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(57) ®opmyna uzooOpeTeHust
1. CoeauHeHue, BEIOpaHHOE U3 TPYIIIBI, COCTOSIICH M3 IIPOU3BOJIHOTO THEHO[3,2-d]

mupumuarHa popmyisl (1) v ero hapmaneBTUIECKH ITPUEMIIEMON COJIH, THPATA U COJTbBATA:

D
Hf}l/
ZS/Y L

rac

)

Y o603nauaer -CH=CR -, -CC- um -C(=O)NR'-;

L o603nauaer -C(=0)NR>-, -NR?C(=0)- uu -NR?’C(=0)NR>-;

R! 1 R?, kaxupiit HezaBrcnMo, 0603Hauaet H, C_ganxui1 uim C3_gLIUKIOAJIKUTT;
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R o6o3Hauaer H, aToM rajgoreHa, MeTUII WIM METOKCH;
E ob6o3HauaeT Cj_14apui uiid C,_13reTepoapuil, KOTOPBIH SIBISETCS He3aMEIIeHHbIM WX

3aMEIIEHHBIM 1-3 3aMeCTUTENSIMHU, COCTOSIIIIUMHU U3 TPYIIIbI, BKIIOUAIOLIEH aTOM rajoreHa,
-NO,, -CN, -NHj, -OH, -CF3, C|_ganxui, ruapokcu-C_gankuil, C3_guukiioankui, -(CH,),-Cy g
aJIKWJIAMUHO, -(CH»),,-1nC _gankunamuHo, -(CH,),C;_gankoxcu, -(CH,),-OS(=0),-C; _ganku,
-(CHy),-Cs_14apui, -(CHy),-Cy_3rerepoapun U -(CH,),-Co_ 1 3T€TEPOLMKIIOATIKUIL, TAE N PABHO
gesiomy uuciy ot 0 1o 3, v apuii, reTepoapuil U reTepoOUUKIOaTKWII, KaX 1blii HE3aBUCUMO,

ABIISACTCA HE3aAMCIICHHBIM HNJIM 3aMCIICHHBIM 3aMECTHUTCIIEM, BbI6paHHI)IM W3 T'PYIIIIBI,
COCTOSIIEH U3 C1_6an1<1/1na, FI/I,Z[pOKCI/I—Cl_6aJIKI/IHa, aToOMa rajJorcHa, I[I/Icl_6aJ'IKI/I.HaMI/IHO u

C|.aIKOKCH; U

7 o6o3Hauvaet H, —C(:O)R3 , Ci_gankmi, rugpokcuC_gankui, C3_glUKIOAIKUII,
C,_srerepouukioankui, Cs_jgapuit uimm Cy_j3rerepoapusl, T apuil, FeTepoapuil U
reTePOLMKIIOATIKUII, KaXK/IbIH HE3aBUCUMO, SIBJISIETCSI HE3aMEIIEHHBIM UJIM 3aMEIEHHBIM

C_gankuiom, C;_gankokcu, C;_glIMKIOAIKUIIOM, R? -Cy_7IeTepOLMKIIOAIKUIIOM WU

C,_7TeTepOoLUKIIOATKUIIOM, U R> npeacrasser coGoit Cy_gankui, C3_gUMKIOATIKHUI UK (PEHUIL.

2. Coenqunenue 110 1.1, e

E o6o3HavaeT (peHWT, TUPUINHWI, XMHOJIMHWII, U30XUHOJIMHWII, WH]TOJTUIT, U30KCA30JIHIT
WJIY TIMPA30JINII, KOTOPBIN SIBJISIETCS HE3aMEIIEHHBIM UJIM 3aMEIICHHBIM 1-3 3aMeCTUTESIMU,
COCTOSILIIMMU U3 TPYNIIBI, COCTOSAIIEN U3 aToMa rajioreHa, -NO,, -CN, -NH,, -OH, -CF3, C_¢

ankuia, C3_guukmnoankuia, -(CHy),-Cy_gankunamuno, -(CHy),-1uCy_gankunamuso, -(CHy),
C|_gankoxcy, -(CH,),-OS(=0),-C_gankuna, -(CHy),-C5_14apuna, -(CHyp),-C,_3reTepoapuia
U -(CHy),-Cy_3reTepourKIOalIKMiIa, IAE N PaBHO LenoMy uuciay ot 0 1o 3.

3. CoenquHeHue 110 1.2, TIe

apwi o6o3HavaeT peHu;

rerepoapui 0003HaYaeT MUPPOITUIT UM UMUIA30IIWIT; U

TeTePOLUKIIOATIKUIT 0003HAYAET MTUPPOTUANHII, TTUTICPUINHIIT, ITUTIEPAZUHILIT, MOPDOITHIIT
WK TMa3enaHu, Iie YKa3aHHbBIN apuil, TeTePOapuIl U FeTePOLMKIOATKII, KaXIbIi
HE3aBUCHMO, SIBJISIETCSI HE3aMEIIIEHHBIM WK 3aMeIeHHbIM C;_gaIKUIIOM, ATOMOM TaJIOTeHA,

11C1_galKkuIaMUHO WK Cq_gaJIKOKCH.

4. CoequHeHue 110 1.1, rae

7. o6o3Hauvaet H, MmeTu1, 3TWI, 2-TUAPOKCUITHUIT, 2-MOP(POITMHOITHI, U3OTIPOTIUII,
IMKJIOMTPOTINII, HIUKJIOTICHTUI, HMKJIOTPONMIKAPpOOHMII, OeH30MIT, (DEeHMIT, 4-MeTOKCU(EHUT,
4-(4-MeTWITMITe pUIVH- | -1im)heHnI, 4-(4-3Trnmmriepa3us- 1 -vn)heHwT, I puarH-4- 1T, TAPUIAH-
2-WJ1, S-METUIITTUPUANH-2-UJT U 6-METUITTUPUANH-3-U]T.

5. CoenuHenwue 1o I1.1, KOTOpoe BBIOPAHO U3 TPYIIIbI, COCTOAILEH U3

1) (E)-3-(2-(4-amunoTtueHno[3,2-d |mupuMuaAuH-7-U1) BUHUNT )-4-MeTUI-N-(3-(TpudTopMeTHI)
dheHuT)0eH3aMHIA;

2) (E)-3-(2-(4-amunotueno| 3,2-d JmupumMuang-7-ui ) BUHUI )-N-(4-((4-sTriinunepasus- 1 -ui)
MeTHI)-3-(TpudTopMeTHiT)(heHn)-4-MeTUIIOeH3aMuUa

3) (E)-3-(2-(4-amunotHeHo[3,2-d [nupuMuIuH-7-11) BUHWI )-N-(3-(4-3Trinurepas3uH- 1 -1i)
-5-(TpudTopmeTui)heHn)-4-MeTUI0eH3aMU1A;

4) (E)-N-(3-(2-(4-amunoTtueHo| 3,2-d | mupyuMuIuH-7-11) BUHWIT )-4-Me TUIheHI ) -3-(4-Me TUII-
1H-umumazon-1-um)-5-(tpud ropmMeTnin)oeH3amMuaa;

5) (E)-N-(3-(2-(4-amunotueno|[ 3,2-d JnupuMuauH-7-11) BUHUNI )-4-MeTund enn )-4-(1-
METHIIITUTIE PUTUH-4-UITOKCH)-3-(TpUpTOpMETHIT) OeH3aMU/1a;

6) (E)-N-(3-(2-(4-amunoTtueHo|[ 3,2-d JnupuMuauH-7-11)BUHKI )-4-Me TUIheHUT )-3-
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(TpucTOpMeTHIT)OCH3AMUA;

7) (E)-N-(3-(2-(4-amuHOoTHEHO[ 3,2-d |TUpUMUTUH- 7 -WT) BUHW )-4-MeTrdheHu )-4-((4-
STUIITIUIIEPA3UH- | -UT)Me T )-3-(TpUdTOPMETHIT)OEH3AMUA;

8) 4-amuHO-N-(2-MeTni-5-(3-(TpudTopMeTrin)heHUIKapoaMon)peHmT) TueHo[ 3,2-d]
MMUPUMMIUH-7-KapOoKcaMuIa;

9) 4-amuHO-N-(5-(3-MeToKcubeHnKapoaMon)-2-meTuiipeHnn) TueHo [3,2-d | mupuMuuH-
7-xkapOokcamMuaa;

10) 4-amunO-N-(2-MeTui-5-(3-(4-metwin- 1 H-umuaazon- 1-um)-5-(TpudTopMeTrn)
benunkapobamons)pennsn)tuenol3,2-d | mupumMuanH-7-kapOoKCcaMH/Ia;

11) 4-ammHO-N-(5-(4-((4-3TUmmnunepas3us- 1 -ummeTin)-3-(TpudropmeTrn)heHUITKapOAMOMIT)
-2-metundennn) TueHo| 3,2-d [mnpuMuInH-7-KapOOKCaMHIa;

12) 4-amun0-N-(5-(3,5-muMeToKcubeHUIKapoaMouit)-2-MeTUIIheHnT) TueHo[ 3,2-d]
MUPUMMJIUH-7-KapOoKcaMuia;

13) 4-(4-metoxcupennnaMuuo)-N-(2-meTui-5-(3-(tpudropmetin)eHunkapOoamMoust)heHm)
TheHo|[3,2-d|mupumMuIMH-7-KapOoKcamMua;

14) N-(2-metui-5-(3-(tpudpropmerun)pernnnkapoamonn)benunn)-4-(3,4,5-
TPUMETOKCU(PEHUIAMUHO)TUEHO[ 3,2-d |TUpUMUIUH-7-KapOOKCaMM/T;

15) N-(2-metuit-5-(3-(tpudropmernn)pernnkapoamonit) e )-4-(6-Me TUITITUPHUTAH- 3 -
UIaMUHO)TUEHO[3,2-d JmupuMuIuH-7-KapOoKcaMuIa;

16) 4-(4-(4->TunmuriepasuH- 1 -u)deHnnaMuto )-N-(2-MeTui-5-(3-(TpudTopMeThI)
benunkapoamons)pennsn)tuenol3,2-d | mupumMuanH-7-kapOoKCcaMH/Ia;

17) 4-(u3onponunaMuHo)-N-(2-MeThi1-5-(3-(TpudTopmeTin)peHmTkapoamMoun)heHu)
TUeHO[3,2-d|mupuMHIMH-7-KapOoKcaMuaa;

18) N-(2-meTtuin-5-(3-(tpudTopmeTun)peHunkapoaMmonst)eHns)-4-(MeTUIaMUHO ) TUEHO
[3,2-d]nupumuivH-7-kapOokcamMuaa;

19) 4-(2-TuapoKcUITUIIAMUHO )-N-(2-MeTHIT-5-(3-(TprudTopMe v ) peHnTKapOaMOUTT ) PeHIT )
TheHo|[3,2-d|mupumMuIMH-7-kapOoKcamMua;

20) N-(2-metuin-5-(3-(tpudropmetin)peHumnkapoamoun)dheru)-4-(2-
MO PG OIMHOITUIIAMUHO ) THEHO[ 3,2-d [mupuMuauH-7-KapOoKcaMuaa;

21) 4-(muxnonponuiaMuHo )-N-(2-meTuit-5-(3-(tpudropmeTin)heHnmkapoaMont ) heHUIT)
THeHo[3,2-d|mupuMKIMH-7-KapOoKcaMuaa;

22) 4-(quKJIonpOnUIaMUHO )-N-(2-MeTiit-5-(3-(2-metuin- | H-umuaaszoi- 1-wn)-5-
(TpudTopmeTri)pennnkapoamont)pennn)Tueno|3,2-dJnupuMuIuH-7-kapookcamuaa;

23) 4-(3-(4-(uMKJIOTPONMMIIAMUHO ) THEeHO [ 3,2-d [mupuMuInH-7-KapOoKcaMuao)-4-
METHIOCH3aMU10)-2-(TpUPTOPMETHI)OCH3MITAIeTaTa;

24) 4-(mukstonponuiiaMuHO )-N-(5-(4-(ruapokcumeTu)-3-(TprudTopmeTHIT)heHUITKapOaMOMIT)
-2-metuindennn) TueHo| 3,2-d [ mnpuMuInH-7-KapOOKCaMHIA;

25) 4-(3-(4-(uKII0TpONUIaMUHO ) TUEHO | 3,2-d | TupUMHIUH-7-KapOOKcaMu10)-4-
MEeTUII0eH3aMU/10)-2-(TpUPTOPMETHIT)OSH3UIT MeTaHCYIb(poHATA;

26) 4-(MMKJIOTTPONUIAMHUHO )-N-(2-MeTWI-5-(4-((4-MeTuin- 1 H-ummunazosn- 1 -uim)metun)-3-
(TpudropmeTun)penunkapdbamont)perHmt) TueHo| 3,2-d | mupuMuIMH-7-KapOoKcaMuaa;

27) 4-(mukitonponuinamMuHo )-N-(2-metuit-5-(3-(4-metwn- 1 H-ummnnazon- 1-ui)-5-
(Tpudropmerun)penunkapdbamont)peHmn) TueHo| 3,2-d | mupuMuInH-7-KapOoKcamMuaa;

28) N-(5-(3-0poMm-5-(TpudTopmeTriikapoamon)peHn)-2-MmeTuaheHI )-4-
(UMKITONTPONUIAMUHO) THEHO[ 3,2-d [MUpUMUANH-7-KapOOKcaMuIa;

29) 4-(LMKIOTPONMIIAMHUHO )-N-(2-MeTHII-5-(6-MOPhOTMHOIUPUIUH- 3-UIKa pOaMOKIT)(hEHHIT)
TUeHO[3,2-d | mupuMHIMH-7-KapOoKcaMuaa;

30) 4-(uuknonponuiaaMuHo)-N-(5-(6-(4-3Tunmunepas3uH- 1 - MUpUIMH-3-uiIKkapOaMoOuI)-
2-metuindenun)tueHo| 3,2-d [mupuMuanH-7-KapOoKcaMuIa;

31) 4-(muxonpornuiaaMuHo)-N-(5-(3-(2,4-mumetnin- | H-umuaazon- 1-um)-5-(Tpub TopMeTHI)
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bennnkapbamonn)-2-metundeHw) TueHo[ 3,2-d Jmupumunua-7-kapbokcaMuia;

32) 4-(MMKJIOTTPpOTIUIAMUHO )-N-(2-MeTUI1-5-(4-((4-MeTtuii- 1 ,4-nuazenam- 1 -uir)MeTuin )-3-
(TpudTopmerun)pernnkapoamonn)pernn)Tueno|3,2-d JmupumMuuH-7-KkapookcaMua;

33) (S)-4-(uukmonponuiaMuHO)-N-(5-(4-((3-(IMMETUIIAMUHO ) TUPPOJIMAUH- | -UIT)ME T )-
3-(TpudTopmernin)peHrIKapoamMonn)-2-MmeTundeHu ) TueHo[ 3,2-d JmupuMuauH-7-
KapOboKkcaMua;

34) 4-(uuxitonponuiaaMuHo)-N-(5-(3-(4-rugpoxcumeTi)- | H-umunazomn- 1-u)-5-
(Tpudropmerin)pennnkapdbamon)-2-Metindernn) TreHo| 3,2-d JmupumMuanH-7-KkapOoKcaMua;

35) 4-(muKJI0TTpONUIaMHUHO)-N-(2-MeTUIT-5-(4-(1-MeTUIMIe pUANH-4-UITOKCH)-3-
(TpudTopmernn)pernnkapoamont)perun)TueHo| 3,2-d JnupuMuuH-7-KkapookcaMua;

36) 4-(IMKIIOTIPONIMIAMUHO )-N-(2-MeToKCH-5-(3-(4-MeTrn- | H-umuaaszoin- 1-wn)-5-
(Tpudropmerun)penunkapdbamont)peHmn) TueHo| 3,2-d | mupuMuIMH-7-KapOoKcamMuaa;

37) 4-(uMKIIOTTpONIUIAMHUHO )-N-(2-MeTUIT-5-(4-((4-MeTWInUIepa3uH- 1 - )MeTrn )-3-
(Tpudropmerui)peHunkapdbamont)peHmT) TueHo| 3,2-d | mupuMuInH-7-KapOoKcamMua;

38) 4-(muknonponuiIaMuHo)-N-(5-(4-((4-3Tururepas3us- 1 -un)MeTin)-3-(Tpu TOpMETHII)
denmnkapbamonn)-2-metTuiipenun) TueHo| 3,2-d JnupuMuuH-7-kapookcamuaa;

39) 4-amuHO-N-(2-MeTHi-5-(3-(TprdTopMeTHIT)OeH3aMUI0 ) heHrT) TUeHO [ 3,2-d [T pUMU T H-
7-xapbokcamuia;

40) 4-(uuKIompOnMIaMUHO)-N-(2-MeTUI-5-(4-MophOJTMHO-3-(TPUPTOPMETHUIT) OEH3AMHU/IO)
benun)Treno[3,2-dmupummunnH-7-kapOoKcamMmuia;

41) 4-(upksionponuiaaMuHo)-N-(5-(3-(3-(TMMEeTUIIaMUHO )ITPOTTUIIAMUHO )-5-(TPUPTOPMETHIT)
OeH3aMu10)-2-MeTHIIheHnT) TUeHO[ 3,2-d [mupuMuauH-7-kapOoKkcaMua;

42) 4-amuHo-N-(5-6eH3amMugo-2-mMetuideHnn) TueHo[ 3,2-d |mipuMuInH-7-kapOoKcaMua;

43) 4-amuH0-N-(5-(3,5-AMMeTOKCUOEH3aMU10)-2-Me THII(heHNT ) TUeHO[ 3,2-d JmupuMu I H-
7-xapbokcamMuaa;

44) N-(5-6en3amMuo-2-MeTuipeHn)-4-(5-Me T PUINH-2-UITaMHUHO ) TUeHO [ 3,2-d]
MMUPUMMIUH-7-KapOoKcaMuIa;

45) N-(5-(3-(1H-ttuppon-1-um)-5-(Tpud ToOpMeTHIT) OEH3aMHU 10 ) -2 -ME TUII(HEHIIT ) -4 -
aMUHOTHEHO(3,2-d|mupuMHInH-7-KapOoKcaMuIa;

46) 4-amuHO-N-(5-(3-(mUuMeTUIIAMUHO )-5-(Tpud TOPMETHIT) OEH3aMUTO )-2-MEe TUIT(HEHIIT)
THeHo[3,2-d|mupuMKIMH-7-KapOoKcaMuaa;

47) N-(5-(3-(1H-umumazoi-1-ui)-5-(TpudTopMeTrin)0eH3aMu 10 )-2-Me T eHNT )-4-
aMUHOTUEHO(3,2-d|mupuMuIMH-7-KapOokcaMuia;

48) 4-amuHO-N-(5-(3-pTop-5-(TpudTopmeTrin)deH3aMUI0)-2-MeTUIheHUT) TUeHOo [ 3,2-d]
MUPUMMJIUH-7-KapOoKcaMuia;

49) 4-amuHO0-N-(5-(4-((4-3Tunmunepasut- 1 -um)MeTh)-3-(TpudTopmMeTHIT) OeH3aMUI0)-2-
MeTtuidennn)tuero|3,2-d|mupuMuanH-7-KapOoKCcaMuIa;

50) 1-(4-(3-(4-amuHOoTHEHO[3,2-d |TUPUMUTIMH-7-KapOOKCHAaMUT0)-4-
MeTuIheHUITKapOaMon)-2-(TprudTOPMETHUIT) OEH3U ) TUTIEPUTUH-4-UITalleTaTa;

51) N-(2-metun-5-(3-(tpudropmeTin)oen3zamuao ) heHun)-4-(peHnnamMuao ) TueHo[ 3,2-d]
MMUPUMMIUH-7-KapOoKcaMuIa;

52) N-(2-metui-5-(3-(tpudropmeTir)6eH3aMua0 ) peHw)-4-(MUPUANH-4-UITAMUHO ) TUEHO
[3,2-d]mupumMuanH-7-KapOoKcaMuaa;

53) N-(2-metui-5-(3-(tpudropmeTin)oeH3aMu a0 ) peHw)-4-(MUPUANH-2-UITAMUHO ) TUEHO
[3,2-d]mupumuuH-7-kapOoKcaMuia;

54) 4-amuHO-N-(5-(M30XHUHOJIUH- | -KapOOKCHAMHIO)-2-Me THII(eHIT ) TUeHO[ 3,2-d ]
MUPUMM/IUH-7-KapOoKcaMuia;

55) 4-amuHO-N-(5-(M30XHMHOJIMH-3-KapOOKCHaMHI0)-2-MeTHUII(heHrT ) TUeHo[ 3,2-d]
MUPUMMJIUH-7-KapOoKcaMuia;

56) 4-amMrHO-N-(5-(4-METOKCUXHUHOJIMH-2-KapOOKCHaMH10)-2-MeTHIIheHrT) TUeHo[3,2-d]
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MUPUMMJIUH-7-KapOoKcaMuia;

57) N-(5-(1H-unnomn-2-kapOookcuamMuio)-2-MetTuiideHnn )-4-aMuHoTHeHO[ 3,2-d | puMU i H-
7-kapOokcaMuia;

58) 4-amMuHO-N-(2-MeTHII-5-(MUKOJIMHAMUI0 )(eHUT) TueHOo | 3,2-d JTupuMuIuH-7 -
KapOoKcaMM/a;

59) 4-amuHO-N-(2-MeTHIT-5-(HUKOTHHAMUIO0 ) peHMIT) TUeHO [ 3,2-d | puMuinH-7-
KapOoKcaMMa;

60) 4-amuHO-N-(5-(M30HUKOTUHAMUJIO)-2-MeTUIheHWT) TUeHO[ 3,2-d |TupUMUIUH-7-
KapOoKcaMua;

61) 4-amuHO-N-(2-MeTHIT-5-(3-(2-MeTrit- 1 H-umuaa3oit- 1-ui)-5-(TpuTopMeTHIT) OCH3aMHIO )
benwn)Treno[3,2-dJmupummunuH-7-kapOoKcamMuIa;

62) 4-amuHO-N-(5-(3-pTophennmmamuo)-2-metundenun)Tuero|3,2-d | nupumMuauH-7-
KapOoOKcaMua;

63) 4-amrHO-N-(2-MeTuI-5-(2-(TprdTopMeTHiT)6eH3aMU10 )heHuT) ThueHo | 3,2-d [TUpUMU T H-
7-kapOokcaMuia;

64) (R)-4-amuH0-N-(5-(3-(3-(AMMETUITAMUHO ) TUPPOJTUIUH- 1 -11)-5-(Tpud TOPMETHIT)
OeH3aMu10)-2-MeTHIIheHUT) TUeHO[ 3,2-d [mupuMuauH-7-kapOoKkcaMua;

65) 4-amuHO-N-(5-(3-MeTOKCHOEH3aMU 10)-2-MeThIheHIT) TUeHO[ 3,2-d |TupuMuIMH-7-
KapOoKcaMHa;

66) 4-amuHO-N-(2-MeTHI-5-(4-(TprdTop™MeTHIT)deH3aMu 10 )penun) TreHo| 3,2-d JmMpuMKUIIH-
7-xapObokcamMuia;

67) N-(3-(4-amuHoTtHeHo| 3,2-d | mupuMUIMH-7-KapOOKCHaMu 10 )-4-MeTUnheHu )-5-
UKJTOMTPOTMIIN30KCa30J1-3-KapOoKcaMuia;

68) 4-amuHO-N-(5-(1-(4-pTOopOen3un)-3-metun- 1 H-mupa3zon-5-kapbokcuaMuio)-2-
MeTtuidennn)tuero|3,2-d | mupuMuanH-7-KapOoKcaMuIa;

69) N-(2-metui-5-(3-(tpudropmeTir)0eH3zamMua0 ) heHnn)-4-(MeTHIaMUHO ) TUeHO[ 3,2-d ]
MMUPUMMIUH-7-KapOoKcaMuIa;

70) 4-(mmkmoaMuHO)-N-(2-MeTun-5-(3-(TpudTropmernin)oeH3amu 10 ) heHnn) TueHo|[ 3,2-d]
MMUPUMMIUH-7-KapOoKcaMuIa;

71) 4-(muknoneHTUIIaMUHO )-N-(2-MeTHIT-5-(3-(TprudTOopMeTHIT)OeH3aMK/ 10 )(DEHUIT) TUEHO
[3,2-d]mupumMuauH-7-KapOoKcaMuaa;

72) N-(2-meTun-5-(3-(tpudropmerrin)oeH3amMu 10 ) peHn )-4-(6-METUITITUPUIMH-3-UITAMUHO )
TUeHo[3,2-d|mupumMuIMH-7-KapOoKkcaMuia;

73) 4-(4-(4->tunnunepasus- 1-uin)dernnaMuto)-N-(2-meTui-5-(3-(TpudTopMeTh)
oenzamuo)pernn)Tuero| 3,2-d jnupumuuH-7-kapookcaMua;

74) 4-(nuknonponuiaaMuHo)-N-(2-meTuit-5-(3-(4-metui- | H-umuaazon- 1-ui)-5-
(TpudpTropmeTmin)6er3zamMmuao)pennn)tuero| 3,2-d | mupuMuanH-7-kapooKkcaMuaa;

75) 4-(UMKJIONTPONMIAMUHO)-N-(2-MeTHII-5-(4-(4 MeTumunepasun- 1 -ui)-3-(TpupTopMeTHI)
oenzamuo)pennn)Tuero|3,2-d jnupuMuuH-7-kapOoKcaMua;

76) (S)-4-(umxonponunamMuHo)-N-(5-(4-((3-(IMMETUIAMUHO ) TUPPOTUANH- | -UIT)METHI)-
3-(TpudTopmerrin)deH3amMu10)-2-meTuideru) Tuero| 3,2-d JnupuMunH-7-kapOoKcaMua;

77) 4-(quKIONIPONUIAMUHO )-N-(2-MeTuII-5-(4-((4-meTun- 1 H-umunasosn- 1 -win)metun)-3-
(TpudTopMeTu)6eH3aMH10)(peHMT) THEeHO | 3,2-d | MMpUMHIMH-7-KapOoKcaMua;

78) N-(2-metui-5-(3-(4-metuin- 1 H-umumazosn- 1-ui)-5-(TpudropmeTrin) oeH3aMu10 ) peHu)
-4-(MeTunaMuHO)TUEHO[ 3,2-d JmupuMuInH)-7-KapOoKcaMuaa;

79) 4-(3TunamMuno)-N-(2-meTui-5-(3-(4-metwi- 1 H-umuaazon- 1-um)-5-(Tpud TopMe i)
O6enzamu10)peHnn)TueHol 3,2-d | nupuMuanH-7-kapOoKcaMuaa;

80) 4-(nukioneHTUIaMUHO )-N-(2-MeTUI1-5-(3-(4-meTuin- 1 H-umuga3omn-1-um)-5-
(TpudropmeTmin)6er3aMuI0)pennn)tuero| 3,2-d | mupumMuarH-7-kapooKkcaMuaa;

81) N-(2-meTui-5-(3-(4-metmin- 1 H-ummaazod-1-um)-5-(Tpud ropmeTvn) 6eH3aMu a0 ) peHUIT)
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-4-(4-(4-meTunnurepasu- 1 -un)peHmtaMuao ) TueHo| 3,2-d Jnupumuaus-7-kapbokcaMuaa;

82) 4-(uukonponuinamMuHo)-N-(2-meTui-5-(4-(4-metwin- 1 H-ummnnazosn- 1-ui)-3-
(TpudTopmeTrin)oenzamu1o)heHmn)TueHo| 3,2-d |mupuMuanH-7-KapObokcamMuia;

83) 4-(uuxonponuinamMuHo)-N-(2-meTui-5-(3-(2-metwii- 1 H-ummnnazon- 1-ui)-5-
(TpudTopMeTu)6eH3aMK10)(peHMT) THEeHO | 3,2-d | MMpUMHIMH-7-KapOoKcaMua;

84) (R)-4-(uuxmonponuiaMuHO)-N-(5-(3-(3-(IMMETUITAMUHO ) TUPPOTUANH- | -WIT)-5-
(TpudTopMeTUIT)OeH3AMUIO)-2-MeTHII(eHUT ) TUeHO[ 3,2-d JmupuMuanuH-7-kapOoKkcaMuIa;

85) 4-(muKmonporminaMuHo)-N-(2-MeTuI-5-(3-(4-MeTUIumnepas3ul- 1 -ui)-5-(TpudropMe i)
O6enzamu10)peHnn)TueHo| 3,2-d | mupuMuanH-7-kapOoKcaMuaa;

86) 4-(mMKIIOPONMIAMUHO )-N-(2-MeTUI-5-(3-(MOpdOTMHO-5-(TpUPTOPMETHIT) OEH3AMUIO)
benwn)Treno[3,2-dJmupummunuH-7-kapOoKcamMuIa;

87) 4-(UMKJIOTIPONMIIAMHUHO )-N-(2-meTuin-5-(4-((4-metui- 1,4-nuasenas- 1 -win)mMetmn )-3-
(TpudTropmeTmin)6er3zamMmuao)pennn)tuero| 3,2-d | mupuMuanH-7-kapOooKkcaMuaa;

88) 4-(muxmonponuiaMuHo)-N-(5-(4-(2,4-mumeTun- 1 H-umuaazonn- 1 -um)-3-(tpudTopMeT)
OeH3aMu10)-2-MeTHIIheHIT) TUeHO[ 3,2-d [mupuMuauH-7-kapOoKkcaMua;

89) 4-(muktonponmiiaMuHo)-N-(2-pTop-5-(3-(4-meTni-1,4-nuazenan- 1-wi)-5-
(TpudTopMeTu)6eH3aMH10)(peHMT) THEeHO | 3,2-d | MMpUMHINH-7-KapOoKcaMua;

90) 4-(mukmonponuiiaMuHO)-N-(5-(3-(2,4-mumetnin- | H-umunazon- 1 -uim)-5-(Tpudropme i)
OeH3aMu10)-2-MeTUIIheHnT) TUeHO[ 3,2-d [mupuMuauH-7-kapOoKkcaMuaa;

91) N-(5-(3-(1H-umumazos- 1-ui)-5-(TpudTopMeTrin)0eH3aMuI10)-2-Me T e )-4-
(UMKITONTPONUIAMUHO) THEHO[ 3,2-d [MUpUMUANH-7-KapOOKcCaMuIa;

92) (S)-4-(uuknonponuiaaMuHO)-N-(5-(3-(3-(AMME TUITAMUHO ) TUPPOJIUIUH- 1 -1i1)-5-
(TpudTopMeTHIT)6eH3aMUI0)-2-MeTHII(heHIT) THeHO [ 3,2-d JmupuMunH-7-kapOokcaMuaa;

93) 4-(uukonponuiaaMuHo)-N-(2-MeTui-5-(3-(4-metui- 1,4-nuazenam- 1 -ui)-5-
(TpudropmeTmin)6er3zamMmuao)pennn)tuero| 3,2-d | mupuMuanH-7-kapOooKkcaMuaa;

94) (R)-4-(muktonponuiaaMuHo )-N-(5-(4-(3-(AMMeTUIIaMUHO ) TUPPOJIUINH- 1 -1i1)-3-
(TpudTopMeTrT)OeH3aMUIO0)-2-MeTHII(PeHnT) TUeHO [ 3,2-d JmupumMuinH-7-KkapOookcaMuia;

95) (S)-4-(uuxonponunamMuHo)-N-(5-(4-(3-(IMMETUITAMUHO ) TUPPOTUAUH- | -WIT)-3-
(TpudTopMeTUIT)OEH3aAMH IO )-2-Me THII(eHMT ) TUeHO[ 3,2-d [mupuMuauH-7-kapOoKkcaMuIa;

96) N-(2-metwi-5-(3-(4-metuin- 1 H-umumazos- 1-ui)-5-(Tpud ropmeTrin) 0eH3aMu10 ) peHu)
-4-(1-MeTUTIMITIEpUNH-4-UTIaMUHO ) TUEHO [ 3,2-d |mupuMUIMH-7-KapOoKcaMuIa;

97) 4-(mmxonponuinaMuHO)-N-(5-(4-(TuITUIIaMUHO)-3-(TpUTOPMETHIT) OEH3aAMUI0)-2-
MeTtuiaheHnn)TueHo[3,2-d[nupuMuanH-7-kapOboKkcamMuaa;

98) 4-(uukonponuiaaMuHo)-N-(2-MeThI-5-(4-(1-MeTUITUMIIEpUANH-4-UITAMUHO)-3-
(TpudTropmeTmiT)6eH3aMuI0)pennn)Tuero| 3,2-d | mupuMuarH-7-KapOooKkcaMuaa;

99) N-(2-x10p-5-(3-(4-metui- 1 H-ummaazon- 1-ui)-5-(Tpud ropmMeTus)oeH3aMu 10 ) e HMIT)
-4-(UMKJIOTTPONWJIAMUHO ) TUEHO| 3,2-d [IUpUMUIUH-7-KapOoKcaMuaa;

100) (R)-4-(uuxmonponuiaMuHO)-N-(5-(4-(3-(IMMETUITIAMUHO ) TUPPOTUANH- 1 -1JT)-3-
(TpudTopmeTrin)OeH3amMuo)-2-gpropdennn)trueno|3,2-dmupuMuanH-7-KapboKkcamMuIa;

101) N-(2-x10p-5-(3-(2,4-mumeTuin- | H-umugazon- 1 -um)-5-(Tpud TopMeTHi ) OEH3aMHI0)
dheHun)-4-(IMKJIONPOMMIIaMUHO ) TUEeHO | 3,2-d |TupUMHIUH-7-KapOoKcaMuaa;

102) 4-(mukmonpormiaaMuHo)-N-(2-MeTuiI-5-(3-(MopdomHoaMuHO)-5-(TpUGTOPMETHIT )
O0enzamu10)peHnn)TueHo| 3,2-d | mupuMuanH-7-kapOoKcaMuaa;

103) N-(2-meTuit-5-(3-(4-metun- | H-umunazon- 1 -uim)-5-(tpud ropmetrn) 6eHzamMmuao ) peHu)
-4-(penunamuno)tueHo[3,2-dJnupumMuauH-7-kapObokcaMuIa;

104) 4-(imxsionponuiiaMuHo )-N-(2-hTop-5-(4-(4-MeTunmnunepasut- 1-ui)-3-(TpudTopMe )
oen3zamuo)pernn)Tuero| 3,2-d jnupuMuuH-7-kapOooKkcaMua;

105) 4-(muxaonpormuiaMuHo)-N-(5-(3-(2-(IMMEeTUIAMMHO )3 TUIIAMUHO )-5-(TpudTOpMETHII)
OeH3amMu10)-2-MeTuiheHnT) THeHO[ 3,2-d |TupuMuIMH-7-KapOOKCaMH/Ia;

106) (S)-4-(uuknonponuiaMuHO)-N-(5-(4-(3-(IMMEeTUIIAMHUHO ) TUPPOJIMANH- 1 -1T)-3-
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(TpudTropmeTmin)6eH3aMUI0)-2-hTopdhenun)TueHo| 3,2-dJnupumuaus-7-kapbokcaMuaa;

107) (S)-4-(uuknonponuiaMuHO)-N-(5-(3-(3-(IMMe TUIIaMHUHO ) TUPPOJIMANH- 1 -1T)-5-
(TpudTopmeTrin)oeH3amMuo)-2-propdennn)trueno|3,2-d | mupuMuanH-7-KapOdoKkcamMuIa;

108) 4-(uukonpornuiaMuHo)-N-(5-(3-(2,4-mume - | H-umunazon- 1-um)-5-(tpud ropme )
O0eHzamu10)-2-propdernn)tnenol3,2-d | mupuMuIMH-7-KapOoKcaMuaa;

109) 4-(muksonpormaaMuHO)-N-(2-MeTui-5-(3-(unepuauH- 1 -u)-5-(TpudTopMeTH)
O0enzamu10)peHnn)TueHo| 3,2-d | mupuMuanH-7-kapOoKcaMuaa;

110) 4-(muxmonpormaaMuHo)-N-(5-(3-(4-atunmnunepas3ut- 1 -ui)-5-(Tpud TopmMeTHIT)
OeH3aMu10)-2-MeTuiIheHn ) TueHo[ 3,2-d | nupuMuauH-7-kapOoKkcaMua;

111) 4-(uuxitonponuiaMuao)-N-(2-meTui-5-(4-(1-meTununepuiuH-4-uioKcu)-3-
(TpudropmeTmin)6er3amMuno)pennn)tuero| 3,2-d | mupumMuarH-7-KapooKkcaMuaa;

112) 4-(tuxmonponuiaaMuHo )-N-(2-MeTHIT-5-(3-(MUPpPOIManH- 1 -Ui1)-5-(TpUdTOPMETHI)
o6enzamuo)pernn)Tuero|3,2-d jnupumuuH-7-kapOoKcaMua;

113) (R)-4-(uuxmonponuiaMuHO)-N-(2-MeThI-5-(3-(2-MeTUIIIUPPOIMANH- 1 -1T)-5-
(TpudTopmeTrin)oenzamu1o)heHmn)TueHo| 3,2-d |mupuMuanH-7-KapObokcamMuia;

114) 4-(muxaonponuinaMuHo)-N-(5-(3-(IM3TUIIaMUHO)-5-(TpUuPTOpMETHIT) OEH3aAMUI0)-2-
MeTtuideHmT) TueHo|( 3,2-d | mupuMuanH-7-kapOoKkcaMuaa;

115) 4-(muxmonpormiaaMuHo)-N-(5-(3-(3atuimaMuHo)-5-(Tpud TopMe T ) OeH3aMH10)-2-
MeTuidgeHnT) TueHo|[ 3,2-d | mupuMuanH-7-kapOoKkcaMuaa;

116) 4-(uuxmonponuinaMuHo)-N-(2-meTri-5-(3-(1-MeTwimunepuinH-4-uiaMuHO )-S-
(TpudTopmeTrin)oeHzamMmu10)beHnn)TueHo|3,2-d | nupuMuanH-7-kapOoKkcaMuia;

117) 4-(muxmonponuiaaMuHo)-N-(3-(3-(4-metuit- 1 H-ummumazon- 1-ui)-5-(Tpud ropMe i)
oen3zamuo)pernn)Tuero|3,2-d jnupuMuuH-7-kapOookcaMua;

118) 4-(uuxitonponuiaMuuo)-N-(2-meTokcu-5-(3-(4-metui- 1 H-umunazon- 1-um)-5-
(TpudropmeTmin)6er3zamMmuao)pennn)tuero| 3,2-d | mupuMuanH-7-kapOooKkcaMuaa;

119) 4-(muxmonponuikapookcuaMuo)-N-(2-mMeTui-5-(3-(4-metui- | H-umuaazon- 1-um)-5-
(TpudTopmeTrin)oenzamuo)beHmn)TueHo| 3,2-d |mupuMuanH-7-kapOboKcamMuia;

120) 4-6en3amugo-N-(2-meTmi-5-(3-(4-metun- 1 H-umuaazon- 1-wi)-5-(tpudTopme i)
O0enzamu10)permn)TueHo| 3,2-d | mupuMuarH-7-kapOoKkcaMuaa;

121) 4-(mukmonpormiaaMuHo)-N-(2-bTop-5-(3-(4-meTuin- 1 H-umuaazon-1-um)-5-
(TpudTopmeTu)oeH3aMu10)peHmT) THeHO | 3,2-d | MupUMHINH-7-KapOoKcaMuaa;

122) 4-amuno-N-(5-(3-(4-x710p-3-(TpUrpTOpMETHIT ) (heHNIT) yper1o)-2-Me TUII(PEHUT ) TUEHO
[3,2-d]mupumuuH-7-kapOoKkcaMuia;

123) 4-(uukiionponuiaMuio)-N-(2-metuin-5-(3-(3-(4-metui- 1 H-umunazoon- 1-um)-5-
(TpudTopmeTmin)dheHmn)ypenao)penn) tueHo| 3,2-d mupuMuanH-7-KapOoKCcaMHIa;

124) 3-((4-(IMKJIOTIPONMIAMHUHO ) TUEHO[ 3,2-d JTUpUMUIUH- 7 -WJT) 3 TUHWIT )-4-MeTHI-N-(3-(4-
meTui- | H-umuaazon-1-um)-5-(tpudropmernn)dhennn)oeH3amMuaa;

125) N-(3-((4-(uuKJI0NpOoNMUIaMMHO ) TUEHO| 3,2-d | MUpUMUIVH-7-WT) 3 TUHII )-4-Me TIPS HIT )
-3-(4-metun- 1 H-umnnazon- 1-ui)-5-(rpud ropmetn)0eHzaMuaa;

126) 3-((4-(uMKIO0MpONMIAMUHO)TUEHO[ 3,2-d [MTMPUMUIUH-7-WUT) I TUHWIT ) -4-MeTHIT-N-(4-(
(4-meTtumnmuiepasus- 1 -um)meTnin)-3-(TpudTopmeTrin)peHuT)0eH3aMuaa;

127) 3-((4-(UMKIIONPONUIAMUHO ) TUEHO( 3,2-d [mupuMHUINH-7-11)3TUHWIT )-N-(4-((4-
STUJITIMIIepA3HH- | -uT)MeTHI)-3-(TpudTopMe T )heHUT)-4-Me TUIIOCH3aMHUA,

128) 3-((4-(UMKIOTPONMWIAMHUHO ) TUEHO [ 3,2-d [mMpUMUIUH-7-W1)3TUHWN )-4-MeTHIT-N-(4-(1-
MeTWINUNEPa3uH- 1 -unokcn)-3-(rpudropmertit)dennn)oeH3amMui U

ero hapManeBTHIECKH ITPUEMIIEMOM COJIH, THUIpaTa U COJIbBaTa.

6. [TpuMeHeHre coeIMHEHUs 110 JII0OOMY U3 MII.1-5 [J1s1 OJIyYeHHsl JIEKAPCTBEHHOTO
CpeJIcTBa IS TIPeAYITPEKIACHUS UJIU JIeUeHHs 3a00JIeBaHUIA, XapaKTePU3YIOITUXCS aHOMAJIbHBIM
POCTOM KJIETOK B PE3YJIbTATE YPE3MEPHOM IKCIPECCUU MPOTEUHKUHA3BI.

7. IlpuMmeHeHwue 1o 11.6, rie MpOTeUMHKHWHA3a MpeacTaBiseT codoii Ber-Abl, FGFR, Flt, KDR,
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PDGFR, Fms, Kit, Raf, Tie2, Src umm Ret.

8. Ilpumenenue 1o 1.6, rae 3aboieBaHUE, XapaKTepu3ylolleecss aHOMaJIbHbIM POCTOM
KJIETOK, IPEJICTABIISIET COOOM paK XKeJyIKa, paK JETKUX, paK NMEeYeHH, KOJTOPEKTAIbHbBIN paK,
PaK TOHKOM KHIITKH, PaK MOKETyTOUHOM KeJIe3bl, paK TOJIOBHOT'O MO3Ta, paK KOCTEH,
MeJIaHOMY, paK MOJIOUHOM keJIe3bl, CKJIEPO3UPYIONIUMI aJIeHO3, PAaK MaTKHU, PaK IIEUKU MaTKH,
PaK T'OJIOBBI U ITIeH, PaK MHIIEBOA, PaK IIIUTOBUIHOM JKEJe3bl, PaK MapaIiuTOBUIHOM KEJE3bl,
paK MOYKH, CApKOMY, paK MPOCTAThI, paK yPETPbl, paK MOYEBOIO MY3bIPs, paK KPOBH,
mumpomy, ricopuas wim puopoaIeHOMY.

9. Ilpumenenue o 1.8, T/ie pak KPOBHU MPEACTABIISIET COOOI JIeHK03, MHOKECTBEHHYIO
MHEJIOMY WJIM MHMEJIOIUCIIIACTUICCKUM CHHAPOM; U IMMOoMa IMPECTABIISIET COO0M O0Ie3Hb
XOKKMHA WA HEXODKKMHCKYIO JIMM(OMY.

10. dapmaneBTUUecKast KOMITO3ULMS JJIs1 TPEIYITPEXKICHUS WK JICUeHUs 3a00JIEBaHUM,
XapaKTEePU3YIOIINXCS aHOMAJIBHBIM POCTOM KJIETOK B PE3YJIbTATEe YPE3MEPHOM IKCIIPECCUU
MPOTEMHKUHA3BI, COIeprKalllas COeIUHEHHUE 10 JII0OOoMY U3 M. 1-5.

11. Coequnenuie popmyssr (1):

HO

N

TN

N S

A an
rae

A 0603HauaeT aToM ranorena, -OR*, -SR*, -S(=0)R?, -S(=0),R*, -NR*R’ w1 -NR*C(=
O)R5 ;

RY*uR’ , KOXIbIN He3aBUCUMO, 06o3HavaeT H, Cy_gankuil, C3_glIMKIIOAJIKHUI, —C(=O)R6,
C,_srerepouuknoalnkui, Cs_jgapui unu C,_j3rerepoapud, TI€ apuil, FETEPOAPUI U

reTePOLMKIIOATIKWII, Ka)K/IbIii HE3aBUCUMO, SIBIISIETCS] HE3AMEILIEHHBIM UJIM 3aMEIEeHHBIM
3aMECTUTENIEM, BBIOPAHHBIM U3 IpYyMIIbl, cocTosmen u3 C_gankuna, Co-7IMKIOAIKUIIA,

C_gankoxcu u Cy_ 7reTepouuKIIoanKuIa; u

RS 0603Hauacer H, C_ganxui uiu Cy_7UMKIOAIIKUIL.
12. Coemunenue Gpopmys (111):
W
N

0 ST
N/S

A (110)
rae A sBJISETCA TAKKUM K€, KaK OIpe/esieHo B m.11.
13. Coenunenue popmyisl (IV):

N "——
f YN
N/S

A av)

rJe A SIBJISETCS TAKUM K€, KaK ONPeNeeHo B 1m.11.
14. Coequnenuie popmyisl (V):
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AV}YOLX
S v

rae
A ABIISIETCA TAKUM K€, KaK ONPENesIeHo B 1.11;
X o6o3Havaet -NH, unm -C(O)OH;

)

Y oGo3Hauaer —CHCR7—, -CC- nimu —C(O)NR7—, rae R’ 0603HauaeT H, C,_ganxun nim

C3_8L[I/IKJ'IOEU'IKI/IJ'I; 1 R ob6o3Hayaer H, atom ramorena, METUII WX METOKCH.
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