A

2018118216

RU

POCCHUVCKASI ®EJIEPAIIVSI (19) RU (11 2018 118 216(13) A
(51) MIIK
CO7D 473/32 (2006.01)

OEJNEPAJIBHAS CIIVXBA
10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

(21)(22) 3asBka: 2018118216, 30.01.2013 (71) 3asButennb(u):
®APMACAUKIIMKC 3131CHu (US)

ITpuopuret(pl):

(30) KoHBEHUMOHHBIN IPUOPUTET: (72) ABTOP(BI):
24.04.2012 US 61/637,765; BAH Jlyuusu (US),
30.04.2012 US 13/460,524; ®PAW Jlus JTuns (US),
31.01.2012 US 61/593,146 SIHB IlTyssnu (US)

(62) Homep u nata nmomgayu nepBOHAYAIbLHOMN 3asIBKH,
W3 KOTOPOM JaHHAs 3asiBKA BbIIENCHA:
2014134141 20.08.2014

(43) Hara nyonukanuu 3asBku: 05.03.2019 Bron. Ne
07

AJpec JUTS IepeTrCcKy:
119019, Mocksa, yi. I'oronesckwuii 6ymsBap, 11
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(57) ®opmyna uzo0peTeHust
1. Coeaunenue, uMmerolee CTpykTypy ¢hopmyisl (1)

el

(R24 )n \ \
4

Y

p Rs
®opmyna (I);

rae

L, o3Hauaert cBs3b, -CH,-, -CH(OH)-, -C(O)-, -CH,0-, -OCH>-, -SCH>, -CH5S-, -N(R»1)-,
-N(R3)C(0)-, -C(O)N(R3))-, -N(R21)C(O)N(R3)-, -O-, -S-, -S(O)-, -S(0)2-, -N(R71)S(O),- niu
-S(O)2N(R21)-;

Ar 03HayaeT 3aMEIICHHbIN WU HE3AMEIIEHHbBIN UKIIOATIKWII, 3aMEIIEHHBIN UIN
HE3aMEIEHHBIN TeTEPOLUKIIOATKUIT, 3aMEIIEHHBIV WU HE3AMELLICHHBIN a Pl WA 3aMELIEHHBIN
WJIM HE3AMEILIEHHBIN FeTEpOAPUIT;

R3 o3HavaeT HeoOs3aTenbHO 3aMenieHHbIN C3-Cg aIKuiI, 3aMEIIeHHbBIN UKIOATKHUIL,

HEeo0s513aTeNTbHO 3aMEIICHHBIN apuil, He0OsI3aTeIbHO 3aMelleHHbIN retepoapud, -(C=0)C-Cq
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-é—v—-z Re
anmicut, -(C=0)ORy, -(C=0)NR Ry, (C=0)SRy, -G-X wmu >=<
Rs Rz;

G o3HayaeT HeoOA3aTENBHO 3aAMELIEHHBIN IeTEPOLMKIIOATKII, HEOO0A3aTENbHO 3aMEIIEHHBIN
apuil UM HeoOsA3aTeNIbHO 3aMElEHHbIN TeTepoapuil;

X 03HayaeT HeoOs3aTEIbHO 3aAMEILEHHBIN MKIIOAIKWIT; HEOOS13aTEIbHO 3aMEILEHHBIN
reTepOLMKIIOATIKUII; HEOOS13aTEIbHO 3aMELLEHHBIN apuil, HE00S3aTEIbHO 3aMEILIEHHBIN
rerepoapuil, -ORy, -SR4 i -NRyRy;

Ry, B KoM ciiyyae HezaBucuMo, o3HauaeT H, Cy-Cq ankui, C-Cg rerepoankui, C3-Cg
UKI0aIKWI WK Cy-Cg TeTepOLUUKITIOATIKIIT,

Y o3HauvaeT HeoOsI3aTEIHLHO 3aMEIICHHYIO TPYIIITY, BRIOPAHHYIO U3 aJIKWIIa, TeTepoasiKuia,
UKJIOAJIKMUIIA, apUIia U TeTepoapuia;

Z o3Hauvaet C(=0), OC(=0), N(R,1)C(=0), C(=S), S(=0),, OS(=0), wu N(R»)S(=0),, rae
X O3Ha4daet 1 wim 2;

Ry4, B KXJIOM ClIyyae HE3aBUCUMO, O3HauaeT rajoreH, -CN, -NO,, -OH, -OCF3, -OCH,F,

-OCF,H, -CF3, -SR3j, -N(R31)S(=0)7R 13, -S(=0),N(R3)(R22), -S(=0)R33, -S(=0),R»3, -C(=
O)R;3, -OC(=0)R33, -CO2R51, -N(R31)(R2), -C(=0)N(R1)(R2), N(R71)C(=0)R»3, -N(R,)C
(=0)OR»y, -N(R51)C(=0O)N(R»1)(R17), 3aMeILIEHHBIN UK HE3AMEIEHHbINA aJIKWII, 3aMELLIEHHBIN

WY HE3aMELCHHBIN aJIKOKCH, 3aMELLEHHBIN WM HE3aMELCHHBIN T'€TEPOAIKUIL, 3aMEILICHHBIH
WIA HE3aMELEHHBIA '€ TePOLMKIIOAIKUII WIHA 3aMELIEHHbBIN UM HE3aMEICHHBIA HUKIOAIKUIL;
R, Ryp, Kax bl HE3aBUCHMO, 03HauaroT H, 3aMerieHHbIi uin HezameneHHbIN C-Cgankun

WINM 3aMEeLIEHHBIN WM He3aMelleHHbIN C3-CglLMKITOAIKNIT,
Ry3, B KQXKI0M cllydyae He3aBUCMMO, O3HAYAET 3aMEIICHHBIN WM He3aMEeIlEHHbIN
C-Cgankumn i 3aMeleHHbIN Wil HezaMeleHHbIN C3-CglMKI0aKWIT;

n o3Hayvaer 0-4;
p o3Hayaet 0-2;
Rg o3nauaer H nmm L-J-W;

R7 u Rg, He3aBucuMoO, o3HauvaroT H wim L-J-W; wim R; u Rg BMecTe 00pa3yroT cBs3b;

L 1 J, Kbl HE3aBUCUMO, O3HAYAIOT CBSI3b, 3aMELIEHHBIN WM He3aMeleHHbIN Ci-Cgq
AJIKWJIEH, 3aMEILEHHBbIN win He3aMeleHHbIN C3-Cg LIMKITOAIKUIIEH, 3aMEIEHHbII WIN
HezaMenleHHbIN C;-Cg rerepoalikuieH, 3aMeleHHbIN Wik He3aMeleHHbIH Cy-Cy
FeTEPOLMKIIOATKUIIEH, 3aMELLIEHHbIN WK He3aMelleHHbIN Cg-Cy apuileH, 3aMeIeHHbIN WK
HezaMenleHHbI C3-Cq, rerepoapuiies, -CO-, -O- wiu -S-;

W o3nauaet H, ranoresn, -CN nimu NR,sRyq;

Rys5 1 Ryg, Kaxkablli HE3aBUCUMO, 03HauaroT H, 3ameniennsiit wim HezameneHHbI C-Cg
AJIKWII, 3aMEICHHBIN WK He3aMeleHHbIH C3-Cg NMKI0aTIKWII, 3aMEIIEHHBIN W
HezaMeneHHbI C-Cg rerepoalikuil, 3aMeleHHbIN Wik He3aMeleHHbINH Cy-Cy
TeTEPOLMKIIOATKII, 3aMEILEHHbIN UK He3ameleHHbI Cg-Cjy apuil WK 3aMelIeHHBIN WK
HezaMeneHHbI C3-Cj, rerepoapuit; win Rys U Ryg BMecTe ¢ aTOMOM a30Ta, € KOTOPbIM OHU

CBSI3aHBI, 00PA3yIOT FETEPONUKIIOATKUIBHOE KOJIBIIO;
WK ero apManeBTHUECKH ITpUeMiIeMast Colb.
2. CoenuHenue 1o 11. 1, B koTopoM L, o3Hauaet -O- uim -OCHj-.

3. CoenuHeHue 110 1. 2, B KOTOpOM Ar o3HauaeT (peHu.
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4. CoenuHeHue 1o 1. 3, B KOTOpoM R3 o3Hauaer >_—_—<
Re R7.
5. Coenunenue 1o 11. 4, B koTtopoM Z o3HauaeT C(=0), NHC(=0), N(CH3)C(=0) unu S(=
0),.
6. CoenuHenue 110 11. 5, B KOTOpoM Rg, R; u Rg o3navaror H.
7. CoenuHeHue 110 1. 5, B KOTopoM R o3Hauaetr H; Rg o3nauaer -CN; u R; o3Hauaer L-J-

W.
8. CoenuHenue 1o 11. 7, B KOTOpoM R; o3Hauaet C3-Cq muxmnoankui, Ce-Cip apui uinm

C5-C, rerepoapuit.
9. CoenuHeHue 110 11. 8, B KOTOPOM R 03HaAYaeT HMKIOTIPOTIVIT WU (DeHWIT.
10. Coeaunenue 1o 1. 5, B KOTOpoM Rg 1 Rg o3HauaroT H; u R; o3Havaer L-J-W.

11. Coequnenue o 1. 10, B koTopom L 03HaUYaET CBSI3b, 3aMEIIECHHbIN UM He3aMEIIIeHHBIN
C-Cg aJIKuiIeH UM 3aMellleHHbIN WK He3amelleHHbIH C3-Cg UIMKIIOATKUIIEH; U J 03HaYaeT

CBSI3b, 3aMEIICHHBIN WK He3aMellleHHbIN C-Cg aJIKWIIeH, 3aMEeIIeHHBIN WM He3aMeIlleHHbIN
C5-Cg IMKIT0QIKWIICH, 3aMellleHHbIN Uik He3aMelleHHbIN C-Cg reTepoaikuiieH, 3aMelIeHHbIN
win He3ameleHHbIN Cy-Cq TeTepOouUKIOaIKUICH, 3aMellleHHbIN Uik HezaMenleHHbIN Cg-C o
apuyJIeH WM 3aMeIlleHHbIN WK He3amenleHHbI C3-Cy, reTepoapusieH.

12. Coenunenue 1o 1. 11, B koTopoM L o3HavaeT cBsi3b; J o3Hauaet -CH,-; 1 W o3Havaer
NR75R 6.

13. Coeaunenue 1o 1. 12, B KoTopoM Rys o3HauaeT H, 3amenieHHbI WM He3aMellleHHbIN
C-Cg aJIKuII UM 3aMelleHHbIN WK HezaMmelleHHbIH C3-Cg HIMKIIOaTKUIT; U Ry 03HAUaET
3aMeleHHbIN Win He3aMmelleHHbIN C-Cg alKui1, 3aMenIeHHbIN Wi HezaMeleHHbIN C3-Cg
UKJIOAJIKWII, 3aMEIICHHBIN Wi He3aMenleHHbIN C-Cg reTepoankuil, 3aMenieHHbIN WK
HezaMeneHHbIN Cy-C; reTepOoUUKIOATKII, 3aMellleHHbIN 1k He3ameleHHbIN Cg-Cjy apui
WM 3aMeIIEHHBIN Win He3aMelleHHbIH C3-Cy,) TeTepoapuil.

14. Coenunenue, umerorree CTpykTypy Gopmyssl (II):

il
(R24)n 7
FEN

NH, —_—
N
P
Y
( p Rs
®opmyna (11);

rae:

La O3HA4dacT CBA3b, —CHz—, -CH(OH)-, -C(O)-, -CHQO-, -OCHz—, -SCHQ, -CHQS-, —N(R21)-,
-N(R21)C(0)-, -C(O)N(R31)-, -N(R2)C(O)N(R3)-, -O-, -S-, -S(0)-, -S(O)7-, -N(R71)S(O),- miu
-S(O),N(R31)-;

Ar o3HayaeT 3aMelleHHbBIN WM He3aMeIlleHHbBIN UKIOAIKHII, 3aMEIIeHHbBIN WU
HE3aMEILECHHBIN NETEPOLMKIIOAIKIIL, 3aMELIEHHBIN WIIM HE3AMEILICHHBIN APWJI MU 3aMEILICHHbIN
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WJIU HE3aMELIEHHBIN IeTEPOAPUIT;

Sv—z R
R3 o3Havaer >=<
Re Rz

Y o3HavaeT He0OSA3aTEILHO 3aMEIIEHHBIN TeTePOIMKIOATKIIT;
Z o3nauvaet C(=0), OC(=0), N(R,;)C(=0), C(=S), S(=0)4, OS(=0), w1 N(R»1)S(=0),, r11e

X o3Hauaet 1 wiu 2;
Ry4, B KXJIOM Cllyyae HE3aBUCUMO, O3Hauaer rajiorel, -CN, -NO,, -OH, -OCF3, -OCH,F,

-OCF,H, -CF3, -SRy1, -N(R»1)S(=0)2R13, -S(=0)2N(R;)(R2)), -S(=O0)Ry3, -S(=0),R»3,-C(=
O)Ry3, -OC(=0)Ry3, -CO2R, 1, -N(R21)(Rp2), -C(=0)N(R1)(R22), N(R71)C(=0)R73, -N(R1)C
(=0)OR»,, -N(R51)C(=0O)N(R»1)(R»), 3aMeILICHHBI WX HE3AMEIEHHbIN AJIKWII, 3aMEILIEHHBIA

WJIU HE3aMELIEHHBIN aJIKOKCH, 3aMEILEHHBIN UK HE3aMELIEHHBINA '€ TEPOATIKUII, 3aMEIIEHHBIN
WJIU HE3AMEIIEHHBII FeTEPOLUKIIOATKHUII WY 3aMELLIEHHBINA WA HE3aMEIIEHHBIA LIUKITOAIKUIT;
Ry Ry, Kak1b1i1 HE3aBUCUMO, 03HauyaroT H, 3amerieHHb1i uim HeameleHHbIH C-Cgankui

WM 3aMELIEHHBIN WM He3aMeleHHbIN C3-CglMKITOAIKNIT,
R53, B KaXXI0M cily4ae HE3aBUCUMO, O3HAYAET 3aMEILEHHBIN WIX HE3aMEIICHHBIN
C-Cgankw wiy 3aMeleHHbId win HezaMeleHHbINH C3-CglMKIIOAIKWIT;

n o3Hayaet 0-4;
p o3Hauaet 0-2;
Rg 1 Rg, HE3aBUCcHMO, o3HavyatoT H unm L-J; u R; o3Hauaet T-W; uum

R 1 R7, HE3aBUcuMoO, o3HavyatoT H unm L-J; u Rg o3Hauaer T-W; uum

R~ u Rg, He3aBucumo, o3Havarotr H unm L-J; u Rg o3Hauaer T-W; wim

R~ u Rg, coBMecTHO, 00pa3yroT CBsI3b; U R 03Hauaet T-W;

L o3HauvaeT cBsI3b, 3aMelleHHbIN WK He3amelleHHbIH C-Cg alKuieH, 3aMeleHHbIN WU
HezaMeneHHbIN C3-Cg NMKII0aTKWICH, 3aMeIIeHHBIN nin HezaMeleHHbIN C-Cgq
reTepoaIKUiIeH, 3aMeIIeHHbIN Ui He3amelleHHbIH Cy-Cy reTepolUKI0aTKUIIeH, 3aMEIIEHHbIN
wii HezameleHHbIN Cg-C 5 apuiieH, 3aMeleHHbIN Wik He3aMeleHHbI C3-C |, reTepoapuiieH,
-CO-, -O- unu -S-;

J o3HavaeT 3aMenieHHbIN UK He3aMelleHHbIH C-Cg aIKkuil, 3aMeLIeHHbIN U
HezaMeleHHbIN C3-Cg LIMKIIOATKNI, 3aMEILEeHHbIN Uin He3aMelleHHbIH C-Cg rerepoankul,
3aMELIEHHBIN WK He3aMeleHHbIH Cy-Cy reTeponrKI0aIKkuil, 3aMEILEHHbINA WX
HezaMeleHHbI Cg-Cqy apuit, NR,7R»g Uimu 3aMmeltieHHbIN win HezamelneHHbl C3-Cj o
reTepoapu;

T o3Hauaer cBs3b, 3aMelEeHHbIN UK He3aMellleHHbIN C1-Cg aJKWIeH, 3aMEIICHHBIN WK
HezaMeneHHbIN C3-Cg IUKIT0aIKWIEH, 3aMEIIeHHbIN WM HezaMenleHHbIN C-Cg
reTepoaIKUIICH, 3aMEIIeHHbIN Wi He3amelleHHbIH Cy-Cy reTepouyKI0aIKWIEeH, 3aMEIEHHbIN
i HezaMmeleHHbIN Cg-C ) apuiieH, 3aMeleHHbIN Wi HezaMenleHHbI C3-Cj, reTepoapuiieH
WUy -S-;

W o3HauaeT NRys5Ryg, -CN, 3amenienHpli unn HezaMeeHHbIN C3-CgLMKITOaIKUII, WIH
3aMEIleHHbIN WK He3aMelleHHbIN C-cBsi3aHHbIN Cy-C7 reTepOoMKIIOATKWI, 3aMEIIEeHHBII
M He3aMeleHHbIN Cg-C 1, apuil Wiv 3aMeleHHbIA WM He3aMelleHHbIH C3-C, rerepoapui;

R,5 o3Hauaer H, 3amerenHbii uinm HezameeHHbl C-Cg allkuil, 3aMeLeHHbBIA UIIn
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He3ameleHHbIH C3-Cg LIMKITOAIKWII, 3aMeIeHHbIN WK He3aMelleHHbIN C-Cg rerepoanku,
3aMeIleHHbIN WK He3aMmeleHHbIH Cy-C; reTeponyKIOANIKWIL, 3aMEIEHHBIA WIIN
HesameleHHbI Cg-Cly apuil Wim 3aMeleHHbIN Uik He3amelneHHbI C3-C, rerepoapuir;

Ry 03HaUYaeT 3aMenieHHbIN Wik He3aMeleHHbIH C3-Cg HMKI0ATKWII, 3aMEIICHHBIN WIH
HezaMeneHHbI C-Cg rerepoalikuil, 3aMelIeHHbIN WK He3aMeleHHbIH Cy-Cy
TFeTEPOLMKIIOATKII, 3aMEILEHHbINA UK He3ameleHHbI Cg-Cjy apuil WK 3aMelIeHHBIN WK
HezaMelleHHbI C3-C, rerepoapult;

Ry7 1 Rpg, Kaxablii He3aBUCUMO, 03HauaroT H, 3ameniennsiit uim HezameneHHbIn Ci-Cgq
AJIKWJI, 3aMEIIEeHHbIA Wiy He3aMmeleHHbIH C3-Cg MUKIIOANIKWIL, 3aMEIEHHBIA U
HezaMeleHHbI C;-Cg reTepoankuil, 3aMeIlleHHbIN WK He3ameleHHbl Cy-Cq
FeTEPOLMKIIOATKNI, 3aMEILIEHHbIN UM He3amelleHHbI Cg-Cjy apuil WK 3aMelIeHHBIN WK
HezaMeneHHbI C3-Cj, rerepoapuit; wim Ry7 u Ryg BMecTe ¢ aTOMOM a30Ta, € KOTOPbIM OHU

CBSI3aHbI, 00PA3yIOT TeTEPOLUKIIOATKUIBHOE KOIbLO;
WM ero (hapMaleBTUYECKU IIPUEMIIEMAs COJIb.
15. Coenunenue no 11. 14, B koropoM L, o3Hauaer -O-.

16. Coequnenue 1o 1. 15, B KOTOpoM Ar o3HaydaeT (peHUI.
17. Coegunenue 1o 1. 16, B kotopoM Z o3HauaeT C(=0), NHC(=0), N(CH3)C(=0) unu S

(=0),.

18. Coenunenue no 11. 17, B koTopoM Rg o3Hauaetr H; Rg o3Hauaer -CN; u R; o3Haudaer
L-J.

19. Coegunenue 1o 1. 18, B kotopoM Ry o3Hauaer C3-Cg muxmnoankuil, Cg-Cip apuin wium
C;-Cy, rerepoapui.

20. Coeaunenue 1o 1. 19, B koTopoM R5 03HAUAET UUKIIONPOTTUI WK (HEHWUIT.

21. Coenunenue 1o 1. 17, B kotopoM Rg 1 Rg o3HauaroT H; u R; o3nauaer T-W.

22. CoenuHenue mo 11. 21, B kotopoM T o3HaUaeT CBSI3b, 3aMEIICHHBIN UIW HE3aMEeIIIEHHBIM
C1-Cg anKuiIeH WK 3aMelleHHBIN Win He3aMelleHHbIN C3-Cg HIMKITOATKUIICH.

23. Coeaunenue 1o 1. 22, B kotopoM T o3HavaeT -CHj-; 1 W o3HauaeT NR,5R .

24. CoenuHeHue 1o 11. 23, B KOTOPOM Ry5 03HauaeT H, 3amelieHHbIN WM HE3aMEellleHHbIN
C-Cg ankui, 3aMeleHHbIN Wiy HezaMmeleHHbI C3-Cg IMKITOANIKWT; U Ry 03Hauvaer
3aMeLIEHHbIN WM He3aMelleHHbIH C3-Cg NUKITOAIKWII, 3aMELIEHHBIN WM He3aMEeILEHHbIN
C-Cg rerepoalikuil, 3aMelIeHHBIN WK He3aMeleHHbIH Cy-Cy reTeponrKIoankul,
3aMelIeHHbIN WK He3aMmeleHHbIN Cg-Cj o apuil WK 3aMelleHHbIN Ui He3aMeleHHbI C3-Cp

reTepoapul.
25. Coeaunenue 1o 1. 24, B KOTOpoM R,s o3HavaeT -CHj3; U Ry 0O3HaUaeT 3aMeNIeHHBIM

win HezaMeleHHbIN C3-Cg UKIT0aTKUIL.

26. CoenuHenue, umerolree CTpykTypy dopmyssr (I10):
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(R24)n Rao

NH;
x—N
L 0
N N
(N
P Rs
®opmyana (I1I);

rmae
A 03HayaeTt apuil, reTepoapu, HIMKIOAJTKUI UM TETEPOIMKIIOATKWIT;
R, o3nauaer H, ranoren, -CN, -CF3, -NO,, -OH, 3ame1ieHHbli W1 He3aMelEeHHbII

C-Cganxui, -N(R»1)C(=0)R53, -C(=0)N(R5)(Rpy), -O-(C-Cgankuin), -O-ankuiieH-OR,y,
-CO,H, -O-ankunen-CO,H, -O-ankuneH-C(=0)N(R,)(R»,) umu -N(R51)C(=0)N(R»1)(R»»);

Ry, B KQXIOM cillydyae He3aBUCMMO, o3HavyaeT H, 3aMeleHHbIN UM He3aMEeIleHHbIN
C-Cgankun uiv 3aMereHHbl i HezaMeeHHbIN C3-CglMKI0aIKuIII;

Ry7, B KQXKI0OM cilydyae He3aBUCMMO, o3HavyaeT H, 3aMeleHHbIN UM He3aMelleHHbIN
C-Cgankun wiv 3aMelieHHbI il HezaMeleHHbIN C3-CglUMKI0aIKWUIT;

R»3, B KQXKIOM cilydyae He3aBUCMMO, O3HAYAET 3aMELICHHBIN WU HE3aMEILEHHbIA
C;-Cganmkui1 M 3aMeleHHbIN Win He3aMelleHHbIN C3-CgLMKIIOANKuI;

Ry4, B K&XJIOM ClIyyae HE3aBUCUMO, O3Hauaer rajiorel, -CN, -NO,, -OH, -OCF3, -OCH,F,
-OCF,H, -CF3, -SRy 1, -N(R1)S(=0)2R23, -S(=0)2N(R31)(R22), -S(=0)Ry3, -S(=0),R»3, -C(=
O)Ry3, -OC(=0)Ry3, -COzRy 1, -N(R31)(Rp)), -C(=0)N(R21)(R22), N(R7)C(=0)R23, -N(Ry)C
(=0)OR»,, -N(R51)C(=0O)N(R»1)(R»7), 3aMeILICHHBI WX HE3AMEIIEHHbIN AJIKWII, 3aMEILIEHHBIA

WJIM HE3aMELIEHHBIN aJIKOKCH, 3aMEILEHHBIN WK HE3aAMELIEHHBINA '€ TEPOATIKUII, 3aMELIEHHBIN
WJIM HE3AMELIEHHBII FeTEPOLUKIIOATKHUII WY 3aMELLIEHHBIA WA HE3aMEIIEHHBIA LIUKITOATKUIT;
p o3Hauaet 0-2;
n o3Hauaet 0-4;
R; o3HauaeT HeoOsA3aTEIbHO 3aMEIICHHBIN aJIKWII, HE00S3aTeIbHO 3aMEeIlIeHHbIN

IIMKJIOAJIKHIT, HEO0OSI3aTeIbHO 3aMEIIIEHHBIN I'eTEPOLMKIOAIKUI, He00S3aTEIIbHO 3aMEIIICHHBIMN
apwi1, HeoOs13aTeIbHO 3aMelleHHbIN rerepoapu, -(C=0)C;-Cg ankui, -(C=0)ORy4, -(C=0)

~§-Y——z Re
NR4R4, —(C=O)SR4, —G—X, nJIn >:<
Rs Rz;

;
G o3HayaeT HeoOA3aTENBHO 3aAMELIEHHBIN IeTEPOLMKIIOATKII, HE0O0A3aTENbHO 3aMEIIEHHBIN
apwI WIKA HEOOsI3aTEIbHO 3aMEILEHHBIN FeTepOoapul;
X 03HayaeT HeoOsI3aTEIbHO 3aMEILEHHBIN MKIIOAIKWIT; HEOOS13aTEIbHO 3aMEILIEHHBIH
reTepOLMKIIOATIKUII; HEOOSI3aTEIbHO 3aMEILEHHbIN apuil, HE00S3aTEIbHO 3aMeILeHHbIN
rerepoapuil, -ORy, -SRy4 nmm -NRyRy;

R*, B xaxzoM ciyvae HezaBucuMo, o3HauaeT H, C-Cg ankui, C,-Cg retepoankui, C3-Cg

IUKJIOAJIKWII UIIH C2—C6 ICTCPOUUKITOAIIKHIT;

Y o3HauvaeT HeoOs3aTeILHO 3aMEIICHHYIO TPYIIY, BRIOpaHHYIO U3 aJIKWIIa, TeTepoasiKuia,
IMKJIOATKMIIA, TeTePONMKIIOAJIKMIA, apHuila M reTepoapuia;

Z o3nauaet C(=0), OC(=0), N(R,1)C(=0), C(=S), S(=0),, OS(=0), unmu N(R,;)S(=0),, rae
X O3Haydaet 1 mim 2;
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Rg o3Hauaer H v L-J-W;

R7 u Rg, He3aBucuMo, o3Havarot H wim L-J-W; wim R; u Rg coBMecTHO 00pasyroT cBs3b;

L 1 J, KaXX1plii HE3aBUCUMO, O3HAYAIOT CBSI3b, 3aMELIEHHBIN WM He3aMeleHHbIH Ci-Cg
AJIKWJIEH, 3aMEILEHHbIN win He3aMeleHHbIN C3-Cg LIMKITOAIKUIIEH, 3aMEIIEHHbIN WIN
HezaMeneHHbIN C-Cg rerepoalikuieH, 3aMeleHHbIN Wik He3aMeleHHbIH Cy-Cy
FeTEPOLMKIIOATKUIIEH, 3aMEILIEHHbIN Uu He3aMellleHHbIN Cg-C 1y apuiieH, 3aMeleHHbIN WK
HezaMeneHHbI C3-Cq, rerepoapuiies, -CO-, -O- wiu -S-;

W osnauaer H, -CN nmu NRysRyg;

Rys5 1 Ryg, Kaxkablii HE3aBUCUMO, 03HauaroT H, 3ameniennsiit uim HezameneHHbI C-Cg
AJIKWJI, 3aMEIIeHHbIA Wiy He3aMmeleHHbIH C3-Cg IUKIIOANIKWIL, 3aMEIEHHBINA WU
HezaMeneHHbI C-Cg rerepoalikuil, 3aMeleHHbIN Wik He3aMeleHHbIH Cy-Cy
TFeTEPOLMKIIOAKII, 3aMEILEHHbIN UK He3aMmelleHHbINH Cg-Cy apuil MM 3aMELIEHHBIA WU
HezaMeleHHbIR C3-Cqy rerepoapui; Wi Rys v Ryg COBMECTHO € aTOMOM a30Ta, ¢ KOTOPBIM

OHWU CBSI3aHBI, 00PA3YIOT reTEPOIUKIOATKIIIBHOE KOJIBIIO;
WK ero (papManeBTHUECKH ITpUeMiIeMast CoJlb.
27. CoemMHEHME T10 I1. 26, B KOTOPOM A O3Ha4aeT (PeHUII.

-§-Y—z Re
28. Coeaunenue 1o 1. 27, B KOTOpoM R3 o3Hauaet >—_—_—<
Rg Ry

29. Coeaunenue 1o 1. 28, B kotopoM Z o3Hauaetr C(=0), NHC(=0), N(CH3)C(=0) nmu S
(=0),.

30. Coeaunenue 1o 1. 29, B koTopoM Rg, Ry 1 Rg o3Hauaror H.

31. Coenunenue 1o 1. 29, B KoTopoM Rg o3Hauaer H; Rg o3Haugaer -CN; u Ry o3Hauaer
L-J-W.

32. Coeaunenue 1o 1. 31, B koTopoM Ry o3nHauaetr C3-Cg muxmnoankuil, Cg-Cjy apui wium
C5-C, reTepoapuit.

33. CoeauHenue 1o 1. 32, B KOTOPOM R7 03HAUaeT UUKIIONPOIUI WK (hEeHUII.

34. Coenunenue 1o 1. 29, B KoTopoM Rg 1 Rg o3nauatotr H; u R; o3nauaer L-J-W.

35. Coequnenue 1o 1. 34, B KOTOpoM L 03HavaeT CBSI3b, 3aMELLEHHBIN UM HE3aMEIeHHBIN
C-Cg ankuieH Wiy 3aMelleHHbI wim HezaMelleHHbIN C3-Cg LMKII0aIKUiIeH; U J o3Havaer

CBSI3b, 3aMEICHHBIN UK He3aMelleHHbIN C-Cg aJIKMIIeH, 3aMEeHHBIN WM HE3aMEILeHHbIN
C3-Cg LMKIIOAIKWIIEH, 3aMELIEHHbIA UK He3aMelleHHbIN C-Cg rerepoakuiieH, 3aMeIeHHbIN
WM He3aMmelleHHbINH Cy-Cq reTepOUUMKIIOaNIKUIIEH, 3aMEILeHHbIN WiIu He3aMenleHHbI Cq-Cp
ApWJIEH UJIM 3aMEILEeHHbINA WK He3amelleHHbI C3-Cy, rerepoapuieH.

36. CoenuHenue no 1. 35, B koTopoM L 03Hauaet cBa3b; J o3Hauaet -CH,-; u W o3Havaer
NR25R 6.

37. CoenuHeHue 1o 11. 36, B KOTOPOM Ry5 03HauaeT H, 3amelieHHbIN WM HE3aMEILEHHbIN
C-Cg ankui uiny 3aMelleHHbIi Wi He3aMeleHHbIN C3-Cg IMKITOaNKWI; U Ry 03HAauaer
3aMeLIEHHBIN WM He3aMelleHHbIN C-Cg alKu, 3aMenieHHbIN Wi He3aMeleHHbINH C3-Cg
LMKJIOAJIKWIIL, 3aMEIEHHbIN WK He3aMeleHHbIN C-Cg rerepoalikuil, 3aMeleHHbIN Wi
He3aMeleHHbIH Cy-C7 reTepOoLMKIOAIKII, 3aMEILeHHbIN Uin He3aMmelleHHbId Cq-Cjy apun
WIM 3aMELIEHHBIN WM He3aMelleHHbIH C3-C, reTepoapuil.
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38. CoenunHenue 1o 1. 37, B KOTOpoM Ry o3HauaeT H, ranoren, -CN, -CF; 1 3aMeleHHbIN
M HezaMeleHHbIN Ci-Cgankui.

39. CoenvHeHue, UMEIOIIEE CTPYKTYPY:

OPh Ph Ph
NH2<;f> NH, NH2<;f;

)I =0 \ "i "o N r‘iJj:NFo Q

N NN -
Q SO s % g 3~
N , N ,
OPh Ph OPh
NHZQ NHzé NH2®
(o ' S
{ - (- =0 \ t Lo ¥

53 @w

3

2
NHZQ \, “d\)t[Nﬁo

ﬁ)\INﬁo Q v
et Qﬂ Lt

: 3 O :
OPh OPh
NH,
NN NH, NH,
ii:[ =0 X—N XN
N"TN L =0 N L =0
QB )
N O
\ N N
/NW(NV/\ \ﬂ/'Q%/\N/Zk W/§b/\N/£7
0 , o I o r
OPh OPh OPh

NHZQ NH2® NHZQ

XN N N
(o, U, Ul D

QN%J\/N\Q Q N~ N b\NO)\\/\/N\

-

Z
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XN N
'\iN/ N X U =0 <
Q N~ N Q , N~
@\N»\/\/ N»\/\/

N : Qs NJ\,IN>=0 <LN_
Q»—ﬂ § bo "

NH
NS N <L \2N
LA =0 M_/v— '\i N N>=o y__/j_
N ®) /
N
Q \ QM
Ph OBn

Nsz NH,

N
N Nl "i\ >=o J

N~
QN Z H\ Q W
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40. CoenvHeHUE, UMEIOLIEE CTPYKTYPY:

| |
NH2 NHgé/ NHzé

e =0 (o

g gt TR

Ci Cl
O NHZQ NH2®
\ XN XN
NH, N 1 o "lf\ 1o
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O X ) N
&N/ N>=O ’\i)j:Nﬁo r\fk)ﬁ:NPO H\N, N>=O
G N b%\/ S &
N A
LA N QN\M b

O
5 NH,
0.
\ \ XN
NH, NH, U L =0
XN \ XN \ -
U =0 ~ .)I =0 N— YN
NN o>_//—ﬂ NN} N
\
QN\ QNH /
0 0
—\—OMe , _\—OMe U 7o ; WIM ero

WK ero apMaleBTUUYECKU TPUEMIIEMAst COJIb.

41. @apmaneBTUYECKasi KOMIIO3MIIUS, CO/IepIKaIlas TepaneBTUIecku 3(hPeKTUBHOE
KOJIMYECTBO COEIMHEHHUS 11O T1. 1, Uitn ero papMaleBTUUECKH PUEMIIEMOM COJIH,
(hapManeBTUUECKH TPUEMIIEMOTO COJIbBATA, (hapManeBTUIECKU TPHUEMIIEMOTO MTPOJIEKAPCTBA
¥ (papMalEeBTUUECKU MPUEMIIEMbIN 3KCLUITUEHT.
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