzo; C, 44.25; H, 3,74;
N, 8,78. BusiBneHo: C, 44,22; H, 3,77; N, 8,78.

Mpuknag 21

2-[1-(4-ET1okcudpenin)etun]-1-[(2R)-2-
niponignHinmeTnn]-4-N,N-6ic(2,2,2-TpucnyopeTnn)-
1H-6eH3nmiga3on-5-kapbokcamig

~H {)
3aransHum crnocobom npuknagy 3,

3acTocoBytouun iHTepmeaiat 26 (100mr, 0,200mMmonb),
4-eToKCU-0i-MeTUN-PeHinaueTUNxnopus (46wmr,
0,230mMMonb) Ta nopowok umHKy (15mr, 0,231Mmonb)
y 3mn 1,2-guxnopetaHy. [lpoaykT ouuiaioTb
3BopoTHO-ha3osoto BEPX, 3actocoBytoun 10-50%
CH3CN/H,O Ta Togi niodiniaytoTb, OTpUMYyOUM
3aronoBHYy CromnyKy siK BiANOBIAHUIA TpudnyopaueTer.
Buxig: 25mr (19%). 'H SMP (CDsOD) 1,32 (t,
J=7,03Iy, 3H), 1,60 (m, 1H), 1,77 (d, J=7,03Iu, 3H),
1,96 (m, 2H), 2,11 (m, 1H), 3,10 (m, 1H), 3,24 (m,
1H), 3,37 (m, 1H), 3,73 (m, 1H), 3,98 (g, J=7,03Iy,
2H), 4,34 (m, 1H), 4,38 (m, 4H), 4,42 (m, 1H), 4,52
(m, 1H), 6,87 (d, J=8,40I"u, 2H), 7,15 (m, 2H), 7,41 (d,
J=8,40ry, 1H), 7,67 (d, J=8,40l'uy, 1H), 7,81 (s, 1H);
MC (EPI) 557,49 (MH+).

Mpuknapg 22

2-[(5-ETokcu-2-nipugun)metun]-1-[[(2R)-1-meTun-
2-ninepuguHin]metnn]-N,N-6ic(2,2,2-Tpucnyopetun)-
1H-6eH3umigason-5-kapbokcamig O
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IHTepmepiat 33 (135wr, 0263mmonb), HATU
(120mr, 0,315mMMonb) Ta xnopaHrigpug 5-eTokcu-2-
nipugunoutosoi  kucnotn  (70mr,  0,315Mmonb)
nepemiwyots y Smn OM®, wo wmictute DIPEA
(0,095mn, 0,526Mmonb) Npu KiMHaTHIA Temnepatypi
npotarom 3 roguH. PosunH posbasnsiote EtOAcC Ta
NPOMMBaIOTb HACWYEHUM BOZHUM PO3YMHOM HaTpiN
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B80gHUM
HaTpin  cynbdaToMm. PosunHHMK  BMNaploloTh.
3anuwok po3unHaTb Y 3mMn 1,2-guxnopeTtaHy, Lo
MICTUTb KaTaniTUyHy KinbkicTe KoHueHTpoBaHoi HCI
(11,6M) Ta po3umH nepemiwytote Npm 80°C npoTsrom
5 roguvH. Po34MH OXONOMKYTb A0 KiMHATHOI
TemnepaTtypu Ta Todi po36aBnAlTb AUXIIOPMETaHOM.
Po3unH npomuBaloTe HAaCMYEHUM BOAHWM PO3YMHOM
HaTpi rigporeHkapboHaTy, po3CofoM Ta cywaTb
6e3BoaHUM HaTpin cynbgaTom. Po3unHHuK
BMMNapIoloTb. 3anuLoK posunHATb y Smn TIP, wo
MICTUTb KaTamniTUYHY KiNbKiCTb FbOASIHOT  OLTOBOI
kuncrnotn.  Hagnumwok  37% HCHO/HO  (1wmn)
popatoTb, a notim NaBH(OAc)s (68mr, 0,316mMmonb).
Po3unH nepemiwyoTs nNpu KiMHaTHIN TemnepaTypi
npotarom 1 roguHW. Po3uynH Todi po36aBnsAwTb
EtOAc Ta npomuBalOTb HacW4YeHVM  BOAHUM
pPO34YMHOM HaTpii rigporeHkapboHaTty, po3cornom Ta
cywatb 6e3BogHMM HaTpii cynbdatoM. [lpoaykTt
ounLaloTb 3BOPOTHO-ha3osoo BEPX, 3acTtocoBytoumn
10-50% CH3CN/H.O Ta niodinisytoTs, OTpuUMyoum
3arofioBHy Cronyky sk BignosigaHWM TpudnyopaueTeT
Buxig: 53wmr (25%). 'H SIMP (CDsOD) 1,39 (t,
J=7,03Iy, 3H), 1,42 (m, 1H), 1,56 (m, 2H), 1,79 (m,
2H), 1,90 (m, 1H), 3,11 (brs, 4H), 3,60 (m, 1H), 3,80
(m, 1H), 4,12 (q, J=6,90I"u, 2H), 4,36 (brd, 4H), 4,57
(m, 1H), 4,63 (m, 1H), 4,86 (m, 1H), 5,10 (m, 1H),
7,44 (d, J=8,40ru, 1H), 7,53(s, 2H), 7,69 (s, 1H), 7,77
(d, J=8,40ry, 1H), 8,22 (s, 1H); MC EPI: 572,25
(MH+).

Mpuknag 23

2-[(5-ETokcu-2-nipugun)metun]-1-[[(2R)-1-meTnn-
2-niponiguHinimetnn]-N,N-6ic(2,2,2-Tpucnyopetun)-
1H-6eH3umiga3on-5-kapbokcamig
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IHTepmepiaTt 26 (101wmr, 0,245mMmonb), HATU
(112mr, 0,294MMonb) Ta XxnopaHrigpug S-eTokcu-2-
nipugunoutosoi kucnotm 5 (65wmr, 0,294mmonb)
nepemiwytots y AM® (5mn), wo wmictute DIPEA
(0,090mn, 0,490Mmonb) npu KiMHaTHIA Temnepatypi
npoTaroMm 3 roguH. PO34nMHHWK BUNApoTe. 3anuok
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posunHsoTe y EtOAC Ta npomuBaloTb HacuyeHUMm
BOAHUM  pPO34YMHOM  HaTpin  rigporeHkapOoHary,
po3cornom Ta cywate 6e3BogHNM HaTpil cynbdaToMm.
PO34MHHMK BMNapioloTb Ta 3anuvLLIOK PO3YMHSIOTL Y
1,2-guxnopetani  (3mn).  KaTamiTuuHy  KinbKicTb
KoHueHTpoBaHoi HCI (11,6M) gopgatoTe Ta poO3ynH
Todi nepemiwyote npu 80°C npotarom 5 roguH.
Po3unH oxonompkytoTb 4O KiMHATHOI TemnepaTypu Ta
po3baBnsaTe AuxnopmetaHom. OpraHiyHy dasy
NPOMMBaIOTb HACUYEHUM BOAHUM PO3YMHOM HaTpin
rigporeHkapboHaTy, po3cosiom Ta cywaTtb 6e3B80gHUM
HaTpin cynbdatom [lpoaykT ouvaTs 3BOPOTHO-
dasoBoto BEPX, 3actocosytoum 10-50% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOYM 3arofioBHY CrOMyKY
K BignoBigHMN Tpudpnyopauetet. Buxig: 86mr (45%);
'H AMP (CDsOD) 1,39 (t, J=6,93u, 3H), 1,98 (m,
1H), 2,15 (m, 2H), 2,29 (m, 1H), 2,86 (s, 3H), 3,32 (m,
1H), 3,85 (m, 1H), 4,12 (q, J=6,90I"u, 2H), 4,19 (m,
1H), 4,36 (brs, 5H), 4,81 (m, 1H), 5,02 (m, 1H), 7,47
(d, J=8,50Iy, 1H), 7,60 (m, 2H), 7,70 (s, 1H), 7,86 (d,
J=8,59Iy, 1H), 8,23 (s, 1H); MC (EPI) 558,19 (MH+).

Mpuknapg 24

1-(4uknobyTtunmetun)-2-(4-eTokcmbeHann)-N,N-
6ic(2,2,2-tpucbnyopetun)-1H-6eH3nmigason-5-
kapbokcamig,

(ges
7y

3aranbHum cnocobom npvknagy 16,
3actocoBytouun iHTepmeaiat 36 (113wmr, 0,295mMmonb),
4-eTokcudeHinouToBy kucrnoty (58mr, 0,325mMmonb),
HATU (123wmr, 0,325mmonb) ta DIPEA (0,075Mmn,
0,443mmonb) y 5mn OM®. KiHueBui aerigpaToBaHuii
NPoAyKT  ouuwalTe  3BOPOTHO-hasosow  BEPX,
sactocoBytoun  20-80% CHsCN/HO Ta  Togi
nNiogini3yoTb, OTPUMYHOYM 3arofioBHY CMOMyKYy $IK
BignoBigHWN TpudnyopaueteT. Buxig: 118mr (62%);
'H AMP (400MIy, CD30D) & 1,35 (t, J=6,84Iw, 3H),
1,86 (m, 4H), 1,97 (m, 2H), 2,77 (m, 1H), 4,01 (q,
J=7,03Iy, 2H), 4,35 (m, 4H), 4,47 (d, J=7,03ly, 2H),
4,52 (s, 2H), 6,93 (d, J=8,59I'y, 2H), 7,25 (d,
J=8,59Iy, 2H), 7,56 (d, J=8,59I'u, 1H), 7,75 (s, 1H),
7,96 (d, J=8,40lu, 1H); MC (EPI) 528,1 (MH+);
AHanis: po3paxoBaHo ana
C26H27N302F+0,6 TGOK+0,4H,0: C, 54,17; H, 4,75;
N, 6,97. BussneHo: C, 54,08; H, 4,69; N, 6,96.

Mpuknag 25

1-(4uknobyTtunmetun)-2-[(5-eTokcunipngunH-2-
in)metun)-N,N-6ic(2,2,2-tpucnyopetnn)-1H-
OeH3nmigason-5-kapbokcamig,

F %\Ni@h‘\
of ?
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3aranbHumM cnocobom npvknagy 16,
3actocoBytouun iHTepmeaiat 36 (119wmr, 0,310mMmonb),
XropaHrigpug  5-eTokcu-2-nipuannouToBoi  KACNOTU
(75wmr, 0,341mmonb), HATU (130wmr, 0,341mMMonb) Ta
DIPEA (0,110mn, 0,620mmonb) y 5mn OM®. KiHuesun
gerigpaToBaHWi  NPOAYKT — OuuWaloTb  3BOPOTHO-
dasoBoto BEPX, 3actocosytoum 20-80% CH3CN/HO
Ta To4i Niogini3ytoTe, OTPUMYIOHUM 3arofioBHY CMOMYyKY
AK  BIANOBIAHWA  TpudrnyopaueteT. Buxig: 135wmr
(68%); 'H AMP (400Mru, CDs;OD) & 1,40 (t,
J=7,03Iy, 3H), 1,87 (m, 4H), 2,00 (m, 2H), 2,83 (m,
1H), 4,11 (q, J=6,96I"u, 2H), 4,37 (brs, 4H), 4,51 (d,
J=7,23ly, 2H), 4,72 (d, J=7,23I'y, 2H), 7,50 (m, 2H),
7,57 (d, J=8,59Iu, 1H), 7,78 (s, J=1H), 7,96 (d,
J=8,40ly, 1H), 8,21 (d, J=2,54I'y, 1H); MC (EPI)
529,1 (MH+); AHania: po3paxoBaHO  Ansi
Cz5H25N40zF5+1,5T¢’OK+O,2H201 C, 47,83; H, 4,00;
N, 7,97. BusBneHo: C, 47,80; H, 4,05; N, 7,93.

Mpuknap 26

1-(4umknoneHTunmetun)-2-[(5-eTokcunipmgunH-2-
in)metun]-N,N-6ic(2,2,2-Tpndnyopetun)-1H-
OeH3nmigason-5-kapbokcamig,

BN
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3aranbHum cnocobom npvknagy 16,
3actocoBytouun iHTepmeaiat 37 (129wr, 0,324mMmmonb),
XriopaHrigpug  5-eTokcu-2-nipuannouToBoi  KACNOTU
(78wmr, 0,356mmonb), HATU (135wmr, 0,356mMMonb) Ta
DIPEA (0,115mn, 0,648mmonsb) y 5mn OM®. KiHuesun
JerigpaToBaHWi  NPOAYKT  OuuWalnTb  3BOPOTHO-
dasoBoto BEPX, 3actocosytoum 20-80% CH3CN/H0O
Ta To4i Niogini3ytoTe, OTPUMYIOYM 3arofloBHY CMOMNyKY
AK  BigNOBIAHUWA TpudrnyopaueteT. Buxig: 155wmr
(73%); 'H AMP (400Mry, CD3;0D) & 1,30 (m, 2H),
1,40 (t, J=6,83'y, 3H), 1,56 (m, 2H), 1,72 (m, 4H),
2,41 (m, 1H), 4,11 (q, J=7,03I'y, 2H), 4,38 (m, 4H),
4,43 (d, J=7,81T'u, 2H), 4,71 (s, 2H), 7,50 (s, 2H),
7,57 (d, J=8,79ry, 1H), 7,77 (s, 1H), 7,95 (d,
J=8,59Iy, 1H), 8,21 (s, 1H); MC (EPI) 543,1 (MH+);
AHani3: pospaxoBaHo Ans CosH2gN4O2Fs+1,1TOOK:
C, 50,71; H, 4,39; N, 8,39. BusiBneHo: C, 50,76; H,
4,11; N,8,36.

Mpuknapg 27

2-(4-ETtokcnbeHann)-1-[(2S)-ninepngmx-2-
inmetnn]-N,N-6ic(2,2,2-Tpudpnyopetun)-1H-
©eH3nmigason-5-kapbokcamig,

0
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3aranbHumM cnocobom npvknagy 16,
3actocoBytouun iHTepmeaiat 35 (138wmr, 0,269mMmonb),
4-eToKkecucpeHinouTtoBy kucnoty (53mr, 0,296Mmonb),
HATU (112mr, 0,296mmonb) Ta DIPEA (0,050Mmn,
0,404mmonb) y 5mn OM®. KiHueBui aerigpaToBaHuii
NPoAyKT  ouuwaTe  3BOPOTHO-hasosow  BEPX,
sactocoBytoun  10-50% CHs3CN/H,O Ta  Togi
nNiogini3yoTb, OTPUMYHOYM 3arofioBHY CMOMYyKYy $IK
BignoBigHW TpudnyopaueteT. Buxig: 117mr (65%);
'H AMP (400Mru, CDsOD) & 1,36 (t, J=6,83w, 3H),
1,44 (m, 1H), 1,57 (m, 1H), 1,70 (m, 1H), 1,86 (m,
3H), 2,79 (m, 1H), 3,37 (m, 2H), 4,01 (q, J=7,03Iy,
2H), 4,39 (m, 4H), 4,44 (s, 2H), 4,53 (m, 2H), 6,92 (4
J=8,79I"y, 2H), 7,22 (d, J=8,79Iu, 2H), 7,51 (d,
J=8,29I"y, 1H), 7,76 (s, 1H), 7,80 (d, J=8,40I"u, 1H);
MC (EPI) 557,1 (MH+).

Mpuknag 28

2-[(5-ETokcunipugunH-2-in)metun]-1-(3-
dypunmeTnn)-N,N-6ic(2,2,2-Tpndnyopetun)-1H-
©eH3nmigason-5-kapbokcamig,

F
F
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3aranbHum cnocobom npvknagy 16,
3aCcTOCOBYO4M 3-amiHo-4-[(3-bypunmeTtun)amiHol-
N,N-6ic(2,2,2-TpudbnyopeTtun)oeHsamia (80mr,

0,202mMmorb), xnopaHrigpug 5-eToKCK-2-
nipyannouToBoi kucrotu (48wmr, 0,222mMonk), HATU
(85wmr, 0,222MMornb) Ta DIPEA (0,053mn,
0,303mMmonb) y 5mn OM®. KiHueBuin aerigpatoBaHuii
NPoAyKT  ouuwalTe  3BOPOTHO-hasoBowd  BEPX,
sactocoBytoun  20-80% CHs3CN/HO Ta  Togi
nNiogini3yoTb, OTPUMYHOYM 3arofioBHY CMOMyKYy $IK
BiANOBiAHWIA TpudbnyopaueTeT. Buxia: 55mr (42%); 'H
AMP (400MI"y, CD30OD) 6 1,40 (t, J=7,03Iy, 3H), 4,11
(q, J=7,03ly, 2H), 4,36 (m, 4H), 4,88 (s, 2H), 5,56 (s,
2H), 6,25 (s, 1H), 7,44 (s, 1H), 7,47 (s, 2H), 7,52 (m,
2H), 7,78 (s, 1H), 7,87 (d, J=8,59I'y, 1H), 8,20 (s,
1H); MC (EPI) 541,1 (MH+); Anani3: po3paxoBaHO
ansa Cz5H22N403F6+1,2T¢’OK+O,1HzOZ C, 48,46; H,
3,47; N, 8,25. BusiBneHo: C, 48,50; H, 3,44; N, 8,27.
Mpuknag 29
2-[(5-ETokeunipnguH-2-in)metun]-1-(3-
TieHinmeTun)-N,N-6ic(2,2,2-TpucnyopeTtnn)-1H-
OeH3nmigason-5-kapbokcamig,
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3aranbHum cnocobom npvknagy 16,

3acTocoByoun 3-amiHo-4-[(3-TieHinmeTnn)amiHo]-N,N-
6ic(2,2,2-Tpudnyopetun)beH3amig (125w,
0,303mmorb), xropaHrigpug 5-eTokcu-2-
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nipuaunouTtoBoi kucrotu (73mr, 0,333mMonk), HATU
(127wmr,  0,333mmonb) Ta DIPEA  (0,105Mmn,
0,606Mmonb) y 5mn IM®. KiHueBun gerigpatoBaHui
NPoAyKT  ouuwalTe  3BOPOTHO-hasosow  BEPX,
3actocoBytoun 20-80% CH3CN/H20 Ta niodpinisytoTs,
OTPUMYIOYM  3arofioBHY CMOMyKy $K  BigNoOBiAHWN
TpucbnyopaueteT. Buxin: 137wr (67%); 'H SAMP
(400Mrl'u, CD3sOD) & 1,38 (t, J=7,03I'u, 3H), 4,07 (q,
J=7,03ly, 2H), 4,36 (m, 4H), 4,90 (s, 2H), 5,65 (s,
2H), 6,86 (d, J=4,68Iu, 1H), 7,14 (s, 1H), 7,38 (m,
3H), 7,45 (d, J=8,59I'u, 1H), 7,73 (d, J=8,40ly, 1H),
7,77 (s, 1H), 8,12 (s, 1H); MC (EPI) 557,0 (MH+);
AHanis: po3paxoBaHo ana
025H22N4028F6+O,7T¢OK+O,5H201 C, 49,13; H, 3,70;
N, 8,68. BusBneHo: C, 49,08; H, 3,75; N, 8,65.
Mpuknag 30
1-(4umknorekcunmeTnn)-2-[(5-eTokcunipnamH-2-
in)metun]-N,N-6ic(2,2,2-Tpndnyopetumn)-1H-
©eH3nmigason-5-kapbokcamig,
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3aranbHum cnocobom npvknagy 16,
3acTocoBytouun iHTepmeaiat 24 (111wmr, 0,270mMmonb),
XropaHrigpug  5-eTokcu-2-nipuannouToBoi  KACNOTU
(65wmr, 0,297mmonb), HATU (113wmr, 0,297MMonb) Ta
DIPEA (0,120mn, 0,675Mmonb) y 5mn OM®. KiHuesun
JerigpaToBaHWi  NPOAYKT  OuuWalnTb  3BOPOTHO-
dasooto BEPX, 3actocosytoum 20-80% CH3CN/H0O
Ta To4i Niogini3ytoTe, OTPUMYIOYM 3arofloBHY CMOMyKY
AK  BignNoBigHUA TpudrnyopaueteT. Buxig: 109wr
(60%); 'H AMP (400Mru, CD3;OD) & 1,12 (m, 5H),
1,38 (t, J=6,93Iy, 3H), 1,59(m, 2H), 1,60 (m, 1H),
1,68 (m, 2H), 1,78 (m, 1H),4,10 (q, J=6,90I"u, 2H),
4,28 (d, J=7,62I'y, 2H), 4,36 (m, 4H), 4,70 (d,
J=7,23I"y, 1H), 4,88 (m, 1H), 7,50 (m, 2H), 7,55 (dd,
J=1,37, 8,59y, 1H), 7,77 (s, 1H), 7,93 (d, J=8,59I'y,
1H), 8,20 (d, J=2,73I'y, 1H); MC (EPI) 556,7 (MH+);
AHanis: po3paxoBaHo ana
Cz7H30N40zF6+2,1T¢’OK+O,1HzOZ C, 46,97; H, 4,08;
N, 7,02. BusisneHo: C, 46,95; H, 4,12; N,7,07.

Mpuknag 31

1-(4uknorekcunmeTtun)-2-{(5-
izonponokcunipnamH-2-in)metun]-N,N-6ic(2,2,2-
TpudnyopeTnn)-1H-6eH3nmigason-5-kapbokcamig

crocobom

3aranbHum
3acTocoBytouun iHTepmeaiat 24 (140wmr, 0,340mMmonb),

npvknagy 16,

XropaHrigpva, 4-i30nponokcu-2-nipnamnouToBoil
kncnotu 2LiCI (120mr, 0,374mmonb), HATU (145wr,
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0,374mmonb) Ta DIPEA (0,175mn, 1,02mMmorb) y 5mn
OM®. KiHueBui gerigpaTtoBaHU NPOAYKT OYULLa0Tb
3BopoTHO-ha3osoto BEPX, 3actocoBytoun 20-80%
CH3CN/H,O Ta Togi niodiniaytlotb, OTpUMYyOHM
3arofioBHy Cronyky sk BignosigHWUM TpudnyopaueTert
Buxia: 80mr (35%); 'H SIMP (400MIy, CDs0D) & 1,10
(m, 6H), 1,30 (d, J=6,05'y, 6H), 1,57 (m, 2H), 1,62
(m, 1H), 1,70 (m, 2H), 1,74 (m, 1H), 4,23 (d,
J=7,62Iy, 2H), 4,36 (m, 4H), 4,64 (m, 2H), 7,44 (s,
2H), 7,50 (dd, J=1,37, 8,40y, 1H), 7,73 (s, 1H), 7,84
(d, J=8,59ruy, 1H), 8,15 (s, 1H); MC (EPI) 5712
(MH+); AHania: po3paxoBaHO ans
Cst32N402F5+0,6T¢’OK+0,2H201 C, 54,58; H, 5,18;
N, 8,72. BusBneHo: C, 54,55; H, 5,18; N, 8,67.
Mpuknan 32 °
2-(4-ETtokcnbeHann)-1-[(4-metnnmopdoniH-3-
in)metun]-N,N-6ic(2,2,2-Tpndnyopetun)-1H-
OeH3nmigason-5-kapbokcamig,

F N
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3aranbHum cnocobom npvknagy 22,

3acTocoBytouun iHTepmeaiat 34 (135wr, 0,262mMmonb),
4-eTokcudeHinouToBy kucnoty (57mr, 0,314mMmonb),
HATU (120mr, 0,314mmonb) Ta DIPEA (0,091Mmn,
0,524mmonb) y 5mn OM®. BigHoBHe amiHyBaHHS
npoBoaaTb, 3actocoBytoun NaBH(OAc); (111wr,
0,525mmonb) y 5mn TI®. KiHueBnn npogykT
ounLaoTb 3BOpOoTHO-has3osoo BEPX, 3acTtocoBytoumn
10-50% CHsCN/HO T1a Toa@i  miodpinisytoTs,
OTPUMYIOYM  3arofioBHY CMOMyKy $K  BigNoOBiAHWN
Tpucbnyopauetet. Buxig: 103mr (57%); 'H SAMP
(400Mrl'u, CD3OD) 6 1,34 (t, J=7,03I'y, 3H), 3,03 (s,
3H), 3,20 (m, 1H), 3,54 (m, 4H), 3,91 (m, 2H), 4,00 (q,
J=7,03Iy, 2H), 4,35 (m, 4H), 4,40 (s, 2H), 4,72 (m,
2H); 6,92 (d, J=8,59I'y, 2H), 7,19 (d, J=8,79Iu, 2H),
7,45 (d, J=8,40l"u, 1H), 7,75 (m, 2H); MC (EPI) 573,2
(MH+); AHanis: po3paxoBaHO ans
C27H30N4O3F6+1,8TOOK: C, 47,25; H, 4,12; N, 7,20.
BusiBneHo: C, 47,22; H, 4,00; N, 7,44.

Mpuknag 33

2-[(5-ETokcunipuguH-2-in)metun]-1-[(4-
meTunmopdoniH-3-in)meTtnn]-N,N-6ic(2,2,2-
TpudnyopeTnn)-1H-6eH3nmigason-5-kapbokcamia

3aranbHum cnocobom npvknagy 22,
3actocoBytouun iHTepmeaiat 34 (135wr, 0,262mMmonb),
XropaHrigpug  5-eTokcu-2-nipuannouToBoi  KACNOTU
(68mr, 0,314mmonb), HATU (120wmr, 0,314mMonb) Ta
DIPEA (0,091mn, 0,524mmonb) y 5mn OMO.
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BigHOBHEe aMmiHyBaHHs NpPOBOAATb, 3aCTOCOBYHOUU
NaBH(OAc)s (111wmr, 0,525mMmonb) y 5Smn Tro.
KiHueBMA npoaykT ouualnTe 3BOPOTHO-(Ha30BOD
BEPX, 3actocoBytoun 10-50% CHsCN/HO Ta ToAi
nioginiayloTe, OTPUMYHOYM 3arofioBHY CMOMNyKY fK
BiANOBIAHMIA TpudbnyopaueTeT. Buxia: 46wmr (26%); 'H
AMP (400Mry, CD30OD) 6 1,38 (t, J=7,03Iy, 3H), 3,17
(s, 3H), 3,33 (m, 1H), 3,67 (m, 2H), 3,74 (m, 1H), 3,98
(m, 4H), 4,10 (q, J=7,03I"y, 2H), 4,35 (brs, 4H), 4,98
(m, 2H), 7,43 (d, J=8,40ru, 1H), 7,51 (s, 2H), 7,68 (s,
1H), 7,78 (d, J=8,40I'y, 2H), 8,21 (s, 1H); MC (EPI)
574,2 (MH+).

Mpuknag 34

2-(4-ETtokcunbeHann)-1-{[(2S)-1-meTnnninepngunH-
2-in)metnn}-N,N-6ic(2,2,2-Tpndpnyopetmn)-1H-
6eH3umigason-5-kapbokcamig

3aranbHum cnocobom npviknagy 22,
3acTocoBytouun iHTepmeaiat 35 (288wmr, 0,561Mmonb),
4-eTokcudeHinouToBy kucnoty (120mr, 0,673Mmonb),
HATU (255wmr, 0,673mmonb) Ta DIPEA (0,145Mmn,
0,842mmonb) y 10mn AM®. BigHoBHe amiHyBaHHS
npoBodaTb, 3acTtocoBytoun NaBH(OAc): (235w,
1,12mmonb) y  5mn Tr®.  KiHueBuii  npoaykT
ounLanTe 3BOpPOTHO-has3osoo BEPX, 3acTtocoBytoumn
10-50% CHsCN/HO T1a ToA@i  miodpinisytoTs,
OTPUMYIOYM  3arofioBHY CMONyKy $K BIJJ,I'IOBI,EI,HVIVI
TpucbnyopaueTeT. Buxin: 257vr (67%); 'H SAMP
(400Mrl'u, CD30OD) 6 1,21 (m, 1H), 1,34 (t, J=6,93I'y,
3H), 1,47 (m, 1H), 1,72 (m, 2H), 1,83 (m, 1H), 2,96
(m, 1H), 3,01 (s, 3H), 3,22 (m, 1H), 3,55 (m, 1H), 4,00
(q, J=7,03y, 2H), 4,37 (m, 5H), 4,40 (s, 2H), 4,86 (m,

H), 6,92 (d, J=8,59I'y, 2H), 7,20 (d, J=8,59I'y, 2H),
7,45 (d, J=8,40lu, 1H), 7,72 (m, 1H), 7,75 (s, 1H);
MC (EPI) 571,2 (MH+); Anani3: po3paxoBaHO Ansi
C28H32N402F6+1,8T¢’OK+O,3H201 C, 47,07; H, 4;24;
N, 6,78. BussneHo: C, 47,03; H, 4,20; N,6,93.

Mpuknag 35

2-(4-izonponokcunbeHaun)-1-{[(2R)-1-
MetunninepuanH-2-inimetun}-N,N-6ic(2,2,2-
TpudpnyopeTnn)-1H-6eH3nmigason-5-kapbokcamig

F?/\N

3aranbHum cnocobom npviknagy 22,
3actocoBytouun iHTepmeaiat 33 (124wmr, 0,242mmonb),
4-i30MpOonoKCUdEHINOLTOBY Kncnoty (52w,
0,266Mmonb), HATU (102wmr, 0,266mmonk) Ta DIPEA
(0,065mn, 0,363mmonb) y 5mn OM®. BigHoBHe
amiHyBaHHsi nMpoBoasATh, 3actocoBytoun NaBH(OAc)s

81919

58

(105wmr, 0,484mmonb) y 5mn TI®. KiHueBuid npogykT
ounLaoTe 3BOpPOTHO-has3osoo BEPX, 3acTtocoBytoumn
10-50% CHsCN/HO T1a ToA@i  miodpinisytoTs,
OTPUMYIOYM  3arofioBHY CMOMyKy $K BIJ:I,I'IOBI,EI,HVIVI
TpucbnyopaueTeT. Buxin: 112vr (66%); 'H SAMP
(400Ml'y CD30OD) 6 1,19 (m, 1H), 1,26 (d, J=6,05 'y
6H), 1,34 (m, 1H), 1,45 (m, 1H), 1,70 (m, 2H), 1,81
(m, 1H), 2,96 (m, 1H), 3,01 (s, 3H), 3,56 (m, 1H), 4,36
(m, 5H), 4,40 (s, 2H), 4,56 (dt, J=6,05'u, 1H), 4,88
(m, 1H), 6,90 (d, J=8,79I'u, 2H), 7,20 (d, J=8,79I'L,
2H), 7,45 (dd, J=1,37, 8,59I'y, 1H), 7,74 (m, 2H); MC
(EPI) 585,2 (MH+); AHani3s: pospaxoBaHO Ans
C29H34N4O2F6+2,3TOOK+0,1H.0: C, 47,55; H, 4,34;
N, 6,60. BussneHo: C, 47,51; H, 4,33; N,6,74.



