2005119151 A

RU

POCCUNCKASA ®EAEPALIUA

“"RU" 2005 119 1517 A

(51) MIIK
CO07D 237/24 (2006.01)

SEJEPAJIBHAA CNY>XBA
MO UHTENNEKTYANNIbHOW COBCTBEHHOCTMU,
NMATEHTAM N TOBAPHbIM 3HAKAM

(12) BAABKA HA NBSOBPETEHUE

(21), (22) 3asBKa: 2005119151/04, 19.11.2003 (71) 3asButens(m):

ABEHTNC ®APMA OOWYNAHA NMBX (DE)
(30) MpuoputeT: 19.11.2002 FR 0214443

(72) AsTop(bl):

(43) Oarta nybnukaumu 3assku: 20.01.2006 Bron. Ne 02 XENbOEP Ceet (DE),
HAYMAHH TopcTteH (DE),
LWUEHA®UHIEP Kapn (DE),
YWINN fQaeug, Yunnesam (DE),

(85) Oarta nepeBopa 3asBkm PCT Ha HauUMOHarnbHy
dasy: 20.06.2005

(86) 3asieka PCT: MATTEP Xatc (DE),
EP 03/12950 (19.11.2003) MIOJINEP TouTep (DE),
JIE CIONCC OomuHuk (FR),
(87) NMy6nukaums PCT: BOOY3H bepHap (FR),
WO 2004/046117 (03.06.2004) PYHEWN Tomac (FR),
AJTNE ®paHk (FR),
Adpec Ans nepenucku: TUPABOLLUWU Xunnb (FR)
129010, Mockea, yn. b.Cnacckas, 25, cTp.3,
000 "KOpugunyeckas cumpma Fopoancckuii n (74) MNaTeHTHLIN NOBEPEHHBIIA:
MaptHepb!", nat.nos. I'.6. Eroposoi Eropoea NanuHa bopucosHa

ny

(54) MPOU3BOAHbIE NMMPUOA3SNHOHA B KAYECTBE GSK-3BETA-MHITMBUTOPOB

dopmyna nsobpeteHus
1. CoeamHeHmne dopmynsi (1)
o) (1
Hl]\l A

Na

|

Ar

B kOTOpOW A npefncraensieT cobon A1 nnun A2

i

-

Al= N A2= NH\H/
H

R npeacTtaBnaeTt cobon He3ameLleHHbIA UK, MO KparHen Mepe,
MOHo3ameleHHbIn C4-Cqp-ankun, apun, apun(C4-C4q-ankun)-, retepoapur,
retepoapun(C -C4g-ankun)-, retepounknun, rerepounknun(C4-C4q-ankun)-, C3-C4o-Lnknoankmn,
nonuuuknoankun, C,-Cqg-ankeHun nnu C,-C4g-ankuHun,

roe 3amecTutenu BeldbmpatoT 13 ranoreHa, -CN, C4-Cqg-ankmna, -NO,, -OR1, -C(O)OR1, -O-
C(O)R1, -NR1R2, -NHC(O)R1, -C(O)NR1R2, -SR1, -S(O)R1, -SO,R1, -NHSO,R1, -SO,
NR1R2, -C(S)NR1R2, -NHC(S)R1, -O-SO,R1, -SO,-0-R1, okcorpynnsl, -C(O)R1, -C(NH)NH,,
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retepouuknuna, Cs-Cg-uuknoankuna, apun(C4-Cg-ankun)-, apuna, retepoapmna,
TpudpTopmeTuna, TpudTopmeTUncynbdaHuna n TpudTOPMETOKCUIPYNMbI,

N apwvn, reTepouMKInI U retepoapun MoryT 6biTb B CBOK o4Yepedb, Mo KpanHern mepe,
MoHo3ameleHbl C4-Cg-ankunom, C4-Cg-ankoKcurpynmnown, ranoreHom, TpuTopmMeTuIiom,
TpudTopMeTOoKeurpynnon unu -OH;

Ar npeacraBnsieT coboi He3ameLLEeHHbI UK, NO KparHen Mepe, MOHO3aMELLLEHHbIA apun Unu
retepoapwn,

roe 3amecTutenu BeldbmpatoT 13 ranoreHa, -CN, -NO,, C4-C4p-ankmna, -OR1, -C(O)OR1, -O-
C(O)R1, -NR1R2, -NHC(O)R1, -C(O)NR1R2, -NHC(S)R1, -C(S)NR1R2, -SR1, -S(O)R1, -SO,
R1, -NHSO,R1, -SO,NR1R2, -O-SO,R1, -SO,-O-R1, apuna, retepoapuna, apun(C4-Cg-ankun)-
, hbopmuna, TpudTopmeTMna n TPUOTOPMETOKCUTPYNIbI,

W apun u retepoapur MoryT ObiTb B CBOI ovepefb, No KparHen Mepe,

MoHo3aMeleHbl C4-Cg-ankunom, C4-Cg-ankoKcurpynmnom, ranoreHom, TpuTopmMeTuriom,
TpudTopMeToKcurpynnon mnu -OH;

R1 n R2 He3aBucumo gpyr oT gpyra npeacTtaensoT cobor Bogopon, He3aMeLeHHbIA Unn, no
KpanHen mepe, MoHo3aMeLlleHHbIn C4-Cqg-ankun, Cs-C4g-umknoankun, apus,
apun(C 4-Cg-ankun)-, Co-Cg-ankenun, C,-Cg-ankvHun, retepouunknmn,
retepounknun(C 4-C4g-ankun)- unu retepoapwn, rae 3aamectTuTenu BoIbnpatoT ns
ranoreHa, C;-Cg-ankuna, C4-Cg-ankokcurpynnsbl, -CN, -NO,, -NH,, (C4-Cg-ankun)ammHo-,
an(C 1-Cg-ankmn)ammHo-, -OH, -COOH, -COO-(C4-Cg-ankun), -CONH,, doopmuna,
TpudpTopMeTUna n TpMTOPMETOKCUIPYNMbI;

retepoapwun npegcraenseT cobon 5-10-uneHHbI apoMaTUIECKUIA MOHOLMKITUYECKUA NN
BUUMKNNYECKNIA reTepOoLMKIT, CoOAepKaLLMA OOMNH NN HECKOMbKO reTepoaTtoMoB, BblbpaeMbIxX U3
N,OusS;

apun npeacrasngeT cobon heHun, nHAaHUN, UHOEHUN UM HadTUn;

reTepounknun npeacraesnaet cobon 5-10-uneHHbI anndaTtnyecknini MOHOLIMKITUYECKMIA NNK
BULMKNNYECKNIA reTepOLIMKIT, CoOAepKaLLMIA OOMNH NN HECKOMbKO reTepoaTtoMoB, BblbpaemMbIx U3
N,OusS;

Unu ero pauemartbl, 3HaHTMOMepbI, AnacTepeonsomMepbl 1 X CMECU, ero TayTomMepbl Unm
du3nonornyeckn npuemnemble Conu;

npu ycnosuun, 4To A He npegcrtasnseT cobon -C(O)NH(C4-Ce-ankun) B cnyyae, ecnim Ar
npeacrtaenseT cobor eHurn, KOTOpbIA, Mo KpanHen mepe, MOHO3aMELLEH reTEPOLMKITUIIOM UK
reTepoapunom, cogepkalinum asoT, U Npu YCrNoBUM UCKNIOYEHUS credyowmnx coegmHeHunin: 3-{4-
(3,4,5-TpuMeTOKCMaHUIMHOKAPBOHUI)-3-0KCO-2,3-AUrMaponNMpUaasnH-6-mn}-2-geHnnnupasono
[1,5-a]nupugmnHa, 3-{4-(N-kapbokcumeTun)kapbamonrn-3-okco-2,3-gurngponnupuaasni-6-mn}-2-
heHunnupasono[1,5-ajnupugmHa, 6-(4-unaHodeHunn)-4[(4-kapbokcndyTun)ammHokapboHnn]-(2H)-
nupunaasuH-3-oHa u 6-(4-metokcmdeHun)-4-metunkapbamonn-(2H)-nnprnaasmnH-3-oHa.

2. CoegmHeHue no n.1, B kotopom B hopmyrie (1)

A npeacraensieTt cobon Afl;

R npeactaBnaeT cobon He3ameLleHHbIA Unn, No KparHen Mepe,

MoHo3amMeLleHHbIn C4-Cqg-ankun, apun, apun(C4-C4q-ankun)-, retepoapun,
retepoapun(C 4-C4q-ankun)-, retepouunknun, rerepounknun(C4-C4q-ankun)-, C3-C,g-unknoankun,
nonuuuknoankun, C,-Cqg-ankeHun nnm C,-C4g-ankuHun,

roe 3amecTutenu BeldbmpatoT M3 ranoreHa, -CN, C4-Cqg-ankmna, -NO,, -OR1, -C(O)OR1, -O-
C(O)R1, -NR1R2, -NHC(O)R1, -C(O)NR1R2, -SR1, -S(O)R1, -SO,R1, -NHSO,R1, -SO,
NR1R2, -C(S)NR1R2, -NHC(S)R1, -O-SO,R1, -SO,-0O-R1, okcorpynnsl, -C(O)R1, -C(NH)NH,,
retepouuknuna, Cs-Cg-uuknoankuna, apun(C4-Ce-ankun)-, apuna, retepoapmna,
TpupTopmeTuna, TpupTopMeTUNncynbdaHmna n TpUOTOPMETOKCUTPYNNbI,

W apun, reTepouuKnui U retepoapun MoryT ObiTb B CBOKO odepeb, No KpanHen mepe,
MoHo3aMeleHbl C4-Cg-ankunom, C4-Cg-ankoKcurpynmnoim, ranoreHom, TpugTopmMeTUiom,
TpudTopMeToKcurpynmnon mnm -OH;

R1 n R2 He3aBucumo apyr oT gpyra npeacrtaensaoT cobon Bogopon, He3aMeLeHHbIA Unn, no
KpanHen mepe, MoHo3aMelleHHbIn C4-Cqg-ankun, Cs-Cyg-Lnknoankun, apun,
apun(C 4-Cg-ankun)-, C,-C4g-ankennn, Co-Cqg-ankmHum, reTepouuknun,
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retepounknun(C 4-C4g-ankun)- unu retepoapwn, rae 3aamectuTenu BolibnpatoT ns
ranoreHa, C4-Cg-ankuna, C4-Cg-ankokcurpynnsl, -CN, -NO,, -NH,, (C4-Cg-ankun)ammHo-,
an(C 1-Cg-ankmn)ammHo-, -OH, -COOH, -COO-(C4-Cg-ankun), -CONH,, doopmuna,
TpupTopmeTuna n TpUPTOPMETOKCUTPYbI;

reTepoapun npeacrtaensieT cobon 5-10-4neHHbIn apoMaTUHECKUA MOHOLMKITMYECKUIA NNK
BUUMKNNYECKNIA reTepOoLMKIT, CoOAepKaLLMA OOMH NN HECKOMbKO reTepoaTtoMoB, BblbpaeMbIxX U3
N,OusS;

apun npeacraesnsaeT cobon heHnn, nHaaHUN, UHOEHUI N1 HadTuUIT;

reTepounknun npeacrasnaet cobon 5-10-uneHHbI anndaTn4ecknini MOHOLIMKITUYECKUIA NNK
OUUMKNNYECKNIA reTEePOLIMKIT, COAEPXKALLMIA OOMH NN HECKOMbKO reTepoaTtoMoB, BblOMpaemMbIx U3
N,OusS;

UNun ero pauemaTbl, 3HAHTUOMEPbI, AnacTePeom3oMepPbI U UX CMECU, ero TayToMepbl Unn
dm3nonornyeckn Npuemremble Conw.

3. CoeguHenue no n.1 nnm 2, B kotopom B chopmyne (1)

R npeactaBnaeT cobon He3ameLleHHbIA UK, Mo KparHen Mepe,

MOHo3ameLeHHbIn C4-Cqp-ankmn, apun, apun(C4-C4g-ankun)-, reTepoumnknm,
retepounknun(C 1-C4q-ankun)-, C3-C4p-UmKnoankun, retepoapun unm
retepoapun(C 4-C4q-ankun)-,

roe 3amecTutenu BoldbmpatoT 13 ranoreHa, -CN, C4-Cqp-ankmna, -NO,, -OR1, -C(O)OR1, -O-
C(O)R1, -NR1R2, -NHC(O)R1, -C(O)NR1R2, -SR1, -S(O)R1, -SO,R1, -NHSO,R1, -SO,
NR1R2, -C(S)NR1R2, -NHC(S)R1, -O-SO,R1, -SO,-0-R1, okcorpynnsl, -C(O)R1, -C(NH)NH,,
retepouuknuna, Cs-Cg-uuknoankuna, apun(C4-Cg-ankun)-, apuna, retepoapuna,
TpupTopmeTuna, TpuTopMeTUncynbdaHmna n TpUOTOPMETOKCUTPYNNbI,

1 apuvn, reTepouMKIInI U retepoapun MoryT 6biTb B CBOKO o4Yepedb, Mo KpanHern mepe,
MoHo3aMelleHbl C4-Cg-ankunom, C4-Cg-ankoKcurpynnoim, ranoreHom, TpugTopmMeTuiom,
TpudTopaTokeurpynnoun nnm -OH;

R1 n R2 He3aBucumo apyr oT gpyra npeacTtaensaoT cobon Bogopon, He3aMeLeHHbIA Unn, no
KpanHen mepe, MoHo3aMelleHHbIn C4-Cqg-ankun, Cs-Cyg-umknoankun, apus,
apun(C 4-Cg-ankun)-, C,-C4g-ankeHnn, Co-Cqg-ankmHum, reTepouuknun,
retepounknun(C 1-C4g-ankun)- unm retepoapus, rae 3aMectutenu BelomMpatoT ua
ranoreHa, C4-Cg-ankuna, C4-Cg-ankokcurpynnsbl, -CN, -NO,, -NH,, (C4-Cg-ankun)ammHo-,
an(C -Cg-ankmn)ammHo-, -OH, -COOH, -COO-(C4-Cg-ankun), -CONH,, doopmuna,
TpudpTopMeTUna n TpudTOPMETOKCUIPYNMbI;

reTepoapun npeacrtaensieT cobon 5-10-4neHHbIn apoMaTUHECKUA MOHOLMKITMYECKUIA NNK
BULMKNNYECKNIA reTepOoLIMKIT, CoOAepKaLLMA OOMH NN HECKOMbKO reTepoaTtoMoB, BblbpaeMbIxX U3
N,OusS;

apun npeacrasngaeT cobown heHun, nHAaHUN, UHOEHUI UM HadTUn,

reTepounknun npegcraenseT codor 5-10-uneHHbI anndaTnieckmii MOHOLMKIMYECKUIA NN
BULMKNNYECKNIA reTepOLMKIT, CoOAepKaLLMIA OOMNH NN HECKOMbKO reTepoaTtoMoB, BblbpaemMbIxX U3
N,OusS;

Unu ero pauemartbl, 3HaHTMOMepbI, AnacTepeon3oMepbl 1 X CMECU, ero TayTomMepbl Unm
du3nonornyeckn Npuemsiemble Conw.

4. CoeguHeHue no n.1 unu 2, B kotopom B dopmyre (1)

Ar npeactaBnseT coboin He3ameLLEHHbI UK, NO KpakHe Mepe, MOHO3aMEeLLEHHbIN dheHnn,
NMPUONHUA, NTMPUMUAMHWI, NMPa30onun, TuodeHun, nsokcasonun, 6eHso[b]tnodpeHun,
©eH3ogmokconun unu Tnasono[3,2-b][1,2,4]tnasonun,

roe 3amecTutenu BeldbmpatoT 13 ranoreHa, -CN, -NO,, C4-C4p-ankmna, -OR1, -C(O)OR1, -O-
C(O)R1, -NR1R2, -NHC(O)R1, -C(O)NR1R2, -NHC(S)R1, -C(S)NR1R2, -SR1, -S(O)R1, -SO,
R1, -NHSO,R1, -SO,NR1R2, -O-SO,R1, -SO,-0-R1, apuna, retepoapuna, apun(C,-Cg-ankun)-
, opmuna, TpudTopmMeTUNIA U TPUPTOPMETOKCUTPYNNbI,

N apun u retepoapur MoryT ObiTb B CBOI ovepefb, No KparHen Mepe,

MoHo3ameleHbl C4-Cg-ankunom, C4-Cg-ankoKcurpynmnown, rarioreHom, TpuTopmMeTUIiom,
TpudTopMeTOoKeurpynnon unu -OH;
R1 n R2 He3aBucumo apyr oT gpyra npeacTtaensoT cobor Bogopon, He3aMeLeHHbIA Uinn, no
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KpanHen mepe, MoHo3aMelleHHbIn C4-Cqg-ankun, Cs-Cyg-Lnknoankun, apun,

apun(C 4-C,g-ankun)-, Co-Cg-ankenun, Co-Cg-ankvHun, retepouunknmn,
retepounknun(C 1-C4g-ankun)- unm retepoapus, rae 3aMecTutenu BelomMparoT ua
ranoreHa, C;-Cg-ankuna, C4-Cg-ankokcurpynnsbl, -CN, -NO,, -NH,, (C4-Cg-ankun)ammHo-,
an(C 1-Cg-ankun)amumHo-, -OH, -COOH, -COO-(C4-Cg-ankun), -CONH,, doopmuna,
TpudpTopmeTuna n TpUPTOPMETOKCUTPYNbI;

retepoapwun npegcraenseT cobor 5-10-uneHHbI apoMaTUIECKUA MOHOLMKITUYECKUA NN
BUUMKNNYECKNIA reTepOoLMKIT, CoOAepKaLLMA OOMNH NN HECKONbKO reTepoaTtoMoB, BblbpaeMbIxX U3
N,OunsS;

apun npeacrasngaeT cobon peHun, NHAaHUN, UHOEHUN U1 HadTUn;

reTepounknun npeacraenseT codor 5-10-uneHHbI anndaTnieckmii MOHOLMKIMYECKUIA NN
BUUMKNNYECKNIA reTePOLIMKIT, COAePXKaLLMIA OOMNH NN HECKOMbKO reTepoaTtoMoB, BblbpaemMbIxX U3
N,OunsS;

UNun ero pauemaTbl, S3HAHTUOMEPbI, AnacTePeom3oMepbl U UX CMECU, ero TayToMepbl Unu
n3nonornyeckn npuemnemble Conw.

5. CoeguHenune no n.1 nnm 2, B kotopom B chopmyne (1)

A npepnctaenset cobon A1;

R npeacrtaBngaet cobon He3aMeLLeHHbIA Unu, No KpanHen mepe, MOHO3aMeLLLEHHbIN
apun(C 4-Cg-ankun)- unm retepoapun(C4-Cg-ankun)-,

roe samecTutenu BoldompatoT 13 ranoreHa, C4-Cg-ankuna, -OH, -O-
apuna, C4-Cg-ankokcurpynnsbl, -O-(C4-Cg-ankuneH)-N(C4-Cg-ankun),, -C(O)OH, -C(0)O-
(C4-Cg-ankun), -NH,, -N(C4-Cg-ankun),, -NH(C4-Cg-ankun), -NH(C4-C4q-unknoankun), -C(O)NH,
, -C(O)NH-retepoapuna, -C(O)NH(C4-Cg-ankun), -SO,(C4-Cg-ankun), -SO,NH,, -C(O)-
retepouuknuna, -C(NH)NH,, retepounknuna, apun(C4-Cg-ankun)-, apuna, TpudpropmeTuna u
TPUPTOPMETOKCUTPYNIbI,

N apwvn, reTepoLMKIInI U retepoapun MoryT 6biTb B CBOKO 04Yepeab, Mo KpanHern mepe,
MoHo3ameleHbl C4-Cs-ankunom, C4-Cs-ankokcurpynnon, pTopom, Xropom, 6poMom,
TpudTOpMETUIIOM, TPUdTOPpMETOKCUrpynnon nnu -OH;

retepoapwn npeacraBnsaeT cobon nmnaasonun, TModeHun, dypaHus, N3okcasonusn,
AMPUANMHUA, TUPUMUANMHUIA, 6BEeH30MMMAAa30NUN, UHAONWUA N 6EH304UOKCONWUIT;

apun npegcraensieT cobon eHnn nnu HadpTun;

reTepouuknun npeacrasnaeT coborn MopOnMHU, NMNEPa3UHUN AW NMUNEPUANHUIT,

UnNun ero payemaTbl, 3HAHTUOMEPbI, AnacTePEOM30MEPbI U UX CMECU, EF0 TayTOMEPbI UMK
dm3nonornyeckn Npuemsiemble Conw.

6. CoeguHenune no n.1 nnm 2, B kotopom B chopmyne (1)

A npeacraenseTt cobon A1;

Ar npeactaBngeT coboi HezameLleHHbI UNn, No KpamHen Mmepe, MOHO3aMeLLEeHHbIN heHun,
NMPUANH-4-Un NN NMMPUMUANH-4-1n,

rae 3amMecTuTenu BolbupatoTt 13
ranoreHa, C;-Cg-ankuna, -OH, C4-Cg-ankokcurpynnel, -C(O)OH, -C(O)O-

(C4-Cg-ankun), -NH,, -N(C4-Cg-ankun),, -NH(C4-Cg-ankun), -NH(C4-C4q
-umknoankun), -NH(retepoumknun(C,-Cg-ankun-)), -NH(apun(C-Cg-ankun-
)), -C(O)NH,, -C(O)NH(C4-Cg-ankun), apuna u retepoapuna,

1 apwvn, reTepoLMKIInI U retepoapun MoryT BbiTb B CBOK o4Yepedb, Mo KpanHer mepe,
MoHo3aMelleHbl C4-Cs-ankunom, C4-Cs-ankokcurpynnon, pTopom, Xnopom, 6pomom,
TpudTOpMETUIIOM, TPpUdTOPpMETOKCUrpynnon nnu -OH;

retepoapwn npeactasnaeT cobon NUPUAMHUIT NN TUPUMUANHUIT,

apun npegcraensieT cobon eHnn nnu HadpTun;

reTepouuknun npeactaBnaeT cobor MoponMHU, NMNEPA3UHI UK NMUNEPUANHUIT,

UNKn ero pauemaTbl, 3HAHTUOMEPbI, AnacTEPEOM30MEPDLI U UX CMECU, Er0 TayTOMEPbI UMK
du3nonorniyeckn Nnpuemnemble Conw.

7. CoeguHenune no n.1 nnm 2, B kotopom B chopmyne (1)

A npepnctaenset cobon A1;

R npeacrtaBnaeT cobon He3aMeLLEeHHbIA UK, NO KpakHe Mepe, MOHO3aMEeLLEHHbIN BeH3nn,
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peHnnaTun, peHnnnponun, NMPUAUMHUAMETUN, MTUPUOVNHUIIITUN UNU NUPULMHUANPONNUIT,
roe samecTutenu BoeldMpatloT U3 xnopa, 6poma, propa, TpucpTopmeTnna u kapbokcurpynneol;

Ar npegctaBnsieT coboin He3ameLlEeHHbIA UK, NO KpakHen Mepe, MOHO3aMELLEHHbIA MUPUANH-

4-un, IMPUMUANH-4-1n unn penHnn,

roe 3amMecTuTenu BblbMpalroT U3 MeTUNaMmHOrpynnbl, 3TUNaMUHOTPYNMbI,
nponunamMuHorpynnel, 6yTrnnammHoOrpynnbl, rMAPOKCUTPYNMbl, METOKCUIPYMbl, 3TOKCUrPYNMbl,
mMeTuna, aTuna, nponuna, (PeHnnaTUN)aMmHorpynmnbl, 6eH3nnaMmmHorpynmnsl 1
(MOPdONUHUNAITUN)aMUHOTPYNMbI;

UNun ero pauemaTbl, 3HAaHTUOMEPbI, AnacTEPEOM30OMEPDLI U UX CMECU, EFO TayTOMEPbI UMK
dm3nonornyeckn Npuemnemble Conw.

8. CoegunHeHune no n.1 nnu 2, BbibMpaemMoe 13 rpynmnbl, COCTOALLEN U3:

(3-nupungun-3-unnponun)ammnga 6-(2-0ytTunammHonupumMmmnanH-4-un)-3-okco-2,3-
anrngponnpunaasnH-4-kapboHOBOM KUCMOTHI,

(3-nupungun-3-unnponun)ammga 6-(4-rugpokcu-3-meTokendgeHnn)-3-okco-2,3-
anrngponnpungasnH-4-kapboHOBOM KMCMOTHI,

(3-nupungun-3-unnponun)amuga 6-(4-rugpoken-3,5-gumeTmndeHunn)-3-okco-2,3-
anrngponnpunaasnH-4-kapboHOBOM KUCMOTHI,

(3-nupungun-3-unnponun)amuga 6-(4-rugpokcndeHmnn)-3-okco-2,3-aurnaponmpuaasmH-4-
kKapbOHOBOW KMUCOTHI,

4-xnopbeHsnnamuga 6-(2-aTnnaMmmHoNMpUMUAanH-4-nn)-3-okco-2,3-gurngponnpunaasnH-4-
KapBOHOBOW KMUCIOTHI,

4-xnopbeHsnnamuaa 6-(3-xnop-4-rugpokcudeHnn)-3-okco-2,3-aurngponnpungasmy-4-
KapbOHOBO KMUCMOTHI,

4-xnopbeHsnnamuga 6-(4-rmgpokcu-3,5-aumeTundenunn)-3-okco-2, 3-gurngponupunaasmH-4-
KapBOHOBOW KMUCIOTHI,

4-({[6-(4-rngpokcu-3,5-gumeTunndeHnn)-3-okco-2,3-gurngponnpunaasni-4-kapboHunjammHo}
MEeTMWM)BEH30MHOWN KNCIOThI,

4-({[6-(4-rngpokcun-3-meTokecndeHnn)-3-okco-2,3-anrnaponmpmaasnH-4-kapooHmn]ammHo}
MEeTWM)BEeH30MHON KACNOTHI,

(MMpuavH-3-unmeTun)amuga 6-(2-6ytTunammHonupumMmmnanH-4-mn)-3-okco-2,3-
anrngponnpungasnH-4-kapboHOBON KMCMOTHI,

4-xnopbeHsnnamuga 6-(3-pTop-4-rmgpokcndeHmns)-3-okco-2,3-gurngponupunaasmH-4-
KapBGOHOBOW KMUCIOTHI,

4-xnopbeHsnnamuga 6-(4-rugpokcu-3-metundeHnn)-3-okco-2,3-gurngponnpunaasniy-4-
KapbOHOBOW KMUCMOTHI,

4-xnopbeHsnnamuga 6-[2-(2-MopdonmH-4-MNaTUIaMmmHO)NIMpUMnanH-4-unl-3-okco-2,3-
anrngponnpunaasnH-4-kapboHoOBOM KUCMOThI,

4-xnopbeHsnnamuga 6-(4-rmgpokcu-3-meTokendeHnn)-3-okco-2,3-gurngponnpngasnH-4-
KapbOHOBOW KMUCMOTHI,

4-xnopbeHsnnamuga 6-(2-meTnnaMmmMHONMPUMUAnNH-4-nn)-3-okco-2,3-anrngponnpuaasnH-4-
KapBGOHOBOW KMUCIOTHI,

(3-dhennnnponun)ammnga R-3-okco-6-[2-(1-beHnnatnnaMmmHo)nnpuMnanH-4-unj-2,3-
anrngponunpungasnH-4-kapboHOBON KMCMOTHI,

4-xnopbeHsnnamuga 6-(4-rmgpokcmndenmnn)-3-okco-2,3-gurnaponmpuaasnH-4-kapboHoBown
KMCNOThI,

3-okco-6-nnpuanH-4-un-N-[4-(TpudpTopmeTnn)beHsunn]-2,3-gurngponupunaasvH-4-
kapbokcamuga,

4-6pombeH3nnamuga 3-okco-6-nnpnanH-4-un-2,3-gurnaponmpuaasnH-4-kapboHOBOW KNCIOThI,

3-okco-6-nnpunaunH-4-un-N-(nupmanH-3-nnmeTtun)-2,3-gurnaponupuaasmnH-4-kapbokcammaa,

N-(2,4-gmxnop6beH3ann)-3-okco-6-nnpnannH-4-un-2,3-auruaponvpuaasmH-4-kapbokcammnia,

4-xnop-2-propbeHsmnammuga 3-okco-6-nnpunamnH-4-un-2,3-gurngponmpuaasnH-4-kapboHoBon
KNUCMOThI, U

N-(4-xnop6eHs3nn)-3-okco-6-nnpunanH-4-un-2,3-guruaponmpuaasuH-4-kapbokcamunia;

Unun ero pauemartbl, 3SHaHTMOMEpbI, AnacTepPeon3oMepbl N X CMECU, Er0 TayTOMEPbI U
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PU3nonorMyeckn npuemnemMble conu.

9. CoegunHeHune no nbomy ua nn.1-8 unu ero puanonormyeckn npuemnemast Conb ans
NpMMeHEeHNs B KayecTBe papmMaLeBTMYECKOro cpeacTaa.

10. NpumeHeHne coeguHenns no nbomy 13 nn.1-8 nnu ero PuU3NoNoOrMIYECcKN NPUEMNEMONn
conu ns NponsBOACTBa NEeKapCTBEHHOro cpeAcTBa Ans NPoUNakTUKA U/mnm nevyeHus
3aboneBaHuni, Npu KOTopbIX HabnogaeTcst gochopmunmpoBaHme Tay-6ernka.

11. NpumMeHeHne coeguHeHnd no nbomy 13 nn.1-8 nnu ero PuU3NoNOrMIYECKN NPUEMNEMONn
COMW ANs NPOVU3BOACTBA NIeKapCTBEHHOrO CpeacTBa, KoTopoe ABMAeTcA nHrmbntopom GSK-3p.

12. NpuMeHeHne coeguHennd no nbomy 13 nn.1-8 nnu ero puUaNoNorM4ecKkn NPUEMNEMon
COnv Ansi NpoM3BOACTBA NeKapCTBEHHOrO CpeAcTBa ANS NPOUNAKTUKN U/MNK neYeHns
HeripoaereHepaTuBHbIX 3aboneBaHuin, ygapa, TpaBm rofloBHOMO U CIMHHOIO MO3ra 1
nepudeprnyeckmx HemponaTui, OXNPEHUS, HapYLLEHUI, CBA3aHHbIX C OOMEHOM BeLLecTs,
anabeTta tmna ll, nepBuYHO apTepuanbHON TMNepPTEH3NN, aTEPOCKITIEPOTUHECKMX 3ab0neBaHni
cepaeyHO-CoCyaANCTON CUCTEMbI, CUHAPOMA NOSIMKMCTO3a AUYHUKOB, CUHApPOMa X,
nMMyHoaednLMUTa UNn paka.

13. NpumeHeHWe no n.12, B KOTOPOM HeWpoaereHepaTnBHoe 3aboneBaHne npeacrasnseT
cobon 6onesHb Anburerimepa, 6omnesHb MNapkMHCOHa, NMOOHO-TEMEHHYO AEMEHLMIO, KOPTUKO-
0asanbHyto gereHepaumio unm 6onesHb MNuka.

14. NpumeHeHne no n.12 gns npopunakTukn u/unm nevyeHusn guabeta tuna Il unu 6onesxn
Anburenmepa.

15. ®apmaueBTUYECKUIA NpenapaT, BKNoYarwmii achdekTUBHYO J03Y, N0 KpanHen mepe,
OOHOr0 COeANHEHUSA UK ero Pr3nMoNorM4yeckn NpuemMnemMon Conu, onpeaeneHHbIX B nobom n3
nn.1-8, n dunsnonorn4eckn NnpnemnemMblii HOCUTENb.

16. ®apmavueBTnyeckumii npenapart no n.15, KoTopbli HaxoauTcs B hopme nNunionu, TabneTku,
neneLlkn, NoKpbITOn 0605104Ko TabneTkn, rpaHynbl, Kancyrsbl, TBEPLON UM MATKOM
)KenaTuHOBOW Kamncyrbl, BOOHOIO pacTBopa, CMMPTOBOro pactBopa, MacnsiHoro pacTeopa,
cvpona, aMynbCun, CyCrneH3nn, NacTUkn, Cynno3mTopusi, pacteopa A8 UHbEKUMUU Unu
WH(Y3UKN, Masu, HaCTONKKM, KpemMa, NOCbOHA, NOPOLLKa, Chpes, TepaneBTUYeCKUX cCucTeM ans
YPECKOXHOrO BBEAEHMS, Ha3anbHOro crnpes, aspo30sibHON CMeCK, MUKPOKancyrbl, UMAaHTaTa,
WTKUdTa UM nnacTbIps.

17. Cnocob nonyyeHus coeguHeHus opmynsl (1) no nodomy 13 nn.1-8, B KoTOpoMm

a) coegmHeHue gopmynbl (1V)

0
Y2 2
M
(%)
¥

B kOoTOpoM Y1 npeactaenseTt coborn ranoreH, B(OH), unu Sn(C4-C4g-ankun) n

Y2 npepctasnseT coboit H unu sawwmTtHyo rpynmny,

npeobpa3oBLIBAOT B NPUCYTCTBUN NaniagmMeBoro komnnekca gobaesnexHvem Ar-Z, rae Z
npeactasnseT cobori B(OH),, B(C4-Cg-ankokcu),, Sn(C4-Cg-ankun)s, Zn(C4-Cqg-ankun) unm
ranoreH,

nnm
b) npu ycnosuu, uto B chopmyne (1) A npencrasnsiet cobon A1, coeanHeHmne dopmynbi (1)
0
H T
o
M
()
Ar
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B KoTopou X npeactasnaeT cobon -OH, C4-C4qp-ankokeurpynny, xrnop unm -O-C(0)O-
(C4-C4g-ankun), npeobpasosbiBatoT gobasneHnem RNH,.
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