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1. Coenunenue, Hpe)ICTaBJ'ICHHOC CcTpyKTypHOU popmyitoii (1):

AL

X2
g ),

€ro TayTOMEP HJIX COJIb, I'IC:

KaXIbIN N3 7! u 7% nesaBucumo BrIOUpatoT u3 N u CR, rae

110 MEHBIIIEU Mepe, OJIUH U3 Z1 U 22 npeacrasiseT coboit CR, a
KaX1pIi R He3aBUCHMO BBIOMPAIOT U3 BOJIOpOAa, rasiorena, -OH, -C=N, ¢rop3amennieHHOTO
C;-Cyankuna, -O-(Cy-Cy)prop3amertieHHOT0 ankuia, -S-(C-C,)pTop3amMenieHHOro ajJkuia,

C-C4 ankuna, -O-(C-Cy)ankuna, -S-(C;-Cy)ankuna, (C3-Cy)uuxnoankuia, (C;-Cy)ankui-
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NR>)(R?), -O0-CH,CH(OH)CH,OH, -O-(C;-C3)ankui-N(R*)(R?) u -NR*)(R?);
W BbIOMpatoT U3 -O-, -NH-, -N(C;-Cy)ankumna, -S-, -S(0)-, -S(O), u —C(R6)(R6)-, a KaXXJIbIi
RO HesaBucumo BbIOMparoT U3 Bojopoaa, C-Cy4 ankumna u propzamenieHHoro C,-Cy ankuna,

win 182 RS, CBS3aHHBIX ¢ OXHNM 1 TeM ke ATOMOM yIJIepo/ia, B3AThl BMECTE C 00pa30BaHUEM
=0,

R! BBIOMPAIOT U3 KapOOIMKJIA U TeTePOIUKIIA, T/Ie R! Heobs3aTEBHO 3aMelleH OIHUM
uim 60Jiee 3aMECTUTENISIMUA, HE3aBUCUMO BbIOpaHHBIMU U3 rajiorena, -C=N, C;-C, ankuna,
=0, C5-C; muxmnoankuna, prop3ameriernoro C;-C, ankuna, -O-R3, -S-R, -(Cy-C4 anmkuin)-
NRHR?), -NR*)(R?), -0-(C;-C4 anxun)-NR>)(R?), -(C-Cy4 ankun)- O-(C;-C, ankui)-
N(R3)(R3 ), —C(O)—N(R3 )(R3), u -(Cy-Cy4 anxun)-C(O)- N(R3)(R3 ), ¥ KoTaa R! MpEACTaABIISIET
cobOoti heHmII, R! Taxske HeoGA3aTENBHO 3aMelneH -O-(HaChIIEHHBIM IeTepOoIuKIoM), -O-(
(dbTop3aMenIeHHBIM HACBIIIIEHHBIM reTepokiioM), Ci-C4 amKuI3aMennieHHbIM HAaChIIIIEHHBIM

TeTEPOLMKIIOM, 3,4-METHICHTMOKCH, (PTOp3aMeieHHbIM 3,4-METHUIICHIUMOKCH, 3,4-3THIICHTUOKCH
WM pTop3aMeNnieHHbIM 3,4-3TUIEHIUOKCH,

R? BBIOMPAIOT U3 KapOOIMKJIIA U FETEPOLUKIIA, T]I1e R? HeoG3aTeNBHO 3aMELLEH OTHIM
Wi boiee 3aMECTUTCIISAMU, HE3ABUCUMO BbI6paHHBIMI/I N3 rajJorcHa, —CEN, CI—C4 aJIKuJia,
C3-C; muxnoankuna, C;-C, prop3aMerieHHOro ajikuia, —O—R3, -S-R’ , —SOz—R3, =0, -(C;-Cy
amxwn)-NRY)R?), -NR*)R?), -0-(C;-C, anxun)-NR*)R?), -(C-C, anxun)- O-(C;-Cy4 anxun)
NR*)R?), -C(0)-NR?*)R?), -(C;-C4 anxmn)-C(0)- N(R*)(R?), -O-permna, pernna, u Broporo

reTepoNMKIIa, U KOT1a R? MpEACTABIISIET COOOM (PeHUIT, R? Taxske HeOOA3aTENBHO 3aMeEIIeH -
O-(HACBIIIICHHBIM TE€TEPOIUKIIOM), 3,4-METUIIEHAMOKCH, (PTOp3aMeIieHHBIM 3,4-METHIIEHIUOKCH,
3,4-3TUITEHMOKCH WITH (pTOp3aMeIIeHHBIM 3,4-3TUIIEHIMOKCH, TJIe JTF000M (heHWIT, HACHIITICHHBIN

T€TEPOLHKII, UJIA BTOPOW I'€TEPOLUKINYECKUNA 3AMECTUTEIb R? HeoGs13aTeIbHO 3aMelleH
rajoreHoM, -C=N, C;-C, ankuiiom, prop3amemeHabiM C-C, ankumnowm, -O-(C;-C,)

dbrop3amernieHHbIM aKuIoM, -O-(C;-Cy) ankunowm, -S-(C-C,) ankuiom, -S-(C-C»)
drop3amemieHHbpIM ankuioMm, -NH-(C-Cy) ankunom, u -N-(C-Cy), aakuiiom;

Kak/IpIH R> He3aBHCHMO BHIGHPAIOT U3 BOgopona 1 -C 1-C4 ankuia; i

nBa R? B3STBI BMecTe ¢ aTOMOM a30Ta, C KOTOPBIM OHH CBSI3aHBI, ¢ 0Opa3oBaHueM 4-8-
YJIGHHOT'O HACBIIIIEHHOT O TeTEPOIMKIIA, HEOOSI3aTETbHO COAEPIKAIIIETO OVH TOTIOTHUTETHHBIM
rerepoatoM, BeIOpaHHbId U3 N, S, S(=0), S(=0), u O, rue:

B ClIy4dae, Korjaa R’ MPeICTABIISIET COOOM alKuJI, TaHHBIN aJTKUIT He00s3aTeIbHO 3aMeIleH
OJHUM WK OoJ1ee 3aMecTUTeNsIMu, BeiopanHbiMu U3 -OH, dtopa, -NH,, -NH(C-C, ankuna),
-N(Cl-C4 aJIKI/IJI)z, -NH(CHzCHzoCHg,) nin -N(CH2CH20CH3)2, a

KOTJa JIBa R B3aTHI BMECTe ¢ aTOMOM a30Ta, C KOTOPBIM OHU CBSI3aHbI C 00pa30BaHUEM

4-8-4JIeHHOT O HACBIILIEHHOT O TeTePOLMKIIA, JAHHBINM HACHIILIEHHBIN TeTePOLMKI HE00S3aTEIbHO
3aMellieH 1o 1rooomy atomy yriepoaa -OH, C,-C4 ankuiiom, propom, -NH,, -NH(C{-C4
ankuioMm), -N(C;-C4 ankunom),, -NH(CH,CH,OCH3) unu -N(CH,CH,OCHj3),; u
HE00s13aTeNIbHO 3aMelleH I10 JTII0O0MY CTOCOOHOMY K 3aMEIIEHUIO ATOMY a30Ta BOJIOPOIOM,
C,-C,4 anmkunom, prop3amerieHHbiM C1-Cy ankunom, wiu -(CH,),-O-CHs;
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p paBeH 1, 2 wm 3;

X2 BbIGupator u3 -C(=0)-, -C(=0)-O-#, -C(=0)-CR*R>-, -S(=0)-, -S(=0),-#, -S(=0)
~CR*R’-#,-5(=0),-CR*R’-#, -C(=S)-%, -C(=S)-CR*R>-&, -C(=0)-NH-&, -C(=S)-NH-, -S
(=0)-NH-#, -S(=0),-NH-&, -CR*R-NH-#, -C(=NR*)-NH-, -C(=0)-NH-CR*R>-,
-CR*R’-NH-C(=0)-#, -CR*R’-C(=S)-NH-#, -CR*R’-S(0)-NH-, -CR*R>-S(0),-NH-é, -
CR*R’-0-C(=0)-NH-#, it -CR*R’>-NH-C(=0)-O-, r1i¢:

% npeacTaBisieT cOOOM MECTO, IO KOTOPOMY X2 cesan c R a

kaxaei R u R Hesasucnmo BbIOMpatoT u3 Bojoponaa, C;-Cy ankuna, -CF3 u (C-Cy
ankuin)-CF5.

2. CoeauHeHue, MpeAcTaBIeHHOE CTPYKTypHOU hopmyrori (IV):

R11 R12

ZZ
R6 \Z‘I
R® | )\
b N / 2
I N R
X2
~N
R’ av),
€ro TayTOMED WJIU COJIb, TJIe
KaXIbIA U3 7' u 72 uezaBucumo BbIOMpatoT u3 N u CR, rae

10 MEHBIIEN Mepe, OIUH U3 Zl )51 22 npeacrasiseT coooit CR; a
KKIbIM R He3aBUCMMO BBIOMPAIOT U3 BOAOpoa, rajorena, -OH, -C=N, ¢prop3amenieHHOro
C;-C, ankwuna, -O-(C-C,) dpTop3amenieHHOro aakuia, -S-(C;-C,) hTop3aMenneHHOTO allKuiIa,

-C-Cyankuna, -O-(Cy-Cy) ankuna, -S-(C;-Cy) ankuna, C3-Cy uuknoankuia, -(C;-C,) ankui-
N(R?)(R?), -O-CH,CH(OH)CH,OH, -O-(C;-C3)anxui-N(R*)(R?), n -N(R*)(R?);

rRU BBIOMPAIOT U3 rajioreHa, a R!? BBIOMPAIOT U3 BOJIOpOJa, rajoreHa, C;-Cy ankuna u
¢ropzameriennoro C;-Cy ankuna,

KaKIbIN R® HesaBucumo BbIOMpAIOT U3 Bojiopoja, Ci-Cy4 ankuia u Top3aMelieHHOro

C,-C, anmkuia, Wiy 1Ba R6, CBSI3aHHBIC C OJTHUM U TEM K€ aTOMOM yTIJIepOAa, B3sIThl BMECTE
¢ oopazoBanuem =0,

R! BBIOMPAIOT U3 KapOOIMKJIIA U FeTePOLUKIIA, T]I1e R! HezaBucumo 3amernen oHUM UM
0oJiee 3aMECTUTENISIMU, HE3aBUCUMO BBIOpaHHBIMU U3 TajioreHa, -C=N, -C,-C4 ankuina, =0,

C5-C5 nukinoankuna, propzamemiennoro Cq-C, ankuna, -O-R?, -S-R®, -(C4-Cy4 anxun)-
NRHR?), -NR*)(R?), -0-(C;-Cpanxnn-NR>)(R?), -(C-C, ankun)-O-(C;-C, ankun)-
NR)R?), -C(0)-NR*»)R?) u -(C-Cy4 ankun)-C(O)-NR}R?), u xorna R! npeacrasuser

coboi1 heru, R! Taxske HeoGA3aTENBHO 3aMelIEH -O-(HaACBIILIEHHBIM TETEPOIUKIIOM), -O-(
(dhTop3aMeleHHBIM HACBIIIIEHHBIM reTepouukiioM), C;-Cy aTkua3aMenieHHbIM HACHIITIICHHBIM

TeTePOIMKIIOM, 3,4-METUICHIMOKCH, (PTOp3aMeIieHHBIM 3,4-MeTHUIICHIUOKCH, 3,4-3TUIICHIMOKCH
WM (PTOP3aMEIIeHHBIM 3,4-3THIICHIUOKCH,
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R? BBIOMPAIOT U3 KapOOUMKIIA U TeTePOLMKIIA, TIe R? He3aBHCHMO 3aMeIleH OXHUM HIII
0oJ1ee 3aMeCTUTENSIMU, HE3aBUCUMO BbIOpaHHBIMU U3 rasiorena, -C=N, -C;-C4 ankuna, C3-C;

muktoankuna, C-C, pTop3aMenieHHOro ajJkuia, —O—R3, —S—R3, —S(O)z—R3 , =0, -(C4-C4 anxun)
NR)R?), -NR*)R?), -0-(C-Cyamxun-NR>*)R?), -(C;-C, ankmn)-O-(C-Cy ankun)-

NR})R?), -C(0)-NR>(R?), -(C;-C ankun)-C(O)-NR*)(R?), -O-pennna, pennna, u Toporo
T'STCpOoUUKIIa, a4 KOraa R2 MMpCaACTaBIIsACT coboit (bCHI/IJ'I, R2 TaKXe HEOOI3aTEIBLHO 3aMCUICH -

O-(HACBIIIICHHBIM TE€TEPOIUKIIOM), 3,4-METHUIIEHAUOKCH, (PTOp3aMeIIeHHBIM 3,4-METHIIEHIUOKCH,
3,4-3TUITEHMOKCH WITH (pTOp3aMeIIeHHBIM 3,4-3TUIIEHIMOKCH, TJIe JTF000M (heHWIT, HACBIITICHHBIN

T€TEPOLHKII, UJIA BTOPOW I'€TEPOLUKINUYECKUNA 3AMECTUTEIb R? HeoGs13aTeIbHO 3aMelleH
rajoreHoM, -C=N, -C-C, ankuiom, ¢propzameriieHHbIM C;-C, ankuiioM, -O-(C-C»)

drop3amernieHHbIM aKuIoM, -O-(C;-Cy) ankunowm, -S-(C-C,) ankuiom, -S-(C;-C»)
drop3amemieHHbIM ankuinoM, -NH-(C-C,) ankuimom u -N-(C-Cy), ankumnowm;

Kak /b1t R> He3aBHCHMO BHIGHPAIOT U3 Bogopona 1 -C 1-C4 ankuina; i

IBa R B3aTHI BMecTe ¢ aTOMOM a30Ta, C KOTOPBIM OHHU CBSI3aHBI, C 00pa3oBaHUEM 4-8-
YJICHHOT'O HACBIIIIEHHOT' O T€TEPOIMKIIA, He0Os3aTEeILHO COACPIKAIIETO OAWH JIOTTOJTHUTEIbHBIN
rerepoatoM, BeIOpaHHbId U3 N, S, S(=0), S(O), u O, rue:

B CclTyJae, Koraa R? MPEACTABIISICT COOOM aJIKWII, JAaHHBIN aJIKUJI He0OSI3aTeIIbHO 3aMEIleH
OJTHUM WK O0J1ee 3aMeCcTUTENsIMU, BeIOpanHbiMu U3 -OH, dTopa, -NH,, -NH(C,-C, ankuna),

-N(Cl-C4 amq/m)z, -NH(CHzCHQOCH:J,) u —N(CHzCHzOCH3)2, a

B CiIyuae, KoTia JiBa R? B3sTBI BMEcTE ¢ aTOMOM a30Ta, ¢ KOTOPBIM OHH CBSI3aHBI, C
00pa3zoBaHUeM 4-8-4JIEHHOT'O HACBIIIICHHOTO TeTePONUKIIA, JaHHBIN HACHIIIICHHBIN I'eTEPOLUKIT
Heo0s3aTeIbHO 3aMellleH 1o JTrobomy atomy yriepoaa -OH, -C-C, ankuniom, propom, -NH,

, -NH(C-C4 ankunom), -N(C;-Cy4 ankunom),, -NH(CH,CH,OCH3) unu -N(CH,CH,OCHj3),;

Y HeoOs13aTeJIbHO 3aMeELIEH 110 JTI000MY MOAXOAAIIEMY IJIs 3aMELIEHUs ATOMY a30Ta
BostopoaoM, -C;-Cy ankuiiom, prop3amenieHHbiM Cq-Cy ankunoM, wiu -(CH»,),-O-CHs;

p paBHO 1,2, unu 3, a

X? BEIGHpatoT u3 -C(=0)-%, -C(=0)-O-%, -C(=0)-CRR -, -S(=0)-, -S(=0),-%, -S(=0)
-CR*R’-#,-5(=0),-CR*R’-#, -C(=S)-, -C(=S)-CR*R>-%, -C(=0)-NH-&, -C(=S)-NH-, -S
(=0)-NH-#, -S(=0),-NH-&, -CR*R’-NH-#, -C(=NR*)-NH-, -C(=0)-NH-CR*R>-,
-CR*R’-NH-C(=0)-#, -CR*R>-C(=S)-NH-#, -CR*R’-S(0)-NH-, -CR*R>-S(0),-NH-#, -
CR*R>-0-C(=0)-NH-# n -CR*R’-NH-C(=0)-O-%, B KOTOPBIX:

% npecraBisieT cCOOOM MECTO, IO KOTOPOMY X2 ceszan c R a

KaKObIN R*u R He3aBucHMO BbIOMpatoT u3 Bogopoaa, C;-C4 ankuna, -CF; u (C-C;

ankun)-CFs.

3. CoenuHenue, MpeACTaBIEHHOE CTPYKTYpHOM hopmyitoit (V):

Crp.: 4
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N

Z

R6 W | \ Z']
R =
J\ N )
(0) NH
R* R’
5
R V),

€ro TayTOMEP WJIU COJIb, IJIe
KaXKIbINA 7' u 72 uesaBucumo BbIOMpatoT u3 N u CR, rje

10 MEHBIIIEN Mepe, OJIUH U3 7' w72 npeacrasisieT coooi CR; a
KaXXblii R HE3aBUCHMO BBIOUPATIOT U3 BOAOPOIa, rasioreHa, -OH, -C=N, ¢prop3aMenieHHOTro
C;-C, ankuna, -O-(C-C,) ¢pTop3aMenieHHOro ajakuia, -S-(C;-C,) hTop3ameiieHHOTO ajlkuia,

-C-Cyankuna, -O-(C-Cy) ankuna, -S-(C;-Cy) ankuna, C3-Cy nukinoankuia, -(C-C,) ankui-
N(R?*)(R?), -O-CH,CH(OH)CH,OH, -O-(C-C3)anxun-NR*)(R?), u -NR}H)R?);
W BbIGHpatoT u3 -O-, -NH-, -N(C;-C, ankuna), -S-, -S(0)-, -S(0),- u -C-R%)R%)-, a
kasbiit R® Hesasucumo BBIOMPAIOT U3 BOJIOPOJA, rajoreHa, C;-Cy ankuna u
¢drop3amenienHoro C;-Cy4 ankumna, wim asa R®, CBSI3AHHDIX C OXHUM U TEM JKe ATOMOM

yrjiaepoaa, B3Tbl BMCCTC C O6p330BaHI/ICM =O,

R! BBIOMPAIOT U3 KapOOIMKJIA U TeTePOIMKIIA, T]Ie R! HeoGs3aTenbHO 3aMelleH OQHUM
WK 0oJiee 3aMeCTUTENSIMU, HE3aBUCUMO BbIOpaHHBIMU U3 rajioreHa, -C=N, -C-C,4 ankuna,

=0, C3-C5 nuknoankuia, ¢prop3ameniennoro C-C, ankuna, -O-R? -S-R?, -(C 1-C4 amxun)-
NR)(R?), -NR*)(R?), -0-(C;-Cpanxun-NR>)(R?), -(C;-C, ankun)-O-(C;-C ankun)-
NR(R?), -C(0)-NR*R?) u -(C-Cy4 anxun)-C(O)-NR*)(R?), u xorna R! npeacrasnser

coboi1 penu, R! Taxske Heobs3aTENBHO 3aMelIEH -O-(HACBILLIEHHBIM TE€TEPOLUKIIOM), -O-(
(dbTop3aMelIeHHBIM HACBIIIIEHHBIM reTepokiioM), C-C,4 amKua3aMenneHHbIM HaChIIIIEHHBIM

TeTePOIMKIIOM, 3,4-METUIICHIUOKCH, (PTOp3aMeIieHHbIM 3,4-MeTHUIICHIMOKCH, 3,4-3TUIICHTMOKCH
W (pTOp3aMeNIeHHbIM 3,4-3TUIIEHIMOKCH,

R? BBIOMPAIOT U3 KapOOIMKJIa U TeTePOIMKIIa, TJIe R? He06g3aTeIbHO 3aMeIleH OTHUM
WM 0oJjiee 3aMeCTUTENSIMU, HE3aBUCUMO BBIOpaHHBIMU U3 TajioreHa, -C=N, -C-C,4 ankuna,

C3-C; nuknoankuna, C1-C, pTop3aMeieHHOTO ajJKuia, -O-R?,-S-R?, —SOz—R3, =0, -(C;-Cy4
anxwn)-NR*)(R?), -NR>)(R?), -0-(C;-Cy anxun)-NR})R?), -(C;-C, anxun)-O-(C,-C, anxun)
NR*)R?), -C(0)-NR}R?), -(C;-C, anxmn)-C(O)-NR*)R?), -O-¢pennna, dperua u BToporo

reTepoluKiia, U Koraa R? MpeJICTaBIIsIeT coO0oM heHuI, R? Taxke He0OA3aTENBHO 3aMeEIICH -
O-(HACBIIIICHHBIM T€TEPOIMKIIOM), 3,4-METUIIEHAUOKCH, (hTOp3aMeIIeHHBIM 3,4-METUIICHTMOKCH,
3,4-3TUIIEHAMOKCH WK (pTOp3aMeIIeHHBIM 3,4-3TUIIEHMOKCH, TJ1e JTF000M (DeHWIT, HACBIIIICHHBIN

TeTEePOLUKII, UJIM BTOPO TeTePOLMKINIECKUN 3aMECTUTEIb R? HeoGs3aTeIbHO 3aMeIIeH
rajgoreHoM, -C=N, -C;-C, ankuiioMm, prop3amenieHHbIM C1-C, ankunom, -O-(C;-C,)
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dbrop3amerieHHbIM aKuiIoM, -O-(C;-Cy) ankunowm, -S-(C-C,) ankuiiom, -S-(C;-C»)
drop3amemieHHbIM aKuiIoM, -NH-(C-C,) ankuimom u -N-(C-Cy), ankumnom;

Kak /b1 R> He3aBHCHMO BHIGHPAIOT U3 BOKOpona 1 -C 1-C4 ankuia; wim

Ba R3 B3STHI BMecTe ¢ aTOMOM a30Ta, C KOTOPBIM OHU CBSI3aHbI, C 00pa3oBaHUEM 4-8-
YJICHHOT'O HACBIIIIEHHOT' O T€TEPOLMKIIA, HEOOs3aTEILHO COACPIKAIIETO OAWH IOTTOJTHUTEIbHBIN
rerepoatoM, BeIOpaHHbId U3 N, S, S(=0), S(=0), u O, rxe:

B CclTydae, Koraa R? MPEACTABIISICT COOOM aJIKWII, JAaHHBIN aJIKUJI He0OsI3aTeIIbHO 3aMeIleH
OJTHUM WJTK OoJiee 3aMECTUTEIISIMU, He3aBUCUMO BbIOpaHHbIMU U3 -OH, ¢Topa, -NH,,

-NH(Cl—C4 aJIKI/IJIa), -N(Cl—C4 aHKI/IH)z, —NH(CHQCHzoCH:;) u -N(CHzCHzOCH:},)z, a

B ClTyJae, Korja JaBa R® B3STBI BMECTE C aTOMOM a30Ta, C KOTOPBIMU OHHU CBSI3aHBI, C
00pazoBaHUEM 4-8-UJIEHHOT'O HACBIIICHHOTO IeTEPONUKIIA, JAHHbIA HACIIICHHBIA e TEPOLUKIT
Heo0s13aTeIbHO 3aMellleH 1o Jrodomy atomy yriepoaa -OH, -C-C, ankuniom, propom, -NH,

, -NH(C-C4 ankunom), -N(C;-Cy4 ankunom),, -NH(CH,CH,OCH3) unu -N(CH,CH,OCHj3),;
Y He00s3aTeNIbHO 3aMELICH 10 JII0OOMY MOAXOSIIEMY IS 3aMEIIeHUs aTOMY a30Ta
BogopooM, -Ci-Cy4 anmkuiiom, prop3amenieHHbiM Cq-Cy ankuiom, umm -(CH,),-O-CHj;

p paBHO 1,2, unu 3, a

R* 1 R® B3s1ThI B7MecTe ¢ o0pazoBaHueM 3-6-4IEHHOI'0 HACBIIEHHOTO KapOOLUMKIIA WK

reTEPOLUKIIA.
4. CoenuHeHue, MpeAcTaBiIeHHOE CTPYKTYypHOM hopmyioit (VI):

R6 W \ 71
R® | )\
p T N R?
X2
S (VD),

€ro TayTOMED WU COJIb, TJIe
Ka K IbIN 7! u 72 uezaBucumo BeIOMpatoT u3 N u CR, rjae

10 MEHBIIEN Mepe, OTUH U3 Zl )51 22 npeacrasisieT coooit CR; a
KKIbIM R He3aBUCMMO BBIOMPAIOT U3 BOAOpoa, rajorena, -OH, -C=N, ¢prop3amenieHHOro
C;-C, ankuna, -O-(C-C,) ¢pTop3amenieHHOTo aakuia, -S-(C;-C,) hTop3aMennieHHOTO alKuia,

-C-Cyankuna, -O-(C-Cy) ankuna, -S-(C;-Cy) ankuna, C3-Cy nuknoankuia, -(C;-C,) ankui-
NR}R?), -0-CH,CH(OH)CH,OH, -O-(C;-Cy)ankun-NR*)(R?), u -NRH)RY);

W BbIOMpatoT u3 -O-, -NH-, -N(C;-C,4 ankuna), -S-, -S(0O)-, -S(0),- u -C-(R6)(R6)-, a KakJIbIi
R® HesaBHCHMO BHIGHPAIOT M3 BOAOPOAa, ranorena, Ci-Cy ankiia u (TOP3aMeLIeHHOTO

C,-C, anmkuna, Wiy 1Ba R6, CBSI3aHHBIX C OJTHUM U TEM K€ aTOMOM YIJIEPO/ia, B3SIThl BMECTE
¢ oopazoBanuem =0,

R! BBIOMPAIOT U3 KapOOIMKIIA U FeTEPOLUKIIA, T]Ie R! samewmen CITUPOOULIMKIIOM U R!
HE00s3aTeNbHO JIOMOJHUTEIBHO 3aMeIeH OJTHUM WU OoJiee 3aMEeCTUTEIISIMU, HE3aBUCHMO
BBIOpAaHHBIMU U3 rajorena, -C=N, -C-C,4 ankuna, =0, C3-C5 nqukinoankuna,
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dropzamemennoro C-C, ankuina, -O-R?,-S-R’, -(C-Cy anKI/In)-N(R3)(R3), -N(RS)(R3), -O-
(C-Cpankmi-N(R*)(R?), -(C1-C4 anxmn)-O-(C;-Cy anxun)-NR?*)(R?), -C(O)-NR>(R>) u -

(C1-Cy aJIKI/IJI)—C(O)—N(R3)(R3 ), M Korjaa R! MIpeJICTaBIIsSIeT coOO0M heHuI, R! Taxxke

HeoOs13aTenbHO 3aMellieH -O-(HaChIIeHHBIM reTepolukiIom), -O-( hTop3aMelieHHbIM
HACBIIIIEHHBIM reTepoukioM), C;-C, akua3aMeneHHbIM HACBIIIIEHHBIM T'€TEPOLUKIIOM, 3,4-

METUJICHIMOKCH, (PTOp3aMEeIIeHHBIM 3,4-METUIICHTUOKCH, 3,4-3TUIICHTMOKCH WU
¢dbTop3aMellieHHbIM 3,4-3TUIICHIMOKCH,

R? BBIOMPAIOT U3 KapOOIMKJIA U TeTePOIMKIIA, TIe R? HeoGA3ATENBHO 3aMELICH OXHAM
wim OoJtee 3aMeCTUTENISIMU, HE3aBUCUMO BBIOpaHHBIMU U3 rajiorena, -C=N, -C;-C, ankuna,
C3-C5 muxmoankuna, C-C, ¢TOp3aMelieHHOr 0 alKuia, —O-R3, S-R? , —SOZ—R3, =0, -(C1-Cy4
aHKHH)—N(R3)(R3), -N (R3 )(R3 ), -O-(C-Cy aHKI/IH)—N(R3)(R3), -(C-Cy4 anxun)-O-(C-Cy4 ankum)
NR*)R?), -C(0)-NR}R?), -(C;-C, anxun)-C(0)-NR>*)R?), -O-¢pennna, derua u BToporo

reTepoLMKIIa, U KOTAa R? MPEACTABIISIET COOOM (heHWIT, R? Tak:ke HEOOA3ATENHHO 3aMeIIeH -
O-(HACBIIICHHBIM TETEPOIUKIIOM), 3,4-METUIIEHAUOKCH, (PTOp3aMeIIeHHbIM 3,4-METUIIEHTUOKCH,
3,4-3THIIEHAMOKCH UM (PTOP3aMEIIeHHBIM 3,4-3TUIIEHIMOKCH, TJE JTF000M (PeHUII, HACBIIIIEHHBIN

TeTePOIMKII, WJTH BTOPO TeTePONMKINISCKUN 3aMECTUTEITb R? Heo6s3aTEIIbHO 3aMelleH
rajoreHoM, -C=N, -C-C, ankunom, ¢propzamerieHHbIM C;-C, ankuiioM, -O-(C-C»,)

dbrop3amerieHHbIM aKuIoM, -O-(C;-Cy) ankunowm, -S-(C-C,) ankunom, -S-(C-C»)
drop3amerieHHbIM aKuIoM, -NH-(C-Cy) ankunoMm u -N-(C-Cy), ankunowm;

KaskbIi R He3aBHCHMO BbIOMpaIOT U3 Bojgopojaa u -C-Cy ankumia; uin

nBa R B3aTHI BMecTe ¢ aToMoM a30Ta, ¢ KOTOPBIM OHH CBSI3aHBI, C 0Opa3oBaHueM 4-8-
YJICHHOT'O HACBIIIIEHHOT O TETEPOLMKIIA, He003aTeILHO COACPIKAIIErO OAWH TIOTTOJTHUTETbHBIN
rerepoatoM, BeiopanHbii u3 N, S, S(=0), S(=0), u O, rae:

B ClIyuae, Korja R’ MPEICTABIISIET COOOM aJIKWJI, TAHHBIN aJIKUII He00sI3aTEeIbHO 3aMeIleH
OJTHUM WK OoJiee 3aMecTUTeNsIMU, BbIOpanHbIMu U3 -OH, dTopa, -NH,, -NH(C,-C, ankuna),

—N(CI—C4 aJ'IKI/IJ'I)Z, —NH(CH2CH20CH3) )51 —N(CH2CH20CH3)2, a

B cllyyae, Korjaa JBa R® B3SITHI BMECTE C ATOMOM a30Ta, ¢ KOTOPBIMHU OHU CBSI3aHBI, C
00pa3zoBaHUEM 4-8-UJIEHHOT'O HACBIIIEHHOT' O TE€TEPOLMKIIA, JAHHBIN HACBIIIICHHBIN T€TEPOLMKIT
Heo0s13aTeIbHO 3aMelleH o JJrodomy atomy yriepoaa -OH, -C-C4 ankuiiom, propowm, -NH,

, -NH(C;-C,4 ankunom), -N(C;-C,4 ankui),, -NH(CH,CH,OCH3) unu -N(CH,CH,OCHj3),; u
Heo0s13aTeIbHO 3aMEIIIEH IO JITI0OOMY MOAXOIAIIEMY IS 3aMEILIEHUS aTOMY a30Ta BOJIOPOIAOM,
-C1-C4 anmkunom, prop3amerieHHbiM C1-Cy anmkumiom, umm -(CH,),-O-CHs;

p paBHo 1,2, unm 3, a

X2 BbIGupator u3 -C(=0)-, -C(=0)-O-#, -C(=0)-CR*R>-, -S(=0)-, -S(=0),-#, -S(=0)
~CR*R’-#,-5(=0),-CR*R’-#, -C(=S)-%, -C(=S)-CR*R>-&, -C(=0)-NH-&, -C(=S)-NH-, -S
(=0)-NH-#, -S(=0),-NH-&, -CR*R’-NH-#, -C(=NR*)-NH-, -C(=0)-NH-CR*R>-,
-CR*R’-NH-C(=0)-#, -CR*R>-C(=S)-NH-#, -CR*R’-S(0)-NH-, -CR*R>-S(0),-NH-, -
CR4R5-O-C(:O)-NH-Q u -CR4R5-NH-C(:O)-O-§, B KOTOPBIX:

% npejcraBisieT cOOON MECTO, IO KOTOPOMY X? cBsi3aH ¢ Rl; a
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kaskpiit RY u R Hezasrcumo BbIOMpatoT u3 Bogopoaa, C-Cy ankuina, -CF; u (C-C5

ankun)-CF3, u xorga X2 MpeJICTaBIIsIeT cCOOO -C(:O)-NH-CR4R5 -, R* u R> moxHO Takxke
B3STh BMECTE C 00pa30BaHUEM 3-6-UJIEHHOTO HACBIIIIEHHOTO KapOOIMKIIa UIU IeTepOLMKIIA.

5. CoenuHenue 1o arooomy u3 mi. 1-4, rae R! BBIOMPAIOT U3 TETEPOLMKIIA U ATTU(PATHUECKOTO
KapOOLMKIIA.

6. CoequHeHME 110 1.2, T1e KaXKIbIil U3 R'"uR!? BBIOMPAIOT U3 rajJoreHa.
7. CoeqrHEHHE TI0 1.6, TAe KaXXKIbIN U3 R''uR!? MpeCTaBIIsIeT cobol GTop.

8. Coemurenye 110 1.3 wn 4, rae R* 1 R B3siTb1 BMecTe ¢ 00pa30BaHUEM LUKIIOIIPOMUIIBHOTO
KOJIbLA.

9. CoenuHeHue 10 1.4, TJe COMPOOUIMKIT TPEACTABISIET cOO0M 4-4 reTepOOUUKIIL.

10. Coenunenue o 1.9, rae 4-4 reTepoOUIMKI ITPEJACTaBIIEH CTPYKTYPOI:

0. .0

o S OO

11. Coenunenue 1o 11. 1, T1e coeIMHEHNE TPEICTaBIIEHO JTI000H U3 CIIEIYIOIIMX CTPYKTYPHBIX
dhopmyit:

o)
EN NN |\
LI A
N"ONTTRZ SN NR2 N NOOR
X X X

N

~ ~

R R R’

CH,4 CH,4
O _N N HC o
T, =1L

o o o
N™ "N R? N" N R? N” N R?
X. X. X.
R’ R’ unu R1 .

2

12. CoenuHeHue 1Mo 1roodomy 13 mi.1-3, rae R! BBIOMPAIOT U3:

3
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S/

-COm T OO O D
-0 G I R
MQ%%DLn

rie R! HeoBs3aTebHO 3aMelIeH OTHUM HMITH GOJIee 3aMECTUTEISIMH, HE3aBICHMO
BBIOpAaHHBIMU U3 rajiorena, -C;-C, ankuna, propzameniennoro C;-C, ankuna, -(Cy-Cy4 ankuin)

NR)R?), -NR*)R?), -C(0)-NR*(R?), =0 u -O-R>,

13. Coemuuenne 1o 1.12, e R! 3ameren oxuoit wm 6onee rpynIamu, HE3aBUCUMO
BbIOpaHHbIMU U3 -F, -Cl, -CH3, -OCH3,

\_ \_N<>
i
N
\_ (] —N D — G SJ _
% _/ ,E N , F u § N:>
H;C

o CHs

14. Coenunenue o m.13, rae R* BeIOMparoT u3 E—{j} NH
CHs
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N . N CHs
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,CH3
H3C\N
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F
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<3 1 L =TT I

,CH3
H3C\N

CHs;

\\

H\ICH ,54:&(\ I{/]AK/ = %@

A0 K5 4T 1 H;ACH?, -7
F

XUJ\ > Oﬁ”,\D \jij\ﬁj
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OH OH /\l( AN
v oA ot A n_ o L on’ | %T
| I Y
N =N

CHj;

N f Ny ™ N " 5 %
A B 1 I 1 R

O

N - - 7 ‘
- R T E
H 3,

¢
HyC
=<2 f\»% E =X
N

15. Coenunenue 1o .14, roe R! BBIOMPAIOT U3

<O -
sCN z@ =03 1D EQ EQ o

=Cn

CHs,

CHj3 2_<\ 1 R N N E‘g/N:\>7F
!_<\j%—<\]/ MR CHa,E /_N,§4<;\>—F’ ; |
N
f@//N N\) AN N N/j,f N
= T U heg
F, N , x> O
;""{ Z D/fm(\O f N O\/?\/OH / N O\)\/OH
OH OH / AN
//\[Nj/o\)\/OH ALN:YO\)\/OH \@\1
. ST T
16. Coenunenue mo aroo0omy u3 nm.l1-4, 6,7, 9-11, 13-15, roe R? BBIOMPAIOT U3
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-
O R AR AT O
Ao ey Ao O OO

re R? HeoBs3aTelIbHO 3aMeILIeH OHUM WK Goliee rpyImnaMu, He3aBUCUMO BbIOPAHHBIMU

2

u3 rajorexa, -C,-C, ankuina, -(C{-Cy EUIKI/IJI)—N(R3)(R3), C,-C, drop3amMerieHHOTO ajaKuia,
-O-R%, -S0,-R?, -N(R*)(R?) u -0O-(C-C, anxun)-NR>)(R?).

17. Coemuuenue 110 1116, re R? HeoBs3aTeIbHO 3aMeLLeH OHIM WK 6oJiee rpynramy,
He3aBUCcUMO BbIOpaHHbIMU U3 =0, -F, -Cl, -CN, -CHj3, -OCH3, -CF,H, -N(CHj3),, -CH,N(CH3),,

o\ < F I\
\_N/\:/\o, \‘ND, |- @,}_Nj ’—CF3, “OCF3, -OCFH, §—N b,-SO,CH;,

(\O .JJJ\
(0] OH
r"rr\o/\/N\) " /j)?\ i
18. Coenunenue o n.17, rae R2 BBIOMPAIOT U3

F

-

18. The compound of claim 17, wherein R’ is selected from: § —Q, F

2

/\ [] N HCN N—CHs

N O

\_/ 9 O 9 9 C 3) 3C 9
QL ol e O A

oN, . | 9
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18.

The compound of claim 17, wherein R? is selected from:

F

CN,
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O O
C M VY "K\O % ) \C’l N
N O N
N 7
HsC
HsG s
’j O H3C CH3 3 }\L

’U =

ZN CHs_
Ao A ”U"J f’ﬁ"]

CIN/>—CH3, H3CIN/>_N/\:/\O, E v EH?,‘

Hs

2

19. Coemuuenue 1o 1.18, rue R? BBIOMPAIOT U3
o
s S ST AN
o cN 6 /-
sealivsliealios U

20. CoeauHeHue o Jrooomy u3 .1, 3 uinu 4, rae X2 npeacrasisgeT codoit -C(=0)-NH-.

21. Coeaunenue 1o 11.1, TJ1e JaHHOE COeIMHEHUE MPEICTABIISIET COOOM JTI000€ U3 COeTMHEHUIA
o Homepamu 500, 501, 502, 503, 506, 507, 508, 510, 511, 513, 514, 517, 519, 529, 531, 533,
535, 536, 537, 538, 539, 541, 547, 548, 549, 551, 554, 556, 557, 559, 560, 563, 566, 570, 571,
574,578, 579, 585, 586, 587, 588, 589, 590, 591, 592, 593, 594, 595, 596, 597, 598, 599, 600,
601, 602, 603, 604, 605, 607, 608, 609, 611, 612, 613, 614, 615, 616, 617, 618, 619, 620, 622,
623, 624, 625, 626, 631, 638, 639, 644, 645, 646, 647, 648, 649, 651, 652, 653, 654, 658, 659,
660, 661, 662, 663, 664, 666, 668, 669, 670, 671, 673, 675, 678, 679, 682, 683, 684, 685, 686,
687, 688, 689, 690, 691, 692, 695, 696, 697, 699, 700, 701, 702, 703, 707, 710, 711, 713, 726,
742,745, 748, 750, 768, 785, 786, 787, 793, 794, 795, 801, 802, 804, 805, 813, 819, 820, 823,
825, 826, 827, 830, 838, 839, 840, 841, 845, 846, 848, 849, 850, 851, 858, 860, 861, 868, 869,
870, 872, 873, 874, 875, 876, 877, 878, 880, 881, 883 u 887.

22. CoeaMHEHHE 110 11.2, T/Ie JAHHOE COeTMHEHHUE IMPECTABIISIET COOOM TI000€ U3 COeTUHEHUIMA
noa HoMmepamu 745, 813, 825 u 841.

23. CoeauHeHue 1o 1.3, TAe JaHHOe COeIMHEeHME TTPEACTaBIIsIeT COOOM COeIMHEHNEe HOMEP
633.

24. CoeauHeHue 1o 1.4, TJie JaHHOEe COeTMHEHUE MPEICTABIISIET COOOM TI000e U3 COeTMHEHUIA
noa Homepamu 823, 869 u 877.

25. @apMmaleBTUUYECKass KOMIIO3UILMS, COAeprKalllasl COeAUHEHHUE 110 JIIoOoMY U3 mil. 1-24,
1 hapManeBTUICCKU ITPUEMIIEMbIN HOCUTEITh MU pa30aBUTEITb.

26. ®apmaneBTUUECKAsT KOMITO3ULMSA 110 11.25, cofiepkalas TakKe JOMOTHUTETbHBIN
AKTUBHBIA UHTPEIUCHT.
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27. Cnioco0 nedeHus CyobeKTa, CTpagarollero Uiu CKIOHHOTO K MHCYJIMHOPE3UCTEHTHOCTH,
MeTa00JIMUECKOMY CUHIPOMY, AUAOETY, WIIM €r0 OCIIOKHEHUSM, WX MOBBIILIEHUS
YYBCTBUTEIBHOCTH K MHCYJIMHY y CyObeKTa, BKIIIOUAIOIIHI BBEIEHUE HYKIAIOIIEMYCS B 3TOM
CyOBEKTY KOMITIO3ULIMU 0 11.25.

28. Crioco0 1o 11.27, BKIIOYAIOIIMHI TaK)Ke BBEACHUE HYKIAIOIIEMYCsl B 3TOM CYOBEKTY
JIOTIOJTHUTETHHOTO TEPAIIEBTUYECKOTO areHTa.
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