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NHI'MBUTOPBI MAGL HA OCHOBE ITHPA3O0JIA

HEPEKPECTHASA CCBUIKA
[0001] Hacrosimas 3asBKa MCOpPALIMBAECT MPEUMYLIECTBO MNPEABAPUTEIBHON 3asBKM HAa MATEHT
CIIA Ne 62/510223, momanHod 23 wmast 2017 r., koTopash BKJIIOYEHa B JAaHHBIA JOKYMEHT

noCcpeaACTBOM CCBLIKHU B IIOJIHOM oObeme.

YPOBEHDb TEXHUKH

[0002] Monoauunrmuuepounaza (MAGL) npencrasnser coOoi (epMeHT, OTBETCTBEHHBIH 3a
TUAPONIN3 HHAOKAHHAOMHOUMOB, Takux Kak 2-AG (2-apaxUIOHOWITIIMLEPUH), JIUMIUA HAa OCHOBE
apaxuoHaTa, B HepBHOH cucreme. I'maponasza amunos skupHbix kucnot (FAAH) npencrasiser
coOoli npyroii (epMeHT, OTBETCTBEHHBIH 3a THIPOINU3 HHIOKAHHAOMHOMIOB, TaKUX Kak

dHaHOaMuAa.

KPATKOE OIIHCAHUE HACTOAIIEI'O U3OBPETEHUSA

[0003] B Hacrosimem u300peTeHHM NPEAyCMOTPEHBI, HAIPUMEp, COCOUHEHHS W KOMIIO3HLIUH,
KOTOpble SABJsIIOTC MoayiaTopamMu MAGL, u ux npuMeHeHHe B KauecTBe MEIULIMHCKUX CPECTB,
crocoObl WX TONy4eHus U (papmareBTHYeCKHe KOMIIO3UIMH, KOTOpBIE COAEpIKaT PACKPBITHIE
COEAMHEHUs] B KayecTBE IO MeHbLIEHl Mepe OAHOro aKTUBHOIO WHIPeAMeHTa. B HacTosiem
U300peTeHNH TakKe TMPEAyCMOTPEHO TMPUMEHEHHE PACKPBITBIX COEAWHEHHH B KadyeCcTBe
JICKAPCTBCHHBIX  IPENapaToB W/HWIM B W3TOTOBJIEHUU JICKAPCTBEHHBIX  IIpE€riapaTroB  OJid
uHrnoupoBanus akTiBHOCTH MAGL y TermIOKpOBHBIX KMBOTHBIX, TAKUX KaK JIFOJIH.

[0004] B onnom acnekTe mpencrasieHo coenunenue Gopmyisr (1),

o)

R3JJ\I\‘I N
N —
R1
dopmymna (D),
rae

R! npencrasnsier coboit -N(R?)C(O)RY unu -N(H)SO.RY;

R? npencrasnser coboii H unu Ci-salku;
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A npenctasisier coooit N unu C(H);

X npexcrasnser co6oit -O-, -N(R'®)- umu -CHN(R'%)CH,-;

Y npencrasnsier codoit -CHa- wim -C(O)-;

Z mipencTasiseT coboit -S-, -O- umu -N(R*)-;

R* mpencrasnser coboit H, ramoren, -OR’, Cisankun, Ci-cankun-OH, Cisanxenmn, Ca-
cankuHmwI, Ci.eramorenankwi, -O-Csguuknoankmwi, -0O-Cssuuknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.sumknoankun, C;-oreTepOlMKIOaNKILI, -
Ci-sankun-Cr.orereporukioankun, Cs.ioapui, Ciorerepoapui, rae Csguukimoankun, Co.
orereporukyioankuy, -Cieankun-Cr.orerepormknoankui, Ce.i0apun,  Ciorerepoapu
Heobs3aTenbHO 3amemens! 1w 2 RM;

R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankun, Cisranorenankui, C1.raJoreHaaKoKCH
Wi peHu,

R® npencrasnser coboit H, ranoren umu C-6aJIKui;

R’ npencrasmsier coboii H, Cieanxun, Cigramorenankun, Csguuknoankun, —Co.
orereporukiioankui, Cs.ipapun wim Ci.orerepoapud, rae Cr.orerepounknioankui, Ce-10apui

unu C.oreTepoapun Heobs3aTenbHO 3amemenb |1 umm 2 RY;



kaxaeii R® u xaxaeii R’ nesasucumo Bbiopansl u3 H u Creankuna, utu R® u R? Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPHUCOEIMHEHBbI, OOBEOUHEHBI ¢ OOpa3oBaHUEM
reTepOLMKI0aIKUILHOTO KONbL,
R!° npencrasnser coboii -O-Ci.sranorenankun, -O-Ci.sankun-CO2H, -O-Cssiuknoankun, -O-
Cs-suuknoankun-CO2H, -N(H)-Ci-sankun-CO2H unu -SO,RY;
R!? npencrasnsier coboit H, ranoren umu C1-6aaKkum;
R" npencrasnsier coboii H unu Ci-sanku;
kaxaeiii R nesaBucumo Beibpan u3 ranorena, -OH, okco, Ci.sankuna, Cisranorenankunia, Ci.
sankokcy, -Ciankun-OH, Cs.sumknoankuna, -CO2R3, -C(O)NR®R’, -C(0)-Ci-¢ankuna, -
C(0)-C1-6anxun-OH, -SO;,-Ci.sankuna, -N(R®*)SO2-C.sankuna u -N(R*)C(0)-C1.sankuna;
R'® npencrasnsier co6oit Ci-sankun uan C3.sLUKIO0ATKUI,
R npezacrasysier coboii H, Ci.sankun, -C(O)-Ci.sankun unu -CH,CO,H;
R npencrapnsier co6oit Ci-sankun uiu C3.sIUKI0ATKIT,
R'™ u RY nesasucumo sbibpanst u3 H u Crsankuna, rae R'® u R' o6a ne npencrasnstor coboit
H;
R npencrapnser coboit H unu Ci.saku;
v pasnsiercs O wnu 1,
n pasHsercs 0 wim 1,
m pasusiercsa 0 win 1,
p pasusiercs 0, 1 wnu 2;
q paBusiercs O, 1 unu 2; n
w paBHsieTcs | unu 2;
WIM €ro CoJbBaT, THApPAT, TayToMep, N-OKCHA, CTepeou3oMep WM (PpapMaLeBTUUeCKU
TIpUeMJIeMas COMb.
[0005] B HexoTOpBIX BapHWaHTaxX OCYLIECTBJICHHs MpencTaBlieHo coenuHeHue dopmyinbl (1) umu

€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeon3oMep WM (apMaLeBTHIECKU MpHEeMIIeMast

4
R A\
RO, Yy, WAL
N
R® Rum i
RS P f B npyrom BapuaHTe

con, rme R® mpencrasmser coboii
OCYIIECTBJICHUS MPeACTaBeHo coequuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTepeonu3oMep uin (papMareBTUYECKH MpUeMIeMasi COJib, TIe M paBHsETCs 1, n paBHSETCS

1, p paBusercss 1, m w pasHsercs 1. B npyromM BapuaHTe OCYLIECTBJIEHHS HNPEACTABIECHO

2
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coennaeHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMep, N-OKCHI, CTEPEOM30OMEpP HIIH
dapmManeBTHUECKH TIpHEeMIIeMasi Coiib, rie m pasHsieTcst 0, n paBHsiercs 1, p paBHsiercs 1, u w
paBHsieTcst 2. B npyrom BapmaHTe OCYINECTBJICHHUS NMPEACTaBIEHO coenuHeHue ¢opmyns! (I) nmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHJ, CTepeom3oMep Win (apMaleBTHUECKH NpHeMIIeMast
conb, rae m pasHsieTcs: 1, n pasnsiercst 1, p pasnsiercss O, u w paBHserca 1. B apyrom Bapuanre
OCYIIECTBJICHUS MpeAcTaBiieHo coenuuenue Gopmyisl (I) miu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTePEON30Mep W (papMalleBTUIECKH MpHeMiIeMas coiib, rae A npeacrasisier codoit C(H).
B npyrom BapmaHTe OCYIIECTBJIEHHUs MpENCTaBleHO coenuHeHue ¢Gopmyisl (I) nimm ero conbaar,
ruapat, tayromep, N-OKCHJ, cTepeou3oMep WM (apMaleBTHUECKH NpHeMIIeMasl COiib, rae A
npencrasisier codboii N. B HEKoTOphIX BapuaHTaxX OCYIIECTBJIEHUS MPEICTABICHO COEIUHEHHE

dopmysl (I) um ero conpBaT, ruapat, Tayromep, N-OKCH, CTepeoru3oMep in (hapMareBTHIECKH

RG
Y. q m
R4 AN \N
SR
R12
R13 p n
RS

OCYLIECTBJIEHHs TIPENCTaBIeHO coenuHenne ¢opmyisl (I) wium ero conbsat, ruapar, Tayromep, N-

npuemnemas coib, rie R® npencrasnser coboii . B npyrom Bapuanre
OKCHJI, CTepeonu3oMep WK (papMaleBTUYECKH MTpUeMIeMasi COJb, TIe M paBHsAETCs 1, n paBHSETCS

I, q paBmsiercs 1, m p paBHserca 1. B apyrom BapumaHTe OCYLIECTBJIEHHs IPEACTaBICHO

)
coenuaenue (opmynsl (I) miam ero conwBar, TUApaT, TayToMep, N-OKCHI, CTEPEOH30OMEpP WM
(dapMareBTHYECKH TpUemiieMasi Cojib, rae m pasHsieTcss 0, n paBHsiercss 1,  paBHsiercs 2, U p
paBusiercst 1. B npyrom BapuaHTe OCYIIECTBJICHUS MPEACTaBIeHO coenuHeHue Gopmydst (I) umm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTepeor3oMep Wi (apMaleBTHYECKH NpHeMIIeMast
conb, TAe m paBHsercs 1, n paBHsieTcs 1, q pasHserca O, u p pasHsieTrcs 2. B apyrom Bapuante
OCYIIECTBJICHUS MPeACTaBlieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-

OKCHJI, CTepeon3oMep Ui (hapMaleBTHUECKH MTpHeMJieMasi COJib, TIe M paBHsETCs 1, n paBHsSETCS

1

2

q paBHserca 1, m p paBusercas 0. B npyroM BapuaHTe OCYINECTBJICHHUS NPEICTABICHO
coennaeHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMmep, N-OKCHI, CTEPEOH30MEp HIIH
dapmanieBTHUECKHU TpUeMIieMasl COJb, rae Z mpencrasisier coboi -S-. B nmpyrom Bapuante
OCYIIECTBJICHUS MPeACTaBeHo coenuuenue Gopmyisl (I) wiu ero compBat, ruapart, Tayromep, N-
OKCHJ, CTepeou3oMep Wi (papMaleBTHYECKH MpHUEeMIIeMasl COJib, The Z TpeAcTaBisieT coOoi -
N(H)-. B npyrom BapuaHTe OCYLIECTBICHHs NPEACTaBiIeHO coenuHeHune (popmynsl (I) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOr3oMep WiH (apMaleBTHUECKH MpHEMIIEMasi COJIb,

rne Y mpencraeisier coboit -CH-. B jgpyrom BapmwaHTe OCYUIECTBICHHS TMPEACTABIIEHO
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coennaeHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMep, N-OKCHI, CTEPEOM30OMEpP HIIH
dapmanieBTHUECKH TpuemiieMasi cosb, rae Y mpexacrasisier coboi -C(O)-. B npyrom Bapuanre
OCYIIECTBJICHUS MPeACTaBieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-

OKCHJI, CTepeon3omep Win (hapMaleBTUHECKH MpUeMiemasi conb, rae R’ mpexacrasisier coboii

R6 . B prrOM BapI/IaHTe OCYU.IeCTBHeHI/Iﬂ l'lpeIlCTaBJ'IeHO COCAUHECHUEC (1)OpMyJ'IbI
(I) nin €ro COJbBarT, FI/II[paT, TaYTOMep, N'OKCI/I,H, CTepeOI/ISOMep NN (bapMaHeBTI/I‘IeCKI/I
R4
R5

RS His =0

N
12
3 % R t)CN_;-
npuemsieMasi Ccojib, rae R’ mpencraBnser coboi . B npyrom BapuaHTe

OCYILECTBIIEHHSI MTPEACTaBIeHO coenuHeHue Gopmybl (I) wiu ero conbBat, ruapar, Tayromep, N-
OKCHJI, CTEpPeonu3oMep HiH (papMalleBTHIECKH puemaeMas conb, riae R® npencrasnser coboit H. B
APYroM BapUaHTe OCYINECTBJICHUsS MpencTaByieHo coeauHeHue (opmyisl (I) wim ero conbsart,

ruzipar, Tayromep, N-OKCHJ, cTepeousoMep MiM (apMaleBTHUECKM MpHemiemas cojb, rae R3

R4
R® %
X
R N
Z \/\ 12
MpenCTaBisieT coOoi R R . B mpyrom BapuaHTe OCYIIECTBJICHHUS MPEACTABICHO

coennaeHne Qopmynel (I) miam ero conwBar, TUApaT, TayroMmep, N-OKCHI, CTEPEOH30MEp WM

R4

RSN

R 2 N\/\J
dapmaneBTHUeCKH TIpHeMieMasi coib, Tae R’ mpexcrasnser coboit R R% g
APYroM BapUaHTe OCYINECTBJIEHHUsS MpencTaBieHO coeanHeHnue (opmynsl (I) wim ero conbsart,
rUapat, Tayromep, N-OKCHA, cTepeousomep win (apMaleBTHUECKH MpUemiieMasi COjb, rae Z
npexncrasiasier coboit -S-. B gpyrom BapuaHTe OCYINECTBJCHHUS] MPEACTaBICHO COSTUHEHHUE
dbopmysl (1) wau ero cobpBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hin (apMareBTHIeCKH
npuemiiemMasi conib, rae Z mpexacraeiser cobor -N(H)-. B npyrom BapuanTe OCYIIECTBICHHS

npencraBieHo coenuHeHue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,

cTepeousomep UM (apMmalleBTHUeCKH mpuemieMas comb, rae R mpemcrasmser coboit H. B

-5-



APYroM BapUaHTE OCYINECTBJICHUs INpeNcTaBieHO coeanHeHue ¢opmynel (I) miam ero conbsart,
ruzpat, TayToMep, N-OKCHJI, CTepeou3oMep WM (apMalleBTHYECKM MpHemieMas conb, rae R'?
npencrasisier codoit H. B npyrom BapuaHTe OCYIIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI

() umu ero combBar, ruApar, Tayromep, N-OKCHA, CTepeon3oMep Wiu (apMareBTHUCCKH

npuemaeMas conb, rae R mpencrasnser cob6oii R® . B agpyrom BapuanTe
OCYIIECTBJIEHUS MpeAcTaBiieHo coequnenue Gopmyasl (I) wiu ero compBat, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep uin (apMalieBTHUECKH npuemsiemas conb, e R npencrasnser coboit H.
B npyrom BapmaHTe OCYIIECTBJIEHHUs NMpENCTaBleHO coenuHeHne Gopmyisl (I) nimm ero conbaar,
rupat, TayToMep, N-OKCHJ, CTepeou3oMep WM (papMaleBTHYECKHM MpuemieMas conb, rme RY
npezacrasisier cobori -CHs. B nmpyrom BapuaHTe OCYLIECTBIEHHs MpPEIACTABICHO COEIUHEHHE
dopmyssl (I) unu ero cosbBar, ruapat, Tayromep, N-OKCUA, cTepeor3oMep Wik (papMarieBTUIECKH
npuemnemas coib, rme R!? mpexmcrasnser coboii H. B apyrom BapuaHTe OCYLIECTBIEHHUS
npexncraBiaeHo coenuHenue ¢opmynel (I) mam ero compBar, ruapar, TayToMep, N-OKCHI,

cTepeousoMep MmM (papMaleBTHYECKd mpuemiemas coib, riae R° mpencraenser coGoit

R4 N}E
A \'"J

~N

R5

R® . B nmpyrom BapuaHTe OCYINECTBJECHUS TMPEICTABICHO COEIUHEHUE
dbopmyubl (I) uau ero coapBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hiu (apMarieBTHIECKH
npuemseMas coib, rae v paeHsercs 0. B apyrom BapuaHTe OCYINECTBJIEHHs MPEICTABICHO
coenuaeHne Qopmynel (I) mim ero comwBar, Tuapar, TayroMmep, N-OKCHI, CTEPEOH30OMEp HIIH
(papmarieBTHYECKH TpUEMJIEMasi COJib, e v paBHsieTcsi 1. B apyrom BapuaHTe OCYILIECTBIEHUsI
npencraBieHo coenwHenwe ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,
cTepeon3oMep WM (papMaleBTUYECKH TpuemiiemMas cojib, rae X mpexacrasiser coboit -O-. B
IPYrOM BapuaHTe OCYIUECTBJICHUS] MpeacTaBjieHo coenuHenue ¢opmyinbl (I) mnm ero cosnbsar,
ruapar, Tayromep, N-OKCHI, CTepeou3oMep Wi (apMaleBTHUECKH NpuemiieMas coyib, rae X
npencrasisier codoit -N(CH3)-. B npyrom BapuaHTe OCyIIECTBICHUs MPENCTaBJICHO COSAHMHEHHE

dbopmysl (1) uau ero copBaT, THAPAT, TayToMep, N-OKCHJI, cTepeonu3oMep min (apMarieBTHIeCKH



npuemMnemas conb, rae R’ mpexcrasmser coboit  R° . B npyrom Bapuante
OCYIIECTBJICHUS MpeAcTaBlieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTePEON30Mep W (papMarieBTUIECKH MpHeMiIeMas coiib, rae A npeacrasisier codoit C(H).
B npyrom BapmaHTe OCYIIECTBJIEHHUs NMpENCTaBleHO coenuHeHue ¢Gopmyisl (I) nimm ero conbaar,
ruapar, Taytomep, N-OKCHZ, CTepeou3oMep WM (apMaleBTHUECKH NpUemiieMas Cojib, rae A
npencrasisier codoit N. B npyrom BapuaHTe OCYLIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI

(I) wnu ero compBar, ruapar, Tayromep, N-OKCHI, CTepeousoMep WM (papManeBTUIECKH

Yo
Y
R? (
RS
R19
npuemnemas conb, e R® mpencranser cobGoit R® . B nopyrom BapuanTe

OCYILECTBIIEHHsI MPEACTaBIeHO coenuHeHue Gopmybl (I) wiu ero conbBat, ruapat, Tayromep, N-
OKCHJI, CTepeor30Mep UK (papMalleBTHUECKH Tpuemnemas conb, rae R'® npencrasnser coboii Ci.
cIKUJ. B mpyrom BapmaHTe OCYLIECTBICHHs MpeAcTaBiieHO coeauHeHue (opmyibl (I) wim ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJI, CTEPEOH30OMEp WM (hapMalleBTHYECKH MPHEMIIEMAasi COJIb,
rne R!® mpencrasmser coboit -CHs, u RY mpencrasnser coboit H. B npyrom BapuanTe
OCYIIECTBIIEHHsI MTPEACTaBIeHO coenuHerre Gopmybl (I) wu ero conbBat, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep Hin (GapMaLeBTuuecKy IpuemieMas conb, Tae RY npencrasnser coboit Ci.
cIKUJ. B mpyrom BapmaHTe OCYLIECTBIEHHs MpeACTaBlieHO coeamHeHue (opmyibl (I) wim ero
COJIbBAT, THUApAT, TayTOMep, N-OKCHI, CTEpPEOH30OMep WM (apMalleBTHYECKH MpHEMIIEMast COJIb,
rne R!® mpencrasnser coboit H, u R!° mpencrasnser coboit -CHs. B napyrom BapuanTe
OCYIIECTBJICHUS MpeAcTaBlieHo coequuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, cTepeonsoMep unn GpapMaLeBTUUecKH IpruemieMas coib, rae R® npexncrasmnser coboii H. B
APYroM BapUaHTE OCYINECTBJIEHHUsS MpencTaBieHO coeauHeHnue (opmynsr (I) wim ero conbsart,
ruapat, TayTomep, N-OKCHI, cTepeou3zomep Hiu (apMalleBTHYECKH mpuemiemas coib, rae R*
npencrasnser coboii ramoren, -OR’, Cigankun-OH, -N(H)-Cisankun-CO2H, Cr.cankunun, Ci-
sranorenankui, -CO:R® -C(O)NRPR?, Cs.suuxnoankun, Ca.orereporuknoankun, Ce-ioapun unu Ci.
oretepoapmy, rae Csgoukioankuwi, Cr.orerepoumkioankui, Ce.oapun win  Cioretepoaput
HeoOs3aTenbHO 3amernenbl 1 umn 2 R B apyrom BapuaHTe OCyIIECTBIEHHSI MPENCTaBIEHO

coenuHenue (opmynsl (I) mnm ero comnbBaT, ruapar, TayroMmep, N-OKCHI, CTEPEOH3OMep WU
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dapmanesTuuecku npuemnemasi conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenankun, -C(O)NR®R’, Cs.suuknoankun, Cs.orerepormknoankun umu Ci.
orerepoapm, rae Cr.orereporukioankui win Cir.orerepoapus HeoOs3aTeNnbHO 3aMenienbl 1 wim 2
R B gpyrom BapuaHTe OCYIIECTBIEHMS MPEACTaBIeHO coemuHeHue (opmynbl (I) uam ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep WiH (apMaleBTUUECKH MpHEMIIeMasl COJb,
rie R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPENCTABIECHO
coennneHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMmep, N-OKCHI, CTEPEOM30MEpP WIIH
(apmanepTHuecku npuemsiemass conb, rae R npexncrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJIEHUS MpeAcTaBiieHo coequHeHue Gopmyisl (I) umu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30Mep MM (apMalleBTUYECKH NMpuemieMas coib, rae R* mpencrasnser co6oii Ci.
6TJIOTEHAJIKIII. B ApyroM BapuaHTe OCYLIECTBJIEHUS NpPEACTaBIeHo coenunenne Gopmynsl (I) nmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeoH3oMep WM (apMaLEeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPECTABIEHO
coenunenue (opmynsl (I) wam ero conbBar, TUApaT, Tayromep, N-OKCHUI, CTEPEOH3OMEpP WJIH
dapmarnepTuuecku mpuemnemas comb, rae R* mpencrasnser co6oit -N(H)-Ci.sankun-CO,H. B
APYIOM BapuaHTe OCYINECTBIIEHUS TNpencTaBieHo coenuHeHue ¢opmynbl (I) mnmm ero cosmbsar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep i (papMaleBTHUeCKM NpueMiemas coib, rae R*
npencrasnsger coboii -OR’. B npyrom BapuaHTe OCYIIECTBJIEHHS NPEICTABIEHO COEIMHEHHE
dbopmybl (I) uau ero cobBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hiu (apMarie BTHIECKH
npuemnemas coib, rae R’ mpencrasnser coboii HesamemenHblii Csgiuknoankun umd Ce-10apu,
HEeoOsI3aTeNIbHO 3aMELICHHBIH TaJOreHoM. B ApyroM BapuaHTe OCYIIECTBJICHHUS IMPENCTaBJIECHO
coennaeHne Qopmyner (I) miam ero conwBar, Tuapar, TayroMmep, N-OKCHI, CTEPEOH30MEp HIIH
(apmanepTuuecku npuemiemas comb, rae R mpencrapnser coboif  Ci.oreTepolUKIOaKIIL,
HeoOs3aTenbHo 3amenienHblii 1 win 2 R, B apyrom BapuaHTe oCyliecTBIEHHUs MpENCTaBIEHO
coenunenue Qopmynsr (I) wiu ero combBat, ruapar, Tayromep, N-OKCHI, CTEPEOH3OMEp WIIH
apmauesTuueckn TpuemieMas coib, rae R*Y mpencrasnser coboii  HesamemeHHbii Co-
9TE€TEPOLMKIIOANKIIL. B pyrom BapuaHTe OCYIIECTBIEHUS MPENCTaBIeHo coenuaenne Gopmyusl (I)
WIN €rO COJIbBAT, THAPAT, TayToMep, N-OKCHI, CTepeon3oMep WiH (papMaleBTUIECKH pHeMIIeMast
conb, Te R* npencrasnser coboii Caorereponukioankui, 3amermennsii 1 umu 2 R B apyrom
BapUAHTE OCYINECTBJICHUs NMpeNCcTaBieHO coenuHeHue ¢opmynsl (I) wnmm ero conesar, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*

NpeACTaBIsieT coOon -g_ G -E_ND -E_N/\:><IE _E_N/\:>7F -E_N/\:/\N_<] -E_N/\:/\O

2 2 > 2 2 2
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H . B npyrom BapuaHTe OCyIIeCTBJIeHHUs] NpeAcTaBieHo coenunenue Gopmynsl (1) wim
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeor3oMep WM (apMaLeBTHYECKH MpHEeMIIeMast
conb, rae R* nmpencrapnser coboii Ci.oreTepoapus, HeoOs3aTenbHO 3aMernenHbii 1 ui 2 R B
APYroM BapUaHTE OCYINECTBJICHHUsS MpencTaByieHo coeauHeHue (opmynsl (I) wim ero conbsart,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMalleBTHUeCKM MpueMiemas coib, rae R*
npeacraBisier cobol HesamewmeHHbl Ci.orerepoapuii. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHeHue ¢opmynbl () wnam ero cojpBar, rUApaT, TayToMep, N-OKCHUI,
cTepeouzomep unM (apmaleBTUUYECKH Npuemsiemass coib, rae R* mpencrasmser cobGoit Co.
oreTepoapui, 3amemenHelii 1 wnu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs NpEACTaBICHO
coennaeHne Qopmynsl (I) mnm ero comeBar, ruapar, Tayromep, N-OKCHI, CTEPEOH30MEp HIIH

% N %

4 H ¢
(apmanieBTMYECKH NpUeMiieMasi coib, Tae R mpencrasnsier coboit ST, , (O

N

N~N N N ?L(/\|

0 7\ 72 N
HA )
N _ _ |
H N=" | N wmm .

npencraBieHo coenwHenue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,

B npyrom BapuaHTe OCYIIECTBIEHUS

cTepeonzomep Miu (hapMalleBTHUECKU TpueMnemas conb, rae R* npencrasnsier co6oii -C(O)NH,.
B npyrom BapmaHTe OCYIIECTBJIECHHUs MpenCTaBleHO coenuHeHne ¢opmyisl (I) nim ero conbaar,

rupaT, Tayromep, N-OKCHJ, CTepeoM3oMep MM (hapMaleBTHYeCKd TMpUeMieMas colib, rae R’
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e
()
R10
N
R5
R13
npencTaBnser coboir R . B nmpyrom BapmaHTe OCYINECTBJIECHHS NPENCTABICHO
coennaeHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMmep, N-OKCHI, CTEPEOH30MEpP WIIH
R10
R5

6
R R13

dapmanesTHUecku npuemnemas conb, rae R® npencrasnser co6oii . B npyrom
BapHaHTe OCYIIECTBJEHUs] TpeACTaBieHO coenuHeHue ¢opmynbl (I) wnmmu ero compBar, rumpar,
Tayromep, N-OKCHI, CTepeou3oMep Wiu (apMaleBTHYECKH TNpuemnemas coib, rae R
npezacrapisier cobor -O-Ci.sankun-CO2H. B npyrom BapuanTe OCYLIECTBIEHHS MPEICTABICHO
coenuHeHue (opmynbl (I) wim ero conbBaT, ruapar, Tayromep, N-OKCHI, CTEpEeOH30Mep WU
dapmanestuuecku mnpuemnemas comb, rme R mpencrasnser coboit -OCH,COH wumu -
OCH,CH>CH2CO;H. B npyrom BapuaHTe OCYIIECTBIIEHHs MPEACTABICHO COeOUHEHUE (HOPMYJIbI
(I) wnu ero combBaT, ruapar, Tayromep, N-OKCHI, CTepeousoMep Wi (papManeBTUYECKH
npuemnemas conb, rae R npencrasmser coboii -N(H)-Cisankun-CO2H. B npyrom BapuanTe
OCYILECTBIIEHHsI MPEACTaBIeHO coenuHerne ¢opmyisl (I) wiu ero conbBat, ruapar, Tayromep, N-
OKCHJI, cTepeonszoMep unu (apmaleBTHuecku mpuemieMas cojib, rae R mpencrasnser coboii -
NH)CH»COH, -NMH)CH,CH,CO:H wmm -N(H)CHCH,CH,COH. B apyrom BapuaHTe
OCYIIECTBJIEHUS MPEACTaBIeHO coenuuenue Gopmyisl (I) uiu ero conpBat, ruapart, Tayromep, N-
OKCHJI, cTepeonsoMep umn GpapMaLeBTUUeCKH IprHeMieMas coib, rae R® npexncrasmnser coboii H. B
APYroM BapUaHTE OCYINECTBJICHUs MpencTaBiieHO coeauHeHue ¢opmynsl (I) wim ero conbsart,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMmep MiM (apMalleBTHUECKM MpHeMiemas cojb, rae R’
npencrasisier cobot H, -CN, ranoren, Cieankun, Cisranorenankun win Ci.srajoreHankokcu. B
APYroM BapUaHTE OCYINECTBJICHUsS MpencTaBiieHO coeamHeHue (opmynel (I) wim ero conbsart,
ruzipar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYITBI
(I) wnmm ero compBaT, ruApar, TayroMmep, N-OKCHI, CTepeousoMep Wi (papManeBTUIECKH
npuemnemas cojib, rae R° mpencrasnser coboii ramoreH. B apyroM BapuaHTe OCYIIECTBIEHMS
npencraBieHo coenwHeHue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,
cTepeousoMep Mau (papMalleBTUYECKH TpuemieMas comb, rae R’ mpexacrasmsier coboii -Cl. B

APYroM BapUaHTE OCYINECTBJICHUs MpeNcTaBieHO coeanHeHue ¢opmynel (I) miam ero conbsart,
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ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npeacrasisier codoit CierajoreHankuwi. B apyrom BapuaHTe OCYIIECTBICHUS IPENCTABIECHO
coenqunenue Qopmyner (I) wiu ero combBat, ruapar, Tayromep, N-OKCHI, CTEPEOH3OMEp WIIH
(apmanesTUuecku Tpuemiemas coib, rae R° mpencrasaser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS MpeAcTaBlieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTEpeou30oMep Wiu (apMalleBTHUECKH Tpueminemas conb, rae R' mpencrasnsier coboii -
N(R?*)C(O)RY. B npyrom BapuaHTe OCyLIECTBIEHHUs MPeACTaBieHo coequHenue Gopmysl (I) uiu
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHJ, CTepeon3oMep WM (apMaleBTHUECKH NpHeMIIeMast
conb, rae R? mpencrasnser coboit H. B apyrom BapuaHTe OCYIIECTBIEHHSI MPENCTaBIEHO
coennneHue Qopmynel (I) mnm ero conbBar, ruapar, TayroMmep, N-OKCHUI, CTEPEOM30MEpP WM
(apmanesTuuecku npuemnemas conb, rae R npencrasnser coboit Cr.sankun. B apyrom BapuanTe
OCYLIECTBJICHHs TPeNCcTaBiIeHo coenuHenue ¢popmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep M (apMmaleBTHUeCku mpuemnemas cojib, rae R mpencrapiser coboii -
CHs. B nmpyrom BapuaHTe OCyLIECTBJEHHUs MpencTaBieHo coenuHeHue (opmynbl (I) umm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R! npencrasnser coGoit -N(H)SO>R'. B mpyrom BapuaHTe OCYILIECTBIEHHUs IMPENCTABIEHO
coenureHue (opmynsl (I) wiam ero conbBar, ruapar, Tayromep, N-OKCHI, CTEPEOH30MEpP WJIH
dapmanesTHUeCKH pHeMeMasi collb, rae R npencrasnser coboit Cr.sankun. B apyrom BapuanTe
OCYLIECTBIIEHHsI MTPEACTaBieHO coenuHeHue ¢opmysl (I) wu ero conbBat, ruapar, Tayromep, N-
OKCHJI, cTepeorsoMep unu (apmaleBTHUeCKu mpuemieMas cojb, rae R!° mpencrasnser coboi -
CHs.

[0006] B npyrom BapuaHTe OCYILIECTBJIEHUs TMpeacTaBiieHa (papmaleBTUYeCKass KOMITO3UIIUS,
comepskamiasi coequHenue ¢opmynbl (I), omucaHHOe B JAHHOM JOKYMEHTE, WM €ro COJIbBarT,
TUApaT, TayToMep, N-okcua win GapManeBTHYeCKH MPHUEMIIEMYIO COJIb M TIO MEHBIIEH Mepe OHO
(bapMareBTHYECKH IPHUEMIIEMOE BCIIOMOTaTEIbHOE BELIECTBO.

[0007] B npyrom BapmaHTe OCYINECTBJICHHUS MPEACTABIEH CHOCOO JieueHHsi OONM y TMAIMeHTa,
HYKJAIOLIErocss B 3TOM, MPEOYCMATPUBAIOIIMK  BBENEHHE MAIMEHTY  TEPaleBTUYECKU
s¢dexTuBHOrO KonmvecTBa coequHerust Gopmysl (1), onrcaHHON B JAaHHOM JOKYMEHTE, UJIH €ro
CoJbBaTa, ruzapara, tTayromepa, N-okcuna win ¢GapMaleBTHYECKH MpHeMiieMol comu. B ppyrom
BApUAHTE OCYIUECTBJIEHHUs MPEICTABJIEH CHOCOO JIeYeHUs HEBPOMATHUECKOW OONM y TMalMeHTa,
HYKJAIOLIErocss B 3TOM, MPEOYCMATPUBAIOIIMK  BBEIEHHE MAIMEHTY TEParneBTUYECKU
s¢dexTuBHOrO KonndecTBa coequHenust Gopmysl (1), onrcaHHON B JaHHOM JOKYMEHTE, UJIH €ro

CoJbBaTa, ruzpara, Tayromepa, N-okcuga uin ¢apMaleBTHYECKH MpHeMiieMoil comu. B ppyrom
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BApUAHTE OCYILIECTBICHHS NMPENCTaBJIeH crocod jeueHust 6onm, oOyCIOBIEHHONH BOCHAJICHUEM, Y
MAMEHTa, HY)KAAIErocss B 3TOM, NMPENyCMATPUBAIOLINNA BBEJEHHE IMAL[HEHTY TEPareBTUUYECKU
s¢pexkTuBHOrO KonnvecTBa coequHeHust Gopmysl (I), onrcaHHON B JTAaHHOM JOKYMEHTE, UJIH €ro
COJIbBATa, TUApATa, TayToMepa, N-okcuaa wim GpapMaleBTHUECKH TPUEMIIEMOI COH.

[0008] B npyrom BapmaHTe OCYLIECTBIEHHs IMPENCTABJIEH CIIOCOO JieueHHUs! 3a00JIeBaHMS WIIH
HApYLIEHUs Yy MAIHeHTa, NMPeIyCMaTPUBAIOIINN BBEACHHE IMALMEHTY, HYKIAIOIEMYCS B 3TOM,
TepaneBTHUeCKU 3(dexTuBHOrO Konamuecrsa coenuHeHus ¢opmynbl (I), onncaHHONH B JaHHOM
IOKyMEHTe, WM €ro coibBaTa, Tuapara, TayToMmepa, N-okcuma wWin (dapMaleBTHUECKH
npuemMyIeMoOl coiM, TAe 3abojeBaHME BBIOPAHO M3 MUIPEHH, SIUJIETICHH/TPUNATOUYHOTO
pacctpoiictBa, Helipomuenura 3putenbHoro Hepa (NMO), cunapoma Typerta, XpOHUYECKOTO
JBUTATEIbHOTO TUKO3HOT'O PacCTPONCTBA, XPOHHUUYECKOTO IOJIOCOBOIO THKO3HOTO PacCTpPONCTBA U
00U B KMBOTE, ACCOLMMPOBAHHON C CHHAPOMOM Pa3pa)KeHHOro KHIIeUHHKa. B npyrom Bapuanre
OCYLIECTBJIEHHs TPEICTABICH CIOCO0 JIEYEHUS MUTPEHH Yy TMALUEHTa, HY)KAAIOLIEerocss B 3TOM,
NpefyCMaTPUBAIOLINI  BBEACHHE NALMEHTy TepaneBTHYeCKU OS(P(PEKTHBHOTO  KOJIMYECTBA
coenureHusi ¢Gopmysbl (I), omucaHHONH B HJaHHOM JOKYMEHTE, WJIM €ro COJibBaTa, THMApATa,
tayroMepa, N-okcupa wuiaM (dapManeBTHUECKH IpuemieMoil comu. B ngpyrom  BapuanTte
OCYLIECTBJIEHHUs TPEACTaBJIEH CIOCOO JIEYEHUs] SMWIETICUN/TIPUIIAAOYHOIO PAaCCTPOHCTBA Y
NAIMeHTa, HYKAAIOIErocss B 3TOM, MPEeIyCMATPUBAIOLINI BBEJEHHE MALHEHTY TEPareBTUYECKU
3¢ dexTUBHOrO KonnvecTBa coequHenust Gopmysl (I), onmrcaHHON B JAHHOM JOKYMEHTE, UJIH €ro
COJIbBaTa, TUApaTa, Tayromepa, N-okcuaa win (apMaleBTHYECKH MpHeMiieMoi comu. B ppyrom
BApUAHTE OCYIIECTBJICHUs MPEIACTABIEH CIOCOO JIEUeHUs] HEWPOMHUENUTAa 3PUTENbHOTO HEpBa
(NMO) y mnamueHTta, HYXIAOIIErocss B 3TOM, IPEIyCMATPHUBAIOLINI BBEIEHHE MAIEHTY
TepaneBTHuecku 3(dexTuBHOrO KOMuecTBa coenuHeHus dopmynbl (I), onucaHHONH B JaHHOM
IOKYMEHTE, WJIH €ro CcojbBaTa, Tuapara, TayToMmepa, N-okcuma wWid (apMaleBTHYECKH
npueMIIeMoi coi. B apyrom BapuaHTe OCYLIECTBISHHS NMPEACTABJICH CIIOCO0 JICYSHHsT CHHIAPOMA
Typerra y mnamueHTta, HYKAAOIIETOCS B 3TOM, NPEAYCMATPUBAIOIIUN BBEACHHE MALUEHTY
TepaneBTHUeckn 3(dexTuBHOrO KodMuecTBa coenuHeHus dopmynbl (I), onucaHHONH B maHHOM
IOKYMEHTE, WM €ro CcojibBaTa, Tuapara, TayToMmepa, N-okcuma wid (apMareBTHYECKH
npuemsieMoil conmu. B apyrom BapuaHTe OCYLIECTBICHHs TPENCTaBICH CrOcod JIeYeHUs
XPOHHYECKOTO JABHTaTEIbHOTO THKO3HOTI'O PACCTPONMCTBA Yy MALIMEHTA, HYXXAAKOLIETOCS B 3TOM,
NpeAyCMAaTPUBAIOIINN  BBEJEHHE MAlMEHTY TepamneBTUYeCKu 3(PQPEeKTUBHOrO  KOJHYECTBA
coenunenus Gopmynbl (), omucaHHONW B HaHHOM JOKYMEHTE, WJIM €ro COJIbBaTa, TUApaTa,

tayromepa, N-okcupa wunn  papManeBTHYeCKH mpuemieMoil coimu. B nmpyrom BapmaHTe
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OCYLIECTBJIEHHUs TPENCTABIEH CIIOCOO JIeYeHUs] XPOHHYECKOTO TOJIOCOBOTO  THUKO3HOIO
paccTpoiicTBa y MAIMEHTa, HY)KOAIOINErocsi B 3TOM, NPEAYCMATPUBAIOIIUN BBEICHHE MALUCHTY
TepaneBTHUeCKn 3(dexTruBHOrO KoimuecTBa coenuHeHus ¢opmynsl (I), ommcaHHON B JaHHOM
JIOKYMEHTe, WM €ro CcojbBaTa, THUApaTa, TayTomepa, N-okcupa wiu  (papManeBTU4ecKu
npuemiaeMoil conu. B apyroMm BapHaHTe OCYLIECTBIEHUS NPEACTaBIEH CIOCOO JieueHHs Oonu B
JKMBOTE, AaCCOLIMMPOBAHHOW C CHHAPOMOM pPa3ApaXCHHOrO0 KHUINEYHHWKA, YV TMAIHeHTa,
HYKZIAIOLIErocss B 3TOM, MPEAyCMaTPUBAIOIIMKA  BBEIEHHE MAIMEHTY  TEPaleBTUYECKH
3¢ dexTuBHOrO KonnvecTsa coequHeHus Gopmyisl (I), onrcaHHON B JaHHOM JOKYMEHTE, UJIH €ro

CoNbBaTa, TUApaTa, TayToMepa, N-okcuaa uin GpapMaleBTUIeCKU IPUEeMIIEMOI COH.

HOAPOBHOE OITMCAHHUE U30OBPETEHUA

[0009] Hacrosimee n3obpereHne OTHOCHUTCS, IO MEHBIIEH Mepe YaCTHYHO, K MOJIYJISTOpaM WM
unruduropam MAGL. Hanpumep, B JTaHHOM JOKYMEHTE IPENyCMOTPEHBI COEAUHEHHUS, CIIOCOOHBIE
unruduposars MAGL.

[0010] IIpu ucmosp30BaHMM B IAHHOM JOKYMEHTe M B MpuiaraemMoil (Gopmyisie H300peTeHus
(opMa €AMHCTBEHHOTO 4YMCJAa BKJIOUAET OImpenenseMble OObeKThl B (OpMEe MHOKECTBEHHOI'O
YHCIa, €CIM B KOHTEKCTe SBHO HE ykKa3aHOo uHoe. Takum oOpa3oM, Hampumep, CChUIKa Ha
"cpencTBo" BKIIIOYAET MHOXECTBO TaKHMX CPENCTB, M CChUIKA HAa "KJIETKY" BKJIFOUAET CCBUIKY Ha
OIHY WJIM HECKOJbKO KJIETOK (MJIM MHOMKECTBO KJIETOK) M WX OJKBHBAJICHTbL. ECIU B JaHHOM
JOKYMEHTE WCIONB3YIOT JUANa30Hbl Il OMUCAHUs (PU3HMYECKHMX CBOWMCTB, TaKUX Kak
MOJIEKYJISIpHAs Macca, WM XHUMHYECKHX CBOHCTB, TAaKHUX KaKk XHMHUYECKHe (OpPMyIbL, TO
MOJPA3yMeBAETCs, YTO B HUX BKJIIOYEHBl BCE KOMOMHALMU M TMOAKOMOMHALIMHM UAIA30HOB U
KOHKPETHBIE BAPHAHTHI OCYILIECTBICHHSA. TepMUH "MPUOIU3UTENBHO", €CJIH OH OTHOCHUTCS K YHCITY
WIM K YHUCJIOBOMY AMANa3OHy, O3HadaeT, YTO YMCIO WJIM YHMCIOBON JAMANa3oH, K KOTOPbIM OH
OTHOCHTCSI, SIBJISTFOTCSI MPUOIMKEHUEM B Ipenenax KojeOaHWs MOKAa3aHWH OT SKCIIEPHMEHTa K
SKCIIEPUMEHTY (MJIM B Tpeneiax CTAaTUCTHYECKOW MOTPEUIHOCTH JKCIEPUMEHTa), M, TaKuM
00pa3oMm, YKCJIO WU YHCIIOBOW TUATa30H BapbUPYIOTCs B mpeaenax ot 1% mo 15% oT ykazaHHOTO
YrCiia MM YMCJIOBOTO Anana3ona. Ilogpasymesaercs, 4To TepMuH "conepskamuii” (1 poaCTBEHHbIE
TEPMUHBI, TaKHe KakK "comepskaTh", WJIM "COMepKUT", WiN "MMerImui", Wi "BKIIOYArOIuil") He
UCKJIFOYaeT 3JIEMEHTa, KOTOPbIH B JPYIMX KOHKPETHBIX BapUaHTaxX OCYIIECTBIEHHs, HaIpUMep B
BApUAHTE OCYIUECTBJICHUS JIFOOBIX KOMIIO3ULUH B COOTBETCTBHH C HACTOSIIIUM H300pETEHHEM,
cocrasa, criocoda UM MpoIecca WK T. 1., OMHCAHHBIX B JAHHOM JOKYMEHTE, MOXKET "COCTOSITh 13"
WM "0 CYTU COCTOSITh U3" OMMCAHHBIX IPU3HAKOB.

Omnpenenexnus
-13 -



[0011] ITpw mcronb30BaHUK B TAHHOM OMHMCAHUU U TIpHIaraeMoit popmyie u300peTeHus:, eClii He
YKa3aHO MPOTUBOIMOJIOKHOE, CISAYIOIINE BRIPAKESHHS] HMEIOT 3HaAUEHUE, YKa3aHHOE HIDKE.

[0012] ITpm ucnonb3oBanuu B naHHOM AokyMeHTe C1-Cy Brimrouaer C1-Cy, C1-Cs . . . C1-Cx. C1-Cx
O3Ha4yaeT KOJUYECTBO aTOMOB yIiepoa, KOTOpble 00pa3yioT pparMeHT, KOTOPbIii OHO 0003Ha4YaeT
(6e3 ydera HeOOs3aTEeIbHBIX 3aMECTUTEICH).

[0013] "Amuno" o3Hauaer pagukan —NH;.

[0014] "Luano" o3Hauaer paaukan -CN.

[0015] "Hurpo" o3nauaer pagukan -NO;.

[0016] "Oxca" o3nauaer paaukan -O-.

[0017] "Oxco" o3Hauaer pagukan =0.

[0018] "Tuokco" o3Hauaer pagukan =S.

[0019] "Hmuno" o3navaer pagukan =N-H.

[0020] "Oxcumo" oznauaer paaukan =N-OH.

[0021] "Anxkun" wnm  "ankwieH" O3HavaeT paAMKanl C  TOPAMON WM Pa3BETBICHHOMN
yIJ€BOAOPOAHON LIEMbI0, COCTOSIIIUN MCKIIOYUTENbHO M3 aTOMOB yrjepoja M BOIOpPOAA, He
CoZep KalllMil HEHACBIIEHHBIX CBS3€H, UMEIIMI OT OAHOrO A0 MATHAALUATH aTOMOB YIJepoaa
(nanpumep, C1-Cisamkui). B HEKOTOpPBIX BapuUaHTaX OCYLIECTBICHHUS AJKHJ COAEPKHUT OT OIHOTO
0 TpuHAAUaTH aromoB yriepoma (wampumep, Ci-Cizankmin). B HEKOTOpBIX BapuaHTaX
OCYINECTBJICHUS] AJKWJI CONEPXKUT OT OJHOTO IO BOCBMH aTOMOB yriepoma (nanpumep, Ci-
Csankwmn). B npyrux BapuaHTax OCYLIECTBJIEHHUS AJKHJI COAEPKUT OT OMHOIO JIO IIECTH aTOMOB
yranepona (nanpumep, Ci-Ceankwi). B apyrux BapuaHTax OCYIIECTBICHUS AJKHJI CONEPIKHUT OT
OITHOTO JI0 MATU aTOMOB yrieponaa (nanpumep, Ci1-Csankwi). B mpyrux BapuaHTax OCyLIECTBIICHHS
ANIKWJI CONEP’KUT OT OJTHOTO N0 4eThipex aToMoB yriiepona (Hanpumep, Ci-Csankwi). B npyrux
BapHAHTAX OCYIIECTBJIEHUS aJIKUJ COIEPKUT OT OJHOTO JIO TPeX aTOMOB yriepoxna (nanpumep, Ci-
Csankwun). B npyrux BapwaHTaX OCYINECTBJICHHUS QKW COAEPKUT OT OJHOTO IO ABYX aTOMOB
yraepona (Hanpumep, C1-Crankui). B nqpyrux BapuaHTax OCYIIECTBJICHHS aJIKUJI COIEPKUT OJUH
atoMm yrnepona (Hanpumep, Ciamkun). B npyrux BapuaHTax OCYLIECTBJICHHS aJIKHJI CONEPIKUT OT
NATH IO MSTHAIUATH atomoB yriepona (nanpumep, Cs-Cisamkun). B apyrux BapuaHTax
OCYIIECTBJICHUS] AJIKUJT COAEPKUT OT ISATH JIO BOCbMHU aTOMOB yriiepona (Hanpumep, Cs-Cgankun).
B npyrux BapuaHTaxX OCYINECTBJICHHUS AJKWJ CONEPKUT OT JIBYX A0 ISITH aTOMOB YIJiepoaa
(Hanpumep, Cr-Csankwi). B npyrux BapuaHTax OCYIIECTBICHUS KU COOEPIKUT OT TPEX IO MSITH
atomoB yriepona (wanmpumep, Cs3-Csankwun). B apyrux BapuaHTax OCYIIECTBICHHS AJKUJIbHAS

rpymnmna BeiOpaHa W3 MeTWJa, 3Tuia, l-mpormmia (uw-mponwmia), 1-metwndTHina (M3omponwuia), 1-
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Oyruna (n-Oytmma), 1-mermnmponmna (smop-Oytuna), 2-merwnnporwina (m3o0yrtwma), 1,1-
auMeTIITINIA (mpem-OyTina) u 1-nearuna (n-neHruina). AJKUI IPUCOEIUHEH K OCTAIbHOW 4acTH
MOJIEKYJIbl OJUHAPHOW CBs3bI0. ECM B ONMMCAHMM KOHKPETHO HE YKa3aHO HHOE, TO aJKHUJIbHAs
rpymnmna HeoOs3aTeIbHO 3aMelleHa OJHUM MM HECKOJIbKMMU U3 CIEOYIOLUINX 3aMECTHTENEH:
rajloreH, IHAHO, HUTPO, OKCO, THOKCO, HIMUHO, OKCHMO, TpuMeTiicunanmi, -OR?, -SR? -OC(0)-Rf,
-N(R%,, -C(O)R? -C(O)OR? -C(O)N(R?,, -N(R¥)C(O)OR!, -OC(0)-NR®Rf -NR*)C(O)R!, -
NRY)S(O)R! (rue t pasmsierca 1 umu 2), -S(O)}OR? (rze t pasusercs 1 umm 2), -S(O)}R! (rme t
pasusiercst 1 wim 2) u -S(O)N(R?), (rme t paBuserca 1 umm 2), roe kaxabii R? HesaBucumo
NpeAcTaBisieT cOOOM anKwWi, TaJlOTeHANKWI, LUKJIOAJKWI, apuil, apajKuil, TIeTepOLHKIOANKUIL,
reTepoapun MIM TeTepoapunankui, u kaxaeii R HesaBucumo mnpencrapnser cobGoif amku,
rajoreHajKuwi,  [UKJIOAJKWI, apwi, AapajKWi, TeTepPOLUKIOANKUI, TeTepoapuil WU
reTepoapuIaIKuI.

[0022] "Ankokcu" o3HaYaeT paduMKal, CBS3aHHBINA MOCPENCTBOM aToOMa KHciaopozaa, Gpopmyssr —O-
AJIKWJT, TAE aJIKWJI IPEICTaBIIsAeT COOOH aNKIIBHYIO LIelb, ONPEAEICHHYIO BBIIIE.

[0023] "Ankenun" o3Hauaer Trpynmy B BHAE paauKala C IPSIMOH MM Pa3BETBICHHOMH
yIJI€BOAOPOAHON LIEMBbI0, COCTOSILIYI0 HCKJIOUUTENBHO U3 aTOMOB yIJepoia M BOAOPONA,
COZIEpKALIYIO 10 MEHbIIEH Mepe OJHY YIVIepOA-YIJIePOJHYIO ABOWHYIO CBS3b M UMEIOINYIO OT JIBYX
10 ABEHAJIIaTH aTOMOB yriiepona. B HEKOTOPBIX BapHaHTaX OCYIIECTBJICHUS AJKSHUJ CONEPIKUT OT
IBYX 10 BOCBMH aTOMOB yriiepona. B npyrux BapuaHTax OCYLIECTBICHHS aJKEHHJI CONEPXKHUT OT
IBYX /O YeThIpeX aTOMOB YIJIepoAa. AJIKEHW TPHUCOEAMHEH K OCTAJbHOW YacTH MOJIEKYJIbI
MOCPEICTBOM OJUHAPHOMN CBSI3U, HATIPUMEP 3TEHWII (M. e. BUHMII), TIporn-1-eHun (m. e. ammmn), OyT-
1-enun, neHrt-1-enun, nenra-1,4-guenun u T. 0. Eciiyu B ONMUCaHuM KOHKPETHO HE YKAa3aHO UHOE, TO
AJIKeHUJIbHAS TPYIIa HeOoOs3aTeNbHO 3aMeleHa OJHUM WJIM HECKOJbKUMH H3  CIEIYIOIIUX
3aMECTHUTEJIeH: TaJOreH, IHaHO, HUTPO, OKCO, THOKCO, UMHHO, OKCUMO, TpuMeTwiIcuiIanmi, -OR?, -
SR? -OC(0)-Rf, -N(R%);,, -C(O)R? -C(O)OR?, -C(O)N(R%,, -N(R¥)C(0)OR!, -OC(0O)-NRRf, -
NRHC(O)RE, -N(R#)S(OXR! (rne t pasuserca 1 mmm 2), -S(O)OR? (rze t pasrsierca 1 wmm 2), -
S(OXR! (rme t pasmsiercs 1 mmu 2) u -S(O)N(R?), (rme t pasmsiercss 1 mmm 2), Tae Kaxabii R?
HE3aBUCHMO MPENCTaBIsAeT OO0 BOAOPO, aJKWI, TAJOTCHAIKWII, [UKJIOAJIKWI, apyil, apayiKui,
TeTepOIMKIIOATKII, TeTepOoapu HIH TeTepoapuIankul, U Kaxabii R HesaBucumo mpencrapiser
cOOOMW aJIKWJI, TaJIOTEHAJKIII, [HUKJIOAJIKWI, apuil, apaJIKWi, TeTePOLHKIOANKUI, T€TePOapuil WIH
reTepoapUIIAIKIIL

[0024] "AnxkuHun" o3HauaeT TpyINIy B BUAE paaukana C TMpsIMOW WM Pa3BETBIEHHON

YFHGBOI[OpOI[HOfI LHEMNbO, COCTOALNYHO MCKIHOYHUTCIBHO H3 AaTOMOB Yyrjepoaa W BOAOPOAA,
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COJZIEPIKALIYIO MO MEHbLIEH Mepe OJHY YIJIEpOA-YIJIEPOAHYIO TPOHHYIO CBSI3b, UMEIOIYIO OT JIBYX
710 IBEHAALIaTH aTOMOB yriieposia. B HEKOTOpBIX BapUaHTaX OCYLIECTBJIEHUs aJIKUHUI COAEPKUT OT
ABYX 70 BOCBMHU aTOMOB yriepoga. B Apyrux BapuaHTax OCYIIECTBIEHHS aJKHUHHWI CONEPKUT OT
ABYX 1O 4YeTbIpeX aTOMOB YIjepona. AJKHWHUI MPUCOEAMHEH K OCTaJbHONH YacTU MOJIEKYJIbI
MOCPECTBOM OIMHAPHOHN CBSI3U, HAIIPUMEDP STHHWJI, NMPOMUHWI, OYTHHIII, TIEHTUHWJI, TeKCUHHI U
T. 1. Ecniu B onmucaHny KOHKPETHO HE YKa3aHO WHOE, TO AJKUHWJIbHASI TPymra HeoOs3aTeIbHO
3aMelleHa OHUM WM HECKOJbKUMM U3 CIEAYIOLINX 3aMEeCTUTENel: rajoreH, IMaHo, HUTPO, OKCO,
THOKCO, UMHMHO, OKCUMO, TpuMeTuncmtanui, -OR? -SR? -OC(0)-Rf, -N(R?),, -C(O)R?, -C(O)OR?,
-C(O)N(R?),, -N(R#)C(0O)OR!, -OC(0)-NRR!, -N(RH)C(O)RE, -N(RH)S(O)R! (rme t pasmsierca 1
unn 2), -S(O)OR? (rze t pasusierca 1 unu 2), -S(O)R' (rne t pasusierca 1 umm 2) u -S(O)N(R?),
(rme t paBHsiercss | umm 2), roe kaxnabii R? HesaBucumo mpencrasiseT coO0OH BOAOPOA, aJKUIL,
rajor€HalKWl,  LUKJIOAJNKWJI, apuj, apajKuwi, TeTePOLUKJIOANKWI, TeTepoapuyl  UJH
reTepoapuNaNKuI, M Kaxabli R HesaBucuMo mnpencrapiser coGOH ANKHN, TaJOTeHAKHN,
LUKJIOAJIKUJL, apHJI, APAJIKUJI, T€TePOLMKIOANKIII, T€TePOAPUIT WIIA FeTePOaPUIIATIKUIL.

[0025] "Apun" o3Havyaer paaukal, MOJYYEHHBIH W3 apOMAaTUYECKONH MOHOLMKINYECKOH WM
MOJIMLIMKJINYECKON YIJIeBOJOPOAHON KOJBLEBON CUCTEMBI MyTE€M YAAJIECHHS aTOMa BOJAOpPOAA C
aTomMa yrjepojga KoJjbla. ApoMaTudeckas MOHOLMKJIMYECKAs WJIM  IOJULUKJINYecKast
YTJIEBOOPOAHAS KOJIbLIEBASI CUCTEMA CONEPIKUT UCKJIFOUUTENBHO BOOPOA U YIJIEPO]] B KOJIMYECTBE
OT LIECTH O BOCEMHAALIATH aTOMOB yIJepOAa, MPH 3TOM IO MEHbIIeH Mepe OAHO U3 KOoJjell B
KOJIbLIEBON CHUCTEME SIBJIIETCS] MOJIHOCTHIO HEHACBILIEHHBIM, /7. €. OHO COIEPKUT LIUKIHYECKYIO
JEJIOKAIN30BAHHYIO  TT-3JIEKTPOHHYIO ~ CHUCTeMy, conmepkamyr (4nt2) T-3JIeKTPOHOB, B
coOTBeTCTBUU ¢ Teopueil Xrokkens. Konbuesas cucrema, U3 KOTOPON MONY4YE€HbI ApUJIbHbBIE
TPYIIBL, BKJIIOYAET O3 OrpaHH4YeHHs TPYIIbL, Takue Kak OeH3ous, (UyopeH, WHAaH, WHIEH,
TeTpaiuH 1 HapTanuH. Eciau B OMMCaHMM KOHKPETHO HE YKa3aHO MHOE, TO MOAPA3yMEBAKOT, YTO
TepMuH "apun" wiM mpuctaBka "ap-" (Takas Kak B "apajKui') BKIIOYAIOT apUIbHBIC PAJUKAJIBL,
HEeo0s13aTeNIbHO 3aMEIEHHBIE OTHUM WJIM HECKOJIBKIMHU 3aMECTUTEJISIMU, BBIOPAHHBIMU W3 AJIKHJIA,
alKeHWNa, ajJKUHWJIA, TajioreHa, rajloTeHalKuia, LIMaHO, HUTPO, apuiia, apajkuiia, apajKkeHusa,
apaJKHHWNA, [IMKIOANKNIIA, TeTePOLHKIOATKIIA, reTepoapuna, rerepoapunankuna, -RP-OR?, -RP-
OC(0)-R?, -R*-OC(0)-OR? -R*-OC(0)-N(R%,, -RP-N(R%,, -RP-C(O)R? -R°-C(O)OR? -R®-
C(O)N(R?),, -RP-O-R°-C(O)N(R?),, -RP-N(R)C(O)OR?, -RP-N(R*)C(O)R?, -R°-N(R*)S(O)R? (rze t
pasnsiercs 1 umn 2), -R°-S(O)OR? (rze t pausercs 1 unu 2), -R°-S(O)R? (rae t papHsiercs 1 umm
2) u -R°-S(O)N(R?), (rme t paHsieTcs 1 umm 2), re kaxablii R? He3aBUCHMO TIpeNCTaBIsAeT coboil

BOOOPOA, AJIKHIJIL, raJIOr€HaJKWJI, IMUKJIOAJIKHII, MUKJIOAJIKHIIAJIKHII, apuii, ApaJIKuJI,
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TeTepOIMKIOATKH, TeTepoapun I TeTepOApPUNANKUI, NP 3ToM Kaxabii R® HesaBucumo
npeAcTaBsieT COOOH MPSAMYIO CB3b WM TPSMYK0 WM PA3BETBICHHYIO AJIKHJIEHOBYIO WIH
AJIKEHUJICHOBYIO Liemb, 1 R® mpencrasisier coO0i MpsSIMYIO HUIM PAa3BETBIEHHYIO AJKHJIEHOBYIO WIIH
AJIKEHUJIEHOBYIO LIETIb.

[0026] "Apunokcu" o3HauaeT paguKal, CBA3aHHBIA MOCPEICTBOM aroMa KHCIOpona, GopMyJibl —
O-apun, rie apui ONpenesieH BbILIE.

[0027] "Apankmn" o3Hadaer panukan Qopmyasl -RS-apun, rme R® mpencrasisier coboit
AJKWJICHOBYIO LI€Nb, OINpPEAENIEHHYIO BbIlle, HANpUMep METWUJIeH, J3TWIeH U T.1. Yactb
apaJKWIBHOTO pajauKaja, KOTopas TpEeACTaBisgeT COOOH aJKHIEHOBYIO IIelb, SIBISETCS
HEeOoOs13aTeNIbHO 3aMELIEHHOM, KaK OMMCAHO BBIIIE U aJKUICHOBOH Lenmu. YacTh apajKHJIbHOTO
pamukana, KOTopas TIpeACTaBlisieT COOOM apuil, sBJIAETCS HEoOS3aTeNbHO 3aMEIeHHON, Kak
OMMCAHO BBILIE JJIs1 ApUJIbHON IPYIIIBL.

[0028] "Apankunokcu" o3Ha4YaeT paguKal, CBI3aHHBINA MOCPEICTBOM aTOMa KHUCIOpOona, GopMyibl
—O-apankui, rae apaikui OnpeseseH BhIIle.

[0029] "Apankenmn" osHauaer pammkan ¢opmynel —R%apun, roe RY mpencrasmser coboit
aJKEHWJICHOBYIO LeNb, OINpPENEeJICHHYH Bbllme. YacTh apaJKeHWIBHOTO pajgukaia, KoTopas
npeACTaBysieT coOOM apuJii, SIBISIETCS HEOOS3aTeNbHO 3aMEINeHHOW, KaK OMUCAHO BBILIE s
apuiabHOM rTpynmbl.  YacTh apajKeHWJIBHOTO paguKaia, KOTOpas TMPENCTaBisieT CoOOi
AJIKEHWICHOBYIO LI€Tb, SIBJSIETCS HEOoOs3aTeNbHO 3aMEINEHHOW, KaK OMpeNeNeHO BbIIIe s
AJIKEHUJIEHOBOM IPyMIIbL

[0030] "ApankuHun" o3Hauaer panmukan ¢opmynbl -R-apun, rme R® mpencrasnser coboii
ANKUHWICHOBYIO Lelb, OINpeAeNieHHYIo Bbille. YacTh apajJKUHUIBHOTO paauKala, KoTopas
NpPEACTaBIsieT COOOW apwii, SIBISETCS HEOOS3aTeNbHO 3aMEINeHHOW, KaK OINUCAHO BBILIE IS
apuiIbHOM Tpynmbl. YacTh apaJKMHWIBHOTO —pajaMKaja, KOTOpas TPEeACTaBiIsieT CcoOo
ANKVMHUJICHOBYIO IIeTlb, SIBJIIETCS HEOOS3aTENIbHO 3aMEIICHHOW, KakK OIMpPENeNIeHO BBILIE IS
AJIKUHUJICHOBOM LICTIH.

[0031] "Hwuxnoankwn" oO3Ha4YaeT YCTOWYMBBIA HEAPOMATHUYECKHUN MOHOLMKJIMYECKUN WU
MOJIMLIMKJINYECKUIN YTIII€BOAOPOAHBINA PAAUKAN, COCTOSALUN UCKITFOYUTENBHO U3 aTOMOB YIJIEPOa U
BOJIOPOZA, KOTOPbIM BKJIIOYAaeT KOHAEHCHPOBAHHbIE WM COEJUHEHHbIE MOCTHKOBOHM CBSI3bIO
KOJIbLIEBbIE CHUCTEMBI, MMEIOINME OT Tpex [0 IMATHAALATH aTOMOB yriepoja. B HekoTopbIx
BapHaHTaX OCYILECTBICHUS LIMKJIOAJIKUI COAEPIKUT OT TPEX 1O JECSATH aTOMOB yriepoaa. B npyrux
BApPMAHTaX OCYIIECTBICHUS LMKJIOAJKHI COIEPKUT OT IMATH A0 CEeMH aTOMOB yIJIEpoAa.

[uknoankun OpUCOENMHEH K OCTAJIbHOM YaCTHU MOJEKYJbl OJMHAPHON CBsA3bIO. L{MKIIOAIKHUIIBI
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SBJISTEOTCSl HACBIIEHHBIMH, (/1. €. COAEpIKAIMMH HCKJIIOUUTENbHO onuHapHble cBsizu C-C) wmm
YaCTUYHO HEHACHIIIEHHBIMU (/1. €. COAEPKALIMMU ONHY HJIM HECKOJBKO JBONHBIX CBS3EH WIIN
TPOHHBIX cBszel). IIpuMepbl MOHOLMKIMYECKHX IUKJIOAJIKUJIIOB BKIFOUAKOT, HANpumep,
LUKJIONPONNJ, LUKIOOYTHUJ, LUKIONEHTHUJ, LHUKJIOTeKCUJ, LHUKJIOTENTHJ M IUKJIOOKTUI. B
HEKOTOPBIX BApUAHTAX OCYILIECTBICHHUS LUKIOAJKHII COAEPXKUT OT TPEX 1O BOCBMH AaTOMOB
yraepona (nanpumep, Cs3-Cgumkinoankwmn). B npyrux BapuaHTax OCYIIECTBIEHHS LUKIOAIKHI
COZEPKUT OT TPeX 0 CeMH aTOMOB yriepona (nanpumep, C3-Cruuknoankwn). B npyrux BapuanTax
OCYIIECTBIIEHHUS] LIUKJIOAJKWII COAEPXKHUT OT TPexX A0 INECTH aToMoB yriepoma (nanpumep, Cs-
Cetxnoankui). B apyrux BapuaHTax OCYINECTBJIEHUS LMKJIOAJIKWI COAEPKUT OT TPEX IO IISTH
atomoB yruepona (manpumep, Cs;-Csumkinoankwn). B apyrux BapuaHTax OCYLIECTBIECHHUS
LIUKJIOANKMII COAEPKUT OT TPeX IO 4eTbpex aToMoB yriepona (ranpumep, C3-C4LUKIOATKI).
YacTUYHO HEHACHIEHHBIM IUKJIOAJIKWI TaKKe Ha3blBAlOT "LUKIOAIKeHIWIOM". IIpumepsr
MOHOIIMKJIMYECKUX LUKJIOAJIKEHWIOB BKIIIOYAIOT, HANpUMEP, UMKIONEHTEHWI, LHUKIOTNeKCeHUI,
LUKJIOTENTeHU U LMKJIOOKTeHMN. [lomMuukinueckue IUKIOANKUIIbHbIE PAJAMKaNbl BKIIIOYAOT,
HanpuMep, aJaMaHTHiI, HOpOopHUN (m. e. Ounukino[2.2.1]renTanmi), HOpOOPHEHW, AEKATHHUII,
7,7-mumerunounukno[2.2. 1 rentaaua u T. . Eciu B ONMMCaHMM KOHKPETHO HE YKa3aHO WHOE, TO
MONpa3yMeBalOT, YTO TEPMUH "LUKJIOAJKHWI"  BKJIIOYAET I[UKJIOAJKWIbHBIE  PaAUKaJbI,
HEeo0s13aTeNIbHO 3aMELEHHbIE OTHUM WJIM HECKOJIBKHMHU 3aMECTUTEJISIMU, BBIOPAHHBIMU W3 AJIKHJIIA,
aJIKeHWJIa, aJIKWHHJIA, TaJIOTeHa, TraJIoTeHAIKWIA, OKCO, THOKCO, [IMAHO, HUTPO, apuja, apalikuia,
apaJKeHIIa, apATKUHIIIA, [TUKIOANKHIIIA, TEeTEPOLMKIIOANKIIIA, TeTePOapuiia, reTepoapuiIaliKuia, -
RP-OR?, -RP-OC(0)-R? -RP-OC(0)-OR? -RP-OC(0)-N(R%),, -RP-N(R?¥, -RP-C(O)R? -R’-
C(O)OR?, -RP-C(O)N(R%,, -RP-O-R°-C(O)N(R%),, -RP-N(R*)C(O)OR? -RP-N(R*)C(O)R? -RP-
N(R*S(O)R? (rze t pausercs 1 mwmu 2), -RP-S(O)OR? (rne t pausercs 1 mmm 2), -RP-S(O)R? (rne
t pausiercs 1 umu 2) u -RP-S(O)N(R?), (rme t papHsercs 1 wnu 2), rae Kaxaslii R? HesaBucumo
NpEeACTaBsieT COOOH BONOPOX, AJKWJI, TAJIOT€HAIKWJ, LUKJIOAJIKIII, LUKJIOATKIIAIKHI, AP,
apajKuN, TeTePOLUKIOANKUI, TeTePOAapPUN MIH TeTePOAPMIANKMI, MPH 3TOM Kaxablii R
HE3aBUCHMO MPEICTABISET COOON MPSIMYIO CBS3b WIIM MPSIMYIO FUTH PA3BETBICHHYIO AJKUJICHOBYIO
WIN AJIKEHIJIEHOBYIO 1ieTib, U R® mpencrasisier coOoi MpsMyro WIIH Pa3BETBICHHYIO aJIKUJICHOBYIO
WJIH QJIKEHUJICHOBYIO LIETIb.

[0032] '"Tamoreno" mim "rajmoreH" O3HA4YaeT 3aMECTHTENH, MPEACTABISIOIUE CO00M OpoM, XJIop,

¢Top nnm ion.
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[0033] "T'amoreHankun" o3HAYaET AJIKWJIbHBIM pPagUKall, OMPEAEIEHHbIN BbIIIE, KOTOPBIM 3aMeleH
OJHUM WIA HECKOJbKHMHU PaANKaaMH, TPEACTaBISIOIUMH COOOH TajoreH, OnpeaeseHHbIMU
BBIIIIE.

[0034] "T"anoreHankokcu" O3HA4YAET ATKOKCHUPAIUKAJ, ONPEAETICHHBIN BbIIIE, KOTOPBIN 3aMelleH
OJHUM WIA HECKOJbKHMHU paJANKaaMH, NPEACTaBISIOIUMU COOOH TajoreH, OnpeaeseHHbIMU
BBIIIE.

[0035] "®Topankun" o3HAYAET AJKWUJIBHBIN paJUKal, OMPENESEHHBbIN BBIIIE, KOTOPBIM 3aMeleH
OJTHIM WJIM HECKOJIBKUMH palvKajaMHy, MPEACTABIAIOUIUIMHA CO00H (TOp, ONpeneIeHHbIMU BBILIE,
Hanpumep TpudTopMmerwi, audropmermn, ¢ropmermn, 2,2,2-tpudTopstuin, 1-propmerni-2-
¢Topatun u T. 1. YacTe (TOPANKMIBHOIO paauKaia, KOTOpas MPENCTaBiseT COOOW asKui,
ABJISIETCS HEOOS3aTENIbHO 3aMEIIEHHOM, KaK ONPEeNIeHO BhIIIE JUISl aJIKHJIBHOW IPYIIIBL

[0036] '"T'erepormkinoankuia" o3HAYaeT YCTOWUYUBBIN 3-18-ueHHBIH HEapOMaTHUYECKHI KOJIbLIEBOMH
panukal, KOTOPbIM COAEPKUT OT ABYX MO ABEHAJALATH aTOMOB yIJIepofa U OT OJHOrO AO LIECTU
reTepoaTOMOB, BBIOPAHHBIX M3 a30Ta, KUCJIOPOAA U cepbl. Eciii B OnMMcaHnu KOHKPETHO HE YKa3aHO
MHOE, TO TeTepOLUKIOAJKWIBHBI paguKal MpPeACTaBisieT COOOH  MOHOLMKIMYECKYIO,
OULIMKJINYECKYIO, TPULHMKJINYECKYI) WM TETPALMKINYECKYI0 KOJIBLEBYIO CHCTEMY, KOTopas
BKJIFOYAET KOHAEHCUPOBAHHbIE, CIIMPO- WU COEJUHEHHBIE MOCTHKOBOW CBSI3bIO KOJIBLIEBBIE
cucreMbl. ['erepoaToMbl B TeTEPOLMKIOATKWIBHOM paguKaie SIBISIOTCS  HEOOsS3aTeNbHO
okucneHHbIMH. OJMH WM HECKOJBKO AaTOMOB a30Ta, €CIU OHU NPUCYTCTBYIOT, SIBIISIOTCS
HEeOoO0s13aTeNIbHO KBAaTEPHU30BAHHBIMU. | €TEPOIMKIIOATKUIIbHBIA PAUKAJ SIBJSIETCS YACTUYHO WIIH
MOJTHOCTBIO ~ HACBIIEHHBIM. B HEKOTOPBIX BapHAHTAX OCYLIECTBICHHS TIE€TEPOLIMKIIOATKUI
NPUCOEAMHEH K OCTaJbHOW YaCTH MOJIEKYJIbl TMOCPEACTBOM JIFOOOro aroma KoJbLa(KoJelr).
[TprMepsl TaKMX TeTEPOLMKIOATKUIBHBIX PAIUKAIOB BKIIOYAIOT 0€3 OrpaHHYeHHs JTHOKCOJIAHHII,
tuenw| 1,3 | aurnanmn, IeKaruApOU30X HHOJIHIL, UMHIA30JIMHIIL, UMHIa30JTUAMHUL,
W30THA30JIMAMHUI, U30KCA3OJIHIUHIII, MOP(GOIMHIII, OKTAaruAPOHHIOIIII, OKTaruAPOU30UH IO,
2-0OKCONUMNEPAZUHIIL, 2-OKCONUMNEPUANHUI, 2-OKCOMUPPONTUIANHII, OKCa30JIMANHNIL,
MUTIEPUIUHII, TTUTIEPASUHIL, 4-MUMEPUIOHIIT, TUPPOTUIUHIIL, TUPASOTUIUHIII, XUHYKITUIHHUL,
TUA30JIMAMHWIL,  TeTparuaApoypui,  TPUTHAHWI,  TETPATHAPONHPAHUI,  THOMOPQONUHHIII,
tuamopdonuana, 1-okcormomopdonmaun u 1,1-guokcornomopdonuumn. Ecnu B onmcaHuun
KOHKPETHO HE€ yKa3aHO WHOe, TO MOJPa3syMeBalOT, YTO TEPMHUH "TeTEepPOLUKJIOANKUI" BKJHOYAeT
reTEPOLMKIIOANIKUIIBHBIE PATUKANbI, ONPENEJICHHBbIC BBILIE, KOTOPblE HEOOS3aTENIbHO 3aMEIIEHBI
ONHUM WJIM HECKOJbKUMH 3aMECTUTEINISIMH, BBIOPAHHBIMH W3 aJKWIA, AJKEHHJIA, AJKHHHIIA,

rajiorefa, rajoreHaJKuja, OKCO, THOKCO, IIMaHO, HUTPO, apuia, apajKuia, apajKeHHIa,
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apaJKHHUNA, [UKIOANKNIA, TeTePOLHKIOATKIA, reTepoapuna, rerepoapunankuna, -RP-OR?, -RP-
OC(0)-R? -R°>-OC(0)-OR? -R°-OC(O)-N(R%,, -RP°-N(R%,, -RP-C(O)R? -R°-C(O)OR? -R®-
C(O)N(R?)y, -RP-O-R°-C(O)N(R?),, -RP-N(RH)C(O)OR?, -RP-N(R*)C(O)R?, -R°-N(R*)S(O)R? (rze t
pasnsierca 1 umn 2), -RP-S(O)OR? (rue t papusercs 1 umm 2), -RP-S(O)R? (rne t pasrsiercs 1 wn
2) u -R°-S(O)N(R?), (rne t paHsieTcs 1 umm 2), re kaxabiii R* He3aBUCHMO TIpeCTaBsAeT coboil
BOJOPOJ,  AJNKWI, TaJOTeHAJKWI,  LUKJIOAJKWJ,  LUKJIOAJKHJIANKWI,  apwil,  apayKul,
TreTepOIMKIOATIKHI, TeTepoapun W TeTepoapuNankui, MpU 3ToM Kaxabiii R® HesaBucumo
npeAcTaBsieT coOOH MpPAMYIO CBA3b WM NPSMYI0 HWJIH PAa3BETBIICHHYIO AJIKHWJIEHOBYIO WIH
AJIKEHUJIEHOBYIO Liemnb, U R® mpexacrasiser coO0# NpsMYIO MIIM Pa3BETBICHHYIO AJKHJIEHOBYIO WJIH
AJIKEHUJICHOBYIO LIETIb.

[0037] "T'erepoapun" o3HauaeT paAuKal, NOMy4YeHHBIH H3 3-18-4J€HHOrO apoOMaTHYECKOro
KOJIBLIEBOTO pajiuKajia, KOTOPBIM COAEPKUT OT OAHOTO A0 CEMHAILaTH aTOMOB yIjepoja U OT
OZIHOTO JI0 LIECTH reTepoaToOMOB, BHIOPAHHBIX M3 a30Ta, KHCIopona u cepbl. IIpu ucnonp3oBanum B
JaHHOM JIOKYMEHT€ TeTepOapWIbHBIA paguKal MpeAcTaBisieT COOO0H MOHOLMKINYECKYIO,
OULMKJINYECKYIO, TPULMKINYECKYI MM TETPALMKINYECKYI0 KOJBIIEBYIO CHCTEMy, TIJe IO
MEHbLIEH Mepe OHO U3 KOJIeLl B KOJIbLEBON CUCTEME SIBJISIETCS TIOJTHOCTBIO HEHACBILIEHHBIM, 711. €.
OHO COIEPKUT LUKIMYECKYIO EJOKATH30BAHHYIO T-3JIEKTPOHHYIO CHCTEMY, COAepKamyro (4n+2)
T-3JIEKTPOHOB, B COOTBETCTBUHU C TeopHel XIOKKeJs. [ 'eTepoapui BKIIOYAeT KOHICHCUPOBAHHBIE
WIA COEIMHEHHbIE MOCTHKOBOH CBSI3bEO KOJIBLIEBBIE CHUCTEMbI. | erepoaToM(reTepoarombl) B
reTepoapUIbHOM pajuKaje SBISETCA(SBISIOTCS) HEOOsS3aTeIbHO OKUCIEHHBIM(OKHCIEHHBIMU).
OnvH WM HECKOJbKO aTOMOB a30Ta, €CJIM OHH MPUCYTCTBYIOT, SIBJSIFOTCS HEOOS3aTENbHO
KBAaTE€PHU30BAHHBIMH. | eTepoapuil MPUCOEAMHEH K OCTAJIbHONW YaCTH MOJIEKYJIbl MOCPEICTBOM
aroboro aroma konbua(kosen). Eciy B omucaHny KOHKPETHO HE YKa3aHO UHOE, TO MOIPa3yMEBAIOT,
YTO TEPMHUH '"reTepoapui” BKIIOYAET TeTepOapUIbHbIE PaJUKalbl, ONpEeAesIeHHbIE BhILIE, KOTOpPbIE
HEeoO0s13aTeNIbHO 3aMeIeHbl OJJHUM HJIH HECKOJIbKMMH 3aMECTUTEINISIMH, BHIOPDAHHBIMHU W3 QJIKHJIA,
AJIKeHWJIa, aJIKWHIIIA, TaJOTeHa, rajIoreHaKNIa, OKCO, THOKCO, [IMAHO, HUTPO, apuia, apalikuia,
apajyKeHIIa, ApPATKUHIIIA, [TUKJIOAJKHIIA, TEeTEPOLHKIOANKIIIA, TeTEPOapPIIIa, reTepOaApHIIANIKIIA, -
RP-OR? -RP-OC(0)-R? -RP-OC(0)-OR? -RP°-OC(0)-N(R%,, -RP-N(R?%, -RP-C(O)R? -R’-
C(O)OR?, -R°-C(O)N(R%,, -RP-O-R°-C(O)N(R?),, -RP-N(R*)C(O)OR? -RP-N(R*)C(O)R? -RP-
N(R*S(O)R? (rze t pausercs 1 mmu 2), -RP-S(O)OR? (rne t pasusercs 1 umm 2), -RP-S(O)R? (re
t paBasercss 1 umu 2) u -RP-S(O)N(R?), (rae t pasrsierca 1 wm 2), Tae Kaxasii R? He3aBUCHMO
NpeACTaBsieT COOOH BOMOPOX, AJKWJI, TAJOT€HAIKWJ, LUKJIOANKIII, LUKJIOAIKWIAIKHAI, apwHil,

apalKi, TeTePOLMKIOAJTKHI, TeTepOapUN WM TeTepPOAPUNANKHI, TIPH 3TOM Kaxaelii RP
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HE3aBUCHMO MPEACTABISET COOON MPSIMYIO CBS3b WIIM MPSIMYIO FUTH PA3BETBICHHYIO AJKUJICHOBYIO
WM JIKEHIJIEHOBYIO 1ieTlb, U R® mpencrasisier coOoi MpsMy0 WIIH Pa3BETBICHHYIO aJIKUJICHOBYIO
WM AJIKEHUJIEHOBYIO LIETIb.

[0038] "MN-rerepoapun" o3HauaeT TreTEepOApUJIbHBIM pPauKal, OMNPEJENEHHBIM BBIIIE, KOTOPbIN
COMAEPKUT MO MeHbIIeH Mepe OAWH aTOM a30Ta, U B KOTOPOM TOYKOH MNpPUCOEAUHEHMUS
reTepoapuiIbHOTO  pajuKana K OCTaJIbHONM 4YacTHM MOJIEKYJbl SIBJIE€TCS aTOM a30Ta B
reTepOoapuIIbHOM pajnukaie. N-reTepoapuiibHbIH paguKal sIBISETCS HEOOS3aTENbHO 3aMELIEHHBIM,
KaK OINUCAHO BbIIIE AJIs FeTePOaPUIIbHBIX PAAUKAJIOB.

[0039] "C-rerepoapun" o3Ha4YaeT reTepOAPUIIbHBIA PaJMKa, ONMPEAENICHHBIA BbIIIE, B KOTOPOM
TOYKON NMPUCOEANHEHHS TeTEePOapPUIIbBHOIO pauKaja K OCTaJIbHON YaCTH MOJIEKYJIbI SIBJISIETCS aTOM
yriepoja B rerepoapujbHOM paaukaie. (C-reTepoapuiibHbIM pajguKai SBISETCS HeoOA3aTeIbHO
3aMELIEHHBIM, KaK OMUCAHO BBILIE JJIs1 T€TEPOAPUIIbHBIX PAUKAJIOB.

[0040] '"T'erepoapuiokcu" oO3HaYaeT paaMKall, CBSI3aHHBIH IOCPEICTBOM aTOMa KHCJIOPOJa,
dopmyiel —O-reTepoapui, re reTepoapuil ONPEaeseH BhIIIe.

[0041] "Terepoapunankun" o3navaeT pagukan Gopmyisl —R-rerepoapuin, roe R® mpencrasnser
coOOll aNKWICHOBYIO Ilenb, OIpeAe]eHHyr Bbime. Eciam rerepoapun mpencrasiser coOoi
a30TCONEPIKAIIUN TeTepoapuil, reTepoapuil HeoOsI3aTeIbHO MPUCOSIUHEH K aJIKHIIBHOMY PaJuKaITy
IO aTOMy a30Ta. AJIKUJICHOBAs LeMb I'€TePOAPHIIANKIIBHOTO paJMKajia SIBJISIETCS HEOOS3aTENbHO
3aMEIEeHHON, KaK ONpeAesieHO BbIle IJIs ajJKUJIeHOBOM wLenu. YacTb rerepoapusaiKuiIbHOIO
panukaia, KOTopas mpeAcTaBisieT CoOOH reTepoapui, SBJSIETCS HeoOsI3aTeIbHO 3aMEIEHHOMN, KaK
OTIpeeNIEHO BbIIIE I FeTepOapUIbHON IPYIIIIbL.

[0042] "T'erepoapummankokcu" O3HA4aeT pPaaWKall, CBSI3aHHBIA IMOCPENCTBOM aTOMa KHUCJIOPO.a,
dopmynbl —O-R°-rerepoapun, rme R® mpencraBnsier coOoil alKMIEHOBYIO IIE€Tb, ONpPeNeeHHYIO
Beiie. Ecnmu rerepoapus mpeAcTaBisieT COOOW a30TCOAEPIKAIIMHA TeTepoapuil, TIeTepoapui
HEeoOsI3aTeNIbHO MPHUCOENMHEH K aIKWIBHOMY paJHMKaly IO aTOMy a30Ta. AJIKHUJICEHOBAs ILETb
reTepoapuIaIKOKCHpaTrKala sBISETCS HEOOs3aTeIbHO 3aMEIEHHOH, KaK ONMPENeIeHO BBIIE IJIs
ANKWICHOBOW 1lenmu. YacTh reTepoapuiIaIkOKCHpPAJAWKaia, KOTOpas TNpPEeICTaBisieT CcoOou
reTepoapu, SIBISIETCST HeoOsI3aTeNIbHO 3aMEIEeHHON, KaK OMPENEeIeHO BbIIIE IS TeTePOapUIbHON
TPYIIIbL.

[0043] B HekOTOpBIX BapHaHTax OCYLIECTBJICHUS COEAUHEHMUs], PACKPBITbIE B TAHHOM JOKYMEHTE,
ColepKaT OOWUH WM HECKOJbKO LEHTPOB AaCHMMETPHHM U, TakuM o00pa3oM, OOpa3OBBbIBAIOT
SHAHTHOMEPBI, AMACTEPEOMEPbl U APYTHe CTEPEOH30MEpHbIE (OPMBI, KOTOPBIE OMpPEIENeHbl C

TOYKH 3peHus abCOMOTHON crepeoxumuu Kak (R)- wim kxak (S)-. Ecniu He yka3zaHo WHOE,
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NOJPa3yMEBAETCs, HYTO BCE CTEPEOM3OMEpHbIE (OPMbI COENMHEHHH, PACKPBITBIX B JIaHHOM
IOKYMEHTE, PacCMaTPUBAIOTCS B KOHTEKCTE HACTosAlero wusolOpereHus. Ecnm coenuHeHus,
ONMCaHHbIE B JAHHOM JOKYMEHTE, COAEP KaT alKeHOBbIE ABOMHbIE CBSI3U, U €CJIM HE YKa3aHO UHOE,
MOJPA3yMEBAETCs, YTO HACcTosIee H300peTeHHe BKIIOYAeT KakK [/-, Tak U Z-TeOMETPUYECKHe
u3zoMepsl (nanpumep, yuc- unu mpanc-.) [lomoOHBIM 00pa30oM Takke IMOAPA3yMEBAETCS, UTO
BKJIFOUEHBI BCE BO3MOXKHbBIE M30MEPHI, a TAKXKE MX PALEMHUYECKHE U ONTHUYECKH YUCThIE (POPMBI U
Bce TayTtoMmepHblie (opmel. TepmuH '"reomerpudeckumii u3omep" o3Havaer F- win  Z-
reOMETPHUYECKHE U30MEPBl (Hanpumep, yuc- WA mMpaHc-) aJKeHOBOH ABOWHON cBsi3u. TepmuH
"MO3ULMOHHBII HM30Mep" 03HA4YaeT CTPYKTYpPHBbIE U30MEpPbl OTHOCUTENBHO LEHTPAJbHOTO KOJbLIA,
TaKue Kak opmo-, Mema- i napa-n30Mepbl OTHOCUTENIBHO O€H30JIbHOTO KOJIbLIA.

[0044] "TayTtomep" o3Ha4aeT MOJEKydy, I'Zleé BO3MOXKEH NPOTOHHBIM CABUI OT OJHOIO aTroma
MOJIEKYJIbI K APYrOMy aTOMy TOH € MOJEKYJbl. B HEKOTOpBIX BapHaHTax OCYLIECTBICHUS
COEMHEHUs], IPEACTABICHHbIE B JAHHOM IOKYMEHTE, HaXOsATCsl B BUAE TayTOMEpOB. B ycrnoBusx,
KOTZIa TayTOMEpHU3alHMsl SIBJSIETCS] BO3MOKHOH, OyIeT MpHCYTCTBOBATH XMMUYECKOE PaBHOBECHE
TayTOMepoB. TOYHOE COOTHOLIEHHE TAyTOMEPOB 3aBUCHUT OT HECKOJBKHX (DAKTOPOB, B TOM YHCIIE
(pu3MuecKoro COCTOsIHUSA, TeMnepatypsl, pacrsoputeist 1 pH. HekoTopble nmpumeps! TayTOMEPHOTO

PaBHOBECH BKIIIOYAIOT CIIEAYIOIINE.
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[0045] "Heobs3aTenbHblit" miu "HeoOs13aTeNbHO" TOAPAa3yMEBAET, YTO Jajiee OMUCAHHOE COOBITHE
I O6CTO$IT€J'II:;CTBO MOXKET MPOUCXOAUTH WM HE NPOUCXOAWUTb, U YTO OMUCAHUEC BKIIKOYACT U
CJlyuau, KOrja cOObITHE WM OOCTOSTENBCTBO IMPOUCXOAWUT, M CIydad, B KOTOPBIX OHO HE

npoucxonut. Hampumep, "HeoOs3aTenpbHO 3aMeEINEHHBbI apuil”’ MOAPa3yMEBAET, YTO ApPWIbHBINA
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pamuKal SBISETCS 3aMEIIEHHBIM WM He SIBJIIETCS 3aMELIEHHBIM, U YTO OINMCAHHE BKIIFOYAET KaK
3aMelIeHHbIEC apPUJIbHBIE PAIUKAJIbI, TAK U ApUIIbHBIEC PAAHKAIIbI, HE UMEIOIIHNE 3aMEIIEHHSL.

[0046] "dapmaneBTHUECKHU pUEMIIEMasi COJIb" BKIIFOYAET KaK COJIU MPUCOEIUHEHHS KUCIOThI, TaK
U COJIM TpUcOeanHeHus1 ocHoBaHus. IlonpasymeBaercs, 4Tto (papMaleBTHYECKH TpUemMiieMasi CoJb
m000ro M3 MUPa30JbHBIX COCJUHEHUH, OMHCAHHBIX B JaHHOM IOKYMEHTE, OXBaTbIBaeT BCe Oe3
UCKITFOUeHHUsT (POPMBI TMOAXOMSIINX C TOYKM 3peHus ¢apmauuu coneil. [IpennmoyrurenbHbIMU
dapMaleBTUYECKH TNPUEMIIEMBIMU COJSIMU COEOMHEHUH, ONHMCAHHBIX B JAaHHOM JIOKYMEHTE,
ABJISIFOTCST (PapMAaLleBTUYECKH MPHEMJIEMbIE COJIM NMPUCOEAMHEHHUS KUCIOThI U (hapMaleBTHUECKU
IpUeMJIEMBbIE COJIM MTPUCOETUHEHNSI OCHOBAHUS.

[0047] "dapmaueBTHUECKH IpHEMJIEMasl COJNb MPUCOECAUHEHMs] KUCIOTBI' O3HAYAET TAKHe COJIH,
KOTOpbIE COXPAHSIOT OHOJIOTUYECKYr0 3(P(PEeKTUBHOCTP U CBOICTBA CBOOOIHBIX OCHOBAHHA,
KOTOpBIE HE SIBJITFOTCS HEXKENATeIbHBIMU ¢ OMOJIOrNYECKON WIIN APYTOi TOUKU 3PEHHUSI, U KOTOPbIE
0o0pa3oBaHbl C MWCIOJNBb30BAHUEM HEOPraHWYeCKUX KHCIIOT, TAKUX KakK XJIOPHUCTOBOJOPOAHAS
KHCJIOTa, OPOMHUCTOBOOPOHAST KUCIIOTA, CepHAsi KMCJIOTA, a30THAsi KUCIIOTa, (GochopHas KHCIIOTa,
HOIMCTOBOIOPOAHAST KUCIOTA, (PTOpUCTOBOAOPOAHAs KHcIoTa, hochopHas kucnora u T. 1. Takxe
BKJIIOUEHbI COJIM, OOpa30BaHHBIE C HCIIOJNB30BAHUEM OPTraHMYECKUX KHCJIOT, TaKHX Kak
anupaTHUECKue MOHO- M JTUKAPOOHOBBIE KHUCIOTHI, (hEHUI3AMEIICHHbIE AJIKAHOBBIE KHUCJIOTBHI,
TUAPOKCHAIKAHOBBIE KHCIIOTBI, aJTIKAHIUOBbIE KUCJIOTHI, ApOMAaTUYECKUE KUCIOTHI, aTu(paTHIecKue
U apoMaTHYeCKHe CYJIb(OHOBbIE KHCIOTHI U T. ., U OHU BKJIOYAKOT, HANPHUMEpP, YKCYCHYIO
KHUCJIOTY, TPUPTOPYKCYCHYEO KHCJOTY, MPOMHUOHOBYK) KHCIOTY, TJIMKOJEBYIO KHCJOTY,
MUPOBUHOTPAHYIO KUCIIOTY, INABEJIEBYIO KHCJIOTY, MAJEUHOBYIO KHCJIOTY, MaJOHOBYIO KHCJIOTY,
SIHTAPHYIO KHCJIOTY, (PyMapOBYIO KHUCJIOTY, BUHHYKO KHCJIOTY, JHUMOHHYI KHCIOTY, O€H30HHYIO
KHCJIOTY, KOPUYHYK KHCJIOTY, MHHIQJIBHYIO KHCJIOTY, METaHCYJIb(OHOBYIO  KHUCJOTY,
STAHCYJb(OHOBYIO KHCJIOTY, H-TOJYOJICYJIb(OHOBYIO KHCJIOTY, CAJHLMJIOBYIO KHCIOTY H T. II.
Takum 00pa3oM, MIUTIOCTPATUBHBIE COJHM BKJIIOUAIOT Cyib(arsl, nupocynbdartsl, OuCyIb(atsl,
cyabure,  Oucynburel, HuTpaThl, (Gocdare, MoHOrHApodocharel, aurunpodocdarsl
metadocharel, mupodocdars, XJIOpUABL, OpPOMHIBL, HMODWIBL, aleTaThl, TPUPTOPALETATHI,
NPONHOHATHI, KaMpUJIaThl, H300yTUPAThI, OKCAIAThI, MAJIOHATHI, CYKIHMHAT, CyOepathl, cedanarsl,
(bymapaTel, MajeaThl, MaHAENAThI, OEH30aThI, XJIOPOSH30aThl, METUJIIOEH30aThl, TUHUTPOOEH30ATHI,
¢dranarel, 6eH30JCYIBGOHATHI, TONYOICYIb(GOHATHI, (HEHUIANETATHI, UTPATHI, JIAKTATHI, MAJaThl,
TapTpaThl, METaHCYJb(poHATHI U T. M. Takke paccMaTPUBAIOTCS COJM AMHHOKHCIOT, TaKh€ Kak
aprHHATHI, TIIOKOHATHI M TallakTypoHathl (cM., Hampumep, Berge S.M. et al., "Pharmaceutical

Salts", Journal of Pharmaceutical Science, 66:1-19 (1997)). Conu mnpUCOENMHEHUS] KUCIOTHI
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OCHOBHBIX COCAMHEHUI IMONy4aroT MyTeM NpuBeneHus: popM CBOOOJHOrO OCHOBAHHUS B KOHTAKT C
JIOCTaTOYHBIM KOJIMYECTBOM TPeOYyEeMOH KUCIIOTBI AJIS TIOYYEHUS COJIH.

[0048] "dapmauesBTHUECKU MpUEMIIEMasl COJIb MPUCOEANHEHUsI OCHOBAHUS'" O3HAa4YaeT TaKue COJIy,
KOTOpbIE COXPAHSIOT OMOJOTrHYecKy0 3((PEeKTUBHOCTh U CBOWCTBA CBOOOIHBIX KUCJIOT, KOTOPBIE
HE SIBIIIIOTCS HEXKENaTeNbHbIMU C OMOJIOTMYECKON MM JApyroil TOYkH 3peHus. Takue comu
NOJIy4aroT NpHU A00AaBIEHMH HEOPTaHWYECKOTO OCHOBAHMS WJIM OPraHMYECKOrO OCHOBAaHHUS K
cBOOOIHON KucnoTe. B HEKOTOpBIX BapHMaHTaxX OCYIIECTBIEHUS (papMaleBTUYECKH MpUEMIIEMbIE
COJIM TIPUCOEAMHEHUSI OCHOBAHMS 00Pa3ylOT C UCTIOIb30BAHUEM METAJUIOB MJIM AMUHOB, TAKUX KaK
ILIEJIOYHbIE U IIEJOYHO3EMENbHbIE METalIbl UM OpraHudeckue amuHbl. Conu, MONyYeHHbIE U3
HEOPraHM4YEeCKUX OCHOBAHUH, BKIIOYAIOT 0€3 OrpaHUYEHUs] COJIM HATPUs, KU, JIUTUSL, aMMOHHUS,
KaJIbLUsl, Mar"us, )kejae3a, LMHKA, MEeAM, MapraHia, amtoMuHus U T. 1. Conu, MONydYeHHblE U3
OpPraHMYeCKUX OCHOBAHMM, BKJIOYAIOT O€3 OrpaHWYeHUs] COJM IEPBUYHBIX, BTOPUYHBIX U
TPETUYHBIX AMUHOB, 3aMELICHHbIX AMUHOB, B TOM YHCJIE BCTPEUAKOLIUXCs B IPUPOJIE 3aMEILEHHBIX
AMMHOB, LIUKJINYECKUX aMHHOB U OCHOBHBIX MOHOOOMEHHBIX CMOJ, HAIpHUMep H30MPONUIAMHHA,
TPUMETWIAMUHA, AUSTUIAMUHA, TPUSTUIAMUHA, TPUIIPONUIAMHUHA, 3TAHOJIAMHHA, AU3TAHOJIAMUHA,
2-IUMEeTUIaMHUHO3TAHONA, 2-AUSTUIAMHHOITAHONA, OULUKJIOINEKCUIAMHMHA, JIM3MHA, APTUHUHA,
T'UCTUAMHA, KodenHa, npokawHa, N,N-auOeH3WIdTHICHANAMUHA, XJIOPIpPOKanHa, ruapabaMuHa,
XOJIMHA, OeTauHa, OSTUJICHOUAMMHA, OSTUJICHIUAHWINHA, N-METHIITIIIOKAMUHA, TJIOKO3aMHHA,
METUJITJIOKAMUHA, TeOOPOMMHA, TYPUHOB, MHIEPA3WHA, NHIEPUAUHA, N-3THINHIECPUINHA,
NOJIMaMUHHBIX cMoJ U T. 1. Cm. Berge et al., guruze.

[0049] TIpu ucnonp30BaHWM B AAHHOM JOKyMeHTe "jneueHue", win "OCYLIECTBIIEHUE JICYCHHs ",
win "cMsiruenne”, uian "oOnerdeHne” HCIONb3YIOT B3aUMO3aMEHsIeMO B JaHHOM JOoKyMeHTe. Takue
TEPMUHBI O3HAYAIOT MOJXOA K TOJYYEHUIO OJArONpHSTHBIX WJIH JKEJIAeMbIX Pe3yJbTaTOB, B TOM
yrcie Oe3 OrpaHHYeHHs TEPareBTHUECKON TOJb3bl W/ NpOoQHIaKTUIeCKON mojb3bl. Ilox
"TepaneBTUYECKON MONB30H" MOApa3syMeBaeTcsl yCTpAaHEHUE WM YMEHbLIEHHE WHTEHCHUBHOCTHU
JIe)Kallero B OCHOBE PacCTPOMNCTBA, JieYeHHE KOTOPOro OCYINECTBISIOT. Takke TepaneBTHUeCKast
M0JIb3a JOCTUTAaeTCs NPU YCTPAHEHUU WJIM YMEHbIIEHUH UHTEHCHBHOCTHU OJJHOTO UM HECKOJbKUX
(pU3NONOTHUECKNX CUMITTOMOB, aCCOLIMMPOBAHHBIX C JIEXKAITNM B OCHOBE PAaCCTPOHCTBOM, TaK, UTO
y MalMeHTa HaOII0IaeTCs YIIYULIeHHEe, HECMOTPS Ha TO, YTO MALIEHT BCE €Il MOPaKEH JIeKAIUM
B OCHOBE pacCTPONCTBOM. B ciydae mpoduiakTH4eCKO# Moib3bl KOMIIO3ULUH BBOAST MMALUEHTY,
MOJBEPKEHHOMY PHCKY DPa3BUTHUS KOHKPETHOTO 3a0O0NIE€BaHMS, WIHM MALHEHTY, MPOSBISIOMEMY
OIIMH WUJIM HECKOJIbKO (PH3HOJOrHYeCKHX CHMIITOMOB 3a00JIeBaHUs, HECMOTPS HA TO, UYTO JHArHO3

NaHHOro 3a00JiIeBaHus He ObLI IOCTABJIEH.
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Coenunenus

[0050] Coenunenust dopmyn (I), (Ia), (Ib), (Ic), (1d), (Ie), (If), (Ig), (Ih), (I), (Ij), (Ik), (II) nmm
(Im), onncaHHbBIE B JAHHOM JIOKYMEHTE, KOTOpHBIE sBISIOTCS Moaysitopamu MAGL. B HekoTopbIx
BapUAHTAX OCYLIECTBIIEHHUs cOoennHeHus sBisitoTcss nHruonropamun MAGL. Coennnenust popmyn
(D, (Ia), (Ib), (Ic), (1d), (Ie), (If), (Ig), (Ih), (1), (Ij), (Ik), (I1) umu (Im), onucaHHBIE B NAaHHOM
JOKYMEHTE, M KOMIIO3ULIUH, COAep Kalllie TaKue COEAUHEHMs], SBIAIOTCS NPUMEHUMbBIMH JJIs
neueHus 6oiu. B HekoTopeIx BapmaHTax ocyuiectsieHus coequrenus Gopmyn (I), (Ia), (Ib), (Ic),
(Id), (Ie), (If), (Ig), (Ih), (Ii), (Ij), (Ik), (1) wnmu (Im), onmucaHHBIX B JAHHOM JOKYMEHTE, U
KOMITO3UIIUH, CONEpIKaIle TaKHe COENUHEHMs, SBJSIIOTCS NMPUMEHUMBIMHU IS JIEYeHUs OOJH,
PaccessHHOTO CKJiepo3a, 0oe3HN AnbLreiiMepa W/IiM BOCIAIUTEIbHOTO 3a00/1€BaHUs KUIIEUHUKA.
[0051] B HexoTOpBIX BapUaHTax OCYLIECTBIEHUs PEACTaBIeHO coenuHerne popmysl (1),

O

R3ﬂ\l\\l N\
N —
R1
(opmyna (I),

rae
R! npencrasnsier coboit -N(R?)C(O)RY unu -N(H)SO.R';

R? npencrasnser coboii H unu Ci-6aiku;

O Y Y

R10 R4 R4

_/\R12 N—/\R18 N\ N—/\R12
RS R® RS =

X ; R13 R19 R13

R’ mpencrasnsier coboit R R® , R® ;

4
R R4 RS RS

R® % @\ ‘JE RS ” 6
R5 4 \ Q RS /E\KQ R R R13 (0]
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R13 p

R* R? q
S O AL, Ve R T N +
N N‘é‘ z N‘%‘ z ., N
R® R12 R R13 P n R Ri13 P n
n RS RS

R A v NE{ ) S X /@ ) RGA
5 > J 5 ~ ~y N
3 L 0 5y
R13 R12
RS , RG WK R®

A npencrasisier coboit N unmu C(H);

X npencTapnaser coboii -O-, -N(R'®)- unu -CH>N(R'*)CH»-;

Y npencrassietr codoit -CHa- mmm -C(O)-;

Z mipezicTaBnseT coboii -S-, -O- umu -N(R?)-;

R* mpencrasnser coboit H, ramoren, -OR’, Cigamxun, Cieanxun-OH, Crsanxenun, Co.
sankunmi, Creranorenankmn, -O-Csguuknoankun, -0-Cssuuknoankun-OH, -N(H)-Ci.
sankun-CO2H, -SO,RY -CO,2R?, -C(O)NRPR’, Csgimknoankun, Cz-oreTepOlUKIOanKu, -
Cisankun-Cy.orerepounkioankui, Ces.ioapun, Ciorerepoapui, rae Cs.gumkmmoankun, Co.
orerepouukioankuy, -Ci.sankun-Czorerepounknoankus, Ce-10apun,  Ciorerepoapu
Heobs3aTenbHO 3amemens! 1w 2 RM;

R’ npencrapnser coboit H, -CN, ranoren, Ci.sankui, Cisranoresankui, C1.sraJoreHaaKoKCH
Wi GeHu,

R® npencrasnser coboit H, ranoren umm C-6aJIKu;

R’ mpencrasmser coboii H, Cieanxun, Cigramorenankun, Ciguukmoankun, —Co.
orerepouukioankui, Cs.ioapun wu Crorerepoapu, rae Caorerepounkinoankui, Ce-10apui
unu C.oreTepoapun Heobs3aTenbHO 3amemens 1 umm 2 R,

kaxaeii R® u xaxaeii R® nesasucumo suiopansl w3 H u Cireankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPUCOEIMHEHBbI, OOBEIUHEHBI C OOpa3OBaHUEM
reTePOIMKIIOAKUIBHOTO KOJIbIIA;

R!° mpencrasnser coboii -O-Ci.granorenankun, -O-Ci.sankun-CO2H, -O-Cssimknoankun, -O-
Cs-suuknoankun-CO2H, -N(H)-Ci-sankun-CO2H umu -SO,RY;

R!? npencrasnsier coboit H, ranoren umu C1-6aaKkum;

R" npencrasnser coboii H unu Ci-sankur;
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kaxeiii R nesasucumo BeiOpan u3 ramorena, -OH, okco, Ci.sankuna, Cisranoresankuna, Ci.
sankokcy, -Ciankun-OH, Cssuuknoankuna, -CO2R3, -C(O)NR®R’, -C(0)-Ciankuna, -
C(0)-Ci-sankun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisankuna u -N(R*)C(0)-C-sankuna;
R npencrasnsier co6oii Ci.sankun uan C3.sIUKIOATKUI,
R!® npencrasnsier coboit H, Cisanxumn, -C(0)-Ci-sankxun unu -CH,CO,H;
RY npencrasnsier co6oii Ci.sankun uan C3.sHUKIOATKUI,
R'"® u R" nesasucumo Buibpanb u3 H u Cisankuna, rne R'® u RY o6a ne npencrasnstor coboii
H;
R* npencrasnsier coboit H unu Cr-ankun;
v paBHsiercs O unu 1
n pasusiercs O wim 1,
m pasnsiercsa 0 unu 1
p pasnsiercs 0, 1 wnm 2;
q pasusiercs 0, 1 wnu 2; u
w paBHsiercs 1 unu 2,
WId €ro cojbBaT, THApPAaT, TayToMep, N-OKCHJA, CTepeou3oMep WM (papMaLeBTHUeCKH
TpUeMJIeMast COJb.
[0052] B nmpyrom BapuaHTE OCYINECTBIIEHHUSI MpencTaBjeHO coenuHenue (opmynbl (I) umu ero
COJbBAT, TMAPAT, TayToMep, N-OKCUJ, cTepeousoMep Uau (GapMaleBTHUECKU TpUEMIIeMas COlb,
rne R! npexncrasnster coboii -N(R*)C(O)R'. B apyrom BapuaHTe OCYIIECTBIEHHS MPENCTABIECHO
coennaeHue Qopmynel (I) miam ero conbBar, Tuapar, Tayromep, N-OKCHI, CTEPEOH30MEp HIIH
dapmanesTuuecku mnpuemneMas conb, rae R! mpencraemser coboit -N(R*)C(O)RY, u R?
npencrasisier codoit H. B mpyrom BapuaHTe OCYLIECTBIICHHUS IPENCTABICHO COeTUHEHNE (POPMYJIBI
() unu ero conbBaT, TuApaT, TayToMep, N-OKCHJ, CTepeoH3oMep MU (hapMaleBTHUECKH

>

npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u RY npencrasaser coboii Ci-
cIKUI. B nmpyrom BapmaHTe OCYILIECTBIEHHs IMpEACTaBlieHO coeanHeHue (opmyinel (I) mwmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTEPEOU3OMep WiIn (papMaleBTUMECKH TPUEMIIEMAs COMNb,
rae R! npencrasnser co6oii -N(H)C(O)RY, u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJICHUS MPEeACTaBeHO coequuenue Gopmyisl (I) wiu ero compBat, ruapart, Tayromep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUECKU Tpuemiaemas conb, rae R mpencrasnsier coboii -
NH)C(O)RY u R'® npencrasnsier coboii Cs-sluknoankua. B ApyroM BapHaHTe OCYIIECTBIEHUS

npenctaBieHo coenwHeHue ¢opmynbl () wnm ero compBar, rUApaT, TayToMmep, N-OKCHI,

cTepeonzomep unM (apMmaleBTUYeCKd mnpuemyemas coib, rme R! mpencrasnsier coGoil -
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NR?)C(O)RY”, u R? npencrasnsier coboii Cicankun. B ApyroMm BapHaHTe OCYIIECTBIEHUS
npencraBieHo coenwHeHue ¢opmynbl () wim ero compBar, rUapaT, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaneBTUHeCKH mNpuemyemas coib, rme R! mpencraenser coGoil -
NR?)C(O)R”, u R? mnpencrasnser coboit -CHs. B 1apyroM BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenmHeHue ¢opmynbl () wnm ero compBar, ruapar, TayTomep, N-OKCHI,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHUs
npencrasieHo coenuHeHue ¢opmynbl () wnm ero compBar, ruapaTt, TayTomep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemsemas conb, rme R!' mpencraensier coGoit -
N(CH3)C(O)R"”, u R' mnpencrasnser coboii -CHs;. B npyrom BapuaHTe OCYIIECTBIEHUs
npencrasieHo coenuHenue ¢opmynbl () wnm ero compBar, ruzppar, Tayromep, N-OKCHI,
cTepeonzomep unM (apmaueBTHYECKH mNpuemyemas conb, rme R' mpencraenser coGoil -
N(CH3)C(O)RY, u R" npencrapnser coboii Cs.siukaoankui. B 1pyrom BapuaHTe oCyleCTBIEHHS
npencraBieHo coeauHenue Qopmyner (I) wim ero comeBar, ruapat, TayTomep, N-OKCHJ,
cTepeousoMep WM (apMaleBTHUECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
N(H)SO:R". B npyrom BapuaHTe OCyIecTBIeHHs MPEACTaBIeHO coenuHenue Gpopmyinl (1) umm
€ro COJIbBaT, T'MApAT, TayToMmep, N-OKCHI, CTepeor3oMep WK (papMaleBTHYECKU MpPHEMIIeMast
conb, rae R! npencrasnser coboit -N(H)SO2RY, u RY npencrasnser coboit Cisankun. B apyrom
BapUaHTE OCYLIECTBIEHHUs] MPENCTaBieHo coenuueHue (opmyibl (I) wWiM ero cojbBaT, THIApAT,
Tayromep, N-OKCH, cTepeou3oMep Wi (apMaleBTHUeCcKd TNpuemnemas conmb, rae R!
npencrasnger coboit -N(H)SO:RY, u RY npencrasnser coboii -CHs. B gpyrom BapuanTe
OCYIIECTBJIEHUS MPEACTaBIeHO coenuuenue Gopmyisl (I) umu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUEeCKU Tpuemiuemas conb, rae R mpencrasnsier coboii -
N(H)SO:RY, u RY npencrapnser coboii C3-sLUKI0TKIL.

[0053] B nmpyrom BapuaHTe OCYINECTBIIEHUS MpencTaBiieHo coenuHenue (opmynsl (I) umu ero

COJNIBbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Miu (hapMaleBTHUECKH MpUeMIIeMasi COJb,

rne R’? mpencrasnser coboii R® . B gpyroMm BapuaHTe OCYILECTBJIECHUS
npencraBieHo coenwHeHue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,

cTepeomsoMep unM (papMalEBTHYECKU mnpuemyiemas coib, riae R° mpencraeiser coGoii
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N
R? ﬁ::j>—Rﬁ

R5
R19

R® . B mpyrom BapmaHTe OCyIIECTBJIECHHUS MPEACTABICHO COSANHEHUE (POPMYIIBI

() umu ero combBar, rUApaTr, Tayromep, N-OKCHA, CTepeon3oMep Wi (apMareBTHISCKH

e
—N
R4
N
RS R18
R19
3 o R6
npuemjiemMas cosib, rae R’ mpencrasisier coOoit . B npyrom Bapmanre

OCYIIECTBJIEHUS MpeAcTaBiieHo coenuHenue Gopmyisl (I) wmu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTEPEOM30MeEp MK (papMalleBTHIECKH Tpuemnemas conb, rae R'® npencrasnser coboit Ci.
caJIKWII. B mpyroMm BapmaHTe OCyLIECTBJIEHHUS MpeAcTaBieHO coeanHenue Gopmydsl (I) wmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R'™® npencrasnser coboii Cieamkun, u RY mpencrasnser co6oit H. B apyrom Bapuante
OCYLIECTBJICHHS TIPENCTaBIeHO coenuHenne ¢popmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep Hiii (apMmalieBTHUeCku mpuemnemas cojib, rae R'® mpencrasnser coboii -
CHs;, u R" npencrasnser coboii H. B apyrom BapuaHTe OCYIIECTBJEHMsI MPENCTaBIEHO
coenunenue Qopmyasl (I) wiu ero conmbBat, TUApaT, TayToMmep, N-OKCHI, CTEPEOM3OMEp WJIH
dapmanesTHueckn npuemnemMas conb, rae RY npencrasnser coboit Cr.sankun. B apyrom BapuanTe
OCYILECTBIIEHHsI MPEACTaBIeHO coenuHeHne Gopmysl (I) wu ero conbBat, ruapar, Tayromep, N-
OKCHJI, cTepeonsoMep M (hapMalieBTHIECKH puemieMas coib, rae R'® npencrasnser coboit H, u
RY mpencrasnser coGoii Ci.calkua. B IpyroM BapuaHTe OCYIIECTBIEHHS IIPEACTABICHO
coenunenue Qopmynsl (I) wiu ero conmbBat, rUApar, TayToMmep, N-OKCHI, CTEPEOM3OMEp WIIH
dapmanesTHueckn nmpuemnemas conb, rae R'® npencrasnser coboit H, u RY npencrasnser coboi -
CHs. B nmpyroMm BapuaHTe OCYIIECTBIIEHUS TMpPENCTaBieHO coenuHeHue ¢opmynbl (I) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpEeOr3oMep WiH (papMalleBTHYECKH MpHEeMIIeMasi COJIb,
rae R'® u RY npencrasastor coboit Ci-sankui. B 1pyrom BapuaHTe OCYIIECTBIEHHS MPEACTABICHO
coenqunenue Qopmynsl (I) wiu ero combBat, ruapar, Tayromep, N-OKCHI, CTEpEOM3OMEp WIIH
dapmanesTuuecku npuemnemas conb, rae R'® u RY npencrasnstor coboit -CHs.

[0054] B npyrom BapuaHTe OCYINECTBIIEHUS MpenctaBiieHo coenuHeHue (opmynsl (I) umu ero

COJNIBbBAT, TUAPAT, TayTOMep, N-OKCH, CTepeon3oMep Miu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
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J N— R12
R5
Z R
rne R’ mnpencraenser coboii R® . B nmpyrom BapuaHTe OCYyILIECTBJICHUS

npencrasieHo coenwHeHue ¢opmynbl () wnm ero compBar, ruapaT, TayTomep, N-OKCHI,

cTepeomsoMep unM (papMaLEBTHYECKU mpuemyiemas coib, rae R’ mpexncrasiser  coGoii

R® . B npyrom BapuaHTe OCyIlIeCTBIEHHs MPENCTaBIeHO coequHerne Gopmysl (I)

WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3omMep Win (papMaLieBTUYECKH NprueMiIeMast

e
N
R% { _)—R12
N\ N
RS
Z  R®
comb, tae R? mpencrasnser coboit  R® . B apyrom BapuaHTe OCYLIECTBJICHHUS
npexncraBaeHo coenuHenue ¢opmynel (I) mam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeousoMep MmM (papMaleBTHYECKH mpuemiemas coib, riae R® mpexacraenser coGoit
R4

RS
Y
7 X

12
R™ . B apyrom BapuaHTe OCyLIECTBIEHHS MPENCTABICHO COSTUHEHNUE (POPMYJIbI

R5

(I) wnmmu ero compBaT, ruapar, Tayromep, N-OKCHI, CTepeousoMep Wi (papManeBTUIECKH

R4

R® %
‘At
7 \ N\)\Rm

npuemieMas conb, rae R’ mpexncrasnsier coboit R™ . B npyrom Bapumante

R5

OCYIIECTBJICHUS MpeAcTaBlieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-

OKCHJI, cTepeoM3omep Wu (hapMalleBTHYECKH TMpUeMiemasi conb, rae R’ mpexacrasisier coboii

R™ R B apyrom BapuaHTe OCYIIECTBIEHHUS MPEACTABIEHO COeNUHEHHE (HOPMYIIbI

() wnmm ero compBaT, ruApar, TayroMmep, N-OKCHI, CTepeousoMep Wi (papManeBTUIECKH
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R4

R5

%,
/Z)'\\'\r Q

13 R'IZ
R . B gpyrom Bapuanre

npuemaeMas cojb, rae R’ mpencrasaser coboit
OCYIIECTBJICHUS MpeAcTaBiieHo coenuHenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTepeoM3oMep My (apMaleBTHYECKH MpuemieMas cojib, rae R’ mpencrasnser coGoit
R4

AR

Z)\(N\)\R12

R™ . B n1pyroM BapuaHTe€ OCYLIECTBJIEHMSI TPEACTABIEHO COEIMHEHHE

R5

dbopmysl (I) uam ero conpBaT, ruapat, Tayromep, N-OKCH, CTepeonu3oMep in (apMareBTHIEeCKH

R4
2
208
z

npuemnemas cojib, rae R® mpencrasmser coboit R R'? B npyrom BapuaHTe

R5

OCYLIECTBJICHHs TIPENCTaBIeHO coenuHenne ¢popmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJ, CTepeOr3oMep MU (papMalieBTUIECKH IpHeMiIeMast Collb, e Z mpeacrasisier codoii -S-. B
APYroM BapUaHTE OCYINECTBJICHUsS MpencTaByieHo coeamHeHue (opmynsl (I) wim ero conbsart,
ruapar, Tayromep, N-OKCHI, CTepeou3oMep Wid (apMaueBTHYECKU MpUemsieMasl Cojib, rae Z
npexncrasisier codoit -O-. B apyroMm BapuaHTe OCYIIECTBIICHHs TPEICTABIEHO COSTUHEHHUE
dbopmybl (I) uau ero cobpBaT, TUAPAT, TayToMep, N-OKCHJI, cTepeonu3oMep miu (apMarieBTHIECKH
npuemieMas coib, rae Z mpexacrasiser coboit -N(R?)-. B apyrom BapuaHTe OCyILIECTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl () wnm ero cojpBar, rUApaT, TayToMep, N-OKCHI,
cTepeon3oMep WM (papMaleBTUYECKU TMpUeMiieMasi Coib, rae Z mpexacrasiser coboii -N(H)-. B
IPYrOM BapuaHTe OCYIIECTBIICHUS] MpenacTaBjieHo coenuHenue ¢opmyinbl (I) mnm ero cosbsar,
ruzpar, Tayromep, N-OKCUJ, CTepeou3oMep MiM (apMalleBTHYECKM MpHeMiemas cojb, rae R®
R4
R5

R®™ 1 =0

N
12
% § t)CN_é-
NpeAcTaBysieT coOoi . B apyrom BapuaHTe OCYyIIECTBJIEHHS MPEACTABIEHO
coennaeHne Qopmyner (I) mnm ero comeBar, ruapar, TayroMep, N-OKCHI, CTEPEOH30OMEpP WIIH
12 3 13 2
(dapmaneBTHUECKH TIpreMJieMasi colib, e R~ mpeacrasnsier coboii H, u R™ npencrasnsier coboit

H. B npyrom BapuaHTe OCyLIECTBIEHHS IPENCTaBICHO coenuHerne Gopmydsl (1) mm ero conbaar,
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ruzpar, TayToMep, N-OKCHJ, CTepeou3oMep WM (apMalleBTHYECKM MpHemieMas conb, rae R'?
npencrasnser coboit Creankun, u RYP  mpencrasnser coboit H. B apyrom BapuanTe
OCYIIECTBJICHUS MPeACTaBieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTepeon3oMep MM (apmalleBTHUECKH MpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs, u RY mnpencrasnser coboit H. B apyrom BapuaHTe OCYILIECTBIEHHsS MPEACTABIEHO
coennaeHne Qopmynel (I) unm ero comeBar, ruapar, TayroMmep, N-OKCHZ, CTEPEOH30MEpP WIIH
dapmanesTuuecku npuemiemas conb, rae R'? npencrasnser coboit H, u R'? npencrapaser coboii
Cisankmn. B npyrom BapmaHTe OCYIIECTBJIECHHUS MPEACTaBIeHO coennHenue ¢popmydsl (I) mm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJI, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMJIeMasi COJb,
rne R'? npencrasnser coboii H, m R mnpencraBnser coboii -CHs. B mpyrom BapuanTe
OCYIIECTBJIEHUs MpeAcTaBlieHo coequHenue Gopmyisl (I) umu ero conmpBat, ruapar, Tayromep, N-
OKCHI, CTepeon3oMep uiau (GapMaLeBTUUeCKH puemaeMas conb, rae R'? npencrasnser coboit Ci.
sankun, u R'? npencrasnser co6oit Cisankun. B Apyrom BapuaHTe OCyLIECTBIEHHS MPEICTABIEHO
coenuHenue (opmynbl (I) wim ero conbBaT, ruapar, Tayromep, N-OKCHI, CTepeOH30Mep WIN
dapmanepTuueckn npuemiemas conb, rae R'2 mpencrasnser coboii -CHs, u R'* npencrapnser
coboti -CHs.

[0055] B nmpyrom BapuaHTe OCYIIECTBJIECHHUS MPEACTaBJIeHO coeanHeHue ¢opmynbl (I) wm ero

COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WK (papMaLeBTHYECKH MpHeMyIeMast COJIb,

4
R A\
R® Yo W m
a N
R Rn2 N%
rne R mpencrasnser coboii R P n

. B nmpyrom BapuaHTe OCYyIECTBIEHHUS
npencraBieHo coenuHenue ¢opmynbl () wnam ero compBar, rUApaT, TayToMep, N-OKCHI,
cTepeonsoMep WM (papMaleBTHUECKH MpHEeMJIeMasl COJib, Iie m paBHsieTcss 1, n paBHsercs 1, p
paBHsieTca 1, u w paBHsieTcss 1. B apyroMm BapuaHTe OCYILIECTBJICHMs NPEACTABICHO COECOUHEHUE
dbopmysl (1) uau ero copBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (apMarieBTHIeCKH
npuemiiemas coib, rae m pasHsercs 0, n pasHsieTcst 1, p paBHsercs 1, u w pasHsiercsa 2. B npyrom
BapUAHTE OCYINECTBJICHUs MpeNcTaBieHO coenuHeHue ¢opmynsl (I) wimm ero coneBar, ruapar,
TayromMep, N-OKCHJI, CTepeon3oMep HiTH (papMarieBTUIECKH MPpUeMIIeMast COJlb, I71e M paBHsETCS 1,
n pasusiercs 1, p pasmsiercs O, u w pasHsiercs 1. B npyrom BapuaHTe OCYyIIECTBICHUS
npencraBieHo coenwHeHwe ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHI,

cTepeon3oMep uiu (apMaleBTHUECKH Tpuemiiemasi cojib, rie A mpexactasisier codboii C(H). B

APYrOM BapUaHTe OCYIIECTBIICHUS INpeAcTaBieHO coenuHenue ¢opmynsl (I) mnmm ero combsar,
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rHIpar, TayToMep, N-OKCHH, CTepeon3omep WM (papMaleBTUYECKH Mpuemyemasi COjb, rae A
npencrasisier codoit N. B mpyrom BapuaHTe OCYLIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI
() umu ero combBar, rTUApaTr, Tayromep, N-OKCHA, CTepeom3oMep Wiu (apMarleBTHUCCKH

R6

R4 NS Y\N X
\_~ ; N+
R R13 p n

npuemieMas conb, rae R® npexncrasnser coboit R® . B npyrom Bapuante

OCYIIECTBJIEHUS MpeAcTaBiieHo coenuHenue Gopmysl (I) miu ero conmpBat, ruapar, Tayromep, N-

OKCHJI, CTepeon3omep Win (hapMaleBTUYECKH MpUeMiieMasi conb, rae R’ mpexcrasisier coboii

N q m
R? § YY\N
ZR12 N_g_
R13 p n
RS )

¢dopmyssl (I) unu ero cosbBar, ruapat, TayroMep, N-OKCU, cTepeor3oMep Wil (papMarieBTUIECKH

B npyroMm BapuaHTe OCYLIECTBJICHUS IPEACTABIEHO COEIMHEHUE

npuemsieMasl Ccoib, rae Z TpeacraBisier coboit -S-. B apyrom BapuaHTe OCYIIECTBJICHHUS
npexncraBieHo coenuHenue ¢opmynel (I) uam ero compBar, ruapar, TayToMep, N-OKCHI,
crepeonsomMep WM (papMalieBTUYECKH NpHeMieMasl Conb, rae Z mpeacrasisier coboi -O-. B
APYroM BapUaHTe OCYINECTBJICHUsS MpencTaBiieHo coeauHeHue (opmynsl (I) wim ero conbsart,
ruapar, Tayromep, N-OKCHI, CTepeou3oMep Wid (apMaueBTHYECKU MpUeMsIeMasl COjib, rae Z
npencrasnser coboit -N(R*)-. B npyrom BapuaHTe OCYLIEeCTBIEHHUs INPEACTABICHO COETMHEHHE
dbopmybl (I) uau ero cobpBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeonu3oMep miu (apMarieBTHIECKH
npuemiiemMasi coiib, rue Z mnpexacraeiser cobor -N(H)-. B npyrom BapuaHTe OCYLIECTBICHHS
npencraBieHo coenuHeHue ¢opmynbl () wiam ero conpBar, rUapaT, TayToMep, N-OKCHI,
cTepeon3omep WM (papMalieBTUYECKH MpUeMiieMasi Cojib, rae Z npexncrasisier coboi -N(CH3)-. B
IPYrOM BapuaHTe OCYINECTBJICHUS] MpeacTaBieHo coenuHenue ¢opmyinbl (I) mnm ero cosbsar,
ruapar, Tayromep, N-OKCHI, CTepeou3oMep Wi (apMalleBTHUECKH MpuemiieMas coyib, rae Y
npencrasisier coboit -CHz-. B apyroMm BapuaHTe OCYIIECTBJIEHUS MPEACTABIEHO COEIUHEHHE
dopmysl (1) wau ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeonu3oMep min (apMarieBTHIeCKH
npuemiiemMasi coiib, rme Y mpencrasisier coboii -C(O)-. B apyrom BapuaHTe OCYLIECTBICHHS
npencraBieHo coenwHenue ¢opmynbl () wnm ero compBar, rUapaT, TayToMep, N-OKCHI,
cTepeonsoMep WK (hapMaleBTHUECKH MpHEMJIEMasi COJib, Te M paBHseTCs 1, n paBHsieTcs 1, q
paBHsieTca 1, u p paBHsiercs 1. B apyroMm BapuaHTe OCYLIECTBJICHUS NMPEACTABJICHO COEAUHEHUE
dbopmysl (1) wam ero cobpBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hin (apMareBTHIeCKH

npuemiemas coib, rae m pasHsiercsa O, n pasHsieTcs 1, q paBHsieTcs 2, u p paBHsiercs: 1. B npyrom
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BapUAHTE OCYINECTBJICHUs NMpencTaBieHO coenuHeHue ¢opmynsl (I) wimm ero conpBar, Tuapar,
Tayromep, N-OKCHJI, CTepeon3oMep HiTH (papMarieBTUIECKH MpUeMIIeMast COJlb, I71e m paBHsETCS 1,
n pasmsierca 1, q pasusercas O, u p pasmsercs 2. B papyrom BapuaHTe OCYLIECTBIEHUS
npencraBieHo coenwHeHue ¢opmynbl () wim ero compBar, rUapaT, TayToMep, N-OKCHI,
crepeonsoMep WM (papMaleBTHUECKH MpHEeMJIeMasl COJib, IA€ M paBHseTcs 1, n paBHsAeTCs 1, q
paBHsiercsa 1, u p pasHsiercss 0. B apyroM BapuaHTE€ OCYILIECTBJICHUS NMPEACTABJICHO COEAUHECHUE
dbopmyusl (I) uam ero conpBaT, ruapat, Tayromep, N-OKCHJ, CTepeoru3oMep min (hapMareBTHIeCKH
npuemiiemasi coib, rae m pasHsercsa 0, n pasusiercs O, q paBHsieTcst 2, U p paBHsiercs: 1. B npyrom
BapUaHTE OCYINECTBJIEHUs IpencTaBieHO coenuHeHue ¢opmynsl (I) mnmm ero conpBar, ruapart,
Tayromep, N-OKCHI, CTepeou3oMep Wik (apMaleBTHYECKH TNpueminemas coib, rae R'
npencrasnsier coboii H, m RY npencrasnser coboii H. B npyrom BapuaHTe OCYLIECTBIEHHS
npexncraBieHo coenuHenue ¢opmynel (I) mam ero compBar, ruapaT, TayToMep, N-OKCHI,
cTepeousomep unu GapmaneBTHIECkU mpuemsiemas coib, Tae R'? npencrasnser coboit Ci.sankmum,
u R npencrasnsier co6oit H. B npyrom BapuaHTe OCYyIIECTBJIEHHs MPEICTABIEHO COETMHEHUE
dopmyssl (I) unu ero cosnbBar, ruapat, TayroMep, N-OKCU, CTepeor3oMep Wil (papMarieBTUIECKH
npuemnemas coib, rae R'? mpencrasnsier coboit -CHs, u R npencrasnser coboit H. B npyrom
BapUAHTE OCYINECTBJIEHUs] MPENCTaBieHO coenuHeHue ¢opmynsl (I) wnmm ero coibBar, TUAparT,
tayromep, N-OKCHI, cCTepeousoMep MM (apMaleBTHYECKH TNpuemuemas coib, rae R
npencrasnser coboii H, m RY mnpencrasmser coboit Cieankun. B gpyrom BapuanTe
OCYILECTBIIEHHsI MPEACTaBIeHO coenuHeHue ¢opmysl (I) wiu ero conbBat, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep i (hapMalleBTHIECKH pueMieMas coib, rae R'? npencrasnser coboit H, u
RY mpencrasnser coboit -CHs. B npyrom BapHaHTe OCYIIECTBIEHMS NPEACTABICHO COETHHEHUE
dopmysl (I) uiau ero copBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hin (apMarieBTHIeCKH
npuemnemas coib, rae R'? npencrasnser coboii Crsamkun, u R'? npencrasnser coboit Ci-sankmun.
B npyrom BapmaHTe OCYIIECTBJICHHUS MpenCTaBlieHO coenuHeHue ¢opmyisl (I) mim ero conbaar,
rUzpat, TayToMep, N-OKCHJI, CTepeou3oMep uiu (apMalleBTHYECKM MpHemieMas conb, rae R'?
npencrasnsier coboii -CHs, u R'? npencrasnsier coboii -CHs.

[0056] B npyrom BapuaHTe OCYINECTBIIEHUS MpencTaBiieHo coenuHenue (opmynsl (I) umu ero

COJNBBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeon30oMep N (papMaleBTHUECKH MpUeMIIeMasi COJb,

rne R? npencrasnser coboii  R° . B npyrom BapuaHTe OCYIIECTBIEHUS

npencraBieHo coenwHeHue ¢opmynbl () wnam ero compBar, rUApaT, TayToMep, N-OKCHUI,
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cTepeomsoMep unM (papMalEBTHYECKU mnpuemyiemas coib, riae R’ mpexncrasiser  coGoii

R® . B npyrom BapuaHTe€ OCYLIECTBJICHHUS IPEACTABICHO COEAUHECHUE
dbopmyusl (I) uam ero conpBaT, ruapat, Tayromep, N-OKCHJ, CTepeoru3oMep Hin (apMareBTHIeCKH
12
R R
A v NE(L
N
R5
%

R13
npuemaeMas conb, rae R’ mpencrasaser coboit  R° . B npyrom BapuaHTe

OCYIIECTBJIEHUS MpeAcTaBiieHo coequHenue Gopmyisl (I) uiu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTEPEOM30MeEp MK (papMalleBTHIECKH Tpuemiemast conb, rae R'? npencrasnser coboii Ci.
samkun, u RY mpencrasnser coGoit H. B apyrom BapuaHTe OCYIIECTBIEHHS MPENCTaBIEHO
coenunenue (opmynsl (I) wiam ero conbBar, TUApaT, Tayromep, N-OKCHUI, CTEPEOM3OMEp WJIH
dapmanepTuueckn npuemiemas conb, rae R'2 mpencrasnser coboii -CHs, u R!? npencrapnser
coboii H. B npyrom BapuaHTe OCyIIECTBICHUs MpeACcTaBieHo coenrHenue Gopmyinsl (I) umu ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne R'? npencrasnser coboit H, u RY npencrasnser coboit Cisankuna. B npyrom BapuaHTe
OCYILECTBIIEHHsI MPEACTaBIeHO coenuHeHne Gopmysl (I) wiu ero conbBat, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep M (hapMaleBTHIeCKH pueMieMas coib, rae R'? npencrasnser coboit H, u
RY mpencrasnser coboit -CHs. B npyrom BapHaHTe OCYIIECTBIEHMS NPEACTABICHO COETHHEHUE
dbopmybl (I) uau ero cobpBaT, TUAPAT, TayToMep, N-OKCHJI, cTepeonu3oMep miu (hapMarieBTHIECKH
npuemnemas coib, rae R'? npencrasnser coboii Crsamxun, u R'? npencrasnser coboit Ci-sankmun.
B npyrom BapmaHTe OCYIIECTBJICHHUSI MpencTaBlieHO coenuHeHue ¢opmyisl (I) mim ero conbaar,
rUzpat, TayToMep, N-OKCHJI, CTepeousoMep WM (apMaleBTHYECKM MpHemieMas comb, rae R'?
npencrasisier coboit -CHs, u R'? npencrasnser coboii -CHs. B apyrom BapuaHTe OCyLIeCTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl () wnam ero compBar, rUApaT, TayToMep, N-OKCHUI,

cTepeomsoMep unM (papMalEBTHYECKH mnpuemsiemas coib, riae R’ mpencrasnser  coGoii

6

R . B napyrom BapuaHTe OCYILIECTBICHHs NPEICTABIEHO COEIMHEHUE
dbopmysl (1) wau ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (apMarieBTHIeCKH
npuemjiemMasi Ccojb, rne X mpexacraBiser coboit -O-. B apyrom BapuWaHTe OCYIIECTBICHUS

npencraBieHo coenwHeHue ¢opmynbl () wim ero compBar, rUApaT, TayToMep, N-OKCHI,
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cTepeousoMep Wiu (BapMaleBTHUECKH MpHeMIeMasi Collb, Tae X mpencrasiser coboii -N(R'©)-. B
IPYrOM BapuaHTe OCYIUECTBJICHUS MpeAcTaBieHo coenuHenue ¢opmyinbl (I) mim ero cosmbsar,
ruapar, Taytomep, N-OKCHI, CTepeou3oMep Wi (apMalleBTHUECKH MpuemiieMas coyib, rae X
npencrasisier codoit -N(H)-. B npyrom BapmaHTe OCYILIECTBJICHHSI TMPEICTABICHO COCAUHEHHE
dopmyusl (1) mam ero conpBaT, TUapPaT, TayromMep, N-OKCHJ, CTepeoru3oMep HWin (apMareBTHIeCKH
npuemiiemMasi coib, rae X mpencrasisier coboit -N(CHs3)-. B apyrom BapuaHTe OCYLIECTBICHHS
npencrasieHo coenuHeHue ¢opmynbl () wnm ero compBar, ruppar, TayTomep, N-OKCHI,
crepeonzomMep WM (apMalleBTUUECKH MpUeMIieMas CoJib, TAe X MPeAacTaBisieT coOoh -
CH>N(R'®)CH,-. B npyroMm BapWaHTe OCYIIECTBIEHHUs MPEACTaBIeHO coenuHeHue dopmynbi (I)
WJIN €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep WK (hapMaleBTUUECKH IpreMiIeMast
conb, rne X mpencrasiusier coboit -CHoN(H)CHz-. B gpyrom BapuaHTe OCYIIECTBIEHHUS
npexncraBieHo coenuHenue ¢opmynel (I) mam ero compBar, ruapaT, TayToMep, N-OKCHI,
crepeonsomMep MM (apMaleBTUUECKH MpUeMJieMash CoJib, TAe X MpeacTaBisieT coOol -
CH>N(CH3)CHz-. B npyrom BapuaHTe OCYIIECTBJICHUs IpencTaBiieHO coenuHeHue ¢opmyusl (I)
WIN er0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep Win (apManeBTHUECKH IpreMiIeMast
coib, rae A mpencrasisier coboii N. B apyrom BapuaHTe OCYINECTBJICHHUS TMPENCTaBJICHO
coenureHue (opmynsl (I) miam ero conbBar, TuApar, TayroMmep, N-OKCHI, CTEPEOH30OMEpP WJIH
dapManeBTHYECKH MpHemiieMas cojib, rne A mpencrasnsier cobdoit C(H). B nmpyrom BapuanTte
OCYILIECTBJIEHHs TIpeNCTaBIeHo coenuHenue ¢popmyel (I) wiu ero cosbBat, ruapar, Tayromep, N-
OKCHJI, cTepeon3oMep Win (papMaleBTUYeCKH MpuemiiemMas coib, rae v pasusiercs 0. B apyrom
BapUAHTE OCYINECTBJIEHUs] MpPenCcTaBiieHO coenuHeHue ¢opmynsl (I) wnmm ero conpBar, TUApar,
tayToMep, N-OKCHI, CTepeor3oMep min (papMaleBTHYECKH MpUeMieMasi COJib, TIe V paBHsieTcs 1.
B npyrom BapmaHTe OCYIIECTBJICHHUS MpencTaBieHO coenuHeHue ¢Gopmyisl (I) mim ero conbaar,

ruapaT, Tayromep, N-OKCHJ, CTepeoM3oMep MM (hapMaleBTHYeCKd TMpUeMieMas conib, rae R’

N

R4
. Ay N
R

=

npencrasnser coboit R

[0057] B nmpyrom BapuaHTe OCYINECTBIIEHUS MpencTaBiieHo coenuHeHue (opmynsl (I) umu ero
COJIbBAT, THUAPAT, TayTOMeP, N-OKCHJI, CTEPEOHU3OMEDP HITH (hapMalEBTHUECKH MPUEMIIEMAsT COJIb,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunu,
Cisranorenankun, -CO2R3, -C(O)NRPR’, C;suuknoankun, Ca.orereporuknoankui, Ce.10apun uim

Ci.orerepoapun, thoe Csgoukioankwi, Ca.orerepoumknoankus, Ce.roapun wiu Ci.oretepoaput
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HeoOs3aTenbHo 3amemensl 1 uma 2 R B mpyrom BapuanTe ocyluecTBieHHs MpenCTaBIEHO
coenunenue Qopmynsr (I) wiu ero combBat, ruapar, Tayromep, N-OKCHI, CTEPEOH3OMEp WIIH
dapmauesTuuecku mpuemnemasi conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R’, Cs.suuknoankun, Cs.oreteporuknoankun um Ci.
orerepoapm, rae Cr.orereporukioankui uin Ci.oreTepoapui HeoOs3aTeNnbHO 3aMelienbl 1 wim 2
R B gpyrom BapuaHTe OCYIIECTBIEHMS NpEACTaBIeHO coemuHeHue (opmynbl (I) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOn30oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rne R* mnpencraenser coGoif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPENCTaBIECHO
coennneHue Qopmynel (I) mnm ero comeBar, ruapar, TayroMmep, N-OKCHUI, CTEPEOM30MEpP WM
(apmanepTHueckn npuemsiemass conb, rme R npencrasnser coboii -Cl. B mpyrom BapuaHTe
OCYIIECTBJIEHUs MpeAcTaBlieHo coequHenue Gopmyisl (I) umu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep uau (papMalleBTHIeCKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci-
6TaJIOTeHAJKII. B npyrom BapuaHTe OCYyILIeCTBICHUs IPEACTABICHO coennHeHne dpopmysl (1) min
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeoH3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenuHenue (opmynsl (I) wim ero conbBaT, ruapar, Tayromep, N-OKCHI, CTepeoH3OMep WIN
dapmanepTuuecku npuemnemas comb, rae R* mpencrasnser co6oit -N(H)-Ci.sankun-CO,H. B
APYroM BapUaHTE OCYINECTBJICHUs] MpencTaByieHo coeamHeHue (opmyisl (I) wim ero conbsart,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coennaeHue Qopmynel (I) miam ero conwBar, TUApar, Tayromep, N-OKCHI, CTEPEOH30MEpP HIIH
dapmanesTHuecku npuemiemMas conb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUAHTE OCYINECTBJIEHUs MpPencTaBiieHO coenuHeHue ¢opmynsl (I) wim ero conpBar, ruapar,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUecKd mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coenqunenue Qopmynsr (I) wiu ero combBat, ruapar, Tayromep, N-OKCHI, CTEpEOH3OMEp WIIH
dapmanepTuuecku npuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUAHTE OCYILIECTBJICHHUs NMpencTaBieHO coenuHeHue ¢opmynsl (I) wimm ero conpBar, ruapar,
Tayromep, N-OKCHJ, cCTepeou3omep Wi (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npencrasisier codoli -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIEHUS MPEICTABICHO COSAUHEHHE
dbopmysl (1) wau ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (apMareBTHIeCKH
npuemnemas coib, rae R* npexactanser coGoii  Cs.sUMKnOankWi. B ApyroMm BapuaHTe

OCYIIECTBJICHUS MPEACTaBIeHO coequuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
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OKCHJI, CTEpPEOU30Mep WM (apMalleBTHUECKU TpueMnemas conb, rae R* mpencrapnsier coboii -
OR’. B apyrom BapuaHTe OCYINECTBJEHMs TpencTaBieHo coenuHenue (opmynsl (I) uau ero
CONbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeou3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJib,
rne R* npencrasnser coboii -OR’, u R npencrasnser coboii HezamemeH bl C3.s1UKI0aTKII A
Ce-10apui1, HeoOs3aTENBHO 3aMEINeHHbIH TajoreHoM. B Apyrom BapHaHTe OCYLIECTBIICHHS
npencrasieHo coenuHenue ¢opmynbl () wnm ero compBar, ruapaTt, TayTomep, N-OKCHI,
cTepeousoMep uu (papMalieBTUHECKU Tpuemiemas conb, rae R* mpencrasnser coboii -OR’, u R’
npeacrasisier coOoil HeszameweHHbI Cs.siukmnoankuia. B apyrom BapuaHTe OCYIIECTBICHHUS
npencrasieHo coenuHenue ¢opmynbl () wnm ero compBar, ruppart, TayTomep, N-OKCHI,
cTepeousoMep uu (papMalieBTUHECKU Npuemiemas conb, rae R* mpencrasusier coboii -OR’, u R’
npeacTaBisier coOoi (eHus, HeoOs3aTeNbHO 3aMEIeHHBIN rajJoreHoM. B npyrom BapuaHTte
OCYLIECTBJICHHS TPeNCcTaBiIeHo coenuHenue ¢opmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep MM (apMalleBTHYECKU TpuemiemMas conb, rae RY mpencrasnser coboii -
OR’, u R’ mpencrasnser coboil (eHUI, 3aMelleHHbIH TraJoreHoM. B IpyroM BapuaHTe
OCYLIECTBJIEHHs TIPENCTaBIeHO coenuHenne ¢popmyisl (I) wium ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTEpPeon3oMep MM (apMalleBTUUeCKu Tpuememas conb, rae RY mpencrasnser coboii -
OR’, u R npencrasnsier coboii dpenun, samemennsiii -Cl. B 1pyromM BapuaHTe OCyLIECTBJIEHHUS
npencraBieHo coenuHeHue ¢opmynbl () wnm ero cojbBar, rUApaT, TayToMep, N-OKCHI,
cTepeouzomMep unM (hapmaleBTUYECKH Npuemsiemas coib, rae R* mpencrasmser cobGoit Co.
oTeTepOLMKIIOANKUI, HeoOs3aTenbHo 3amemenHeli 1 wmu 2 RY. B apyrom Bapuante
OCYILIECTBJIEHHs TIpeNCcTaBaeHo coenunenue ¢popmyel (I) wiu ero cosnbBat, ruapar, Tayromep, N-
OKCHJI, cTepeou3oMep M (apMaleBTHYeCKH NpuemieMas coib, rae R* mpencrasnser coboit
He3aMelleHHbIH  Cy.oreTepoLMKIOaKiI. B JpyroMm BapuaHTe OCYIIECTBJICHHS MPEICTABICHO
coennaeHne (opmynsl (I) miam ero coneBar, Tuapar, TayroMmep, N-OKCHI, CTEPEOH30MEp HIIH
dapmanepTuuecku npuemsiemas comb, rme R mpencrasnser coboit  Ci.oreTepoLUKIOAIKIIL,
samemenseii 1 umm 2 R B gpyrom BapuaHTe OCylIeCTBIEHHs INPEACTABICHO COEIHHEHUE
dopmysl (I) uau ero copBaT, TUAPAT, TayToMep, N-OKCHJI, CcTepeoru3oMep min (apMarieBTHIeCKH
npuemnemas conb, riae RY mpencraBnser coGoil  CisreTepOLUKIOANKU, HEOOS3aTeNbHO

samemennbii 1 uin 2 R, rme CysreTeponukioankun nmpeacTaBiser co0ol MOHOLMKIMYECKHUI

2
reTePOLMKIIOANIKIJ, BBIOPAHHBI W3 MUPPOJHIMHA, MUIMEPUANHA, MUNepasuHa U MopdonnHa. B
APYroM BapUaHTE OCYINECTBJICHUsS MPENCcTaBieHO coeauHeHue ¢opmynel (I) miam ero conbsart,
rupar, TayTomep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM Mpuemaemas coib, rae R*

npencraisier co0oit Cs.oreTepOIUKIOAIKII, HeoOs3aTeNbHO 3aMelleH bl | umn 2 RY rme Cs.
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oTETEPOLMKIIOANKIII TIPEACTABIsIeT COOOH OWIUKIMYECKHH TIeTepOLMKIOANKII. B apyrom
BapUAHTE OCYILIECTBJICHHUs TNpencTaBieHO coenuHeHue ¢opmynsl (I) wnmm ero conpBar, ruapar,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
o . 14
npencrasisier codoit Cs.oreTepolKIoaNKmiI, Heobsi3aTenbHo 3amernennbiii 1 umn 2 R, roe Cs.
9T€TEPOLMKIIOATIKIII TIPECTABISAET COOON CIUPOLUKIMYECKUI TreTeponukioankui. B apyrom
BapUAHTE OCYILIECTBJIEHHUs INpeNcTaBieHO coenuHeHue ¢opmynsl (I) wnmm ero comeBar, ruapar,

Tayromep, N-OKCHA, CTepeou3omep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*

F /\ /\
npeacTaBisieT coooi % G §NC> % F, %N F’ §N\_/N<]7 §N\_/o
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H . B npyrom BapuaHTe OCyIIeCTBIICHHUS NpeAcTaBieHo coenunenue Gopmyunsl (1) wmm
€ro COJIbBAT, THIpPAT, TayToMep, N-OKCHI, CTepeon3oMep Wi (apMaleBTHYECKH MpHeMIIeMast
conb, rae R* nmpencrapnser coboii Ci.oreTepoapus, Heobs3aTenbHO 3aMernennbii 1 wim 2 R B
APYroM BapUaHTE OCYINECTBJICHUsS MpPencTaByieHO coeauHeHue ¢opmynel (I) mim ero conbsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM MpHeMiemas coib, rae R*
npencrasisier cobol HesamewmeHHb Ciorerepoapui. B apyrom BapuaHTe OCYLIECTBIEHHUS
npencraBieHo coenwHenue ¢opmynbl () wnam ero compBar, rUApaT, TayToMep, N-OKCHI,
cTepeonzomep uIM (apMmalleBTUYeCKH Npuemsiemas coib, rae R* mpencrasmser cobGoit Co.
oreTepoapui, 3amemenselii 1 unu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs NPEACTaBICHO

coenuHenue (opmynsl (I) mnm ero comnbBaT, ruapar, TayroMmep, N-OKCHI, CTEPEOH3OMep WiIn
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(apmanepTHuecku npuemsemMas cob, riae R* npencrasnser coboii Ca.oreTepoapu, HEOOS3aTENbHO

samemmenseii 1 unmu 2 R, rne Ca.orerepoapun BbiOpan u3 muppona, gpypaHa, THodEeHa, THA30/a,

nMpas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPHUMUAMHA, MHUPa3HHA, HHAOJNA,

oensoruodena, Oensodypana u uMHUAA3ONHpPUANHA. B IpyromM BapwaHTe OCYLIECTBICHHS

npencrasieHo coenmHeHue ¢opmynbl () wnm ero compBar, ruapar, TayTomep, N-OKCHI,
N

7
S

2

cTepeonzomep MM (apMaleBTUYECKH MpuemseMas coib, rae R* mpencrasnser coboit

N 7 N

T e T N N
%—N\; §—<’OJ H’N HND %CN» . «

B npyrom Bapuanre
OCYIIECTBJIEHUS MpeACTaBieHo coequHenue Gopmyisl (I) umu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep Wiin (apMalleBTHUECKH MpuemiieMasi conlb, rie R’ mpencrasnsier coboit H,
CN, ranoreH, Cicankun, CieramoreHankun wim CierajoreHankokcu. B nmpyrom Bapuanrte
OCYLIECTBJIEHHs TIPEeNCTaBIeHO coenuHenue ¢popmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTEpPeonu3oMep 1 (papMalleBTHIECKH puemaeMas conb, rae R> npencrasnser coboit H. B
APYIOM BapuaHTe OCYINECTBIIEHUS TNpencTaBieHo coenuHeHue ¢opmynbl (I) mnmm ero cosmbsar,
ruzipar, Tayromep, N-OKCHJ, cTepeousoMmep MmM (apMalleBTHUECKM MpHemiemas cojb, rae R’
npencrasisier coboii -CN. B ngpyrom BapuaHTe OCYIIECTBJIEHUS TPEACTABIEHO COEIUHEHHE
dbopmybl (I) uau ero cobBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeon3oMep Hiu (apMarieBTHUECKH
npuemieMas cojb, rae R° mpencrasnsier coboif ramoreH. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHeHue ¢opmynbl () wim ero cojbpBar, rUApaT, TayToMep, N-OKCHI,
cTepeonsomep MM (papMalleBTUUECKH TpuemieMas comb, rae R’ mpexcrasmsier coboit -Cl. B
APYroM BapUaHTE OCYINECTBJICHUsS] MPencTaBiieHO coeauHeHue ¢opmynsl (I) mim ero conbsart,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMep MmM (apMalleBTHYECKM MpHeMieMas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COSAUHEHHE
dopmyusl (1) wiau ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (hapMarieBTHIeCKH
npuemieMas coib, rae R° mpencrasusier coboit Cisankun. B apyroM BapuaHTe OCYLIECTBICHUS
npencraBieHo coenwHeHue ¢opmynbl () wim ero compBar, rUApaT, TayToMep, N-OKCHI,
cTepeousoMep UM (papMalleBTHUECKH MpHemieMas comb, rae R mpencrasnsier coboit -CHs. B
APYroM BapUaHTE OCYINECTBJICHUsS MPENCTaBieHO coexauHeHue ¢opmynel (I) wim ero conbsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier codoit CierajoreHankmi. B apyrom BapuaHTe OCYIIECTBICHUS IPENCTaBIECHO

coenuHenue (opmynsl (I) mnm ero comnbBaT, ruapar, TayroMmep, N-OKCHI, CTEPEOH3OMep WIIn
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dapmanesTuuecku Tpuemiaemas coib, rae R mpencrasnser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS MPeACTaBeHO coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (apMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TJIOTEHANIKOKCH. B pyrom BapmaHTe OCYINECTBJIEHUs MpeAcTaBleHO coenuHeHne Gopmyisl (I)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep WiH (papMaLeBTUIECKH pHeMIIeMast
conb, rae R® mpencrasnsier coboit -OCF3. B pyroM BapuaHTe OCYIIECTBJIEHMS MPENCTaBIEHO
coennneHne Qopmynel (I) mnm ero comeBar, ruapar, TayroMmep, N-OKCHI, CTEPEOM30MEpP WIIH
(apmanepTuuecku mpuemnemas conb, rae R mpencrasnser coboii H. B apyrom BapuaHTe
OCYIIECTBJIEHUS MpeAcTaBiieHo coequHeHue Gopmyisl (I) umu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep My (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser cobGoit
rajjoredH. B n1pyroMm BapmaHTe OCyIIECTBJIEHHUS INpencTaBieHo coenuHeHue popmynel (I) mnm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R® npencrasnser co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS TPEICTABIEHO COSIMHEHNE
¢dopmyssl (I) unu ero cosbBar, ruapat, Tayromep, N-OKCUA, cTepeor3oMep Wik (papMarieBTUIECKH
npuemnemas coib, rae R® mpencrasnser coboit -F. B apyromM BapuaHTe OCYLIECTBIEHHUS
npexncraBiaeHo coenuHenue ¢opmynel (I) mam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep WU GapMalieBTHUECKH npuemsieMas coib, rae R® mpencrasnser coboii Ci-caikmu.
B npyrom BapmaHTe OCYLIECTBJICHHUSI MpencTaBieHO coenuHeHue ¢Gopmyisl (I) wim ero conbaar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMalleBTHUeCKM Mpuemiemas coib, rae R®
npexacrasisier codori -CHs.

[0058] B nmpyrom BapuaHTe OCYINECTBIIEHHUS MpencTaBiieHO coenuHeHue (opmynbl (I) umu ero

COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,

rme R® mpencrasnser coboi R® . B npyrom BapuwaHTe OCYIIECTBICHUS
npencraBieHo coenuHenwe ¢opmynbl () wim ero compBar, rUApaT, TayToMep, N-OKCHI,

cTepeomsoMep unM (papMalEBTHYECKU mnpuemsiemas coib, riae R° mpexncrasnser coGoii

N
R10 {l_fR12

R5
R13

6
R . B npyrom BapuaHTe OCYIIECTBJIEHHs MPEICTABIEHO COeANMHEHUE (HOPMYIIBI

() wnmm ero compBaT, ruzApar, TayroMmep, N-OKCHI, CTepeousoMep Wi (papManeBTUIECKH
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npuemaemas comb, rme R’ mpencrasmser coboit  R° . B npyrom BapuanTe
OCYIIECTBJICHUS MpeAcTaBlieHo coenuuenue Gopmyisl (I) wiu ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R’ mpencrasnser coGoit
R10

R5
RG R13

. B npyrom BapuaHTe OCyIIecTBIeHHs PpeACTaBieHo coennnerne Gpopmysl (1)
WIN €r0 COJIbBAT, THApAT, TayToMep, N-OKCHA, CTEpeon3oMep WK (papMaleBTUUECKH IpHeMiIeMast
comb, rne R mpencrapnser coboii -O-Cisankun-COH. B npyrom BapuaHTe OCYIIECTBIEHHUs
npexncraBieHo coenuHenue ¢opmynel (I) mam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeousoMep WM (hapMareBTHYeCKH mnpuemiemas coib, rae R!® mpencrasnaser coboif -
OCH>CO>H. B apyrom BapuaHTe OCYLIECTBIEHHs MpeAcTaBieHo coenuHenue Gopmyinsr (1) wim
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTepeor3oMep Wi (apMalEeBTHYECKH NpHeMIIeMast
conb, tme R!° mpencrasnser coboit -OCH,CH>CO>H. B npyroM BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl () wim ero cojbBar, rUApaT, TayToMep, N-OKCHI,
cTepeouzoMep WM (apMalleBTHUecku npuemsemas coib, rae R!° mpencrasnser coGoii -
OCH>CH>CH>CO>H. B nmpyrom BapuaHTe OCYIIECTBJICHHs MPEICTABICHO COSAMHEHHE (POPMYJIbI
(I) wnu ero combBatr, rumpar, Tayromep, N-OKCHI, cTepeousomep WM (apMaleBTUYECKH
npuemnemas conb, rae R mpencrasnser coboit -N(H)-Cisankun-CO:H. B npyrom BapuanTe
OCYIIECTBJICHUS MPEACTaBlieHO coenuuenue Gopmyisl (I) uiu ero conmpBat, ruapart, Tayromep, N-
OKCHJI, cTepeon3zoMep unu (apmaleBTHUecku mpuemieMas coib, rae R npencrasnser coboii -
N(H)CH>CO>H. B npyrom BapuaHTe OCyIIeCTBIEHUS IpeaCcTaBieHo coenuHenne Gopmysl (1) wium
ero COJIbBaT, T'MIpAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (apMaLeBTHYECKU MpHEeMIeMast
conb, rae R npencrasnser coboit -N(H)CH,CH>CO;H. B apyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenwHenue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,
cTepeonzoMep WM (apMalleBTHUecKH npuemsemas coib, rae R!® mpencrasnser coboii -
NH)CH>CH>CH,COH. B npyrom BapuaHTe OCYIIECTBJICHHSI TPEACTABICHO COEIHHEHUE
dbopmysl (1) wam ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hin (apMarieBTHIeCKH
npuemnemas conb, rae R mpexncrasnsier coboit -O-Ci.srajgoreHankun. B apyrom BapHaHTe

OCYIIECTBJICHUS MPEACTaBeHo coequuenue Gopmyisl (I) wiu ero conmpBat, ruapart, Tayromep, N-
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OKCHJI, cTepeon3oMep UM (apmaleBTHUecku nmpuemieMas cojib, rae R mpencrasnser coboii -
OCF;. B ngpyrom BapwaHTe OCYINECTBJIEHHs MpencTaBieHo coenuHeHune (opmyner (I) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOn3oMep WM (apMaleBTUUECKH MpHEMIIEMasi COJb,
rne R mnpencrasnser coboii -O-Cssimknoankun. B ApyroM BapuaHTe OCYLIECTBIEHHUS
npencrasieHo coenmHeHue ¢opmynbl () wnm ero compBar, ruapar, TayTomep, N-OKCHI,
cTepeousomep uiu (apmaleBTHuecku npuemnemas comb, rae R mpencrasnser cobGoit -O-Cs.
siukI0ankmi-CO2H. B apyrom BapuaHTe OCYIIECTBJICHHs MPEACTABIECHO COeNMHEHUE (POPMYJIBI
(I) wnmu ero compBar, ruapar, TayroMmep, N-OKCHI, CTepeou3oMep WM (papMaleBTUIECKH
npuemnemas comb, rae R npencrasnser co6oii -SORY. B apyrom BapuaHTe OCYyIIECTBIEHHS
npencrasieHo coenuHenue ¢opmynbl () wnm ero compBar, ruzppar, Tayromep, N-OKCHI,
cTepeon3oMep M (papMalieBTHIECKH TTpueMnemas coib, rie R npencrasnser coboit -SO2RY, u
RY mpencrasnser coboii Cicaikua. B IpyroM BapuaHTe OCYIIECTBIEHMS IPEACTaBIECHO
coenunenue (opmynsl (I) uam ero conbBar, TUApaT, Tayromep, N-OKCHUI, CTEPEOM3OMEp WJIH
dapmanepTuuecku npuemiemas conb, rae R npencrasnser co6oit -SO2R!, u RY npencrapmnser
coboii -CHs. B npyrom BapuaHTe OCyINECTBJICHHUS MpeacTraBieHo coenuHenue Gopmyibl (1) mmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTEpeoH3oMep WiH (apMaLEeBTHYECKH MpHeMIIeMast
conb, rae R!% npencrasnser coboii -SORY, u R npencrasnser coboii Cs.suukaoankun. B apyrom
BapUAHTE OCYLIECTBJIEHUs MPEncTaBieHO coenuHeHue ¢opmynsl (I) wnmm ero conbBar, TUApaT,
Tayromep, N-OKCH, cTepeou3oMep HId (apMaleBTHUeCKd TNpuemnemas conmb, rae R°
npenctasisier coboit H, CN, ranoren, Ci.samkui, Ci.sramoreHankmn win Ci.erajoreHankokcu. B
APYroM BapUaHTE OCYINECTBJICHUsS MpencTaByieHo coeauHeHue Gopmyinsl (I) mam ero conbsart,
ruzpar, Tayromep, N-OKCUJ, cTepeousoMmep MiM (apMalleBTHUECKM MpHeMiemas cojb, rae R’
npencrasisier codoit H. B mpyrom BapuaHTe OCYLIECTBIICHHUS IPENCTABICHO COeTUHEHNE (POPMYJIBI
(I) wnmm ero compBaT, ruApar, TayroMmep, N-OKCHI, CTepeousoMep Wi (papManeBTUIECKH
npuemneMas conmb, rae R mpencrasiser coboit -CN. B gpyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHeHue ¢opmynbl () wnm ero compBar, rUApaT, TayToMep, N-OKCHUI,
cTepeousoMep WM (GpapMaLEeBTUYECKH MpuemMiemas coib, rae R mpencrasiser coboii ramores. B
APYroM BapUaHTE OCYINECTBJICHHUsS MPENCcTaBieHO coeauHeHue ¢opmynel (I) miam ero conbsart,
ruzipar, Tayromep, N-OKCUJ, CTepeou3oMmep MiM (apMalleBTHUECKM MpHeMiemas cojb, rae R’
npeacrasisier coborr -Cl. B apyrom BapmaHTe OCYIIECTBIEHHS NPEACTABICHO COENUHEHHE
dbopmysl (1) wau ero copBaT, THAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (apMareBTHIeCKH
npuemneMas coib, rae R° mpencrasiaser coboii -F. B apyrom BapuaHTe OCYIIECTBJIEHHS

npencraBieHo coenwHeHue ¢opmynbl () wnam ero compBar, rUapaT, TayToMep, N-OKCHI,
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cTepeon3omep Uu GpapMalieBTHUECKH MpuemsieMas cofb, rae R mpencrasnsier coboii Ci-caiku.
B npyrom BapmaHTe OCYIIECTBIECHHUs MpenCTaBleHO coenuHeHue ¢opmyisl (I) nim ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -CHs. B nmpyrom BapuaHTe OCYIIECTBIICHUS MPENCTABICHO COCIUHEHHE
dopmyusl (1) mam ero conpBaT, TUapPaT, TayromMep, N-OKCHJ, CTepeoru3oMep HWin (apMareBTHIeCKH
npuemnemas coib, rae R’ npencraenser coboii CieragoreHaikui. B JapyroM BapuaHTe
OCYIIECTBJIEHUS MpeAcTaBlieHo coenuHenue Gopmysl (I) miu ero compBat, ruapar, Tayromep, N-
OKCHJI, CTepeou3oMep MM (hapMalleBTHYECKH NpreMiemas cob, rae R’ npencrasnser coboii -CFs.
B npyrom BapmaHTe OCYIIECTBIEHHUs MpENCTaBleHO coenuHeHne ¢Gopmyisl (I) nimm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYeCKM MpHeMiemas cojb, rae R’
npezacrapisier codol CierajoreHankokcu. B apyrom BapuaHTe OCYIIECTBJICHUS INPEACTABIECHO
coenquHenue Qgopmynel (I) unu ero combBat, rugpar, Tayromep, N-OKCHI, CTEpEOH3OMEp WM
dapmanepTuuecku mpuemnemas comb, Tae R° mpencrasusier coboii -OCFs. B apyrom Bapuante
OCYLIECTBJIEHHs TIPENCTaBIeHO coenuHenue ¢popmyisl (I) wim ero conbsat, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep M (papMalleBTHIeCKH puemaeMas conb, rae R® npencrasnser coboit H. B
APYIOM BapuaHTe OCYINECTBIIEHUS TNpencTaBieHo coenuHeHue ¢opmynbl (I) mnmm ero cosmbsar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMaleBTHUeCKM Npuemuemas coib, rae R®
npeAcTaBisier co0oil rajoreH. B apyrom BapuaHTe OCYIIECTBJICHHS MPENCTABICHO COEIUHEHHE
dbopmybl (I) uau ero cobBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep Hiu (apMarie BTHIECKH
npuemnemas conb, rae R® mpexpcrasmser coboii -Cl. B gpyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl () wiam ero cojbpBar, rUApaT, TayToMep, N-OKCHUI,
cTepeousoMep WM (hapMalleBTHYECKH mNpuemiemas coib, Tae R® mpencrasnser coboii -F. B
APYroM BapUaHTE OCYINECTBJICHUs] MpencTaByieHO coeauHeHue (opmynsl (I) wim ero conbsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep i (papMalleBTHYeCKM MpHemuemas coib, rae R®
npexacrasisier codoit Cr.sankmin. B npyrom BapuaHTe OCYIIECTBJIEHUS MPEACTABICHO COSTUHEHHE
dbopmysl (1) wiau ero copBaT, TUAPAT, TayToMep, N-OKCHJI, CTepeoru3oMep min (apMarieBTHIeCKH
npuemnemas conb, rae R® npencrasnser co6oit -CHs.

[0059] B npyrom BapmaHTe OCYINECTBJIEHUsS] TpencTaBieHo coenuHenune (opmynsl (1), kotopoe

XapakTepusyercs CTpykTypoit popmysr (Ia),
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bopmyaa (la),

e

R! npencrasnser coboit -N(R*)C(O)R' umu -N(H)SO2R!;

R? npencrasnsier coboii H unu Ci-6aikul;

R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Cisankui-OH, Cieankenun, Co-
cankuHmI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci.
sankun-CO>H, -SO,RY, -CO,R?, -C(O)NRPR’, Cs.suuknoankun, C;.9oreTepOLMKIOANIKIL, -
Ci.sankun-Caorereporukioankui, Ce-10apun, Ci.orerepoapun, rae Cs.suukinoankun, Cs.
orerepouukioankmi, -Cisankun-Carorereporuknoankmi,  Ce.0apun,  Cirorerepoapui
Heobs3aTenbHo 3amemensl 1w 2 R

R’ npencrasnser coboit H, -CN, ranoren, Ci.sankun, Ci.sranoreHankun, Ci.craloreHansKokcu
iy heHm,

R® npencrasnsier coboit H, ranoren umu Ci-6aaku;

R’ mpencrasnser coboit H, Ciamxun, Cieranorenankun, Csguukmoankun, Co-
orerepouukioankui, Ce.roapun uim Crorerepoapu, rae Caorerepounkiioanku, Ce.10apui
unu Ciorerepoapun Heobs3aTenbHo 3amentenb 1 umu 2 RM;

kaxaplii R® u kaxnawii R® mesaBucumo sriopansl u3 H u Cieankuna, wmm R® u R? Bmecre ¢
aTOMOM a30Ta, K KOTOPOMY OHH TNPUCOEIMHEHBbI, OOBEIUHEHBI C OOpa3OBaHUEM
reTEPOLMKIIOATKHILHOIO KOJIbLIA,

R!? npencrasnsier coboii H, ranoren unu Ci-6aJIKum,

R'? npencrasnser coboit H unu Cr-6ankur;

kaxaelii R HesaBucumo Beibpan u3 ranorena, -OH, oxco, Cisankuna, Ci-sranorenankuna, Ci-
sankokcH, -Ci.eankun-OH, Cssuukmoankuna, -CO:R3, -C(O)NR®R’, -C(0)-Ciankuna, -
C(0)-Cisanxun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisanxuna u -N(R*)C(0)-C1sankuna;

RY npencrasnsier coboit Cisankui umu C3.31MKI0aNKUIT, U

R!" npencrasnsier coboii Ci-sankun unu C3.s1UKI0TKIT,

WK €ro CoOJbBaT, THMApAT, TayToMep, N-OKCHA, CTEpeou3oMep WK (apMarleBTUYECKH
npuemseMasi CoJib.

[0060] B npyrom BapuaHTe OCYILIECTBJICEHUs MpPENCTaBieHO coenuHenue dopmyinsl (Ia) wim ero

COJNBBAT, TUAPAT, TayToMep, N-OKCH, CTepeon3oMep Wiu (papMaleBTHUECKH MpUeMIIeMasi COJb,
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KOTOPO€  XapakTepU3yercss  CTPYKTypoOH R® . B nmpyrom Bapuanre

OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ia) wiu ero conpsar, ruapar, Tayromep, N-

OKCHJ, CTepeou3oMep MM (papMalleBTHUECKH MpHeMIeMasl COJlb, KOTOPOE XapaKTepu3yeTcs

cTtpyktypoii  R°

[0061] B npyrom BapuaHTe OCYLIECTBJICHHUs MpenacTaBieHO coenuHenue ¢opmyisl (Ia) mmm ero
CONbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R! mpencrasnser coboii -N(R?)C(O)R'Y. B npyrom BapuaHTe OCYILIECTBIEHHUs IPECTABIEHO
coenuHeHue ¢opmyinel (Ia) mim ero conbBat, TUApaT, TayToMep, N-OKCHI, CTEPEOH3OMep WU
dapmanestuueckn npuemnemas conb, rae R! mpeacrasmser coboit -N(R?)C(O)RY, u R?
npezacrasisier cobori H. B npyrom BapuaHnTe OCyLIECTBICHHSI IPEICTABIECHO COeAMHEHUE (HOPMYJIbI
(Ia) unm ero conbBaT, TUApAT, TayTomep, N-OKCHI, CTepeousoMep WK (papMaleBTUYECKH
npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)RY, u RY npencrasnser coboii Ci-
6QJIKWJI. B mpyroM BapuaHTe OCYILIECTBJIEHHUS MpEACTaBlieHO coenuHenue Gopmyiel (Ia) uam ero
COJIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MPUEMIIEMasi COJIb,
rne R! npencrasnser coboit -N(H)C(O)RY, u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJICHUS TIPEICTaBIeHO coenuuenue ¢popmynl (Ia) wiu ero conpsar, ruapar, TayTomep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUEeCKU Tpueminemas conb, rae R mpencrasnser coboii -
NH)C(O)RY u R'® npencrasnsier coboii Cs-suuknoankun. B ApyroM BapHaHTe OCYIIECTBIEHUS
npencTaBieHo coemuHeHue ¢opmynbl (la) wim ero combBar, rHOpaTr, TayToMep, N-OKCHUI,
cTepeouzomep unM (apmaneBTUHecKd mnpuemsemas coib, rme R! mpencrasnser coGoil -
NR?)C(O)RY, u R? npencrasnsier coboii Cicankun. B apyromM BapHaHTe OCYIIECTBIEHUS
npencTaBieHo coenuHeHue ¢opmynbl (la) wim ero combBar, rHOpaT, TayToMep, N-OKCHUI,
cTepeousomep unM (apmaleBTUHeCKd mNpuemyemas coib, rme R! mpencrasnsier coGoitl -
NR?)C(O)R”, u R? mnpencrasnser coboii -CH;. B napyromM BapuaHTe OCYIIECTBIEHHS
npencTaBieHo coenuHeHue ¢opmynbsl (la) win ero combBar, rHOpaT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUHECKH mNpuemjemas coib, rme R! mpencrasnsier coGoil -

N(CH3)C(O)R", u R" npencrasnsier coboii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHUs
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npencraBieHo coenuHeHue ¢opmynbl (la) win ero combBar, rHIpar, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUHECKH mNpuemyemas coib, rme R! mpencraensier coGoil -
N(CH3)C(O)R"”, u R' mnpencrasnser coboii -CHs. B npyrom BapuaHTe OCYIIECTBIEHHUs
npencraBieHo coenuHeHue ¢opmynbl (la) wim ero combBar, rHIpar, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
N(CH3)C(O)RY, u R" npencrasnser coboit Cs.suukaoankui. B Apyrom BapuaHTe OCYILIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (la) wim ero combBar, rHppar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
N(H)SO:R'". B npyrom BapuaHTe OCyLIECTBJEHHUs MPENCTaBIeHO coenunenue dpopmynsl (Ia) uu
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTEpeoH3oMep Wi (apMaleBTHYECKH MpHeMIIeMast
conb, rae R! npencrasnser co6oii -N(H)SO,R', u R npencrasaser coboit Cisankun B apyrom
BapUaHTE OCYIIECTBJICHUsI MPEACTaBIEeHO coeanHenue ¢opmyinbl (Ia) uam ero conbBaT, THApAT,
tayromMep, N-OKCH, cTepeou3oMep MM (apMaleBTHUECKH Tpuemnemas comb, rae R!
npencrasnsier coboit -N(H)SO.R', u R npencrasnser coboit -CHs. B apyrom Bapuante
OCYIIECTBIIEHHsI PENCTaBIeHO coenuHerne GopmyJibl (Ia) mim ero conbBar, rUapaT, TayTOMep, N-
OKCHJI, CTepeou3oMep WIu (apMalleBTHUECKU Tpuemiemas conb, rae R mpencrasnser coboii -
N(H)SO:RY, u R npencrapnser co6oit C3-slMKIOATKHIIL.

[0062] B npyrom BapuaHTe OCYLIECTBJIEHUs MpPENCTaBieHO coenuHenue ¢opmyinbl (Ia) wnmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MPUEMIIEMasi COJIb,
rne R* nmpencrasnser coboii ranoren, -OR’, Cisanxkun-OH, -N(H)-Cisankun-CO>H, Ca.sankunm,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Ca.orerepormknoankit, Ce.10apun Uin
Ci.oretepoapun, tne Csguukioankuwi, Cr.orerepoumkinoankmi, Ce.ioapun wim Ci.oreTepoaput
HeoOs3aTenbHO 3amernenbl 1 umum 2 R B apyrom BapmaHTe OCYIIECTBIEHHS MPENCTABIEHO
coenuHenue ¢popmyinsl (Ia) wimu ero cojbBat, TUApAT, TayToMep, N-OKCHI, CTEpPeOH3OMep HIn
dapmanesTuueckn npuemnemas conb, rae R* mpencrasnser coboif ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R®, Cs.suuknoankun, Cs.orerepormknoankun um Ci.
orerepoapu, rae Crorerepounkinoankui win Ciorerepoapun HeoOs3aTeIbHO 3aMelneHbl 1 i 2
R B napyrom BapuaHTe oOCyllecTBIeHHUs MNpeicTaBieHo coemuHenue (opmyisl (la) umm ero
COJIbBAT, THUApAT, TayToMep, N-OKCHI, CTepeor3oMep Win (apMarleBTHYECKH MpHeMyIeMasi COJib,
rne R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS IPEACTABICHO
coenuHenue ¢opmyibl ([a) win ero cosbBat, TUApAT, TayToMep, N-OKCHI, CTEpPEeOH3OMep WU
dapmanesTuueckn mpuemieMas conb, rae RY mpencrasnser coboit -Cl. B apyrom BapuaHTe

OCYIIECTBJICHUS TIPEICTaBICHO coenuHenue ¢popmyisl (Ia) wim ero conpBar, ruapar, TayTomep, N-
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OKCHJI, CTEPEOU30MEp UM (apMalleBTHYECKH MpuemiemMas colb, rae R* npencrasnser co6oii Ci.
cTaJIOTeHANKII. B npyroMm BapuaHTe OCyIIEeCTBIEHMs IMpPENCTaBIeHO coenauHeHue ¢opmyisl (la)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaleBTHIECKH pHeMIIeMast
conb, tae R* mpencrasnser co6oii -CF3. B apyroM BapuaHTe OCYLIECTBJIEHHs MPENCTABIECHO
coennaeHne ¢opmynsl (Ia) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WIIH
dapmanesTuuecku npuemnemas coib, rae R* mpeacrasnser coboit -N(H)-Ci.sankun-CO,H. B
APYyroM BapHaHTE OCYINECTBIIEHHs NpeacTaBieHo coenuHeHne (opmynbl (la) umm ero combsart,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MM (papMalleBTHYeCKM MpHeMnemas coib, rae R*
npencrasiusier coboit -N(H)CH,CO;H. B papyrom BapuaHTe OCYIIECTBIIEHUS TPEACTABIEHO
coennHeHue ¢opmynsl (Ia) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
(apmanesTuuecku nmpuemiemas conb, rae R* npencrasnser co6oii -N(H)CH>CH,CO>H. B npyrom
BApUAHTE OCYINECTBJCHMs MpPEACTaBleHO coequHeHue (opmysnsl (Ia) wmm ero conbBaT, THIpPAT,
tayTomMep, N-OKCHMJ, cTepeou3omep WM (apmaleBTHYeCKH Tpuemyiemas coib, rae R*
npexacrasysier cobori -N(H)CH,CH>CH>CO>H. B npyrom BapuaHTe OCYLIECTBIEHHSI TPEICTABIECHO
coenuHeHue ¢opmyinel (Ia) mnm ero conbBat, TUApaT, TayToMep, N-OKCHI, CTEpPEeOH3OMep WU
dapmanepTuuecku mpuemnemas conb, rae R* mpemcrasnser coboit -C(O)NR®R’. B mpyrom
BapUAHTE OCYIIECTBJICHUs MPEACTABICHO coenarHeHue ¢opmyinbl (Ia) uiam ero conbBaT, THApAT,
Tayromep, N-OKCHJ, cTepeousomep HIH (apMalleBTHUeCKH Tmpuemnemas comb, rae R*
npencrasisier codoii -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIEHUS MPEICTABICHO COSIUHEHHE
dopmynsl  (Ia) wmm  ero cosmbBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanesTuuecku npuemsemasi coib, rae R mpencrasnser coboii Cs.suuknoankui. B apyrom
BApUAHTE OCYIIECTBJICHUSI MPEACTABIEHO coenanHeHue ¢opmyinbl (lIa) uiam ero conbBaT, THUApAT,
Tayromep, N-OKCHJ, cTepeou3oMep MU (apMaleBTHUeCKH TNpuemiemas comb, rae R*
npexcrasnser coboii -OR’. B gpyrom BapuaHTe OCYyIIECTBJIEHHS NPEICTABIEHO COEIHHEHHE
dopmynsl  (Ia) wmm  ero cosmbBaT, rHApar, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanesTHUecKy mpueMnemasi conb, rae R* npexcrasnsier coboii -OR’, u R’ npencrasser coboii
He3zamereHHbld  Cs.guuknoankun ik Ce.j0apuii, HeoOs3aTeIbHO 3aMEINeHHbI rajoreHoM. B
APYyroM BapHaHTE OCYIIECTBIIEHHs TpeAcTaBiIeHO coenuHeHne (Gopmyinbl (Ia) umm ero combsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiH (papMalleBTHYECKM MpHeMiemas coib, rae R*
npencrasisier coboit -OR’, u R” npencrapnser coboii Hesamemennblii C3.slukaoankui. B apyrom
BapUAHTE OCYIIECTBJICHUs INPEICTABIEHO coenanHeHue ¢opmyinbl (la) uiam ero conbBaT, THApAT,
Tayromep, N-OKCHJ, CTepeou3oMep WU (apMalleBTHUECKd TNpuemiemas comb, rae R*

npencrasnser coboit -OR’, u R’ mpencrasnser coboii (eHuN, HeoOA3aTENbHO 3aMEIEHHbIH
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rajJloreHoM. B nmpyrom BapuaHTe OCYLIECTBIECHUs NPENCTaBICHO coennHeHue ¢opmyiel (la) nmm
€ro COJIbBAT, THIpPAT, TayToMmep, N-OKCHI, CTepeon3oMep Win (apMaleBTHUECKH MpHeMIIeMast
conb, tae R* mpencrasmser coboii -OR’, u R’ mpencrasiser coboif (eHus, 3aMeIleHHbIH
rajJJoreHoM. B mpyrom BapuaHTe OCYLIECTBIEHUs MPENCTaBICHO coennHeHue ¢opmyiel (la) nmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHJ, CTepeon3oMep WiH (apMaleBTHUECKH MpHeMIIeMast
conb, rae R* mpencrasnser coboii -OR’, u R’ mpencrasnser coboit dpenun, 3amemennsiii -Cl. B
APYyroM BapHaHTE OCYINECTBIIEHHUS NpencTaBieHo coenuHeHue (Gopmynsl (Ia) umm ero combsart,
rupar, TayTomep, N-OKCHJ, CTepeou3oMep HiH (apMalleBTHYeCKM MpueMnemas coib, rae R*
npencrapisieT coboit Cr.oreTepOLMKIOaNKIII, HeoOs3aTebHO 3amemenHbii 1 umu 2 R B npyrom
BapUaHTE OCYIIECTBJICHUs IPENCTABIEHO coeanHeHue ¢gopmyinbl (Ia) wiam ero combBaT, TUApaT,
Tayromep, N-OKCHJ, CTepeou3oMep Wi (apMaleBTHUeCKd npuemiemas comb, rae R*
npencTasisier co0oi HesaMeleHHbIH C.9oreTepOoLMKIOaNKII. B 1pyrom BapuaHTe OCYyLIeCTBICHUS
npexncraBieHo coeauHeHne ¢opmynsl (la) wnm ero combBar, ruapar, Tayromep, N-OKCHI,
cTepeousoMep WM (papMaleBTUHYeCkH mNpuemsiemas conb, rae R* mnpencrasnser co6oit Co-
oreTepOLMKIOanKu, 3amemennbii 1 wmu 2 R B npyrom BapuanTe oCylnecTBIeHHUs
npexncTaBieHo coeauHeHne ¢opmyasl (la) mnm ero combBar, ruapar, Taytomep, N-OKCHI,
cTepeousoMep WM (apMaleBTUYECKH mNpuemsemas conb, rae R* mnpencrasnser coGoit Ca.
sTETePOLMKIIOANKU, Heobs3aTenbHo 3aMemeHnbii 1 umu 2 R, rme Casrereponmkioankun
npeAcTaBsieT Cco00M MOHOLMKINYECKUH TeTEePOLUKIOATKNAT, BBIOPAHHBIH W3 MUPPOJIHIUHA,
NUMepUInHa, nunepasuHa U MopdonuHa. B apyroMm BapuaHTe OCYLIECTBICHHS MPENCTABIECHO
coennaeHue ¢opmyisl (Ia) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOU3OMep HIIH
(apmanepTuueckn npuemiemas comb, rae R mpencrasnser coboif  Cs.oreTepolUKIOaKIIIL,
HeoOs3aTenbHO 3amemennbii 1 wmm 2 RY) rme Csorerepomuknoankun mpeacTasiuser coboii
OMLIMKIIMYECKUI TeTepOLHKIOANKWI. B Apyrom BapuaHTe OCYIIECTBJICHUS MPENCTABIECHO
coennaeHne ¢opmynsl (Ia) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEeOHU3OMep HIIH
(apmanepTuueckn npuemsiemas comb, rme R mpencraenser coboii  Cs.oreTepolUKIOaIKIIIL,
HeoOs3aTeNnbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeacTasiuser coboii
CIUPOLMKINYECKUH TeTepoLMKIOaNKl. B Apyrom BapuaHTe OCYILECTBJIEHHUsI IPEACTABIEHO

coenunenue Gopmynsl (Ia) wim ero conbBar, ruapar, Tayromep, N-OKCHI, CTEPEOU3OMEp HWIIH

kS -§—N: >
apmanesTuuecku mnpuemneMas comb, rae R* mpencrasmser coboii G,

2
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APYroM BapHaHTE OCYLIECTBJICHUS MpeNcTaBieHO coenuHeHue (opmysbl (Ia) wim ero cosbsar,

,
ruapaT, Tayromep, N-OKCHJ, CTepeoM3oMep MiM (hapMmaleBTHYecKd npuemiemas conb, rae R*
npencrasusier coboit Ci.oreTepoapui, Heobs3aTenbHO 3amemeHHbii 1 mmu 2 R B apyrom
BapUAHTE OCYIIECTBJICHUsI MPEACTABIEHO coenarHeHue ¢opmyinbl (la) wim ero conbBaT, TUApAT,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKu Tmpuemuemas comb, rae R*
npeacrapisier cobol HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYLIECTBICHHUS
npencTaBieHo coemuHeHue ¢opmynbl (Ia) wim ero combBar, rumpar, TayToMep, N-OKCHI,
cTepeonzomMep unM (hapmaleBTUYECKH Npuemsiemas coib, rae R* mpencrasmser cobGoit Co.
oreTepoapui, 3amemenselii 1 wiu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs NpEACTaBICHO
coenuHenue ¢popmyinel (Ia) wiu ero coibBat, TUApAT, TayTomMep, N-OKCHI, CTEpPEOH3OMep HIN
(apmarnepTHuecku npuemsemMas cob, riae R* npeacrasnser coboit Ca.oreTepoapu, He0OS3aTeNbHO
samemmenseii 1 unmu 2 R, rne Ca.orerepoapun BbiOpan u3 muppona, gpypaHa, THOGEHA, THA30MA,
nMpas3oja, OKCas3o/a, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMUPUMUAMHA, MUPa3WHA, HMHAOJNA,
Oensoruodena, Oensodpypana u uMHUAA3ONUpPUANHA. B IpyromM BapwaHTe OCYLIECTBICHHUS
npencTaBieHo coenuHeHue ¢opmynbl (la) wim ero combBar, THOpaT, TayToMep, N-OKCHUI,
N

]

cTepeonzomep MM (apMaleBTUYecKH MpuemseMas coib, rae R* mpencrasnser coboit S

: £

Y S O Y AL N
) *§—</OJ = §—</ND §—<;N\> U

B npyrom Bapuante

OCYIIECTBJICHUS MPEJCTaBICHO coenuHeHue ¢popmyisl (Ia) win ero conpsar, ruapar, TayTomep, N-
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OKCHUJI, cTepeousoMep unu (GapMalieBTUYECKU MpHeMiemMasi collb, rae R° mpencrapnser coboit H,
CN, ranoreH, Cisankun, CisramoreHankun unu CierajoreHankokcu. B apyrom BapuaHTte
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ia) wim ero conpsar, ruapar, Tayromep, N-
OKcuJl, cTepeousomep unu papMaLeBTHUECKH IpHeMieMas cojlb, rae R npencrasnser coboii H. B
APYyroM BapHaHTE OCYINECTBIIEHHUS MpeAcTaBieHo coenuHeHue (Gopmynsl (la) umm ero combsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MmM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboii -CN. B npyrom BapuaHTe OCYINECTBJICHUS TPEACTABIEHO COCAUHEHHE
dopmynsl  (la) wmimm  ero compBaT, rUapar, TayToMep, N-OKCHA, CTepeou3oMep WU
(apmaneBTHUECKH NpUemsIeMas conlb, re R’ mpencrasnsier coboii rajoren. B apyrom BapuanTe
OCYIIECTBJIEHUS MPEICTaBIeHO coenuHeHue ¢popmynl (Ia) wiu ero conbsar, ruapar, TayTomep, N-
OKCHJI, CTEPEOU30Mep Mih (hapMaLeBTUYIECKH MpUemyieMas conb, rae R npexacrasnser coboii -Cl.
B npyrom BapuaHTe OCyLIEeCTBJICHUs MpeAcTaBieHO coenuHenne (Gopmyssl (Ia) uam ero cosbaar,
rupaT, Tayromep, N-OKCHJ, CTepeoM3oMep MIM (hapMaleBTHUeCKd TphemieMas colb, rae R’
npezacrasisier coboit -F. B apyrom BapuaHTe OCYIIECTBICHUs MPEICTABICHO COECIUHEHHE
dopmyabl  (Ia) wmm  ero conmbBaT, TrHApaT, TayToMep, N-OKCHA, CTepeou3OMep WU
(apmauesTHuecku npuemnemas conb, rae R° npencrasnser coboit Crsankui. B gpyrom Bapuante
OCYILECTBIIEHHSI MPENCTaBICHO coenuHerne GopmyJiel (Ia) mim ero conapBar, rUapaT, TayTOMep, N-
OKCHJI, CTepPeou3oMep WIu (apMalleBTHUECKU TpUeMiIeMas conb, rae R° mpencrasnser coboii -
CHs. B nmpyrom BapuaHTe OCYLIECTBJICHHUsI MpEnCTaBiIeHO coeauHeHue ¢opmynsl (la) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (papMalleBTHYECKH MpHeMIIeMasi COJb,
riae R® npencrapnsier coboii Ci.sranoreHankui. B 1pyroM BapuaHTe OCyLIECTBIEHHUs MIPENCTABIEHO
coennaeHne ¢opmyisl (Ia) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPeOU3OMep WIIH
dapmanesTHUeckn TpuemieMas conb, rae R° mpencrasnser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenuHenue ¢popmyisl (Ia) wiu ero conbBar, ruapar, TayTomep, N-
OKCHJI, CTEPEOU30Mep UM (papMalleBTHYECKH MpuemiemMas colb, rae R’ npencrasnser coboii Ci.
6TJIOTCHANIKOKCH. B pyrom BapuaHTe OCYLIECTBIIEHHS MPEACTaBIEHO coenuHeHune ¢popmysl (1a)
WIH €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep WiH (papMaleBTHIeCKU pHeMIIeMast
conb, rae R’ mpexncrasnsier coboii -OCF3. B apyroM BapHaHTe OCYILIECTBIEHMS MPENCTABIEHO
coennaeHue ¢opmynsl (Ia) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEeOHU3OMep WIIH
(apmanepTuueckn npuemnemas conb, rae R® mpencraenser coboii H. B japyrom BapuanTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ia) win ero conbpar, ruapar, TayTomep, N-
OKCHJ, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser coboit

rajioreH. B npyrom BapuaHTe OCYyLIECTBIEHUs MpeACTaBieHO coenuHeHue ¢popmyinsl (la) umm ero
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COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rae R® npencrasnsier coboit -Cl. B apyrom BapuaHTe OCyIIECTBIEHUS MPEACTABICHO COEIHHEHUE
dopmynsr  (la) wmimm  ero compBaT, rHApar, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmauesTuuecku npuemiemas conb, rae R® mpencraenser coGoii -F. B apyrom BapuanTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ia) wim ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (papMalleBTUYECKH MpuemieMas coib, rae R® npencrasnser coboii Ci.
cAJIKWJI. B IpyroM BapuaHTe OCYLIECTBJICHHUS MpEACTaBlieHO coenuHeHue ¢opmyisl (Ia) nim ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJb,
rae R npencrapaser coboii -CHs.

[0063] B npyrom BapuaHTe OCYLIECTBJICHUsI MpeACTaBieHO coenuHenue ¢opmyibl (Ia) wmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R npencrasnser coGoit H. B apyrom BapuaHTe OCYLIECTBIEHMS TPENCTABIEHO COETMHEHHE
dopmyner  (Ia) wmmm  ero combBaT, ruApar, Tayromep, N-OKCHI, CTEPEOH30OMEp HJIH
dapmanesTuuecku npuemiemas cob, rae R12 npencrasnser coboii Cisankun. B gpyrom sapuanre
OCYILIECTBJICHHs NIPEACTaBIeHo coennHenne Gopmyasl (Ia) nnum ero compsar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku nmpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs. B nmpyrom BapmuaHTe OCYIIECTBJICHHUsI MpEACTaBiIeHO coeauHeHue ¢opmynsl (la) wmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MPUEMIIEMAsi COJIb,
rne R'? npencrasnser coboit H. B apyrom BapuaHTe OCyLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynsl  (Ia) wiam  ero compBaT, THApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanesTHUecKH pueMnemMas cob, rae R npencrasnser coboit Ci.sankut. B apyrom sapuanTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenuuenue ¢popmynl (Ia) wiu ero conbpar, ruapar, TayTomep, N-
OKCHJI, cTepeon3oMep unu (apmaleBTHUecKu mpuemieMas cojib, rae R’ mpencrasnser coboii -
CHs. B nmpyrom BapuwaHTe OCYINECTBIIEHUS MpeacTaBiieHo coemuHeHue (opmynsr (Ia) umu ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUEMIIEMasi COJb,
rae R npencrasnser coboit H, u R npencrasnser coGoit H. B aipyrom BapuaHTe oCyLleCTBIEHHUS
npencTaBieHo coemuHeHue ¢opmynbl (la) wim ero combBar, rHApaT, TayToMep, N-OKCHUI,
cTepeousoMep MM (papMaLeBTHUeCKH Tpuemiemas coib, rae R'? mpexncrasnser coboit H, u RP
npenctasisier coboit Crsankun. B ngpyrom BapuaHTe OCYIIECTBJICHHS MPEACTABICHO COSTUHEHHUE
¢opmynsl  (la) wnm  ero compBaT, THApAT, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanesTuuecku npuemnemas coinb, rae R npencrasaser coboit H, u R'® npexncrasnser coboii -
CHs. B nmpyrom BapuwaHTe OCYINECTBIIEHUsS] MpeacTaBlieHo coemuHeHue (opmynsl (la) umu ero

COJNBBAT, TUAPAT, TayToMep, N-OKCHA, CTepeon3oMep Wiu (papMaleBTHUECKH MpUeMIIeMasl COJb,
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rie R'? mpencraenser coboit Cisankun, u R mpencrasnser coboit H. B gpyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (la) wim ero conpsar, ruapar, TayTomep, N-
OKCHJI, cTepeon3oMep MM (apmaleBTHUeCKH mpuemieMas cojib, rae R'? mpencrasnser coboii -
CHs;, u RY mnpencrasnser coboit H. B apyrom BapuaHTe OCYILIECTBIEHHsS MPEACTABIEHO
coenuHenue ¢opmyibl (Ia) mim ero coabBaT, TUApAT, TayToMep, N-OKCHI, CTEpPEeOH3OMep WU
(apmanepTHUecKku npuemeMas conb, rae R'? npencrasnser coboii Cisankun, u R'? npencrapnser
coboii Cisankun. B mpyrom BapmanTe OCyIIECTBJIEHUS MPENCTaBICHO coequHeHne dopmynsl (la)
WJIH €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep WK (hapMaeBTHUECKH IpreMiIeMast
conb, Tae R'? mpencrasnser coboit -CHs, u R'? npencrasnsier co6oii -CHs.

[0064] B npyrom BapuaHTe OCYIIECTBJIEHUsS] TpencTaBieHo coenuHenune (opmynsl (1), koropoe
XapaxkTepusyercst cTpykrypoit ¢popmysl (Ib),

R4

(opmyuna (Ib),

rae

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R';

R? npencrasnser coboit H unu C1-6aiku;

Z mipencTasiseT coboit -S-, -O- umu -N(R*)-;

R* npencrasnser coboii H, ramoren, -OR’, Cisankun, Ci-sankun-OH, Cieanxenmn, Ca-
cankuHmwI, Ci.eramorenankwi, -O-Csguuknoankmwi, -0-Cssuuknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-oreTepOLMKIOaNKILI, -
Cisankun-Cr.orereporukioankun, Cs.ioapui, Ciorerepoapun, rae Csguukimoankun, Co.
orerepoumkioankuy, -Cisankun-Crorerepouuknoankui, Ce.10apun,  Cirorerepoapun
Heobs3aTenbHO 3amemens! 1w 2 RM;

R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankui, Cisranorenankui, C1.sraJoreHaaKoKCH
Wiy peHu,

R® npencrasnser coboit H, ranoren umu C-6aIKui;

R’ npencrasmsier coboit H, Cieankun, Cigranorenankun, Cssuuknoankun, —Co.
orereporukiioankui, Cs.ijpapun wim Ci.orerepoapud, rae Cr.orerepounkyioankui, Ce-10apui

unu C.oreTepoapun Heobs3aTenbHO 3amemenb 1 uau 2 RY;
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kaxaeii R® u xaxaeii R’ nesasucumo Bbiopansl u3 H u Creankuna, utu R® u R? Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPHUCOEIMHEHBbI, OOBEOUHEHBI ¢ OOpa3oBaHUEM
reTepOLHKIIOATKIILHOTO KONBIIA,
R!? npencrasnsier coboit H, ranoren umu C1-6aakum;
R" npencrasnsier coboii H unu Ci-sanku;
kaxaeiii R nesaBucumo Beibpan u3 ramorena, -OH, okco, Ci.sankuna, Cisranoresankuna, Ci.
sankokcy, -Ciankun-OH, Cs.sumknoankuna, -CO2R3, -C(O)NR®R’, -C(0)-Ci-¢ankuna, -
C(0)-C1-sanxun-OH, -SO,-Ci.sankuna, -N(R®*)SO2-C.sankuna u -N(R*)C(0)-C1.sankuna;
R'® npencrasnsier co6oit Ci-sankun uan C3.sHUKIOATKUI,
R!" npencrasnser co6oit Cr-cankua uiu C3-sLUKI0ATKII, 1
R? npencrasnster coboii H nin Ci-canku;
UM €ro COJNbBAaT, TMAPAT, TayToMep, N-OKCHA, CTepeoH3oMep HIH (hapMaLeBTHIECKH
TIpHeMIIeMast COlb.
[0065] B npyrom BapuaHTe OCyINECTBJIEHHUS MpeacTaBieHO coeauHeHue ¢opmyssl (Ib) mmm ero
COMBbBAT, TUAPAT, TayToMep, N-OKCUJ, cTepeousoMep Uau (GapMaleBTUUECKU TIpHeMIeMas COlb,
R4
R6
/7 ﬁ"'}“
7z N\)\RTZ

KOTOPOE  XapaKTepPU3yeTcss CTPYKTypoi R™ . B gpyrom BapuaHTe

R5

OCYILIECTBJICHUS TIPeACTaBjIeHO coenunenue ¢popmyibl (Ib) umm ero conbsar, ruapart, TayTomep, N-
OKCHJI, CTepeon3OMep MIH (hpapMalleBTHUECKH TMpHeMyIeMasl COJib, KOTOPOE XapaKTepU3yeTcs

R4
RG
/Y (\N}i
z N

CTPYKTYypoOii R™® R

R5

[0066] B npyrom BapuaHTe OCyLIeCTBIIEHUs] TpencTaBieHo coenunenue opmyisl (Ib) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH3oMep WiIH (papMalleBTHYECKH MpHEeMIIeMasi COJIb,
rae Z mpencraBisieT coOoit -S-. B apyrom BapuaHTe OCYIIECTBJICHHs MPEIACTABICHO COCIUHEHHE
dopmynsr  (Ib) wmnm  ero combBar, TUApPAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM
dapmanieBTHUECKH TpHeMJieMasl coib, rae Z mnpexacraBiser cobori -O-. B npyrom BapuanTte
OCYIIECTBJICHUS TIPEICTaBIeHO coenuHenue ¢popmybl (Ib) mmm ero conbsar, ruapart, Tayromep, N-
OKCHJ, CTepeou3oMep Wi (papMaleBTUYECKH NpHeMIIeMas COJib, The Z TpeacTaBisieT coOoi -

N(R?®)-. B apyroM BapuaHTe OCYLIECTBIEHHUs TpeACTaBIeHo coenunenne Gopmyinsl (Ib) umu ero
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COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rne Z mnpexacraeisier coboit -N(H)-. B papyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIIEHO
coenunenue Gopmynsl (Ib) umm ero compBar, rumpar, TayromMep, N-OKCHI, CTEPEOU3OMEp HWIIH
(bapmaneBTHUECKU TIpHEeMIIeMasi COJib, rae Z npencrasisier codoit -N(CHs)-.

[0067] B npyrom BapuaHTe OCYLIECTBIIEHUS] MpencTaBieHo coenunenue (opmyisr (Ib) mwmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJib,
rne R! npencrasnser coboii -N(R?)C(O)R™. B npyrom BapuaHTe OCyLIECTBIEHHUs TPENCTABIEHO
coennaeHue ¢opmynsl (Ib) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp MWIIH
dapmanesTuuecku mnpuemnemas conb, rae R! mpencraeaser co6oit -N(R*)C(O)R'Y, u R?
npencrasisier codoit H. B npyrom BapuaHTe OCYLIECTBICHHS IPEICTABICHO COeqUHEHNE (POPMYJIBI
(Ib) unm ero combBatr, rTUApar, TayToMep, N-OKCHA, CTepeon3oMep WiH (apMareBTHUECKH
npuemieMas comb, rae R' mpencrasnser co6oii -N(H)C(O)R'Y, u R npencrasaser co6oii Ci-
cAJIKWII. B npyrom BapuaHTe OCYyLIECTBJIEHUs MpencTaBieHo coenuHenue ¢gopmyst (Ib) niam ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiIeMasi COJb,
rae R! npencrasnser coboii -N(H)C(O)RY, u R npencrasnsier co6oit -CHs. B 1pyrom Bapuante
OCYLIECTBJIEHHs NIpeACTaBiIeHo coennHenne Gpopmysl (Ib) unm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTepeou3oMep WIH (apMalleBTHUEeCKU Tpuemuemas conb, rae R! mpencrasnser coboii -
N(H)C(O)RY, u R npencrasnsier coboii C3-slUKIOaNKuI. B apyroM BapHaHTe OCYIIECTBIECHUS
npencraBieHo coemuHeHue ¢opmynbl (Ib) wiam ero cosabpBar, ruapar, TayToMep, N-OKCHI,
cTepeouzomep unM (apmaleBTUMecKd mNpuemsemas coib, rme R! mpencrasnser cobGoit -
NR?)C(O)RY, u R? npencrasnsier coboii Cicankun. B ApyroM BapHaHTe OCYIIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (Ib) wam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeouzomep unM (apmaneBTUHecKd mnpuemiemas coib, rme R! mpencrasnser coGoitl -
NR?)C(O)RY”, u R? mpencrasnser coboit -CH;. B napyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coemuHenue ¢opmynbl (Ib) wam ero comwpBar, ruapar, TayToMep, N-OKCHUI,
cTepeouzomep unM (apmaneBTUHeCKd mHpuemsemas coib, rme R! mpencrasnser coGoitl -
N(CH3)C(O)R", u R" npencrasnsier coboii Ci.cankun. B Ipyrom BapuaHTe OCYIIECTBIEHHs
npencraBieHo coenuHenue ¢opmynbl (Ib) wam ero comepBar, ruapat, Tayromep, N-OKCHI,
cTepeouzomep unM (QapmaleBTUHeCKd mHpuemsemas coib, rme R! mpencrasnser coGoil -
N(CH3)C(O)R"”, u R!® mnpencrasnser coboii -CHs. B napyrom BapuaHTe OCYIIECTBIEHHUs
npenctaBieHo coemuHeHue ¢opmynsl (Ib) wam ero compBar, ruapar, Tayromep, N-OKCHUI,
cTepeonzomMep unM (apmaleBTUYeCKd mpuemyemas coib, rme R! mpencrasnser coGoil -

N(CH3)C(O)RY’, u RY npencrasnser coboit Cs.suukaoankui. B Apyrom BapHaHTe OCYILIECTBIEHUS
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npencraBieHo coenuHenue ¢opmynsl (Ib) wam ero comepBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUHECKH mNpuemyemas coib, rme R! mpencraensier coGoil -
N(H)SO:R". B npyrom BapuanTe ocyIiecTBIeHHs] NPeACTaBIeHo coenunenre Gopmyinl (Ib) uu
€ro COJbBaT, TMApAT, TayToMep, N-OKCHUI, CTepeoH3OMep WM (apMaLeBTHYECKU MpHeMIIeMast
conb, rae R! npencrasnser coboit -N(H)SO2R', u R npencrasaser coboit Cisankun B apyrom
BapUaHTE OCYIIECTBJICHUS MpeAcTaBieHo coenuHeHue (opmyinsl (Ib) mnm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeoM3oMep Wid (apMaleBTHUeCKd Tnpuemnemas comb, rme R!
npencrasnser coboit -N(H)SO.RY, u RY npencrasnser coboit -CHs. B gpyrom BapuaHTe
OCYIIECTBJIEHUS TIpeaCcTaBIeHo coenuHenue ¢popmysl (Ib) nmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTEpPEOU30Mep Win (apMaleBTHUECKH TpueMnemas conb, rae R' mpencrasnsier coboii -
N(H)SO:R", u R" npencrapnser coboii C3-sLMKI0TKHIIL.

[0068] B npyrom BapuaHTe OCYyLIeCTBICHMs MpeacTaBieHo coeauHenue ¢opmyisl (Ib) mim ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne R* npencrasnser coboit ranoren, -OR’, Cisankun-OH, -N(H)-C.sankun-CO,H, Co-sankunmun,
Cisranorenankui, -CO2R®, -C(O)NR®R?, Cssuuknoankun, Ca.orereporuknoankun, Ce.10apui Ui
Ciorerepoapun, rae Cs.gumknoankui, Cr.orerepouukioankui, Ce.ioapun umu Ci.oreTepoapun
HeoOs3aTenbHo 3amemensl 1 umu 2 R B gpyrom BapuanTe oCyliecTBIEHHs MpPENCTAaBIEHO
coenunenue (Gopmynbl (Ib) uau ero conpBar, rugpar, TayToMep, N-OKCHI, CTEPEOU3OMEpP HIIH
dapmanesTHueckn mpuemnemas conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R®, Cs.suuknoankun, Ca.orerepormknoankun um Ci.
orerepoapu, rae Crorerepounkioankui mwin Crorerepoapus HeoOs3aTeNbHO 3aMelneHbl 1w 2
R!*. B npyrom BapuaHTe OCYIIECTBIEHMS NpeiacTaBieHo coemuHeHue dopmyiasl (Ib) mmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUEMIIEMasi COJIb,
rne R* mpencraenser coboif ramoreH. B ApyroMm BapHaHTe OCYIIECTBIEHMS IPEACTABICHO
coenunenue (Gopmynbl (Ib) unm ero conpBar, rumpar, TayromMep, N-OKCHI, CTEPEOU3OMEpP WIIH
dapmanepTuuecku npuemsemas conb, rae R mpemcrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenunenue ¢popmysl (Ib) umm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTepeousoMep Wi (papMaLeBTHUeCKH MmpueMiemasi conb, rae R* mpencrasnser coboii Ci-
craJIoTeHANKIWI. B mpyroM BapuaHTe OCYIIECTBJICHHs MpeacTaBiieHo coenuHeHue (Gopmyisr (Ib)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep win (papMalieBTHUECKH TpHeMiIeMast
conb, tme R* mpencrasnser coboii -CF3. B npyroM BapuanTe OCYyIIECTBJIEHHs MPEACTABIEHO
coenunenue (opmynbl (Ib) unm ero compBar, rumpar, TayToMep, N-OKCHI, CTEPEOU3OMEp WU

dapmanesTuuecku npuemnemas coib, rae R* mpencrasnaser coboii -N(H)-Ci.sankun-CO.H. B
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OPYyrOM BapHWiaHTe OCYINECTBJICHHs TpeacTaBiieHo coenuHeHue (opmynsr (Ib) mmm ero combsar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM MpHemuemas coib, rae R*
npencrasisier coboit -N(H)CH,CO;H. B papyrom BapuaHTe OCYIIECTBIICHUS TMPEACTABIIEHO
coenunenue (Gopmynsl (Ib) unm ero compBar, rumpar, Tayromep, N-OKCHI, CTEPEOU3OMEpP HWIIH
(apmanepTHUecku npuemsemMas conb, e R* npencrasnser coboit -N(H)CH2CH2CO:H. B npyrom
BapUaHTE OCYIIECTBJICHUS MNpencTaBieHo coenuHeHue (opmyinsl (Ib) mmm ero combsat, ruapar,
Tayromep, N-OKCHA, CTepeou3omep Wid (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCyIIE€CTBIICHHSI MPEACTABIEHO
coennneHue ¢opmynsl (Ib) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
(apmanepTuueckn npuemnemas conb, rae R* mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapHaHTe OCYLIECTBJICHUs MpencTaBiieHo coenuneHue ¢opmysl (Ib) wim ero conbsat, rumpar,
Tayromep, N-OKCHJ, CTepeou3omMep Wi (apMaleBTHUeCKH npuemiemas comb, rae R*
npezacrasysier coboii -C(O)NHz. B apyrom BapuaHTe OCYIIECTBJIEHUSI PEACTABICHO COSIUHEHHE
dopmysabl  (Ib) wnm  ero combBar, THApAT, TayTOMep, N-OKCHI, CTE€PEOH30OMEp WJIH
(apmanesTuuecku mpuemnaeMas cosb, rne RY mpencrasnser coGoit Cs.suukioankun. B apyrom
BApUAHTE OCYILECTBJIEHMS NpeACTaBleHO coennHeHne ¢opmyinsl (Ib) mnmm ero compsat, ruuppar,
Tayromep, N-OKCH, cTepeousomep WM (apMaleBTHUeCKu mpuemuemas comb, rae R*
npencrasnsger coboii -OR’. B npyrom BapuaHTe OCYIIECTBJIEHHS NPEICTABIEHO COEIMHEHHE
dopmynsl  (Ib) wmnm  ero combBar, TUApAT, TayTOMep, N-OKCHI, CTEPEOH30OMEp WJIH
dapmanesTHUecKn npueMnemas conb, rae R* npexncrasnser co6oii -OR’, u R’ npencrasser coboii
He3zameleHHbld  Cs.guukinoankun uin Ce.j0apuii, HeoOs13aTeIbHO 3aMeIleHHbI rajoreHoM. B
APYroM BapHaHTE OCYINECTBJIEHHs MpeacTaBieHo coenuHeHue ¢opmynsl (Ib) wmm ero conbsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM MpHemiuemas coib, rae R*
npencrasisier coboit -OR’, u R” npexcrasnser coboii nesamemmennblii C3.sluka0ankus. B apyrom
BapUAHTE OCYIIECTBJICHMS MpeAcTaBiieHO coenuHeHue (opmyisl (Ib) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, cCTepeou3oMep Wi (apMalleBTHUeCKH mpuemiemas comb, rae R*
npencrasnsger coboit -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEHHbIH
rajJloreHoM. B nmpyrom BapHwaHTe OCYINECTBJICHUS MpencTaBiieHO coenuHeHue ¢Gopmynsl (Ib) mmm
€ro COJIbBaT, T'MIpAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (apMaLeBTHYECKU MpUeMIIeMast
conb, tme R* mpencrasmser coboii -OR’, m R’ mpencrasnser coboii (eHus, 3aMeIeHHbIH
rajJloreHoM. B mpyrom BapuaHTe OCYINECTBJIEHUS MpencTaBieHO coenuHeHue Gopmyinsl (Ib) mmm
€ro COJIbBaT, T'MApAT, TayToMmep, N-OKCHUI, CTepeor3oMep Wi (apMaLeBTHYECKU MpHeMIIeMast

conb, rae R* mpencrasnser coboii -OR’, u R’ mpencrasnser coboit dpenun, 3amemennsiii -Cl. B
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OPYrOM BapHWiaHTe OCYINECTBJICHHs TpeacTaBiieHo coenuHeHue (opmynsl (Ib) mwmm ero combsar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MiH (apMalleBTHYeCKM MpHeMuemas coib, rae R*
npencTapisieT coboil Cr.oreTepoLMKIOaNKmJl, Heobs3aTe bHO 3amemenHbli 1 umu 2 R B npyrom
BapUAHTE OCYIIECTBJICHUS MpencTaBieHo coenuHeHue (opmyinsl (Ib) mmm ero combat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npeacTasisieT co0oi HezaMereHHbIH Cz.oreTepOLMKIOaNKWI. B 1pyrom BapuaHTe OCyIIeCTBICHUS
npencraBieHo coenuHenue ¢opmynsl (Ib) wmm ero comeBar, ruapar, TayTomep, N-OKCHI,
cTepeon3omep MM (hapMaleBTUYECKH Npuemsiemas coib, rme R* mpencraensier coGoit Co.
9reTepOLMKIOANKU, 3amemenHbii 1 umu 2 RY B npyrom BapuaHTe oCyLiecTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl (Ib) wmm ero comeBar, ruapar, TayTomep, N-OKCHI,
cTepeon3omep uIM (hapMmaleBTUYECKH Npuemsiemass coib, rme R* mpencraensier coGoit Ca.
sTETePOLMKIOANKI, Heobs3aTeNbHo 3amemiennbii 1 umu 2 RY rme Casretepormkioanku
IpeACTaBIsieT COOOH MOHOLMKINYECKUH TIeTepOLHKIIOANKHI, BbIOPAHHBI M3 NHUPPOIUAMHA,
NHUNEepUANHA, NUIepasuHa u MopdonuHa. B apyrom BapuaHTe OCYINECTBIEHHUS NPENCTABICHO
coennnrenue ¢opmyisl (Ib) wnu ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOU3OMEp WJIH
(apmauesTuuecku mnpuemsemas cojb, rae R* mpencrapisier coGoif  Cs.oreTepoLUKIOanKu,
HeoOs3aTenbHo 3amerneHnbii 1 mmm 2 R rne Cs.orerepoumknoankun mpencrasiser coboit
OULIMKJINYECKUI TeTepOLMKIOANKUI. B 1IpyroMm BapuaHTe OCYLIECTBIEHHS MPENCTABICHO
coenunenue (Gopmynbl (Ib) unu ero conbpBar, rugpar, TayroMep, N-OKCHI, CTEPEOU3OMEpP HIIH
dapmanepTuuecku npuemiemas comb, rme R mpencraenser coboif  Cs.oreTepolUKIOaKIIL,
HeoOs3aTenbHO 3amemenHbii 1 wmm 2 RY) rme Csorereponuknoankun mpeacTasuser coboii
CIUPOLMKIIMUECKHI TeTepPOLMKIOAJKII. B 1IpyroM BapHaHTe OCYLIECTBJIEHHUs MPEACTABICHO

coenunenue (Gopmynbl (Ib) unu ero compBar, rugpar, TayToMep, N-OKCHI, CTEPEOU3OMEpP WIIH
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dapmanesTuuecku mnpuemneMas comb, rae R* mpencrasmser coboii G,
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APYyroM BapHaHTE OCYINECTBIIEHHs NpenacTaBieHo coenuHeHue ¢opmynsl (Ib) umu ero conbsar,

, 5
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep Wiu (papMaleBTHYeCKM MpueMnemas coib, rae R*
npencrasusier coboit Ci.oreTepoapui, Heobs3aTenbHO 3amemeHHbii 1 mmu 2 R B apyrom
BApUAHTE OCYINECTBJIECHUS NpeACTaBleHO coennHeHue ¢opmyinsl (Ib) mnmm ero combBat, rumpar,
TayTomMep, N-OKCHMJ, CcTepeou3omep WM (apmaleBTHYeCKd mpuemyiemas coib, rae R*
npexncrasisier coboil HesamerneHHbI Ciorerepoapwi. B apyrom BapuaHTe OCYILIECTBIICHHS
npeacraBieHo coenuHeHue ¢opmyabl (Ib) mnm ero combBar, ruapar, TayTomep, N-OKCHZ,
cTepeouzomMep unM (hapMmaleBTUUECKH Npuemsiemas coib, rae R* mpencrasmser coboit Co.
oreTepoapu, 3amemenselii 1 wim 2 R B ppyrom BapuaHTe OCYLIECTBIEHHs NPENCTABICHO
coenunenue Gopmynbl (Ib) unu ero conpBar, rugpar, TayToMep, N-OKCHI, CTEPEOU3OMEpP HIIH
dapmanesTuuecku npuemsemMas coib, rae R* npencrasnser co6oit Ca.oreTepoapu, He0OS3aTeNbHO
3amemenHbiii 1 uma 2 R, rne Cr.oreTepoapun Beibpan u3 muppona, GpypaHa, THoGeHa, THA30a,
nMpas3oja, OKCcas3oya, OKCaauasoyia, THAAMA30Jia, MHUPHIAMHA, NMUPUMUAMHA, MUPa3WHA, HWHAOJNA,
Oensoruodena, OensodpypaHa u uMHUAA3ONUPUANHA. B 1OpyromM BapwaHTe OCYLIECTBJICHHUS
npencraBieHo coequHenue ¢opmynbl (Ib) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
N

=

cTepeonzomep MM (apMaleBTUYecKH MpuemseMas coib, rae R* mpencrasnser coboit S

N /N

N U Y N N
w9+ T RO S

B npyrom Bapuante
OCYIIECTBJICHUS MPEICTaBIeHO coenuHenue ¢popmysl (Ib) mmm ero conbsar, ruapart, TayTomep, N-
OKCHUJI, cTepeonusoMep unu (GapMalieBTUHYeCKU MpHeMiemasi conlb, rae R° mpencrasnser coboit H,
CN, ranoreH, Cicankun, CieramoreHankun unu CieranoreHankokcu. B apyrom BapuaHTte

OCYIIECTBJICHUS TIPEICTaBIeHO coenuHenue ¢popmylbl (Ib) mmm ero conbsar, ruapart, TayTomep, N-
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OKCHJI, cTepeonsomep unu GpapMaLeBTUUeCKH IpHeMieMas cojlb, rae R’ npexncrasnser coboii H. B
APYyroM BapHaHTe OCYINECTBIIEHHs MpenacTaBieHo coenuHeHue ¢opmynsl (Ib) mmm ero conbsar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboii -CN. B npyrom BapuaHTe OCYIIECTBJICHUS TPEACTABIEHO COCAUHEHHE
dopmynsr  (Ib) wmnmm  ero combBar, THApPAT, TayTOMep, N-OKCHI, CTEPEOM30MEp WM
(apmaneBTHUeCKH NpuemseMas conlb, e R’ mpencrasnsier coboii rajoren. B apyrom BapuaHTe
OCYIIECTBJIEHUS MpeACcTaBIeHo coenuHenue ¢popmysl (Ib) nnm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTEpEOn30Mep Wi (hapMaLleBTUIECKH MpUemyieMas conb, rae R npexacrasnser coboii -Cl.
B npyrom BapmaHTe OCyLIeCTBIIEHHs NMpPEACTaBleHO coeanHeHue ¢Gopmyinsl (Ib) nnm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYeCKM MpHeMiemas cojb, rae R’
npexncrasiasier cobodt -F. B nmpyrom BapuaHTe OCYINECTBICHHS MPENCTABICHO COESTUHEHUE
dopmynsr  (Ib) wmnm  ero combBar, TUApPAT, TayTOMep, N-OKCHI, CTE€PEOM30OMEp WM
dapmanepTuuecku npuemnemas conb, rae R’ npeacrasmusier coboii Ci.cankui. B gpyrom Bapuante
OCYLIECTBJICHHs IPEACTaBIeHO coennHenne Gopmysl (Ib) unm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTEpPeon3oMep MM (papMalleBTUUECKU TpHemiemMasl conlb, rae R’ mpencrasnser coboil -
CH;. B mpyrom BapmaHTe OCYLIECTBJIEHHs INpencTraBiieHo coenuHenue ¢opmyisl (Ib) mmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WK (papMaLeBTHYECKH MpHEeMyIeMast COJIb,
riae R® npencrapnsier coboii Ci.sranoreHankui. B 1pyroM BapuaHTe OCyLIECTBIEHHUs MIPENCTABIEHO
coenunenue (Gopmynbl (Ib) unu ero conpBar, rugpar, TayToMep, N-OKCHI, CTEPEOU3OMEpP HIIH
dapmanesTHUecKn TIpuemieMas conb, rae R° mpencrasmser coboii -CFs. B mpyrom BapuanTe
OCYILIECTBJIEHHs TTPeACTaBIeHO coennHenne Gopmysl (Ib) umu ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (papMalleBTHYECKH NpuemieMas colb, rae R’ npencrasnser coboii Ci-
6TaJIOTEHAIKOKCH. B IpyromM BapuaHTe OCYINECTBIEHUs MPEACTaBIeHO coenunenue Gpopmydsl (Ib)
WK ero COJIbBAT, THApAT, TayToMep, N-OKCUA, CTepeon3oMep win (hapMaleBTHUECKH TpHeMIeMast
conb, rae R’ mpencrasnser coboii -OCF3. B apyroM BapHaHTe OCYIIECTBIEHMS MPENCTABIEHO
coequnenue (opmynbl (Ib) unu ero compBar, ruapar, TayToMep, N-OKCHI, CTEPEOU3OMEpP WIIH
dapmanepTuuecku npuemnemas conb, rae R® mpencraenser coboii H. B japyrom BapuanTe
OCYIIECTBIICHUS TIPeCTaBIeHo coenunenue ¢popmysl (Ib) wmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeoM3oMep M (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser coboit
rajores. B n1pyrom BapuaHTe OCYINECTBJICHUs MpencTaBieHo coenuaenne gopmyisl (Ib) mmm ero
COJbBAT, TUApAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUEMIIeMasi COJib,
rae R® npencrasnsier coboit -Cl. B apyrom BapuaHTe OCyIIECTBIEHUS MPEACTABICHO COETHHEHUE

dopmynsr  (Ib) wmnmm  ero combBar, THApPAT, TayTOMEp, N-OKCHI, CTEPEOH30OMEp WM
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dapmanesTuueckn npuemiemas conb, rae R® mpencrasnser coboii -F. B apyrom BapuanTe
OCYIIECTBJICHUS TIPeACTaBIeHO coenuHenue ¢popmysl (Ib) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (apMalleBTUYECKH MpuemiemMas coib, rae R® npencrasnser coboii Ci.
cAJIKUII. B npyroMm BapmaHTe OCYLIECTBIEHHUs MpPENCTaBleHO coenuHeHue (popmynsl (Ib) umm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae RS npencrapaser coboii -CHs.

[0069] B npyrom BapuaHTe OCyLIECTBIIEHUs] TpencraBieHo coenunenue gopmyisl (Ib) wmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJb,
rae R'? npencrasnser coboit H. B apyrom BapuaHTe OCyLIECTBJIEHHUs MPECTABICHO COETHHEHUE
dopmysnbr  (Ib) wim  ero combBar, ruzapar, TayToMep, N-OKCHUI, CTEPEOH30OMep WU
dapmanesTUUecku npuemnemas conb, rae R'? npencrasnser coboit Cr.sankun. B apyrom BapuanTe
OCYILIECTBJICHHs MIPeACTaBiIeHo coenuHenne Gopmysl (Ib) umm ero conpBar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku mpuemnemas cojib, rae R'? mpencrapnser coboii -
CH;. B mpyrom BapuaHTe OCYLIECTBJIEHHs NpencraBieHo coenuHenue ¢opmyinsl (Ib) wmm ero
COJNIbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMiIeMasi COJb,
rne R'? npencrasnser coboii H. B spyrom BapuaHTe OCYIIECTBIEHHUs MPECTABIEHO COEIMHEHUE
dopmyasr  (Ib) wmnmm  ero combBar, TUApAT, TayTOMep, N-OKCHI, CTEPEOH3OMEp WJIH
dapmanesTHUeCKH pHeMeMasi collb, rae R npencrasnser coboit Cr.sankun. B apyrom BapuanTe
OCYILIECTBJIEHHs TTPeACTaBIeHO coennHenne Gopmysl (Ib) umu ero conpsar, ruapar, Tayromep, N-
OKCHJI, cTepeon3zoMep unu (apmaleBTHUecKu mpuemieMas cojib, rae R mpencrasnser coboii -
CHs. B nmpyrom BapuaHTe OCYINECTBJICHHUs MpeAcTaBiieHO coenuHeHune (opmynsl (Ib) wim ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WiH (hapMalleBTHUECKH MpPUEMIIEMAasi COJIb,
rne R npencrasnser coboit H, u R npencrasnser coGoit H. B gipyrom BapuaHTe oCyL1eCTBIEHHUS
npenctaBieHo coenuHeHue ¢opmynbl (Ib) wam ero combBar, ruapar, Tayromep, N-OKCHUI,
cTepeonsoMep MM (papMaLeBTHUeCKH TpuemieMas coib, rae R'? mpencrasmnser coboit H, u RP
npenctasisier coboit Cisankun. B ngpyrom BapuaHTe OCYIIECTBJICHHs MPEACTABICHO COSTUHEHHUE
dopmynsr  (Ib) wmnmm  ero combBar, THApAT, TayTOMEp, N-OKCHUZ, CTEPEOM3OMEpP WU
dapmanesTuuecku npuemnemas coinb, rae R npencrasaser coboit H, u R'® npexncrasnser coboii -
CHs. B npyroMm BapuaHTe OCYIIECTBJICHHs MpencTaBieHO coenuHeHue ¢opmyinbl (Ib) mmu ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (apMaleBTHUECKH MpUeMIIeMasi COJib,
rne R'? mpencraenser coboit Cisankun, u RY mpencrasnser coboit H. B gpyrom BapuanTe
OCYIIECTBIICHUS TIPeICTaBIeHO coenunenue ¢popmyisl (Ib) mmm ero conbsar, ruapart, TayTomep, N-

OKCHJI, CTepeon3oMep UM (apmalleBTHUEeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
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CHs, u RY mnpencrasnser coboit H. B apyrom BapuaHTe OCYILIECTBIEHHsS MPEACTABIEHO
coenunenue Gopmynsl (Ib) umm ero compBar, rumpar, TayroMep, N-OKCHI, CTEPEOU3OMEp HWIIH
(apmanepTHuecku npuemieMas conb, rae R'? npencrasnser coboii Cisankun, u R'? npencrapnser
coboit Cieankmi. B apyrom BapuaHnTe OCyIIeCTBIIEHUs MPeACTaBiieHO coenuHenne Gopmysl (Ib)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep Win (papMalieBTHUECKH IpreMiIeMast
conb, Tae R'? npencrasnser coboit -CHs, u R'? npexncrasnsier co6oii -CHs.

[0070] B npyrom BapuaHTe OCYIIECTBJIEHUs] TpencTaBieHO coenuHenne (opmynsl (1), koropoe
XapakTepusyercs CTpykTypoit popmysr (Ic),

R4
O

N J\N
R® J\/Nge N=
z R12 R1

R1 3
dopmyaa (Ic),

e

R! npencrasnser co6oii -N(R*)C(O)R" umu -N(H)SO.R';

R? npencrasnser coboii H unu C1-6aiku;

Z mipencTasiseT coboit -S-, -O- umu -N(R*)-;

R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Ci-sankun-OH, Cisankenmn, Ca-
cankuHmI, Ci.eramorenankmwi, -O-Csguuknoankuwi, -0-Cssuuknoankun-OH, -N(H)-Ci-
sankun-CO2H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-9reTepOrMKIOaNKII, -
Cisankun-Cr.orereporukioankun, Cs.ioapui, Ciorerepoapui, rae Cs.guukimoankun, Co.
orerepoumkioankuy, -Ci.sankun-Carorerepouuknoankui, Ce.10apun,  Ciorerepoapun
Heobs3aTenpHO 3aMemens! 1w 2 RM;

R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankun, Cisranorenankui, C1.raJoreHaaKoKCH
Wiy GpeHu,

R’ npencrasmser coboit H, Cieanxun, Cigramorenankun, Cssuuknoankun, — Co.
orerepouukioankui, Cs-i0apun wu Crorerepoapu, rae Caorerepounkinoankui, Ce-10apui
unu C.oreTepoapun Heobs3aTenbHO 3amemenb |1 umm 2 RY;

kaxaeii R® u xaxaeii R’ nesasucumo Buiopansl u3 H u Cireankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPUCOEIAMHEHBbI, OOBEIUHEHBI ¢ OOpa3OBaHUEM
reTEPOIMKIIOATKHUIIBHOTO KOJIbLI,

R!? npencrasnsier coboit H, ranoren umu C1-6aaKum;
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R" npencrasnser coboii H unu Ci-sankur;
kaxaeiii R nesaBucumo BeiOpan u3 ramorena, -OH, okco, Ci.sankuna, Cisranoresankuna, Ci.
sankokcy, -Ciankun-OH, Cs.sumknoankuna, -CO2R3, -C(O)NR®R’, -C(0)-Ci-¢ankuna, -
C(0)-Ci-sankun-OH, -SO»-C1sankuna, -N(R*)SO,-Cisankuna u -N(R*)C(0)-C-sankuna;
R" npencrasnsier coboii Ci-sankui umm C3.sLUKI0aNKIIT,
R npencrasnsier co6oit Ci-sankun uin C3.sIUKI0ATKUIT; U
R? npencrasnsier coboii H unu Ci-canku;
WIA €ro CcojlbBaT, TMApAT, TayToMmep, N-OKCHA, CTepeou3oMep Miu (papMaleBTUYECKH
npuemMiemMas CoJb.
[0071] B npyrom BapuaHTe OCYLIECTBJICHHUsI MpencTaBieHO coenuHenue ¢opmyisl (Ic) mmm ero
COBBAT, THAPAT, TayTOMEP, N-OKCHUJ, CTEPEOM30MEP MM (papMalleBTUYECKH MPUEMIIEMAs COlb,

R4

N N
R5 / | ‘/\
z
KOTOPOE  XapaKTepU3yeTcss CTPYKTYpOi R™ . B npyrom BapuaHTe
OCYIIECTBJIEHHS MIPEACTABIIEHO coenuuenne Gopmyisl (Ic) wium ero cosbear, ruapar, Tayromep, N-
OKCHUI, CTepeoM3oMep MM (apMalEBTHYECKH TpPUEMIIEMAsl COJIb, KOTOPOE XapaKkTepH3yeTcs

R4

= JNYQ%

z

CTPYKTYpOH R1® R'?

[0072] B npyrom BapuaHTe OCYLIECTBJIEHUs MpPENCTaBieHO coenuHenue dopmyinbl (Ic) wmm ero
COJIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUEMIIEMasi COJb,
rae Z mpencraBisieT coOoit -S-. B apyrom BapuaHTe OCYIIECTBJICHHs MPEIACTABIEHO COESIUHEHHE
dopmynsl  (Ic) wmmm  ero cosmbBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanieBTHUECKH TIpHeMJieMasl coib, rae Z mnpexacraBiser cobor -O-. B npyrom BapuanTte
OCYIIECTBJICHUS TIPEJCTaBIeHO coenuHenue ¢popmysl (Ic) win ero conpBar, ruapar, TayTomep, N-
OKCHJ, CTepeor3oMep win (apMalleBTUUECKH MpHUeMiieMasi COJib, Tae Z MpEeACTaBisieT coOoi -
N(R?®)-. B npyrom BapHaHTe OCYILIECTBIEHHs MPeICTaBleHo coenunenue Gpopmyns (Ic) umu ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (apMalleBTHUECKH MpUeMIIeMasi COJb,
rne Z mnpexacraeisier coboit -N(H)-. B papyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coennaeHne ¢opmynsl (Ic) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM

(bapmanieBTHUECKU TIpHEeMIIEMasi COJib, rae Z npenctasisier codoit -N(CHs)-.
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[0073] B npyrom BapuaHTe OCYLIECTBJIEHUs MpenCTaBieHO coenuHenue ¢opmyinbl (Ic) wmm ero
CONIbBAT, TMAPAT, TAyTOMEP, N-OKCHI, CTEPEOM3OMED WM (HapMALIEBTUUECKU MPUEMIIEMAsT COJIb,
rae R!' npencrasnser coboii -N(R?)C(O)R'". B npyrom BapuaHTe OCyILIECTBIEHHs MPENCTABIEHO
coenuHenue Gopmyinbl (Ic) wiamM ero conbBat, rumpar, TayroMep, N-OKCHI, CTEPEOU3OMEP WU
dapmauesTuuecku mnpuemneMas coib, rae R! mpencraeaser coboit -N(R*)C(O)RY, u R?
npencrasisier codoit H. B npyrom BapuaHTe OCYLIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI
(Ic) wnu ero conbBar, ruapar, TayTomep, N-OKCHI, CTEpeOU3OMep WWIM (hapMalEBTUUECKU
npuemaeMas comb, rae R! mpencrasaser co6oii -N(H)C(O)RY, u R npencrasaser co6oii Ci-
6aJKUJI. B Ipyrom BapuaHTe OCYLIECTBJIEHHS MPEACTaBiIeHO coenunerue Gopmyibt (Ic) wim ero
COJIbBAT, THAPAT, TayTOMEP, N-OKCHI, CTEPEOH30OMep WM (hapMaLEBTUYECKU MPHEMIIEMAst COJIb,
rae R! npencrasnser co6oii -N(H)C(O)R'", u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYILECTBJIEHHS TIPEACTABIIEHO coenrHenune Gpopmyiib (Ic) miu ero cosbsar, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep MM (apMalleBTHYECKU TpuemiemMas conb, rae R' mpencrasnser coboii -
N(H)C(O)R', u R'® npencrasnser co6oit Cssiukioankun. B Apyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHenue (opmyner (Ic) wim ero combBar, rUapar, TayToMep, N-OKCHI,
cTepeousoMep uau (apMaleBTUUECKH mnpuemiemas conb, rae R!' mpencrasnser coGoif -
NR*)C(O)R"”, u R? mpencrasnser coboii Cisalkua. B apyrom BapuaHTe OCYIIECTBIEHHs
npencTaBieHo coenuHeHue ¢opmynbl (Ic) WM ero conbBar, rumpar, TayToMep, N-OKCHI,
cTepeouzomep unM (apmaleBTUMeCKH mpuemsemas coib, rme R! mpencrasnser cobGoit -
NR?)C(O)RY, u R? mpencrasnser coboit -CH;. B npyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl (Ic) wim ero conbBar, rUmpar, TayToMep, N-OKCHUI,
crepeousomep unM (apmaneBTUHecKd mNpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R" npencrasnsier coboii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHs
npencraBieHo coemuHeHue ¢opmynbl (Ic) wiu ero combBar, rHOpaT, TayToMep, N-OKCHUI,
cTepeouzomep unu (apmaneBTUHecKd mNpuemsemas coib, rme R! mpencrasnser coGoitl -
N(CH3)C(O)R", u R!® mnpencrasnser coboii -CHs. B npyrom BapHaHTe OCYIIECTBIEHHUs
npencTaBieHo coemuHeHue ¢opmynbl (Ic) wim ero conbBar, rHApaT, TayToMep, N-OKCHUI,
cTepeonzomMep unM (apMmaleBTUYeCKd mnpuemyemas coib, rme R! mpencrasnser coGoitl -
N(CH3)C(O)RY’, u RY npencrasnser coboit Cs.suukaoankui. B Apyrom BapHaHTe OCYILECTBIEHUS
npencTaBieHo coenuHeHue ¢opmynbl (Ic) wim ero combBar, THOpAT, TayToMep, N-OKCHUI,
cTepeouzomMep unM (apMmaleBTUYeCKd mpuemyemas coib, rme R! mpencrasnser coGoil -
N(H)SO:R". B npyrom BapHaHTe OCyLIECTBJIEHHs MPEACTaBIeHO coenunenue dpopmynsl (Ic) uu

€ro CONbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep Wi (apMaLeBTUIECKH MpHeMIeMast
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conb, rae R! npencrasnser coboii -N(H)SO2RY, u R npencrasaser coboit Cisankun B apyrom
BapUAHTE OCYIIECTBJICHUS IPEINCTABIEHO coenanHeHue ¢gopmyinbl (IC) wiam ero combBaT, THApAT,
Tayromep, N-OKCHJ, CTepeoM3oMep WM (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npencrasnser coboit -N(H)SO.RY, u RY npencrasnser coboit -CHs. B apyrom BapuaHTe
OCYIIECTBJICHUS MIPEICTaBICHO coenuHeHue ¢popmysl (Ic) wim ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTEpeou30oMep Wiu (apMalleBTHUECKH Tpueminemas conb, rae R' mpencrasnsier coboii -
N(H)SO:R", u R" npencrapnser coboit C3-sLMKI0TKHIL.

[0074] B npyrom BapuaHTe OCYLIECTBJICHUs MpencTaBieHO coenuHenue ¢opmyibl (Ic) mmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rae R* npencrasnser co6oii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunur,
Cisranorenankui, -CO2R®, -C(O)NR®*R’, Cssuuknoankun, Ca.orereporuknoankun, Ce.10apun Wi
Ci.orerepoapun, rae Cssuukmnoankwi, Ci.orerepounknoankm, Ces.ioapun win Ci.orerepoaput
HeoOs3aTenbHo 3amemensl 1 umu 2 R B gpyrom BapuaHTe OCYyIIECTBIEHHMs INPENCTABIEHO
coenuHenue ¢opmynel (Ic) mnm ero coabBat, TUApar, TayToMep, N-OKCHI, CTEpPEOH3OMep WU
dapmanepTuuecku mpuemnemast coib, rae RY mpemcrasnser coboii ramoren, -OR’, -N(H)-C.
sankun-CO2H, Ci.sranorenanxun, -C(O)NR®*R?, Cssumuknoankun, Caorereponuxioankun um Ci.
orerepoapu, rae Cr.orereporukioankui win Ci.orerepoapus HeoOs3aTeNbHO 3aMenieHbl 1 wim 2
R B ngpyrom BapuaHTe OCyIecTBIeHHUs MHpeicTapieHo coemuHenue (opmyisl (Ic) mmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MPUEMIIEMasi COJIb,
rne R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS IPEACTABICHO
coenuHenue ¢popmyinbl (Ic) WM ero cojbBatT, TUApAT, TayToMep, N-OKCHI, CTEPEOH3OMep WU
dapmanepTuuecku npuemsemas conb, rae R* mpencrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenuuenue ¢popmysl (Ic) wiu ero conpsar, ruapart, TayTomep, N-
OKCHJI, CTepeou3oMep HiIu (papMaLeBTHUeCKH MpueMiemas colb, rae R* mpencrasnser coboii Ci-
sTaJIOTEHAJIKIII. B IpyroM BapHaHTe OCYINECTBIICHUS MPEncTaBieHo coenuHeHue ¢opmyibl (Ic)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCUA, CTepeon3oMep win (papMaleBTHUECKH TpHeMIeMast
conb, tme R* mpencrasnser coboii -CF;. B apyroM BapuaHTe OCYILIECTBJIEHHs MPEACTABICHO
coenuHenue ¢opmyinbl (Ic) Win ero cojbBatT, TUApAT, TayToMep, N-OKCHI, CTepeoH3OMep WU
dapmanesTuuecku npuemnemas coib, rae R* mpencrasnser coboit -N(H)-Ci.sankun-CO.H. B
IPYrOM BapHaHTe OCYINECTBJCHHUS MpencTaBieHo coenuHeHue (opmysbl (Ic) wnm ero cosbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeousoMep Wi (apMalleBTHYECKH MpHeMiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO;H. B napyrom BapuaHTe OCYIIECTBIIEHUS TMPEACTABIEHO

coenuHenue ¢opmyinel (Ic) mnm ero conbBat, ruapar, Tayromep, N-OKCHJI, CTEPEOH3OMEp WU
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(apmanepTHuecku npuemsemMas conb, e R* npencrasnser coboit -N(H)CH2CH2CO;H. B npyrom
BapUAHTE OCYIIECTBJICHUS IPEICTABIEHO coenanHeHue ¢opmyinbl (IC) wiam ero combBaT, THApAT,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCyIIECTBJICHHS MPEACTABIEHO
coennnaeHne ¢opmynsl (Ic) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanepTuuecku npuemnemas conb, rae R* mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUAHTE OCYIIECTBJICHUs IPEICTAaBIEHO coeanHeHue ¢opmyinbl (IC) wiam ero combBaT, THUApAT,
Tayromep, N-OKCHJ, CTepeou3oMep Wid (apMaleBTHUeCKd npuemiemas comb, rae R*
npencrasisier codoit -C(O)NH,. B npyrom Bapuante OCyIIECTBIEHUS] MPEICTABICHO COSAUHEHHE
¢opmynsl  (Ic) wmmm  ero compBaT, ruxpar, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanepTHueckn npuemsieMasi conb, Tae R mpexncrasnser coboii Cs.suukioankui. B apyrom
BApUAHTE OCYINECTBJCHMs MpPEACTaBleHO coequHeHue (opmynbl (Ic) mmm ero coibBaT, THIpPAT,
TayTomMep, N-OKCHMJ, cTepeou3omep WM (apmaleBTHYeCcKd Tpuemyiemas coib, rae R*
npencrasnsier coboit -OR’. B 1pyromM BapHaHTe OCYLIECTBIEHMs MNPEICTABICHO COEIMHEHME
dopmyner  (Ic) wmnmm  ero combBaTr, ruUApar, Tayromep, N-OKCHI, CTEPEOH30OMEp HJIH
(apmauesTHuecku npuemiemMas conb, rie R* npencrasnser coboii -OR’, u R7 npencrasnser coboit
He3amerneHHbIH  Cs.giukioankmn uin Ce.10apiil, HEOOs3aTeNbHO 3aMEINeHHbIH rajoreHoM. B
APYroM BapHaHTE OCYINECTBIIEHHUsS MpeacTaBieHo coenuHeHue (opmyinbl (Ic) umm ero combsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasnser codoit -OR’, u R” npexcrasnser coboii Hesamemennblii C3.s1uka0ankul. B apyrom
BapUAHTE OCYIIECTBJICHUs IMPEINCTABIEHO coeanHeHue ¢opmyinbl (IC) WM ero conbBaT, THApAT,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasnser coboit -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENBHO 3aMEIEeHHbIH
rajJloreHoM. B nmpyrom BapuaHTe OCYLIECTBICHHs MPEACTaBICHO coenuHeHue Gopmyisl (Ic) umm
€ro COJIbBAT, THIpPAT, TayToMep, N-OKCHI, CTEpeor3oMep WiH (apMaleBTHYECKH MpHEeMIIeMast
conb, tme R* mpencrasmser coboii -OR’, m R’ mpencrasnser coboif (eHus, 3aMeIeHHBIH
rajJJoreHoM. B nmpyrom BapuaHTe OCYLIECTBIECHMs MPEACTaBICHO coenuHeHue Gopmyisl (Ic) nmm
€ro COJIbBAT, THIpPAT, TayToMep, N-OKCHI, CTEpeon3oMep WiH (apMaleBTHUECKH MpHeMIIeMast
conb, rae R* mpencrasnser coboii -OR’, u R’ mpencrasnser coboit dpenun, 3amemennsiii -Cl. B
APYroM BapHaHTE OCYINECTBIIEHHUS MpeAcTaBiIeHo coenuHeHne (opmynsl (Ic) umm ero combsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM Mpuemaemas coib, rae R*
npencTapisieT codoil Cr.oreTepOLMKIOaIKII, Heobs3aTe bHO 3amemennbli 1 umu 2 R B npyrom

BapUAHTE OCYIIECTBJICHUS IMPENCTABIEHO coennHeHue ¢opmyinbl (IC) WM ero combBaT, THApAT,
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Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npeacTasisieT co0oi HezaMereHHbIH Cz.oreTepOLKIoaNKwiI. B 1pyrom BapuaHTe OCYyIIEeCTBICHUS
npencraBieHo coemuHeHue ¢opmynbl (Ic) wim ero combBar, rHOpar, TayToMep, N-OKCHUI,
cTepeonzomep uIM (hapMmaleBTUYECKH Npuemsiemass coib, rae R* mpencrasnsier coGoit Co.
9reTepOLMKIOAnKua, 3amemenHbii 1 ummu 2 RY B npyrom BapuaHTe oCyliecTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl (Ic) wim ero combBar, rHIpar, TayToMep, N-OKCHUI,
cTepeonzomep uIM (apMmaleBTUYECKH Npuemsiemas coib, rame R* mpencraenser coGoit Ca.
STETepOLMKIIOANKU, Heobs3arenbHo 3amemneHHbii 1 wmu 2 R, rme Casrerepoumkioankun
npeAcTaBsieT co00M MOHOLMKINYECKUH TeTEepOLUKIOANKNT, BBIOPAHHBIH W3 MUPPOIMIUHA,
NUIepUInHa, nunepasuHa U mopdonuHa. B apyroMm BapuaHTe OCYLIECTBIEHMs IPENCTABIEHO
coennneHue ¢opmynsl (Ic) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
dapmanepTuueckn Tpuemnemas comb, rme R mpencraenser coboii  Cs.oreTepoLHKIOaKIII,
HeoOsa3aTenbHo 3amemmennbii 1 umn 2 RY) roe Cs.orerepoumknoankun mpencrasuser coboit
OULIMKJINYECKUH TeTepoOLMKIOANKHI. B 1IpyroMm BapuaHTe OCYIIECTBICHUS NPENCTABICHO
coenuHeHue ¢opmyinel (Ic) mnm ero conbBat, TUApar, Tayromep, N-OKCHJI, CTEpPEOH3OMep WU
(apmauesTuuecku mnpuemsemas cojb, rae R* mpencrapisier coGoif  Cs.oreTepoLUKIOanKu,
HeoOs3aTenbHo 3amerneHnbii 1 mmm 2 R rne Cs.orerepoumknoankun mpencrasiser coboit
CIIUPOLMKINYECKUH TIeTepOLMKIOANKIUL. B ApyroMm BapuaHTe OCYIIECTBIEHHUS IPEACTABIEHO

coenuHeHue ¢opmynel (Ic) mnm ero conbBat, TUApar, Tayromep, N-OKCHJI, CTEPEOH3OMep WIN

kS _E_N: >
dapmanesTHuecku mnpuemneMas comb, rae R* mpencrasmser coboi G,
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IPYrOM BapHaHTe OCYINECTBJCHHUs NpencTaBieHO coenuHeHue (opmyssl (Ic) mnm ero cosbaar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MiH (papMalleBTHYeCKM MpHeMiemas coib, rae R*
npencrasiser coboii CioreTepoapun, Heobs3aTenbHO 3amelleHHblii 1 umu 2 R B apyrom
BapUAHTE OCYIIECTBJICHUs INPEICTABIEHO coenanHeHue ¢opmyinbl (IC) wiam ero combBaT, THApAT,
Tayromep, N-OKCHJ, CTepeou3oMep Wi (apMaleBTHUeCKH Npuemiemas comb, rae R*
npencrasisier cobol HesameweHHb Ciorerepoapun. B apyrom BapuaHTe OCYLIECTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl (Ic) wim ero combBar, rUppar, TayToMep, N-OKCHI,
cTepeon3omep uIM (hapMaleBTUYECKH Npuemsiemas coib, rme R* mpencraensier cobGoit Co.
greTepoapui, 3amemennbiii 1 wim 2 R B napyrom BapuanTe OCYIIECTBJEHMS TPENCTaBIEHO
coenunenue ¢opmyisl (Ic) uam ero compBar, ruApar, Tayromep, N-OKCHI, CTEPEOU3OMep WJIH
(apmauesTHuecku npuemaeMas conib, rie R npencrasnser coboit Ca.oretepoapu, HeoOS3aTeNbHO
samemennbiii 1 uma 2 R, rne Cr.orerepoapun BeiOpan u3 muppona, Gpypana, THoGeHa, THA30Na,
IMpa3oja, OKCas3oya, OKCAAMa3oyia, THAAMA30Jia, NMUPHAMHA, NUPHUMUAMHA, NMHUpPa3HHA, HWHAOJNA,
Oenszornogena, OeHzodypaHa H HUMHTA3OMUPUAMHA. B  1OpyromM BapuaHTe OCYLIECTBICHUS
npencraBieHo coemuHeHue ¢opmynbl (Ic) wiu ero conbBar, rUapar, TayToMep, N-OKCHI,

N
]

S

2

cTepeonzomep MM (apMaLeBTHIeCKH MpuemseMas coib, rae R* mpencrasnser coboit
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B npyrom Bapuante
OCYIIECTBJICHUS MPEICTaBIeHO coenuHenue ¢popmysl (Ic) win ero conpsar, ruapart, TayTomep, N-
OKCHUJI, cTepeonsoMep uan (GapMalieBTUYeCKU MpHeMiemMasi conlb, rae R° mpencrapnser coboit H,
CN, ranoreH, Cicankun, Ci.sramoreHankun unu CierajoreHankokcu. B ngpyrom BapuaHTte
OCYIIECTBJICHUS TIPEJCTaBIeHO coenuHenue ¢popmysl (Ic) wiu ero conpBar, ruapar, TayTomep, N-
OKCHUJI, cTepeon3oMep unu GpapMaLeBTUUeCKH IprueMieMas cofib, rae R mpexncrasnser coboii H. B
APYyroM BapHaHTE OCYINECTBIIEHHUS MpencTaBieHo coenuHeHne (opmyinbl (Ic) umm ero combsart,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboii -CN. B npyrom BapuaHTe OCYIIECTBJICHUS TPEACTABICHO COCIUHEHHE
dopmyner  (Ic) wam  ero combBaT, THApAT, TayToMep, N-OKCHUZ, CTEPEOH3OMep WIIH

(apmaneBTHUECKH TpUeMIeMas collb, rie R’ mpencrasnser coboii rajoren. B apyrom BapuaHTe
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OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ic) wim ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTepeon3oMep i (hapMaLeBTUYECKH MpuemyeMasi conb, rae R npexacrasnser coboii -Cl.
B npyrom BapmaHTe OCyIIECTBIIEHHs MPENCTaBleHO coenuHeHne dopmysl (Ic) mnmm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMalleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYIIECTBIEHUS MPENCTABICHO COSAUHEHHE
dopmynsl  (Ic) wmimm  ero compBaT, rHApar, TayToMep, N-OKCHA, CTepeousoMep WU
(apmanesTUUeCKH TIpUeMeMas cofb, rae R’ npexacrasnser coboii Ci-calkui. B apyrom sapuaHTe
OCYIIECTBJIEHUS TIPEICTaBIeHO coenuHeHue ¢popmynl (Ic) win ero conbsar, ruapar, TayTomep, N-
OKCHJI, CTEPEOU30Mep WM (papMalleBTMUECKH TpueMiemas conb, rae R° mpencrasiser coboii -
CHs. B ngpyrom BapmaHTe OCYyIIECTBIIEHUS MpeacraBiieHo coenuHeHue (opmynsl (Ic) unu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMaleBTUYECKH NpHEeMIIeMasl COJb,
rae R® npencrasnsier coboii Ci.sraoreHankui. B 1pyroM BapuaHTe OCyLIECTBIEHHUs IPENCTABIEHO
coenurenue ¢opmyibl (Ic) uam ero compBar, rUApaT, TayTomep, N-OKCHI, CTEPEOU3OMep WJIH
dapmanepTuuecku mpuemnemas coib, rae R’ mpexncrasnser coboii -CFs. B apyrom Bapuante
OCYLIECTBJICHHS IPEACTaBIeHo coennHenne Gpopmyasl (Ic) nnum ero conmesar, ruapar, Tayromep, N-
OKCHJI, CTepeon3omMep MK (apMalleBTHYeCKH Mpuemiemas cojib, rie R> npencrasnser coboit Ci-
6TJIOTeHAJIKOKCH. B pyrom BapuaHTe OCYLIECTBIIEHHs MPEACTaBIEHO coenuHeHune ¢popmysl (Ic)
WJIK €r0 COJIbBAT, THApAT, TayToMep, N-OKCU, CTepeon3oMep win (hapMalleBTHUECKH TpHeMIeMast
conb, Te R’ npencrapnser coboii -OCFs.

[0075] B npyrom BapuaHTe OCYLIECTBJIEHUs MPENCTaBieHO coenuHenue ¢opmyibl (Ic) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTEpPEeOr3oMep WiH (papMalleBTHYECKH MpHeMIIeMasi COJb,
rne R!? npencrasnser coboit H. B apyrom BapHaHTe OCYLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynsr  (Ic) wiam  ero compBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanesTHUecKH pueMnemMas coib, rae R1? npencrasnser coboit Cr.sankut. B apyrom sapuanTe
OCYINECTBIICHUS TIPEICTaBIeHO coenuHenue ¢popmysl (Ic) wiu ero conbpar, ruapar, TayTomep, N-
OKCHJI, cTepeon3oMep UM (apmalleBTHUeCKU mpuemieMas cojib, rae R'? mpencrasnser coboii -
CHs. B nmpyrom BapuwaHTe OCYINECTBIIEHUS MpeactaBiieHo coemuHeHue (opmynsr (Ic) umu ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEeOr3oMep WiH (apMalleBTHYECKH MpHEMIIeMasi COJb,
rae R'? npencrasnser coboit H. B npyrom BapuaHTe OCyLIECTBIEHHUs MPEACTABICHO COEIHHEHHE
¢opmynsl  (Ic) wminm  ero compBaT, TrHApAT, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanesTuuecku npuemnemMas coinb, rae R npencrasnser coboit Cr-sankun. B apyrom BapuanTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHenue ¢popmyisl (Ic) win ero conbBar, ruapart, TayTomep, N-

OKCHJI, CTepeon3oMep UM (apmalleBTHUECKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
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CHs. B nmpyrom BapmaHTe OCYIIECTBIIEHUS MpeactaBiieHo coemuHeHue (opmynsr (Ic) mnu ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae R'? npencrasnser coboit H, u R npencrasnser co6oit H. B npyrom BapuaHTe oCyLieCTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl (Ic) wim ero combBar, rHOpaT, TayToMep, N-OKCHUI,
cTepeousoMep unH (papMaLeBTHUeCKH Tpuemiemas coib, rae R'? nmpencrasnser coboit H, u RP
npencrasisier coboit Crsankmi. B npyrom BapuaHTe OCYINECTBJICHHS MPEACTABICHO COSTUHEHHUE
¢opmynsl  (Ic) wmimm  ero compBaT, rUapar, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanesTuuecku npuemnemas coinb, rae R'? npencrasaser coboit H, u R'? npexncrasnser coboii -
CHs. B ngpyrom BapwaHTe OCYIIECTBIEHHUS MpeactabiieHO coenuHeHue (opmynsl (Ic) unu ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R mpencraenser coboit Cieankun, u R mpencrasnser coboit H. B mpyrom BapuaHTe
OCYLIECTBJICHHS MIPEACTaBIeHO coennHenne Gpopmyasl (Ic) unm ero conmpsar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku mpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs, u RY npencrasnser coboii H. B apyrom BapHaHTe OCYLIECTBIEHMS IIPENCTABIEHO
coenuHeHue ¢opmyinel (Ic) mnm ero conbBat, TUApar, Tayromep, N-OKCHJI, CTEpPEOH3OMep WU
dapmarnepTuuecku npuemiemMas conb, rae R'? npencrasnser coboii Crsankun, u R'? npencrapnser
coboii Cisankun. B mpyrom BapuanTe OCyIIECTBJIEHUS MPENCTaBICHO coequHenue Gpopmybl (Ic)
WK €r0 COJIbBAT, THAPAT, TayToMep, N-OKCU, CTEpEOr30oMep WK (hapMalleBTHYECKH TpHeMIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u R npexncrasnser co6oii -CHs.

[0076] B apyrom BapuaHTe OCYINECTBJIEHHUs] TpencTaBieHo coenuHenune (opmynbl (1), koropoe

Xapakrepusyercs crpykTypoit popmyst (Id),

4
R Aq
E/;\ N
N
R? R12m B
R

N
13 P n /
N )
R1
opmyua (1d),
rae

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R';
R? npencrasnser coboii H unu Ci-sakul;
A nipencrasisiet codoit N unmun C(H);

Y npencrassietr codoit -CHa- wm -C(O)-;
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R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Cisankui-OH, Cisanxenun, Co-
cankuHmWI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci-
sankun-CO,H, -SO;RY, -CO,R®, -C(O)NRPR’, Cs.suuknoankun, C;-9oreTepOLMKIOANKIL, -
Cisankun-Caorereporukioankui, Ce-10apun, Ciorerepoapun, rae Cs.suuknoankun, Ca.
orerepouukiioankmi, -Cisankun-Carorereporuknoankms,  Ce.oapun,  Ciorerepoapu
Heobs3aTenbHO 3amemensl 1w 2 R

R’ nmpenctapnser coboit H, -CN, ranoren, Ci.cankui, Ci-sranorenankus, Ci.raJoreHaaKokCH
iy peHu,

R® npencrasnsier coboii H, ranoren umu C1.caaku,

R’ npencrasnsier coboit H, Cieankun, Cigranorenankun, Csguuknoankun, —Co.
orereporukioankui, Ce.roapun mwmm Ciorerepoapu, rae Cz.orerepouuknoanki, Ce.10apui
unu Ci.oreTepoapun Heobs3aTenbHo 3amentens 1 umu 2 R,

kaxabiii R® u xaxneni R mesapucumo Boibpanel u3 H u Creankuna; umu R® u R® Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPHUCOEAMHEHBI, OOBEOUHEHbI ¢ O00pa30BaHUEM
reTePOLMKIIOATKHUIIBHOTO KOJIbLIA,

R!? npencrasnsier coboii H, ranoren unu Ci-6aaku;

R' npencrasnser coboit H unu C-¢ankur;

kaxnaplii R HesaBucumo BeiGpan u3 ranorena, -OH, oxco, Cisankuna, Ci-sranorenankuna, Ci-
sankokcH, -Ci.eankun-OH, Cs.suumkmoankuna, -CO:R8, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-C1sanxun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisanxuna u -N(R*)C(0)-C1sankuna;

R npencrasnser coboii Ci-sankun unu Cs.s1UKI0TKIT,

R! npencrasnser coboii Ci-sankun unu Cs.s1UKI0TIKIT,

n paBHsiercs 0 wim 1,

m pasHsiercsa 0 unu 1

p pasnsiercs 0, 1 wnm 2; u

w paBHsercs | wim 2;

WK €ro CoJbBaT, THMApAT, TayToMep, N-OKCHA, CTepeou3oMep WK (apMareBTHYECKH

npuemieMasi Colb.

[0077] B nmpyrom BapuaHTe OCyIIeCTBIIEHUs] TpenctanieHo coenunenue Gopmyisl (Id) wim ero

COJNBbBAT, TUAPAT, TayToMep, N-OKCHA, CTepeon3oMep MiIN (papMaleBTHUECKH MpUeMIIeMasi COJb,

rne R!' npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCyIIECTBIEHHs MPENCTaBIEHO

coennnenue ¢opmyisl (Id) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH

dapmanesTuuecku mnpuemnemas conb, rae R! mpencrasmser coboit -N(R*)C(O)RY, u R?
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npencrasisier codoit H. B npyrom BapuaHTe OCYIIECTBIICHHS IPENCTABICHO COeTUHEHNE (POPMYITBI
(Id) umm ero combBat, THUApar, TayToMep, N-OKCHA, CTepeou3omep wWin (apMareBTHICCKH
npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)RY, u R npencrasaser co6oii Ci-
caJIKWI. B npyrom BapuaHTe OCyILIeCTBJIEHUs MpencrasieHo coenuHenue gopmydst (Id) wim ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae R! npencrasnser co6oit -N(H)C(O)R', u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Id) nmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30Mep WM (apMalleBTHUECKH TpueMinemas conb, rae R' mpencrasnsier coboii -
NH)C(O)RY, u R" npencrasnsier coboii Cs-sluknoankua. B ApyroM BapuaHTe OCYIIECTBIEHUS
npencrasieHo coenuHeHue ¢opmynbl (Id) wnm ero comeBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaneBTHYECKH mNpuemseMas conb, rme R' mpencraensier coGoit -
N(R»)HC(O)R”, u R? mpencrasnser coboii Ciealkun. B apyrom BapuaHTe OCYIIECTBIEHUs
npexncraBiaeHo coeauHeHne ¢opmyael (Id) uam ero comeBatr, rumpar, Tayromep, N-OKCHI,
cTepeousoMep uau (apMaleBTUYECKH mNpuemiemas conb, rae R mpencrasnser coGoif -
NR»)HC(O)R”, u R? mnpencrasnser coboit -CHs. B pgpyroMm BapuaHTe OCYIIECTBIEHHUs
npeacrasieHo coenuHenne ¢opmyasl (Id) wnm ero combBar, ruapar, TayTomep, N-OKCHZ,
crepeousomep unM (apmaleBTUMeCKH mNpuemsiemas conb, rme R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R" npencrasnser coboii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHs
npenctaBieHo coenuHenue ¢opmynbl (Id) wam ero cosabBar, ruapar, Tayromep, N-OKCHI,
cTepeouzomMep unM (hapMmaleBTUMeCKH mpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHUs
npenctaBieHo coenuHeHue ¢opmynbl (Id) wam ero combBar, ruapar, Tayromep, N-OKCHI,
cTepeouzoMep unM (hapMmaleBTUMecKd mnpuemsemas coib, rame R! mpencrasnser coGoitl -
N(CH3)C(O)RY’, u RY npencrasnser coboii Cs.suukaoankui. B Apyrom BapHaHTe OCYILIECTBIEHUS
npenctasieHo coequHenue ¢opmynbl (Id) wam ero combBar, ruapar, Tayromep, N-OKCHUI,
cTepeonzoMep unM (apMmaleBTUMeCKd mpuemyemas coib, rme R! mpencrasnser coGoit -
N(H)SO:R'. B npyrom BapuanTe OCyIieCTBIEHHs MpeAcTaBieHo coenunenne Gopmyisl (Id) uu
€ro COJbBaT, T'MApAT, TayTomep, N-OKCHUI, CTepPeor3OoMep Wi (apMaLeBTHYECKU MpHeMiIeMast
conb, rae R! npencrasnser coboii -N(H)SO2R', u R npencrasnser coboit Cisankun. B apyrom
BapUAHTE OCYIIECTBJICHUS MpenctaBiieHo coenuHeHue Qopmynsl (Id) wmm ero combsat, ruapar,
TayTomMep, N-OKCHMJ, CTepeou3oMep MU (apMalleBTHUeCKd TNpuemnemas comb, rae R!
npencrasnser coboit -N(H)SO:RY, u RY npencrasnser coboii -CHs. B apyrom BapuaHTe

OCYIIECTBIICHUS NIpeacTaBIeHo coenunenue ¢popmysl (Id) mmm ero conbsar, ruapart, Tayromep, N-
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OKCHJI, CTEpPEOU30Mep WiIu (apMalleBTHUECKU Tpueminemas conb, rae R!' mpencrasnsier coboii -
N(H)SO:R", u RY npencrapnser coboii C3-sLUKI0ATKHIIL.

[0078] B nmpyrom BapuaHTe OCyLIeCTBIIEHUs] TpencraBieHo coenunenue Gopmyier (Id) wim ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rae m pasHsieTcss 1, n paBHserca 1, p paBHsiercss 1, u w pasHserca 1. B agpyrom Bapuanre
OCYIIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Id) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeon30oMep WK (apMaLeBTUIECKU MpHeMIIeMast COJib, Tie m paBHsieTcs 0, n paBHsETCSI

I, p paBusercs 1, m w paBHsercs 2. B 1apyromM BapuaHTe OCYLIECTBJIEHHS HNPEACTABIEHO

,
coennneHue ¢opmynsl (Id) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
dapMarieBTUYECKH TIpHEeMIIeMasl COJib, Ile m paBHsieTcst 1, n paBHsercs 1, p paBHserca 0, u w
paBHsieTcs 1.

[0079] B nmpyrom BapuaHTe OCyLIeCTBIECHMs TpeacTaBieHo coenunenue ¢opmyisl (Id) mim ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiieMasi COJb,
rae A npexacrasisier coboit C(H). B apyrom BapuaHTe OCyLIECTBIECHHS TPEICTABIECHO COSTUHEHHE
dopmyner  (Id) wmmm  ero comeBar, rHApaT, TayToMep, N-OKCHI, CTEpeou3OMep WU
(apmaueBTHUECKH IpUEMJIEMasi COJIb, rie A mpeacrasisier codoit N.

[0080] B npyrom BapuaHTe OCyLIeCTBICHHs NpeactaBieHo coeaunenue ¢opmydsl (Id) mim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOr30oMep WK (papMalleBTHYECKH MpHeMyIeMast COJIb,
rne Y npencraeiasier coboit -CH-. B nmpyrom BapuwaHTe OCYIIECTBJIEHHs TMPEACTABIEHO
coennaeHue ¢opmyisl (Id) wnm ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOU3OMEp WM
(dapmaneBTHYECKU MTpHeMIIeMasi CoJib, rae Y npencrapisieT codoi -C(O)-.

[0081] B npyrom BapuaHTe OCyLIeCTBIIEHUs] TpencraBieHo coenunenue Gopmyisl (Id) wim ero
COJIbBAT, TUAPAT, TaAyTOMEp, N-OKCHJI, CTEPEOH30oMep WiIH (hapMalleBTHYECKH MpHEeMIIeMasi COJIb,
rne R!? nmpencrasnser coboit H. B apyrom BapHaHTe OCYLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynsl  (Id) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM3OMEp WM
(apmanepTHuecku npuemsemas cob, riae R'? npencrasnser coboii Ci-sankui. B gpyrom sapuante
OCYIIECTBJICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Id) umm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeor3oMep UM (apmalleBTHUEeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B nmpyroMm BapuaHTe OCYIIECTBJICHHs MpenctaBiieHO coenuHenue ¢dopmyinbl (Id) umu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (apMalleBTHYECKH MpHEMIIeMasi COJb,
rne R'? npencrasnser coboit H. B apyrom BapHaHTe OCyLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynsr  (Id) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOH30OMEp WM

dapmanesTHUecKH pueMnemMas colb, rae R npencrasnser coboit Ci-sankuit. B apyrom BapuanTe
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OCYIIECTBJICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Id) mmm ero conbsar, ruapart, TayTomep, N-
OKCHJI, cTepeon3oMep UM (apmalleBTHYeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B nmpyroMm BapuaHTe OCYIIECTBJCHHs MpencraBiieHO coenuHenue ¢opmyinbl (Id) mmu ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rne R npencrasnser coboit H, u R npencrasnser coGoit H. B npyrom BapuaHTe oCyLIeCTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl (Id) wmm ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeousoMep MM (papMaLeBTHUeCKH Tpuemiemas coib, rae R'? nmpencrasnser coboit H, u RY
npencrasisier coboit Crsankmi. B npyrom BapuaHTe OCYINECTBJICHHS MPEACTABICHO COSTUHEHUE
dopmynsl  (Id) wmnmm  ero combBar, rTHApAT, TayTOMep, N-OKCHUI, CTEPEOM30OMEp WM
dapmanesTuuecku npuemnemas coinb, rae R npencrasaser coboit H, u R'? npexncrasnser coboii -
CHs. B npyrom BapuaHTe OCYLIECTBJIEHHs NpencraBiieHo coenuHenue ¢opmyisl (Id) wmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne R'? mpencrasnsier coboii Cieamkun, u R mpencrasnser coboit H. B apyrom Bapuante
OCYLIEeCTBJIEHHs peAcTaBieHo coenuHenne Gopmynsl (Id) unm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku mpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs, u RY npencrasnser coboii H. B apyrom BapuaHTe OCYLIECTBIEHMS IIPENCTABIEHO
coenunreHue ¢opmyisl (Id) wnm ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOU3OMEp WJIH
dapmanesTHUeCKH TpHeMieMas conb, rae R'? npencrasnser coboit Cisankun, 1 R npencrasnser
coboii Cisankun. B npyrom BapuanTte OCyLIeCTBIIEHHs MpeAcTaBlieHO coennHeHne Gopmyier (Id)
WK €r0 COJIbBAT, THApAT, TayToMep, N-OKCU, CTepeor3oMep win (hapMarieBTHUECKH TpHeMiIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u RY npencrasnsier co6oii -CHs.

[0082] B npyrom BapuaHTe OCyLIeCTBIIEHUs] TpencraBieHo coenunenue opmyisl (Id) wim ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUEMIIEMasi COJIb,
rne R* nmpencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunm,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Caorerepormknoankini, Ce.10apun Uim
Ci.orerepoapun, thne Csguukioankwi, Cr.orerepoumkinoankm, Cs.ioapun win Ci.oreTepoapuit
HeoOs3aTenbHo 3amemensl 1 umu 2 R B gpyrom BapuanTe oCylecTBIEHHs MpENCTAaBIEHO
coenunenue Gopmynbl (Id) umm ero compBar, rumpar, Tayromep, N-OKCHI, CTEpPEOU3OMEpP WIIH
dapmanesTuuecku npuemnemasi conb, rae R* mpencrasnser coboii ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenankun, -C(O)NR®R®, Cs.suuknoankun, Ci.orerepormknoankun um Ci.
orerepoapu, rae Crorerepounkioankui win Crorerepoapus HeoOs3aTeIbHO 3aMelneHbl 1 i 2
R B napyrom BapuaHTe ocCyllecTBjeHHsl TpencTaBjieHo coenuHenue dopmynbl (Id) umu ero

COJNBBAT, TUAPAT, TayTOMep, N-OKCHA, CTEepeon3oMep N (papMaleBTHUECKH MpUeMiIeMasl COJb,
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rne R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPECTABIECHO
coenunenue Gopmynsl (Id) umm ero compBar, rumpar, Tayromep, N-OKCHI, CTEPEOU3OMEpP HWIIH
dapmanepTuuecku npuemsemas conb, rae R mpemcrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJICHUS MpeacTaBiIeHo coenunenue ¢popmysl (Id) mmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (papMalleBTUYECKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci.
cTaJIOTeHANKII. B npyrom BapuaHTe OCyIIECTBJIEHHUS NpeAcTaBieHo coenuHeHue (opmyier (Id)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep Win (hapMalieBTHUECKH IpreMiIeMast
conb, tae R* mpencrasaser co6oii -CF3. B apyroM BapuaHTe OCYLIECTBJIEHHs MPENCTABIECHO
coennneHue ¢opmynsl (Id) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanesTuuecku npuemnemas cojb, rae R* mpeacrasnser coboit -N(H)-Ci.sankun-CO,H. B
APYyroM BapHaHTE OCYINECTBIIEHHs NpenacTaBieHo coenuHeHue ¢opmynsl (Id) umm ero conbsar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep Miu (papMalleBTHYeCKM Mpuemnemas coib, rae R*
npeacrasisier coboit -N(H)CH,CO;H. B napyrom BapuaHTe OCYINECTBJCHHUS MPEICTABICHO
coenuHenue ¢opmynel (Id) mnm ero compBar, ruapar, TayTomep, N-OKCHI, CTepeOH3OMep WU
dapmanesTHuecku npuemiemMas colnb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BApUAHTE OCYILECTBJECHUS NpenacTaBieHo coenuHeHue ¢opmyinsl (Id) mnmm ero comeBat, ruuppar,
Tayromep, N-OKCH, cTepeousomep WM (apMaleBTHUeCKu mpuemuemas comb, rae R*
npenctasisier codoit -N(H)CH>CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennnrenue ¢opmyisl (Id) wnmm ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanesTuuecku mpuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUAHTE OCYIIECTBJICHUS MpencTasiieHo coenuneHue (opmyinsl (Id) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasisier codoii -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIIEHUS MPEICTABICHO COSIUHEHHE
dopmynsr  (Id) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOH3OMEp WM
(apmanepTuuecku npuemsemMasi coib, rae R mpencrasnser coboii Cs.suukioankui. B apyrom
BapUAHTE OCYIIECTBJICHUS MpencTasiieHo coenuneHue Qopmyinsl (Id) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeou3omep WM (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npexcrasnser coboit -OR’. B gpyrom BapuaHTe OCYyIIECTBJIEHHS MPEICTABIEHO COEIHHEHHE
dopmynsr  (Id) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM
dapmanesTHUecKH pueMnemasi colb, rae R* npexcrasnsier coboii -OR’, u R’ npencrasser coboii
He3zamereHHbld  Cs.guuknoankun i Ce.j0apuii, HEOOs3aTeIbHO 3aMEINEHHBbI rajoreHoM. B
APYyroM BapHaHTEe OCYINECTBIIEHHs TpenacTaBieHo coenuHeHue ¢opmynsl (Id) mmm ero conbsar,

ruapat, Tayromep, N-OKCHJ, CTepeoM3oMep MM (hapMaleBTHYECKH Npuemnemas conb, rae R*
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npencrasisier coboit -OR’, u R” npexcrasnser coboii nesamemmennblii C3.s1uka0ankui. B apyrom
BapHAaHTe OCYLISCTBJICHUsI MpenctasiieHo coenuneHue Gopmyssl (Id) wim ero conmbsat, rumpar,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasnser coboit -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEeHHbIH
rajJloreHoM. B mpyrom BapmaHTe OCYINECTBJIEHUs NpencTaBieHo coenuHeHue Gopmynsl (Id) mmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHJ, CTepeon3oMep WM (apMaleBTHUECKH NpHeMIIeMast
conb, tae R* mpencrasnser coboit -OR’, u R’ mpencrasiser coboii (eHus, 3aMeIleHHbI
rajjoreHoM. B mpyrom BapuaHTe OCYINECTBJIEHUs INpencTaBieHo coenuHeHue Gopmynsl (Id) mmm
€ro COJIbBAT, TMIpPAT, TayTomep, N-OKCHJ, CTepeon3oMep WiM (apMaleBTHUECKH NpHeMIIeMast
conb, rae R* npencrasaser coboit -OR’, u R’ mpencrasnser coboit ¢penun, 3amemennsiii -Cl. B
APYyroM BapHaHTE OCYINECTBIIEHHs NpenacTaBieHo coenuHeHue ¢opmynsl (Id) umm ero conbsar,
rupat, TayTomep, N-OKCHJ, CTepeou3oMep WiH (apMaleBTHUeCKHM Tpuemnemas coib, rae R*
npencrapser coboii Cr-oreTepoLUKIOanKu, Heobs3aTenbHo 3amernennbii 1 um 2 R, B npyrom
BApUAHTE OCYINECTBJIEHMS NpenacTaBieHo coenuHeHue ¢opmyinsl (Id) mnmm ero comeBat, ruuppar,
TayTomep, N-OKCHMJ, cTepeou3omep WM (apmaleBTHYeCKd mpuemyiemas coib, rae R*
npenacTaBisier co0oi HesaMeleHHbIH C.oreTepoLMKIOanKI. B 1pyrom BapuaHTe OCyLIeCTBICHUS
npezacrasieHo coenuHenue ¢opmyabl (Id) wnm ero comeBar, ruapar, TayTomep, N-OKCHZ,
cTepeonzomMep unM (apmaleBTUYECKH Npuemsiemas coib, rae R* mpencrasmser coboit Co.
oreTepOLMKIOANKUI, 3amemenHbii 1 ummu 2 RY B apyrom BapuaHTe oCyLieCTBIEHHUS
npencraBieHo coenuHenue ¢opmynbl (Id) wam ero combBar, ruapar, TayTomMep, N-OKCHI,
cTepeouzomMep unM (hapMmaleBTUYECKH Npuemsiemass coib, rae R* mpencrasmsier cobGoit Ca.
sTETePOLMKIIOANKU, Heobs3aTenbHo 3aMemneHHbii 1 uwmu 2 R, rme Casrereponmkioankun
npeAcTaBsieT COO0M MOHOLMKINYECKUH TeTePOLUKIIOANKNAT, BBIOPAHHBIA W3 MUPPOIHINHA,
NUMNepUIrHa, nunepasuHa U MopdonmHa. B apyroMm BapuaHTe OCYLIECTBICHHS IPENCTABJIEHO
coenunenue (opmynbl (Id) unm ero compBar, rumpar, Tayromep, N-OKCHI, CTEPEOU3OMEDP WIIH
(apmanepTuueckn npuemsiemas comb, rme R mpencraenser coboii  Cs.oreTepolUKIOaIKIIIL,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeacTasiser coboii
OMLIMKIIMYECKU TeTEepOLHKIOANKWI. B apyrom BapuaHTe OCYIIECTBJICHUS IPENCTaBICHO
coennaeHne ¢opmynsl (Id) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
(apmanepTuuecku npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepoLUKIOaKIIL,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepomuknoankun mpeacTasiser coboii
CIMPOLMKIIMUECKUH TeTepOLUKIOANKII. B OpyromM BapHaHTe OCYINECTBJICHHUS IPENCTABJICHO

coennnaeHne ¢opmynsl (Id) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
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IPYroM BapHaHTe OCYINECTBIEHHUsI MpencraBieHo coemunenue ¢opmyinbl (Id) unm ero cosnbaar,

S E_N: >
dapmauesTuuecku mnpuemneMas comb, rae R mpencrasaser coboii <:|,

, u
ruipar, Tayromep, N-OKCHJ, CTepeou3oMep HiH (apMalleBTHUeCKM Mpuemiemas coib, rae R*
npencrasnsger coboii CioreTepoapun, HeoOs3aTenbHO 3amemeHHbli 1 mmum 2 R% B apyrom
BapHAHTE OCYINECTBICHUSI TpenacTaBieHo coenunHeHue ¢opmyisl (Id) wnm ero conbsat, rumpar,
Tayromep, N-OKCHJ, cTepeousomep Wi (apMaleBTHUeCKd mpuemiemas comb, rae R*
npeacraBisier cobol HesamewmeHHb Ci.orerepoapui. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHenue ¢opmynbl (Id) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeouzomep unM (hapMmaleBTUUEeCKH Npuemsiemass coib, rae R* mpencrasmser cobGoit Co.
oreTepoapui, 3amemenselii 1 wnu 2 R B gpyrom BapuanTe oCyLIeCTBIEHHs NpEACTaBICHO
coenqunenue ¢opmynsl (Id) unm ero compBar, rumpar, TayroMep, N-OKCHI, CTEpPEOU3OMEpP HWIIH
(apmarnesTHuecku npuemsemMas cob, riae R* npencrasnser coboit Ca.oreTepoapu, HEOOS3aTENbHO
3amermennbiii 1 umu 2 R, rne Cr.oreTepoapun Beibpan u3 muppona, gpypaHa, THo(eHa, THAa30a,
nMpas3oja, OKCcas3oya, OKCaauasoyia, THAAHA30Jia, MUPHIAMHA, NMUPUMHAMHA, MUPa3WHA, HWHAOJNA,
Oensoruodena, Oensodpypana u uMHUAa3ONUpUANHA. B IpyromM BapwaHTe OCYLIECTBJICHHS
npencraBieHo coenuHenue ¢opmynbl (Id) wam ero comeBar, ruapat, TayToMep, N-OKCHUI,
N

]

cTepeonzomep MM (apMaleBTUYeCKH MpuemseMas coib, rae R* mpencrasnser coGoit S
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B npyrom Bapuante
OCYIIECTBJICHUS TIpeACcTaBIeHo coenunenue ¢popmysl (Id) mmm ero conbsar, ruapart, Tayromep, N-
OKCHUJI, cTepeousoMep uau (apMalieBTUYECKU MpHeMiemasi collb, rae R° mpencrapnser coboit H,
CN, ranoreH, Cicankun, Ci.eramoreHankun unu CierajoreHankokcu. B agpyrom BapuanTte
OCYLIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Id) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, cTepeousomep unu papMaLeBTHUECKH TTprueMieMas colb, rae R npexncrasnser coboii H. B
APYyroM BapHaHTE OCYINECTBIIEHHs NpenacTaBieHo coenuHeHue ¢opmynsl (Id) mmm ero conbsar,
ruzipar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYeCKHM MpHeMiemas cojb, rae R’
npencrasisier coboii -CN. B apyrom BapuaHTe OCYIIECTBJICHUS MPENCTABICHO COSTUHEHUE
dopmynbl  (Id) wmnm  ero combBar, THApAT, TayTOMep, N-OKCHUZI, CTE€PEOM30OMEp WM
(apmanesTHuecku TpueMieMas colb, rae R’ mpencrapisier coboii ranoren. B apyrom BapuaHTe
OCYLIECTBJIEHHs NpeAcTaBieHo coenuHenne Gopmysl (Id) umm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep HiiH (apMaleBTHIeCKH mpuemieMas conb, rae R npexcrasnser coboii -Cl.
B npyrom BapmaHTe OCyLIeCTBJIEHHs NpeacTaBieHo coenuneHue ¢popmyiel (Id) mmm ero conbsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep i (GapMalleBTHUECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -F. B nmpyrom BapuaHTe OCYINECTBIEHHUS MPENCTABICHO COEHUHEHHE
dopmynbl  (Id) wnm  ero combBar, THApAT, TayTOMep, N-OKCHI, CTEPEOH30OMEp WM
dapmanesTHUEeCKH TIpHUeMIIeMas colb, rae R npexcrasnser coboii Cr.cankit. B apyrom sapuanTe
OCYLIECTBJICHUS TIpeacTaBjieHo coenunenue ¢popmybl (Id) umm ero conpsar, ruapart, TayTomep, N-
OKCHJI, CTepPeou3oMep Wiu (papMalleBTHUECKU TpHeMieMas conlb, rae R° mpencrasiser coboii -
CHs. B nmpyrom BapmaHTe OCYINECTBJICHHUs MpenctaByieHo coenuHeHune (opmynsl (Id) wmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUEMIIeMasi COJb,
riae R® npencrapnsier coboii Ci.sranoreHankui. B pyroM BapuaHTe OCyLIECTBIEHHUs MIPENCTABIEHO
coennaeHne ¢opmynsl (Id) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
dapmanesTHueckn Tpuemiaemas coib, rae R mpencrasmser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Id) umm ero conpsar, ruapart, TayTomep, N-
OKCHJI, CTEPEOU30MEp UM (papMalleBTUYECKH MpuemiemMas colb, rae R® mpencrasnser coboii Ci.
6TJIOTEHANIKOKCH. B npyrom BapuwaHTe OCyIIECTBICHHS NpeAcTaBieHo coenuHenne gopmyisl (Id)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep Wwin (hapMalieBTHUECKH preMiIeMast
conb, rae R° mpexncrasnsier coboit -OCF3. B 1pyroM BapHaHTe OCYIIECTBIEHMS MPENCTaBIEHO

coennaeHne ¢opmynsl (Id) wnmm ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOHU3OMEp WIIH
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dapmanepTuuecku mpuemnemas conb, rae R® mpencrasnser coboii H. B apyrom BapuaHTe
OCYIIECTBJICHUS MpeacTaBieHo coenunenue ¢popmysl (Id) mmm ero conpsar, ruapart, Tayromep, N-
OKCHJ, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser cobGoit
rajioreH. B npyrom BapuaHTe OCYINECTBJIEHHUs MpencTaBieHo coenuaenne Gopmyusl (Id) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep WiH (apMaleBTUUECKH MpHEMIIeMasl COJb,
rae R® npencrasnsier co6oit -Cl. B apyroM BapuaHTe OCYIIECTBIEHUS MPEACTABIECHO COEIHHEHUE
dopmynsl  (Id) wmmm  ero combBar, THApAT, TayTOMeEp, N-OKCHZI, CTEPEOH30OMEp WM
dapmanesTuuecku npuemiemas conb, rae R® mpencraenser coboit -F. B apyrom BapuanTe
OCYILIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Id) umm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30Mep MM (apMalleBTUYECKH NMpuemieMas coib, rae R® npencrasnser co6oii Ci.
cANIKUJI. B npyroMm BapmaHTe OCyLIECTBJIEHHUs NpeacTaBleHO coenuHeHue (popmyunsl (Id) umm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne R® npencrapnser coboii -CHs.

[0083] B mpyrom BapuaHTe OCYINECTBJCHMS NpeAcTaBieHO coenuHenue Gopmyibl (I), koTopoe

XapakTepu3yercs: CTpyKTypoit ¢popmysl (Ie),

RG
Y. q m
R4 AN 0
@5\ MM
Z
R'2 13 P n IN
R N
R5 N

R1
dopmyna (le),

e

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R;

R? npencrasnser coboii H unu Ci-6aku;

Y npencrasnsier codoit -CHa- wm -C(O)-;

Z mipencTasiser coboit -S-, -O- umu -N(R*)-;

R* mpencrasnser coboit H, ramoren, -OR’, Cisanxun, Ci-sankun-OH, Cisanxenun, Ca-
cankuHmI, Ci.eramorenankmwi, -O-Csguuknoankmwi, -0-Cssuuknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-oreTepOLMKIOaNKIL, -
Cisankun-Cr.orerepormkioankun, Cs.ioapui, Ciorerepoapui, rae Cs.suuknoankun, Co.
orereporukyioankuy, -Cieankun-Cr.orerepoumknoankui, Ce.r0apun,  Ciorerepoapu

Heobs3aTenbHO 3amemensl 1w 2 RM;
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R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankui, Cisranorenankui, C).raJoreHaaKoKCH
Wi peHun,

R® npencrasnser coboit H, ranoren uu C-6aJIKui;

R’ npencrasnsier coboit H, Cireankun, Cigranoresankun, Cssuuknoankun, —Co.
orereporukioankui, Cs.1papun wnu Cr.orerepoapud, rae Ca.orerepouunkiioankui, Ce-10apui
unu C.oreTepoapun Heobs3aTenbHO 3amemenb 1 uau 2 RY;

kaxaeiii R® u xaxnaeii R’ nesapucumo Bbiopansl u3 H u Creankuna, uiu R® u R® Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TIPUCOEAMHEHBl, OOBEOUHEHbI C O00pa30BaHHEM
reTePOLMKIIOATKUIBHOTO KOJIbIIA;

R' npencrasnster coboii H, ranoren uiun Ci-6anku,

R" npencrasnser coboit H unu Cr-sankun;

kaxnapiii R' HesaBucumo Buibpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranorenankuna, Ci-
sankokcy, -Creankun-OH, Cs.suuknoankuna, -CO2R®, -C(O)NRPR’, -C(0)-Ci.cankuna, -
C(0)-Ci-sanxun-OH, -SO,-C1.sankuna, -N(R*)SO2-C1.sankuna u -N(R¥)C(0)-C1.sankuna;

RY npencrapnser coboit Ci-sankui umu C3-sHUKI0aNKUI;

R npencrapnser coboit Ci-sanku umu C3-sHUKI0aNKII;

R? npencrasnsier coboit H umu C-6ankur;

n paBHsiercs 0 wim 1

m paBHsiercs 0 unu 1,

p paBusiercs 0, 1 unu 2; u

q pasusiercs 0, 1 unu 2,

WIA €ro COJbBaT, TUApaT, TayToMmep, N-OKCHa, crepeousomep WM (apMaleBTHUECKH

npuemieMasi Colb.

[0084] B npyrom BapuaHTe OCYLIECTBJIEHUs MpPENCTaBIeHO coenuHenue ¢opmyibl (Ie) wmm ero

CONBBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,

rae R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYyIIECTBIEHHs MPENCTaBIEHO

coenuHeHne ¢opmyinel (le) mnm ero combBat, TUApar, Tayromep, N-OKCHJI, CTEPEOH3OMEp WU

dapmanesTuuecku npuemnemas coib, rae R! mpencrasnser coboit -N(R?)C(O)R'Y, u R?

npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHS MPENCTABICHO COeTUHEHNE (POPMYITBI

(Ie) mnm ero combBaT, rUApaT, TayTomMep, N-OKCHI, CTepeou3oMep WiIH (papManeBTUIECKH

npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u R npencrasaser coboii Ci-

¢aJIKWIL. B npyroM BapuaHTe OCyLIECTBIIEHUS MpPEACTaBlIeHO coexnHeHue ¢opmyinel (le) nmm ero

COJNBBAT, TUAPAT, TayToMep, N-OKCHA, CTepeon3oMep Wiu (papMaleBTHUECKH MpUeMIIeMasl COJb,
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rae R! npencrasnser co6oii -N(H)C(O)RY, u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ie) wim ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30Mep WM (apMalleBTHUECKU TpueMinemas conb, rae R' mpencrasnsier coboii -
NH)C(O)RY, u R'® npencrasnsier coboii Cs-suuknoankua. B ApyroM BapHaHTe OCYIIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (le) wim ero combBar, rHIpar, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
NR?)C(O)RY”, u R? npencrasnsier coboii Cieankuia. B ApyromM BapuaHTe OCYIIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (le) wim ero combBar, rHIpar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemsemas conb, rme R!' mpencraensier coGoit -
NR*)HC(O)R”, u R? mpencrasnser coboii -CH;. B 1apyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHeHue ¢opmynbl (le) win ero combBar, rHxpar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaueBTHYECKH mNpuemyemas conb, rme R' mpencraenser coGoil -
N(CH3)C(O)R", u R' mpencrasnser coboii Cicankuid. B apyromMm BapuaHTe OCYILIECTBIEHHS
npexncraBieHo coeauHeHne ¢opmyabl (Ie) wnm ero combBar, ruapar, Tayromep, N-OKCHI,
cTepeousoMep WM (apMaleBTHUECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHs
npezacraBieHo coenuHeHue ¢opmyabl (Ie) wim ero conmbBaT, ruxpar, TayTomep, N-OKCHZ,
crepeouzomep unu (apmaleBTUYeCKH mNpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)RY, u RY npencrasnser coboii Cs.suukaoankun. B Apyrom BapuHaHTe OCYIIECTBICHUS
npencTaBieHo coemuHeHue ¢opmynbl (Ie) wiu ero conbBar, rHapar, TayToMep, N-OKCHUI,
cTepeouzoMep unM (hapMmaleBTUMecKd mpuemsemas coib, rme R! mpencrasnser coGoit -
N(H)SO:R'. B npyrom BapHaHTe OCYLIECTBIEHHs MPENCTaBIeHO coenuHenue dpopmynsl (Ie) um
€ro COJIbBAT, T'MApAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (papMaLeBTHYECKU MpHEeMIeMast
conb, rae R! npencrasnser coboii -N(H)SO:R', u RY npencrasnser coboit Cisankun. B apyrom
BapUAHTE OCYIIECTBJICHUS NMPEIACTABIEHO coenanHeHue ¢opmyibl (le) uiam ero conbBaT, THApAT,
TayToMep, N-OKCHJ, CTepeou3oMep MU (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npenctasnser coboit -N(H)SO:RY, u RY npencrasnser coboit -CHs. B apyrom BapuanTe
OCYIIECTBJICHUS TIPEJCTaBIeHO coenuHenue ¢popmysl (Ie) win ero conbpar, ruapar, TayTomep, N-
OKCHJI, CTepeou3oMep Wiu (apMalleBTHUECKU Tpuemiuemas conb, rae R! mpencrasnsier coboii -
N(H)SO:RY, u RY npencrapnser coboit C3-sLUKIOATKHIIL.

[0085] B npyrom BapuaHTe OCYLIECTBJICHHUs MPENCTaBiIeHO coenuHenue dopmyisl (Ie) wim ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMJIeMasi COJib,

rae m pasHsercs 1, n pasHsierca 1, q pasmsiercs 1, m p pasusiercs 1. B gpyrom Bapuante
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OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ie) win ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep uin (papMaleBTUYECKH MpremMiieMasi CoJib, e m paBHsieTcst 0, n paBHSIETCS

I, q paBusiercs 2, u p paBHsercs 1. B apyrom BapuaHTe OCYLIECTBJIEHHs IIPENCTABIECHO

,
coennaeHne ¢opmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep HIIH
bapmarieBTHUECKH TIpUeMIIeMasi COJIb, TA€ m paBHseTcs 1, n paBusiercsa 1, q pasusierca 0, u p
paBHsieTcst 2. B npyrom BapuaHTe OCYIIECTBJICHHs MPEACTaBlIeHO coenuHeHue Gopmydsl (le) mmm
€ro COJIbBAT, TMIpPAT, TayTomep, N-OKCHJ, CTepeon3oMep WiH (apMaleBTHUECKH NpHeMIIeMast
conb, TA€ m paBHsiercs 1, n pasHsieTcst 1, q paBHsercsa 1, u p pasnsiercsa 0. B apyrom Bapuante
OCYIIECTBJIEHUS TIPEICTaBICHO coenuHeHue ¢popmynl (Ie) win ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep UM papMalieBTUIECKH ITpuemMiieMas Coiib, rne m pasHsercs 0, n paBHseTCs
0, q paBHsieTcs 2, U p paBHsieTcs 1.

[0086] B npyrom BapuaHTe OCYLIECTBIIEHHs MpeACTaBieHO coenuHenue (opmyinsl (Ie) mmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne Y mnpencraBiser coboii -CHz-. B ppyrom BapuaHTe OCYLIECTBICHHS TPENCTaBICHO
coenuHeHue ¢opmyinel (Ie) mim ero conbBat, TUApaT, TayToMep, N-OKCHJI, CTEpPEeOH3OMep WU
(dapmaueBTHUECKH pUeMIIeMasi couib, rae Y npeacrasisier coboit -C(O)-.

[0087] B npyrom BapuaHTe OCYLIECTBJIEHHs MpeACTaBieHO coenuHenue (opmyinsl (Ie) mmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOr30oMep WK (papMalleBTHYECKH MpHeMyIeMast COJIb,
rae Z mpencraBisieT coOoit -S-. B apyrom BapuaHTe OCYIIECTBJICHHs MPEICTABIEHO COEIUHEHHE
dopmynsl  (Ie) wmm  ero cosmbBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmaneBTHUECKHU TpHeMJieMasl coib, rae Z npexacraBiser cobor -O-. B npyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenuuenue ¢popmynl (Ie) wiu ero conbBar, ruapar, TayTomep, N-
OKCHJ, CTepeou3oMep Wi (papMaleBTHYECKU NMpHeMJIeMas COJib, T1e Z TpeacTaBisieT coOoi -
N(R?®)-. B npyrom BapHaHTe OCYILIECTBIEHHs TPEeICTaBlIeHO coenunenue dpopmynsl (Ie) umu ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOr3oMep WiH (hapMalleBTHYECKH MpHEeMIIeMasl COJIb,
rne Z mnpexacraeisier coboit -N(H)-. B papyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coennaeHne Gopmyisl (le) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTepeoHU3OMep HIIH
(dbapmanieBTHYECKU NIpHEeMIIEMasi COJib, rae Z npenctasisier codoit -N(CHs)-.

[0088] B npyrom BapuaHTe OCYLIECTBJIEHUs MpPENCTaBieHO coenuHenue ¢opmyisl (Ie) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (apMalleBTHYECKH MpHEMIIeMasi COJb,
rae R!? npencrasnser coboit H. B apyrom BapHaHTe OCYLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynbr  (Ie) wmm  ero conpBaT, THApAT, TayToMep, N-OKCHUI, CTEPEOM30OMep WU

dapmanesTHUeCKH pueMnemMas colb, rae R1? npencrasnser coboit Ci-sankut. B apyrom BapuanTe
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OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ie) win ero conpsar, ruapar, Tayromep, N-
OKCHJI, cTepeon3oMep UM (apmalleBTHYeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B nopyrom BapmaHTe OCYIIECTBIIEHUS! MpeacTaBiieHo coenuHeHue (opmynsr (Ie) miu ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rae R'? npencrasnser coboit H. B apyrom BapHaHTe OCYLIECTBJIEHHUs MPEACTABICHO COEIUHEHUE
dopmynsl  (le) wmimm  ero compBaT, rHApar, TayToMep, N-OKCHA, CTepeousoMep WU
(apmanesTUUecku npuemnemas coib, rae R npencrasnser coboit Cr-sankun. B apyrom sapuanTe
OCYIIECTBJIEHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ie) win ero conpsar, ruapar, TayTomep, N-
OKCHJI, CTepeon3oMep MM (apmalleBTHUeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B ngpyrom BapmaHTe OCYIIECTBIIEHHUS! MpeacTaBiieHO coenuHeHue (opmynsl (Ie) unu ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rae R npencrasnser co6oii H, u R" npencrasnser co6oit H. B npyrom BapuaHTe oCyLIECTBIEHHUS
npencraBieHo coeauHeHne ¢opmynsl (Ie) wnm ero combBar, ruapar, TayTomep, N-OKCHI,
cTepeonzomep M (papmaleBTHUECKH mpuemseMas conb, rae R'2 mpencrasnser coboit H, u R
npencrasisier coboit Crsankmi. B npyrom BapuaHTe OCYINECTBJICHHS NMPEACTABICHO COSTUHEHUE
dopmysnbl  (Ie) wmm  ero combBaT, TrHApaT, TayToMep, N-OKCHA, CTepeousoOMep WU
dapmarnepTuuecku npuememMas coib, rae R'2 npencrasnser coboii H, u R'? npencrapnser coboii -
CH;. B nmpyrom BapuaHTe OCYLIECTBJICHHUsI MpencTaBieHO coeauHeHue ¢opmynsl (le) wnmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MPUEMIIEMasi COJIb,
rne R'? mpencraenser coboit Cieankun, u RY mpencrasnser coboit H. B mpyrom BapuanTe
OCYILIECTBJIEHHS TIPEACTaBIeHO coennHenne GopmyJnl (Ie) unum ero conpBar, ruapar, Tayromep, N-
OKCHJI, cTepeon3zoMep unu (apmaleBTHUeCKu mpuemieMas cojb, rae R!? mpencrasnser coboii -
CHs;, u RY mnpencrasnser coboit H. B apyrom BapHaHTe OCYIIECTBIEHHsS IPENCTABIEHO
coenuHenue ¢popmyibl (le) wim ero cojbBatT, TUApAT, TayToMep, N-OKCHI, CTEpPeoH3OMep HIn
dapmanesTHUecKH pueMieMas conb, rae R'? npencrasnser coboii Cisankun, u R npencrasnser
coboii Cisankun. B mpyrom BapuaHTe OCYIIECTBJIEHUS MPENCTaBICHO coenuHeHue gopmysl (Ie)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCUA, CTepeon3oMep win (hapMaleBTHUECKH TpHeMiIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u R npencrasnsier coboii -CHs.

[0089] B npyrom BapuaHTe OCYLIECTBJICHUs MpPENCTaBieHO coenuHenue ¢opmyisl (Ie) wim ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJib,
rae R* npexcrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisanxun-CO>H, Ca.sankunu,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Ca.orerepormknoankii, Ce.10apun uim

Ci.orerepoapun, thoe Cssuukioankwi, Ci.orerepoumknoankt, Ce.ioapun win Ci.oreTepoaput
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HeoOs3aTenbHo 3amemensl 1 uma 2 R B mpyrom BapuanTe ocyluecTBieHHs MpenCTaBIEHO
coennaeHne ¢opmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
dapmauesTuuecku mpuemnemasi conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R’, Cs.suuknoankun, Cs.oreteporuknoankun um Ci.
orerepoapm, rae Cr.orereporukioankui uin Ci.oreTepoapui HeoOs3aTeNnbHO 3aMelienbl 1 wim 2
R B apyrom BapuaHTe OCyINECTBI€HHs MNpeCTaBlIeHO coeauHenue (opmyinl (Ie) umu ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOn30oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rne R* mnpencraenser coGoif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPENCTaBIECHO
coennneHue ¢opmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
(apmanepTHueckn npuemsiemass conb, rme R npencrasnser coboii -Cl. B mpyrom BapuaHTe
OCYIIECTBIIEHHS TIPeNICTaBIeHO coenuHenne Gopmyiel (Ie) mnu ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEpPeou3oMep uau (papMalleBTHIeCKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci-
cTAJIOTEHAJKIII. B npyroM BapmaHTe OCYINECTBIEHMS MPENCTaBlIeHO coenuHeHue (opmyisl (Ie)
WIN €r0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep WK (apMaleBTHUECKH IpHeMiIeMast
comb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenuHeHue ¢opmyinel (Ie) mnmm ero conbBat, TUApAT, TayToMep, N-OKCHI, CTEpPEOH3OMep HWIN
dapmanepTuuecku npuemnemas comb, rae R* mpencrasnser co6oit -N(H)-Ci.sankun-CO,H. B
APYyroM BapHaHTE OCYINECTBIIEHHUS MpeacTaBieHo coenuHeHue (opmyinbl (Ie) umm ero combsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coennaeHue ¢Gopmyisl (Ie) umm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep HIIH
dapmanesTHuecku npuemiemMas conb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BApUAHTE OCYIIECTBJICHUs INMPEINCTABIEHO coenanHeHue ¢opmyibl (Ie) wim ero conbBaT, THApAT,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUecKd mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennaeHne ¢opmynsl (Ie) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
dapmanepTuuecku npuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BApUAHTE OCYIIECTBJICHUS IMPEICTABIEHO coenanHeHue ¢opmyibl (le) wim ero conbBaT, THApAT,
Tayromep, N-OKCHJ, cCTepeou3omep Wi (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npencrasisier codoli -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIEHUS MPEICTABICHO COSAUHEHHE
dopmynsr  (le) wmmm  ero compBaT, TrHApaT, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanepTuuecku npuemsemMasi coib, rae R mpencrasnser coboii Cs.suukioankui. B apyrom

BapUAHTE OCYIIECTBJICHUS IPEINCTABIEHO coeanHeHue ¢opmyinbl (le) wiam ero conbBaT, THApAT,
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Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npexcrasnser coboit -OR’. B 1pyrom BapuaHTe OCYIIECTBJIEHHS MPEICTABIEHO COEIHHEHHE
dopmynsr  (Ie) wmimm  ero compBaT, rHApaT, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanesTUUecKu pueMnemasi colb, rae R* npexncrasnsier coboii -OR’, u R’ npencrasnser coboii
HezameteHHbld  Cs.guukimoankmn win Ce.j0apuii, HEOOs3aTeIbHO 3aMEINEHHBbIH rajoreHoM. B
APYyroM BapHaHTE OCYINECTBIIEHHUS NpencTaBieHo coenuHeHne (Gopmyinsl (Ie) umm ero combsart,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MM (apMalleBTHYeCKM MpHemuemas coib, rae R*
npencrasnsier coboit -OR’, u R” npexacrasnser coboii Hesamemennblii C3.s1uka0oankun. B apyrom
BapUAHTE OCYIIECTBJICHUs IPEICTABIEHO coeanHeHue ¢gopmyinbl (le) winm ero combBaT, THApAT,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd npuemiemas comb, rae R*
npencrasnser coboii -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEHHbIH
raJjoreHom. B npyrom BapmaHTe OCYLIECTBJIEHHs MPENCTaBIeHO coenuHeHue ¢opmyinsl (le) mm
€ro COJbBAT, TMApAT, TayToMep, N-OKCHUZ, CTepeor3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencraBnser coGoit -OR’, u R’ mpencrasnsier coGoii (eHMn, 3aMeleHHbIi
rajJjoreHoM. B npyrom BapuaHTe OCYLIECTBJCHMs MpeAcTaBieHO coenuHenue Gopmyinsl (Ie) umm
€ro COJbBAT, TMAPAT, TayTOMep, N-OKCHA, CTepeor3oMep WM (apMaLeBTHYECKH MpHeMIIeMast
conb, Tne R* mpencrasnser co6oii -OR’, u R’ npencrasnser coboii denun, samemennsiii -Cl. B
APYyroM BapHaHTE OCYINECTBIIEHHUS MpeAcTaBieHo coenuHeHue (opmyinbl (Ie) umm ero conbsar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMalleBTHUeCKM Mpuemuemas coib, rae R*
npencTasiser codoit Cr.oreTepoLUKIOaIKIII, Heo0s3aTe bHO 3aMemenHbli 1 umu 2 R B npyrom
BapUAHTE OCYIIECTBJICHUs MPEACTABIEHO coeanHeHue ¢opmyinbl (Ie) wim ero conbBaT, THApAT,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npeacTasisier co0oi HezaMereHHbIH C2.oreTepOLMKIOaNKII. B 1pyrom BapuaHTe OCYIIECTBICHUS
npencraBieHo coenuHeHue ¢opmynbl (le) wim ero combBar, rHApaT, TayToMep, N-OKCHUI,
cTepeonzomMep unM (apMmaleBTUYEeCKH Npuemsiemass coib, rae R* mpencrasmser cobGoit Co.
oreTepOLMKIOANKUI, 3amemenHbii 1 ummu 2 RY B npyrom BapuaHTe oCylLiecTBIEHHUS
npencTaBieHo coemuHeHue ¢opmynbl (le) wim ero conbBar, rHApaT, TayToMep, N-OKCHUI,
cTepeouzomMep uIM (hapMmalleBTUYeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Ca.
sTETePOLUKIIOANKU, Heobs3aTenbHo 3amemneHHbii 1 uwmu 2 R, rme Casrereponmkxioanxun
npeAcTaBsieT coO0M MOHOLMKINYECKUH TeTePOLMKIIOANKNAT, BBIOPAHHBIA W3 MUPPOJIHINHA,
NUMNepHIrHa, NunepasuHa U MopdomuHa. B apyroMm BapuaHTe OCYLIECTBICHHS IPENCTABJIEHO
coennaeHne ¢Gopmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTePeoHU3OMep WM

dapmanepTuuecku npuemiemas comb, rme R mpencrapnser coboii  Cs.oreTepoLUKIOaIKKIIL,
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HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpefcTasiser coboii
OMLMKIMYECKUH TeTEepOLUKIIOAKAI. B JApyroMm BapuaHTe OCYIIECTBJICHUS TMPEACTABIIEHO
coennaeHne ¢opmynsl (Ie) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOH3OMep WIIH
(apmanepTuueckn npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepolUKIOaIKuI,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeicTasiuser coboii
CIUPOLMKINYECKUI TeTepoLMKIOANKI. B Apyrom BapuaHTe OCYILECTBIEHHs IPEACTaBIEHO

coennHeHue ¢opmynsl (Ie) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM

S E_N: >
dapmauesTuuecku mnpuemneMas conmb, rae R mpencrasaser coboi <:|, ,

-§-N/\:><; -§-N/\:>—F -§—N/\:/\N<]’ -E-N/\:/\O’ '§‘N®O’ %"‘(EO’ %N®07
4\1\1\
#(p HOCp (JO 0O, #C0m # -

%
N 3 %—N;j F
SOOSN 8 S w8 w0 Y e
OH i OH o
%ND—OH’ -§—N<:>*O/’ -§—NC>A< N §_'\l/\:/\'\14<;o,_|’

N NH NN | §—N/_\N
%NQ_{]HZ’ —%—N/\:>78020H3’ ¢ QO% ’ ¥ w . \?O B

APYrOM BapHaHTe OCYINECTBIIEHUs NpencTaBleHo coequHeHue (opmynsl (le) mnm ero combsar,

u

ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep i (papMalleBTHYeCKM MpHemaemas coib, rae R*
npencrasnser coboii CioreTepoapun, HeoOs3aTenbHO 3amemeHHblii 1 umum 2 R% B apyrom
BapUAHTE OCYIIECTBJICHUS INPEICTABIEHO coenanHeHue ¢opmyibl (le) wim ero conbBaT, THApAT,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npeacrasisier coboli HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYLIECTBICHHUS
npencTaBieHo coenuHeHue ¢opmynbsl (le) wim ero conmbBar, rHOpaT, TayToMep, N-OKCHUI,
cTepeonzomep uIM (apMmalleBTUYEeCKH Npuemiemas coib, rae R* mpencrasnser cobGoit Co.
oretepoapui, 3aMernennbiii 1 uin 2 R B apyrom BapuanTe ocylnecTBieHMs MPENCTaBIEHO
coennaeHne ¢opmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
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(apmanepTHuecku npuemsemMas cob, riae R* npencrasnser coboii Ca.oreTepoapu, HEOOS3aTENbHO

samemmenseii 1 unmu 2 R, rne Ca.orerepoapun BbiOpan u3 muppona, gpypaHa, THodEeHa, THA30/a,

nMpas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPHUMUAMHA, MHUPa3HHA, HHAOJNA,

oensoruodena, Oensodypana u uMHUAA3ONHpPUANHA. B IpyromM BapwaHTe OCYLIECTBICHHS

npencraBieHo coenuHeHue ¢opmynbl (le) wim ero combBar, rHIpar, TayToMep, N-OKCHUI,
N

7
S

2

cTepeonzomep MM (apMaleBTUYECKH MpuemseMas coib, rae R* mpencrasnser coboit

N 7 N

T e T N N
%—N\; §—<’OJ H’N HND %CN» . «

B npyrom Bapuanre
OCYIIECTBIIEHH TPENCTaBIeHO coenuHenne Gopmydel (le) nnu ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeon3oMep Wiin (apMalleBTHUECKH MpuemiieMasi conlb, rie R’ mpencrasnsier coboit H,
CN, ranoreH, Cicankun, CieramoreHankun wim CierajoreHankokcu. B nmpyrom Bapuanrte
OCYLIECTBJICHHS IPEACTaBIeHO coennHenne Gpopmyasl (Ie) nnm ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEpPeonu3oMep 1 (papMalleBTHIECKH puemaeMas conb, rae R> npencrasnser coboit H. B
APYrOM BapHaHTe OCYINECTBIEHHUs NIpencTaBileHo coequHeHue (opmysl (le) mnmm ero combsar,
ruzipar, Tayromep, N-OKCHJ, cTepeousoMmep MmM (apMalleBTHUECKM MpHemiemas cojb, rae R’
npencrasisier coboii -CN. B ngpyrom BapuaHTe OCYIIECTBJIEHUS TPEACTABIEHO COEIUHEHHE
dopmynbl  (Ie) wmm  ero combBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmaLeBTHUECKH TIpHeMiIeMasi collb, Tae R’ mpencrasnser coboii ranored. B apyrom BapuaHTe
OCYILECTBIIEHHSI MPENCTABICHO coenuHerne GopmyJel (Ie) mim ero conpsar, ruapat, Tayromep, N-
OKCHJI, CTepeor3oMep M (apMalleBTHYeCcKH mpuemyemMasi conb, rae R npencrasnser coboii -Cl.
B npyrom BapuaHTe OCyIIECTBIIEHHs MPENCTaBIEHO coenuHeHue dopmyisl (Ie) mimm ero conbaar,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMep MmM (apMalleBTHYECKM MpHeMieMas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COSAUHEHHE
dopmynsl  (Ie) wmm  ero combBaT, TrHApAT, TayToMep, N-OKCHA, CTepeousoMep WU
dapmanesTHUeCKH TIpUeMIIeMas colb, rae R mpexacrasnser coboii Ci-salkut. B apyrom sapuaHTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHenue ¢popmysl (Ie) win ero conpsar, ruapar, TayTomep, N-
OKCHJI, CTEpPEou30oMep Wid (papMalleBTHUECKU TpUeMiemas conlb, rae R° mpencrapisier coboii -
CHs. B nmpyrom BapuaHTe OCYIIECTBIIEHUsS! MpeAcTaBiieHo coemuHeHue (opmynsl (Ie) mnu ero
COJIbBAT, TUAPAT, TayTOMEpP, N-OKCHJ, CTEpPEOH3oMep WM (papMalleBTHUECKH MpHEMIIeMasi COJb,
rie R® npencrapnsier coboii Ci.sranoreHankui. B pyroM BapuaHTe oCyLIECTBIEHHUs MPENCTABIEHO

coennaeHne ¢opmynsl (le) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMep WM
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dapmanesTuuecku Tpuemiaemas coib, rae R mpencrasnser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmysl (Ie) wim ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (apMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TJIOTEHANIKOKCH. B pyrom BapmaHTe OCYILIECTBIEHHS MPEACTABIEHO coenuHeHne ¢popmydsl (Ie)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep WiH (papMaLeBTUIECKH pHeMIIeMast
conb, rae R® mpencrasnsier coboit -OCF3. B pyroM BapuaHTe OCYIIECTBJIEHMS MPENCTaBIEHO
coennHeHue ¢opmynsl (Ie) unm ero compBar, ruapar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
(apmanepTuuecku mpuemnemas conb, rae R mpencrasnser coboii H. B apyrom BapuaHTe
OCYIIECTBJIEHUS MPEICTaBICHO coenuHeHue ¢popmynl (Ie) win ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep My (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser cobGoit
rajjored. B n1pyrom BapuaHTe OCyIIECTBJIEHUs] NMPEACTABICHO coenuHeHne ¢popmysl (Ie) umm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R® npencrasnser co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS TPEICTABIEHO COSIMHEHNE
dopmysabl  (Ie) wmm  ero combBaT, TrHApaT, TayToMep, N-OKCHA, CTepeou3OMep WU
dapmanesTuuecku mpuemnemas coib, rae R® npexmcrasnser coboii -F. B gpyrom BapuaHTe
OCYLIECTBJIEHHS NIPeACTaBIeHO coennHenne Gpopmyasl (Ie) nnum ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU3OMep UM (papMalleBTHYeCKH mpuemiemMas coib, rae R® npencrasnser coboii Ci-
cJIKUJI. B Ipyrom BapuaHTe OCYLIECTBJCHHs MPENCTaBIeHO coeanHeHue dopmyisl (Ie) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTepeor3oMep WiH (papMalleBTHYECKH MpHeMIIeMasi COJIb,
rne RS npencrasnser coboii -CHs.

[0090] B npyrom BapuaHTe OCYyINECTBJIEHHUs] TpencTtaBieHo coenuHenune (opmynbl (1), koTopoe

xapakrepusyercs Crpykrypoit popmyusr (If),

Y\

N
13 P n '
; R N \
R1
dopmyua (If),
rae

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R';
R? npencrasnser coboii H unu Ci-6aku;
Y npencrasisietr codoit -CHa- wm -C(O)-;

Z npencrasisiet coboii -S-, -O- nm -N(R*)-;
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R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Cisankui-OH, Cisanxenun, Co-
cankuHmWI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci-
sankun-CO,H, -SO;RY, -CO,R®, -C(O)NRPR’, Cs.suuknoankun, C;-9oreTepOLMKIOANKIL, -
Cisankun-Caorereporukioankui, Ce-10apun, Ciorerepoapun, rae Cs.suuknoankun, Ca.
orerepouukiioankmi, -Cisankun-Carorereporuknoankms,  Ce.oapun,  Ciorerepoapu
Heobs3aTenbHO 3amemensl 1w 2 R

R’ nmpenctapnser coboit H, -CN, ranoren, Ci.cankui, Ci-sranorenankus, Ci.raJoreHaaKokCH
iy peHu,

R’ npencrasnsier coboit H, Cieankun, Cigranorenankun, Csguuknoankun, —Co.
orereporukioankui, Cs.1oapun wiu Ci.orerepoapud, rae Caorereporukioankui, Ce-10apui
unu Cr.oreTepoapun Heobs3aTenbHO 3amemenb 1 uam 2 R,

kakapiit R® u kaxaeii R® HesaBrcumo BoiOpanbl U3 H u Cisankuna, uim R® u R’ Bmecre ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPHUCOEAMHEHBI, OOBEOUHEHbI ¢ O00pa30BaHUEM
reTePOLMKIIOAKAIBHOTO KOJIBIIA;

R!? npencrasnser coboii H, ranoren unu Ci-6aaku;

RY npencrasnser coboit H unu Cisankus,

kaxabiii R HesaBucumo BLiGpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranoresankuna, Ci.
sankokcH, -Ci.eankun-OH, Cs.stmkmoankuna, -CO2R8, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-C1sanxun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisanxuna u -N(R¥)C(0)-C1sankuna;

R' npencrasnser coboii Ci-sankun unu Cs.sUUKI0TKIT,

R' npencrasnser coboii Ci-sankun unu Cs.s1UKI0ATIKIT,

R? npencrapnsier coboit H unu C-¢anku;

n paBHsiercs 0 wim 1,

m pasHsiercsa 0 unu 1

p pasnsiercs 0, 1 wnm 2; u

q pasusiercs 0, 1 unu 2,

WIA €ro CoOJbBaT, TUApaT, TayTomep, N-OKCua, crepeousomep wuiH (apMaleBTHUECKH

npuemieMasi Colb.

[0091] B npyrom BapuaHTe OCYIIECTBICHHs MpeacraByieHo coenunenue gopmynsr (If) wiu ero

COJNBbBAT, TUAPAT, TayToMep, N-OKCHA, CTepeon3oMep MiIN (papMaleBTHUECKH MpUeMIIeMasi COJb,

rne R!' npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCyIIECTBIEHHs MPENCTaBIEHO

coennHenue ¢opmyiael (If) mmu ero combBat, rumpar, Tayromep, N-OKCHA, CTEPEOH30OMEp HIIH

dapmanesTuuecku mnpuemnemas conb, rae R! mpencrasmser coboit -N(R*)C(O)RY, u R?
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npencrasisier codoit H. B npyrom BapuaHTe OCYIIECTBIICHHS IPENCTABICHO COeTUHEHNE (POPMYITBI
(If) wnu ero combBar, rugpat, Tayromep, N-OKCHI, CTepeon3oMep MM (apMaleBTHUECKH
npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)RY, u R npencrasaser co6oii Ci-
cAJIKUII. B mpyrom BapwaHTe OCYINECTBJIEHUS NpeACTaBlieHO coenuHeHune ¢opmyunsl (If) nmm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae R! npencrasnser co6oit -N(H)C(O)R', u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYILIECTBJIEHUS MpencrasieHo coennaenue Gopmynsl (If) umm ero conmbar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30Mep WM (apMalleBTHUECKH TpueMinemas conb, rae R' mpencrasnsier coboii -
NH)C(O)RY, u R" npencrasnsier coboii Cs-sluknoankua. B ApyroM BapuaHTe OCYIIECTBIEHUS
npencraBieHo coenuneHue ¢opmynsl (If) wam ero compBat, ruapar, Tayromep, N-OKCHUJ,
cTepeonzomep unM (apmaneBTHYECKH mNpuemseMas conb, rme R' mpencraensier coGoit -
N(R»)HC(O)R”, u R? mpencrasnser coboii Ciealkun. B apyrom BapuaHTe OCYIIECTBIEHUs
npexncrasaeHo coenuneHue Gopmynsl (If) umm ero combBar, ruapar, Tayromep, N-OKCHI,
cTepeousoMep uau (apMaleBTUYECKH mNpuemiemas conb, rae R mpencrasnser coGoif -
NR»)HC(O)R”, u R? mnpencrasnser coboit -CHs. B pgpyroMm BapuaHTe OCYIIECTBIEHHUs
npeacrasieHo coeauneHue ¢opmynsl (If) wam ero compBar, ruapar, TayTomep, N-OKCHZ,
crepeousomep unM (apmaleBTUMeCKH mNpuemsiemas conb, rme R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R" npencrasnser coboii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHs
npenctaBieHo coenuneHue Gopmynbl (If) wam ero combBat, ruapar, Tayromep, N-OKCHI,
cTepeouzomMep unM (hapMmaleBTUMeCKH mpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHUs
npenctasieHo coenuneHue ¢opmynbl (If) wnm ero compBat, rHapar, Tayromep, N-OKCHUI,
cTepeouzoMep unM (hapMmaleBTUMecKd mnpuemsemas coib, rame R! mpencrasnser coGoitl -
N(CH3)C(O)RY’, u RY npencrasnser coboii Cs.suukaoankui. B Apyrom BapHaHTe OCYILIECTBIEHUS
npenctaBieHo coenuneHue ¢opmynsl (If) wnm ero comeBat, rHapar, TayTomep, N-OKCHUJ,
cTepeonzoMep unM (apMmaleBTUMeCKd mpuemyemas coib, rme R! mpencrasnser coGoit -
N(H)SO:R'. B apyrom BapuaHTe OCYIIECTBIEHHs MPeACTaBieHo coenunenue Gpopmynsl (If) unu
€ro COJbBaT, T'MApAT, TayTomep, N-OKCHUI, CTepPeor3OoMep Wi (apMaLeBTHYECKU MpHeMiIeMast
conb, rae R! npencrasnser coboii -N(H)SO2R', u R npencrasnser coboit Cisankun. B apyrom
BapUaHTE OCYLIECTBICHUs TNpencTaBieHo coenuHenne ¢opmyinel (If) wnmm ero comesar, ruapar,
TayTomMep, N-OKCHMJ, CTepeou3oMep MU (apMalleBTHUeCKd TNpuemnemas comb, rae R!
npencrasnser coboit -N(H)SO:RY, u RY npencrasnser coboii -CHs. B apyrom BapuaHTe

OCYIIECTBIICHUs MpencTaBieHo coennaenue Gopmynsl (If) umm ero conmbar, ruapar, Tayromep, N-
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OKCHJI, CTEpPEOU30Mep WiIu (apMalleBTHUECKU Tpueminemas conb, rae R!' mpencrasnsier coboii -
N(H)SO:R", u RY npencrapnser coboii C3-sLUKI0ATKHIIL.

[0092] B npyrom BapuaHTe OCYINECTBIEHHs MpeacraByieHo coenuHenue gopmyisl (If) wmm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rae m pasHsercs 1, n pasHserca 1, q pasusierca 1, m p pasusiercs 1. B gpyrom Bapuante
OCYIIECTBJIEHUS TpencTasieHo coennaenue Gopmynsl (If) umm ero conmbar, ruapar, Tayromep, N-
OKCHJI, CTepeon30oMep WK (apMaLeBTUIECKU MpHeMIIeMast COJib, Tie m paBHsieTcs 0, n paBHsETCSI

I, q paBusiercs 2, u p paBHsercs 1. B apyrom BapuaHTe OCYLIECTBIEHHs IIPEACTABIEHO

)
coennneHue ¢opmyiael (If) mnm ero combBat, runpar, tayromep, N-OKCHA, CTEPEOH3OMEp WM
bapMarieBTUUECKH TpUeMIIeMasl COJlb, TA€ m paBHseTcs 1, n paBusercsa 1, q pasuserca 0, u p
paBHsieTcst 2. B npyroMm BapuaHTe OCYIIECTBJIECHHUS NpeAcTaBieHo coenuHeHune ¢popmydsl (If) nmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeoH3oMep WM (apMaLEeBTHYECKU MpHEeMIIeMast
coiib, Iie m pasHsieTcst 1, n paBHsieTcst 1, q paBHsiercs 1, u p pasHsercs 0. B apyrom BapuanTte
OCYLIECTBJIEHHS MTpeAcTaBieHo coennnerne dpopmysl (If) wmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTEpeon30Mep WK (papMaLeBTUIECKH MPHeMIIeMast COJb, Tie m paBHseTcs 0, N paBHSETCS
0, q paBHsieTcs 2, U p paBHsieTcs 1.

[0093] B npyrom BapuaHTe OCYINECTBJIEHUs MpencraBieHo coeauHenue (opmyiel (If) mnmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOor3oMep WK (papMalleBTHYECKH MpHeMyIeMasi COJIb,
rne Y npencraeiusier coboii -CHp-. B npyrom BapuwaHTe OCYIUIECTBJIEHHs TPEACTABIIEHO
coenunenue Qopmyssl (If) uam ero cosnpBaT, ruapar, TayTomMep, N-OKCHUI, CTEPEOHU3OMEDP HJIH
(dapmaneBTHYECKU MTpHeMIIeMasi CoJib, rae Y npencrapisieT codoi -C(O)-.

[0094] B npyrom BapuaHTe OCYyINECTBIEHHs MpeacraByieHo coenunenue opmynsr (If) wiu ero
COJIbBAT, TUAPAT, TaAyTOMEp, N-OKCHJI, CTEPEOH30oMep WiIH (hapMalleBTHYECKH MpHEeMIIeMasi COJIb,
rae Z mpencraBisieT coOoit -S-. B apyrom BapuaHTe OCYIIECTBJICHHS MPEICTABIEHO COESIUHEHHE
dopmynsr  (If) wmm  ero combBar, rTHUApAT, TayToMep, N-OKCHI, CTEpEOU3OMep WM
dapmanieBTHUECKH TpHeMJieMasl coib, rae Z mnpexacraBiser coborr -O-. B npyrom BapuanTte
OCYIIECTBJIEHUS MpencTasieHo coenunenue Gopmynsl (If) unm ero conmbar, ruapar, Tayromep, N-
OKCHJ, CTepeou3oMep Wi (papMaleBTHYECKU MpHEeMJIeMas COJib, The Z TpeacTaBisieT coOoi -
N(R?®)-. B apyrom BapuaHTe OCYIIeCTBJIEHHs MPeACTaBIeHo coenunenne Gpopmyns (If) umm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (apMalleBTHYECKH MpHEMIIeMasi COJb,
rne Z mnpexacraeisier coboit -N(H)-. B papyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coennaeHne (opmyinel (If) wmm ero combBat, ruxpar, Tayromep, N-OKCHA, CTEPEOU30OMEp HIIH

(hapmanieBTHYECKU MIpHeMJIeMasi COJib, rae Z npenctasisier codoit -N(CHs)-.
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[0095] B npyrom BapuaHTe OCYINECTBIEHHs MpeacraByieHo coenunenue gopmyisl (If) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEeOn30oMep WM (apMaleBTUUECKH MpHEMIIEMasi COJb,
rae R!? npencrasnser coboit H. B apyrom BapHaHTe OCyLIECTBJIEHHUs MPEACTABICHO COEIHHEHUE
dopmynsr  (If) wmwmm  ero combBar, rHUApAT, TayToMep, N-OKCHI, CTEpEeOHU3OMep WM
dapmanesTUUecKH npueMnemMas coib, rae R1? npencrasnser coboit Cr-sankui. B apyrom sapuaHnTe
OCYIIECTBJIEHUS TpencTasieHo coennaenue Gopmynsl (If) umm ero conmbar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep MM (apMalleBTHYECKH MpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B npyrom BapuaHTe OCYLIECTBJICHUs TpeACTaBieHO coenuHenwe ¢dopmynsl (If) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMaleBTUYECKH NpHEeMIIeMasi COJIb,
rae R'? npencrasnser coboit H. B apyrom BapuaHTe OCyLIECTBJIEHHUs MPEACTABICHO COETUHEHUE
dopmynsr  (If) wmnm  ero combBar, rUApaT, Tayromep, N-OKCHI, CTEpEOHU3OMep WM
dapmanesTuuecku npuemnemas conb, rae R npencrasnser coboit Cr.sankun. B apyrom sapuanTe
OCYLIECTBJICHHS MpeAcTaBieHo coennnerne ¢popmysl (If) wmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku nmpuemnemas cojib, rae R mpencrasnser coboii -
CHs. B npyroMm BapuaHTe OCYINECTBJIEHHUs MpeACTaBlieHO coeauHeHue ¢opmyisl (If) wmu ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH NMpUeMiieMasi COJb,
rae R'2 npencrasnser co6oit H, u R npencrasnser co6oit H. B npyrom BapuaHTe oCyLiecTBIEHHUS
npencraBieHo coenuneHue ¢opmynbl (If) wam ero compBat, ruapar, Tayromep, N-OKCHI,
cTepeonsomep unu (apMaLEeBTHUECKH TpuemieMas coib, rae R'? mpencrasnser coboit H, u RP
npexacrasisier codoit Crsankumin. B npyrom BapuaHTe OCYIIECTBJICHUS MPEACTABICHO COSTUHEHHE
dopmynsr  (If) wmm  ero combBar, rTHUApaT, TayToMep, N-OKCHI, CTEpEOU3OMep WM
dapmanesTHueckn nmpuemnemas conb, rae R npencrasnser coboit H, u R'® npencrasnser coboi -
CH;. B ppyroMm BapuaHTe OCYINECTBJIEHHUs MpPEACTaBleHO coeauHeHue ¢opmynsl (If) wim ero
COJIbBAT, TUAPAT, TayTOMEp, N-OKCHJ, CTEpPEeOr3oMep WiH (apMalleBTHYECKH MpHeMIIeMasi COJb,
rne R'? mpencrasnser coboit Cieankun, u RY mpencrasnser coboit H. B gpyrom BapuanTe
OCYIIECTBIICHUs MpencTasieHo coenunenue Gopmynsl (If) umm ero conmbar, runpar, Tayromep, N-
OKCHJI, cTepeon3oMep UM (apmaleBTHUEeCKU mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs, u RY mnpencrasnser coboit H. B apyrom BapHaHTe OCYIIECTBIEHHsS MPENCTABIEHO
coenunenue Gopmyisl (If) wim ero compBat, ruapar, TayromMep, N-OKCHI, CTEPEOU3OMEpP WIIH
dapmanesTHUecKH pueMiemMas conb, rae R'? npencrasnser coboit Crsankun, u R npencrasnser
coboii Ci.sankmi. B npyrom BapuaHTe OCYLIECTBIEHHS MPENCTaBleHO coenuHenne dopmysl (If)
WIN €rO COJIbBAT, THAPAT, TayToMep, N-OKCHI, CTepeon3omMep WiH (papMaleBTHIECKU pHeMIIeMast

conb, rie R'? npencrasnsier coboii -CHs, u R'? npencrasnsier coboii -CHs.
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[0096] B npyrom BapuaHTe OCYINECTBIEHHs MpeactaByieHo coenunenue gopmyisl (If) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEeOn30oMep WM (apMaleBTUUECKH MpHEMIIEMasi COJb,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunu,
Cisranorenankun, -CO2R®, -C(O)NRPR’, Cssuuknoankun, Ca.orereporuknoankui, Ce.10apun uin
Ci.orerepoapun, thoe Cssoukmoankwi, Ci.orerepounknoankm, Cs.ioapun win Ci.orerepoaput
HeoOs3aTenbHo 3amemensl 1 umu 2 R B mpyrom BapuanTe oCyluecTBIEHHs MpeNCTaBIEHO
coennneHue ¢opmyiael (If) mnm ero combBat, rumpar, Tayromep, N-OKCHA, CTEPEOH3OMEp WIIH
dapmanesTuuecku npuemnemas conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO2H, Cisranorenankun, -C(O)NRPR’, Cs.sumknoankun, Ca.orerepouuknoankun umu Ci.
orerepoapu, rae Cr.orereporukioankun uiau Cirorerepoapui HeoOs3aTeNbHO 3aMeleHbl 1 win 2
R B nmpyrom BapuaHTe OCyLIECTBIEHMs TpENCTaBieHO coenuHenue (opmynbl (If) mmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R* mpencraenser coGoii ramoren. B apyroM BapuaHTe OCYIIECTBIEHHs IIPEICTABIEHO
coenunenue (opmyisl (If) wnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOU3OMEp WJIH
(apmanesTuueckn npuemnemas cojib, rme R mpencrasmser coGoit -Cl. B apyrom BapuaHTe
OCYLIECTBJIEHHS NpeAcTaBieHo coenunerne ¢popmyisl (If) wmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU3OMep UM (papMalleBTHYeCKH mpuemiemMas coib, rae R* mpencrasnser co6oii Ci-
6TJIOTCHAJNKIII. B npyroM BapuaHTe OCYINECTBJICHHUS MpeACTaBieHO coeauHeHue ¢opmyinbl (If)
WJIN €rO COJIbBAT, TUAApAT, TayToMep, N-OKCHI, CTepeon3zomep Win (papMaleBTHYeCKU MpreMiIeMast
conb, Tne R* mpencrasnser coboii -CF;. B apyroM BapuaHTe OCYLIECTBJIEHHs INPEACTABICHO
coenunenue Qopmyssl (If) wnm ero compBaT, ruppar, TayromMep, N-OKCHUI, CTEPEOU3OMEDP WIIH
dapmanesTuueckn npuemnemas coib, rae R* mpencrasnser coboit -N(H)-Ci.sankun-CO.H. B
IPYyroM BapUaHTE OCYLIECTBJICHHUS MpencTaByieHo coenuHeHue (opmyinbl (If) mam ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHYECKH MpHeMiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO;H. B gapyrom BapuaHTe OCYIIECTBIIEHUS TMPEACTABIEHO
coenunenue (opmyisl (If) wnm ero compBat, ruapar, TayromMep, N-OKCHUI, CTEPEOU3OMEpP WIIH
(apmanepTHuecku npuemiemMas conb, rie R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUAHTE OCYLIECTBICHUs NpencTaBieHo coenuHenne ¢opmyiel (If) mnmm ero comesar, ruapar,
Tayromep, N-OKCHJ, CTepeou3omMep MU (apMaleBTHUeCKd mpuemnemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coenunenue (opmyisl (If) mnm ero compBat, ruppar, TayromMep, N-OKCHI, CTEPEOU3OMEpP WIIH
dapmanepTuuecku npuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom

BapUAHTE OCYILIECTBICHUs TNpencTaBieHo coenuHenne ¢opmyiel (If) mnmm ero comesar, ruapar,
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Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasisier codoit -C(O)NH,. B apyrom BapmaHTe OCYIIECTBICHUS] MPEICTABICHO COSAUHEHHE
dopmynsr  (If) wmwmm  ero combBar, rTHUApAT, TayToMep, N-OKCHI, CTEpEOHU3OMep WM
(apmanepTHuecku npuemsemMas coib, Tae R mpencrasnser coboii Cs.suukioankui. B apyrom
BapUaHTE OCYLIECTBIEHUs INpencTaBieHo coenuHenne ¢opmyinel (If) wnmm ero compsar, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasnser coboii -OR’. B 1pyrom BapuaHTe OCYILIECTBJEHHS NPEICTABIEHO COEIHHEHHE
dopmynsr  (If) wmm  ero combBar, rUApaT, TayToMep, N-OKCHI, CTEpEOHU3OMep WM
dapmanesTUuecku npueMnemas coinb, rae R* npexncrasnsier co6oii -OR’, u R’ npencrasnser coboii
He3zameleHHblH  Cs.guukioankmn i Ce.j0apuii, HEOOs3aTeNbHO 3aMEINeHHBbI rajoreHoM. B
APYyroM BapUaHTE OCYLIECTBJIEHHUs MNpencTaBieHo coenuHeHue (opmynsl (If) mnm ero conbaar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep Miu (papMalleBTHYeCKM Mpuemnemas coib, rae R*
npencrasaser coboii -OR’, u R” npencrasnser coboii HezamerenHbiil Cs-slukIoaikun. B apyrom
BApUAHTE OCYLIECTBIICHHs INpeAcTaBieHO coeanHenue ¢opmyinsl (If) uam ero combBar, rumpar,
TayTomep, N-OKCHMJ, cTepeou3omep WM (apmaleBTHYeCKd mpuemyiemas coib, rae R*
npencrasnsier coboit -OR’, u R’ npexncrasnser coboii QeHun, HeoOA3aTENLHO 3aMelleHHbI
rajJjoreHom. B npyrom BapuaHTe OCYINECTBIECHHMS NMpPEACTaBIeHO coenuHeHue ¢dopmyinsl (If) wmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTEpeoH3oMep Wi (apMalEeBTHYECKH NpHeMIIeMast
conb, Tme R* mpencraBmser coboii -OR’, m R’ mpencrasnser coboii (eHmn, 3aMeIeHHBIH
rajJloreHoM. B pyroMm BapuaHTe OCYINECTBJIEHUs MpencTaByieHo coeauHeHue (opmyibl (If) mmm
€ro COJIbBAT, THIpPAT, TayTomep, N-OKCHI, CTepeor3oMep Wi (apMaleBTHYECKH NpHeMIIeMast
conb, rae R* mpencrasnser coboii -OR’, u R’ mpencrasnser coboit dpenun, 3amemennsiii -Cl. B
IPYyroM BapHaHTE OCYLIECTBJICHHUS MpencTaBiieHo coenuHeHue (opmyinbl (If) mam ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeousoMep i (papMalleBTHYeCKM MpHemiemas coib, rae R*
npencTasisier coboil Cr.oreTepoLUKIOaIKil, Heobs3aTe bHO 3aMemenHbli 1 umu 2 R B npyrom
BapUaHTE OCYLIECTBICHUs NpencTaBieHo coenuHenne ¢opmyiel (If) wnmm ero compsar, ruapar,
Tayromep, N-OKCHJ, CTepeou3omep WM (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npeacrasisier co0oi HezaMerneHHbIH C2.oreTepOLMKIIOaNKII. B 1pyrom BapuaHTe OCYIIEeCTBICHHUS
npencraBieHo coenuneHue ¢opmynsl (If) wam ero combBat, rHapar, Tayromep, N-OKCHUJ,
cTepeonzomep uIM (apMmaleBTUYEeCKH Npuemsiemass coib, rae R* mpencrasnsier cobGoit Co.
oreTepOLMKIOANKU, 3amemenHbii 1 ummu 2 RY B npyrom BapuaHTe oCyliecTBIEHHS
npencraBieHo coenuneHue ¢opmynsl (If) wam ero combBat, rHapar, Tayromep, N-OKCHUJ,

cTepeonzomMep uIM (apMmaleBTUYEeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Ca.
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sTETePOLMKIIOANKU, Heobs3arenbHo 3amemneHHbii 1 uwmu 2 R, rme Casreteponmkioankun
MPENCTaBIsieT COOOM MOHOIMKIUYECKHI Te€TePOLMKIIOANKII, BBIOPAHHBIM W3 MUPPOUIUHA,
NUMNepHIrHa, nunepasuHa U MopdomuHa. B apyroMm BapuaHTe OCYLIECTBICHHS IPENCTABIECHO
coennaeHne ¢opmynel (If) mnm ero combBat, rumpar, Tayromep, N-OKCHA, CTEPEOH3OMEp WM
(apmanepTuueckn npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepoLUKIOaIKIIIL,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeacTasiser coboii
OMLIMKIIMUECKUIT TeTepOLHKIOanKuiI. B apyrom BapuaHTe OCYIIECTBICHUS IPENCTABIECHO
coennneHue ¢opmynel (If) wnm ero combBat, rumpar, tayromep, N-OKCHZ, CTEPEOH30OMEp WIIH
dapmanepTuueckn npuemsemas comb, rme R mpencraenser coboit  Cs.oreTepolUKIOaIKuIL,
HeoOs3aTenbHO 3amemennbii 1 umn 2 RY) rme Csorerepouuknoankun mpeacTasiser coboii
CIUPOLMKINYECKUI TeTepOLMKIOANKI. B Apyrom BapuaHTe OCYILECTBICHHsI IPEACTABIEHO

coenquHenue (opmynsl (If) unm ero compBat, ruapar, Tayromep, N-OKCHUI, CTEPEOHU3OMEpP WM

R %—N: >
dapmanepTuueckn mnpuemnemas coib, rae R* mpencrasnser coboit G ,
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APYrOM BapHaHTe OCYLIECTBJICHHs IpeACTaBieHO coexanHeHue ¢dopmynsl (If) mmm ero combsar,

u

ruzpar, TayTomep, N-OKCHJ, CTepeousoMep i (apMalleBTHYeCKM Mpuemaemas coib, rae R*
npefcrasaser coboii CioreTepoapun, HeoOs3aTenbHO 3amelieHHblii 1 mmu 2 R* B apyrom
BapUAHTE OCYLIECTBICHUs NpencTaBieHo coenuHenne ¢opmyinel (If) wnmm ero compsar, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
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npeacrasisier cobol He3amewmeHHb Ciorerepoapui. B apyrom BapmaHTe OCYIIECTBICHHUS
npencraBieHo coenuneHue ¢opmynsl (If) wam ero compBat, rHapar, Tayromep, N-OKCHUJ,
cTepeonzomep uIM (hapMmalleBTUYEeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Co.
oreTepoapui, 3amemensblii 1 unu 2 R B gpyrom BapuaHnTe oCyLIeCTBIEHHs MPENCTABIECHO
coennaeHne ¢opmynel (If) wnm ero combBat, runpar, Tayromep, N-OKCHA, CTEPEOH3OMEp WIIH
(apmarnepTHUecKH npuemsieMas cob, Tae R* npencrasnser coboii Ca.oreTepoapui, HeOOA3aTENbHO
samemmensbii 1 umu 2 R, rne Ca.orerepoapun BbiOpan u3 muppona, gpypaHa, THodeHa, THA30/a,
nHMpas3oja, OKCas3oya, OKCaauasoyia, TUAAMA30Jia, MUPHIAMHA, NUPHUMUAMHA, MUPa3HHA, HMHAOJNA,
oensoruodena, Oensodypana u uMuUmazonHpuUANHA. B IpyromMm BapwaHTe OCYLIECTBICHHS
npencrasieHo coenuneHue ¢opmynsl (If) wam ero compBat, ruapar, Tayromep, N-OKCHUJ,
N
=]
S >

cTepeousomep MmM (apmalleBTHUECKU TpuemiemMas coib, rie R* nmpencrasnser coboii

A
JH H §‘<’>’LC\> J

OCYLIECTBJICHHS NTpeAcTaBieHo coenunerne ¢popmysl (If) wmm ero conpsar, ruapar, Tayromep, N-

B napyrom BapuanTe

OKCHJI, CTepeousoMep Hiu (apMalleBTHUECKH MpuemieMas collb, rae R mpencrasnser coboit H,
CN, ranoreH, Cicankun, Ci.eramoreHankun wuinu Ci.erajoreHankokcu. B npyrom BapuaHTte
OCYILIECTBJICHUS MpencTaBieHo coenunenue Gopmyinsl (If) umu ero conbBar, ruapar, Tayromep, N-
OKCHJI, cTepeonsomep umn GpapMaLeBTUUeCKH IpHeMieMas coilb, rae R mpencrasnser coboii H. B
APYyroM BapHaHTE OCYLIECTBJICHHUS NMpencTaByieHo coenuHeHue (opmyinbl (If) mam ero conbaar,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMmep MmM (apMalleBTHUECKM MpHeMiemas cojb, rae R’
npencrasisier coboii -CN. B ngpyrom BapuaHTe OCYIIECTBJIEHUS TMPEACTABIEHO COEIUHEHHE
dopmynsr  (If) wmm  ero combBar, rTHApAT, TayToMep, N-OKCHI, CTEpEOU3OMep WM
dapmaneBTHUeCKH TIpHeMIeMas collb, Tae R’ mpencrasnser coboii ranored. B apyrom BapuaHTe
OCYIIECTBIICHUS TpencTasieHo coenunenue Gopmynsl (If) umu ero conbar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep i (apMalleBTUYeCKH MpuemyemMasi conb, rae R npexcrasnser coboii -Cl.
B npyrom BapuaHTe OoCyliecTBiIE€HUs mpencTaBieHo coenuHeHue Gopmyinsl (If) wim ero conbaar,
ruzipar, Tayromep, N-OKCHJ, CTepeou3oMmep Miu (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COSAUHEHHE
dopmynsr  (If) wmm  ero combBar, rTHUApAT, TayToMep, N-OKCHI, CTEpEOHU3OMep WM
(apmanesTHUECKH TIpUeMIIeMas cofb, rae R mpexacrasnser coboii Ci-salkui1. B apyrom sapuaHTe

OCYIIECTBJICHUS TpencTaBieHo coennaenue Gopmynsl (If) unm ero conmbar, runpar, Tayromep, N-
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OKCHJI, CTEPEOU30Mep WU (apMalleBTHUECKU TpueMiemas conb, rae R> mpencrapisier coboii -
CHs. B npyrom BapuaHTe OCYILIECTBJICHUs TpeACTaBieHO coenuHenwe ¢dopmynsl (If) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOor3oMep WM (apMaleBTUYECKH MpHEMIIeMasi COJb,
riae R® npencrapnsier coboii Ci.sranoreHankui. B pyroM BapuaHTe OCyLIECTBIEHHUs MPENCTABIEHO
coenunenue (opmyisl (If) wam ero compBat, ruppar, Tayromep, N-OKCHI, CTEPEOHU3OMEpP HWIIH
(apmanesTuuecku Tpuemiemas coib, rae R mpencrasaser coboii -CFs. B mpyrom BapuaHTe
OCYILIECTBJIEHUS MpencTasieHo coennaenue Gopmynsl (If) umm ero conmbar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (papMalleBTUYECKH MpUemieMas cofb, rae R mpencrasnser coboii Ci.
6TJIOT€HANIKOKCU. B ipyroM BapuaHTe OCyINECTBJIEHUS NpeAcTaBieHo coenuHeHune ¢opmysl (If)
WIN €ro COJIbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3omMep Win (papMalieBTUIECKH NpHeMIIeMast
conb, Tae R’ npencrapnser coboii -OCF;.

[0097] B mpyrom BapuaHTe OCYyINECTBJIEHUs MpenacTaBiieHO coenuHenue Gopmyinsl (1), koTopoe

XapakTepu3yercs CTpyKTypoit ¢popmyisl (Ig),

0O
ROA NJ\N \
>
R6

R13 R12 R'
opmymna (Ig),

e

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R;

R? npencrasnser coboii H unu Ci-6aku;

A nipencrasisiet codoit N unmu C(H);

X npexcrasnser co6oit -O-, -N(R'®)- umu -CHN(R'%)CH;-;

R* mpencrasnser coboit H, ramoren, -OR’, Cisankun, Ci-sankun-OH, Cisanxenmn, Ca-
cankuHmI, Ci.eramorenankmwi, -O-Csguuknoankmwi, -0-Cssuuknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-9reTepOlUKIOaNKILI, -
Cisankun-Cr.orereporkioankun, Cs.ioapui, Ciorerepoapun, rae Cssuukimoankun, Co.
orerepoumkioankuy, -Cisankun-Crorerepounknoankui, Ce.r0apun,  Cirorerepoapun
Heobs3aTenbHO 3amemens! 1w 2 RM;

R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankui, Cisranorenankui, C1.raJoreHaaKoKCH
Wiy GpeHun,

R® npencrasnser coboit H, ranoren unu C-6aJIKui;
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R’ npencrasnsier coboit H, Cieankun, Cigranoresankun, Csguuknoankun, —Co.
orereporukioankui, Cs.ipapun win Ci.orerepoapud, rae Ca.orerepounkyioankui, Ce-10apui
unu C.oreTepoapun Heobs3aTenbHO 3amemenb |1 uau 2 RY;

kaxaeii R® u xaxaeii R’ nesasucumo Bbiopansl u3 H u Crsankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TIPUCOEIMHEHBbI, OOBEOUHEHBI C OOpa3oBaHUEM
reTEPOIMKIIOATKHUIIBHOTO KOJIbLIA,

R!? npencrasnsier coboit H, ranoren umu C1-6aaKku;

R" npencrasnsier coboii H unu Ci-sanku;

kaxapiii R nesaBucumo Beibpan u3 ranorena, -OH, okco, Ci.sankuna, Cisranorenankunia, Ci.
sankokcy, -Ciankun-OH, Cs.sumknoankuna, -CO2R3, -C(O)NR®R’, -C(0)-Ci-¢ankuna, -
C(0)-Ci-sankun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisankuna u -N(R*)C(0)-C1-sankuna;

R" npencrasnsier coboii Ci.cankui unu C3.sLUKI0aNKIIT,

R!¢ nmpencrasnser coboii H, Ci-sankui, -C(0)-Ci-sankun unu -CH2CO>H;

R npencrasnser coboii Ci-sankun umu C3-sLUKIOANKHI, 1

v pasnsiercs O wnu 1;

WK €ro CoJbBaT, THMApar, TayToMep, N-OKCHA, crepeousomep WK (apMaleBTHUECKH
npreMIIeMasi COJIb.
[0098] B npyrom BapuaHTe OCYLIECTBIIEHUs MpencTaBieHo coenunenue opmysbl (Ib) wmm ero

COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeor3oMep WiH (papMaLeBTHYECKH MpHEeMIIeMasi COJIb,

KOTOPO€ XapaKTepU3yercss CTPYKTypou R® . B npyrom Bapuante
OCYIIECTBJICHUS TIPeCTaBIeHO coenuuenue ¢popmybl (Ib) umu ero conpsar, ruapart, Tayromep, N-

OKCHJI, CTepeou3OoMep MU (hpapMalleBTHUECKH MpHeMIeMasl COjib, KOTOpPOEe XapaKTepU3yeTcs

RE;A; ;v DE’;
N
5
R13
RG

[0099] B npyrom BapuaHTe OCYILIECTBIIEHUs] TpencTaBieHo coenunenue Gopmyisl (Ig) wim ero

CTPYKTYpOH

CONMBBAT, THAPAT, TayToMep, N-OKCHJ, cTepeousomep unu (GapMareBTHUeCKH MpueMieMas COJb,
rne R!' npencrasnser coboii -N(R?)C(O)R'". B npyrom BapuaHTe OCyILIECTBIEHHUs MPENCTABIEHO
coennaeHne ¢opmynsl (Ig) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMep HIIH
dapmanesTuuecku mnpuemnemas conb, rae R! mpencrasmser coboit -N(R*)C(O)RY, u R?

npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYITBI
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(Ig) umu ero comebBar, ruzmpar, Tayromep, N-OKCHZ, CTepeousoMep WiH (hapMareBTU4ecKu

npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)RY, u R npencrasaser co6oii Ci-

)
cAJIKWIJI. B npyroMm BapmaHTe OCYLIECTBIEHHUs MPENCTaBleHO coenuHeHue popmynsl (Ig) umm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJIb,
rae R! npencrasnser co6oit -N(H)C(O)R', u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJICHUS TIPEICTaBIeHO coenuHenue ¢popmysl (Ig) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30Mep WM (papMalleBTHUECKH TpueMinemas conb, rae R' mpencrasnsier coboii -
NH)C(O)RY, u R" npencrasnsier coboii Cs-suuknoankun. B ApyroM BapuaHTe OCYIIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (Ig) wam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemseMas conb, rme R!' mpencraensier coGoil -
NR*C(O)RY”, u R? npencrasnsier coboii Cicankuia. B ApyromM BapuaHTe OCYIIECTBIEHUS
npencTaBieHo coeauHeHne ¢opmyabl (Ig) uam ero combBar, rumpar, Tayromep, N-OKCHI,
cTepeousoMep UM (apMaleBTHYECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
NR»)C(O)R”, u R? mnpencrasnser coboit -CHs;. B pgpyroM BapuaHnTe OCYIIECTBIEHHUs
npencTaBieHo coeauHeHne ¢opmyabl (Ig) wam ero combBatr, rumpar, Tayromep, N-OKcHI,
cTepeousoMep uau (apMaleBTUUECKH mnpuemiemas conb, rae R!' mpencrasnser coGoif -
N(CH3)C(O)RY, u RY npencrasnster coboii Ci.cankun. B Ipyrom BapuaHTe OCYIIECTBIEHHs
npencTaBieHo coenuHeHue ¢opmynbl (Ig) wiam ero coabBaT, ruapaTr, Tayromep, N-OKCHI,
cTepeonzomMep unM (apMmaleBTUMeCKH mpuemsiemas coib, rme R! mpencrasnser coGoit -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHUs
npencTaBieHo coenuHeHue ¢opmynbl (Ig) wiam ero combBaT, ruApaTr, TayTroMep, N-OKCHUI,
cTepeousomMep uIM (hapMmaleBTUMecKd mpuemyemas coib, rame R! mpencrasnser cobGoitl -
N(CH3)C(O)RY’, u RY npencrasnser coboit Cs.suukaoankun. B Apyrom BapHaHTe OCYIIECTBICHUS
npencTaBieHo coenuHeHue ¢opmynbl (Ig) wam ero combBar, ruApar, Tayromep, N-OKCHUI,
cTepeonzoMep unM (apMmaleBTUMecKd mnpuemsemas coib, rame R! mpencrasnser coGoitl -
N(H)SO:R'. B npyrom BapuanTe oCyliecTBIEHHs MpeACTaBieHo coenunenne Gopmyisl (Ig) uiu
€ro COJbBaT, T'MApAT, TayToMmep, N-OKCHUI, CTepeor3oMep Wi (apMaLeBTHYECKU MpHeMiIeMast
conb, rae R! npencrasnser coboit -N(H)SO:R', u R npencrasnser coboit Cisankun. B apyrom
BapHaHTe OCYIIECTBJICHUS MPeNcTaBiieHo coenuneHue Gopmyinbl (Ig) wim ero conbBat, THIparT,
TayTomMep, N-OKCHMJ, CTepeou3oMep MU (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npencrasnser coboit -N(H)SO:RY, u RY npencrasnser coboii -CHs. B agpyrom BapuaHTe

OCYIIECTBJICHUS TIPEICTaBIeHO coenuHenue ¢popmysl (Ig) umm ero conpsar, ruapart, TayTomep, N-
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OKCHJI, CTEpPEOU30Mep WiIu (apMalleBTHUECKU Tpueminemas conb, rae R!' mpencrasnsier coboii -
N(H)SO:R", u RY npencrapnser coboii C3-sLUKI0ATKHIIL.

[00100] B npyrom BapuaHTe OCYLIECTBIIEHUS] TpeAcTaBieHO coenunenue (Gopmyisr (Ig) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep WM (apMaleBTUUECKH MpHEMIIEMasl COJb,
rae X npencrasisier codoi -O-. B apyrom BapuaHTe OCYIIECTBJICHUS MPEICTABICHO COCIUHEHHE
dopmynsr  (Ig) wmnm  ero combBar, TUApPAT, TayTOMep, N-OKCHI, CTE€PEOH30MEp WM
(apmanesTUUeCKH TIpUeMyIeMas cojb, rae X mpeacTtasiser coboit -N(R')-. B npyrom sapuanTe
OCYIIECTBJIEHUS TIPEICTaBIeHO coenuHeHue ¢popmysl (Ig) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJ, CTepeon3oMep Hiu (papMaleBTUYECKH NpUemMieMasi Cojb, Iie X MpeACTaBisieT coOoil -
N(H)-. B npyrom BapuaHte OCyIIECTBIIEHUS] MpeACTaBieHO coeanHeHue ¢opmyibl (Ig) wnmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMaleBTUYECKH NpHEeMIIeMasl COJb,
rne X mpenctaeisier coboii -N(CHsz)-. B apyrom BapuaHTe OCYIIECTBJICHHUS TMPENCTaBICHO
coenuHenue ¢opmyinel (Ig) mnm ero compBar, ruapar, TayToMep, N-OKCHI, CTepeOH3OMep WU
dapmanepTuueckn npuemseMas coib, rae X mpencrasuser coboit -CHN(R©)CHz-. B npyrom
BApUAHTE OCYINECTBJIECHUS NpEACTaBlIeHO coenwHeHne ¢opmyinsl (Ig) mnmm ero combBat, ruppar,
TayToMep, N-OKCH]I, CTepeon3oMep WK GpapMaLeBTUIECKH pueMiIeMasi CoJib, rae X MpeaCcTaBisieT
coboii -CH2N(H)CH»-. B npyrom BapraHTe OCYIIECTBJICHUS MPEIACTABICHO COeAMHEHNE (HOPMYJIbI
(Ig) wmm ero cosibBar, ruapar, TayTomep, N-OKCHI, CTepeou3oMep Wi (papMaleBTUIECKH
npuemiiemMasi cojib, rae X npencrasisier codoii -CHaN(CH3)CHa-.

[00101] B npyrom BapuaHTe OCYLIECTBIIEHUs] MpencTaBieHo coenunenue Gopmyier (Ig) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEeOr3oMep WiH (papMalleBTHYECKH MpHeMIIeMast COJb,
rne A mpencrasisier cobori N. B npyrom BapuaHTe OCYIIECTBICHHs MPENCTABICHO COEOUHEHHE
dopmynsl  (Ig) wnmm  ero combBar, TUApAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM
(apManeBTHYECKH IpHeMiieMasi coiib, rae A npencrasisier coboit C(H).

[00102] B npyrom BapuaHTe OCYLIECTBIIEHUs] MpencTaBieHo coenunenue Gopmyisl (Ig) wim ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOr30oMep WM (papMalleBTHYECKH MpHEeMIIeMasi COJb,
rae v pasasiercst 0. B npyrom BapmaHTe OCyIIeCTBISHHS MPENCTaBIEHO coenquHenne ¢popmydsl (Ig)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3oMep WiH (papMaleBTUIECKU pHeMIIeMast
COJb, TA€ V paBHsAETCA 1.

[00103] B npyrom BapuaHTe OCYILIECTBIIEHUs] TpeAcTaBieHo coenunenue (opmyisl (Ig) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOr3oMep WM (apMalleBTHYECKH MpHEMIIeMasi COJb,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunm,

Cisranorenankun, -CO2R3, -C(O)NRPR’, C;siuknoankun, Caorerepormknoanki, Ce.10apun Uin
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Ciorerepoapun, thoe Csgoukioankwi, Ci.orerepoumknoanku, Ce.ioapun wim Ci.oretepoaput
HeoOs3aTenbHO 3amernenbl 1 unn 2 R B apyrom BapuaHTe OCyIIeCTBIEHHsSI MPEACTaBIEHO
coennaeHne ¢opmynsl (Ig) mnm ero combBat, rumpart, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
(apmanesTuuecku npuemnemas coib, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R®, Cs.guuknoankun, Cs.oreteporuknoankun umu Ci.
orerepoapm, rae Cr.grereporukioankui uin CiroreTepoapus HeoOs3aTeNnbHO 3aMelienbl 1 wim 2
R B npyrom BapuaHTe OCYIIECTBIEHMS MpeACTaBieHO coemuHeHue (opmynnl (Ig) umu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeOr3oMep WM (apMaleBTUYECKH MpHEMIIEMasi COJb,
rne R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPECTaBIECHO
coennneHue ¢opmynsl (Ig) mnu ero combBaT, rumpar, TayroMep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanesTuuecku npuemiemas conb, rae RY mpencrasnser coboit -Cl. B apyrom BapuaHTe
OCYLIECTBJICHHS NPEACTaBIeHO coennHenne Gpopmysl (Ig) umm ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTepeou3omMep 1K (apMarleBTHYeCKH Mpuemiemas cojib, rie R* npencrasnser coboit Ci-
cTAJIOTEHAJKII. B npyrom BapmaHTe OCYIIECTBIEHUS NMPEACTABICHO coeanHeHune Gopmyis! (Ig)
WIN er0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep Win (apManeBTHUECKH IpreMiIeMast
conb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenureHue ¢opmyisl (Ig) wnm ero combBat, ruapat, TayroMep, N-OKCHI, CTEPEOHU3OMep WJIH
dapmanesTHueckn npuemnemas coib, rae R* mpencrasnser coboit -N(H)-Ci.sankun-CO.H. B
APYroM BapHaHTE OCYINECTBJIEHHs MPEACTaBiIeHO coenuHeHne (opmynsl (Ig) wmm ero conbsar,
ruzpar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUECKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIIEHUS TMPEACTABIEHO
coennaeHue ¢Gopmynsl (Ig) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOU3OMep HIIH
(apmanesTuuecku npuemiemMas conb, rie R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUaHTE OCYIIECTBJICHUS MpEACTaBleHO coenuHeHue (opmyinsl (Ig) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd Npuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennaeHne ¢Gopmynsl (Ig) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
dapmanesTuueckn mpuemnemas coib, rae R* mpencrasnser coboit -C(O)NRPR’. B apyrom
BapUaHTE OCYIIECTBJICHUS MpeACTaBleHO coenuHeHue (opmyinsl (Ig) wimm ero combBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3omMep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasisier codoit -C(O)NH,. B apyrom BapmaHTe OCYIIECTBIICHUS] MPEICTABICHO COSAUHEHHE
dopmynsr  (Ig) wmnmm ero combBar, TUApPAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM

dapmanesTuuecku mpuemiemMas comb, rae RY mpencrasmser coboit Cs.suukiaoankun. B apyrom
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BapUaHTE OCYIIECTBJICHUS MpEACTaBlIeHO coenuHeHue Qopmyinsl (Ig) mmm ero combBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep Wid (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npexcrasinser coboit -OR’. B apyrom BapuaHTe OCYyILIECTBJIEHHS MPEICTABIEHO COEIHHEHHE
dopmynsr  (Ig) wmnmm  ero combBar, TUApPAT, TayTOMep, N-OKCHI, CTEPEOM30MEp WM
dapmanesTUUecKH pueMnemasi colb, rae R* npexncrasnsier coboii -OR’, u R’ npencrasnser coboii
He3zameleHHbld  Cs.guuknmoankmn win Ce.10apuii, HEOOs3aTeIbHO 3aMEINEHHBbIH rajoreHoM. B
APYyroM BapHaHTEe OCYINECTBIIEHHs MpeACTaBiIeHO coenuHeHne ¢opmynsl (Ig) mmu ero conbsar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MM (apMalleBTHYECKM Mpuemuemas coib, rae R*
npencrasnsier coboit -OR’, u R” npexacrasnser coboii Hesamemennblii C3.s1ukaoankun. B apyrom
BapUaHTE OCYIIECTBJICHUS MpEACTaBlIeHO coenuHeHue (opmyinsl (Ig) mnm ero combBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep Wi (apMaleBTHUeCKd npuemiemas comb, rae R*
npencrasiuser coboii -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEHHbIH
raJjoreHom. B npyrom BapuaHTe OCYINECTBJIEHHUS MpeAcCTaBiIeHO coenuHeHue Gopmyssl (Ig) wmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeoH3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencraBnser coboit -OR’, u R’ mpencrasnsier coGoii (eHMn, 3aMeleHHbI
raJoreHoMm. B npyrom BapuaHTe OCYINECTBIEHHUS MpeAcTaBiIeHO coenuHeHue (Gopmysl (Ig) wmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeon3oMep WM (apMaLeBTHIECKH MpHEeMIIeMast
conb, rae R* mpencrasnser coboii -OR’, u R’ mpencrasnser coboii dpenun, 3amemennsiii -Cl. B
APYroM BapHaHTE OCYINECTBJIEHHs MPEACTaBiIeHO coenuHeHue (opmynsl (Ig) wmm ero conbsar,
ruzpar, Tayromep, N-OKCUJ, CTepeou3oMep i (papMalleBTHUeCKM MpHemiemas coib, rae R*
npencrasisier codoil Cr.oreTepoLHKIOaIKIII, HeoOs3aTebHO 3aMemenHbli 1 umu 2 R B npyrom
BapUAHTE OCYIIECTBJICHUS MpEACTaBleHO coenuHeHue (opmyinsl (Ig) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, cTepeou3oMep WX (apMalleBTHUeCKH mpuemiemas comb, rae R*
npeacrasisier co0oi HezaMerneHHbIH Cr.oreTepOLMKIOaNKII. B 1pyrom BapuaHTe OCYIIECTBICHHUS
npencraBieHo coenuHeHue ¢opmynbl (Ig) wam ero conpBar, ruApar, TayToMep, N-OKCHUI,
cTepeouzomMep MM (apMmalleBTUYEeCKH Npuemsiemass coib, rae R* mpencrasmser cobGoit Co.
oreTepOLMKIOANKUI, 3amemenHbii 1 ummu 2 RY B npyrom BapuaHTe oCyliecTBIEHHUS
npencTaBieHo coenuHenue ¢opmynbl (Ig) wiam ero conpBar, ruApar, TayToMep, N-OKCHI,
cTepeonzomMep uIM (apMmalleBTUYEeCKH Npuemsemas coib, rae R* mpencrasnsier coGoit Ca.
sTETePOLUKIIOANKU, Heobs3arenbHo 3amemneHHbii 1 uwmu 2 R, rme Casrereponukioankun
npeAcTaBsieT co00M MOHOLMKINYECKUH TeTePOLMKIIOANKNT, BBIOPAHHBIA W3 MUPPOJIMINHA,
NUIepHIrHa, nunepasuHa U MopdommuHa. B apyroMm BapuaHTe OCYLIECTBICHHS IPENCTABJIEHO

coennaeHne ¢opmynsl (Ig) mnm ero compBat, ruapat, TayToMep, N-OKCHI, CTEPEOHU3OMEp WM
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(apmanepTuuecku npuemiemas comb, rme R mpencrapnser coboii  Cs.oreTepolUKIOaKuI,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpefacTasiser coboii
OMLIMKIIMYECKUI TeTEepOLHMKIOANKWI. B apyrom BapmaHTe OCYIIECTBJICHUS IPENCTaBIEHO
coennaeHne ¢opmynsl (Ig) wnm ero combBat, rumpart, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
(apmanepTuueckn npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepoLUKIOaIKIIIL,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeacTasiser coboii
CIUPOLMKINYECKUI TeTepOoLMKIOANKWI. B Apyrom BapuaHTe OCYILECTBIEHHUs IPEACTABIEHO

coennaeHue ¢opmynsl (Ig) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
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dapmauesTuuecku mnpuemnemas conmb, rae R mpencrasaser coboi G, ,

gNQ{ W (Ot wp 1) 2O w0
4\1\/\
-%-N(JV\/\O’ %—N@CO’ [OD | %NG:\N_(NHZ, -?NG:/\NH’ %‘N@N_’

%%
N 3 -%—N;j F
%—NG:\N—\’ %’ E)<] %—Né %—N}j | %—N(j 4N
OH i oH %
2O +(Od o T O,
0 §—N/_\N
%NQ%NHZ’ -§—N/\:>—SOZCH3 \?O .

RO O
O 5 H HJI
APYroM BapWaHTe OCYIIECTBJIEHWs MPENCTaBIeHO coexnHenue Gopmybl (Ig) wiu ero cosbBar,

, u
rupar, TayTomep, N-OKCHJ, CTepeou3oMep i (papMalleBTHYeCKM MpHemuemas coib, rae R*
npencrasnser coboii CioreTepoapun, HeoOs3aTenbHO 3amemeHHblii 1 mmu 2 R% B apyrom
BapUAHTE OCYIIECTBJICHUS MpEACTaBlIeHO coenuHeHue Qopmyinsl (Ig) wmm ero combBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep Wi (apMalleBTHUeCKH TNpuemiemas comb, rae R*
npencrasisier coboli HesamewmeHHbI Ciorerepoapui. B apyrom BapuaHTe OCYIIECTBICHHUS
npencraBieHo coemuHeHue ¢opmynbl (Ig) wam ero conpBar, ruapar, TayToMep, N-OKCHUI,
cTepeonzomep uIM (apMmaleBTUYEeCKH Npuemsiemas coib, rae R* mpencrasnsier cobGoit Co.
oreTepoapui, 3amemenselii 1 unu 2 R B gpyrom BapuanTe oCyLIeCTBIEHHs NPENCTABICHO
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coennaeHne ¢opmynsl (Ig) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
(apmanepTHuecku npuemsieMas cob, riae R* npencrasnser coboit Ca.oreTepoapu, HEOOS3aTENbHO
samemmenseii 1 unu 2 R, rne Ca.orerepoapun BuiOpan u3 muppona, gpypaHa, THodeHa, THA30/a,
n1pas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NHPUMUAMHA, MHUPa3HHA, HHAOJNA,
oensoruodena, Oensodypana u uMHUAA3ONMPUANHA. B IpyromM BapwaHTe OCYLIECTBICHHS
npencraBieHo coenuHeHue ¢opmynbl (Ig) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
N
=]
S

2

cTepeonzomep MiH (apMaleBTUYECKH MpuemseMas coib, rae R* mpencrasnser coGoit

7/ N

N~
Ny N R s TN s N N
TGRS NN

B npyrom Bapuante
OCYLIECTBJICHHS MIPEACTaBIeHO coennHenne Gpopmysl (Ig) umm ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTepeousoMep M (apMalleBTHUECKH mpuemieMas collb, rae R mpencrasnsier coboit H,
CN, ranoreH, Cicankun, CieranoreHankun wim CierajoreHankokcu. B nmpyrom BapuanTte
OCYLIECTBJICHHS IPEACTaBIeHO coennHenne Gpopmysl (Ig) unm ero conmpsar, ruapar, Tayromep, N-
OKCHJI, CTepeou30Mep UM (apMalleBTHYECKH puemsiemast coiib, rie R° mpencrasiser coboii H. B
APYroM BapHaHTEe OCYINECTBIIEHHs MPEACTaBieHO coenuHeHue (opmynsl (Ig) wmm ero conbsar,
ruzpar, Tayromep, N-OKCUJ, cTepeousoMmep i (apMalleBTHUECKM MpHemiemas cojb, rae R’
npencrasisier coboii -CN. B ngpyrom BapuaHTe OCYIIECTBJIEHUS TMPEACTABIEHO COEIUHEHHE
dopmynsl  (Ig) wnmm  ero combBar, TUApAT, TayTOMEp, N-OKCHI, CTEPEOH30OMEp WM
dapmaneBTHUeCKH TIpHeMiIeMasi collb, Tae R’ mpencrasnser coboii ranored. B apyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBIeHO coenuuenue ¢popmybl (Ig) nmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTepeon3oMep i (apMalleBTHIeCKH mpuemyemMasi conb, rae R npencrasnser coboit -Cl.
B npyrom BapuaHTe OCYIIECTBJICHHs MPeNcTaBlieHo coenuneHue Gopmyisl (Ig) wnm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MmM (apMalleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COEAUHEHHE
dopmynsl  (Ig) wnm ero combBar, TUApPAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM
dapmaneTHUeCKH TIpUeMIIeMas coflb, rae R mpezacrasnser coboii Ci-salkut. B apyrom sapuaHTe
OCYIIECTBJICHUS TIPEJCTaBIeHO coenuHenue ¢popmysl (Ig) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEpPEOou30oMep Wid (apMalleBTHUECKU TpUeMiemas conlb, rae R° mpencrapisier coboii -
CHs. B nmpyroMm BapuaHTe OCYINECTBJICHHs MpencTaBiieHO coenuHeHue ¢opmyinbl (Ig) mmu ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOr30oMep WM (papMaleBTHUECKH MpHEMIIEMasi COJIb,

rie R® npencrapnsier coboii Ci-sranoreHankui. B ApyroM BapuaHTe OCyLIECTBIEHHUs MIPENCTABIEHO
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coennaeHne ¢opmynsl (Ig) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
dapmanesTuuecku Tpuemiaemas coib, rae R° mpencrasnser coboii -CFs. B mpyrom BapuaHTe
OCYIIECTBJICHUS TIPEICTaBICHO coenuHeHue ¢popmybl (Ig) nmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (apMalleBTUYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TaJIOTeHANKOKCH. B npyrom BapmaHTe OCYIIECTBICHMS NpEAcTaBiIeHO coenuHenne Gopmyinsl (Ig)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep WiH (papMaleBTUIEeCKU MpHeMiIeMast
conb, rae R’ mpencrasnsier coboit -OCF3. B apyroM BapuaHTe OCYIIECTBJIEHMS MPENCTaBIEHO
coennneHue ¢opmynsl (Ig) mnu ero compBat, rumpar, TayroMep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanepTuueckn mpuemnemas conb, rae R® mpencraenser coboii H. B apyrom BapuanTe
OCYIIECTBJIEHUS IPEICTaBIeHO coenuHenue ¢popmyibl (Ig) nnm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (hapMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser coGoit
rajioreH. B pyrom BapuaHTe OCYIIECTBIICHHs] MPENCTABICHO coeauHeHune Gpopmysl (Ig) umm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiIeMasi COJb,
rae R® npencrasnsier co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS TPEICTABIEHO COSIMHEHNE
dopmyner  (Ig) wmmm  ero combBar, TrHApAT, TayToMep, N-OKCHI, CTEpeou3OMep WU
dapmanepTuueckn mpuemnemas cojib, rae R® mpenmcrasnser coboit -F. B gpyrom BapuanTe
OCYLIECTBIIEHHSI MPENCTaBICHO coenuHerne Gopmysl (Ig) umm ero conpBar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU3OMep UM (papMalleBTHYECKH NmpuemiemMas coib, rae R® npencrasnser co6oii Ci-
cIKUI. B npyrom BapuaHTe OCYLIECTBJICHMs MPENCTaBleHO coenuHeHue (Gopmyinsl (Ig) umm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (papMalleBTHYECKH MpHeMiIeMasi COJb,
rne R® npencrasnser coboit -CHs.

[00104] B npyrom BapuaHTe OCYIIECTBIIEHUS] TpeAcTaBieHo coenunenue Gopmyisl (Ig) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTEPEOH30Mep WK (hapMaleBTHYECKH MpHEeMIIeMasl COJb,
rne R!? npencrasnser coboit H. B npyrom BapuaHTe OCyLIECTBIEHHUs MPEACTABICHO COETHHEHHE
dopmynsr  (Ig) wnmm ero combBar, TUApPAT, TayTOMEp, N-OKCHUZ, CTEPEOM3OMEpP WU
dapmanesTuuecku npuemnemas coinb, rae R1? npencrasnser coboit Cr-sankut. B apyrom BapuanTe
OCYIIECTBIIEHUS NIPEJCTaBIeHO coenuHenue ¢popmysl (Ig) nmm ero conpBar, ruapart, Tayromep, N-
OKCHJI, CTepeor3oMep UM (apmaleBTHUEeCKU mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B nmpyroMm BapuaHTe OCYIIECTBJIEHHs MpencTaBieHO coenuHeHwe ¢opmyinbl (Ig) umu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTEpPEeOr3oMep WiH (apMalleBTHYECKH MpHEMIIeMasi COJb,
rae R'? npencrasnser coboit H. B npyrom BapuanTe OCyLIECTBIEHHUs MPEACTABICHO COETHHEHUE
dopmynsr  (Ig) wmm  ero combBar, TUApAT, TayTOMEp, N-OKCHUZI, CTEPEOM3OMEpP WIH

dapmanesTuuecku npuemnemas coib, rae R npencrasnser coboit Ci-sankuit. B apyrom BapuanTe
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OCYIIECTBJICHUS MIPEICTaBICHO coenuHenue ¢popmybl (Ig) nmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, cTepeon3oMep UM (apmalleBTHYeCKH mpuemieMas cojb, rae R'? mpencrasnser coboii -
CHs. B nmpyroMm BapuaHTe OCYINECTBJICHHs MpencTaBiieHO coenuHeHue ¢opmyinbl (Ig) mmu ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rne R npencrasnser coboit H, u R npencrasnser coGoit H. B npyrom BapuaHTe oCyLIeCTBIEHHUS
npencraBieHo coenuHeHue ¢opmynbl (Ig) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeousoMep MM (papMaLeBTHUeCKH Tpuemiemas coib, rae R'? nmpencrasnser coboit H, u RY
npencrasisier coboit Crsankmi. B npyrom BapuaHTe OCYINECTBJICHHS MPEACTABICHO COSTUHEHUE
dopmynsl  (Ig) wmnmm  ero combBar, TUApPAT, TayTOMEp, N-OKCHUI, CTE€PEOM30OMEp WM
dapmanesTuuecku npuemnemas conb, rae R'? npencrasaser coboit H, u R'? npexncrasnser coboii -
CHs. B nmpyrom BapuaHTe OCYINECTBJIEHHUs IpeACTaBlieHO coenuHeHue (opmynsl (Ig) mmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMiieMasi COJb,
rne R'? mpencrasnsier coboii Cieamkun, u R mpencrasnser co6oit H. B apyrom Bapuante
OCYLIECTBJICHHs IPEACTaBIeHO coennHenne Gpopmysl (Ig) umm ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku mpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs, u RY npencrasnser coboii H. B apyrom BapuaHTe OCYLIECTBIEHMS IPENCTABIEHO
coenunreHue ¢opmyisl (Ig) wnm ero combBat, ruapat, TayroMep, N-OKCHI, CTEPEOHU3OMep WJIH
dapmanesTHUeCKH TpHeMieMas conb, rae R'? npencrasnser coboii Cisankun, 1 R npencrasnser
coboii Cicankun. B npyrom BapuaHTe OCyLIECTBIICHHs MpPEACTaBlIeHO coennHeHne Gopmyier (Ig)
WK €T0 COJIbBAT, THApAT, TayToMep, N-OKCU, CTEpEOr3oMep WK (hapMarleBTHUECKH TpHeMiIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u RY npexncrasnsier co6oii -CHs.

[00105] B npyrom BapuaHTe OCYINECTBJECHHs MpencraBiieHo coenuHenue ¢opmyibl (I), koropoe

xapakrepusyercs CrpykTypoit popmyusl (Th),

X
R4 N N \
See SR
R VX R!
R6
opmyua (Ih),

rae
R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R;
R? npencrasnser coboii H unu Ci-saku;

A npencrasisiet codoit N unmun C(H);

- 106 -



X npeacrasnser codoit -O-, -N(R'®)- umu -CHN(R'%)CH;-;

R* npencrasnser coboit H, ramoren, -OR’, Cicankun, Ci-sankui-OH, Cieankenun, Co-
cankuHmWI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO,RY, -CO,R?, -C(O)NRPR’, Cs.suuknoankun, C;.9oreTepOLUKIOAIKIL, -
Cisankun-Cy.orerepoumkioankun, Cs.ioapui, Ciorerepoapui, rae Cs.suukioankui, Co.
orereporkioankui,  -Cireankun-Cr.orerepoumknoankui, Cs.ioapun, Ciorerepoapui
Heobs3aTenbHo 3amemens! 1w 2 R

R’ mpenctapnser coboit H, -CN, ranoren, Ci.cankui, Ci-sranorenankui, Ci.sraJoreHaakokCH
Wiy peHu,

R® npencrasnsier coboii H, ranoren umu C1.caaku,

R’ npencrasnsier coboit H, Cieankun, Cigranorenankun, Csguuknoankun, —Co.
orerepormknoankui, Cs.ioapun i Ciorerepoapu, rue Cr.oretepouukinoanki, Ce.10apui
unu CioreTepoapun Heobs3aTenbHo 3amentenb 1 umm 2 R

kaxabii R® u xaxneni R nesapucumo Boibpanel u3 H u Cireankuna; umu R® u R® Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPHUCOEAMHEHBbI, OOBEOUHEHbI ¢ O00pa30BaHUEM
reTePOLHKIIOATKHUIIBHOTO KOJIbLIA,

kaxabiii R HesaBucumo BLiGpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranoresankuna, Ci.
sankokcH, -Ci.eankun-OH, Cs.stmkmoankuna, -CO2R8, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-C1sanxun-OH, -SO»-C1sankuna, -N(R¥)SO,-Cisankuna u -N(R*)C(0)-C1-sankuna;

R' npencrasnser coboii Ci-sankun unu Cs.sUUKI0TKIT,

R npencrasnsier coboit H, Cisanxumn, -C(O)-Ci-sankun unu -CH,CO,H;

R npencrapnsier coboit Cisankui unu C3sHUKI0aNKWIT, 1

v paBHsiercsa O unu 1,

WK €ro COJbBaT, THMApAT, TayToMep, N-OKCHA, CTepeou3oMep Wik (apMareBTUUYECKH

npuemiemMasi Colb.

[00106] B npyrom BapuaHTe OCyIIeCTBIIEHUs] TpenctaBieHo coenunenue (opmyisl (Th) wim ero

COJNBbBAT, TUAPAT, TayToMep, N-OKCH, CTepeon3oMep Miu (apMaleBTHUECKH MpUeMIIeMasi COJb,

rne R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYyIIECTBIEHHs MPENCTaBIEHO

coennaeHue ¢opmynsl (Ih) wnmm ero combBat, rumpar, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH

dapmanesTuuecku npuemnemas coib, rae R! mpencrasnser coboit -N(R?)C(O)R'Y, u R?

npenctasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHS MPENCTABICHO COeTUHEHNE (POPMYITBI

(Ih) mnm ero conbBaT, THUApAT, TayToMep, N-OKCHA, CTepeou3oMmep Wi (apMareBTHISCKH

npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u R npencrasaser coboii Ci-
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cAJIKUII. B npyroMm BapmaHTe OCyLIECTBIEHHUs MpeacTaBieHO coenuHeHne (popmyusl (Ih) umm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae R! npencrasnser co6oii -N(H)C(O)RY, u R npencrasnsier coboii -CHs. B gpyrom Bapuante
OCYIIECTBJICHUS TIpeacTaBiIeHo coenunenue ¢popmysl (Ih) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEpPEOU30Mep Wiu (apMalleBTHUECKH Tpuemnemas conb, rae R' mpencrasnsier coboii -
NH)C(O)RY, u R'® npencrasnsier coboii Cs-suuknoankua. B ApyroM BapuaHTe OCYIIECTBIEHUS
npencrasieHo coenuHenue ¢opmynbl (Ih) wmm ero comeBar, ruapart, TayTomMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
NR?*)C(O)RY”, u R? npencrasnsier coboii Cicankuia. B ApyromM BapuaHTe OCYIIECTBIEHUS
npencrasieHo coenuHeHue ¢opmynbl (Ih) wmm ero comeBar, ruapar, TayTomep, N-OKCHI,
cTepeonzomep unM (apmaneBTHYECKH mNpuemseMas conb, rme R' mpencraensier coGoit -
NR*)HC(O)R”, u R? mpencrasnser coboii -CH;. B napyrom BapuaHTe OCYIIECTBIEHHS
npexncrasiaeHo coeauHeHne ¢opmyael (Th) umm ero comeBar, rumpar, Tayromep, N-OoKcHA,
cTepeousoMep uau (apMaleBTUYECKH mNpuemiemas conb, rae R mpencrasnser coGoif -
N(CH3)C(O)R", u R' mpencrasnser coboii Cicankuia. B apyrom BapuaHTe OCYILIECTBIEHHS
npeacraBieHo coenuHeHne ¢opmyasl (Ih) wnm ero combBar, ruapar, TayTomep, N-OKCHZ,
crepeousomep unM (apmaleBTUMeCKH mNpuemsiemas conb, rme R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHs
npenctaBieHo coemuHeHue ¢opmynbl (Ih) wam ero compBar, ruapar, Tayromep, N-OKCHI,
cTepeouzomMep unM (hapMmaleBTUMeCKH mpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)RY, u RY npencrasnser coboit Cs.suukaoankun. B Apyrom BapuHaHTe OCYIIECTBICHUS
npenctaBieHo coenuHeHue ¢opmynbl (Ih) wam ero combBar, ruapar, Tayromep, N-OKCHI,
cTepeouzoMep unM (hapMmaleBTUMecKd mnpuemsemas coib, rame R! mpencrasnser coGoitl -
N(H)SO:R'. B npyrom BapuanTe oCylieCTBIEHHs MpeAcTaBieHo coenunenue Gopmyisl (Ih) uim
€ro COJNbBaT, T'MApAT, TayToMmep, N-OKCHUI, CTepeor3oMep Wi (apMaLeBTHYECKU MpHeMIeMast
conb, rae R! mpencrasnser coboit -N(H)SO,R', u R npencrasnser coboit Cisankun. B apyrom
BapUAHTE OCYIIECTBJICHUS MpenctaBieHo coenuHeHue Qopmyinsl (Ih) wmm ero combsat, ruapar,
TayToMep, N-OKCHJ, CTepeou3oMep Md (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npenctasnser coboit -N(H)SO:RY, u RY npencrasnser coboit -CHs. B apyrom BapuaHTe
OCYIIECTBIICHUS TIpeacTaBiIeHo coenunenue ¢popmysl (ITh) wmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEpPEOU30oMep WU (apMalleBTHUECKU Tpuemiuemas conb, rae R! mpencrasnsier coboii -

N(H)SO:RY, u RY npencrapnser coboii C3-sLUKIOATKHIL.
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[00107] B npyrom BapuaHTe OCyLIeCTBIIEHUs] TpencraBieHo coenunenue (opmyer (Ih) wim ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae X npencrasisier codoi -O-. B apyrom BapuaHTe OCYIIECTBJICHUS MPEICTABICHO COCIUHEHHE
dopmynsr  (Ih) wmmm  ero combBar, THApaT, TayTOMep, N-OKCHZI, CTEPEOH30OMEp WM
dapmaLesTUUeCKH TIpueMieMas cojb, rae X mpeacTtasiser coboit -N(R)-. B npyrom sapuante
OCYIIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Ih) mmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeor3oMep MM (papMaLeBTUYEeCKH MpuemiieMasl COolb, rae X MpPEeACTaBisieT COOOH -
N(H)-. B npyrom BapuanTe OCyLIECTBIEHUs NpeacTaBieHo coenuHeHue (opmynsl (Ih) wmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Win (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne X mpencrasisier coboit -N(CH3)-. B apyrom BapuaHTe OCYIIECTBJIEHUS TMPEACTABIIEHO
coenuneHue ¢opmynsl (Ih) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
dapmanepTuueckn npuemseMas conb, rae X mpencrasuser coboit -CHN(R©)CHz-. B npyrom
BApUAHTE OCYINECTBJECHUS NpenacTaBiieHO coenuHeHue ¢opmyinsl (Ih) wnmm ero combBat, rumpar,
TayToMep, N-OKCHJI, CTepeon3oMep WK GpapMaLeBTUIECKH pUeMiIeMasi COJlb, Iae X MpeaCcTaBisieT
coboii -CH2N(H)CH»-. B npyrom BapraHTe OCYIIECTBJIEHUS MPEACTABICHO COeqMHEHHE (HOPMYJIbI
(Ih) wnmu ero cosbBar, ruApar, TayTomep, N-OKCHI, CTepeou3oMep Wiu (apMaleBTUYECKH
npuemsiemMasi conb, rae X npezacrasisier codoii -CH>N(CH3)CHa-.

[00108] B npyrom BapuaHTe OCyLIECTBIIEHUs] TpencTraBieHo coenunenue opmyisr (Ih) wmm ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep WK (hapMalleBTHUECKH MpUEMIIEMasi COJb,
rne A mpencrasisier codbori N. B npyrom BapuaHTe OCYIIECTBICHHs MPENCTABICHO COEOUHEHHE
dopmynsr  (Ih) wnm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM3OMEp WM
(bapManeBTHYECKH IpreMiieMast coiib, rae A npencrasisier coboit C(H).

[00109] B npyrom BapuaHTe OCyLIeCTBIIEHUs] TpencraBieHo coenunenue Gopmyisr (Ih) wim ero
COJIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MpPUEMIIEMasi COJb,
rae v pasasiercst 0. B mpyrom BapuaHTe OCyIIecTBISHHS NMPencTaByieHo coenquHenne ¢popmydsl (Th)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCUA, CTepeon3oMep Win hapMaeBTHUECKH MpHeMIeMast
COJb, TA€ V paBHsAETCSA 1.

[00110] B npyrom BapuaHTe OCylLIeCTBIIeHUs] TpencraBieHo coenunenue Gopmyisr (Ih) wim ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Win (hapMalleBTHUECKH MpUEMJIeMasi COJb,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisankun-CO>H, Ca.sankunm,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Caorerepormknoankini, Ce.10apun uim
Ci.orerepoapun, thne Cssuukioankwi, Cr.orerepoumknoankt, Ce.ioapun win Ci.oreTepoaput

HeoOs3aTenbHO 3amernenbl 1 unmun 2 R B apyrom BapuaHTe OCyIIECTBIEHHS MPENCTABIEHO
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coennaeHne ¢opmynsl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
dapmanesTuuecku npuemnemas conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R’, Cs.suuknoankun, Cs.oreteporuknoankun umu Ci.
orerepoapm, rae Cr.orereporukioankui win Ci.oreTepoapus HeoOs3aTeNnbHO 3aMenienbl 1 wim 2
R B napyrom BapuaHTe OCyIeCTBJeHHsl TpencTaBjieHo coenuHenue dopmynbl (Th) umu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOn3oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rie R mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPECTaBIECHO
coennaeHue ¢opmynsl (Ih) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WIIH
dapmanepTuueckn npuemsemas conb, rme R* mpencrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJIEHUS TpencTaBieHo coenunenue ¢popmyisl (ITh) umm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30Mep MM (apMalleBTUYECKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci.
cTAJIOTEHAJKII. B npyroMm BapuaHTe OCYIIECTBIEHUS MpenacTaBieHo coeauHeHune ¢opmyist (Th)
WK €r0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep WiH (hapManeBTHUECKH IpreMiIeMast
conb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenuHenue ¢opmyinel (Ih) mnm ero compBar, rugpar, TayroMep, N-OKCHI, CTepeOH3OMEp WU
dapmauesTuuecku npuemsemas conb, rae R* mpencrasnser coboii -N(H)-Cisankun-CO.H. B
APYrOM BapHaHTe OCYINECTBIEHHUS NIpencrasieHo coenuHeHue ¢opmynsl (Ih) mnm ero combaar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (apMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIEHHS TPEACTABIEHO
coennaeHue ¢opmyisl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOU3OMEp WM
(apmanesTHuecku npuemiemMas conb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUAHTE OCYIIECTBJICHUS MpeacTasiieHo coenuneHue (opmyssl (Ih) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, cTepeou3oMep WX (apMalleBTHUeCKH mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennaeHne ¢opmyisl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
dapmanepTuuecku mpuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUaHTE OCYIIECTBJICHUS MpencTaBieHo coenuneHue (opmyinsl (Ih) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, cTepeou3omep Wi (apMalleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasisier codoii -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIICHUS] MPEICTABICHO COSAUHEHHE
¢opmynsr  (Ih) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM30OMEp WM
dapmanesTuuecku npuemsemas coib, rae R mpencrasnser coboii Cs.suuknoankui. B apyrom
BapUAHTE OCYIIECTBJICHHUS MpencTaBieHo coenuHeHue Qopmyinsl (Ih) wmm ero combsat, ruapar,

Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
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npexcrasnser coboit -OR’. B npyrom BapuaHTe OCYIIECTBJIEHHS MPEICTABIEHO COEIHHEHHE
dopmynsr  (Ih) wmmm  ero combBar, THApAT, TayTOMEp, N-OKCHZI, CTEPEOH30OMEp WM
dapmanesTUUeCKH pHeMnemasi colib, rae R* npexncrasnsier coboii -OR’, u R’ npencrasser coboii
HezametneHHbld  Cs.guuknmoankmn uin Ce.j0apuii, HEOOs3aTeNbHO 3aMEINEHHBbIH TrajoreHoM. B
APYyroM BapHaHTEe OCYINECTBIIEHHs MpenacTaBieHo coenuHeHue ¢opmynsl (Ih) mmm ero conbsar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MiH (apMalleBTHYECKM Mpuemuemas coib, rae R*
npencrasisier coboit -OR’, u R” npexacrasnser coboii Hezamemmennblii C3.siukaoankui. B apyrom
BapUaHTE OCYIIECTBJIECHUS MpencTaBieHo coenuHeHue (opmyinsl (Ih) wnm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasnser coboit -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEHHbIH
rajJjoreHoM. B npyrom BapuaHTe OCYINECTBJIEHUs INpencTaBieHo coenuHeHue Gopmynsl (Ih) mmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHZ, CTepeoH3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencraBnser coboit -OR’, u R’ mpencrasnser coGoii (eHMn, 3aMeleHHbIi
rajJjoreHoM. B mpyrom BapuaHTe OCYINECTBJIEHUs MpencTaBieHo coenuHeHue Gopmynbl (Ih) wmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHA, CTepeon3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
conb, Tne R* mpencrasnser coboii -OR’, u R’ npencrasnser coboii denun, samemennsiii -Cl. B
APYrOM BapHaHTe OCYINECTBIEHHUS NpencrasieHo coenuHeHue ¢opmynsl (Ih) nnm ero combaar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep i (papMaleBTHUeCKM Mpuemuemas coib, rae R*
npencTasisier codoit Cr.oreTepoLHKIOaKII, HeoOs3aTe bHO 3aMemenHbli 1 umu 2 R B npyrom
BapUAHTE OCYLIECTBJICHUS MpeacTaBiieHo coenuneHue (opmysnsl (Ih) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, cTepeousoMep WId (apMaleBTHUeCKd mpuemiemas comb, rae R*
npeacTasisier co0oi HezaMerneHHbIH C2.oreTepOLMKIOANKII. B 1pyrom BapuaHTe OCYIIEeCTBICHUS
npencraBieHo coenuHenue ¢opmynbl (Ih) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeouzomMep unM (hapMmaleBTUYeCKH Npuemsiemas coib, rae R* mpencrasmser cobGoit Co.
oreTepOLMKIOANKUI, 3aMmemensbii 1 ummu 2 RY B npyrom BapuaHTe oCyliecTBIEHHUS
npencraBieHo coenuHenue ¢opmynbl (Ih) wam ero comeBar, ruapar, TayToMep, N-OKCHUI,
cTepeonzomMep uIM (apMmaleBTUYEeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Ca.
sTETePOLUKIIOANKU, Heobs3aTenbHo 3amemneHnbii 1 umu 2 R, rme Casrereponmkioankun
npeAcTaBsieT co00M MOHOLMKINYECKUH TeTePOLMKIIOANKNAT, BBIOPAHHBIA W3 MUPPOJIHIUHA,
NUMNEepUIrHa, NunepasuHa U MopdomuHa. B apyroMm BapuaHTe OCYLIECTBICHHS IMPENCTABJIEHO
coennaeHne ¢opmynsl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
dapmanepTuuecku npuemiemas comb, rme R mpencrapnser coboii  Cs.oreTepoLUKIOaKKIIL,

HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeacTasiser coboii

-111 -



OMLIMKIIMYECKUI TeTEepOLMKIOANKWI. B apyrom BapuaHTe OCYIIECTBJICHUS MPENCTABIECHO
coennaeHne ¢opmynsl (Ih) wnmm ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp HIIH
(apmanepTuueckn npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepolUKIOaIKuIL,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeiacTasiuser coboii
CIUPOLMKINYECKUH TeTepoLMKIOaNKI. B Apyrom BapuaHTe OCYILECTBIEHHsI IPEACTABIEHO

coenqunenue ¢opmynsl (Ih) umm ero compBar, rumpar, Tayromep, N-OKCHI, CTepPeOHU3OMEp WIIH

S E_N: >
dapmauesTuuecku mnpuemneMas conmb, rae R mpencrasaser coboi (],

2
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APYyroM BapHaHTE OCYINECTBIIEHHs TpenacTaBieHo coenuHeHue ¢opmynsl (Ih) wmm ero conbsar,

, U
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep i (papMalleBTHYeCKM MpHemiemas coib, rae R*
npencrasnser coboii CioreTepoapun, HeoOs3aTenbHO 3amemeHHbli 1 umu 2 R% B apyrom
BapUAHTE OCYIIECTBJICHUS MpencTaBiieHo coenuHeHue Qopmyinsl (Ih) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeou3omep Wi (apMaleBTHUeCKd mpuemiemas comb, rae R*
npencrasisier cobol HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHenue ¢opmynbl (Ih) wam ero comeBar, ruapat, TayToMep, N-OKCHI,
cTepeonzomep uIM (apMmaleBTUYEeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Co.
oreTepoapui, 3amemenselii 1 unu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs NPEACTABICHO
coennaeHne ¢opmynsl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH
(apmanepTHuecku npuemsemMas cob, riae R* npencrasnser coboit Ca.oreTepoapu, HEOOS3aTENbHO
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samemmenseii 1 unu 2 R rne Ca.orerepoapun BuiOpan u3 muppona, gpypaHa, THodeHa, THA30Ma,

nHMpas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPHUMUAMHA, MUPa3HHA, HHAOJNA,

oensornodena, Oensodypana u uMHmazonNMpUANHA. B IpyromM BapwaHTe OCYLIECTBJICHHS

npencraBieHo coenuHeHue ¢opmynbsl (Ih) wmm ero comeBar, ruapar, TayToMep, N-OKCHI,
N

il
S

2

cTepeousoMep Miu (apMaLieBTUUECKU Npuemiemas comb, rae RY mpencrasnser coboit

N

N~ 74
N N N é_(\|
N- 7

N N \ 7\ 7 N\ N
w0 T O O
=, o™, H N="| N wmu ,

2

B npyrom Bapuante
OCYILIECTBJIEHUS TpeacTaBieHo coenunenue ¢popmysl (ITh) umm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep Wiin (apMalleBTHUECKH MpuemiieMasi conlb, e R’ mpencrasnsier coboit H,
CN, ranoreH, Cicankun, Ci.eramoreHankun unu Ci.eranoreHankokcu. B gpyrom BapuanTte
OCYLIEeCTBJIEHHs NpeAcTaBieHo coenuHenne Gopmysl (Ih) umm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep 1 (papMalleBTHIECKH puemiaeMas conb, rae R> npencrasnser coboit H. B
APYrOM BapHaHTe OCYINECTBIEHHUS NpencraBieHo coenuHeHue ¢opmynsl (Ih) nnm ero cosmbaar,
ruapaT, Tayromep, N-OKCHJ, CTepeoM3oMep MMM (hapMaleBTHUeCKd TpUeMieMas conb, rae R’
npeacrasisier coboit -CN. B npyrom BapuaHTe OCYLIECTBICHHs TPEICTABICHO COSIUHEHHE
dopmynbl  (Ih) wnm  ero combBar, THApAT, TayTOMep, N-OKCHI, CTEPEOH3OMEp WJIH
dapmaneBTHUEeCKH TpHeMieMas conlb, Tae R’ mpencrasnser coboii ranoren. B apyrom BapuaHTe
OCYILIECTBJICHUS TIpeacTaBieHo coenqunenue ¢popmybl (ITh) unu ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeon3oMep M (apMalleBTHIeCKH mpuemyemMasi conb, rae R npexncrasnser coboit -Cl.
B npyrom BapuaHTe OCylecTBIIEHHs MpenacTaBiieHo coennaeHue Gopmyiel (Ih) nam ero conbaar,
ruzipar, Tayromep, N-OKCUJ, cTepeou3oMep MmM (apMalleBTHUECKM MpHeMiIeMas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COEAUHEHHE
dopmynsr  (Ih) wmnmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM3OMEp WM
dapmanesTHUeCKH TIpUeMIIeMas colb, rae R npencrasnser coboii Ci-salkut. B apyrom sapuaHTe
OCYIIECTBJICHUS TIpeacTaBIeHo coenunenue ¢popmysl (ITh) umm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUECKU TpUeMiemas conlb, rie R° mpencrapiser coboii -
CHs. B nmpyrom BapmaHTe OCYINECTBJICHHUs INpencTaByieHO coenuHeHune (opmyinsl (Ih) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEPEOH30oMep WM (papMalleBTHUECKH MpHEMIIeMasi COJb,
rie R® npencrapnsier coboii Cr.sranorenankui. B 1pyroM BapuaHTe OCyLIECTBIEHHUs MIPENCTABIEHO
coennaeHne ¢opmynsl (Ih) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH

dapmanesTuuecku Tpuemiaemas coib, rae R mpencrasnser coboii -CFs. B apyrom BapuaHTe
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OCYIIECTBJICHUS MpeacTaBieHo coenunenue ¢popmysl (ITh) mmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30Mep UM (papMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TJIOTEHANKOKCH. B npyrom BapmaHTe OCyIIecTBICHHS NpeacTaBieHo coenuHenue gopmynel (Ih)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaleBTUIECKH pHeMIIeMast
conb, rae R® mpencrasnsier coboit -OCF3. B 1pyroM BapuaHTe OCYIIECTBJIEHMS MPENCTaBIEHO
coennaeHne ¢opmynsl (Ih) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WIIH
(apmanepTuuecku mpuemnemas conb, rae R mpencrasnser coboii H. B apyrom BapuaHTe
OCYIIECTBJIEHUS TpeacTaBieHo coenunenue ¢popmysl (ITh) nmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser coGoit
rajjored. B npyrom BapuaHTe OCyINECTBJICHHUs MpencTaBieHo coenuHenue gopmyusl (Ih) wmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMaleBTUYECKH NpHEMIIeMasl COJb,
rne R® npencrasnsier co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS TPEICTABIEHO COSIMHEHNE
dopmyner  (Ih) wmmm  ero comeBar, rHapaT, TayToMep, N-OKCHI, CTEpeou3OMep WU
dapmanesTuuecku mpuemnemas coib, rae R® npemcrasmser coboii -F. B gpyrom BapuaHTe
OCYLIEeCTBJIEHHs NpeAcTaBieHo coenuHenne Gopmysl (Ih) umm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTepeou3omep WK (apMarleBTHYeCKH Npuemiemas cofib, rie R® npencrasnser coboii Ci-
cJIKUJI. B npyrom BapuaHTe OCYLIECTBJICHUs MpeacTaBiieHO coenuHeHue Gopmysnsl (Ih) umm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOor3oMep WK (papMalleBTHYECKH MpHeMyIeMasi COJIb,
rne RS npencrasnser coboii -CHs.

[00111] B apyrom BapuaHTe OCYINECTBJIEHHUs] TpencTaBieHo coenuHenune (opmynbl (1), kotopoe

xXapakrepusyercs CrpykTypoit popmysr (1),

)i
R N~ NTR
N\

5 A

R N N R1
—

R6
dopmyna (Ii),
jpils

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R;

R? npencrasnser coboii H unu Ci-saiku;

R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Ci-sankun-OH, Cisanxenun, Ca-
cankuHmI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-9reTepoLMKIOaNKIL, -
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Ci-sankun-Cr.orerepormkioankun, Cs.ioapui, Ciorerepoapui, rae Cs.suukioankun, Co.
orereporukyioankui,  -Cieankun-Cr.orerepoumknoankui, Ce.r0apun, Ciorerepoapun
Heobs3aTenbHO 3amemens! 1 mmm 2 RM;

R’ mpencrapnser coboit H, -CN, ranoren, Ci.cankui, Cisranorenankui, C1.raJoreHaaKokCH
Wi peHu,

R® npencrasnser coboit H, ranoren umu C-6aIKui;

R’ npencrasnsier coboit H, Cieankun, Cieranorenankun, Csguuknoankun, —Co.
orerepouuknoankui, Ce.10apun unu Ciorerepoapui, rae Caorerepounkinoankud, Ce-10apuin
unu Cr.oreTepoapun Heobs3aTenbHO 3amemenb 1 uam 2 RY;

kaxapii R® u kaxapii R’ nesaBucumo Bbiopansl u3 H u Creankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH MPHUCOEIMHEHBI, OOBEOUHEHBI ¢ OOpa3OBaHUEM
reTePOLUKIIOATKHIBHOTO KOJIBIIA,

kaxabiii R HesaBucumo BbIGpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranoresankuna, Ci.
sankokcH, -Cr.eankmn-OH, Cs.srmkmoankuna, -CO2R8, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-Ci-sanxun-OH, -SO,-C1.sankuna, -N(R¥)SO2-C1.sankuna u -N(R¥)C(0)-C1.sankuna;

R" npencrasnsier co6oii Cr-sankun win C3sLUUKIOATKHI, 1

RY npencrasnser coboii Ci-sankun unu C3.sUUKI0TKIT,

WM €ro COJbBaT, THMApAT, TayToMep, N-OKCHA, CTepeou3oMep Wik (apMaleBTUUECKH

npremMIIeMasi COJIb.

[00112] B apyrom BapuaHTe OCYINECTBIEHUsS MpeAcTaBieHo coenuHenue ¢opmynbl (Ii) wim ero
CONbBAT, TUAPAT, TayTOMeP, N-OKCHJI, CTEPEOU3OMEDP MK (hapMALIEBTHUECKH MPUEMIIEMAsT COJIb,
rae R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYyIIECTBIEHHs MPENCTABIEHO
coennaeHue (opmyanl (Ii) uam ero compBar, rHApAT, TayToMep, N-OKCHA, CTEPEOU3OMEp WIIH
dapmanesTuueckn mnpuemnemas conb, rae R! mpencrasmser co6oit -N(R*)C(O)RY, u R?
npencrasisier codoit H. B mpyrom BapuaHTe OCYLIECTBIICHHUSI IPENCTABICHO COeTUHEHNE (POPMYIIBI
(Il) wnm ero cospBarT, ruapat, TayToMep, N-OKCHUZ, cTepeousoMep wWin (apMareBTHISCKH
npuemneMas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u RY npencrasaser coboii Ci-
cIKUJI. B pyrom BapuaHTe OCYIIECTBJICHHUS MpencTaBieHo coeawHeHue ¢opmynsl (Ii) mmm ero
COJNIbBAT, TUAPAT, TayTOMEP, N-OKCHJI, CTEPEOHU3OMEDP HITH (hapMalEBTHUECKH MPUEMIIEMAsT COJIb,
rae R! npencrapnser coboii -N(H)C(O)R", u R"® npencrasnsier co6oii -CHs. B npyrom Bapuante
OCYIIECTBIICHUS MpencTaBiieHo coenrHenne Gopmydsl (1) wim ero compBat, ruapar, Tayromep, N-
OKCHJI, CTEpPEOu3oMep Wiu (apMalleBTHUECKH Tpueminemas conb, rae R! mpencrasnsier coboii -
N(H)C(O)R"

u R'® npencrasnsier coboii Cs-suuknoankun. B ApyroM BapHaHTe OCYIIECTBIEHUS

2
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npencraBieHo coenunenue Gopmynsl (li) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUHECKH mNpuemyemas coib, rme R! mpencraensier coGoil -
NR?)C(O)RY”, u R? npencrasnsier coboii Cicankuia. B ApyroM BapHaHTe OCYIIECTBIEHUS
npencraBieHo coenunenue Gopmyaer (li) wim ero compBar, rHApAT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
NR?)C(O)R”, u R? mnpencrasnser coboit -CHs. B napyroM BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenunenue Gopmyaer (li) wim ero compBaT, rHApaT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHUs
npencraBieHo coenunenue ¢opmyael (li) wim ero compBaT, rugpat, Tayromep, N-OKCHI,
cTepeonzomep unM (apmaneBTHYECKH mNpuemseMas conb, rme R' mpencraensier coGoit -
N(CH3)C(O)R"”, u R' mnpencrasnser coboii -CHs. B npyrom BapuaHTe OCYIIECTBIEHUs
npexncrasieHo coenunenue ¢opmyiasl (li) wnmm ero comeBar, ruapar, Tayromep, N-OKCHI,
cTepeousoMep uau (apMaleBTUYECKH mNpuemiemas conb, rae R mpencrasnser coGoif -
N(CH3)C(O)R", u R" npencrapnser coboii Cs.siukaoankui. B apyrom BapuaHTe oCylieCTBIEHHS
npeacraBieHo coenuneHue ¢opmyibl (Ii) wim ero combBar, rHApAT, TayTomep, N-OKCHZ,
crepeousomep unM (apmaleBTUMeCKH mNpuemsiemas conb, rme R! mpencrasnser cobGoit -
N(H)SO:R'. B npyrom BapuaHTe OCyIIeCTBIEHHs MpeACTaBiIeHo coeaunenue dpopmyasl (Ii) um
€ro COJbBaT, TMApAT, TayTomep, N-OKCHI, CTEpPeor3oMep Wi (papMaleBTHYECKU MpPHEeMIIeMast
conb, rae R! mpencrasmser coboit -N(H)SO2R', u RY npencrasmser coboit Cisankun. B apyrom
BapUAHTE OCYLIECTBICHHs MpeacTaBieHo coenuHeHue ¢opmynbl (Ii) wim ero combBat, TUapar,
TayTomMep, N-OKCHJ, cTepeou3oMep Hd (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npenctasnger coboit -N(H)SO.RY, u RY npencrasnser coboit -CHs. B gpyrom BapuanTe
OCYIIECTBIIEHUS MpencTaBiieHo coenrHenune Gopmyisl (1) wam ero compBat, ruapar, Tayromep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUECKU Tpuemiuemas conb, rae R! mpencrasnser coboii -
N(H)SO:RY, u RY npencrapnser coboii C3-sLUKI0ATKHIL.

[00113] B npyrom BapuaHTe OCYINECTBIEHUS MpeACTaBieHo coenuHenue ¢opmynbl (Ii) wim ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUEMIIeMasi COJib,
rae R* nmpencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisanxun-CO>H, Ca.sankunu,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Ca.orerepormknoankii, Ce.10apun uim
Ci.orerepoapun, thoe Csguukioankuwi, Cr.orerepoumknoankit, Ce.ioapun wim Ci.oreTepoaput
HeoOs3aTenbHo 3amemensl 1 umu 2 R B gpyrom BapuanTe oCyluecTBIEHHs MpeNCTaBIEHO

coennaeHue Gopmynsl (li) mnm ero compBar, ruApaT, TayToMep, N-OKCHA, CTEPEOH3OMEp WIIH
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dapmanesTuuecku npuemnemasi conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenankun, -C(O)NR®R’, Cs.suuknoankun, Cs.oretepormknoankun umu Ci.
orerepoapm, rae Cr.orereporukioankui uin CiroreTepoapus HeoOs3aTeNnbHO 3aMenienbl 1 wim 2
R!Y B npyrom BapuaHTe OCyIlecTBJeHMsl NpencTaBieHo coenunenue (gopmynsl (Ii) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep WiH (apMaleBTUUECKH MpHEMIIeMasl COJb,
rie R* mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPENCTABIECHO
coennneHne ¢opmyasl (Ii) unm ero compBaT, ruapar, TayroMmep, N-OKCHA, CTEPEOH3OMEp WM
(apmanepTHuecku npuemsiemass conb, rae R npexncrasnser coboii -Cl. B mpyrom BapuanTe
OCYILIECTBJIEHUS MpeacTaBiieHo coennHenne Gopmydel (1) uam ero conpBat, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30Mep MM (apMalleBTUYECKH MpuemieMas coib, rae R* npencrasnser co6oii Ci.
¢TJIOTEHANKII. B npyrom BapuaHTe OCYLIECTBIEHMs IpencTaBieHO coenuHeHue (opmynsl (Ii)
WJIN €r0 COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep WiH (apMaleBTUUECKH IpreMiIeMast
comb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenunenue (opmyanl (Ii) uam ero compBar, rHApAT, TayToMmep, N-OKCHA, CTEPEOU3OMep WJIH
dapmarnepTuuecku mpuemnemas comb, rae R* mpencrasnser co6oit -N(H)-Ci.sankun-CO,H. B
APYrOM BapHaHTe OCYLIECTBJIEHUs INPEACTaBIeHO coennHeHne (opmyas! (Ii) mimm ero cosmbaar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B gapyrom BapuaHTe OCYIIECTBIEHHS TMPEACTABIEHO
coennreHue (opmyanl (Ii) uam ero compBaT, rHApAT, TayToMep, N-OKCHA, CTEPEOU3OMEp WM
(apmanesTuuecku npuemiemMas colnb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUAHTE OCYLIECTBICHHs MpeAcTaBieHo coenuHeHue ¢opmynbl (Ii) wim ero compBat, ruapar,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coenunenue (opmysbl (Ii) wiu ero combBar, ruapar, TayTomep, N-OKCHI, CTEPEOU3OMEpP WM
dapmanepTuuecku npuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUaHTE OCYLIECTBICHHs NpeAcTaBieHo coenuHeHue ¢opmynsl (li) wnmm ero compBat, ruapar,
Tayromep, N-OKCHJ, CTepeou3omep WM (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npencrasisier codoii -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIEHUS] MPEICTABICHO COSAUHEHHE
dbopmysl (I1) wiu ero cobBaT, rUApaT, TayroMep, N-OKCHJI, CTepeor3oMep Win (hapMarieBTHIeCKH
npuemnemas coib, rae R* npexactanser coGoii  Cs.sLMKNOANKWI. B ApyroM BapuaHTe
OCYIIECTBJICHUS MpencTaBiieHo coenrHenne Gopmydsl (1) wim ero compBat, ruapar, Tayromep, N-
OKCHJI, CTEpPEOu3oMep Wiu (apMalleBTHUECKU Tpuemiuemas conb, rae R* mpencrasnsier coboii -

OR’. B spyroM BapuaHTe OCYLIECTBJIEHMs MpejacTaBieHo coenunenue Qopmynsl (L) umu ero
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COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (apMalleBTHUECKH MpUeMIIeMasi COJIb,
rae R* npencrasnsier coboii -OR’, u R7 npencrapiser coboil HezamerneH b C3-slIUKI0ATKUI U
Ce-10apui1, HeoOs3aTENBHO 3aMEINeHHbIH TajoreHoM. B Apyrom BapHaHTe OCYLIECTBIICHHS
npencraBieHo coenunenue Gopmyaer (li) wim ero compBar, rHApAT, TayToMep, N-OKCHUI,
cTepeousoMep uu (papMaLeBTUHECKH Tpuemiemas conb, rae R* mpencrasnser coboii -OR’, u R’
npencrassier coOoii HeszameweHHbI Cs.suukmnoankuia. B apyrom BapuaHTe OCYIIECTBICHHUS
npencraBieHo coenunenue Gopmyaer (li) wim ero compBaT, rHApaT, TayToMep, N-OKCHUI,
cTepeousoMep uu (papMalieBTUHECKU Tpuemiemas conb, rae R* mpencrasnser coboii -OR’, u R’
npeacTaBsier coOoi ¢eHus, HeoOs3aTeNbHO 3aMEIeHHBbI rajJoreHoM. B napyrom BapuaHTte
OCYIIECTBJIEHUS MpencTaBiieHo coeanHenne Gopmydel (1) wmm ero conpBat, runpar, Tayromep, N-
OKCHJI, CTEpPEOU30oMep Win (apMaleBTMUECKH Tpuemnemas conb, rae R* mpencrasnsier coboii -
OR’, u R’ mpencrasnser coGoil (eHWI, 3aMeIleHHBbIH rajoreHoM. B JapyromM BapuaHTe
OCYLIECTBJICHHS MPEACTaBIeHo coenunenne ¢popmysl (i) uam ero conbsart, runpar, Tayromep, N-
OKCHJI, CTEpPeou3oMep MM (apMalleBTUUeCKu TpHemiemMas conb, rae RY mpencrasnser coboii -
OR’, u R’ mpencrapnser coboii penun, 3amemennpii -Cl. B pyrom BapuaHTe OCyIIECTBJIEHHUs
npeacraBieHo coenuneHue ¢opmyibl (Ii) wim ero combBar, rHApAT, TayToMmep, N-OKCHUZ,
cTepeonzomMep uIM (hapMaleBTUUYECKH Npuemsiemas coib, rae R* mpencrasmser coboit Co.
9reTepOLMKIIOANKUI, HeoOs3aTenbHo 3amemenHeli 1 wmu 2 RY. B gpyrom Bapuante
OCYILIECTBJIEHHs MpeCTaBjieHo coenunenue ¢popmybl (i) uau ero conbBart, ruapar, Tayromep, N-
OKCHJI, cTepeou3oMep MiH (apMaleBTHYeCKH NpuemieMas coib, rae R* mpencrasnser cobGoit
He3aMelleHHbIH  CyoreTepoLMKIOaKiI. B JpyroMm BapuaHTe OCYIIECTBJICHHS MPEICTABICHO
coennaeHne (opmyanl (Ii) uam ero compBar, rHApaT, TayroMmep, N-OKCHA, CTEPEOU3OMEp HIIH
(apmanepTuuecku npuemiemas comb, rae R mpencrapnser coboif  Ci.oreTepoLUKIOAKIIL,
samemenseii 1 umm 2 R B gpyrom BapuaHTe OCylIeCTBIEHHs INPEACTABICHO COETHHEHUE
dbopmysl (I1) wiu ero cosbBaT, ruApar, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemnemas conb, rae R' mnpencraBnser coGoil  CisTeTepOLUKIOANKI, HEOOS3aTeNbHO

samemmennbiii 1 uau 2 R, rme CisreTeponukioankun nmpencTaBiser co0ol MOHOLMKIMYECKHUI

2
reTePOLMKIIOANIKUJ, BBIOPAHHBI W3 MUPPOJHIMHA, NMUIMEPUANHA, MUNepasuHa U MopdonnHa. B
APYroM BapUaHTE OCYLIECTBJICHHs IMpPENCTaBieHO coenuHeHne (opmyinbl (Ii) wim ero conbsart,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM MpHemaemas coib, rae R*
o . 14
npencrasisier coboit Cs.oreTepouKIoanKmiI, Heods3aTenbHo 3amernennbiii 1 umn 2 R, roe Cs.

oTETEPOLMKIIOAKIII TIPEACTaBIsAeT COO0OH OWIUKINYECKHII TIeTepOlMKIOANKuiI. B apyrom

BapUaHTE OCYLIECTBICHHs NpeACTaBiIeHO coenuHeHue ¢opmynsl (li) mnmm ero compBat, Tuapar,
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Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
o . 14
npencrasisier coboit Cs.oreTepolMKIOaNKWI, Heobsi3aTenbHo 3amernennbiii 1 umn 2 R, roe Cs.
9TETEPOLMKIIOATIKIII TIPECTABISAET COOONW CIUPOLMKIMYECKUI TreTeponukioankui. B apyrom
BapUaHTE OCYLIECTBIECHHs NpeACTaBiIeHO coenuHeHue Qopmynsl (li) mnmm ero compBat, rumpar,

Tayromep, N-OKCHJ, CTepeou3oMep Wid (apMaleBTHYeCKd Tmpuemiemas comb, rae R*
F
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H . B npyrom BapuaHTe OCyLIECTBJIEHHs MPencTaByieHO coenunenue Gopmyisl (1) mmm
€ro COJIbBAT, THIpPAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (apMaleBTHYECKH MpHeMIIeMast
conb, rae R* npencrapnser coboit Ci.oreTepoapus, HeoOs3aTenbHO 3aMernennbii 1 win 2 R B
APYroM BapUaHTE OCYLIECTBJICHHs MPENCTaBeHO coenuHeHne (opmysbl (Ii) wim ero combsart,
ruzpar, TayTomep, N-OKCHJ, CTepeousoMep i (papMalleBTHYeCKM MpHeMiemas coib, rae R*
npeacrasisier cobol HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYILIECTBICHHUS
npencraBieHo coenunenue Gopmyasl (li) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonzomMep uIM (apMmaleBTUYeCKH Npuemsiemas coib, rae R* mpencrasnser cobGoit Co.
oreTepoapui, 3amemenselii 1 wnu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs MPEACTABICHO
coennaeHne (opmynsl (li) uam ero compBaT, THApAT, TayToMep, N-OKCHA, CTEPEOH3OMEp WIIH
(apmarnepTHuecku npuemsiemMas cob, riae R* npencrasnser co6oii Ca.oreTepoapu, HEOOS3aTENbHO

samemmnenseii 1 unmu 2 R, rne Ca.orerepoapun BuiOpan u3 muppona, gpypaHa, THodeHa, THA30MA,
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nH1pas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPUMUAMHA, MHUPa3HHA, HHAOJNA,

oensornodena, Oensodypana u uMHUma3ONMpPUANHA. B IpyromM BapwaHTE OCYLIECTBJICHHS

npencraBieHo coenunenue Gopmyasr (li) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
N

=
S

2

cTepeonzomep MK (apMaleBTUYECKH MpuemseMas coib, rie R* mpencrasnser coboit

70

N~
N N Y N
W9 = T O 0 O

OCYIIECTBJIEHUS MpencTaBiieHo coennHenne Gopmyde (1) wmm ero conpBat, ruapar, Tayromep, N-

B npyrom Bapuante

OKCHJI, cTepeousomep unu (apMalieBTUHECKU MpHeMiemasi conlb, rae R’ mpencrapnser coboit H,
CN, ranoreH, Cicankun, Ci.eramoreHankun unu CierajoreHankokcu. B gpyrom BapuanTte
OCYIIECTBIIEHHSI TIpeCcTaBjIeHo coenunenue Gopmysl (Ii) unm ero conpBart, ruapar, Tayromep, N-
OKCHJI, CTepPeon3oMep HiH (papMalleBTHIECKH puemaeMas conb, riae R> npencrasnser coboit H. B
APYTOM BapUaHTe OCYLIECTBJIEHUs NMPEACTaBIeHO coennHeHne (opmydsl (Ii) mmm ero combsar,
rupaT, Tayromep, N-OKCHJ, CTepeoM3oMep MMM (hapMaleBTHUeCKd TpheMieMas colb, rae R’
npexncrasisier coboit -CN. B apyrom BapuaHTe OCYIIECTBJIEHHS MPENCTABICHO COSIUHEHUE
dopmyssl (Ii) unm ero cosbBat, ruapar, Tayromep, N-OKCua, cTepeonusomep min (papMarneBTUIECKH
npuemieMas cojb, rae R mpencrasnsier coboif ramoreH. B mpyrom BapHaHTe OCYLIECTBICHHUS
npencrasieHo coenunenue Gopmyabl (li) wim ero conbBaT, TUApAT, TayToMep, N-OKCHUI,
cTepeonsomep MM (papMalleBTUYECKH TpuemieMas comb, rae R’ mpexcrasmsier coboit -Cl. B
APYyroM BapUaHTE OCYLIECTBJICHHs MPENCTaBieHO coenuHeHune (opmysnbl (Ii) wim ero combsart,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMmep MmM (apMalleBTHUECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COEHUHEHHE
dbopmysl (Ii) wu ero cospBaT, ruApaT, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemieMas coib, rae R> mpencrasisier coboit Cisankun. B apyroM BapuaHTe OCYLIECTBICHUS
npencrasieHo coenunenue Gopmyasl (li) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeousoMep WM (hapMalleBTHUECKH TpHemieMas comb, rae R mpeacrasnser coboit -CHs. B
APYyroM BapUaHTE OCYLIECTBJICHHs MPENCTaBJeHO coenuHeHne (opmysbl (Ii) wim ero combsart,
ruzipar, Tayromep, N-OKCHJ, CTepeou3oMmep Miu (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier codoit CierajoreHankmyi. B apyrom BapuaHTe OCYIIECTBICHUS IPENCTaBIECHO
coennaeHne (opmynsl (li) uam ero compBaT, THApAT, TayToMep, N-OKCHA, CTEPEOH3OMEp WIIH
dapmanesTuueckn Tpuemiemas coib, rae R mpencrasaser coboii -CFs. B mpyrom BapuaHTe

OCYIIECTBJICHUS MpencTaBiieHo coennHenne Gopmysl (1) wim ero conmpBat, ruapar, Tayromep, N-
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OKCHJI, CTEPEOU30MEp UM (apMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TJIOTEHANIKOKCH. B npyrom BapmaHTe OCyLIeCTBICHMs MpencrasiieHo coennHeHue Gopmyunsl (Ii)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaleBTUIECKH pHeMIIeMast
conb, rae R° mpencrasnsier coboit -OCF3. B apyroM BapuaHTe OCYIIECTBIEHMS MPEACTaBIEHO
coennaeHne ¢opmyasl (Ii) unm ero compBaT, ruapat, TayroMmep, N-OKCHA, CTEPEOH3OMEp WIIH
dapmanepTuuecku npuemnemas conb, rae R mpencrasnser coboii H. B apyrom BapuaHTe
OCYLIECTBJIEHUS MpencTasiieHo coennHenne Gopmydel (1) wim ero conpBart, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (hapMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser cobGoit
rajjored. B apyrom BapmaHTe OCyIIECTBIIEHUS NPEACTaBiIeHO coenuHeHne Gopmyinsl (Ii) nmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEPEOH30oMep WM (apMaleBTUYECKH NpHEMIIeMasl COJb,
rae R® npencrasnsier co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS NPECTABIEHO COETMHEHHE
dopmy.sl (Ii) unu ero cosbBat, ruapar, Tayromep, N-oKCua, ctepeonusomep min papMareBTUIeCKH
npuemnemas coib, rae R® mpencrasnser coboit -F. B apyromM BapuaHTe OCYLIECTBIEHHUS
npexncrasaeHo coenunenue ¢opmynasl (li) wnmm ero comeBar, ruapar, Tayromep, N-OKcHA,
cTepeousomep Wiu (hapMaLeBTHUECKH MpuemyieMas conb, rae R® npencrasnser co6oit Ci.sakun.
B npyrom BapmaHTe OCyILIeCTBJIEHHS NpeAcTaBlieHO coenuHenue Gopmynsl (li) nnmm ero conbsar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMaleBTHUeCKM Npuemuemas coib, rae R®
npexacrasisier codori -CHs.

[00114] B npyroMm BapuaHTe OCYINECTBJIEHHUs] TpencTaBieHo coenuHenune (opmynsl (1), koTopoe

Xapakrepusyercs CrpykTypoit popmysr (Ij):

dopmyna (Ij);

e
R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R!;
R? npencrasnser coboii H unu Ci-6aku;
R* mpencrasnser coboit H, ramoren, -OR’, Cisankun, Ci-sankui-OH, Cisanxenun, Ca-
cankuHmI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0O-Cssouknoankun-OH, -N(H)-Ci.
sankun-COxH, -SO;RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-9reTepOLMKIOaNKIL, -

Cisankun-Caorereporuknoankui, Ce-i0apun, Ciorerepoapui, rae Cs.suuknoankun, Ca-
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orereporukyioankuy, -Cieankun-Cy.orerepoumknoankui, Ce.r0apun,  Ciorerepoapu
Heobs3aTenbHO 3amemens! 1 mmm 2 RM;

R’ npencrasaser coboit H, -CN, ranoren, Ci.sankui, Cisranorenankui, C1.raJoreHaaKoKCH
Wi (peHu,

R® npencrasnsier coboit H, ranoren umu C-6aKui;

R’ npencrasnsier coboit H, Cieankun, Cieranorenankun, Csguuknoankun, —Co.
orereporukioankui, Cs.ioapun win Ci.orerepoapud, rae Caorerepouuknoankui, Ce-10apui
unu Cr.oreTepoapun Heobs3aTenbHO 3amemenb 1 uam 2 RY;

kaxapiii R® u xaxnaeii R’ nesapucumo Bbiopanbl u3 H u Creankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH TPUCOEIMHEHBbI, OOBEOUHEHBI C OOpa3oBaHUEM
reTePOLUKIIOATKHIBHOTO KOJIBIIA,

R'? npencrasnser coboii H, ranoren i Ci-6anku;

RY npencrapnser coboit H unu Cieankui,

kaxabiii R HesaBucumo BbIGpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranoresankuna, Ci.
sankokcH, -Ci.eankun-OH, Cs.stmkmoankuna, -CO2R8, -C(O)NRPR?, -C(0)-Ciankuna, -
C(0)-Ci-sanxun-OH, -SO,-C1.sankuna, -N(R¥)SO2-C1.sankuna u -N(R¥)C(0)-C1.sankuna;

R npencrasnser coboii Ci-sankun unu Cs.sUUKI0TKIT;, U

RY npencrasnser coboii Ci-sankun unu Cs.sUUKI0TKIT,

WM €ro COJIbBaT, THApAT, TayToMep, N-OKCHA, CcTepeou3oMep Wiu (HhapMaleBTUUYECKH

npreMIIeMasi COJIb.

[00115]B apyrom BapuaHTe OCYINECTBIEHUS MpeAcTaBieHo coenuHenue ¢opmyinbl (1)) wiu ero
CONBBAT, TUAPAT, TayToMep, N-OKCH, CTepeou3oMep Win (papMaleBTUYECKH MpHeMIIEMasi COJIb,
rne R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYyIIECTBIEHHs MPENCTaBIEHO
coennaeHue Gopmyasl (Ij) unm ero compBar, rHApat, TayToMep, N-OKCHA, CTEPEOU3OMEp HIIH
dapmanesTuueckn mnpuemnemas conb, rae R! mpencrasmser coboit -N(R*)C(O)RY, u R?
npencrasisier codoit H. B apyrom BapraHTe OCYIIECTBIIEHHS TIPENCTABIEHO COENHHEHNE (POPMYJIbI
(Tj)) wmn ero combBatr, ruapar, Tayromep, N-OKCHI, CTepeoH3oMep WiH (hapMaleBTHUECKH
npuemiemas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u RY npencrasaser coboii Ci-
cAIKHJ. B pyrom BapmaHTe OCYIIECTBJICHHUS MpencTaBieHo coenauHeHue ¢opmynsl (Ij) mmm ero
COJIBBAT, TUAPAT, TayToMep, N-OKCH, CTepeou3oMep Win (papMalneBTUYECKH MpHeMIIeMasi COJIb,
rae R! npencrapnser coboii -N(H)C(O)R", u R"® npencrasnsier co6oii -CHs. B npyrom Bapuante
OCYIIECTBIICHUS MpencTaBiieHo coennHenne Gopmyiel (1)) wim ero conmpBat, ruapar, Tayromep, N-

OKCHJI, CTEpPEOU30Mep WU (apMalleBTHUECKU Tpueminemas conb, rae R mpencrasnsier coboii -
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NH)C(O)RY u R'® npencrasnsier coboii Cs-suuknoankua. B ApyroM BapHaHTe OCYIIECTBIEHMUS
npencraBieHo coenunenue Gopmyasl ([j) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaneBTUHeCKH mNpuemyemas coib, rme R! mpencraenser coGoil -
NR?*)C(O)RY”, u R? npencrasnsier coboii Cicankuia. B ApyromMm BapuaHTe OCYIIECTBIEHUS
npencrasieHo coenunenue Gopmyasl ([j) wim ero compBaT, rTHApAT, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
NRA)C(O)R”, u R? mnpencrasnser coboit -CHs. B napyrom BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenunenue Gopmyael ([j) wim ero compBar, rUApar, Tayromep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemsemas conb, rme R!' mpencraensier coGoit -
N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.canmkun. B apyrom BapuaHTe OCYIIECTBIEHUs
npencrasieHo coenunenue ¢opmyael ([j) wim ero compBar, rumgpar, Tayromep, N-OKCHI,
cTepeonzomep unM (apmaueBTHYECKH mNpuemyemas conb, rme R' mpencraenser coGoil -
N(CH3)C(O)R", u R npencrasnser coboii -CHs. B npyrom BapuaHTe OCYIIECTBIEHHS
npezacraBieHo coenunenue ¢opmyibl (Ij)) wim ero combBar, rHApAT, TayToMmep, N-OKCHZ,
cTepeousoMep WM (apMaleBTHUECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
N(CH3)C(O)R", u R" npencrapnsier coboii Cs.sipukaoankui. B apyrom BapuaHTe oCylieCTBIEHHS
npeacraBieHo coenuHeHue ¢opmyibl (Ij)) wim ero combBar, rHApAT, TayTomep, N-OKCHZ,
cTepeonzomMep uIM (hapMmaleBTUMeCKH mpuemsiemas coib, rame R! mpencrasnser cobGoit -
N(H)SO:R'. B npyrom BapuaHTe OCyIIeCTBIEHHs MpEACTaBiIeHo coeaunenue dpopmyisl (Ij) um
€ro CoJbBaT, TMApAT, TayTomep, N-OKCHI, CTepeor3oMep WiH (papMaLeBTHYECKU MpHEeMIIeMast
conb, rae R! npencrasnser coboit -N(H)SO2R', u R npencrasnser coboit Cisankun. B apyrom
BapHAaHTe OCYINECTBJIEHUs TMpencTaBieHo coenunenue Gopmynbl ([j) wim ero compBat, ruapar,
TayToMep, N-OKCHJ, cTepeou3oMep MU (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npenctasnser coboit -N(H)SO:RY, u RY npencrasnser coboit -CHs. B apyrom BapuaHTe
OCYIIECTBIIEHUs MpencTaBiieHo coenrHenune Gopmyisl (1)) wim ero conmpBat, ruapar, Tayromep, N-
OKCHJI, CTepPeou3oMep Wid (apMalleBTHUECKU Tpuemiuemas conb, rae R mpencrasisier coboii -
N(H)SO:RY, u RY npencrapnser coboii C3-sLUKI0ATKHIL.

[00116] B npyrom BapuaHTe OCYyINECTBIEHUS MPeACTaBieHO coenuHenue ¢opmyinbl (1)) wim ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (apMalleBTHUECKH MpUEMIIeMasi COJb,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisanxun-CO>H, Ca.sankunu,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Caorerepormknoankini, Ce.10apun uim
Ci.orerepoapun, thoe Csguukioankwi, Cr.orerepoumknoankmt, Ce.ioapun win Ci.oreTepoaput

HeoOs3aTenbHo 3amemensl 1 umu 2 R B gpyrom BapuanTe ocyluecTBIeHHs MpeNCTaBIEHO
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coennaeHne Gopmyasl (Ij) unm ero compBaT, rHApaT, TayroMmep, N-OKCHA, CTEPEOH3OMEp WM
dapmanesTuuecku npuemnemas conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R’, Cs.suuknoankun, Cs.oreteporuknoankun umu Ci.
orerepoapm, rae Cr.orereporukioankui win Ci.oreTepoapus HeoOs3aTeNnbHO 3aMenienbl 1 wim 2
R B gpyrom BapuaHTe OCYIIECTBIEHHs NpecTaBieHo coenunenue Gopmynbl (Ij) umu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOn3oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rie R mpencraenser coboif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPECTaBIECHO
coennneHne ¢opmyasl (Ij) unm ero compBaT, ruapar, TayroMmep, N-OKCHA, CTEPEOH3OMEp WIIH
dapmanepTuueckn npuemsemas conb, rme R* mpencrasnser coboii -Cl. B mpyrom BapuanTe
OCYIIECTBJIEHUS MpeacTaBiieHo coeanHenune Gopmyder (Ij) wnm ero conmpBart, runpar, Tayromep, N-
OKCHJI, CTEPEOU30Mep MM (apMalleBTUYECKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci.
cTAJIOTEHAJKII. B pyromM BapuaHTe OCYINECTBIIEHMs MpeAcTaBieHO coeanHeHue ¢opmyisl (1))
WK €r0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep WiH (hapManeBTHUECKH IpreMiIeMast
conb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenurenue (opmyanl (Ij) uam ero conmpBaT, rHApAT, TayToMep, N-OKCHA, CTEPEOU3OMEep WJIH
dapmauesTuuecku npuemsemas conb, rae R* mpencrasnser coboii -N(H)-Cisankun-CO.H. B
APYroM BapUaHTe OCYLIECTBJICHMS MPenCTaBieHO coenuHeHune (opmysnbl (Ij) wnm ero conbsart,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (apMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIEHHS TPEACTABIEHO
coennaeHue (opmyanl (Ij) uam ero compBar, rHApaT, TayToMep, N-OKCHA, CTEPEOU3OMEp WM
(apmanesTHuecku npuemiemMas conb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapHAaHTe OCYIIECTBJIEHUs TpencTaBieHo coenuHeHue (opmyisl ([j) wim ero compBat, ruapar,
Tayromep, N-OKCHJ, cTepeou3oMep WX (apMalleBTHUeCKH mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennaeHne (opmyasl (Ij) uam ero compBar, rHApaT, TayToMep, N-OKCHA, CTEPEOU3OMEp WIIH
dapmanesTuueckn mnpuemnemas coib, rae R* mpencrasnser coboit -C(O)NRPR’. B apyrom
BapHWaHTe OCYINECTBJICHUs TpencTaBieHo coenuHeHue (opmyisl ([j) wim ero compBat, ruapar,
Tayromep, N-OKCHJ, cTepeou3omep Wi (apMalleBTHUeCKd Tmpuemiemas comb, rae R*
npencrasisier codoii -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIICHUS] MPEICTABICHO COSAUHEHHE
¢dopmysl (1)) unm ero conpBart, ruapart, Tayromep, N-oKCcua, cTepeon3soMep in (papManeBTUIECKH
npuemnemas coib, rae R* npexactapnser coGoii  Cs.sLMKNOaNKWI. B ApyroM BapuaHTe
OCYUIECTBJICHUS MpencTaBiieHo coennHenne Gopmyisl (1)) wim ero conmpBat, ruapar, Tayromep, N-

OKCHJI, CTEpPEOU30Mep WU (apMalleBTHUECKU Tpueminemas conb, rae R* mpencrasnsier coboii -
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OR’. B smpyroM BapuaHTe OCYLIECTBJIEHMs MpejacTaBieHo coenuHenue Qopmynsl (Ij) umm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTepeon3oMep Wiu (hapMalleBTHUECKH MpUeMIIeMasi COJib,
rae R* npencrasnsier coboii -OR’, u R7 npencrapiser coboil HezamelneH bl C3-slIUKI0ATKUI U
Ce-10apui1, HeoOs3aTENBHO 3aMEINeHHbIH TajoreHoM. B Apyrom BapHaHTe OCYLIECTBIICHHS
npencrasieHo coenunenue Gopmyasl ([j) wim ero compBaT, rTHApAT, TayToMep, N-OKCHUI,
cTepeousoMep uu (GapMalieBTUYECKU Tpuemiemas conb, rae R* mpencrasnser coboii -OR’, u R’
npeacrassier coOoil He3zameweHHbI Cs.siukmnoankuia. B apyrom BapuaHTe OCYIIECTBICHHUS
npencrasieHo coenunenue Gopmyael ([j) wim ero compBar, rUApar, Tayromep, N-OKCHUI,
cTepeousoMep uu (papMalieBTUHECKU Npuemiemas conb, rae R* mpencrasnser coboii -OR’, u R’
npeacTaBisier coOoi (eHus, HeoOs3aTeNbHO 3aMEIleHHBI rajJoreHoM. B npyrom BapuaHTte
OCYLIECTBJIEHUS MpencTaBiieHo coeanHenne Gpopmydel (1)) unm ero conmpBart, runpar, Tayromep, N-
OKCHJI, CTEpPeou3oMep MK (apMalleBTUUECKH TpHememMas conb, rae RY mpencrasnser coboii -
OR’, u R’ mnpenacrapnser coboii (eHun, 3aMelleHHbIH raqoreHoM. B Jpyrom BapuaHTe
OCYLIECTBJICHHS NTPEACTaBIeHO coenunHenne ¢popmysl (Ij) umm ero conbsart, runpar, Tayromep, N-
OKCHJI, CTEpPeon3oMep MM (apMalleBTUUeCKH TpuemiemMas conb, rae RY mpencrasnser coboii -
OR’, u R’ mpencrapnser coboii penun, 3amemennpiii -Cl. B pyrom BapuaHTe OCyIIECTBJIEHHUs
npeacraBieHo coenuHeHue ¢opmyibl (Ij) wim ero combBar, TrHAPAT, TayToMmep, N-OKCHZ,
cTepeonzomMep unM (apmaleBTUYECKH Npuemsiemas coib, rae R* mpencrasmser coboit Co.
9reTepOLMKIIOANKUI, HeoOs3aTenbHo 3amemenHeli 1 wmu 2 RY B gpyrom Bapuante
OCYILIECTBJIEHUS MpencTaBiieHo coearHenune Gopmyisl (Ij) wam ero conpBat, ruapar, Tayromep, N-
OKCHJI, cTepeou3oMep MiH (apMaleBTHYeCKH NpuemieMas coib, rae R* mpencrasnser cobGoit
He3aMelleHHbIH  CyoreTepoLMKIOaKiI. B JpyroMm BapuaHTe OCYIIECTBJICHHS MPEICTABICHO
coenunenue (opmysisl (Ij) wiu ero combBar, ruapar, TayTomep, N-OKCHI, CTEPEOU3OMEpP WJIH
(apmanepTuueckn npuemsiemas comb, rae R mpencrapnser coboif  Ci.oreTepolUKIOAKIIL,
samemenseii 1 unm 2 R B gpyrom BapuaHTe OCyliecTBIEHHs INPEACTABICHO COEIHHEHUE
dopmysl (1)) wiu ero cospBaT, ruApart, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemnemas conb, rae RY mpencraBnser coGoil  CisTeTepOLUKIOANKU, HEOOS3aTeNbHO
samemennbiii 1 uin 2 R, rue CisreTeponukioankun nmpencTaBiser co0ol MOHOLMKIMYECKHUI
reTepPOLMKIIOAKIII, BBIOPAHHBIA M3 MUPPOJIMAMHA, MUNEPUINHA, MHUMepasdHa u MopdosnHa. B
APYyroM BapUaHTE OCYLIECTBJICHHs IMPENCTaBJeHO coenuHeHne (opmyibl (Ij) mwimm ero combsart,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep i (apMalleBTHYeCKM Mpuemuemas coib, rae R*
npencrasiser coboii Cs.oreTepolMKIOanKui, Heobs3aTenpHo 3aMemennerii 1 um 2 R, rme Cs.

oT€TePOLMKIIOANKIII TPEACTaBIsAeT COO0OH OWIUKINYECKHII TIeTepOLMKIOANKUI. B apyrom
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BapHAaHTe OCYIIECTBJICHUs TpencraBieHo coenuHeHue Gopmyisl ([j) wim ero compBat, ruapar,
tayroMmep, N-OKCHI, CTepeou3oMep WIH (papMalLeBTHUeCKH IpuemieMas conb, rae R*
o . 14
npencrasisier codoit Cs.oreTepOolKIOaNKWI, Heobsi3aTenbHo 3amernennabiii 1 umn 2 R, roe Cs.
9T€TEPOLIMKIIOANIKHIT TIPENCTABISIET COOOM CHUPOLMKINYECKUH TeTepOlHKIIOANKWI. B mpyrom
BapHAaHTe OCYIIECTBJICHHs TpencTaBieHo coenuHeHue Gopmyisl ([j) wim ero compBat, ruapar,

Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*

IpencTaBisieT coboil '§‘ G, -E_ND, -g_N/\:><l: -E_N/\:>7F’ -%-NC/\N—<] -E_N/\:/\O
wt/\
_§-N®o’ %—N@O’ %—N@O’ -§—N<:CO’ %—Ni><30’ [OD’ %—NEN—{NHZ

2

7
“fa 0
0O

F OH
#(T 0 B w9 B wT "
£ P iy o %NQ—NH 4N N
O, HOK, 0O -
OH | NH; -§_N 8020H3’ o | H W
SN N
H:. . B npyrom BapuaHTe OCYyIIECTBJIEHHs MPENCTaBieHO coenunenue Gopmyisl (Ij) wmu

€ro COJIbBaT, T'MIpAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (papMaLeBTHYECKU MpHEeMIIeMast
conb, rae R* mpexncrasnsier coboii Ciorerepoapui, HeoOs3aTenbHO 3amernenHeii 1 umun 2 R, B
APYroM BapUaHTE OCYLIECTBJICHHs IMPENCTaBJeHO coenuHeHne (opmyibl (Ij) wim ero combsart,
ruzpar, TayTomep, N-OKCHJ, CTepeousoMep i (papMalleBTHYeCKM MpHeMuemas coib, rae R*
npencrasisier cobol HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYILIECTBICHHUS
npencraBieHo coenunenue Gopmyasl ([j) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonzomMep uIM (apMmaleBTUYEeCKH Npuemsemass coib, rae R* mpencrasnsier cobGoit Co.
oreTepoapui, 3amemenHelii 1 unu 2 R B gpyrom BapuanTe OCyLIeCTBIEHHs MPEACTABICHO
coenunenue ¢opmyinbl (Ij) wnm ero conbsat, rugpat, Tayromep, N-OKCHA, CTEPEOU3OMEp WU

(apmanepTHuecku npuemsemMas cob, rae R* npencrasnser coboii Ca.oreTepoapu, HEOOS3aTENbHO
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samemmenseii 1 unu 2 R rne Ca.orerepoapun BuiOpan u3 muppona, gpypaHa, THodeHa, THA30Ma,

nHMpas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPHUMUAMHA, MUPa3HHA, HHAOJNA,

oensornodena, Oensodypana u uMHmazonNMpUANHA. B IpyromM BapwaHTe OCYLIECTBJICHHS

npencraBieHo coenunenue Gopmynsl ([j) wim ero compBaT, rHOpAT, TayToMep, N-OKCHUI,
N

il
S

2

cTepeousoMep Miu (apMaLieBTUUECKU Npuemiemas comb, rae RY mpencrasnser coboit

N

N~ 74
N N N é_(\|
N- 7

N N \ 7\ 7 N\ N
w0 T O O
=, o™, H N="| N wmu ,

2

B npyrom Bapuante
OCYLIECTBJIEHUS MpencTaBiieHo coeanHenne Gopmyiel (Ij) wmm ero conmpBat, runpar, Tayromep, N-
OKCHJI, CTepeon3oMep Wiin (apMalleBTHUECKH MpuemiieMasi conlb, e R’ mpencrasnsier coboit H,
CN, ranoreH, Cicankun, Ci.eramoreHankun unu Ci.eranoreHankokcu. B gpyrom BapuanTte
OCYLIECTBJIEHHS MTPEACTaBIeHo coenunenne ¢popmysl (Ij) umm ero conbsart, runpar, Tayromep, N-
OKCHJI, CTEpPeou3oMep 1 (papMalleBTHIECKH puemiaeMas conb, rae R> npencrasnser coboit H. B
APYIOM BapHaHTe OCYLIECTBJIEHUs NMPEACTaBIeHO coennHeHne (opmys! (Ij) mmm ero comsbsar,
ruapaT, Tayromep, N-OKCHJ, CTepeoM3oMep MMM (hapMaleBTHUeCKd TpUeMieMas conb, rae R’
npeacrasisier coboit -CN. B npyrom BapuaHTe OCYLIECTBICHHs TPEICTABICHO COSIUHEHHE
dopmyasl (I)) unm ero cosbBart, ruapar, Tayromep, N-OKCua, CTepeonusoMep in (papMareBTUIECKH
npuemieMas coib, rae R mpencrasnsier coboif ramoreH. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenunenue Gopmyabl ([j) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonsomep MM (papMalleBTUYECKH TpuemieMas comb, rae R’ mpexcrasmsier coboit -Cl. B
APYyroM BapUaHTE OCYLIECTBJICHHs MPENCTaBieHO coenuHeHune (opmysbl (Ij) wim ero combsart,
ruzipar, Tayromep, N-OKCUJ, cTepeou3oMep MmM (apMalleBTHUECKM MpHeMiIeMas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COEAUHEHHE
dopmysl (1)) unm ero conpBar, ruapar, Tayromep, N-OKCua, CTepeon3oMep Win (papMaeBTUIECKH
npuemieMas coib, rae R> mpencrasusier coboit Cisankun. B apyroM BapuaHTe OCYLIECTBICHUS
npencraBieHo coenunenue Gopmyasl ([j) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeousoMep WM (papMalleBTHUECKH TpHemieMas comb, rae R mpeacrasnsier coboit -CHs. B
APYyroM BapUaHTE OCYLIECTBJICHHs IMPENCTaBJIeHO coenuHeHne (opmyubl (Ij) wnmm ero combsart,
ruzpar, Tayromep, N-OKCUJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier codoit CierajoreHankmi. B apyrom BapuaHTe OCYIIECTBICHUS IPENCTaBIECHO
coennaeHne Gopmynsl (Ij) unm ero compBaT, rHApaT, TayroMep, N-OKCHA, CTEPEOH3OMEp WM

dapmanesTuuecku Tpuemiaemas coib, rae R mpencrasnser coboii -CFs. B apyrom BapuaHTe
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OCYIIECTBJICHUS MpencTaBiieHo coeanaenne Gopmyisl (1)) wim ero conmpBart, ruapar, Tayromep, N-
OKCHJI, CTEPEOU30Mep UM (papMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TJIOTEHANIKOKCH. B npyrom BapmaHTe OCYLIECTBIECHHS NpencTaBlieHO coennHeHue Gopmyusl (1)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaLeBTUIECKH pHeMIIeMast
conb, rae R’ mpencrasnser coboit -OCF3. B apyroM BapuaHTe OCYIIECTBJIEHMS MPEACTaBIEHO
coennaeHne ¢opmyasl (Ij) unm ero compBar, ruapar, TayroMmep, N-OKCHA, CTEPEOH3OMEp WM
(apmanepTuuecku mpuemnemas conb, rae R° mpencrasnser coboii H. B apyrom BapuaHTe
OCYIIECTBJIEHUS MpencTaBiieHo coeanHenne Gopmyde (Ij) wmm ero conmpBat, runpar, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser coGoit
rajored. B apyrom BapmaHTe OCyIIECTBIIEHUS NPEACTaBJIeHO coenuHeHue Gopmyinsl (Ij) nmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMalleBTUYECKH NpHEeMIIeMasl COJb,
rae R npencrasnser coboii -Cl. B apyrom BapuaHTe OCyIIECTBIEHUs MPEACTABIEHO COeMHEHNE
dopmyet (Ij) nnu ero cosnbart, ruagpat, Tayromep, N-oKkcHI, cTepeon3oMep miu GapMarleBTHIeCKH
npuemnemas coib, rae R® mpencrasnser coboit -F. B apyroM BapuaHTe OCYLIECTBIEHHUS
npexncraBieHo coenunenue Gopmynasl (Ij) wnmm ero comeBar, ruapart, Tayromep, N-OKcHI,
cTepeousoMep WM (hapMaleBTHUECKH MpuemyieMas conb, rae R® npencrasnsier co6oit Ci.saikun.
B nmpyrom BapuaHTe OCYLIECTBJECHMS MPEACTaBIeHO coenuHenue Gopmyisl (Ij) wim ero conbaar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R®
npexacrasisier codori -CHs.

[00117] B apyrom BapuaHTe OCYINECTBIEHUsS MpeAcTaBieHo coenauHenue ¢opmynbl (Ij) wiu ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJI, CTEpPEeOr3oMep WK (papMalleBTHYECKH MpHeMIIeMasi COJIb,
rne R!? npencrasnser coboit H. B apyrom BapHaHTe OCYLIECTBIEHHUs MPEACTABICHO COETHHEHHE
¢dopmyasl (1)) unm ero cospBar, ruapar, Tayromep, N-OKCHa, CTepeonusoMep id (papMaeBTUIECKH
npuemieMas coib, Tae R!? mpencrasnser coboii Cisankun. B apyrom BapuaHTe OCyLIECTBIEHHUS
npencrasieHo coenunenue Gopmyasl ([j) wim ero compBaT, THApAT, TayToMep, N-OKCHUI,
cTepeonsomep MM (apMarleBTHYeCKH IpuemieMas coib, rae R!? mpeacrasnser coboii -CH;. B
APYyroM BapUaHTE OCYLIECTBJICHMS MpencTaBiieHO coenuHeHne (opmyibl ([j) mwim ero combsart,
ruzpar, TayToMep, N-OKCHJ, CTepeou3oMep Wu (papMalleBTHYECKM MpuemieMas conb, rae R
npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHSI IPENCTABICHO COeTUHEHNE (POPMYITBI
() mmm ero compBaT, rUIpar, TayromMep, N-OKCHI, CTepeou3oMep WIH (papManeBTUIECKH
npuemieMas coib, Tae R'® nmpencrasnser coboii Cisankun. B Apyrom BapuaHTe OCYyLIECTBIEHHUS
npencraBieHo coenunenue Gopmyasl ([j) wim ero compBaT, rTHApAT, Tayromep, N-OKCHUI,

cTepeousomep Miu (apMarleBTHYeCKU MpuemieMas coib, rae R'° mpenacrasnser coboii -CH;. B
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APYyroM BapUaHTE OCYIIECTBJICHMs IMPENCTaBJeHO coenuHeHne (opmyinbl (Ij) mwimm ero combsart,
ruzpat, TayToMep, N-OKCHJI, CTepeou3oMep WM (apMalleBTHYECKM MpHemieMas conb, rae R'?
npencrasnsier coboii H, u R npencranser coboii H. B npyrom BapuaHTe OCYLIECTBIEHHS
npencraBieHo coenunenue Gopmynsl ([j) wim ero compBaT, rHOpAT, TayToMep, N-OKCHUI,
cTepeousoMep unH (papMaLeBTHUeCKH Tpuemiemas coib, rae R'? nmpencrasnser coboit H, u RP
npencrasisier coboit Crsankmi. B npyrom BapuaHTe OCYINECTBJICHHS MPEACTABICHO COSTUHEHHUE
dopmyuel (Ij) wu ero cobpBat, ruapart, TayroMep, N-OKCHJI, CTepeOr3oMep WiIH (apMarieBTHIeCKH
npuemieMas cojb, rae R mpencrasnser coboit H, u R'? npencrasnser coboit -CHs. B apyrom
BapHaHTe OCYIIECTBJICHHs TMpencTaBieHo coenuneHue Gopmyisl ([j) wim ero compBat, ruapar,
Tayromep, N-OKCHI, CTepeou3oMep Wik (apMaleBTHYECKH TNpueminemas coib, rae R'
npencrasnser coboit Creankun, u R npencrasnser coboit H. B gpyrom BapuanTe
OCYIIECTBIIEHHSI TIpeCTaBjIeHO coennnenue Gopmysl (Ij) unm ero conpBart, ruapar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku mpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs, u RY npencrasnser coboii H. B apyrom BapHaHTe OCYLIECTBIEHMS IIPENCTABIEHO
coennrenue (opmyanl (Ij) uam ero compBaT, THApAT, TayToMmep, N-OKCHA, CTEPEOU3OMep WJIH
dapmarnepTuuecku npuemiemMas conb, rae R'? npencrasnser coboii Crsankun, u R'? npencrapnser
coboii Cr.sankmi. B apyrom BapuaHTe OCyINECTBIIEHUS NpeAcTaBieHo coenuneHue Gopmyisl (1)
WK €r0 COJIbBAT, THAPAT, TayToMep, N-OKCU, CTEpEOr30oMep WK (hapMalleBTHYECKH TpHeMIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u R npexncrasnser co6oii -CHs.

[00118] B apyrom BapuaHTe OCYINECTBJIEHHUs] TpencTraBieHo coenuHenune (opmynbl (1), koropoe

xapakrepuszyercs crpykTypoit popmyst (Ik):

dopmyna (Ik);

rae
R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R!;
R? npencrasnser coboii H unu Ci-sakul;
R* npencrasnsier coboit H, ramoren, -OR’, Cisankun, Ci-sankui-OH, Cisankenun, Ca-
cankuHmWI, Ci.eramorenankmwi, -O-Csguuknoankmwi, -0-Cssuuknoankun-OH, -N(H)-Ci-

sankun-CO>H, -SO:RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-oreTepOLMKIOaNIKILI, -
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Ci-sankun-Cr.orerepormkioankun, Cs.ioapui, Ciorerepoapui, rae Cs.suukioankun, Co.
orereporukyioankui,  -Cieankun-Cr.orerepoumknoankui, Ce.r0apun, Ciorerepoapun
Heobs3aTenbHO 3amemens! 1 mmm 2 RM;

R’ mpencrapnser coboit H, -CN, ranoren, Ci.cankui, Cisranorenankui, C1.raJoreHaaKokCH
Wi peHu,

R® npencrasnser coboit H, ranoren umu C-6aIKui;

R’ npencrasnsier coboit H, Cieankun, Cieranorenankun, Csguuknoankun, —Co.
orereporukioankui, Cs.ipapun wiu Ci.orerepoapud, rae Caorerepouuknoankui, Ce-10apui
unu Cr.oreTepoapun Heobs3aTenbHO 3amemenb 1 uam 2 RY;

kaxapii R® u kaxapii R’ nesaBucumo Bbiopansl u3 H u Creankuna, uiu R® u R’ Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH MpPHCOEIHHEHbI, OOBEOUHEHbI C O0Opa3oBaHHEM
reTePOLUKIIOATKHIBHOTO KOJIBIIA,

kaxabiii R HesaBucumo BbIGpan u3 ranorena, -OH, okco, Cisankuna, Ci-sranoresankuna, Ci.
sankokcH, -Cr.eankmn-OH, Cs.srmkmoankuna, -CO2R8, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-Ci-sanxun-OH, -SO,-C1.sankuna, -N(R¥)SO2-C1.sankuna u -N(R¥)C(0)-C1.sankuna;

RY npencrapnser coboit Cisanku umm C3-sHUKI0aNKWIT;

R! npencrapnser coboii Ci-sankun unu Cs.sUUKI0TKILT;, U

R!"® u R' nesasucumo suibpans u3 H u Cisankuna, rae R'® u RY o6a ne npencrapnsor coboii
H;

WM €ro COJIbBaT, THApAT, TayToMep, N-OKCHA, CTepeou3oMep Win (HapMaleBTUUECKH
npreMIIeMasi COJIb.

[00119] B npyrom BapuaHTe OCylIeCTBIIEHUs] TpenctaBieHo coenunenue opmyisl (Ik) wim ero

CONBBAT, TUAPAT, TayToMep, N-OKCH, CTepeou3oMep Win (papManeBTUYECKH MpHEMIIEMasi COJIb,

rne R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYyIIECTBIEHHs MPENCTaBIEHO

coennaenue ¢opmynsl (Ik) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH

dapmauesTuueckn mnpuemneMas conb, rae R! mpencrasmser co6oit -N(R*)C(O)RY, u R?

npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI

(Ik) wmnmm ero conbBaT, TUApAT, TayToMep, N-OKCHA, CTepeou3oMmep Wi (apMareBTHISCKH

npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)R'Y, u RY npencrasaser coboii Ci-

cIKUI. B npyrom BapmaHTe OCyIIECTBIEHHUs MpencTaBieHO coenuHeHue (Gopmynsl (Ik) umm ero

COJIBBAT, TUAPAT, TayToMep, N-OKCH, CTepeou3oMep Win (papMalneBTUYECKH MpHeMIieMasi COJib,

rae R! npencrapnser coboii -N(H)C(O)R", u R"® npencrasnsier co6oii -CHs. B npyrom Bapuante

OCYIIECTBIICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapart, Tayromep, N-
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OKCHJI, CTEpPEOU30Mep WiIu (apMalleBTHUECKU Tpueminemas conb, rae R!' mpencrasnsier coboii -
NH)C(O)RY, u R'® npencrasnsier coboii Cs-suuknoankua. B ApyroM BapHaHTe OCYIIECTBIEHUS
npencraBieHo coenuHeHue ¢opmynbl (Ik) wam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYeCKH mNpuemyemas coib, rme R! mpencrasnsier coGoil -
NR?*)C(O)RY”, u R? npencrasnsier coboii Cieankuia. B ApyroM BapuaHTe OCYIIECTBIEHUS
npencrasieHo coenuHenue ¢opmynbl (Ik) wmm ero comeBar, ruapar, TayToMep, N-OKCHUI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemsemas coib, rme R!' mpencraensier coGoil -
NR?)C(O)R”, u R? mnpencrasnser coboii -CH;. B napyrom BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenuHeHue ¢opmynbl (Ik) wmm ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeonzomep unM (apmaleBTUYECKH mNpuemseMas conb, rme R!' mpencraensier coGoil -
N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.canmkun. B apyrom BapuaHTe OCYIIECTBIEHHUs
npezncrapieHo coenuHenne Gopmyasl (Ik) wmnm ero cosbBar, ruapar, TayTomep, N-OKCHZ,
cTepeousoMep UM (apMaleBTHYECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
N(CH3)C(O)R", u R mnpencrasnser coGoii -CHs. B npyromM BapuaHTe OCYIIECTBIEHHS
npeacrasieHo coenuHenue Gopmyabl (Ik) wnm ero combBar, ruapar, TayTomep, N-OKCHZ,
cTepeousoMep uau (apMaleBTUUECKH mnpuemiemas conb, rae R!' mpencrasnser coGoif -
N(CH3)C(O)RY, u R" mpencrapnsier coboii C3.sumkmnoankun. B npyrom Bapuante ocyIecTBIeHus
npencraBieHo coenuHenue ¢opmynbl (Ik) wam ero cosabBar, ruapar, Tayromep, N-OKCHI,
cTepeouzomep unM (apmaleBTUMeCKH mpuemsemas coib, rme R! mpencrasnser cobGoit -
N(H)SO:R'. B npyrom BapuanTe OCyIiecTBIEHHs MpeAcTaBieHo coenunenue Gopmynsl (Ik) wm
€ro COJIbBaT, T'MIpAT, TayTomep, N-OKCHI, CTepeor3oMep Wi (papMaLeBTHYECKU MpHeMIIeMast
conb, rae R! npencrasnser coboit -N(H)SO2R', u R npencrasnser coboit Cisankun. B apyrom
BapUAHTE OCYIIECTBJICHUS MpenctaBiieHo coenuneHue (opmynsl (Ik) wim ero combBat, ruapar,
TayToMep, N-OKCHJ, cCTepeou3oMep MU (apMaleBTHUeCKd TNpuemnemas comb, rae R!
npenctasnger coboit -N(H)SO:RY, u RY mnpencrasnser coboit -CHs. B gpyrom BapuanTe
OCYINECTBIICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTepeou3oMep Wid (apMalleBTHUECKU Tpueminemas conb, rae R! mpencrasnser coboii -
N(H)SO:RY, u RY npencrapnser coboii C3-sLUKI0ATKHIL.

[00120] B npyrom BapuaHTe OCyIIeCTBIIEHUs] TpenctaBieHo coenunenue opmyisr (Ik) wim ero
COJNbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Win (apMaleBTHUECKH MpUEMIIeMasi COJib,
rae R* npencrasnser coboii ranoren, -OR’, Cisankun-OH, -N(H)-Cisanxun-CO>H, Ca-sankunu,
Cisranorenankun, -CO2R3, -C(O)NRPR’, Cssiuknoankun, Ca.orerepormknoankii, Ce.10apun uim

Ci.orerepoapun, thoe Cssuukioankwi, Ci.orerepoumknoankt, Ce.ioapun win Ci.oreTepoaput
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HeoOs3aTenbHo 3amemensl 1 uma 2 R B mpyrom BapuanTe ocyluecTBieHHs MpenCTaBIEHO
coennaeHne ¢opmynsl (Ik) wnmm ero combBat, rumpar, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
dapmauesTuuecku mpuemnemasi conb, rae R* mpencrasnser coboit ramoren, -OR’, -N(H)-Ci-
sankun-CO,H, Ci.sranorenanxun, -C(O)NR®R’, Cs.suuknoankun, Cs.oreteporuknoankun um Ci.
orerepoapm, rae Cr.orereporukioankui uin Ci.oreTepoapui HeoOs3aTeNnbHO 3aMelienbl 1 wim 2
R B napyrom BapuaHTe OCyINeCTBJEHHs TpencTaBjieHo coenuHenue dopmynbl (IK) umu ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOn30oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rne R* mnpencraenser coGoif ramoreH. B ApyroM BapHaHTe OCYIIECTBIEHMS MPENCTaBIECHO
coennneHue ¢opmynsl (Ik) mnu ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WM
(apmanepTHueckn npuemsiemass conb, rme R npencrasnser coboii -Cl. B mpyrom BapuaHTe
OCYILIECTBJIEHUs MpeacTaBieHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTEpPeou3oMep uau (papMalleBTHIeCKH MpuemieMas coib, rae R* mpencrasnser co6oii Ci-
cTAJIOTEHAJNKIII. B npyrom BapmaHTe OCYIIECTBIEHUS MpeAacTaBieHo coeauHeHue opmyisl (Ik)
WIN €r0 COJIbBAT, THAPAT, TayToMep, N-OKCHA, CTepeon3oMep WK (apMaleBTHUECKH IpHeMiIeMast
comb, rae R* mpencrasnser coGoit -CF3. B npyrom BapuaHTe OCYLIECTBJIEHMS IIPEICTABIEHO
coenuHenue ¢opmyinel (Ik) mnm ero compBar, rugpar, TayroMep, N-OKCHI, CTepeOH3OMep WU
dapmanepTuuecku npuemnemas comb, rae R* mpencrasnser co6oit -N(H)-Ci.sankun-CO,H. B
APYroM BapHaHTEe OCYINECTBIIEHHs mpenacTaBieHo coenuHeHue ¢opmynsl (Ik) wmm ero conbsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R*
npencrasisier coboit -N(H)CH,CO>H. B napyrom BapuaHTe OCYIIECTBIEHHUS TMPEACTABIEHO
coenunenue Gopmynbl (Ik) unm ero compBar, rumpar, TayTomep, N-OKCHI, CTEPEOU3OMEpP HWIIH
dapmanesTuuecku npuemiemMas conb, rae R* npencrasnser coboit -N(H)CH2CH2CO>H. B npyrom
BapUaHTE OCYLIECTBJICHUS MpencTasiieHo coenuneHue (opmyinsl (Ik) wim ero combsat, ruapar,
Tayromep, N-OKCHJ, cCTepeou3oMep WM (apMaleBTHUecKd mpuemiemas comb, rae R*
npencrasisier codoit -N(H)CH,CH>CH>CO,H. B npyrom BapuaHTe OCYIIECTBJICHHS MPEACTABIEHO
coennaeHne ¢opmynsl (Ik) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
dapmanepTuuecku npuemnemas conb, rae RY mpencrasnser coboit -C(O)NR®R’. B mpyrom
BapUAHTE OCYIIECTBJICHUS MpencTaBieHo coenuHeHue Qopmyinsl (Ik) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, cCTepeou3omep Wi (apMaleBTHUeCKd TNpuemiemas comb, rae R*
npencrasisier codoli -C(O)NH,. B apyrom BapuaHTe OCYIIECTBIEHUS MPEICTABICHO COSAUHEHHE
dopmynsr  (Ik) wmnmm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOM3OMEp WM
dapmanepTuuecku npuemsemMasi coib, rae R mpencrasnser coboii Cs.suukioankui. B apyrom

BapUaHTE OCYIIECTBJICHUS MpenctasiieHo coenuHeHue Qopmynsl (Ik) mmm ero combat, ruapar,

-132 -



Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npexcrasnser coboit -OR’. B 1pyrom BapuaHTe OCYIIECTBJIEHHS MPEICTABIEHO COEIHHEHHE
dopmynsr  (Ik) wmnmm  ero combBar, THApAT, TayTOMep, N-OKCHZI, CTEPEOH30MEp WM
dapmanesTUUecKu pueMnemasi colb, rae R* npexncrasnsier coboii -OR’, u R’ npencrasnser coboii
HezameteHHbld  Cs.guukimoankmn win Ce.j0apuii, HEOOs3aTeIbHO 3aMEINEHHBbIH rajoreHoM. B
APYyroM BapHaHTEe OCYINECTBIIEHHUs mpenacTaBieHo coenuHeHue ¢opmynsl (Ik) mmm ero conbsar,
ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep MM (apMalleBTHYeCKM MpHemuemas coib, rae R*
npencrasnsier coboit -OR’, u R” npexacrasnser coboii Hesamemennblii C3.s1uka0oankun. B apyrom
BapUaHTE OCYIIECTBJIECHUS MpencTaBieHo coenuHeHue (opmyinsl (Ik) wnm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd npuemiemas comb, rae R*
npencrasnser coboii -OR’, u R’ mpencrasnser coboii (eHun, HeoOA3aTENbHO 3aMEIEHHbIH
raJjoreHom. B npyrom BapuaHTe OCYINECTBJIEHHUS MpenctaBieHo coenuHeHue (Gopmyssl (Ik) wmm
€ro COJbBAT, TMApAT, TayToMep, N-OKCHUZ, CTepeor3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
comb, rae R* mpencraBnser coGoit -OR’, u R’ mpencrasnsier coGoii (eHMn, 3aMeleHHbIi
rajJjoreHoM. B npyrom BapuaHTe OCYINECTBJIEHUs MpencTaBiieHo coenuHeHue Gopmynbl (Ik) wmm
€ro COJbBAT, TMAPAT, TayTOMep, N-OKCHA, CTepeor3oMep WM (apMaLeBTHYECKH MpHeMIIeMast
conb, Tne R* mpencrasnser co6oii -OR’, u R’ npencrasnser coboii denun, samemennsiii -Cl. B
APYroM BapHaHTEe OCYINECTBIIEHHs TpenacTaBieHo coenuHeHue ¢opmynsl (Ik) wmm ero conbsar,
ruipar, Tayromep, N-OKCHJ, CTepeousoMep HiH (papMalleBTHUeCKM Mpuemuemas coib, rae R*
npencTasiser codoit Cr.oreTepoLUKIOaIKIII, Heo0s3aTe bHO 3aMemenHbli 1 umu 2 R B npyrom
BapUAHTE OCYIIECTBJICHUS MpencTaBieHo coenuneHue (opmyinsl (Ik) wim ero combBat, ruapar,
Tayromep, N-OKCHJ, cTepeousomep WM (apMaleBTHUeCKd Tmpuemiemas comb, rae R*
npeacTasisier co0oi HezaMereHHbIH C2.oreTepOLMKIOaNKII. B 1pyrom BapuaHTe OCYIIECTBICHUS
npencraBieHo coenuHenue ¢opmynbl (Ik) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeonzomMep unM (apMmaleBTUYEeCKH Npuemsiemass coib, rae R* mpencrasmser cobGoit Co.
oreTepOLMKIOANKUI, 3amemenHbii 1 ummu 2 RY B npyrom BapuaHTe oCylLiecTBIEHHUS
npencraBieHo coemuHenue ¢opmynsl (Ik) wam ero compBar, ruapar, TayToMep, N-OKCHI,
cTepeouzomMep uIM (hapMmalleBTUYeCKH Npuemsiemas coib, rae R* mpencrasnsier coGoit Ca.
sTETePOLUKIIOANKU, Heobs3aTenbHo 3amemneHHbii 1 uwmu 2 R, rme Casrereponmkxioankun
npeAcTaBsieT coO0M MOHOLMKINYECKUH TeTePOLMKIIOANKNAT, BBIOPAHHBIA W3 MUPPOJIHINHA,
NUMNepHIrHa, NunepasuHa U MopdomuHa. B apyroMm BapuaHTe OCYLIECTBICHHS IPENCTABJIEHO
coennaeHne ¢opmynsl (Ik) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WIIH

dapmanepTuuecku npuemiemas comb, rme R mpencrapnser coboii  Cs.oreTepoLUKIOaIKKIIL,
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HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpefcTasiser coboii
OMLIMKIIMYECKUI TeTEepOLHNKIOANKWI. B apyrom BapuaHTe OCYIIECTBJICHUS IPENCTaBIECHO
coennaeHne ¢opmynsl (Ik) mnmm ero combBat, rumpar, TayroMep, N-OKCHI, CTEPEOHU3OMEp HIIH
(apmanepTuueckn npuemiemas comb, rme R mpencraenser coboii  Cs.oreTepolUKIOaIKuI,
HeoOs3aTenbHO 3amemennbii 1 umu 2 RY) rme Csorerepouuknoankun mpeicTasiuser coboii
CIUPOLMKINYECKUI TeTepoLMKIOANKI. B Apyrom BapuaHTe OCYILECTBIEHHs IPEACTaBIEHO

coennneHue ¢opmynsl (Ik) mnm ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WIIH

S E_N: >
dapmauesTuuecku mnpuemneMas conmb, rae R mpencrasaser coboi <:|, ,
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APYyroM BapHaHTE OCYINECTBJIEHHs MpeacTaBieHo coenuHeHue ¢opmynsl (Ik) mmm ero conbsar,

u

ruzpar, TayTomep, N-OKCHJ, CTepeou3oMep i (papMalleBTHYeCKM MpHemaemas coib, rae R*
npencrasnser coboii CioreTepoapun, HeoOs3aTenbHO 3amemeHHblii 1 umum 2 R% B apyrom
BapUaHTE OCYLIECTBJICHUS MpencTasiieHo coenuHeHue (opmyinsl (Ik) wmm ero combsat, ruapar,
Tayromep, N-OKCHJ, CTepeou3oMep WM (apMaleBTHUeCKd mpuemiemas comb, rae R*
npeacrasisier coboli HesameweHHb Ciorerepoapui. B apyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenuHenue ¢opmynbl (Ik) wam ero compBar, ruapar, TayToMep, N-OKCHUI,
cTepeonzomep uIM (apMmalleBTUYEeCKH Npuemiemas coib, rae R* mpencrasnser cobGoit Co.
oretepoapui, 3aMernennbiii 1 uin 2 R B apyrom BapuanTe ocylnecTBieHMs MPENCTaBIEHO
coennaeHne ¢opmynsl (Ik) wnmm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WM
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(apmanepTHuecku npuemsemMas cob, riae R* npencrasnser coboii Ca.oreTepoapu, HEOOS3aTENbHO

samemmenseii 1 unmu 2 R, rne Ca.orerepoapun BbiOpan u3 muppona, gpypaHa, THodEeHa, THA30/a,

nMpas3oja, OKCas3oya, OKCaauasoyia, THAAMA30Jia, MUPHIAMHA, NMHPHUMUAMHA, MHUPa3HHA, HHAOJNA,

oensoruodena, Oensodypana u uMHUAA3ONHpPUANHA. B IpyromM BapwaHTe OCYLIECTBICHHS

npencrasieHo coenuHeHne ¢opmyael (Ik) mnm ero comeBar, ruppar, Taytomep, N-OKcup,
N

7
S

2

cTepeonzomep MM (apMaleBTUYECKH MpuemseMas coib, rae R* mpencrasnser coboit

N 7 N

T e T N N
%—N\; §—<’OJ H’N HND %CN» . «

B npyrom Bapuanre
OCYILIECTBJIEHUs TpeacTaBieHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeon3oMep Wiin (apMalleBTHUECKH MpuemiieMasi conlb, rie R’ mpencrasnsier coboit H,
CN, ranoreH, Cicankun, CieramoreHankun wim CierajoreHankokcu. B nmpyrom Bapuanrte
OCYLIECTBJIEHHs NpeAcTaBieHo coenuHenne Gopmysl (Ik) umm ero conesar, ruapar, Tayromep, N-
OKCHJI, CTEpPeonu3oMep 1 (papMalleBTHIECKH puemaeMas conb, rae R> npencrasnser coboit H. B
APYIOM BapHaHTe OCYINECTBIEHHUS mpencrasieHo coenunHeHue ¢opmynsl (Ik) mnmm ero cosmbaar,
ruzipar, Tayromep, N-OKCHJ, cTepeousoMmep MmM (apMalleBTHUECKM MpHemiemas cojb, rae R’
npencrasisier coboii -CN. B ngpyrom BapuaHTe OCYIIECTBJIEHUS TPEACTABIEHO COEIUHEHHE
dopmynbr  (Ik) wnm  ero combBar, THApAT, TayTOMep, N-OKCHI, CTEPEOM30OMEp WJIH
dapmaLeBTHUECKH TIpHeMiIeMasi collb, Tae R’ mpencrasnser coboii ranored. B apyrom BapuaHTe
OCYILIECTBJIEHUS TIpeaCcTaBjIeHo coenunenue ¢popmybl (Ik) umm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTepeor3oMep M (apMalleBTHYeCcKH mpuemyemMasi conb, rae R npencrasnser coboii -Cl.
B npyrom BapuaHTe OCylecTBIIEHHs MpencTaBiieHo coennHeHue Gopmyiel (IK) nam ero conbaar,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMep MmM (apMalleBTHYECKM MpHeMieMas cojb, rae R’
npencrasisier coboit -F. B npyrom BapuaHTe OCYINECTBIEHUS MPENCTABICHO COSAUHEHHE
dopmynsr  (Ik) wmnm  ero combBar, THApAT, TayTOMEp, N-OKCHI, CTEPEOH30OMEp HJIH
dapmanesTHUeCKH TIpUeMIIeMas colb, rae R mpexacrasnser coboii Ci-salkut. B apyrom sapuaHTe
OCYIIECTBJICHUS TIpeCTaBIeHO coenunenue ¢popmysl (Ik) nmm ero conpsar, ruapart, TayTomep, N-
OKCHJI, CTEpPEou30oMep Wid (papMalleBTHUECKU TpUeMiemas conlb, rae R° mpencrapisier coboii -
CHs. B nmpyrom BapmaHTe OCYINECTBJICHHUs INpencTaByieHO coenuHeHune (opmynsl (Ik) wmm ero
COJIbBAT, TUAPAT, TayTOMEpP, N-OKCHJ, CTEpPEOH3oMep WM (papMalleBTHUECKH MpHEMIIeMasi COJb,
rie R® npencrapnsier coboii Ci.sranoreHankui. B pyroM BapuaHTe oCyLIECTBIEHHUs MPENCTABIEHO

coennaeHne ¢opmynsl (Ik) wnm ero combBat, rumpat, TayroMep, N-OKCHI, CTEPEOHU3OMEp WM
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dapmanesTuuecku Tpuemiaemas coib, rae R° mpencrasnser coboii -CFs. B apyrom BapuaHTe
OCYIIECTBJICHUS TIpeaCcTaBIeHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapart, Tayromep, N-
OKCHJI, CTEPEOU30MEp UM (apMalleBTHYECKH MpuemieMas colb, rae R mpencrasnser coboii Ci.
6TaJIOTeHANKOKCH. B npyrom BapmaHTe OCyIiecTBIeHHs npeacTaBieHo coenuHenue gopmynsl (Ik)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaleBTUIeCKU MpHeMIIeMast
conb, rae R’ mpencrasnsier coboit -OCF3. B apyroM BapuaHTe OCYIIECTBJIEHMS MPENCTaBIEHO
coennneHue ¢opmynsl (Ik) mnm ero combBat, rumpar, Tayromep, N-OKCHI, CTEPEOHU3OMEp WIIH
(apmanepTuueckn mpuemnemas conb, rae R® mpencraenser coboii H. B japyrom BapuanTe
OCYIIECTBJIEHUS TIpeacTaBieHo coenunenue ¢popmysl (Ik) nmm ero conbsar, ruapar, Tayromep, N-
OKCHJI, CTepeoM3oMep MM (apMaleBTHYECKH NpuemieMas coib, rae R® mpencrasnser cobGoit
rajores. B n1pyrom BapuaHTe OCyINECTBJIEHHUs MpencTaBieHo coenuHenue gopmyisl (1k) nmm ero
COJNbBAT, TUAPAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMIIeMasi COJb,
rne R® npencrasnser co6oii -Cl. B 1pyrom BapuaHTe OCYIIECTBJIEHHS TPEICTABIEHO COSIMHEHNE
dopmyner  (Ik) wmmm  ero combBar, rHapaT, TayToMep, N-OKCHI, CTepeou3OMep WU
dapmanepTuueckn mpuemnemas coib, rae R® mpemcrasnser coboit -F. B gpyrom BapuanTe
OCYLIEeCTBJIEHHs NpeacTaBieHo coenuHenne Gpopmysl (Ik) umm ero conpsar, ruapar, Tayromep, N-
OKCHJI, CTEPEOU3OMep UM (hapMalleBTHYECKH mpuemiemMas coib, rae R® npencrasnser co6oii Ci-
cIKUJI. B npyrom BapuaHTe OCyLIECTBICHMs MpencTaBiieHO coenuHeHue Gopmyinsl (Ik) umm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeor3oMep WiH (papMalleBTHYECKH MpHeMyIeMast COJIb,
rne R® npencrasnser coboit -CHs.

[00121] B npyrom BapuaHTe OCYIIECTBIIEHUs] TpencTaBieHo coenunenue Gopmyisl (Ik) wim ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJI, CTepeOr3oMep WiH (papMalleBTHYECKH MpHeMIIeMasl COJb,
rne R'® npencrasnser coboit Cisankuia. B ApyroMm BapHaHTe OCYMIECTBIEHHs IMPENCTAaBIEHO
coennaeHue ¢opmynsl (Ik) wnmm ero combBat, rumpat, TayToMep, N-OKCHI, CTEPEOU3OMEp HIIH
dapmanesTuuecku npuemiemMas conb, rae R'® npencrasnser coboit Cisankun, u RY npencrasnser
coboii H. B npyrom BapuaHTe OCyIIeCTBIEHUs MpeAcTaBieHo coequHerne Gopmyinl (Ik) wmm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJI, CTEpPEOr3oMep WiIH (papMalleBTHYECKH MpHEMIIeMasi COJIb,
rne R'® mpencrasnser coboit -CHs, u RY mpencrasnser coboit H. B apyrom BapuaHTe
OCYIIECTBIICHUS TIpeacTaBiIeHo coenunenue ¢opmysl (Ik) nmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, CTEpeOM30Mep MK (papMalleBTHUECKH Tpuemnemas conb, riae R'” npencrasnser coboii Ci-
cIKUI. B npyrom BapmaHTe OCyIIeCTBIEHHUs MpencTaBieHo coenuHeHue (popmynsl (Ik) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJI, CTEpPEOH3oMep WM (apMaleBTHUECKH MpHEMIIeMasi COJb,

rne R!® mpencrasnser coboit H, u RY mpencrasnser coboit Cisankun. B gpyrom BapuanTe
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OCYIIECTBJICHUS MpeaCcTaBIeHo coenunenue ¢popmysl (Ik) mmm ero conpsar, ruapart, Tayromep, N-
OKCHJI, cTepeousoMep Ui (hapMalieBTHIECKH IpuemieMas coib, rae R'® npencrasnser coboit H, u
RY npencrapnser coboit -CHs. B apyrom BapHaHTe OCYIIECTBIEHMS MPEACTABICHO COETHHEHUE
dopmynsr  (Ik) wmmm  ero combBar, THApPAT, TayTOMEp, N-OKCHZI, CTEPEOH30OMEp WM
dapmanesTuuecku npuemiemas coib, rae R'® u RY mpencrasnsior coboit Crsankun. B apyrom
BapUaHTE OCYIIECTBJIECHUS MpencTaBieHo coenuHeHue Qopmynsl (Ik) wmm ero combsat, ruapar,
Tayromep, N-OKCHH, cTepeon3oMep unH (apmaleBTuuecku npuemnemas conb, rae R'® u RY
npeacTasisiroT codoit -CHs.

[00122] B npyroMm BapuaHTe OCYIIECTBJIEHUs] TpencTaBieHo coenuHenune (opmynsl (1), koropoe

xapakrepusyercs crpykrypoit popmyunsl (11):

@)
.t
R5 N \N’

R1

bopwmyrna (I1);

e
R! npencrasnser coboit -N(R*)C(O)RY nmu -N(H)SO2R';
R? npencrasnser coboit H unu Ci-6aiku;
R’ npencrasnser coboit H, -CN, ranoren, Ci.sankun, Cisranoresankui, C1.sraJoreHaaKoKCH
Wi peHu,
R® npencrasnser coboit H, ranoren umu C-6aJIKu;
R!° npencrasnser coboii -O-Ci.sranorenankun, -O-Ci.sankun-CO2H, -O-Cssimknoankun, -O-
Cs-suuknoankun-CO2H, -N(H)-Ci-sankun-CO2H umu -SO,RY;
R!? npencrasnsier coboit H, ranoren umu C1-6aakum;
R" npencrasnser coboit H unu Ci-ankur;
R npencrasnsier co6oit Ci-sankun uau Cs-sIUKIO0ATKUT, U
R npencrasnser coboii Ci-sankui umu C3.sLUKI0aNKIIT,
WIM €ro CoJbBaT, THAPAT, TayToMep, N-OKCHJA, CTepeou3oMep WM (PapMaLeBTHUECKU
TpueMIeMas COlb.
[00123] B npyroMm BapmaHTe OCYIIECTBIEHUS MpeAcTaBieHo coenuHenune ¢opmynsl (I1) wiu ero
COJbBAT, TUAPAT, TayToMep, N-OKCH, cTepeonsoMep Hid (papMaleBTHYEeCKU TpUeMIeMas COlb,

rne R!' npencrasnser coboii -N(R?)C(O)R'". B npyrom BapuaHTe OCYILIECTBIEHHUs MPENCTABIEHO
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coennaeHne ¢opmyasl (II) unm ero comeBat, rugpart, Tayromep, N-OKCHA, CTEPEOH3OMEp WM
dapmanesTuuecku mnpuemnemas coib, rae R! mpencrasmser coboit -N(R*)C(O)RY, u R?
npencrasisier codoit H. B npyrom BapuaHTe OCYLIECTBIICHHS IPEICTABICHO COeTUHEHNE (POPMYJIBI
(Il) wnm ero comdpBar, ruapart, Tayromep, N-OKCHUZ, CTepeousoMep Wi (apMareBTHUICCKH
npuemieMas comb, rae R! mpencrasaser coboii -N(H)C(O)RY, u R npencrasaser co6oii Ci-
cAJIKUI. B pyromM BapmaHTe OCyIIeCTBJIEHMs MpencTaBieHo coeauHeHue ¢opmyisl (I1) mmm ero
COJNIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMJIeMasi COJb,
rae R! npencrasnser co6oii -N(H)C(O)R", u R npencrasnsier coboit -CHs. B gpyrom Bapuante
OCYILIECTBJIEHUs TpencrasiieHo coennHenne Gopmyael (1) wnm ero conmpBart, runpar, Tayromep, N-
OKCHJI, CTEpPEOU30Mep Win (apMaleBTHUECKH TpueMnemas conb, rae R' mpencrasnsier coboii -
N(H)C(O)R", u R" npencrasnser coboii Cssimknoankun. B apyrom BapuaHTe OCYyIIECTBIEHHUs
npexncrasneHo coenunenue ¢opmyiasl (II) wnmm ero comeBar, ruapart, Tayromep, N-OKcHI,
cTepeousoMep UM (apMaleBTHYECKH mNpuemiemas conb, rae R! mpencrasnser coGoif -
NR»)C(O)RY, u R? npencrasnser coboii Circamkun. B apyroM BapuaHTe OCYIIECTBIEHHS
npexncrasaeHo coenunenue ¢opmynasl (II) wnmm ero comeBar, ruapar, Tayromep, N-okcun,
cTepeousoMep uau (apMaleBTUUECKH mnpuemiemas conb, rae R!' mpencrasnser coGoif -
NR»)C(O)R”, u R? mnpencrasnser coboit -CHs. B jgpyroMm BapuaHTe OCYIIECTBIEHHUs
npencrasieHo coenunenue Gopmyasl (II) wim ero conpBaT, rUApaT, TayToMep, N-OKCHI,
cTepeouzomep unM (apmaleBTUMeCKH mpuemsemas coib, rme R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.cankun. B Ipyrom BapuaHTe OCYIIECTBIEHHs
npencraBieHo coenunenue Gopmyasl (II) wnim ero compBaT, rUapar, Tayromep, N-OKCHUI,
crepeousomep unM (apmaneBTUHecKd mNpuemsemas coib, rae R! mpencrasnser cobGoit -
N(CH3)C(O)R", u R!® mnpencrasnser coboit -CHs. B npyrom BapHaHTe OCYIIECTBIEHHs
npencrasieHo coenunenue Gopmyasl (II) wim ero compBaT, rUapar, Tayromep, N-OKCHUI,
cTepeouzoMep unM (apMmaleBTUMecKd mpuemsemas coib, rae R! mpencrasnser coGoil -
N(CH3)C(O)RY’, u RY npencrasnser coboit Cs.suukaoankui. B Apyrom BapHaHTe OCYILECTBIEHUS
npenctasieHo coenunenue Gopmyasr (II) wim ero compBar, ruapar, Tayromep, N-OKCHI,
cTepeonzomMep unM (apMmaleBTUHeCKd mnpuemyemas coib, rame R! mpencrasnser coGoil -
N(H)SO:R'. B npyrom BapuaHTe OCyliecTBIEHHs MPEACTaBiIeHo coequnenue popmyisl (1) unu
€ro COJNbBaT, T'MApAT, TayToMmep, N-OKCHUI, CTepeor3oMep Wi (apMaLeBTHYECKU MpHeMIeMast
conb, rae R! mpencrasnser coboii -N(H)SO:R', u R npencrasnser coboit Cisankun. B apyrom
BapUaHTE OCYLIECTBICHHs NpeacTaBieHo coenuHeHue ¢opmynbl (I1) mnmm ero combBat, rugpar,

TayToMep, N-OKCHJ, CTepeoM3oMep Wd (apMaleBTHUeCKd TNpuemnemas comb, rae R!
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npencrasnser coboit -N(H)SO:RY, u RY npencrasnser coboii -CHs. B apyrom BapuaHTe
OCYLIECTBJICHUs TpeacTasiieHo coennaenne Gopmyisl (1) wim ero conmpBat, runpar, Tayromep, N-
OKCHJI, CTEPEOU30Mep WM (apMalleBTHUECKU Tpueminemas conb, rae R' mpencrasnsier coboii -
N(H)SO:R", u R npencrapnser coboii C3-sLUKI0ATKHIIL.

[00124] B npyrom BapumaHTe OCYyIIECTBIIEHUsS] TpeAcTaBiieHo coeauHenune ¢opmyinsl (1) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeOn3oMep WM (apMaleBTUYECKH NpHEMIIeMasi COJb,
rne R!° mpencrasnser coboit -O-Cieankun-COH. B apyrom BapuaHTe OCYLIECTBJIEHHS
npencrasieHo coenunenue Gopmyaer (II) wimm ero compBar, rumpar, Tayromep, N-OKCHI,
cTepeon3omep WM (papMaleBTHUeCKH npuemyemas coib, rne R'® mpencrasnser coboii -
OCH;CO:H. B nmpyrom BapuaHTe OCyIIECTBJIEHHUs NpencTaBieHo coequHeHue ¢popmydsl (I1) nmm
€ro COJIbBAT, T'MIpPAT, TayTomep, N-OKCHJ, CTEepeon3oMep WiM (apMaleBTHUECKH NpHeMIIeMast
comb, rae R!° mpencrasnser co6oit -OCH,CH,CO>H. B npyrom BapuaHTe OCYLIECTBIEHHUS
npencrasieHo coenunenue ¢opmyiasl (II) wnmm ero comeBar, ruapart, Tayromep, N-okcHn,
cTepeousoMep WM (hapMaleBTHYeCKH mnpuemiemas coib, rae R!® mpencrasnser coboif -
OCH,CH>CH>CO;H. B npyrom BapuaHTe OCYIIECTBIIEHHs MPEACTABICHO COeOUHEHUE (HOPMYJIbI
(I) wmu ero combBaT, rUOpaT, TayTomep, N-OKCHI, CTepeou3oMep MIH (apMaleBTUIECKH
npuemnemas conb, rae R mpencrasnser co6oit -N(H)-Cisankun-CO2H. B npyrom Bapuante
OCYILECTBIIEHHsI TIpeicTaBIeHo coennnenue Gopmysl (1) mnm ero conmpsat, ruapar, Tayromep, N-
OKCHJI, cTepeonszoMep unu (apmalieBTuuecku mpuemuaeMas coiib, rae R mpencrasnser coboii -
N(H)CH>CO2H. B npyrom BapuaHTe OCYIIECTBJEHHs MpeacTaBieHo coenuHenue (opmysbl (11)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHJI, CTepeon3omMep Win (papMaleBTUYeCKH MpHeMIIeMast
conb, rae R npencrasnser coboit -N(H)CH,CH2CO;H. B apyrom BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenunenue Gopmyasr (II) wim ero compBaT, rTHApAT, TayToMep, N-OKCHUI,
cTepeouzoMep WM (papMalleBTHUecKH npuemsemas coib, rae R mpencrasnser coboii -
N(H)CH>CH>CH,COH. B npyrom BapuaHTe OCYINECTBJICHHsI TPEACTABIEHO COEIMHEHUE
dopmysl (I1) wiu ero copBat, ruapar, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemnemas conb, rae R mpencrasnsier coboit -O-Ci.srajgoreHankun. B apyrom BapHaHTe
OCYIIECTBJIEHUs TpencTasiieHo coennaenne Gopmyisl (1) wim ero conmpart, runpar, Tayromep, N-
OKCHJI, cTepeon3oMep UM (apmaleBTHUecKu mpuemieMas cojb, rae R npencrasnser coboii -
OCF;. B npyroMm BapmaHTe OCYLIECTBIEHHs NpencraBieHo coenuHeHue ¢opmynbl (II) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOr3oMep WiH (apMalleBTHUECKH MpHEMIIeMasi COJb,
rne R npencrasnser coboii -O-Cssuuknoankun. B JApyroM BapuaHTe OCYLIECTBIEHHUS

npencraBieHo coenunenue Gopmynsl (II) wim ero compBat, rTHApaT, TayToMep, N-OKCHI,
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cTepeon3oMep UM (papMalleBTHUecku mpuemnemas conb, rae R'C npencrasnser coGoit -O-Cs.
siukIoankmi-CO2H. B apyrom BapuaHTe OCYIIECTBJICHHs MPEACTABICHO COeNMHEHUE (POPMYJIBI
(Il) wnm ero compBar, ruapar, TayTomMep, N-OKCHUZ, CTepeousoMep WWid (apMareBTHUICCKH
npuemiemas comb, rae R npencrasnser coboit -SO;R!Y. B npyrom BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenunenue Gopmyasr (II) wim ero compBar, rHapar, Tayromep, N-OKCHUI,
cTepeousoMep Wi (hapMalleBTHYECKH npueMnemMasi conb, rae R npencrasnser coboit -SORY | u
RY mpencrasnser coboii Ci.calkua. B IpyroM BapuaHTe OCYIIECTBIEHMS IIPECTABICHO
coennneHne ¢opmynsl (II) unm ero comeBar, rumgpart, Tayromep, N-OKCHA, CTEPEOH30OMEp WIIH
dapmanesTuuecku npuemnemas coib, rae R npencrasnser coboii -SO2R', u R!7 npencrasnser
coboii -CH3. B npyrom BapuaHTe OCyLIeCTBIEHHs NMpencTaBieHo coequHenune ¢popmyiel (I1) nmm
€ro COJbBAT, TMAPAT, TayToMep, N-OKCHUZ, CTepeor3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
conb, rae R!° npencrasnser coboii -SORY, u RY npencrapnsier coboii Cs-suukaoankun. B apyrom
BApUAHTE OCYLIECTBIICHHs NpeacTaBieHo coenuHeHue ¢opmynbl (II) mam ero conbBat, ruapar,
TayToMep, N-OKCHJ, CcTepeou3oMmep WM (hapMmaleBTHYeCcKd mpuemsiemas cojb, rae R’
npexacrasisier coboit H, CN, ranoren, Cieankun, CisranoreHankmn mwim CisrajsoreHankokcu. B
APYrOM BapUaHTe OCYLIECTBJIEHUs INpeAcTaBieHO coennHeHne (opmys! (1) mmm ero comsaar,
ruzipar, Tayromep, N-OKCUJ, cTepeousoMep MM (apMalleBTHUECKM MpHeMiIemas cojb, rae R’
npencrasisier codoit H. B mpyrom BapuaHTe OCYLIECTBIIEHHUSI IPEACTABICHO COeqUHEHNE (POPMYJIBI
(Il) unu ero cosbBaT, ruApaT, TayToMep, N-OKCHUI, CTepeousoMep Wi (apMareBTHUECKH
npuemueMas conmb, rae R mpencrasiser coboit -CN. B gpyrom BapuaHTe OCYLIECTBICHHUS
npencraBieHo coenunenue Gopmyasl (II) wnim ero compBaT, rUApaT, TayToMep, N-OKCHUI,
cTepeonsomep WM GpapMaLEeBTUYECKH NpueMiemas conb, rae R mpencTasiser coboii ramores. B
APYyroM BapUaHTE OCYLIECTBJICHMS MpencTaBiieHO coenuHeHune (opmysnbl (I1) wim ero combsart,
ruzpar, Tayromep, N-OKCUJ, cTepeou3oMmep MM (apMalleBTHUECKM MpHeMIeMas cojb, rae R’
npexncrasisier coboit -Cl. B nmpyrom BapuaHTe OCYIIECTBJECHHSI TMPEICTABIEHO COEIUHEHHUE
dopmysl (I1) wiu ero copBat, ruapar, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemneMas coib, rae R° mpencrasiaser coboii -F. B apyrom BapuaHTe OCYIIECTBIEHHS
npencrasieHo coenunenue Gopmyasr (II) wim ero compBar, rHapar, TayroMep, N-OKCHUI,
cTepeon3omep Uau GpapMalleBTHUECKH MpuemsieMas cofb, rae R mpencrasnser coboii Ci-saiku.
B nmpyrom BapuaHTe OCyLIeCTBIEHMs MpeacTaBieHo coenuHenue Gopmyisl (I1) wim ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMalleBTHYECKM MpHeMiemas cojb, rae R’
npencrasisier coboit -CHs. B apyroMm BapuaHTe OCYIIECTBJICHUS MPENCTABICHO COEIUHEHHE

dopmyel (I1) wu ero copBat, ruapar, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
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npuemnemas coib, rae R’ npencraenser coboii CisrajgoreHankuia. B JapyroM BapuaHTe
OCYLIECTBJICHUS MpencrasiieHo coennaenne Gopmydsl (1) wim ero conmpBart, runpar, Tayromep, N-
OKCHJI, CTepeou3oMep MM (hapMalleBTHYECKHU NpreMiemas conlb, rae R npencrasnser coboii -CFs.
B npyrom BapuaHTe OCyLIeCTBIEHMs NpeAcTaBieHO coenuHenue gopmyisl (I1) wm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MmM (apMalleBTHYECKM MpHeMiemas cojb, rae R’
npezncrasisier cobol Ci.erajJoreHankokcu. B apyroMm BapuaHTe OCYIIECTBJICHUS INPEACTABICHO
coennneHne ¢opmyasl (II) unm ero compBat, rumgpar, Tayromep, N-OKCHA, CTEPEOH3OMEp WIIH
dapmanesTUUecku mpuemiemas cojb, rae R npexacrasnsier coboit -OCF3. B mpyrom BapuaHTe
OCYILIECTBJIEHUs TpencrasiieHo coennHenne Gopmyael (1) wnm ero conmpBart, runpar, Tayromep, N-
OKCHJI, cTepeousomep umu papMaLeBTHUECKH TpruemieMas cob, rae R® npencrasnser coboii H. B
OPYTOM BapUaHTE OCYIIECTBIIEHUs IMpencraBiieHo coepuHeHue ¢opmyibl (II) umu ero conbsar,
ruapaT, Tayromep, N-OKCHJ, CTepeoM3oMep MM (hapMaleBTHYecKd npuemiemas conb, rae R®
npenacTaBisier coOOH ranoreH. B apyrom BapuaHTe OCYIIECTBJICHHS NMPEACTABICHO COENUHEHUE
dopmyssl (I1) unu ero cosbear, ruapar, Tayromep, N-oKCua, cTepeonusomep min (papMareBTUIeCKH
npuemnemas comb, rae R® mpencrasnser coboit -Cl. B japyroM BapuaHTe OCYLIECTBIEHHUS
npeacraBieHo coenunenue ¢opmyibl (I1) wnmm ero combBar, rugpat, Tayromep, N-OKCHZ,
cTepeonzoMep WM (hapMaleBTHYECKH NpHemieMas conb, rae R® mpexcrasnser coboit -F. B
APYyroM BapUaHTe OCYLIECTBJICHHs MpencTaBieHO coenuHeHune (opmynbl (I1) wnmm ero combsar,
ruzipar, Tayromep, N-OKCHJ, CTepeousoMep MiH (papMalleBTHUeCKM Npuemiemas coib, rae R®
npexacrasisier codoit Crsankumin. B apyrom BapuaHTe OCYIIECTBJICHUS MPEACTABICHO COSTUHEHHE
dopmybl (I1) unu ero cosbBat, ruapar, TayroMep, N-OKCHJI, CTepeor3oMep win (apMarieBTHIECKH
npuemnemas conb, rae R® npencrasnser co6oit -CHs.

[00125] B apyrom BapuaHTe OCYyINECTBIEHUsS MpeacTaBieHo coenuHenue ¢opmynbl (1) wim ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpPEeOr3oMep WiH (papMalleBTHYECKH MpHEeMIIeMasi COJb,
rne R!? npencrasnser coboit H. B apyrom BapuaHTe OCYLIECTBIEHHUs MPEACTABICHO COETHHEHUE
dopmysl (I1) wiu ero copBat, ruapar, TayroMep, N-OKCHJI, CTepeor3oMep Win (apMarieBTHIeCKH
npuemieMas coib, Tae R!? mpencrasnser coboii Cisankun. B Apyrom BapuaHTe OCYyILIECTBIEHHUS
npencrasieHo coenunenue Gopmyasr (II) wim ero compBar, rHapar, TayroMep, N-OKCHUI,
cTepeousomep Miu (apMarleBTHYeCKH IpuemieMas coib, rae R'2 mpeacrasnser coboii -CH;. B
APYyroM BapUaHTE OCYLIECTBJICHMS INMpencTaBiieHO coenuHeHune (opmyinbl (1) mwnmm ero combsart,
ruzpar, TayToMep, N-OKCHJ, CTepeou3oMep Wiu (papMalleBTHYeCKM mpuemieMas conb, rae R
npencrasisier codoit H. B mpyrom BapuaHTe OCYIIECTBIICHHSI IPENCTABICHO COeTUHEHNE (POPMYITBI

(Il) wnm ero cosdpBaT, ruApaTt, TayToMep, N-OKCHUI, CTepeousoMep Wi (apMareBTHICCKH

- 141 -



npuemnemas cojib, rae R npencrasnser co6oii Cieankui. B ApyromM BapuaHTe OCyIIECTBIEHHUS
npencraBieHo coenunenue Gopmyasr (II) wim ero compBar, rHOpar, Tayromep, N-OKCHUI,
cTepeousoMep MM (apMalleBTHYeCKU MpuemieMas coib, rae R mpenacrasnser coboii -CH;. B
APYyroM BapUaHTE OCYLIECTBJICHMs INpencTaBieHO coenuHeHne (opmynbl (1) wnmm ero combsart,
rHpat, TayToMep, N-OKCHJ, CTepeou3oMep WM (apMalleBTHYECKM MpHemieMas conb, rae R'?
npencrasnsier coboii H, u R npencrasnser coboii H. B npyrom BapuaHTe OCYLIECTBIEHHS
npencraBieHo coenunenue Gopmyaer (II) wim ero compBar, rHapar, Tayromep, N-OKCHUZ,
cTepeousoMep unH (papmaleBTHUeCKH Tpuemiemas coib, rae R'? nmpencrasnser coboit H, u RY
npencrasisier coboit Crsankmn. B npyrom BapuaHTe OCYINECTBJICHHs MPEACTABICHO COSTUHEHHUE
dbopmyel (I1) wu ero conpBat, ruapart, TayroMep, N-OKCHJI, CTepeor3oMep WiH (apMareBTHIECKH
npuemiemas cojb, rae R mpenacrasnser co6oit H, u R'? npencrasnser coboit -CHs. B apyrom
BApUAHTE OCYLIECTBIICHHs NpeacTaBieHo coenuHeHue ¢opmynbl (II) umm ero conbBat, ruapar,
TayToMep, N-OKCHI, CTepeou3oMep WX (apMaleBTUYeCKH mpuemiemas comb, rae R
npencrapaser coboif Creankun, u RY mpencrasaser coGoit H. B napyrom BapuaHTe
OCYLIECTBJIEHHS MpeAcTaBiIeHo coeaunenne ¢popmysl (I1) umm ero conbart, runpar, Tayromep, N-
OKCHJI, CTepeor3oMep i (apMmalieBTHUeCku nmpuemnemas cojib, rae R'? mpencrapiser coboii -
CHs, u RY npencrasnaser coboii H. B apyrom BapuaHTe OCYLIECTBIEHMS IPENCTABIEHO
coenurenue (opmyanl (II) unm ero compBaT, ruapat, Tayromep, N-OKCHA, CTEPEOU3OMEp WM
dapmanesTHUecKH pueMeMas conb, rae R'? npencrasnser coboii Cisankun, 1 R npencrasnser
coboii Cr.sankmwi. B apyrom BapuaHTe OCyIIeCTBIIEHHUsS NpeacTaBieHo coenuneHue opmyisr (11)
WK €r0 COJIbBAT, THApAT, TayToMep, N-OKCUA, CTEpeor3oMep WK (hapMalleBTHYECKH TpHeMiIeMast
conb, Tie R'? mpencrasnser coboit -CHs, u R npexncrasnsier coboii -CHs.

[00126] B npyrom BapuaHTe OCYIIECTBJIEHUs] TpencTaBieHo coenuHenune (opmynsl (1), kotopoe

Xapakrepusyercs CTpykTypoit popmysl (Im):

0
R fN r'uh N\
R® \58
R13 R12 R1
R6
dopmyma (Im);
rae

R! npencrasnser coboit -N(R*)C(O)RY umu -N(H)SO2R!;

R? npencrasnser coboii H unu Ci-6aku;
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R’ mpencrasaser coboit H, -CN, ranoren, Ci.sankui, Cisranorenankui, C).raJoreHaaKoKCH
Wi peHun,
R® npencrasnser coboit H, ranoren uu C-6aJIKui;
R!° mpencrasnser coboii -O-Csranorenankun, -O-Ci.cankun-CO2H, -O-Cssiuknoankun, -O-
Cs-suuknoankun-CO2H, -N(H)-Ci-sankun-CO2H unu -SO,RY;
R!? npencrasnsier coboii H, ranoren unu Ci-6aIKu,
R'? npencrasnser coboit H unu Cr-sankun;
RY nmpencrasmsier co6oit Cisankui umu C3s1UKIOaNKKIT, 1
R'" npencraspnsier coboii Ci-sankun unu C3.s1UKIT0ATKIT,
WIH €ro COJIbBAT, THApPAT, TayToMep, N-OKCH, CTepeou3oMep WM (papManeBTHUECKH
npUeMJIEMast COJb.
[00127] B npyrom BapuaHTe OCYLIECTBICHHs MPEACTaBlIeHO coequHenue Gopmybl (Im) wmu ero
COJIbBAT, TUIPAT, TayTOMep, N-OKCHJI, CTEPEOU3OMEP WM (papMaleBTUYECKU TpUeMJIEMast COJb,
rne R! npencrasnser coboii -N(R?)C(O)R'. B npyrom BapHaHTe OCYIIECTBIEHHs MPENCTABIEHO
coenuHenue Qopmynsl (Im) wm ero coibBat, rumpat, Tayromep, N-OKCHA, CTEPEOHU3OMEpP WU
dapmauesTuueckn mpuemsiemast conb, rae R! mpencrasnser coGoit -N(R?)C(O)RY, u R?
npencrasnser coboiit H. B apyrom BapuaHTe OCyLIECTBIEHHUs IPEACTABICHO CoequHeHHe GOpMy bl
(Im) unum ero cosibBaT, I'MApAT, TayToMmep, N-OKCHJ, CTepeou3oMep Wid (papMaleBTHYECKH
npuemieMas comb, rae R! mpencrasnser coboii -N(H)C(O)RY, u RY npencrasnser coboii Ci-
cIKUJI. B pyrom BapuaHTe OCYINECTBJICHUS MpPEACTaBiIeHO coenuHeHue Gopmyiel (Im) wiu ero
COJIbBAT, TUApaT, TayToMep, N-OKCHJI, CTEPEOn30Mep Wiiu (papMareBTUMECKH TPUEMJIEMAs COJb,
rae R! npencrasnser coboii -N(H)C(O)R", u R npencrasnsier co6oit -CHs. B npyrom BapuanTe
OCYILECTBJIEHHs] IPEICTABIEHO coemrHenne Gpopmynbl (Im) Uan €ro conbBaT, THAPAT, TaAyTOMED,
N-okcup, crepeonsoMep Win GapMalieBTUYEeCKH Tpuemaemas conb, rae R! nmpencrasnser co6oii -

N(H)C(O)R'S

2

u R'® npencrasnsier coboii Cssuknoankun. B ApyroM BapHaHTe OCYIIECTBIEHUS
npenctaBieHo coenuHenne ¢Gopmynbl (Im) wnu ero compBar, rHapar, TayTomep, N-OKCHUI,
cTepeonzoMep unM (apMmaleBTUMecKd mnpuemyemas coib, rme R! mpencrasnser coGoit -
NR?)C(O)RY, u R? npencrasnsier coboii Cicankuna. B apyromMm BapHaHTe OCYILECTBIEHUS
npencTaBieHo coenuHenne ¢opmynsl (Im) wim ero combBar, rHapar, TayTomep, N-OKCHUJ,
cTepeonzomMep unM (apmaleBTUHecKd mpuemyemas coib, rme R! mpencrasnser coGoil -
NR?)C(O)R”, u R? mpencrasnser coboii -CH;. B 1apyrom BapuaHTe OCYIIECTBIEHUS
npencraBieHo coenuHenne ¢opmynbl (Im) wnu ero combBar, rHapar, TayTomep, N-OKCHUJ,

cTepeonzomep unM (apmaleBTUYeCKd mpuemiemas coib, rme R! mpencrasnser coGoil -

- 143 -



N(CH3)C(O)R", u R" npencrasnsier co6oii Ci.cankun. B apyrom BapuaHTe OCYIIECTBIEHHs
npencraBieHo coenuHenne ¢Gopmynbl (Im) wim ero compBar, rEapar, Tayromep, N-OKCHUJ,
cTepeonzomep unM (apmaneBTUHeCKH mNpuemyemas coib, rme R! mpencraenser coGoil -
N(CH3)C(O)R"”, u R' mnpencrasnser coboii -CHs;. B npyrom BapuaHTe OCYIIECTBIEHHUs
npencraBieHo coenuHenne ¢Gopmynbl (Im) wim ero comeBar, rumpar, Tayromep, N-OKCHUJ,
cTepeonzomep unM (apmaneBTUYECKH mNpuemyemas coib, rme R!' mpencraensier coGoil -
N(CH3)C(O)R", u R" npencrasnser coboit Cs.suukaoankun. B Apyrom BapuaHTe OCyILECTBIEHUS
npencraBieHo coenuHenne ¢Gopmynbl (Im) wim ero comeBar, ruppar, Tayromep, N-OKCHUJ,
cTepeonzomep unM (apmaleBTUYECKH mNpuemsemas conb, rme R!' mpencraensier coGoit -
N(H)SO:R'". B npyrom BapHaHTe OCYIIECTBIEHUs MPeACTaBIeHo coenunenue GopmyJnl (Im) uiu
€ro COJbBaT, TMAPAT, TayToMep, N-OKCHUZ, CTepeor3oMep WM (apMaLeBTHYECKU MpHEeMIIeMast
conb, rae R! npencrasnser co6oii -N(H)SO,R', u R npencrasaser coboit Cisankun. B apyrom
BApUAHTE OCYLIECTBJICHUS MpEACTaBieHO coenunHeHune (Gopmyisl (Im) wim ero combsar, ruapar,
TayTomep, N-OKCHJ, CTepeoM3oMmep WM (hapMmaleBTHYecKH mpuemsiemas cojib, rae R!
npencrasnsier coboii -N(H)SO2R', u R npencrasnser coboit -CHs. B apyrom Bapuante
OCYLIECTBJIEHHs MPEACTaBIeHO coenuHeHne ¢popmyinel (Im) mmm ero compsat, ruapar, Tayromep,
N-okcu, cTepeonzomep Wid (GapmaleBTHUECKH MpueMieMas colb, rae R! npencrasnser coboit -
N(H)SO:RY, u RV npencrapnser co6oii C3-sLUKIOATKIL.

[00128] B npyroMm BapuaHTe OCYIIECTBIIEHHUS MpencTaBieHo coenuHenune Gopmyser (Im) umu ero
COJNIbBAT, TUApAT, TayToMep, N-OKCHJ, CTepeon3oMep Wiu (hapMalleBTHUECKH MPUEMIIEMAsi COJIb,
rie R!° mpencrasnser coboit -O-Cieankun-COH. B apyromM BapuaHTe OCYIIECTBIEHHS
npenctaBieHo coenuHenne ¢Gopmynbl (Im) wiu ero combBar, rHapar, TayTomep, N-OKCHUI,
cTepeouzomep uau (apmaneBTHuecku npuemsemas comb, rae R mpencrasnser coboii -
OCH>COzH. B apyrom BapuaHTe OCYIIECTBIEHUS MPEACTaBIeHO coenuHerne Gopmysl (Im) mmm
€ro COJbBaT, T'MApAT, TayToMmep, N-OKCHI, CTepeor3oMep Wi (apMaLeBTHUYECKU MpHeMIeMast
conb, tme R!° mpencrasnser coboit -OCH,CH>CO;H. B apyroM BapuanTe OCYIIECTBIEHHS
npenctaBieHo coenuHenne ¢Gopmynbl (Im) wiu ero combBar, rHapar, TayTomep, N-OKCHUI,
cTepeouzomep uau (apmaneBTHUecku npuemiemas comb, rae R mpencrasnser coboii -
OCH>CH>CH>CO>H. B npyrom BapuwaHTe OCYINECTBJICHHS MPEICTABICHO COSAUHEHHE (POPMYJIBI
(Im) wnu ero compBar, rumpar, TayTomep, N-OKCHUA, CTepeousoMep WiH (apMaleBTUYECKH
npuemnemas conb, rae R mpexcrasnser coboit -N(H)-Cisankun-CO,H. B npyrom BapuanTe
OCYILIECTBJICHHs MPEACTaBIeHO coennneHue ¢popmyiel (Im) wmu ero conmbBat, THApaT, TayTOMep,

N-OKCHII, CTEpEOn3oMep WiH hapMarieBTHYeCKH pruemiiemast coib, rue R mpencrasnser coboii -
2 2
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N(H)CH>CO>H. B npyrom BapuaHTe OCyIIeCTBIEHUs MpencTaBieHo coeannenne Gopmyssl (Im)
WK €ro COJIbBAT, THApAT, TayToMep, N-OKCHA, CTepeon3oMep Win (papMaleBTHUECKH TpHeMiIeMast
conb, rae R npencrasnser coboit -N(H)CH,CH>CO;H. B apyrom BapuaHTe OCYIIECTBIEHHS
npencraBieHo coenuHenne ¢Gopmynbl (Im) wim ero comeBar, rHppar, Tayromep, N-OKCHUI,
cTepeon3omMep WM (apMalleBTHUeCKH npuemiemas coib, rne R mpencrasnser coboii -
NH)CH,CH,CH,CO;H. B npyrom BapuaHTe OCYINECTBJICHHSI TPEACTABIEHO COEIHHEHUE
dopmynsl  (Im) wunmm  ero compBaT, THApaT, TayToMep, N-OKCHA, CTEPEOU3OMEp WM
dapmanesTuuecku npuemnemas conb, rae R mpexncrasnsier coboit -O-Ci.cranorenankun. B
APYTOM BapHUaHTe OCYIIECTBJICHHs MPENCTaBlIeHO coenuHeHue (opmynbl (Im) wim ero cosbaar,
rUpat, TayToMep, N-OKCHJI, CTepeou3oMep WM (apMaleBTHYECKM MpuemieMas conb, rae R
npencrasisier coboit -OCF3. B npyrom BapuaHTe OCYLIECTBJIEHUs MPEACTABIECHO COEIUHEHUE
dopmynsl  (Im) wunm  ero compBaT, THMApAT, TayToMep, N-OKCHA, CTEPEOU3OMEp WM
dapmanesTuuecku npuemnemas conb, riae R npencrasnser coboit -O-Cs.suuknoankui. B apyrom
BApUAHTE OCYILNECTBJICHUS IMPEACTaBIeHO coenuHeHne Gopmyisl (Im) wim ero combBar, ruapar,
tayromep, N-OKCHI, CTepeousoMep MM (apMaleBTHYECKH Tpuemuemas coib, rae R
npencrasisier coboit  -O-Cssuuxnoankun-COH. B gpyrom BapuanTe OCyLIECTBICHUS
npeacraBieHo coequHenue Qopmynsl (Im) wim ero combBar, ruapar, Tayromep, N-OKCHZ,
cTepeonsomep unu papManeBTHIeCKH npuemiemas conb, rae R npexcrasnser coboit -SORY. B
IPYrOM BapuaHTe OCYIIECTBIICHHs TPENCTaBieHO coexuHeHue (Gopmysbl (Im) wim ero cosbar,
rUpat, TayToMep, N-OKCHJ, CTepeousoMep WM (apMaleBTHYECKHM NpHemiaeMas comb, rae R1°
npencrasnsier coboit -SORY, u RY mnpencrasnser coboit Cieankun. B apyrom BapuaHTe
OCYILIECTBJIEHHs MpeACTaBieHo coennneHne ¢popmyiel (Im) wiu ero combBar, rHApaT, TayTOMep,
N-okcup, cTepeonzomep Hiu GapMalieBTUYeCKH preMiemMas coib, rae R npencrasnser coboii -
SO:RY, u RY npencrasnser coboit -CH;. B npyrom BapuaHTe OCyLIECTBIEHHs IPEACTABICHO
coennaeHne ¢opmynbl (Im) wnm ero compBar, ruapart, TayToMep, N-OKCHA, CTEPEOH30OMEpP HIIH
dapmanesTuuecku mpuemnemas conb, rae R npencrasnser coboii -SO2RY, u R mpencrasnser
coboit C3suuKIoakimi. B 1pyrom BapraHTe OCyIECTBICHUs MPEACTABICHO CoenuHeHne OopMyJIbl
(Im) wmu ero compBar, rumpar, TayTomep, N-OKCHUA, CTepeousoMep Win (apMaleBTUYECKH
npuemieMas cojb, rae R° npencrasnser coboit H, CN, ranoren, Cisankun, Ci-6raloreHaakuI Uin
CiranoreHajkokcu. B mpyrom BapuaHTe OCYLIECTBJICHHs MPEACTABICHO COeAUHEHHE (HOpPMYIIbI
(Im) wmu ero compBar, rumpar, TayTomep, N-OKCHUA, CTepeousoMep Win (apMaleBTUYECKH
npuemnemas coib, rae R mnpexacrasiaser coboif H. B japyroM BapuaHTe OCYIIECTBIEHMS

npencraBieHo coenuHenne ¢Gopmynsl (Im) wnm ero compBar, rHapar, Tayromep, N-OKCHUI,
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cTepeousoMep MMM (papMaLEBTHUECKU NpHemieMas coib, rae R mpexacrasmsier coboii -CN. B
APYyroM BapHaHTe OCYINECTBJICHHUS NpeAcTaBiIeHO coenuHeHue ¢opmyibl (Im) umm ero conbsar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYECKM MpHeMiemas cojb, rae R’
npeacTaBisier coOoi rajoreH. B apyrom BapmaHTe OCYIIECTBJIEHHS MPEACTABICHO COENUHEHHE
dopmynsr  (Im) wmnm  ero compBaT, THApAT, TayToMep, N-OKCHZA, CTEPEOH3OMEp WM
(apmanepTHueckn npuemsieMas conb, rae R° mpexncrasnser coboii -Cl. B mpyrom BapuanTe
OCYILECTBIIEHHS TIPEACTABIEHO coennHenue Gopmyinbl (Im) uau ero coipBat, rHAPAT, TAyTOMED,
N-okcup, crepeousoMep uian hapMalleBTHIECKH TIpUeMeMas conb, rae R’ npexncrasnsier coboit -F.
B npyrom BapuaHTe OCyLIECTBIEHHS MPEACTABIEHO coequHeHne Gopmyinsl (Im) mnm ero conbaar,
ruzpar, Tayromep, N-OKCHJ, CTepeou3oMep MiM (apMaleBTHYeCKM TpHeMiemas cojb, rae R’
npexacrasisier codoit Crsankmin. B npyrom BapuaHTe OCYLIECTBJIEHHUS MPEACTABICHO COSIUHEHHE
dopmynsl  (Im) wunm  ero compBaT, THMApaT, TayToMep, N-OKCHZA, CTEPEOH3OMEp WM
dapmanepTuuecku mpuemnaemas conb, rae R° mpencrasnser coboit -CHs. B gpyrom BapuaHTe
OCYLIECTBJIEHHs MPECTaBIeHO coenuHeHune ¢popmyinsl (Im) wmm ero compBart, rHApaT, TayTOMep,
N-okcu, cTepeousoMep unu (GapMaleBTHUECKH MpuemaeMas cojib, Tae R mpexcrapiser coboii
Ci.sranoreHankui. B npyrom BapuaHTe OCyIIECTBJICHUS MPEACTABICHO coenuHeHne Gopmyinl (Im)
WJIH €rO COJIbBAT, TUApAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMalieBTUYeCKH MpreMyIeMast
conb, Tme R’ mpencrasnser coboii -CF;. B napyroM BapuaHTe OCYLIECTBJIEHHs IMPEICTABICHO
coenuHeHue ¢Gopmyibl (Im) wiu ero cosibBar, ruUapaT, TayToMep, N-OKCHUI, CTEPEOH3OMEp WJIH
dapmaneBTHUECKH TIpHeMIIeMas collb, rae R mpencrasnser coboii CisranoreHankokcu. B apyrom
BapUAHTE OCYINECTBJICHUS MPENCTaBIeHO coenuHeHne (opmynbl (Im) uiam ero conbBat, THApAT,
Tayromep, N-OKCH, cTepeou3oMep Wi (apMaleBTHUeCKd TNpuemnemas conmb, rae R°
npencrasisier cobori -OCF3. B npyrom BapuaHTe OCYIIECTBIEHUS] MPEIACTABIEHO COEIUHEHHE
dopmynsl  (Im) wmom  ero cosmbBaT, THApAT, TayToMep, N-OKCHZA, CTEPEOU3OMEp WM
dapmanesTuueckn mnpuemuemas conb, rae R® mpencrasnser coboit H. B apyrom BapuanTe
OCYILECTBIIEHHsI TIPEACTABICHO coennHeHue Gopmyibl (Im) wim ero coipBat, THAPAT, TAYTOMED,
N-okcup, cTepeonsomep ian (GapMaLeBTHUECKH TpuemieMas conb, rae R® mpencrasnser coboit
rajiored. B apyrom BapuaHTe OCyIIECTBJIEHUs MPEACTaBIeHO coenuHerne Gopmyinl (Im) mmm ero
COJIbBAT, TUAPAT, TAyTOMEpP, N-OKCHJI, CTEPEOH30oMep WM (papMaleBTHUECKH MpHEMIIeMasl COJb,
rae R® npencrasnsier coboit -Cl. B apyrom BapuaHTe OCYINECTBIEHUS MPEACTABICHO COEIHHEHUE
¢opmynsr  (Im) wmnm  ero combBaT, THApAT, TayToMep, N-OKCHZA, CTEPEOHU3OMEp WM
dapmanesTuueckn npuemiemas comb, rae R® mpencrasmser coboii -F. B apyrom BapuanTe

OCYIIECTBJICHUS MIPeACTaBIeHO coearHeHne (Gopmynsl (Im) wim ero coibBaT, THAPAT, TayTOMED,
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N-okcup, crepeonsomep uiau (GapMaLeBTUUeCKH TpuemieMas coib, rae R® mpencrasnser coboit
Cisankmn. B npyroMm BapuaHTe OCYLIECTBIEHHs NMPEACTABICHO coenuHeHne Gopmydsl (Im) umm
€ro COJIbBAT, THIpPAT, TayToMmep, N-OKCHI, CTepeon3oMep WiH (apMaleBTHUECKH MpHeMIIeMast
conb, Tae RS npencrapaser coboii -CHs.

[00129] B npyrom BapuaHTe OCYLIECTBJIEHUS MpencTaBieHo coenuHenue Gopmyisr (Im) umm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpPEOH30oMep WM (apMaleBTUYECKH NpHEMIIEMasi COJb,
rae R'? npencrasnser coboit H. B apyrom BapHaHTe OCyLIECTBJIEHHUs MPECTABICHO COETHHEHUE
dopmynsl  (Im) wunm  ero compBaT, THMApaT, TayToMep, N-OKCHA, CTEPEOH3OMEp WM
dapmanesTUUecKku npuemnemMas coib, rae R'? npencrasnser coboit Cr-sankuia. B apyrom sapuanTe
OCYIIECTBIIEHUsI TIPEACTABIEHO coeanHeHue Gopmyinbl (Im) uam ero coibBat, rHAPAT, TAyTOMED,
N-okcu, cTepeousomep Uin (GapmaleBTHYECKH MpUemsieMas conb, rae R'? npencrasnser coboii -
CHs3. B napyrom BapuaHTe OCYLIECTBJICHHs NMpPEACTaBIeHO coenuHeHue ¢opmyisl (Im) mmm ero
COJNbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTepeon3oMep Wiu (hapMaleBTHUECKH MpUeMiIeMasi COJb,
rne R npencrasnser co6oit H. B npyrom BapuaHTe OCyLIECTBIEHMS TIPENCTABIEHO COEIMHEHNE
¢dopmyner  (Im) wnm  ero combBaT, TUApAT, TayToMep, N-OKCHZA, CTE€PEOH3OMep WU
(apmauesTHuecku npuemaeMas conb, rie R npencrapnser coboii Cisankui. B gpyrom sapuaHTe
OCYILECTBIIEHHsI TIPEACTABICHO coeanHenue Gopmyibl (Im) wiu ero coibBar, THAPAT, TAYTOMED,
N-okcup, crepeonzomep Hin GapMalieBTHYeCKH TIpreMiemMasi coiib, rie R mpencrasnser coboii -
CHs. B ppyroMm BapuwaHTe OCYLIECTBJIEHHs MpencTaBjieHO coenuHeHune (opmynbl (Im) mmm ero
COJIbBAT, TUAPAT, TayTOMep, N-OKCHJ, CTEpeor3oMep WiH (papMalleBTHYECKH MpHeMiIeMasi COJb,
rae R'? npencrasnser coboit H, u R npencrasnser co6oit H. B npyrom BapuaHTe oCyLleCTBIEHHUS
npencraBieHo coenuHenne ¢Gopmynbl (Im) wiu ero combBar, rHapar, TayTomep, N-OKCHUI,
cTepeousomep unu (apMaLeBTHUECKH TpuemieMas coib, rae R'? mpexncrasnser coboit H, u RP
npexacrasisier codoit Crsankumin. B npyrom BapuaHTe OCYIIECTBJIEHUS MPEACTABICHO COSTUHEHHE
dopmynsl  (Im) wmiom  ero cosmbBaT, THApAT, TayTOMep, N-OKCHJA, CTEPEOH3OMEp WU
dapmanesTHuecku nmpuemnemas coinb, rae R npencrasnser coboit H, u R'® npexncrasnser coboi -
CH;. B ppyroMm BapuwaHTe OCYLIECTBJIEHHs MpeACTaBiIeHO coenuHeHne (opmynsl (Im) mimm ero
COJIbBAT, THUAPAT, TayTOMep, N-OKCHJ, CTEpEeOr3oMep WiH (hapMalleBTHYECKH MpHEMIIeMasi COJb,
rne R'? mpencraenser coboit Cieankun, u RY mpencrasnser coboit H. B gpyrom BapuanTe
OCYILIECTBIIEHHSI TIPEACTABICHO coennHeHue Gopmyinbl (Im) uimm ero coipBat, THAPAT, TAyTOMED,
N-okcup, cTepeonsomep Hiu (GapMalieBTUYeCKH IpreMieMasi coiib, rae R1? npexncrasmnser coboii -
CHs;, u RY mnpencrasnser coboit H. B apyrom BapuaHTe OCYIIECTBIEHHsS MPEACTABIEHO

coennaeHue QGopmynsl (Im) wnm ero coneBar, ruapart, TayroMep, N-OKCHA, CTEPEOH30MEpP HIIH
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(apmanepTHuecku npuemieMas conb, rae R'? npencrasnser coboii Crsankun, u R'? npencrapnser
coboii Crsanmkmit. B apyrom BapuaHTe OCYIIECTBIEHUS MPEACTABIEHO coenuHerne Gopmyunl (Im)
WIN €rO COJIbBAT, TUAPAT, TayToMep, N-OKCHI, CTepeon3omMep Win (papMaleBTUIECKH pHeMIIeMast
conb, Tae R'? mpencrasnser coboit -CHs, u R'? npexncrasnsier coboii -CHs.

[00130] [JononHUTENBbHBIE BAPUAHTBI OCYIIECTBJEHHUS, NMPEAYCMOTPEHHbIE B JAHHOM JIOKYMEHTE,
BKJIFOYAIOT KOMOMHALIMM W3 OAHOTO WJIM HECKOJIbKMX KOHKPETHBIX BaPHAHTOB OCYIIECTBIICHMS,
W3JIO’KEHHBIX BBILIE.

[00131] B HEKOTOPBIX BapuUaHTax OCYLIECTBJICHHsS] COEAUHEHHUE, PACKPBITOC B JAHHOM JOKYMEHTE,
BBIOpaHO U3 MpuMepoB 1-224.

[00132] B npyroM  BapuaHTe€  OCYLIECTBJEHHUS  IPEACTABICHO  COEAUHEHHE, KOTOpOe

XapaKkTepU3yeTCsl CTPYKTYPO:

0
N o
RN R OM
A TN (@a)
Z Lz R HN\ ’
R
RS (aa)x , rne R*, R°, R® R u R" onpenenenvt B popmyne (Ia),

ONMCAHHOH B JAHHOM JOKYMEHTE, M X M y MpPEACTaBJSIOT COOOH MO MeHbIIeH Mepe OAHY
aMHUHOKHUCIIOTY (aa). B nmpyrom BapuaHTe OCYLIECTBICHHsI NPEACTABICHO COENMHEHHE, KOTOpPOe
XapaKTepU3yeTCsi CTPYKTYPO:

O

RAN ﬁNJ\O PN nH (e
N N

N T
P~ 113 R12 HN @

O
RO 0 ST
HN’(/H
aa
HN- (82)x , tme R* R R® R! u R onpenenens B
¢dopmye (Ia), onmucaHHON B JaHHOM JOKYMEHTE, U X U Y MPEACTABISIIOT COOOM MO MEeHbINEH Mepe
OITHY aMUHOKHUCJIOTY (aa).

[00133] B npyrom BapuaHTe€  OCYLIECTBJIEHHUs  IIPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOM:

R4
@ :6 Y
R 0
/] N"o
5
RIS Mwa)y
R13 R \

(aa)x ,rae R* R°, RS, R'2, R u Z onpenenenst B popmye (Ib),
ONMHCAaHHOH B JAHHOM JOKYMEHTE, M X U Yy TMpPEACTABISIIOT COOOW TMO MEHbLIeH Mepe OIHY
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aMHHOKHCJIOTY (aa). B nmpyrom BapuaHTe OCYyIIECTBIEHHUS MPEACTABICHO COEJUHEHHUE, KOTOpOe

XapaKTePU3YEeTCsl CTPYKTYPOM:

R4
X
R6
o O
AT TN e
R Z N ., HN_ HN o)
R
R13 OO g—
HN/(__H
HN— (aa)x rne R*, R°, RS, R"?, RY u Z onpenenens B

2

¢dopmye (Ib), onrcaHHON B TaHHOM JOKYMEHTE, U X U Y MPEACTABISIOT COOOM MO MeHbIIeH Mepe

OIIHY aMUHOKHUCJIOTY (aa).

[00134] B npyrom  BapuaHTe€  OCYIIECTBIEHHS  MpPENCTABICHO COEAMHEHHE, KOTOpOe
XapaKTepU3yeTCsi CTPYKTYPOU:
R4
Lo o
N N~ O
RS /z )\\(N(;i ) 'H_'}\”‘((aa)y
R (aa)x , tme R*, R’ R'?, R u Z onpenenenst B popmyne (Ic),

ONMUCAHHOH B JAHHOM JOKYMEHTE, M X U y MpPEACTABISIIOT COOOW MO MEHbLIeH Mepe OIHY
aMHMHOKHCJIOTY (aa). B nmpyroM BapuaHTe OCYIIECTBIEHHUS MPENCTABICHO COENUHEHHE, KOTOpOe
XapaKTePU3yeTCsi CTPYKTYPOU:

R4

)J\ O O
N N~ ~o (aa)
oA e

— HN“<’H
N N\

aa
HNw (a8)x rie R*, R’ R, RY u Z onpenenens B

2

¢dopmyie (Ic), onmcaHHON B JaHHOM JOKYMEHTE, U X U Y MPEACTABISIFOT COOON MO MEHbINEH Mepe

OITHY aMUHOKHCJIOTY (aa).

[00135] B npyrom BapuaHTe€  OCYLIECTBJIEHHUs  IIPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOI:
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4
R A\
R5 > Y\N w m 0
N
R® R12M _/<O 0
R13 P n ’H
HN

(aa)y ,rme R* R’ R® R? R A Y, m, n, puw onpeneneHs B

(aa),

dopmyie (Id), omrucaHHON B JAHHOM JTOKYMEHTE, M X U Y MIPEICTABISIIOT COOOH MO MEHbIIEH Mepe
OHY aMHUHOKHUCIOTY (aa). B npyrom BapmaHTe OCYIIECTBJIEHHUS NPEACTABICHO COENUHEHHE,

KOTOpPO€ XapaKTepU3yeTCsi CTPYKTYPO:

4
R A
RS@Y\N w m o
N
R® 12‘}i}<::: _< 0 Q
R 0 NH (@3
B o L N
HN T)N 0
0 ST
HNJ{’H
N NS
HN @ e R RS, RE RZ RS A Y, m, n, puw

onpenenensl B Gopmyine (Id), onrcaHHON B JaHHOM AOKYMEHTE, U X U Y MPEIACTABISIIOT co00it Mo
MEHbIIEH Mepe OJJHY aMUHOKUCIIOTY (aa).
[00136] B npyrom BapuaHTe€  OCYLIECTBJEHHUs  IPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTepU3yeTcsi CTPYKTYPOH:

R6
q m
Y.
R4 \\ N N_/<o
ZR12 O o
R13 P n M
5
R HN

(aa)y ,rme R*, R> RS R'? RY)Y, Z m, n, p u q onpenenens

(aa)y
B popmysie (Ie), onrcaHHOM B JAHHOM JOKYMEHTE, U X H Y MPEICTABISIOT COOOH MO MEHbLIEH Mepe

OIHY aMHUHOKHCIOTY (aa). B npyrom BapuaHTe OCYINECTBJIEHUS NPEACTABICHO COEIUHEHHE,

KOTOpO€ XapaKTepU3yeTCsi CTPYKTYPOI:
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q
7 N
R1 2 H (aa)y

HN’/{/H

HN~ TEa e RY RS RS R R Y, Zmon, puq

onpeneneHsl B ¢popmyie (Ie), onmucaHHON B TaHHOM JOKYMEHTE, U X M Y MPEICTaBJSIIOT COOOM Mo
MEHBIIEH Mepe ONHY aMHUHOKHCIIOTY (aa).

[00137] B npyromM BapuaHTe€  OCYLIECTBJIEHHUS  IPEACTABICHO  COEAUHEHHE, KOTOpOe

XapaKkTepU3yeTCsl CTPYKTYPOU:

—’< o

HN (aa)y
\

R13 p

(aa)x ,rne R* R> R2 RB Y Z m, n, p u q onpenenens! B
dopmyne (If), onucaHHONM B JTAHHOM JOKYMEHTE, M X M Yy MPEACTABIIIOT COOOH MO0 MEHbIIell Mepe
OIHY aMHMHOKHCJIOTY (aa). B apyrom BapuaHTe OCYIIECTBJIEHHs MPEICTABICHO COEAUHEHHE,

KOTOPO€ XapaKTepU3yeTCsl CTPYKTYPO:

@’ M _/< 0 R Nt\éaa)y

HN 0
0 _
o) S
_ HNJ{’H
~N
HN. N @ e RY RS, R RB, Y, Z m, n puq

onpeneneHsl B popmyse (If), omucaHHOH B TaHHOM JOKYMEHTE, M X H Y MPEACTABISIFOT OO0 1Mo
MEHBIIIeH Mepe OHY aMHUHOKHCIIOTY (aa).
[00138] B npyrom BapuaHTe  OCYLIECTBJIEHHUs  IPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOM:

0
R4 )J\ 0O
R aa
p X R R12 HN\ (@2
R (aa)x ,rme R* R’ R® R!2 R A X uv onpenenens B popmyiie

(Ig), onmucaHHOW B NaHHOM JTOKYMEHTE, U X M Y MPEACTABISIFOT COOOHM MO MEHbILIEH Mepe OIHY
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aMHHOKHCJIOTY (aa). B nmpyrom BapuaHTe OCYyIIECTBIEHHUS MPEACTABICHO COEJUHEHHUE, KOTOpOe

XapaKTePU3YEeTCsl CTPYKTYPOM:
0]

4
RS
= X R13 R'IZ HN AN O

o)
o S
(A
N \
HN s (aa)y ,rme R* R’ R% R'2, R A, X u v onpenenens B

dopmyne (Ig), onrcaHHON B JaHHOM JOKYMEHTE, U X U Y MPEICTABISIOT COOOM MO MeHbIIeH Mepe

OIIHY aMUHOKHUCJIOTY (aa).

[00139] B npyrom BapuaHTe€  OCYLIECTBJIEHUS  IPEACTABICHO  COCAUHEHHE, KOTOpOe

XapaKkTepU3yeTCsl CTPYKTYPO:

0
) o 0
A\ \'J "H( )
5 HN aa
R I\ TX \ y
" (aa)y ,rme R*, R, R® R'?, RP, A, X u v onpeneneHs! B
p

dopmyie (Ih), onrcaHHOH B JaHHOM JOKYMEHTE, M X M Y MPEIACTABISIIOT COOOM MO MEHbIIEH Mepe

OHY aMHUHOKHCIOTY (aa). B apyrom BapuaHTe OCYINECTBJIEHUS MPEACTABICHO COEIUHEHHE,

KOTOPO€ XapaKTepU3yeTCsl CTPYKTY PO:

O
4 N)J\o 0 Q (aa)
R A V NH y

A \Y
RSAIEjHX HN HN 0
R® OO ST
HN’/{__H
HN-s (aa)y e R, R5, RS, R2Z R, A, X u v

onpenenensl B popmyie (Ih), onrcaHHO# B JAHHOM TOKYMEHTE, U X M Y MPEACTABISIOT COOOM Mo

MEHBIIIEeH Mepe OHY aMHUHOKHCIIOTY (aa).

[00140] B npyrom BapuaHTe  OCYLIECTBJIEHHUs  IPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOI:
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0
R NJ\O,}_J&

RS A\ N HN\ (aa)y
= (aa)y
R® , e R*, R° u R® onpenenens B popmye (Ii), onucanHoii B

JAHHOM JTOKYMEHTE, M X U Y NPEACTABISIOT COOO0M MO MEHbIIeH Mepe OOHy aMUHOKUCIIOTY (aa). B

APYroM BapHUaHTE OCYIICCTBJICHUA TPCACTABICHO COCAMHCHHUE, KOTOPOC XapPaKTEPU3YCTCA

CTPYKTYpPOU:
X
O
Ré N 0 NH 23
m5 XA HN_ HN 0
N 0]
> 0 ST
6
R HN‘(/H
— \ N\
aa
HN< (@a)x , TIe R4, R’ u R® ompeneneHsl B Gopmyie

(Ii), ormcanHOW B JAHHOM JOKYMEHTE, U X W y INPEACTaBISAIOT COOOH MO MEHbIueil Mepe OmHy

AMHUHOKHUCIIOTY (2aa).

[00141] B npyrom BapuaHTe€  OCYLIECTBJIEHHUsI  IIPEACTABICHO  COEOUHEHHE, KOTOpOe

XapaKTepU3yeTcsi CTPYKTYPOH:

R4
R 0
0

N)J\o 0
HN, (@)
\
(aa)x , rie R*, R’ RS R u R' onpenenenst B dpopmyne (1)),
ONMUCAHHOH B JAHHOM JOKYMEHTE, M X U y MpPEACTABISIIOT COOOW TO MEHbLIeH Mepe OIHY

aMMHOKHCIIOTY (aa). B nmpyrom BapuaHTe OCYIIECTBIEHHUS MPEACTABICHO COENUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOI:
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R® o 0
RS N NJ\O PN g (e
13
R uN HN
R'2 o] °
o ST
_ HN{H
N \
HN—s (ag)y , tme R*, R°, R®, R'? u R'? onpenenensr B popmyne

(Ij), onmcaHHOW B MaHHOM AOKYMEHTE, U X M Yy MPEACTABISIOT COOOH MO MEHbILIeH Mepe OIHY

AMUHOKUCJIOTY (aa).

[00142] B npyroM BapuaHTe€  OCYLIECTBJIEHUS  IPEACTABICHO  COCAMHEHHE, KOTOpOe

XapaKkTepU3yeTCsl CTPYKTYPOM:

4 )J\ O
R N ow
R® p NQ% HN (aa)
y
Z R R'® \
R® (2a)y , rne R*, R°, R® R™ u R' onpenenenst B dpopmyne (Ik),
OIMCAHHOH B JAHHOM JOKYMEHTE, M X M Yy MpPEACTaBJSIOT COOOH MO MEHbIIeH Mepe OAHY
aAMMHOKHCJIOTY (aa). B nmpyrom BapuaHTe OCYIIECTBIEHHUS MPENCTABICHO COENUHEHHE, KOTOpOe

XapaKTePU3yeTCsi CTPYKTYPOIL:

R4 N (\NJJ\OVO (0] NH (aa)y
Z \., R HN o 0
RS R 0 ST
iy
HN N aa) 4 RS R6 RI8 . RIY
, rme R*, R’ R®, R*® u R"” onpenenens! B hopmyie

(Ik), omucaHHOW B NaHHOM JTOKYMEHTE, U X M Y MPEICTABISIFOT COOOHM MO MeHbLIEH Mepe OHY

AMUHOKUCJIOTY (aa).

[00143] B npyrom BapuaHTe€  OCYLIECTBJIEHHUs  IIPEACTABICHO  COEJUHEHHE, KOTOpOe

XapaKTEePU3YETCS CTPYKTYPOM:

R1O
R5 0]
PN 0
RO N (0]
13 N
R HN (@)
R12 \
(aa) , rne R°, R® R' RY u R" onpenenennt 8 Qpopmyne (I1),

OMHCAaHHON B JAHHOM JOKYMEHTE, M X U y TMpPEACTABISIIOT COOOW TMO MEHbLIEH Mepe OIHY
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aMHHOKHCJIOTY (aa). B nmpyrom BapuaHTe OCYyIIECTBIEHHUS MPEACTABICHO COEJUHEHHUE, KOTOpOe

XapaKTePU3YEeTCsl CTPYKTYPOM:

N ~
HN- (aa)x , rme R’ R® R!° R!? u RY omnpenenens B
dopmyne (Il), onucaHHON B JAHHOM JAOKYMEHTE, U X U Y MPENCTaBIAIT COOOH 10 MeHbIIel Mepe
OIIHY aMUHOKHUCJIOTY (aa).

[00144] B npyrom BapuaHTe€  OCYILECTBIEHHs  MpPENCTAaBICHO COEAMHEHHE, KOTOpOe
XapaKTepU3yeTcs CTPYKTYPOil:

X
R10 N ?
N\% M
I ] e
ris R \

R® ()« , rae R°, RS R1° R u R'® onpenenenst B ¢popmyne (Im),
ONMUCAHHOH B JAHHOM JOKYMEHTe, M X U y MpPEACTABISIIOT COOOW MO MEHbLIeH Mepe OIHY
aMUHOKHUCIOTY (aa). B mpyrom BapuwiaHTe OCYIIECTBJIEHHS TMPEICTABIEHO COEIUHEHUE, KOTOPOe
XapaKTEePU3YETCS CTPYKTYPOU:

o)

J\ 0o O (aa),

R10 (\N o

NH
o Y
5
R 4@_(13 R12 HN gN{Q’&O
R

R® 0 ST
HN’<’_H
= N

~N
HN- N

@ e RS RS, R Ry RV onpezeneHsl B popMyJie
(Im), onucaHHOW B JAaHHOM JOKYMEHTE, U X U y MPEACTABISIOT COOOH MO MEHbIIeH Mepe OIHY
AMUHOKUCJIOTY (aa).

[00145] B nmanHOM JAOKYMEHTE ONMCaHbl WHTHOMTOpPbI MOHoarwrmuepomnassl (MAGL),
KOTOpBIE XapakTepu3yrTcs cTpykTypoi popmyinsl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (I1),
(), (Ik), () wmm (Im). B omHOoM BapumaHTe ocymecTBieHus: WHrHOMTOpbI MAGL sBisroTCs
KoBaJIeHTHBIMH MHrHOUTOpaMu MAGL, T. e. coenunenust ¢popmynsr (1), (Ia), (Ib), (Ic), (Id), (Ie),
(I9), (dg), (Ih), (I), (Ij), (Ik), (1) mwmu (Im) BcTymaroT B peakumo ¢ ocraTkoM cepruHa B MAGL ¢

oOpa3oBaHHEM MOIU(UIMPOBAHHOIO OCTATKA CEPHHA, CONEPIKAIIEro OCTAOIIYIOCS TPyHIy B
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dopmyae (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (1), (), (Ik), (1) wnu (Im); B TakOoM BapuaHTte
ocyecTBIeHus yxoasmyto rpymmy B popmyne (1), (Ia), (Ib), (Ic), (Id), (Te), (If), (Ig), (Ih), (1), (Iy),
(Ik), (II) mmm (Im) ymansror u3 coenunenus ¢popmyast (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih),
(1), (), (Ik), () mwmu (Im). B nOMONHUTENPHOM BapUAHTE OCYLIECTBIEHHUS KOBAJEHTHBIC
uHrnouropel MAGL BCTynmaroT B HeOOpaTHMy peaknuioo ¢ ocraTkoM cepuHa B MAGL c¢
oOpa3oBaHreM MOAU(PHUIIMPOBAHHOTO OCTaTKa CEpUHA.

[00146] Yacte B coemmneHusix ¢Gopmynbsl (la), koTropas sBIsSeTCS OCTAIOLIEHCS TPYIIOH,

o)
RN (\N)L S
o J MY
' R13 R12
npexacraenaser coboit  R® . Yactp B coenunenusix ¢opmynbl (Ib), koropas
R4
X
R® $
/] N
AN

o o o R12
SBIISIETCS.  OCTAIOLIENCs TPYIMION, TPeacTaBiseT coboii R™ . Yacts B

R5

coennHeHusx ¢opmyibl (Ic), koTopas sBISETCS OCTAOLICWCS TPYIION, MPEACTaBIseT COOOM

Q&Q* !

R'2 o
. Hactb B coenuuenusix Gopmyisl (Id), koTopasi siBIsIeTCS OCTAKOIIEHCs

TPYIINON, MpencTaBaseT coboil R™ . YacTh B coemuHEHHSX (GOPMYIbI

(Ie), KOoTOpas SIBIIIETCS ocrarolieics TpYIIOH, MIpEICTaBIISIET coboit

R6

q
Y.
R4 AN \N (@]
>z 4
R12 »
R n

R® . Yactp B coemuHeHusix ¢opmyasl (If), xoropas sBusercs
R4 A O
T oL
12
R R13 p n
R5

coenuHeHusix ¢Gopmynbl (Ig), xKoTopast sSBISIETCS OCTAIOLICHCS] TPYMIOW, MPEACTaBIsIeT COOOM

OCTalOINEeHCsl  TPYyMmoH, TpenacTaBiser  coboi Yacte B
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. A\ v /@
X
Z R‘I3 R12
R® . Hactp B coennnaenusix Gopmyisl (Ih), kotopas siBisieTcs ocTaromencs
hi
R4 N ?SE
A \'J
5 N
R AE/ﬂ ( ;X
R® . Yacrp B coenunenusix Gopmyibi (Ii),

o)
N)Lf{

IPYMIIOHN, MPENCTaBIsieT COOOM

R4
A
5
R N N
/
o o o )
KOTOpas ABJIACTCA OCTAKOINCUCA I'PYIIIION, IPEACTABIIACT coboi R . Yactp B

coenuneHusx (opmyabl (Ij), koTOpas SIBISETCS OCTAKOLIECHCS TPYMIOH, MPEACTaBsieT COOOM

)
R4 )3
N
R™ . Hactp B coenunenusix ¢opmynbl (Ik), koTopasi sBASETCS OCTArOLIEHCS

0
RN (\NJ\#{
N N

R5 \%
9y R19 R18

nmnoi, mpexcrasmsier coboit  R° . Hacte B coemmHenusix ¢opmyibl (11
py Y pMy )

)
R10 N)\‘;‘

KOTOpas ABJAETCA OCTAoINeiics TPYIIIOH, MpeAcTaBisieT coboil R . YacTb B

coenuHeHusix Gopmynbl (Im), KOTOpas SBJISIETCS] OCTAOLIEHCS TPYMIOW, MPENCTaBIsieT COOOM

0
R0 (\NJ\;ri

R® N\%
R13 R12
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[00147] Yacts B coenunenmsax ¢opmyasl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (I), (L), (Ik),
(1) mmu (Im), koTOpast ABNsIETCS YXOASAIIEH TPYIIION, MPENCTABIAET COOOH:
?LN‘/j

N= Rl
Hony4yenue coenuHeHui
[00148] CoennHeHus, TPUMEHSIEMbIE B PEAKLMSIX, OMUCAHHBIX B TAHHOM JOKYMEHTE, MOJIy4aroT B
COOTBETCTBUM C METOIMKAMH OpPraHHYECKOrO CHHTE3a, HCIONb3ysi KOMMEPUECKH JOCTYITHbIE
XMMHYECKHE BEIeCTBa W/WIIN COSAMHEHHsI, ONMCAaHHbIe B XUMHUeCKOil urepatype. "Kommepuecku
JOCTYIHbIE XMMHYECKHE BellecTBa" MOJNYYalOT U3 CTAHAAPTHBIX KOMMEPYECKHUX HCTOYHHUKOB, B
toMm ymcie oT Acros Organics (I'en, benprus), Aldrich Chemical (Munyoku, BuckoHcuH, B ToM
yucne Sigma Chemical and Fluka), Apin Chemicals Ltd. (Munton Ilapk, BenukoOpuranus), Ark
Pharm, Inc. (JIubeprusumn, Unnunoiic), Avocado Research (Jlankamup, Benukobpuranus), BDH
Inc. (Toponro, Kanana), Bionet (Kopuyosn, BenukoOpuranusi), Chemservice Inc. (Yacr-YUecrep,
IMencunbBanusi), Combi-blocks (Can-uero, Kanugopnusi), Crescent Chemical Co. (Xomnor, Hbro-
Hopk), eMolecules (Can-/Iuero, Kanudoprus), Fisher Scientific Co. (ITurrcOypr, [Tencunppanus),
Fisons Chemicals (Jlecrepurnp, BenuxoOpuranusi), Frontier Scientific (Jloran, FOta), ICN
Biomedicals, Inc. (Kocta-Meca, Kamudopuus), Key Organics (Kopuyosn, BenukoOpuranus),
Lancaster Synthesis (Bunnxsm, Hero-I'smmmmp), Matrix  Scientific, (KonymOusi, HOsknas
Kaponuna), Maybridge Chemical Co. Ltd. (Kopuyomnn, BenukoOpuranus), Parish Chemical Co.
(Opewm, IOta), Pfaltz & Bauer, Inc. (Vorepbepu, Konnektukyr), Polyorganix (Xstocton, Texac),
Pierce Chemical Co. (Poxdopn, Mnnunotic), Riedel de Haen AG (I"'annoBep, I'epmanust), Ryan
Scientific, Inc. (Maynr Ilnesant, IOsxnas Kaponmna), Spectrum Chemicals (Iapauna,
Kamudopuus), Sundia Meditech, (Ilanxaii, Kurait), TCI America (IToptnenn, Operon), Trans
World Chemicals, Inc. (Poksrmn, Mapunenn) u WuXi (ILllauxaii, Kuraif).
[00149] [Tonxonsimue CNpaBOYHUKH M HAYYHbIE TPYAbI, B KOTOPBIX IMOAPOOHO OIMKCAH CUHTE3
peareHTOB, MPUMEHHMbIX B TOJYYEHUH COSIUHEHHUH, OMUCAHHBIX B JAHHOM JOKYMEHTe, WU B
KOTOPBIX MPUBENEHBI CCUIKH HA CTaThU, B KOTOPBIX OMHUCAHO MOJYYEHHE, BKIIOYAIOT, HAITPUMED,
"Synthetic Organic Chemistry", John Wiley & Sons, Inc., New York; S. R. Sandler et al., "Organic
Functional Group Preparations," 2nd Ed., Academic Press, New York, 1983; H. O. House,
"Modern Synthetic Reactions", 2nd Ed., W. A. Benjamin, Inc. Menlo Park, Calif. 1972; T. L.
Gilchrist, "Heterocyclic Chemistry", 2nd Ed., John Wiley & Sons, New York, 1992; J. March,
"Advanced Organic Chemistry: Reactions, Mechanisms and Structure", 4th Ed., Wiley-
Interscience, New York, 1992. JlononHuTeNbHBIE MTOIXOASIINE CIIPABOYHUKU U HAYYHbIE TPYIBL, B
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KOTOPBIX TOAPOOHO OMUCAaH CHHTE3 pPEAreHTOB, NPUMEHHMBIX B IIOJYYEHHH COEAMHEHUH,
OIMUCAHHBIX B JAHHOM JOKYMEHTE, WJH B KOTOPbIX NPUBEICHbI CCHUIKH HA CTAaThH, B KOTOPBIX
OMHUCAHO MOJy4YeHue, BKIouaroT, Hampumep, Fuhrhop, J. and Penzlin G. "Organic Synthesis:
Concepts, Methods, Starting Materials", Second, Revised and Enlarged Edition (1994) John Wiley
& Sons ISBN: 3-527-29074-5; Hoffman, R.V. "Organic Chemistry, An Intermediate Text" (1996)
Oxford University Press, ISBN 0-19-509618-5; Larock, R. C. "Comprehensive Organic
Transformations: A Guide to Functional Group Preparations" 2nd Edition (1999) Wiley-VCH,
ISBN: 0-471-19031-4, March, J. "Advanced Organic Chemistry: Reactions, Mechanisms, and
Structure" 4th Edition (1992) John Wiley & Sons, ISBN: 0-471-60180-2; Otera, J. (pemaxrop)
"Modern Carbonyl Chemistry" (2000) Wiley-VCH, ISBN: 3-527-29871-1; Patai, S. "Patai's 1992
Guide to the Chemistry of Functional Groups" (1992) Interscience ISBN: 0-471-93022-9;
Solomons, T. W. G. "Organic Chemistry" 7th Edition (2000) John Wiley & Sons, ISBN: 0-471-
19095-0; Stowell, J.C., "Intermediate Organic Chemistry" 2nd Edition (1993) Wiley-Interscience,
ISBN: 0-471-57456-2; "Industrial Organic Chemicals: Starting Materials and Intermediates: An
Ullmann's Encyclopedia" (1999) John Wiley & Sons, ISBN: 3-527-29645-X, B 8 Tomax; "Organic
Reactions" (1942-2000) John Wiley & Sons, B Oonee yem 55 tomax u "Chemistry of Functional
Groups" John Wiley & Sons, B 73 Tomax.

[00150] KoHKkpeTHBIE U aHAJOTMYHBIE PEAreHThl TAKXKE€ MOKHO HUACHTHU(HUIMPOBATH C MOMOIIBIO
WHIEKCOB M3BECTHBIX XHMHYECKHX BEIIECTB, IPHUCBAMBAEMbIX XHMHUECKOH pedepaTuBHOIl
cny:kO0  AMEpPHUKAaHCKOTO  XHMMHYECKOro OOLIecTBa, KOTOpble JOCTYNHBI BO  MHOTHX
OOIEeCTBEHHBIX U YHUBEPCUTETCKUX OMOJIMOTEKAX, a TAKXKE MOCPEICTBOM 0a3 JaHHBIX, JOCTYITHBIX
OHJIaliH (AMEpUKaHCKOe XUMHUYeckoe oOmecTBo, Bamuurron, okpyr KomymOus). Xumudeckue
BEINECTBA, KOTOPBIE SIBJIAIOTCS W3BECTHBIMH, HO HE SIBJIIIOTCS KOMMEPUYECKH JOCTYIHBIMH B
KaTajorax, HeoOs3aTeNIbHO IMOJIYYaroT MOA 3aKa3 Ha MPEANPHATHUSAX XUMHYECKOrO CHUHTE3a, MPH
5TOM MHOTME U3 CTAHOAPTHBIX XHUMHUYECKUX MPEANPUsTUil (Hanpumep, TEPeqUCTIECHHBIX BbILIE)
NPEAOCTABISIOT YCJIYTH CHHTE3a MO 3aka3. B KauecTBe CCBHUIKM Ha TOJYYE€HHE U BBIOOD
(apMaeBTHYECKUX COJIEH COeNMHEHHH, OTMCAHHBIX B JAHHOM JIOKYMEHTE, MOJKHO npusectu P. H.
Stahl & C. G. Wermuth "Handbook of Pharmaceutical Salts", Verlag Helvetica Chimica Acta,
Lropux, 2002.

JonoJIHUTe/IbHBIE (DOPMBI COEAUHEHUH, PACKPBITBIX B IAHHOM JOKYMEHTE

H3zomephl

[00151] Kpome TOro, B HEKOTOPBIX BAPUAHTAX OCYIUECTBJICHUS] COEAUHEHUs], ONMUCAHHBIE B TAHHOM

AOKYMEHTEC, HaxXoOdATCad B BUAC TCOMCTPHYCCKUX HU3OMEPOB. B HEKOTOPbIX BapHaHTax
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OCYIIECTBJIEHUS] COEIMHEHUs, OMMCAHHbIE B JAHHOM JIOKYMEHTE, COAEp KaT OJHY WM HECKOJbKO
nBOMHBIX cBs3ell. CoennHEHUs, NPEACTAaBJIECHHbIE B JAHHOM JIOKYMEHTE, BKJIIOYAIOT BCE LIUC-,
TpaHC-, CHH-, aHTHU-, 'entgegen-" (/-), m '"zusammen-" (Z-) wu30MepB, a TaKXKe HX
COOTBETCTBYIOIIME CMECH. B HEKOTOpBIX CUTyaLUsX COEJUHEHHs] HaXOMAATCS B BHUJE TayTOMEpPOB.
CoenuHeHUs, OMMCAaHHbIE B JaHHOM JIOKYMEHTE, BKJIIOUAIOT BCE BO3MOKHBIE TayTOMEPHI,
COOTBETCTBYIOLIME (hOpMysiaM, ONHCAHHBIM B JaHHOM JIOKyMeHTE. B HEKOTOpBIX CHUTyaIusx
COEMHEHUs, OMNMCAaHHbIE B JAHHOM JOKYMEHTE, COAEp>KaT OJUH MU HECKOJbKO XHPaJbHBIX
LIEHTPOB, M KaX/bIil LIeHTp Haxoxutcsi B R-koHurypaunu wnu B S-koHpurypaunu. CoennHeHus,
ONMCaHHblE B JAHHOM JOKYMEHTE, BKIIOYAKOT BCE AMACTEPEOMEpHBIE, SHAHTUOMEpPHBbIE WU
snuMepHble (OPMBI, a TakXKe HMX COOTBETCTBYIOLIME CMECH. B IONMOSHHUTENBHBIX BapHaHTax
OCYIIECTBIIEHUs] COEAMHEHHH M CIIOCOOOB, MPENYCMOTPEHHBIX B JAHHOM JOKYMEHTE, CMeCU
SHAHTUOMEPOB W/WJIM JHACTEPEOM30MEPOB, IONyYeHHblE HAa OAHON CTaguu IMOJyYeHUs, MpHU
CMEIIUBAHUU WJIM TNPU B3aUMHOM MPEBPALLEHUU, SBJIAIOTCS NPUMEHHUMBIMU B IPUMEHEHUSX,
ONMCAaHHBIX B JAHHOM JOKyYMEHTe. B HEKOTOpBIX BapuaHTax OCYIIECTBICHUS COCAUHEHMUS,
ONMCAaHHbIE B JAHHOM JOKYMEHTE, IOJIy4alOT B BHUJE ONTUYECKH YUCTBIX 3HAHTHUOMEPOB B
pe3yJbTaTe XUpPaJbHOIO XPOMATOrpadUUECKOro pa3AeeHns] paleMUueckol cMecH. B HeKOTOpbhIX
BApPUAHTAX OCYLIECTBJICHUs] COEAUHEHUs, ONMMCAHHBIE B JAHHOM JOKYMEHTE, MONIYy4aloT B BUJE UX
OTIEJIbHBIX CTEPEOH30MEPOB IMyTEM NPOBEACHHUS PEaKIUU PalleMHUeCKONW CMeCH COEIMHEHUsS C
ONTHUYECKH AKTHUBHBIM PA3IeNSIOLIM CPEeICTBOM C O0pa3oBaHMEM TNapbl AHACTEPEOMEPHBIX
COEIMHEHUH, pa3fesieHHs] AacTepeoMepOB M U3BJIEYEHUs] ONTHUYECKU YUCTHIX SHAHTHOMEpOB. B
HEKOTOPBIX BAapUAHTax OCYINECTBIEHHS MPENNOYTUTEIbHBIMU SIBIISIFOTCS  JUCCOLIUHUPYEMBbIE
KOMILIEKCHI (HarpuMep, KPUCTAJUIMYECKHE IHAacTepeOMEpHble coyii). B HEKOTOpBIX BapHaHTax
OCYILECTBIIEHHS TUACTEPEOMEPBI UMEIOT pa3indHble (PU3HUecKrue CBOHCTBA (HampuMep, 3SHAYCHHUS
TEMIEepaTyphl TUIABJICHUS, TEMIIEPATYPhl KUIEHUS, PACTBOPHUMOCTH, PEAKIIMOHHAsI CITOCOOHOCTh U
T.Z.), U HUX pPa3feNsloT C HCIOJb30BAHMEM TAaKUX pa3nduidl. B HEKOTOPhIX BapHaHTax
OCYLIECTBJICHHs UACTEPEOMEPBl PA3NeNAOT C IOMOIIBI0 XHUPAIBbHOW Xpomarorpaduu MM
NPEATIOYTUTENIEHO C TOMOIIBK) METOAMK OTHAEICHHUs/Pa3ieIeHNs], OCHOBAHHBIX HA OTJHUYHUSX B
pacTBOPUMOCTH. B HEKOTOPBIX BapuaHTax OCYILECTBJIEHMs] ONTUYECKU YHUCTBIM SHAHTUOMEp 3aTeM
U3BJIEKAIOT, BMECTE C Pa3AEISAIOLINM CPEICTBOM, C MOMOIIBIO JIOOOro MPAaKTUYECKOro crocoda,
KOTOpBIH HE NPUBOAUT K palieMHU3aLiu.

Meuenrble coemHEHUS

[00152] B HEexKOTOpBIX BapuUaHTaX OCYLUECTBICHUsI COCAVNHEHUs], ONMUCAHHbBIE B JAHHOM JIOKYMEHTE,

CYLIECTBYIOT B MX MEYEHHBbIX H30TOnmamMu (opmax. B HEKOTOpBIX BapuaHTaX OCYLIECTBICHHS
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crocoObl, PAcCKphITbIe B JAaHHOM JOKYMEHTE, BKJIFOYAIOT CIOCOOBI JieueHus 3a0oJieBaHUMA,
OCYIIECTBJISIEMbIE IyTeM BBEIEHHUSI TAKMX MEYEHHBIX H30TOMAMU COEOUHEHHWH. B HEKOTOpBIX
BapHAHTaX OCYIIECTBJIEHUSI CIIOCOOBI, PACKPHIThIE B JAHHOM IOKYMEHTE, BKIJIIOYAIOT CIIOCOOBI
JedeHus: 3a00JIeBaHUMN, OCYIIECTBISIEMble IyTEM BBEACHHS TAaKUX MEYEHHBIX H30TONAMU
coenuHeHUH B BHUIE (apMarleBTHUECKUX KOMIO3uIuil. Takum o0pa3oMm, B HEKOTOPBIX BapHaHTaX
OCYIIECTBJICHUS] COSIUHEHUS], PACKPBIThIC B JAHHOM JOKYMEHTE, BKIIFOYAIOT MEYEHHBIE U30TOMaMHU
COCMHEHUS, KOTOpbIe SBISIIOTCS WICHTUYHBIMH YKa3aHHBIM B JAaHHOM JOKYMEHTE, 3a
UCKJIFOYEHHEM TOTO, YTO OAHMH WJIM HECKOJIbKO aTOMOB 3aMEHEHBI aTOMOM C aTOMHOM MacCOW WJIH
MacCOBBIM YHCJIOM, OTJHYHBIMH OT QaTOMHOH MacChl HJIH MAacCOBOTO YHCJA, OOBIYHO
BCTpeUaroUuxcs B npupoze. [Ipumepsl H30TOMOB, KOTOPBIE BKIKOYAIOT B COSAUHEHUS], OMMUCAHHBIE
B JJAHHOM JIOKYMEHTE, BKJIIOYAIOT M30TOMNBI BOAOPOAA, Yriepoaa, a3oTa, kuciopoxaa, docdopa,
cepnl, ¢ropa u xmopa, Takume kak ‘H, *H, *C, “C, BN, B0, 70, 3'P, 3?p, S, BF u Cl
coorBercTBeHHO. COENMHEHUs, OMHCAHHBbIE B JAHHOM JOKYMEHTe, U WX (apMaleBTUIECKH
NpUeMJIEMbIE COJIM, CIIOKHbIe 3(UpPbI, MPOJIEKAPCTBA, COJbBATHI, TUAPATHl WM MPOU3BOIHBIE,
KOTOpPbIE COAEPIKAT BbIIICyKa3aHHbIE M30TOIBI H/WIIH APYTrHe U30TOIMBI JPYTUX aTOMOB, HAXOISTCS
B mpenenax o0beMa HacTosImero u3odpereHus. HekoTropble MeueHHBbIE W30TOMAMU COEIMHEHUS,
HaMpHUMep, TaKUe, B KOTOPble BKIIOYEHB! paJHOaKTUBHbIE M30TOMNbI, Takue kak “H u “C, apisoTcs
MPUTOIHBIMK JUIS aHAJIN3a pacrpenesieHrss B TKaHU JIEKapCTBEHHOI'O CpPencTBa W/wiu cyOcTpara.
Usoronsl Tputhii, T.e. H, u yrnepox-14, T.e. *C, aBnsorcs 0COGEHHO MPEANOYTHTEIHLHBIMH
BCJIENCTBUE JIETKOCTH WX TOJIy4YE€HHS W BO3MOXKHOCTH BbIsiBieHHs. Kpome TOro, 3amerineHue
TSKENBIMA ~ M30TOTIAMH, TAaKUMH Kak felitepuii, m.e. *H, obecmeunBaeT HEKOTOpBIE
TepareBTHUECKHe MPEUMYINECTBa, BCIENCTBHE Oojiee BBICOKOH MeTaboaruecKkoi CTaOMIIbHOCTH,
HaNpUMep, YBEJIMUEHUS MePUOa NOJYBbIBEACHHUSI /1 ViVO WM YMEHbIIEHUSI HEOOXOUMOMN 10361, B
HEKOTOPBIX BapUAHTAX OCYIIECTBJICHHS MEYEHHbIE U30TOMAMH COeTUHEHUs], UX (PapMalleBTHUECKH
npuemJieMasi CoJib, CJIOKHBIHN 3(hup, MPONIEKAPCTBO, CONBBAT, THAPAT UJIM MPOU3BOIHOE MOJYYAIOT C
MIOMOIIBIO JTF00OTO MOAXOIALIETO Crocoda.

[00153] B HEeKOTOpBIX BapHaHTaX OCYLUECTBICHUs COEAVHEHUs, ONMUCAHHbIE B JAHHOM JIOKYMEHTE,
METSIT C TIOMOIIBIO IPYTUX CIIOCOOOB, B TOM YHCIe Oe3 OrpaHHuYeHuUs ¢ TPUMEHEeHneM XpoModopoB
win (QuyopecieHTHbBIX (DparMeHTOB, OMOJIOMUHECIIEHTHBIX METOK HJIH XEMITFOMHHECIEHTHBIX
METOK.

DapMalleBTHIECKH IIPHUEMIIEMbIE COJIU

[00154] B HexOTOpBIX BapuaHTaX OCYLUECTBICHUsI COCAVNHEHUs], ONMUCAHHbIE B JAHHOM JIOKYMEHTE,

HaxXogATCd B BHAC HUX (I)apMaLIeBTI/ILIeCKI/I MPUEMIIEMBIX coieii. B HEKOTOPBIX BapUaHTax
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OCYIIECTBIIEHHUS] CIIOCOOBI, PACKPBITbIE B MAHHOM JAOKYMEHTE, BKIFOYAIOT CIIOCOOBI JIEUSHHSI
3a005eBaHM, OCYIIECTBIIIEMbIE TyTEM BBEIACHUS TaKUX (papMarleBTUYECKU MTPHEMIIEMbIX coneil. B
HEKOTOPBIX BAPUAHTAX OCYIIECTBJICHUS CIIOCOOBI, PAaCKPHIThIE B JAHHOM JOKYMEHTE, BKIFOYAIOT
crocoObl JieueHHs1 3a00NeBaHUH, OCYLIECTBIsIEMblE IMyTEM BBEACHUS TakuX (papManeBTUYECKU
NPUEMJIEMBIX COJIel B BHIE (papMalleBTUIECKIX KOMITO3ULIUH.

[00155] B HEKOTOpBIX BapUaHTaX OCYLUECTBJICHUsI COCAUHEHUs], ONUCAHHbBIE B JAHHOM JOKYMEHTE,
COZIepKAT KUCJIOTHBIE UM OCHOBHBIE TPYIIBI U, CIEAOBATENbHO, BCTYNAIOT B PEAKIHIO C JIFOOBIM
U3 psAla HEOPraHWYECKUX WJIM OPraHUYeCKUX OCHOBAHMM W HEOPraHWYECKUX U OPTraHUYECKHUX
KUCJIOT ¢ oOpa3oBaHueM (hapMaLEeBTHUECKH IpUEMIEMONH conu. B  HEKOTOpBIX BapHaHTax
OCYLUECTBJICHUSI TaKU€ COJM IOJIy4aroT /7 Sifu B XOAE€ KOHEYHOrO BBIACJIECHHs WU OYUCTKH
COEIMHEHUM, ONMHUCAHHBIX B JaHHOM JOKYMEHTE, WM IIyTEM OTAEJIBbHOIO IMPOBEACHHUS] PEaKLUU
OYHIICHHOT'O COCAMHEHHS B €r0 CBOOOAHOM (opMe C MOAXOMSAIUMU KUCIOTOH HIIM OCHOBAaHUEM H
BbIZIETICHNs] 00Pa30BaHHOM TaKMM 00pa3oM COJIH.

ConpBaThbl

[00156] B HEexOTOPBIX BapuaHTax OCYLIECTBICHUs COEUHEHHs], OMMCAHHbIE B TaHHOM JOKYMEHTE,
HaXOZSTCS B BHJE COJIbBATOB. B HEKOTOPBIX BapHaHTaX OCYLIECTBJIEHUS MPEICTABIEHbI CIIOCOOBI
JedeHus: 3a0oieBaHMl, OCYIIECTBIIsIEMble IyTeM BBEIACHUS TakuX cojbBaTOoB. Kpome TOro, B
JaHHOM JOKYMEHTE OMHCAHBI CIIOCOOBI JieueHus1 3a00JIeBaHMI, OCYLIECTBIISIEMbIE TTyTEM BBEIEHHSI
TAKUX COJIbBATOB B BUZE (hapMaLEBTHUECKUX KOMITO3HLIU,

[00157] ConbBathl comepskaT JUOO CTEXUOMETPUYECKHUE, THOO HECTEXHOMETPHUECKHE KOJTHMYECTBA
pacTBOpPUTENS, M B HEKOTOPBIX BapHAHTaX OCYINECTBJIEHUs OOpas3yrTCs B XOHe mpolecca
KPHUCTAJUTU3aLNH C (hapMaLEBTHUECKU MPUEMIIEMBIMI PACTBOPUTEIISIMU, TAKUMH KaK BOJA, STAHOJ
u T. 1. ['uaparel 0OpasyroTCs, €CiiM PaCTBOPHUTENEM SIBJISIETCS BOJA, WJIM AJKOTOJSITHI MOJYYaroT,
€CJIU pacTBOpUTENEM siBiisieTcss crupT. CoNbBaThl COEAUHEHUHN, OMHUCAHHBIX B JAHHOM JOKYMEHTE,
B LIEJIIX YAOOCTBA MOJyHaAOT MIM 00Pa3yIoT B XOJI€ MPOLIECCOB, OMHUCAHHBIX B JAHHOM JIOKYMEHTE.
HckinrounTenpHO B Ka4eCTBE NPUMEPa, TUAPATHI COEAMHEHUH, ONMCAHHBIX B JAHHOM JOKYMEHTE, B
LeNsX yaoOCTBa TMOJIYHArOT TNYyTeM NEePEeKPUCTAUTM3ALMH W3 CMECH BOJHBIX/OpPraHHYECKUX
pacTBOpUTENEH C MPUMEHEHHEM OPTraHMYECKHUX PACTBOPUTENEH, B TOM HHCiIe 0e3 OrpaHUYeHUs
nuokcana, terparunpodypana win MeOH. Kpome Toro, coenuHeHus, NpenyCMOTPEHHBIC B
JaHHOM JOKYMEHTE, HaXONIATCS B HECOJIbBATUPOBAHHON, a TaKKe B COJBBATHPOBAHHOW (opMmax.
Kax mpaBuno, s neneii COeqMHEHUH M CIIOCOOOB, MPENyCMOTPEHHBIX B JAHHOM IOKYMEHTE,

COJ'IbBaTI/IpOBaHHbIe (I)OprI CUUTAKTCA DKBUBAJICHTHBIMHU HCCOJIbBaTI/IpOBaHHbIM (I)OpMaM.
IIponekapcTBa
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[00158] B HEKOTOpBIX BapHaHTaX OCYLUECTBJICHUsI COCAVNHEHUs], ONMUCAHHbBIE B JAHHOM JTOKYMEHTE,
HaxomATcsl B ¢opMe mposekapcrBa. Takke B JAHHOM JOKYMEHTE OIMHUCAHbI CIOCOOBI JICUSHHS
3a00NeBaHN, OCYIIECTBIsIEeMble MyTEM BBEINEHHs TakUX mpoJekapcTs. Kpome Toro, B maHHOM
JOKYMEHTE OIMHCAHbI CIIOCOOBI JIedeHUs1 3a00JIeBaHUH, OCYIIECTBIISIEMbIE MTyTEM BBEIEHUS TaKUX
NPOJIEKAPCTB B BUAE (apMaLEeBTHUECKUX KOMIIO3HLIUH.

[00159] B HEKkOTOpBIX BapuaHTax OCYILIECTBJIEHUs MPOJEKAPCTBA BKIKOYAIOT COCIMHEHUs], Oe
AMHHOKHUCIJIOTHBIM OCTATOK WJIM MOJUMNENTHAHAS LeTlb U3 ABYX WJIH Oojee (nanpumep, NBYX, Tpex
WIA YeThIPEX) aMHMHOKHCIOTHBIX OCTATKOB KOBAJIEHTHO CBS3aHBI IOCPEICTBOM AMUIHON WIIH
CJIO’KHO3(IMPHOH CBS3U €O CBOOOIHOM aMMHO-, TUAPOKCUTPYIIIION MIIM TPYNIOH B BHIE OCTAaTKa
KapOOHOBOM KHCJIOTBI B COEAMHEHUSIX, ONHCAHHBIX B JaHHOM JOKYMEHTe. AMHMHOKHCIIOTHBIE
OCTaTKU BKJIIOYAIOT Oe3 orpaHuueHus: 20 BCTPEHUAIOLIMXCS B NPHUPOJE AMUHOKHCIOT, a TaKXke
BKJIIOYAIOT 4-TUAPOKCUNPOJIMH, TUAPOKCWIU3UH, IE€CMO3HUH, H30[€CMO3UH, 3-METHUITUCTUIUH,
HOpPBaJIMH, OeTa-ajJlaHuH, FAMMa-aMHHOMACIISIHYIO KUCIIOTY, LIUTPYJUINH, TOMOLIMCTEHH, TOMOCEPHH,
OPHHUTHH U METHOHMH-CYJIb()OH. B npyrux BapmaHTax OCYINECTBJIECHHUS MPOJEKAPCTBA BKIOUAOT
COEIMHEHHUS], B KOTOPBIX OCTaTOK HYKJIEMHOBOW KHCJIOTBI MJIM OJIMTOHYKJIEOTH]] U3 ABYX Win Oosee
(nanpumep, NBYX, TPEX WM YETBIPEX) OCTATKOB HYKJIEMHOBOH KHCJIOTHI KOBAJEHTHO CBS3aHBI C
COE€MHEHUEM, ONTUCAHHBIM B JAHHOM JIOKYMEHTE.

[00160] PapmaneBTHUECKH NOpUEMIIEMbIE TPOJIEKAPCTBA COEAUHEHUMN, OIHUCAHHBIX B JAaHHOM
JNOKYMEHTE, Tak:Ke BKJIFOYAIOT O€3 OrpaHUYeHUsl CIIOXKHbIE d(QUphI, kKapOoHaThI, THOKApPOOHATHI, N-
alUJIbHbIE NPOU3BONHBIE, N-alMIOKCHAIKUIbHBIE MPOU3BOJAHBIE, YETBEPTUYHBIE MPOU3BOJHbIE
TPETUYHBIX aMHUHOB, N-3aMelleHHble OCHOBaHHMs ManHuxa, ocHoBaHus Iludda, koHBIOTaTHI
AMUHOKHCJIOT, CJOXHbIE 3PUpbl POcHOPHONH KHUCIOTHL, COJM METAJIOB W CIIOXKHBIE S(UPHI
CyJIb(pOHOBOH KHUCIOTBL. B HEKOTOpBIX BapHaHTAX OCYLIECTBIIECHHUS COEAMHEHUs, HMEIOLINe
CBOOOIHBIE AMHHO-, aMHIO-, THAPOKCH- WJIH KapOOKCHJIbHBIE TPYIIbL, MPEBPAINAT B
nposiekapcTa. Hanmpumep, cBoOoaHbIE KapOOKCHIIBHBIE TPYIIIBI SBISIFOTCS AEPUBATH30BAHHBIMU B
BUJIC aMHJIOB WJIM CJIOJKHBIX AJKHJIOBBIX 3(UPOB. B HEKOTOPBIX Ciydasx BCce Takue (hparMEeHTBI
NPOJIEKAPCTB BKJIFOYAIOT TPYIIBL, BKJFOUAOLINE Oe3 OrpaHn4eHus (yHKIHOHAJIbHBIE TPYIIIBLI B
BHUJIE OCTaTKOB MPOCTOro 3(upa, aMiUHA U KApOOHOBOH KHUCIIOTHI.

[00161] [TponekapcrBa, comeprKaliue THAPOKCUTPYIIY, BKIFOYAIOT CIOXKHBbIE 3(QUPBI, TaKHE Kak
0e3 OrpaHWYEHUs ALMJIOKCHAIKWIOBbIE (HANpUMEpP, AlMJIOKCHMETHIIOBBIE, AlMJIOKCHITHIIOBBIE)
CJIOJKHBIE 3(UPBI, ATKOKCHKAPOOHUJIOKCHAIKUIIOBBIE CIIOXKHBIE 3(UPBL, AJKHUIOBBIE CIIOKHBIC
3¢upBl, apuUIIOBBIE CIOXKHBIE 3PHPEI, cioxHbIE 3Pupbl GocPOopHON KHCIOTHI, CIOXKHBIE 3(UPHBI

CyJb()OHOBON KHCJIOTHI, CJIOKHBIE 3(QHUPBI CEPHON KHUCIIOTHI, AUCYJIb(QUICONEPIKALIUE CIIOKHBIE
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3¢upsl, mpocTele 3UPHL, aMHIARl, KapOamaTbl, T€MHUCYKLHWHATHI, IUMETWIAMHUHOALETATHI U
dochopunokcumeTnokcukapOOHUIIEl, yKa3zaHHble B Advanced Drug Delivery Reviews 1996, 19,
115.

[00162] ITposnekapcTBa, KOTOPBIE SIBJISIFOTCSI MMPOU3BOIHBIME aMHUHA, BKJIFOYAIOT O€3 OrpaHHYeHUs

CJIEAYIOLINE IPYTIIbl U KOMOWHALIMH TPYIII:
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a Taxxe cynbpoHamuasl U GochoHaMuabL.

[00163] B HEeKOTOpPBIX Cilydasix yYacTKH B JIIOOBIX YACTAX apOMAaTHYECKOro KOJbLA MOIBEPIKEHBI
pasIMUHBIM ~ MeTaOOJMUYECKHM  PEaKLUsiM, CJIeOBATENIbHO, BBEJEHHE COOTBETCTBYIOLINX
3aMeCcTUTeNIeH NP apOMAaTUYECKUX KOJIBLEBBIX CTPYKTYPaX YMEHBIIAET, CBOJUT K MUHUMYMY HJIU
UCKJTIOYAET JaHHbIN METa0ONYEeCKHUI MY Th.

dapmaneBTHYECKHE KOMIO3HIIHH

[00164] B HexkoTOphIX BapuaHTax ocyuiecTBieHus coenunenue ¢opmynsl (1), (Ia), (Ib), (Ic), (Id),
(Ie), (If), (Ig), (Ih), (1), (Ij), (Ik), (1) umu (Im), onrcaHHO!N B TaHHOM JOKYMEHTE, BBOIST B BHUIE
XUMHYECKH YHCTOTO BEIIECTBA. B HEKOTOPBIX BapHaHTaX OCYINECTBJICHUS COEAMHEHUE (OpPMYIIbI
(D, (Ia), (Ib), (Ic), (dd), (Ie), (If), (Ig), (Ih), (I), (Ij), (Ik), (II) mam (Im), onmucCaHHOH B AAHHOM
JIOKYMEHTE, OOBEIUHSIOT C (hapMaIIeBTUYECKH TOAXOISIMM HIIH MPUEMJIEMBIM HOCUTENEM (TakiKe
HAa3bIBAEMbIM B JIAHHOM JOKyMeHTe (HapMaLeBTUYECKH MOIXOMSIIIUM (WIH TNPUEMIIEMbBIM)
BCIIOMOTATEJIbHBIM  BEIIECTBOM,  (PU3MOJIOTUYECKH  MOOXOMSIIUM  (WIH  TPUEMIIEMBIM)
BCTIIOMOTATEJIbHBIM ~ BEINECTBOM WJIH (DHU3HOJIOTUYECKH MMOAXOMSIIIUM (MM  MPHEMIIEMbBIM)
HOCUTENIEM), BBIOPAHHBIM B 3aBHCHMOCTH OT BBIOPAHHOIO NYTH BBENEHUS M CTaHIAPTHOU
(dapMarieBTHUECKON MPAKTHUKHU, KaK OMHUCAHO, Harpumep, B Remington: The Science and Practice of
Pharmacy (Gennaro, 21 Ed. Mack Pub. Co., Hcton, [Tencunbsanus (2005)).

[00165] CooTBeTCTBEHHO, B JAHHOM JAOKYMEHTE MPEeNyCMOTpeHa (papMaleBTHYECKasi KOMITO3HLINS,
cozepkarias Mo Menbiueii Mmepe ogHo coenuHenue Gopmysl (1), (1a), (Ib), (Ic), (Id), (Ie), (If), (Ig),
(Ih), (), (0j), (Ik), (1) wmu (Im), omwcaHHON B NAHHOM IOKYMEHTE, WJIH €ro CTePEOH30MeEp,

(dapMalleBTHYECKU TPHEMJIEMYIO COJIb, THAPAT, COJIbBAT WM N-OKCHUI BMECTe€ C OIHUM WJIH
-164 -



HECKOJBKUMH  (papMaleBTUUECKH  NpuemsieMblMH  Hocutelmsimu.  Hocurens(-u)  (wm
BCIIOMOTaTeNIbHOE(-bI€) BEINECTBO(-a)) SBIACTCS(SBIISIOTCS) MPUEMIIEMBIM(-H) FITH TOAXOISAIINM(-
M), €CJIM HOCHUTENb SIBJIIETCS COBMECTHMBIM C APYTUMH HMHIPEAHEHTAMH KOMIIO3MLIMHM U HE
SIBJISIETCS BPEHBIM ISl pELUIIEHTa (1. e. CyObeKTa) KOMIIO3HULIUH.

[00166] B onHOM BapuaHTe OCYLIECTBJIEHHsI NPEAYCMOTpeHa (apMaLeBTHUECKas KOMIO3HLKS,
comepxaiiast (papMaleBTUYECKH IPHEMJIEMOE BCIIOMOTaTEIbHOE BELIECTBO M COENUHEHHE
dopmyubl (I) mu ero gpapmMaLeBTHYECKU MPUEMIIEMYIO COJTb. B Ipyrom BapuaHTe OCYLIECTBICHHS
npeaycMoTpeHa (apmaneBTudeckas KOMITO3ULMS, COopepikaias (papMaleBTUYECKH NMPUEMIIEMOE
BCIIOMOTAaTeNbHOE BelecTBO U coeanHeHue ¢opmynsl (la) wnmm ero QapmauneBTudecku
NpUEMJIEMYIO COJIb. B 1Ipyrom BapuaHTe OCYINECTBJIEHHUS MpPENyCMOTpeHa (hapmareBTudeckast
KOMIIO3ULUS, cofepkamas (apmManeBTHUECKH IPHEMJIEMOE BCIIOMOraTelbHOE BEINEeCTBO U
coenunenue Gopmyasl (Ib) unu ero apmaneBTHUECKH MPHEMIIEMYIO COJib. B apyrom BapuaHTe
OCYIECTBIICHHS IpeayCcMOTpeHa ¢dapmaueBTHUECKast KOMITO3U LS, coep Kalast
(apmaLieBTHYECKH PHUEMIIEMOE BCIIOMOTaTeNIbHOE BELIECTBO U coequHeHune ¢popmyinsl (Ic) nim ero
(apmaneBTHYECKH NpUEMIEMYIO CONlb. B npyrom BapuaHTe OCYIIECTBIEHUS NpPENyCMOTpEHa
(apmaneBTHYECKAs KOMIIO3HILMS, COAepsKamast (apMaeBTHYECKH IPUEMIIEMOe BCIIOMOTaTelIbHOE
BeIecTBo u coenuHenue ¢popmydsl (Id) mnm ero papmanerudyecku npuemnemyro coib. B apyrom
BApUAHTE OCYINECTBJIICHUS TMpenycMOTpeHa (apMaLeBTHUECKash KOMITO3ULIMS, COAepIKalast
(apMaLeBTHYECKH TPUEMIIEMOE BCIIOMOTaTeIbHOE BEIECTBO U coenuHerne ¢popmyisl (Ie) umm ero
(dapMaLeBTHYECKH TPUEMIIEMYIO COJIb. B ApyroM BapHaHTe OCYILIECTBICHHS IPEIyCMOTPEHa
dapmanieBTHYECKasT KOMIIO3HMLIUS, COAeprKamas papMaleBTHYECKH MTPUEMJIEMOE BCIIOMOTATENIbHOE
BenlecTBo U coenunenue Gopmysl (If) umm ero papmaneBruyecKku NpueMIeMyro cosib. B npyrom
BAPUAHTE OCYINECTBJICHUS MpPenycMOTpeHa (apMaleBTHYECKas KOMITO3ULMS, COAeprKalast
(apMareBTHYECKH NPUEMJIEMOE BCIIOMOTaTEIbHOE BELIECTBO U coenuHenue Gpopmyusl (Ig) mmu ero
(dapMaleBTHYECKH TPUEMIIEMYIO COJIb. B Apyrom BapHWaHTe OCYIIECTBICHHS MPENyCMOTPEHA
dapmManieBTHUECKasT KOMIIO3HULIUS, COAeprKamas papMaleBTUIECKH TPHEMIIEMOE BCIIOMOTATENIbHOE
BemmecTBo U coennHeHue ¢popmydsl (Ih) mmm ero gpapmanesrudeckn npuemnemyro conb. B npyrom
BApUAHTE OCYINECTBJIICHUS TMpPenyCMOTpeHa (apMaLeBTHUECKash KOMITO3ULMSA, COAeprKalast
(apMareBTHIECKH PUEMIIEMOE BCIIOMOTaTENIbHOE BELIeCTBO U coennHenne Gopmyusl (Ii) umm ero
(apMareBTHYECKH TPHEMIIEMYIO COJIb.

[00167] B npyrom BapuaHTe OCYIIECTBIEHHS MPENYCMOTPEHa papMaieBTUIeCKast KOMITO3ULHS, 110
CYTH cocTosIasi u3 (papMareBTUIECKH MPUEMIIEMOTO BCIIOMOTATEIBHOTO BEIIECTBA U COCTUHEHHS

dopmysl (Ia) wiu ero papmareBTHIECKH IPUEMJIEMON COJTU. B mpyroM BapuaHTe OCYIIEeCTBICHHS
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npeaycMoTpeHa (apMaleBTHUECKass KOMIIO3ULHUS, 1O CYTH COCTOsmas 3 (papManeBTUIECKH
MPUEMJIEMOTO  BCIIOMOTATENbHOTO BemecrBa U coenuHeHust Qopmyner  (Ib) wmm  ero
dapmaneBTHUECKH TpUeMJIEMON CONMu. B 1pyrom BapuaHTe OCYILIECTBIECHHS IPENyCMOTPEHA
dapmanieBTHUECKasT KOMIO3ULIUS, MO CYTH CcOCTOsImas H3 (apMaleBTHYECKH MPUEMIIEMOTO
BCIIOMOTATENbHOTO BemecTBa W coenuHeHust ¢opmynel (Ic) wumm ero (dapmaneBTUdecKku
npuemsieMoil coiau. B nmpyrom BapmaHTe OCYINECTBIEHHS NPENycMOTpeHa (apMmamneBTHIecKast
KOMIIO3UIUS, TIO CYTH COCTOsmast U3 (papMaleBTHYECKH MPHUEMJIEMOTO BCIIOMOTaTeJIbHOTO
BemecTBa U coenunenns ¢popmydsl (Id) nnm ero papmanesrudecku npuemsiemoi conu. B npyrom
BapUAaHTE OCYLIECTBJICHUs NMpenNycMOTpeHa (papMalieBTUYecKasi KOMIIO3UIIMSL, 110 CYTH COCTOSINAs
u3 (papMaleBTHYECKH MPUEMJIEMOT0 BCIIOMOTaTEIbHOTO BellecTBAa M coenuHeHus ¢opmysl (le)
Wil ero (QapmManeBTHYeCKH TmpuemieMod conu. B npyromM BapuaHTe OCYLIECTBIEHHS
npenycMOTpeHa (apMaLeBTHYeCKass KOMIIO3MLMS, MO CYTH cocTosimasi u3 (papMareBTH4ecKu
IPUEMJIEMOTO  BCIIOMOTATENbHOrO Bemecrsa M coeamHeHus ¢opmynsl  (If) wmm  ero
(dapmaueBTHUECKH NpueMIIeMOH conmu. B napyrom BapuaHTe OCYINECTBIEHUS NpPENyCMOTpEeHa
(dapmaueBTHUECKas KOMIO3ULMS, MO CYTH COCTOSsIIAst U3 (hapMaLeBTHYECKH IPHEMIIEMOTO
BCIIOMOTATEJIPHOTO BemecTsa U coeauHeHus ¢opmynel (Ig) wmm ero ¢apmaneBTHUECKH
npuemMieMoi conu. B nmpyrom BapmaHTe OCYLIECTBJIEHHsS NPENyCMOTpeHa (apMalieBTHUeCKast
KOMIIO3UIUS, TIO CYTH COCTOsIasi W3 (papMaleBTHYECKH MPHUEMJIEMOTO BCIIOMOTaTeJIbHOTO
BemecTBa U coenunenus ¢popmydsl (Th) umm ero papmauesrudecku npuemsieMon conu. B npyrom
BapUAHTE OCYLIECTBJICHUS MPEeNyCcMOTpeHa (papMalieBTUYeCKasi KOMIIO3UIIMSI, 1O CYTH COCTOSIIIAs
u3 (papMaleBTHUECKH NMPUEMIIEMOTO BCIOMOTATEeNIbHOrO BemecTBa M coenuneHust Gopmyssl (Ii)
WU ero (PapMaLeBTUYEeCKH IPUEMIIEMOH COJTH.

[00168] B HekoTopbIx BapuaHTax ocymectBienus coenunenue Gopmynsl (I), (Ia), (Ib), (Ic), (Id),
(Ie), (If), (Ig), (Ih), (Ii), (Ij), (Ik), (II) mmm (Im), omUCaHHOW B NAHHOM AOKYMEHTE, SIBISIETCS
NPAaKTUYeCKH YHCTBIM, TO €CThb OHO CONEPKUT MeHee NpuOIu3uTeNbHO 5%, Wi MeHee
npubnusutensHo 1%, nim meHee npubnusutenbHo 0,1% Ipyrux OpraHMYECKHX MaIbIX MOJIEKYIL,
TAKUX KaK KOHTAMUHHUPYIOIIUE MTPOMEKYTOUHbIE COEAMHEHUS WM TTOOOYHbIE MPOAYKTHI, KOTOPBIE
00pa3yroTCsl, HAIPUMEP, Ha OJHON WJIM HECKOJIBKHUX CTAIMSIX CIIoco0a CHHTE3a.

[00169] Takue coCTaBbl BKJIIOUYAIOT MOAXOIALINUE Il NEPOPATBHOrO, PEKTaJbHOrO, MECTHOTO,
TPaHCOYKKaJIbHOTO,  MapeHTepabHOro  (Hanpumep,  TONKOXHOTO,  BHYTPUMBIIIEYHOTO,
BHYTPUKOXXHOTO WJIM BHYTPHUBEHHOT'O), BarHHAJIBHOTO, O(TaIbMOIOTHYECKOr0 WA a3PO30JIbHOTO
BBEICHUS, XOTsI Hambojiee moxxopsmas (GopMa BBEICHHUS B JIFOOOM KOHKPETHOM ciydae Oyaer

3aBUCCTb OT CTCIICHU U TAXKECTU COCTOAHUSA, MOAJICKAIICTO JICUCHUIO, U OT MPUPOABI KOHKPETHOI'O
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IPUMEHSEMOro coenuHeHus. Hampumep, packpbITble KOMIIO3ULIMHM COCTaBISAIOT B  BHUJE
CTaHIAPTHOHN 03Bl W/WJIN COCTABIISIOT JJIS IEPOPATBHOTO WIIM TIOAKOXKHOTO BBEICHUS.

[00170] MumrocTpatuBHbIe  (hapMalleBTHUECKHE  KOMIIO3WLMHM  NPUMEHSIOT B (opme
(dapMalieBTHUECKOrO TMpernaparta, HAMpuUMep, B TBEPAOH, MOJYTBEPHON WM KHUIKOWU Qopme,
KOTOpBIM COAEP>KUT OJHO WM HECKOJbKO PACKPBITBIX COEJUHEHMIl B KauyecTBE aKTHUBHOIO
UHIPEANEHTa, B CMECH C OPraHUMYECKUM WJIM HEOPraHUYECKHUM HOCUTEJIEM WJIM BCIIOMOTAaTEIbHBIM
BELIECTBOM, MOAXOAALIMM JUIsl BHEUIHUX, OHTEPAJbHBIX WM NAapEHTEPAIbHBIX BapUAHTOB
INpPUMEHEHUsl. B HEKOTOpbIX BapuaHTaxX OCYLIECTBJIEHUS AaKTUBHBI WHIPEAUEHT COCTABIIIOT,
HarpuMep, CO CTAaHIAPTHBIMU HETOKCUYHBIMH, (papMaLieBTUUECKU NMPUEMIEMbIMU HOCUTEISIMU JUISI
Ta0JIETOK, MEJUIET, KAICyJj, CYyNIO3UTOPHEB, PaCTBOPOB, SMYJIbCHH, CYCIEeH3UH U JI000H apyroi
dopmbl, moaxoasmeil AN NpUMeHeHHUs. AKTUBHOE COEIMHEHHME 0 HACTOSIIEMY H300peTeHUIO
BKJIIOYAIOT B (PapMaLIeBTHYECKYIO KOMITO3MLHMIO B KOJIMUYECTBE, JOCTATOYHOM Ui OOeCTIedeHUsI
esaeMoro ¢ (dexTa B OTHOLIEHUH TPOLIecca WIH COCTOSTHHSI 3a00JI€BaHMUS.

[00171] B HexOTOpBIX BapuaHTaxX OCYLIECTBJIEHUS IJIsl MOJTY4Y€HHs] TBEPABIX KOMIIO3ULUHI, TAKUX
Kak TabJeTKH, OCHOBHOW aKTHBHBIH MHTPEOHEHT CMEUIMBAIOT ¢ (PapMaleBTUYECKUM HOCHUTENEM,
Hanpumep, ¢ TPAAULMOHHBIMM HMHTPEIHEHTAMU AJIsl TaOJNeTHPOBAHMS, TAKUMHU KaK KyKypy3HBIH
KpaxMaJi, JJaKTO3a, Caxaposa, COpOUT, TajbK, CTEapUHOBAas KUCJIOTA, cTeapar marHus, docdar
IVKAJbLUS WJIH KaMeIU, U ¢ APYTUMH (hapMaLeBTHYECKUMU pa30aBUTEISIMU, HaNpumep, ¢ BOJOMH, C
o0Opa3oBaHHEM TBEPAOU MPEIBAPUTENILHO COCTABJIEHHON KOMITO3ULIUH, COAEpIKallell OTHOPOIHYIO
CMeChb Ha OCHOBE PACKPBITOIO COSIUHEHUsI HJIH €r0 HETOKCUYHOH (hapMaLeBTHUECKH MPHEMIIEMO
conu. [Ipy ynmoMuHaHUM TakUX MpeIBaPUTENbHO COCTABJICHHBIX KOMITO3ULIUI KaK TOMOT€HHBIE, 3TO
O3HA4aeT, YTO AKTHUBHBIM MHIPEIUEHT PaBHOMEPHO pacIipenelieH MO BCel KOMIO3MIMH, TaK YTO
KOMITO3UIUST JIETKO pa3felsieTcss Ha ONWHAKOBO 3((eKTHBHbIE CTaHOAPTHBIE TO3UPOBAHHBIC
(bopMBbl, Takue Kak TaOJETKH, TIJTFOJIH U KaTICYJIbL.

[00172] B TBepapIx JieKapCTBEHHBIX (OpMax Uil MEPOPATBHOTO BBENEHUs (KarCyJbl, TaOJNETKH,
NWIIOJH, Jpake, TMOPOLIKH, TPaHyJdbl M T.I.) KOMIIO3UIHMIO IO HACTOSIIEMY H300PETEHHIO
CMELINBAIOT C OJHUM WJIN HECKOJbKUMH (papManieBTUYECKH MPUEMIIEMBIMH HOCHTEISIMH, TAKUMH
KaK LUTpaT HaTpusi Wik Qocdar Aukagbuus, Wi ¢ JoO0bM U3 cienyromero: (1) HanogHUTEIH
Wid pa3daBUTENH, TakWe KaK KpaxMabl, LEJUTF0JI03a, MHUKPOKPUCTAJUIMYECKAst LEJUTI0JI03a,
CHUJIMKaTHUPOBaHHAsi MUKPOKpUCTAJNIMYecKasl LEeJUII0I03a, JIAKTO3a, €axapo3a, IUII0K03a, MaHHUT
W/WIM KpEeMHHEBast KUCIOTA; (2) CB3YIOLIUE, TAKHE KaK, HAPUMEpP, KapOOKCHUMETHIILEIIION03a,
TUMIPOMEIJIO3a, AJbIHUHATHI, JKEJNATHH, IOJMBUHIIIMUPPOIUIAOH, caxapo3a W/WIM apaBHICKas

KaMenb; (3) YBIQXKHSIOLIME CPENCTBA, TaKWe Kak TIIHLEpUH; (4) paspbIXJIUTENH, Takue Kak
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KPOCIIOBHJIOH, KPOCKapMeJI03a HATPHs, HATPUSI KPAXMAJITIIMKOJIAT, arap-arap, KapOOHaT KaJIbLus,
KapTOQeNbHbI WM MAaHHOKOBBIH KpaxMall, ajlbIMHOBas KHCJIOTA, HEKOTOPbIE CHIIMKATBI H
kapOoHat Hatpws, (5) 3ameniuTeNM pAcTBOPEHMs, Takue Kak mapaduH, (6) yckopuTenu
MOTJIOIIEHMs], TaKUe KaK COCAMHEHUs 4eTBepTUYHOro ammoHus, (7) cMauuBaroIue CpencTBa,
TaKie Kak, HarpuMep, AOKY3aT HATpHs, LETWIOBBIH CIUPT U IJIMLEpPUHMOHOCTeapar; (8)
abcopOeHThI, Takne Kak KaoJdWMH W OEHTOHMTOBas IiHHA;, (9) cMa304HBIE CPENCTBA, TAKHE Kak
TaJbK, CTEApaT KaJbLHs, CTeapaT MarHus, TBepAble MMOJUITUICHIJIMKONM, JIaypUICyIb(ar HaTpus
u ux cmecu; u (10) kpacsume cpencrsa. B ciydae karcyn, TabieToOK U MUTIOJb, B HEKOTOPBIX
BapUAHTaX OCYINECTBJIEHUs] KOMIIO3ULIMH copepkaT OydepHble cpencTBa. B HEKOTOPBhIX BapraHTax
OCYIIECTBIIEHUs] TBEPAbIE KOMIIO3ULMHM TOAOOHOTO THIA TaKXKe HCIIONb3YIOT B KadeCTBE
HAIOJIHUTENEH B MATKUX U TBEPABIX JKEJATUHOBBIX KaICyJiaX C NPUMEHEHHEM BCIIOMOIaTeIbHbBIX
BELIECTB, TAKUX KakK JIAKTO3a WJIM MOJOYHBIE Caxapa, a TaKXe BbICOKOMOJIEKYISIPHBIE
MOJIUATUJICHIJIUKONU U T. II.

[00173] B HekOTOpBIX BapHaHTaX OCYIIECTBJIEHHs] TAOJETKy MOJYyYarOT MyTeM MPEeCCOBAHUS HIIH
¢dopmoBaHus, HEOOA3aTENBHO C OAHUM WJIM HECKOJIBKMMH BCIIOMOTaTeIbHBIMHU UHIpeaneHTamu. B
HEKOTOPbIX BAPUAHTAX OCYLIECTBJIEHHS MPECCOBAHHbIC TAOJETKH IOJNYYalOT C NPUMEHEHHEM
CBsI3yIOIIEro (Hampumep, SKeNaTHHA WJIH T'HMAPOKCHUIIPONMIMETHIILEIUIIONO3bI), CMa304HOIO
CPeACTBa, WHEPTHOrO pa3daBHUTENs, KOHCEPBAHTA, pa3pbIXJUTENs (HANpUMEp, HATPHS
KPaxXMaJITJIMKOJIATA WM CIIMTOW HATPUsl KapOOKCHMETHIILEIUIIONIO3bI), TOBEPXHOCTHO-aKTUBHOTO
WIA JUCTIIEPTHPYIOIIEr0o CpPeAcTBa. B HEKOTOpPBIX BapHAaHTaX OCYIIECTBJIEHUs (HOPMOBAHHBIC
TabJIETKU TONy4aroT myTeM (OPMOBAHUS B TOAXOISIIEM YCTPOHCTBE CMECH KOMIIO3ULUH I10
HACTOSIEMY H300PETeHUI0, YBJIAKHEHHOH HHEPTHBIM >KUIKUM pazOaBuTesneM. B HEKOTOpBIX
BAPUAHTAX OCYINECTBJICHUS TaOJIETKU W ApPyrue TBEpAble JIEKAPCTBEHHbIE (OPMBI, TaKUE Kak
Apaske, KaICyJbl, MWJIOJW U TPAHyJbl, UMEIOT JUHHUIO Pa3jioMa WU MOJY4YeHbl C MOKPBITHSIMHU U
000JI0YKaMH, TAKUMH KaK SHTEPOCOIOOMIbHBIE TOKPBITUS M APYTHE MOKPBITHSL.

[00174] Komno3numu aJisi MHTABSIOMA WK UHCY(PQIIALNUN BKIFOYAIOT PacTBOPbI M CYCHEH3UH B
(apManeBTHYECKH TPUEMIIEMBIX BOIHBIX WJIM OPTaHUYECKHUX PACTBOPUTEISIX MM B UX CMECSX U
nopowku. JKuakue sexkapcTBeHHbIe (OPMBI Ui MEPOPATBHOrO BBEICHUS  BKIFOYAIOT
(dapMaleBTHYECKH MPHEMIIEMbIE SMYJBCHH, MHKPOIMYJBCHH, PACTBOPBI, CYCIEH3HH, CHPOIBI U
HACTOMKHU. B momosHeHne K KOMIO3HLIWH 0 HACTOSIIEMY M300PETEHHIO, B HEKOTOPBIX BapHAHTaX
OCYIECTBIIEHHsI JKUJIKHE JIEKapCTBEHHbIE (DOPMBI COMEpPKAT WHEPTHBbIE pa30aBUTENH, TaKUE Kak,
HarpuMep, BOAA WIH APYTHE PACTBOPUTEIH, CONOOMIN3NPYIOIINE CPEACTBA U SMYJIbIaTOPBI, TAKHE

KaK STHJIOBBIA CIUPT, M3OMPOMMJIOBBIA CIUPT, STUIKApPOOHAT, STUIALIETAT, OCH3WJIOBBIA CITUPT,
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OeH3ma0eH30aT, NPONMWICHINIUKONb, |,3-0OyTUIeHTTUKONb, Macia (HeoOs3aTebHO, XJIOMKOBOE,
apaxmcoBOe, KYKypy3HO€, M3 3apOIbILIel, OJMBKOBOE, KACTOPOBOE M KYHXKYTHOE Macia),
TIULEPUH, TeTParuapoQypHiOBBIl CIHMPT, MONUAITHICHIJIMKOIA W CIOXKHbIE 3(QUPBI KUPHBIX
KHCJIOT U cCOpOUTAaHA, UKJIONEKCTPUHBI U HX CMECH.

[00175] B HEKOTOpPBIX BapuaHTax OCYIUECTBJICHHs CYCIIEH3UH, B AONOJIHEHUE K KOMIIO3ULUHU IO
HACTOSIIEMY  M300pETEeHMIO, COAEpKaT  CYCIEHAWPYIOIIME CPeNcTBA, Kak  HaIlpHuMep,
STOKCUJIMPOBAHHBIE HM30CTEAPHIIOBBIE CIHPTHI, CIOXHBbIE 3(QUPBI MOJUOKCHITHIEHCOPOUTA WIIN
copOuTaHa, MHUKPOKPUCTAJUIMYECKAsl LEJUIF0JI03a, METAaruApOKCH aJFOMHUHMS, OEHTOHHT, arap-
arap, TparakaHT U UX CMECH.

[00176] B HEKOTOPBIX BapUaHTAaX OCYIUECTBJIECHHUsSI COCTaBbl MJI PEKTAJbHOIO WJIM BarMHAJIBHOIO
BBEIECHUsI MPEACTABICHbl B BUJE CYIIIO3UTOPUS, KOTOPBIM MOJY4arOT IIyTEM CMELIUBAHUS
KOMITO3MLIUM MO HACTOSAIIEMY H300pPETEHHI0O C OJHUM WM HECKOJBKHUMH TMOAXOMSIINMH, He
BBI3bIBAIOIIMMHU  Pa3pakeHUs  BCIIOMOTAaTEJIbHBIMM  BELIECTBAMM  WJIM  HOCHUTENSIMH,
[IPEeNyCMaTPUBAIOIIMMH, HAIIPUMED, MACJIO KaKao, MOJUITUIIEHTIIMKOIb, BOCK I CyIIIO3UTOPUEB
WIN CAJIMLUNIAT, KOTOPBIE SIBJSIFOTCSI TBEPABIMHU IPU KOMHATHOW TEMIEPAType, HO KUAKUMU IPH
TEMIIEpaType Tella M, CIEeAOBATeIbHO, OYAyT IUIABUTBCS B IOJOCTH Tela M BBICBOOOXKIATH
aKTUBHOE CPEACTBO.

[00177] JlekapcTBeHHBIE (POPMBI IUIsi TPAHCASPMATBHOTO BBENEHHSI KOMITIO3ULIUH 110 HACTOSIIEMY
n300pPETEHNI0 BKJIFOYAIOT TMOPOILIKH, CIPEH, Ma3H, MACThl, KPEMbl, JIOCbOHBI, T'€JH, PaCTBOPHI,
IJaCTBIpU M CPEACTBA Uil MHrajsLMU. B HEKOTOpBIX BapuUaHTaxX OCYILIECTBJIEHUs AKTUBHBIN
KOMITIOHEHT CMEIINUBAIOT B CTEPUIIBHBIX YCJIOBHSX € (hapMaleBTHUECKU MTPHEMIIEMbIM HOCHTEJIEM U
¢ MOOBIMU HEOOXOAMMBIMH KOHCEpBaHTaMH, Oy(depaMu Wi MPONeJUIEHTAMH.

[00178] B HexOTOpBIX BapHUaHTaX OCYIMECTBICHHUs Ma3H, MAacThbl, KPEMbl U TIelU COAEPKAT, B
JOTMOJHEHHE K KOMITO3UIMU 10 HACTOSLIEMY HM300pPETEHUIO, BCIIOMOTATENbHbBIE BEINECTBA, TaKUE
KaK JKUPBl KMBOTHOTO W PACTUTENBHOIO MPOUCXOXKICHHS, Macja, BOCKH, MapaduHbL, Kpaxmal,
TparakaHT, MPOU3BOIHBIE LEJUTFOJIO3bI, TOIUATHIICHIIIMKOIH, CHIIMKOHBI, OEHTOHHUTBI, KPEMHHEBAs
KHMCJIOTA, TAJIBK U OKCUJ LIMHKA UJIU UX CMECH.

[00179] B HekOTOpPBIX BapuaHTax OCYLIECTBJEHHS MOPOLIKUA U CIPEU CONEPXKAT, B JOMOJHEHUE K
KOMITO3UIIUH IO HACTOSILIEMY H300pPETEeHHIO, BCIIOMOTATENbHbIE BEINECTBA, TAKHE KaK JIAKTO3a,
TaJbK, KPEMHHUEBAsl KHCJIOTA, TUAPOKCUJ ATFOMUHUS, CHJIMKATBl KaJIbIMsA M MOPOLIKOOOpa3HBIH
MOJIMAMHUI WJIM CMECH TaKuX BeEIleCTB. B HEKOTOpPBIX BapuUaHTaxX OCYLIECTBICHUS CIPEn
JOTMOJHUTENBHO COAEPIKAT TPAAMLMOHHBIE MPOMEJUICHTHI, TaKHe KaK XJOP(TOpPYyriIeBOAOpOAbl H

JIeTy4He He3aMeleHHbIe YIIIeBOJOPO/bI, TaKHe Kak OyTaH U MPOTIaH.
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[00180] B HexOTOpBIX BapHaHTaX OCYLUECTBICHUsI COCAUHEHUs], ONMUCAHHbBIE B JAHHOM JTOKYMEHTE,
COCTABIISIIOT B (JOPME IJIA3HBIX Karesb 751 OPTaIbMOJOTHUECKOTO BBEACHHUS.

[00181] Komnosuumuy 1 COEAMHEHUs, PACKPBITHIE B JAHHOM JOKYMEHTE, aJbTEPHATUBHO BBOAST B
BU/I€ a’p030Jisl. DTO O0ECNEUMBAIOT MyTEM IIOJYUYEHHUs] BOAHOTO a3pO30Jisi, JHIIOCOMAJBHOTO
mpenapara WM TBEPABbIX YAaCTHL, COAEpXKAIMX COEeIMHEHHEe. B HEKOTOpBIX BapHUaHTax
OCYIIECTBIIEHUs] MPHUMEHSIOT HEBOAHYIO  CycneH3uwo (mampumep, ¢  (TOPYIIEPOAHBIM
NPOMNEJUIEHTOM). B HEKOTOpBIX BapuUaHTAaX OCYINECTBJIEHUS IPUMEHSIOT YJIbTPa3BYKOBbIE
HeOynaii3epbl, MOCKOJIbKY OHHM CBOAAT K MHHUMYMY BO3JEHCTBHE YCHJIMS CIABUIa Ha CPENCTBO,
KOTOPO€ MPUBOAUT K PA3JIOKEHUIO COCIUHEHUMN, COAEPKALMUXCA B KOMIO3ULIUAX MO HACTOALLEMY
n300pereHnio. OOBIMHO BOAHBIN a3p030Jb MOJMYYAIOT MYTEM COCTABIIEHHsS] BOAHOTO PacTBOpa WU
CYCHEH3UH KOMIIO3UIMM [0 HACTOSIEMY H300peTeHHI0 BMeCTe C  TPaAMLIMOHHBIMU
(papmaLieBTHYECKH PUEMJIEMBIMU HOCUTENISIMU M cTabunn3aropamu. Hocurenn u ctabunm3aTopsl
BAPBUPYIOTCSI B 3aBHCUMOCTH OT TpeOOBaHMH JJsi KOHKPETHOH KOMIO3MIMM MO HACTOSILIEMY
N300PETeHNI0, HO, KaK MPAaBHJIO, BKJIIOYAIOT HEHOHOTEHHbIE NMOBEPXHOCTHO-AaKTHBHBIE BELIECTBA
(Bumpt Tween, Buabl Pluronic WM NONMMATHICHIJIMKONb), Oe3BpenHble OENKH, TaKHe Kak
CBIBOPOTOYHBIH aJbOYMHUH, CJIOXHBIE 3(HUPBl COPOUTAHA, OJEUHOBYIO KHCJIOTY, JIELUTHH,
AMHMHOKHCJIOTBI, TaKue Kak IJIMLUH, Oydephl, CONMM, caxapa WM CaXapHble CIUPTHL A3p0o30Ju
OOBIYHO TMOJIYYAKOT U3 U30TOHUYECKUX PACTBOPOB.

[00182] dapmanieBTHUECKHE KOMIIO3ULUM, TMOAXOASIIIME JJIsi MapeHTEepPaJbHOrO BBEICHUS,
NPeAyCMAaTPUBAIOT KOMIIO3ULIMIO MO HACTOSIIIEMY H300pPETeHHI0 B KOMOWHAIMHM C OJHHM WM
HECKOJBKUMH (papMalieBTUYECKH MPUEMJIEMbIMH CTEPUIBHBIMH H30TOHUYECKMMHU BOJIHBIMU WU
HEBOJIHBIMH PAacTBOPAMHM, IUCHEPCHUSIMH, CYCHEH3USMU WIH 3MYJIbCUSIMH, WIH CTEPUJIbHBIMU
MOPOIIKAMHU, KOTOPbIE€ PECYCIIEHAUPYIOT B CTEPHJIbHbIE HHBEKLMOHHBIE PACTBOPBI MJIU AUCIIEPCUU
HEMOCPEICTBEHHO Iepes; NPUMEHEHUEM, KOTOpbleé B HEKOTOPBIX BapUaHTaX OCYILECTBIICHUS
COIepKaT aHTUOKCUAAHTBI, Oydepsl, OakTepHOCTaThl, PACTBOPEHHBIE KOMIIOHEHTBI, KOTOPBIE
MPUAAIOT COCTABY M30TOHUYHOCTb C KPOBBIO MPENAINOIAraeéMoro NalueHTa, Wik CyCIEeHIUPYOIINe
CpencTBa WIN 3aryCTUTENIN.

[00183] [Ipumeppl MOAXOASALIUX BOAHBIX W HEBOAHBIX HOCHUTENEH, KOTOPbIE HCIOJBb3YIOTCS B
(apMareBTHYECKUX KOMIO3HLMUAX, BKIFOYAIOT BOAY, STAHOJ, IMOJUOJBI (TaKue Kak TIULEpPHUH,
NPONMJICHIIUKOJb, MOJUSTHICHIJIUKONb U T. 11.) U UX MOAXOIAIINE CMECH, PaCTUTENIbHBIE MAacJa,
TAaKWe KaK OJIMBKOBOE MAcllo, M OPTaHWYECKHUE CIOXKHBbIE 3(QUPBI TSI UHBEKLUUH, Takue Kak
STUJIONEAT W LUKIOAEKCTpHuHBL. Hanmnexamyr TekydecTb MOANEPKUBAIOT, HANpUMeEp, MyTeM

NPUMECHCHUA MATCPUAJIOB IJId TMOKPbBITHsA, TaKHUX KakK JICOQUTUH, NOYTEM JMNOAACPKAHUA
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HEOOXOIUMOTro pa3Mepa YacTHIl B Cllydae IUCIEPCUH W IMyTeM MPUMEHEHHs MOBEPXHOCTHO-
AKTHBHBIX BEIECTB.

[00184] Takxke paccMaTpuBarOTCs (hapMaLEBTHUECKHUE COCTABBI JJISI SHTEPATBHOTO MPUMEHEHUS,
CoIepsKallfe PacKPbITOE COCOUHEHHE, SHTEPOCONIOOMIBHBIA MaTepual U COOTBETCTBYIOIINE HM
bapmaneBTUYECKU TIPUEMJIEMBII HOCHTEIb U BCIIOMOTIaTeJIbHOE BEIECTBO.
DHTEePOCOMOOUIIbHBIE MaTepHuajgbl O3HAYAIOT IOJIMMEPBI, KOTOPBbIE SBISIIOTCA IO  CYTH
HEPACTBOPUMBIMU B KHCIIOTHOW Cpene >KelyAKa, U KOTOpbIe SIBJISFOTCS TMPEUMYIIECTBEHHO
pPacTBOPUMBIMU B KHIIEYHOM COKE NPU KOHKPEeTHbIX 3HaueHusix pH ToHkas KuIKa SIBISIETCS
YaCTBIO KEJTyIOYHO-KUIIIEUHOTO TPaKTa (KUIIEYHUKA) OT JKeJyIKa IO TOJCTON KHUIIKHU U BKJIFOYAET
OBEHAJLATUNIEPCTHYIO KHUINKY, TOIIYK KHUIOKY W TMOB3IOIIHYK KHUIIKYy. 3HaueHue pH
IBEHAILIATUTIEPCTHON KHUIIKU COCTAaBJISIET MPHUOMM3UTENbHO 5,5, 3HaueHue pH Touedt kummku
COCTaBINISIET MPUOIM3UTENBHO 0,5, U 3HaueHne pH AMCTaNbHONM MOB3AOIIHONW KUIIKH COCTABJISIET
npubnusutenbHo 7,5, COOTBETCTBEHHO,  OHTEPOCONIOOWIIBHBIE  MaTepHabl  SIBJISIOTCS
HepacTBOpUMbIMH, Hampumep, npu pH no mnpubmusurensho 5,0, npubam3uTenpHO 5,2,
npubnusuTensHo 5,4, npubmmsurenbHo 5,6, mnpubnusutensHo 5,8, mnpubmmsurenbHo 6,0,
npubnusuTenbHo 6,2, npubmmsurenbHo 6,4, mpubnusuTensHO 6,6, npUOIM3UTENHHO 6,8,
npubnusutensHo 7,0, npubmmsurensHo 7,2, mnpubnusutensHo 7,4, mnpubam3uTenpHo 7,0,
npubausutenbho 7,8, mnpubnusurenvHo 8,0, mnpubnusurenbHo 8,2, mpuOIM3UTENbHO 8.4,
npubausuTenbHo 8,6, mnpubmusurensHo 8,8, mnpubmusurenbHo 9,0, npubmmsuTeNnbHO 9,2,
npubausuTenbHo 9.4, npubnusutenbHo 9,6, mpudmusurenbHo 9,8 wiu npudnusureabHo 10,0,
NntrocTpaTUBHBIE 3HTEPOCOMIOOMIIbHBIE MaTepuajibl BKJIKOYAOT anerar (ranar eJUTHJI03bI
(CAP), ¢ranar rugpokcunpornunmerwineuionodsl (HPMCP), d¢ranar nonauBuHMIaLETaTa
(PVAP), anerar cykumHat ruapokcurnponuimeruiiesiroossl (HPMCAS), anerat Tpumenaurar
LEJUTIOJIO3bI, CYKIIMHAT THIPOKCHITPOMMIMETHIILEIUTIONIO3BI, alleTaT CYKI[UHAT LEJUTIOJIO3bI, alleTart
rekcarupodTajgaT UEJUTIOJO3bl, MPONHOHAT (TajaT MeJUTFOJIO3bl, aleTaT MajieaT LeJUTIOJIO3bI,
anerat OyTUpAT MEJUTF0JIO3bL, aleTaT MPOMUOHAT MEJUIFOJIO3bl, COMOJUMED METHIIMETAKPUIOBOM
KHCJIOTHI U METHJIMETAKPUIIATA, COMOJIUMEDP METWIAKPUJIATa, METHIIMETAKPIIIATA U METAKPHIIOBOM
KHCJIOTBI, COMOJIMMEP METUJIBHHIJIOBOTO MPOCTOro 3(dupa W MaJleMHOBOrO aHTrHApuna (cepus

Gantrez ES) CONnoJIuMep STUIIMETAKPUIIAT-METUIMETAKPUIAT-XJIOPTPUMETUIAMMOHMUS

2
STHJIAKPUIIAT, PUPOAHBIE CMOJBI, TAKWE KaK 3€HH, IIEJIaK M Kamelb, KaHU(OJIb, U HEKOTOPBIE
KOMMEPUYECKH AOCTYITHBbIE 3HTEPOCONIOOMIBHBIE IUCHEpCHBIE cHcTeMbl (nanpumep, Eudragit

L30DS5S5, Eudragit FS30D, Eudragit L100, Eudragit S100, Kollicoat EMM30D, Estacryl 30D,
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Coateric u Aquateric). PAaCTBOPIMOCTb KaXKAOTO U3 YKa3aHHBIX BBILIE MATEPHUAJIOB SIBIISIETCS JINOO
U3BECTHOMH, TMOO JIETKO ONpeaessieMolt in Vitro.

[00185] [lo3a kOMIO3UIMH, ConepsKallei Mo MeHbield Mepe ogHo coenuHenue Gopmysl (1), (1a),
(Ib), (Ic), (1d), (Ie), (If), (Ig), (Ih), (I), (Ij), (Ik), () umm (Im), onmucaHHON B JAaHHOM JTOKYMEHTE,
OTJIMYAETCs, B 3aBUCHUMOCTH OT COCTOSIHHSI TNAlUeHTa (Hanmpumep, 4ejoBeKa), TO €CTb CTaAuU
3a0oneBaHms1, OOIIEro COCTOSHUS 310POBBS, BO3pacTa U APYrux (HaKkTOpOB.

[00186] PapmarieBTHYECKHE KOMIIO3MLIMKA BBOIST CIIOCOOOM, TMOAXONSALINM TpU 3a00JIEBAHHUH,
nojuieXxameM JiedeHuro (unm  npepynpexaeHuro). Iloxxonsmas 1go3a M NOAXOAALINE
IPOIOJIKUTEIBHOCTh U 4aCTOTA BBEIEHUS OyyT ONpPEAeNsiThbCs TAKUMHU (PaKTOpaMU Kak COCTOSIHHE
NalMeHTa, THIT U TsHKECTh 3a00JIeBaHus MalMeHTa, KOHKpeTHas (opMa aKTUBHOT'O MHIPEAHEHTA U
cnoco0 BBemeHus. B memom, mnoxxomsmue 032 M CXeMa  JIeYeHUs  00eCredyMBaroT
KOMITO3MLIMIO(KOMIIO3UIIMK) B KOJIWYECTBE, JOCTATOYHOM MJisi OOECHeueHMs TeparneBTHYECKON
W/ IpoUIIAKTHYECKON NONb3bl (Hanpumep, yAyuLUIeHHOTO KIMHUYECKOrO Pe3yJsbTaTa, TaKOro
Kak Oomee wyacTble TMOJNHBIE MM YaCTHYHbIE PEMUCCHM, WJIM Oojiee  UIUTEbHAs
IPOJOJKUTEIBHOCTD KU3HU Oe3 3a00J1eBaHus W/MIM BBDKMBAEMOCTD B LIEJIOM, HIIM YMEHbIICHUE
TsokecTH  cumnroma).  OnTumanbHble 03I OOBIMHO — ONPENeNsioT € [PUMEHEHHEM
SKCIIEPUMEHTAIbHBIX MOJENEH W/WIN KJIWHUYECKUX HCIBITAHUNA. B HEKOTOpBIX BapHaHTax
OCYILECTBIIEHHs] ONTUMAJIbHAS 1033 3aBUCUT OT MAacChI T€Ja, BECAa WM 00BbeMa KPOBU MALIMEHTA.
[00187] ITepopanbHble 036l OOBIYHO HAXONATCS B AUana3oHe OT mnpubmusutensbHo 1,0 Mr o
npubu3uTeibHo 1000 Mr, OT OJJHOTO IO YETHIPEX Pa3 B CYTKU WJIH OOJIBIIIE.

Crnoco0bI

[00188] B nmaHHOM JOKYMEHTE pAaCKpBITBI CIIOCOOBI MoOAyJupoBaHusi akTuBHOCTH MAGL.
PaccmarpuBaemblie criocoObl, HaNpUMeEp, MPEAyCMAaTPUBAIOT MPHUBEIEHIE YKa3aHHOTO (pepmMeHTa B
KOHTAKT C COEIMHEHHEM, ONHMCAHHbIM B JAaHHOM JOKYMeHTe. B HEKOTOphIX BapHaHTaX
OCYIIECTBIIEHHUS] COENUHEHHE, HCIOJIb3YyeMOe B OJHOM WJIM HECKOJBKUX H3 BBIIIEYKa3aHHBIX
CHOCOOOB, SIBISIETCS ONHUM W3 OOIIEW TPYIIbL, MOATPYINIBl WM KOHKPETHBIX COEAMHEHUH,
OMHCAHHBIX B JAHHOM JOKYMEHTe, Takux Kak coenuHenue ¢opmynsl (1), (Ia), (Ib), (Ic), (Id), (Ie),
(I0), (Ig), (Ih), (I), (Ij), (Ik), (1) nmm (Im). B HEKOTOPBIX BapHaHTaX OCYIIECTBJICHUS B JAHHOM
IOKyMeHTe mpenycMotpero coenurenne ¢popmydsl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (1),
(5), (Ik), (1) wmm (Im), rne coenuHenue npencrasisier codboit marnourop MAGL. B HekoTopbIx
BapHAHTaX OCYILIECTBJIICHUS B TAHHOM JOKYMEHTE npeaycMoTpeHo coenuHenue ¢opmysl (I), (Ia),
(Ib), (Ic), (d), (Ie), (If), (Ig), (Ih), (I1), (), (Ik), (1) umu (Im), roe coenuHEHHE MPEICTABISET

coboii cenexTuBHbIH wHrHOMTOp MAGL. B papyrom acmekre HAcTOSIIEro H300peTeHHs
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NPEAYCMOTPEHbI CIOCOObI JiedeHHs1 3a00JeBaHMs, ACCOLMHPOBAHHOTO C JKCIPECCHEN WM
akTuBHOCTEIO MAGL y nmanmenTa. B HEKOTOpPBIX BapuaHTax OCYIIECTBIEHUS B JAHHOM JJOKYMEHTE
npenycmotpeno coequnenue gopmyas (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (I), (I)), (Ik),
(1) mmu (Im), rme coennHEHNE SIBIAETCS] CEJEKTHBHBIM B OTHOIIEHHWH nHruoOuposanus MAGL no
CPaBHEHMIO C UHTHOMPOBAHUEM JIPYTHX CEPUHTUAPOINA3. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHHUS
B JAaHHOM JOKyMeHTe nipenycmoTpeno coequnenne Gopmysl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig),
(Ih), (I1), (Ij), (Ik), (1) wnmu (Im), rne coenuHenue siBisgercs B 10, 100 mnmm 1000 pa3 Oonee
ceNleKTUBHbIM Tnipu uHruOupoBannn MAGL mno cpaBHeHMIO ¢ UHTHOMPOBAHUEM IPYTUX
CEepUHTUAPOIIA3.

[00189] B npyrom BapmaHTe OCYINECTBJIEHHUS IPEACTABIEH CHOCOO JieueHHs] OONMM y MalMeHTa,
NpeayCcMaTpUBAIOIINN  BBEJEHHE TeparneBTUYeCKH 3(P(EeKTHBHOrO KOJIMYECTBA COEIUHEHHS
dopmyaet (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (Ii), (Ij), (Ik), (1) wmu (Im), onucaHHOI B
IaHHOM JOKYMEHTE, WJIM €ro COJbBaTa, rmapara, TayroMmepa, N-okcupa win (papManeBTHIeCKH
NPUEMJIEMOH COJNM MALMEHTY, HY KIAIOLUIeMyCsl B 3TOM, JUIS JIEYeHUs1 yKa3aHHOH Gomm. B mpyrom
BAPUAHTE OCYLIECTBJICHUs NPEACTABIEH CIOCO0 JieueHHs HEHpONmaTHYecKoi Oonu y manueHra,
NpefyCMaTPUBAIOLINI BBEIACHUE TepaneBTHYeCKH J((PEKTHBHOTO KOJMYECTBA COEIUHEHUS
dopmyasl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (Ti), (Ij), (Ik), (II) wmu (Im), onucaHHOW B
JaHHOM JTOKYMEHTe, WJIM €ro COJIbBaTa, MApara, Tayromepa, N-okcuaa Wid (papMaleBTHYECKH
MIPUEMIIEMON COJIM MALMEHTY, HYKIAIOLIEMYCsl B 3TOM, UIsl JICUEHHs] YKa3aHHOW HEHpONnaTU4eCcKon
Oonu. B apyrom BapuaHTe OCYIIECTBJICHHs MPEACTABJIEH CIOCOO JiedeHus: OO, O0YCIOBIEHHOM
BOCIIAJICHUEM, Y TMAaLMEHTa, NPEeNyCMATPHUBAKOLINI BBEACHUE TEPANeBTHUECKH 3(P(HEKTUBHOTO
kommdectBa coenunenust popmyinel (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (I), (Ij), (Ik), (II)
wi (Im), onucaHHOM B JAHHOM JOKYMEHTE, MJIH €r0 COJIbBATa, TUAPATa, TayToMepa, N-OKCuaa uim
(apMaeBTHYECKU MPUEMIIEMON COJIH MALUEHTY, HYKAAOIEMYCsl B 3TOM, ISl JISUEHUS] YKa3aHHOM
0011, 00yCIIOBIEHHOW BOCTIAJIEHUEM.

[00190] Tak>xe B HEKOTOPBIX BAPMAHTAX OCYLIECTBJIEHUS B JAHHOM JOKYMEHTE PaCCMOTPEHBI
CHOCOOBI JIGYEHUsT W/ MPEenyNpekKAeHUs Y TMAFEeHTa, HYXXTAKLIErocss B 3TOM, HAapYyIISHHS,
TAKOTr0 KaK OJHO WJIM HECKOJIbKO M3 OCTPOH WM XpOHUYeCKoW 0o, 6071, 00y CIOBIEHHOM pakoM
Koctel, Oonu, 0OyCIIOBIEHHONW PEBMATOUAHBIM aPTPUTOM, 3YAa, PBOTHI WIIM TOLUTHOTHI, CHHAPOMA
Hayna, ©Oonesnu IlapkuHCOHa, smujencud, si3Bbl, HHAyHupoBaHHOW NSAID, onuoumHOM
3aBHCUMOCTH, MapHUXYaHOBOH 3aBHCHMOCTH, HHKOTHHOBOH 3aBUCHMOCTH, TPaBMAaTUYECKOTO
MOBPEXKACHUST T'OJIOBHOTO MO3ra, WIIEMHH, WIIEMHH IIOY€K, BHIOB paka (Hanpumep, pakoOBbIE

COJIMAHBIC OMYyXOJIM, TAKHE KaK pakK MOJIOYHOH JKECJIC3bIL, paK JICTKUX, paK T'OJIOBbBI U LICH, pPakK
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SUYHUKOB, CapKOMa, MEJaHOMa W/WJIM PaK IMPeNCTaTelIbHOH >XeNe3bl);, BUIOB paka, TAKUX Kak
MeJIaHOMa, MEeTacTaTUYeCKUE OMyXOJH, BUOB paka Mo4eK WM MOYEBOIO My3bIpsi, paka roJOBHOIO
MO3Ta, BUIOB PaKa >KeJIyA0YHO-KHIIEYHOTO TPAKTA (Hanpumep, pax TOJICTON KUIIKH), JEHK03a WIH
romeo0nacro3a (Hanpumep, MHUENOWIHBIN JIeHKO3, pak JUM(AaTHIECKOW CHUCTEMbl WM
MOHOIIMTAPHBIA JIEHKO3), TOBPEXAEHUS I€YEeHH, NOBPEXKICHHUS JIETKUX, 3aKPBITBIX TPaBM
CKEJNETHBIX  MBIIIL, BOCHAJHUTEJbHBIX  PACCTPONCTB  W/MJIM  TPEBOXKHBIX  PACCTPOMCTB.
PaccmoTpenHble crocoObl BKIIIOUAKOT BBeAECHHE (apMaleBTHUECKH 3(PQeKTUBHOrO KOINYeCTBa
PaCKpBITOrO COEMHEHUS.

[00191] B HekoTOpbIX BapuUaHTaxX OCYLIECTBJIICHUS B JaHHOM JOKYMEHTE MPEICTaBJIEH CIIOCO0
JeueHus, oOJerdeHus WWIM NPEAyNpeXIeHUs MOBPEXIEHHs, OOYCIIOBIEHHOrO0 HIIEeMHEH,
HarpuMep UINeMued TMedeHd, WiId penepPy3uu y TMaLUeHTa, HYXAAIOLIErocs B OTOM,
NpefyCMaTPUBAIOLINI BBEIEHHE pacKpbiToro coenuHeHus. CrocoObl JieUeHHs MALUEeHTOB C
HApYIIEHMSIMU TI€4eHH, OOYCJIOBJIEHHBIMH OKHCIHUTEIbHBIM CTPECCOM W/WIIM TIOBPEXICHUEM
BCJIEICTBUE BOCTAJIEHUs, PACCMOTPEHBl B JAHHOM AOKYMEHTE, Hanpumep, B JAHHOM JOKYMEHTE
paccMOTpeHbI CIOCOObI JieueHus: Gudpo3a NmeueHH, MePeHAChIIEHHs JKeJIe30M /U MOCIeICTBHUI
KOPTUKOCTEPOUAHONW Tepanuy, KOTOpas MPUBOAUT K TOBPEXKICHUIO IEYEeHH, Yy MALUEHTa,
HY>KIAIOIIerocs B TOM.

[00192] B HekOTOpBIX BapuUaHTaX OCYLIECTBJIIEHWsS B JaHHOM IOKYMEHTE MPEICTaBJIEH CIOCO0
JICUEHUsT XPOHUUYECKOH 00yu Takoi kak 00Jjb, 00yCIOBJIEHHAs BOCMAJIEHHEM, BUCLIEpalibHAsST 0O0JIb,
Oonb B CHHHE, MOCHEONepaluoHHasi 00Jib U 0OJb, CBSI3aHHASI ¢ MHUTPEHBIO, OCTEOAPTPUTOM WJIH
PEBMATOUIHBIM apTPUTOM.

[00193] B HekOTOpBIX BapUaHTaX OCYLIECTBJICHHS B JAHHOM JIOKYMEHTE MPEAYCMOTPEHBI CIIOCOOBI
yJIyYLIeHNS] KOTHUTUBHOW (DYHKLIMH y TALIMEHTA, CTPAaJaroIero ot cuuapoma JlayHa wim Oone3Hu
AnpureiiMepa, mnpenycMaTpHuBarolIie BBeAeHHE S(G(EKTUBHOTO KOJUYECTBA  PACKPBHITOTO
coenuHeHus. IlpumepaMu ManueHTOB, CTPAAAOINUX OT cuHApoma JlayHa, SBISIOTCS MaLlUEHTHI
JIEeTCKOro Bo3pacTta (Hanpumep, nanueHTsl B Bo3pacte 0-11 ner, 0-18 ner, 0-6 ner wiu, Hanpumep,
12-18 net), B3pocible mauueHTsl (Hanpumep, 18 neT win crapiie) Wi, HAnpumep, TALUSHTHI
crapiero Bospacra, Hanpumep, 18-40 ner, 20-50 net). B HEKOTOpPBIX BapHaHTAX OCYLIECTBICHHS
TAaKWe TALHUEHThl TaK)XXE CTPANAIOT OT MAOIMOJHHUTENbHBIX KOTHUTHBHOTO HApYLICHUsS, H/HIN
JIeMEHLUH, W/WIA TPUIAJIKOB, KOTOPbIE B HEKOTOPBIX BApHAHTAX OCYIIECTBJICHUS OOYCJIOBJICHBI
BBIPAOOTKON MpPOCTArIaHAMHOB WK Oera-amuionna. Hanpumep, Takue NauMEHTHl TaKxkKe
CTpafaroT OT WM MUMEIOT OJUH WU HECKOJbKO U3 CIEAYIOLIUX CUMITOMOB, aCCOLMMPOBAHHBIX C

KOTHUTHBHBIM HApyILICHWEM Ha paHHEH, CpenHell WM MO3OHEW CTaguH: TOTepsl CIIOCOOHOCTH
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pa3roBapuBaTh, YXYAIIEHHE HABBIKOB OOIIEHUs, MPOrPECCUPYIOLIasi MOTEPst AKTUBHOCTH B
MOBCETHEBHOIN JKM3HU U TAKOBblE, KOTOpble BKJIOYAIOT ICUXOTUYECKOE IoBeAeHue. B naHHOM
IOKYMEHTE, HamnpuMmep, MpPEACTaBlIeH CrIocod JedeHHWs NaluueHTa ¢ cuHapoMmoMm JlayHa wim
Oomne3Hpt0 AublLreliMepa ¢ KOTHHTHUBHBIM HApyLIEHHWEM, NPEAYCMATPUBAIOIIUN BBEICHHE
3¢ (eKTUBHOIO KOJIMYECTBA PACKPBITOTO COeAMHEHUs. Takue pacKphIThle CIOCOOBI MPUBOMAT K
YJIYYLUIEHUIO KOTHUTHBHBIX (DYHKIMHA, Hampumep, M3MEPEHHOMY C MOMOLIbi0 Habopa TectoB 1Q
Wi Habopa KOTHUTHUBHBIX TECTOB, Pa3paOOTaHHBIX CHELUATUCTAMH U3 ApPU3OHBI (Hanpumep,
U3MEPEHHBbIH € IMOMOIIBI0 Ha0Opa KOTHUTHBHBIX TECTOB, Pa3pabOTaHHBIX JIsI NPUMEHEHHUS B
OTHOLIEHUM WHAUBHIYYMOB C cuHApomMoM JlayHa). Hampumep, mnauumeHThl, NOABEP>KEHHbIE
JIEYEHHIO C MPUMEHEHHEM PACKPBITOrO Croco0a, XapakTepU3YIOTCs 10 MEHbLIEH Mepe OIHUM H3:
YBEJIIMYEHHOr0 OObeMa NaMsTH, YJIYYIIEHHONW MaMsATH WM YJIy4lIeHHOH peun. B HekoTophIx
BAPUAHTAX OCYIIECTBIICHUS TAKUE PACKPBITbIE CIIOCOOBI MPUBOAST K YIYYLICHUIO Ka4eCTBa KU3HU
NaLUeHTa, U3MEPEHHOMY M0 IIKaJe aAallTUBHOIO MOBEAEHUS MIOCTIEe YKa3aHHOTO BBEJCHUS.
[00194] B npyrux BapuaHTax OCYIIECTBJIEHUS MPEAYCMOTPEH Crocod Ui MO MEHbLIeH Mepe
YaCTHYHOrO OOeCHe4YeHus] NalueHTa ¢ CHHAPOMoM JlayHa HEHpONpPOTEKTOpOM (TakUM Kak
PacKpbITbIe COEIMHEHHUs), KOTOPbII NPHUBOAMT K 3aJ€pKKe Hadaja HeHpoJereHepaluu WiIn
MPAKTUYECKH MNPEAOTBpAIlaeT HelpoaereHepanyio. BBeaeHne NalMeHTy OCYIIECTBISAIOT MNepen
HA4YaJIOM HeWpojereHepaluy W/ BOSHUKHOBEHHEM CHMIITOMOB Heliponerenepanuu. B naHHOM
JOKYMEHTE pPacCMOTPEHBI CIIOCOOBI JICUEHHs] W/WIM YJIYYLICHHS OTHOCHTEIbHO CHIDKEHHSI
KOTHUTHBHBIX (PYHKLUH, YBETHUEHHUs] MPOAOLKUTEIPHOCTH CHA W/HJIM YJYYIIeHUS KauecTBa CHA
w/wim  nedenuss PANDAS  (memuatpudeckux — ayTOMMMYHHBIX — MCHXOHEBPOJOTHUECKHX
pacCTPOMCTB, ACCOLMHPOBAHHBIX CO  CTPENTOKOKKOBBIMU  WH(EKIHMSIMH) Yy  TAlHEHTa,
HY>KIAIOIIETocs B 3TOM, MpelyCMaTpUBaIOI1e BBEIEHHE PACKPBITOTO COEIMHEHNS.

[00195] B npyrom BapuaHTe OCYLIECTBIIEHHs IMPENCTABJIEH CIIOCOO JieueHHs! 3a0O0JIEBAHMS HIIH
HapylleHUs y NalWeHTa, HYXXIAKLIerocs B 3TOM, NpPeNyCMaTpUBAIOLINI BBEAEHHE MalUEHTY,
HYKIAIOLIEMYyCsl B 3TOM, TepamneBTu4Yecku 3¢(ekTuBHOro Kojmuectsa coenuHeHust Gpopmyusl (1),
(Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (L), (Ij), (Ik), (1) mmu (Im), onmcaHHOW B JaHHOM
IOKYMEHTE, WIH ero (papMalleBTUYECKH MPUEMIIEMON COJIM MJIM COJIbBATa, r1e 3a00JeBaHHUE TN
HAapyLIeHHe BBIOPAHO W3 TPYIBL, COCTOSIIIEH W3 MHIPEHH, SIHJIETICUH/ TIPUTIAOUYHOTO
paccTpoiictBa, Helipomuenuta 3putenpHoro Hepa (NMO), curmpoma Typerra, XpOHHYECKOTO
JBUTATEJIbHOTO THKO3HOIO PacCTPONCTBA, XPOHUUYECKOIO IOJOCOBOTO THKO3HOIO PacCTpPONCTBA U
601 B KHMBOTE, ACCOLMMPOBAHHON C CHHIPOMOM Pa3apaKEHHOTO KHIIeUHHKa. B npyrom Bapuanre

OCYHECTBJIICHUA MPEACTABIICH criocod JieueHust MUTPEHU Yy NAOUCHTA, HYXIAOLETOCA B 3TOM,
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NpeAyCMAaTPUBAIOIINY  BBEJEHHE NAIHMEHTY TepamneBTUYeCKu 3(PQPEeKTUBHOrO  KOJHUYECTBA
coennnaenus popmyner (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (I), (L)), (Ik), (1) nmm (Im),
OIMHCAHHOHN B TAHHOM JOKYMEHTE, WK ero (papMaleBTHUECKH MPUEeMJIEMOH COJIM HIIH cojibBaTa. B
APYyroM BapHaHTe OCYLIECTBICHHUs IMPEACTABIEH CHOCO0 JIEUeHHs BIIIIENICHN/TIPUIIAIOYHOTO
paccTpoiicTBa y MAalMEHTa, HY)KOAIOIIErocss B 3TOM, NPEAYCMAaTPUBAIOIIUN BBEICHHE MALIUEHTY
TeparneBTHUecKn > dekTuBHOro koimyecrsa coenunenus gopmyinsl (1), (Ia), (Ib), (Ic), (Id), (Ie),
I, (Ig), (Ih), (1), (Ij), k), (II) mwmu (Im), omucaHHOH B JAaHHOM AOKYMEHTE, WJIH €ro
dapMalieBTUYECKH TNPUEMJIEMON COJM WM CONbBaTa. B JApyroMm BapwaHTe OCYIIECTBIECHHUS
NpEeACTaBIeH Ccroco0 JiedyeHus HelWpomuenuta 3purenpbHoro Hepa (NMO) y mnanueHTa,
HYKZIAIOLIETrocss B OTOM, IPEAyCMaTPUBAIOIIMK  BBEIEHHE MALMEHTY  TEpareBTUYECKH
s¢PexTuBHoro Kommuecrna coequHenus: Gopmyst (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (11),
(Ij), (Ik), (II) nau (Im), onmucaHHOH B JTAaHHOM JOKYMEHTE, HJIH ero (hapMalleBTHUECKH TPUEMIIEMON
COJIM WJIM COJIbBaTa. B npyrom BapuaHTe OCYIIECTBIIEHHS MPEACTABJIEH CIOCo0 JeYeHUs] CHHAPOMA
Typerra y mnanueHTta, HY>KAAIOLIETrOCss B 3TOM, NPEAYCMATPUBAIOIIUN BBEIEHHE MALUEHTY
TepaneBTHUeCKU 3¢ dekTuBHOro kojmuecrsa coenunenus Gopmynsl (1), (Ia), (Ib), (Ic), (Id), (Ie),
I, (Ig), (Ih), (L), (Ij), (Ik), (II) wmu (Im), omucaHHONH B JAHHOM AOKYMEHTE, HWJIH €ro
(apmaneBTHYECKH NPUEMJIEMOH COJM WJIM CoibBaTa. B ApyroMm BapHaHTe OCYLIECTBICHUS
NPEACTaBJICH CIOCOO JIEYeHUsT XPOHHUECKOTO JIBUTaTEIbHOIO THKO3HOTO pacCTpOiCTBAa Y
MAIMEHTa, HYKAAOIErocss B 3TOM, MPEeIyCMATPUBAOLIMI BBEIEHHE MALUEHTY TEPareBTUYECKU
s¢extuBHOrO KommuectBa coenunenus popmyasl (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (1),
(1), (Ik), (II) umm (Im), omUCaHHOM B TAaHHOM JOKYMEHTE, WK ero (HapMaleBTHUECKU MPUEMIIEMO
COJMM WM CoNlbBaTa. B 1pyrom BapuaHTe OCYLIECTBIEHHsS TNPEACTABICH CIOCO0 JIeYeHHUs
XPOHHYECKOTO TOJOCOBOTO THKO3HOTO PACCTPOMCTBA Yy TAIMEHTA, HYXAAKOLIETOCs B 3TOM,
NpeAyCMATPUBAIOIINY  BBEJEHHE NALMEHTy TepamneBTUYeCKH 3(PPEeKTHBHOrO  KOJHYECTBA
coenurenust popmyier (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (), (L)), (Ik), (1) umu (Im),
ONHCAHHOHN B TAHHOM JOKYMEHTE, WIH ero (papMaueBTHUECKH MPUEeMJIEMOH COJIM HJIH CojibBaTa. B
APYroM BapHaHTEe OCYIIECTBJICHUS] MPENCTaBIE€H Crnocod JedeHus OOnM B KUBOTE,
ACCOLIMMPOBAHHOW € CHHIPOMOM pPa3IpakK€HHOrO KHIIEYHHKA, y TMALMUEHTa, HYXXIAKOLIErocs B
5TOM, MPENYCMATPUBAIOIINN BBEIECHHE MAIMEHTY TepaneBTUYeCKU 3((EKTHBHOTO KOJMYECTBA
coennreHust popmyner (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (), (L)), (Ik), (1) umu (Im),
OMHCAHHOHN B JAHHOM JJOKYMEHTE, MK ero (apMaLeBTHUECKH PUEMIIEMON COJIH MJIH COJIbBATA.

[00196] B npyrom BapuaHTe OCYLIECTBICHUS MPEACTABIECH CIIOCO0 JeueHHst OOJH, 00yCIOBICHHOM

akoM, Ooxu, OOVCJIOBJIEHHONH Iiepudepruueckorl  HeupomaTuer, LEeHTPaJIbHOW  Oosu
2 2 2 2
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¢ubpoMuanrun, MUTPEHH, Ba30OKJIIO3MBHBIX OOJEBBIX KPH30B MPH CEPIOBUIHOKIETOUYHOM
aHemMuu, (YHKUMOHAJIbHOH OONMM B TpPyau, pPEBMATOMAHOIO AapTPUTA, OCTEOAPTPUTA,
(YHKIMOHATBPHON AWCIENICUA WJIM CIACTHYHOCTH, OOJM, HApYIIEHUS CHA WM HapyLICHUs
(YyHKIMH MOYEBOTO MY3bIPs, ACCOLMHPOBAHHOTO C PACCESHHBIM CKJIEPO30M, Y TALUEHTa,
HYKZJAIOLIEToCss B 3TOM, MPEAyCMaTPUBAIOIIMK  BBEIEHHE MAIMEHTY  TEPaleBTUYECKH
s¢¢exruBHOrO KonmuecTa coenunenus popmydsl (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (I1),
(1), (Ik), (II) unm (Im), onucaHHOM B JTAaHHOM JOKYMEHTE, WJIH €ro (apMaleBTHIECKU MPUEMIIEMO
COJIM WJIM COJbBaTa. B ApyroMm BapwaHTe OCYLIECTBIEHMs IPENCTAaBJIEH CIIOCOO JiedeHus 00w,
OOyCJIOBJIEHHON pPakoM, y MalMeHTa, HYXKAAKOLIErocs B 3TOM, NPENyCMAaTPHBAIOIIUI BBEICHHE
nanueHTy TepaneBTHuecku 3QdexTrBHOrO Konmmuectsa coenuHeHus gopmynsl (I), (Ia), (Ib), (Ic),
(Id), (e), (If), (Ig), (Ih), (1), (Ij), (Ik), (II) mnu (Im), onucaHHON B HAHHOM JOKYMEHTE, UJIH €ro
dapMalieBTUYECKH TNPUEMJIEMON COJM WM CONbBaTa. B JApyroMm BapHaHTe OCYIIECTBIEHUS
IPEeCTABIEH COCO0 JieueHust 00IH, 00yCIIOBICHHON Nepudepruueckoil HelpomnaTuel, y nanueHTa,
HYKJAIOLIErocss B OTOM, IPEAyCMaTPUBAIOIIMK  BBEIEHHE MALMEHTY TeparneBTUYECKH
s¢pexktuBHOrO KommuecTBa coenunenus popmyasl (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (Ii),
(Ij), (Ik), (II) nau (Im), onmucaHHOM B JTAaHHOM JOKYMEHTE, HJIH ero (hapMaleBTHUECKH TPUEMIIEMON
CONM WIM COibBaTa. B ApyroMm BapmaHTe OCYLIECTBJIEHHS TPEACTABIEH CHOCOO JIeYeHUs
LHEHTPAJbHOW OOJM y TaLMeHTa, HYXXAALErocss B 3TOM, MPEIyCMATPUBAIOLINIA BBEIECHUE
nanueHTy TepaneBTHyecku 3¢dexTrBHoro xkomuuecrsa coenunenus gopmyinsl (I), (Ia), (Ib), (Ic),
(Id), (Ie), (If), (Ig), (Ih), (1), (Ij), (Ik), (II) wiu (Im), onucaHHOW B HAHHOM JOKYMEHTE, UJH €ro
dapManeBTHYECKH TNPUEMJIEMOH COJHM WM COJibBaTa. B JApyroMm BapHWaHTe OCYIIECTBICHHUS
npencTaBieH cnocod JiedeHuss QuOpommanTuu y TAlUEHTa, HYXIAIOMErocs B O3TOM,
NpeAyCMATPUBAIOIINY  BBEJEHHE NAlMEHTy TepamneBTUYeCKu 3(PPEeKTUBHOrO  KOJHYECTBA
coenunenus: popmynel (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (i), (Tj), (Ik), (II) wmu (Im),
OMHCAaHHOH B TAHHOM JOKYMEHTE, WIH ero (papMaleBTHUECKH MPUEeMJIEMOH COJIM HJTH CojibBaTa. B
APYroM BapUaHTE OCYLIECTBJIEHUS TPENCTABICH CIOCOO JIeUeHUs] MUTPEHH Y TAIHMEHTa,
HYKJAIOLIEToCss B 3TOM, MPEOyCMATPUBAIOIIMKA  BBEICHHE MAIMEHTY  TEPaeBTUYECKH
s¢¢exTuBHOrO KommuecTBa coenunenus popmydsl (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (1),
(), (Ik), (II) unm (Im), omucaHHOM B JTAaHHOM JOKYMEHTE, WK €ro (HapMaleBTHIECKU PUEMIIEMO
COJMM WM coilbBaTa. B Ipyrom BapuaHTe OCYLIECTBIEHHS TNPEACTABICH CIIOCO0 JICYeHHUs
BA300OKJIFO3UBHBIX OOJNEBBIX KPH30B TMPH CEPIIOBHIHOKJIETOYHOH AaHEMHH V TALHEHTa,
HYKJAIOLIETOCs B 3TOM, MPEOyCMaTPUBAIOIIMKA  BBEICHHE MAIMEHTY TEPaeBTUYECKH

s¢¢exTuBHOrO KonmmuecTa coenunenus popmydsl (1), (Ia), (Ib), (Ic), (I1d), (Ie), (If), (Ig), (Ih), (1),
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(5j), (Ik), (II) unm (Im), onucaHHOM B TAHHOM JOKYMEHTE, WM €ro (HapMaLeBTHIECKU IPUEMIIEMO
CONM WM conlbBaTa. B 1pyrom BapuaHTe OCYLIECTBIEHHsS TNPEACTABICH CIIOCOO JIeYeHHUs
CHACTUYHOCTH, OONM, HApyIIeHHsT CHAa WM HAapyuleHus (QYHKUUH MOYEBOrO  Iy3BIps,
aCCOLIMMPOBAHHOTO C PACCESHHBIM CKJIEPO30M, Yy TALMEHTa, HYXAAKOLIErocs B OSTOM,
NpeAyCMAaTPUBAIOIINN  BBEJEHHE MAlMEHTY TepamneBTUYeCKu 3(PQPEeKTHBHOrO  KOJHYECTBA
coennnaenus popmyner (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (I), (L)), (Ik), (1) umu (Im),
ONHCAaHHOHI B TAHHOM JOKYMEHTE, WK ero (papMaleBTHUECKH NMPUEMJIEMOH COJIM MIIH cojibBaTa. B
OPYTOM BapHaHTe OCYLIECTBJICHUS MPEICTaBJICH crocod jeueHus: (PyHKIMOHAIBHON 00N B rpyau
y MaLUeHTa, Hy)KJAl0IIerocss B 5TOM, MPeAyCMaTPUBAIOINUI BBEIEHUE MALEHTY TePaNeBTHUECKU
s¢¢pexTuBHOrO Konmmuectsa coenunenus popmyasl (I), (Ia), (Ib), (Ic), (I1d), (Ie), (If), (Ig), (Ih), (I1),
(1), (Ik), (II) unm (Im), onucaHHOM B JTAaHHOM JOKYMEHTE, UJIH €ro (apMaleBTHIECKH MPUEMIIEMO
CONM WIM CONbBaTa. B ApyroMm BapuaHTe OCYILIECTBJIEHHs TPENCTABICH CHOCO0 JIe4eHUs
PEBMATOMIHOIO apTpPHUTA Yy MAILUMEeHTa, HYXXJAIOIIErocs B 3TOM, MPEeNyCMaTPHUBAIOLIUI BBEIECHUE
NaLMeHTy TeparneBTudecku dpexTuBHOro konmuectsa coenunenus ¢opmyinsl (1), (Ia), (Ib), (Ic),
(Id), (Ie), (If), (Ig), (Ih), (1), (Ij), (Ik), (II) nomu (Im), OMMCAaHHOH B TAaHHOM JOKYMEHTE, WIH €ro
(apmaLeBTHYECKH NpPUEMJIEMOH COJM WJIM CONbBaTa. B ApyroMm BapHaHTe OCYLIECTBICHUS
NPEACTABIeH CHOCOO JIeUeHHMs OCTeoapTPUTa Y TALHMEHTa, HYXJAOIIErocs B  3TOM,
NpeAyCMAaTPUBAIOIINY  BBEJEHHE TMAlMEeHTy TepamneBTUYeCKu 3(PPEeKTUBHOrO  KOJHYECTBA
coenunrenust popmyier (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Th), (L), (L}), (Ik), (I1) umu (Im),
OMUCAHHOH B TAHHOM JOKYMEHTE, WIH ero (hapMaleBTHUECKU MPUEeMJIEMOM COJIH HITH CoJibBaTa. B
APYroM BapHaHTE OCYLIECTBIIEHUs MPEACTABIEH Crocod jedeHus (yHKIMOHAIBHOW AUCIIETICHH Y
MAIMEHTa, HYKAAIIErocsi B 3TOM, MPEeIyCMATPUBAIOLIMIA BBEJEHHE MALHEHTY TEPareBTUYECCKU
s¢exruBHOrO KomuectBa coenunenus popmyasl (I), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (1),
(1), (Ik), (II) unu (Im), omUCaHHOM B TAaHHOM JOKYMEHTE, WK ero (apMaleBTHIECKU PUEMIIEMO
COJIM WJTH COJIbBATA.

[00197] B npyrom BapuaHTe OCYINECTBJICHHUS NPEACTABICH CIOCOO CHMKEHUS BHYTPUIJIA3HOTO
nasnenus (IOP) y manmenTa, Hy KOArOIIerocss B 3TOM, MPENyCMaTPUBAIOLINI BBEIECHHUE MAL[USHTY
TepaneBTHUecKu 3¢ dekTuBHOro koimuecrsa coenunenus gopmyisl (1), (Ia), (Ib), (Ic), (Id), (Ie),
I, (Ig), (Ih), (1), (Ij), (Ik), (II) mwmu (Im), omucaHHOH B JAHHOM AOKYMEHTE, WJIH €ro
dapMarneBTHYECKH TPUEMJIEMOH COJHM WM CONbBaTa. B JApyroMm BapHWaHTe OCYIIECTBICHHUS
NpPEACTaBIeH Crocod  JIeYeHHS TJIAYKOMbl Y TALHMEHTa, HYXTAKOLIErocss B 3TOM,

NpeAyCMAaTPUBAIOIIMN  BBEJEHHE MAalHMEHTY TepamneBTUYeCKu 3(PQPEeKTUBHOrO  KOJHYECTBA
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coemnuenns popmyist (D), (Ta), (Ib), (Ic), (Id), (Te), (If), (Ig), (Th), (L), (5j), (Ik), (1) wm (Im),

OMHCAHHOHN B JAHHOM JIOKYMEHTE, MIIH ero (hapMaLeBTHUECKH PUEMIIEMON COJIM WIJIH COJIbBATA.
[00198] B npyrom BapmaHTe OCYIIECTBIEHHsS TPENCTABJIEH CIIOCO0 JIEYEHUS aTOMUYECKOro
JIepMaTUTa Yy NAlHMEHTa, HYXKAAIOLIErocs B 3TOM, NPEAyCMAaTPHUBAIOIIUI BBEIEHUE MALUEHTY
TepaneBTHUeCKU > dekTuBHOro koiamuecrsa coenunenus gopmyinsl (1), (Ia), (Ib), (Ic), (Id), (Ie),
I, (Ig), (Ih), (1), (), (Ik), (II) mmu (Im), omucaHHOH B JAHHOM AOKYMEHTE, WJIH €ro
bapMarieBTHIECKH IPUEMIIEMOI COJIN WJIN COJbBATA.

[00199] B npyrom BapuaHTe OCYLIECTBJICHHsS IMPENCTaBJEH CIIOCO0 JICYeHHs 3yAa y TMAalHUeHTa,
HYKJAIOLIETocss B 3TOM, IPEAyCMaTPUBAIOIIMKA  BBEIEHHE MALMEHTY  TEParneBTUYECKH
s¢¢exTuBHOrO Konmmuectsa coenunenus popmyasl (I), (Ia), (Ib), (Ic), (I1d), (Ie), (If), (Ig), (Ih), (I1),
(1), (Ik), (II) uu (Im), onucaHHOM B TAHHOM JIOKYMEHTE, WIH ero (papMaleBTUIeCKH MTPHEeMIIEMOM
COJIM WJIM COJIbBATA.

[00200] B HekOTOpBIX BapuaHTax OCYILECTBIEHUS, PACKPBITIX B JAHHOM JOKYMEHTE, NIPECTABICH
crnocod CHHEPTUYeCKOro MOTEHLUPOBAHUS AKTUBHOCTH ONMOWIHBIX AHAITETUKOB Y IALMEHTA,
MOJBEPXKEHHOTO JIEYEHUIO C TMTOMOIIBIO ONUOUHBIX AHAJITETUKOB, NIPEyCMATPUBAIOIIUN BBEJICHHE
nanueHTy TepaneBTHuecku 3¢dexTrBHOoro xkomuuecrsa coenunenus gopmyinel (I), (Ia), (Ib), (Ic),
(Id), (Ie), (If), (Ig), (Ih), (), (Ij), (Ik), (I1) wau (Im), onMCaHHON B AAHHOM AOKYMEHTE, WJIH €ro
(apMaleBTHYECKH MPUEMJIEMOI COJIM WM COJIbBaTa. B HEKOTOPBIX BapHaHTaX OCYLIECTBIICHHSI,
PACKPBITBIX B JAHHOM JOKYMEHTE, MPEACTABIIEH CIOCO0 CHUKEHUsI OCTPBIX MOOOUYHBIX 3(PdeKTOoB,
ACCOLIMMPOBAHHBIX C OMHOMIHBIMU AHAJITETUKAMH, Yy TMALUEHTa, MOABEPKEHHOTO JICYEHHIO C
MOMOIIBIO OMMMOMIHBIX AHAJITETHKOB, MPEAYCMATPHBAIOIININ BBEICHUE MALMEHTY TEPAIEBTUYECCKU
s¢extuBHOrO Kommuectsa coenunenus popmyast (1), (Ia), (Ib), (Ic), (Id), (Ie), (If), (Ig), (Ih), (1),
(1), (dk), (II) wnu (Im), onucaHHOM B TAHHOM TOKYMEHTE, WK ero (hapMaleBTUYeCKH MPpHeMIIEMOM
COJIM WJIH COJIbBATA.

[00201] B HEKOTOPBIX BapuaHTaxX OCYILIECTBJIEHUs PACKPBITOE COEIUHEHHE, UCIIOIb3YEMOE B OTHOM
WIA HECKOJIBKUX M3 BBILIEYKA3aHHBIX CIOCOOOB, SIBISIETCS OJHUM U3 OOLIEH IPYIIbI, TOATPYIIIIBI
WIA KOHKPETHBIX COEJAMHEHHWH, ONUCAHHBIX B JAHHOM JOKYMEHTE, TaKHUX KaK COeIMHEHUE
bopmyet (I), (Ia), (Ib), (Ic), (1d), (Te), (If), (Ig), (Th), (11), (Ij), (Ik), (1) mmm (Im).

[00202] PackpeiThie COENMHEHMs BBOAST MallieHTaM (KMBOTHBIM W JIFOASIM), HYKHAFOIIMMCS B
TAKOM JICUEHHH, B J03aX, KOTOpble OyayT oOOecrnedYnBaTh ONTUMAJIBHYIO (hapMaleBTHUECKYIO
s¢pexTuBHOCTD. ByneT moHsATHO, 4TO HeoOXomuMas 103a JJIsl MPUMEHEHHs B JTIOOOM KOHKPETHOM
BapUaHTE NPUMEHEHHUs OyIeT BapbUPOBATHCS OT MALMEHTA K MALUEHTY, HEe TOJIbKO B 3aBUCHMOCTH

oT Bbl6paHHbIX KOHKPETHBIX COCAUHCHUA WM KOMIIO3HULIMH, HO TAKKEC B 3aBUCUMOCTU OT NYyTHU
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BBEJICHUS, IPUPOAbI COCTOSIHMS, JIEUEHHE KOTOPOrO OCYLIECTBIISIIOT, BO3pacTa U COCTOSHMS
MALMeHTa, NapajljIeIbHOTO INPHMEHEHUs JIeKapCTBEHHBIX IPENapaToB MM OCOOOro paumoHa,
KOTOPOrO TIOClie 3TOro OyAeT NpUAEepKUBATHCS TMALMUEHT, W JAPYrHx (akTOpOB, NPU 3STOM
COOTBETCTBYIOIIAsA 7032 OyAeT OKOHYATEeNbHO ONPEAENATHCS JiedaliuM BpadoM. s JedeHus
KJIMHUYECKUX COCTOSIHUI M 3a00NIeBaHMi, YKa3aHHBIX BBILIIE, PAaCCMAaTPUBAEMOE COEAMHEHHE,
PaCKpBITOE B JAHHOM JAOKYMEHTE, BBOASAT NEPOPAIbHO, OJKOKHO, MECTHO, MMTAPEHTEPATIbHO, B BUAE
crpes MyTeM MHIalsLMM WIM PEKTAJIbHO B BHUJE COCTAaBOB B CTaHAAPTHON [103€, COAEp KalUX
TPaAULIOHHbIE HETOKCUYHblE (PapMaLEBTHUECKH IPUEMJIEMble HOCUTENH, BCIIOMOTaTelbHbIE
cpeacrea U cpeapl-Hocutenu. llapeHTepanbHOe BBEAEHHE BKIIOUAET IOAKOXKHBIE HHBEKLUH,
BHYTPUBEHHbBIE WIN BHYTPHUMBIIIEUHbIE HHBEKIIMN HIJIH METOIUKY HHPY3UH.

[00203] Tax:ke B MaHHOM MOOKYMEHTE pacCMaTPUBAIOTCA BUABI KOMOMHMPOBAHHOW Teparuu,
HanpuMep, COBMECTHOE BBEAEHHE PACKPBITOTO COEAMHEHHs U AOINOJHUTENBHOIO AaKTUBHOTIO
CpencTBa B BHIE YaCTH KOHKPETHOH CXeMbl JIeueHHs, IMpeAHA3HAueHHOH Juid obOecredeHus
OnaronpusaTHOro d¢¢eKTa OT COBMECTHOTO IEeHCTBUSI TaKUX TEPANeBTUYECKHX CPEACTB.
bnaronpustHselil 3¢dexT komOnHauIMM BKIOYaeT Oe3 orpaHHuYeHHs (HapMaKOKMHETHYECKOE WM
(bapmMakogMHAMHUYECKOE COBMECTHOE AeHCTBHE, OOYCIOBIEHHOE KOMOMHALMEN TepareBTHYECKUX
cpencrB. BeeneHne Takux TepameBTHUECKMX CPEACTB B KOMOHMHAIMM, KaK IPABHJIO, MPOBOAST B
TEYEeHHE OMpPENEIEHHOrO Meproaa BpeMeHH (OOBIYHO HEZeNb, MECSLIEB WU JIET, B 3aBUCIMOCTH OT
BbIOpaHHOW KoMOuHaumu). IlogpasymeBaercsi, 4TO KOMOMHUpPOBAHHAs Tepamus OXBAaThIBAET
BBEICHUE MHOXKECTBA TEPANEBTUYECKUX CPEACTB IIOCIEAOBATENbHO, TO €CThb KOIZA Kakaoe
TEepareBTUUECKOe CpPEACTBO BBOAST B pasIUYHOE BpeMs, a TakKe BBEACHHE TaKUX
TeparneBTUYECKUX CPEICTB, WM IO MEHblIel Mepe ABYX TepaneBTUYECKUX CPEeACTB, [0 CYyTHU
OJTHOBPEMEHHO.

[00204] [To cyTn OTHOBpEMEHHOE BBEIEHUE OCYLIECTBISIIOT, HAIIPUMED, IIyTEM BBEIEHUS CYOBEKTY
OJMHOYHOI'O COCTaBa MJIM KOMITO3ULHH, (Hampumep, TaONETKU WIH KaICyJbl C YCTAHOBJIEHHBIM
COOTHOLIEHHEM KaXXJIOr0 TepaneBTUYECKOrO CPeNCTBAa WM MHOXECTBA OJMHOYHBIX COCTAaBOB
(Hanpumep, xancyi)) s KXAOTO U3 TEPaneBTHIECKUX cpeacTs. [locnenoBarenpHOe WK MO CYTH
OJHOBPEMEHHOE BBEIECHHE KAXAOTO TEPaNeBTUYECKOTO CPEINCTBA 3aBHCUT OT JH0OOro
NOJXOALIErO MYTH, B TOM 4YUCie 0€3 OrpaHWYeHHUs] MEPOPATbHBIX MyTeH, BHYTPUBEHHBIX MyTEH,
BHYTPUMBILIEUHbIX TyTeH W TpsAMOi alcopOuum uepe3 CIU3UCTYI0 OOOJIOUKY TKaHM.
TepanesTuyeckue cpeacTBa BBOIAT TEM K€ MyTeM WIM pa3jMYHbIMU NyTsiMu. Hampumep, nepsoe
TEPaIreBTHUECKOE CPEACTBO U3 BHIOPAHHOW KOMOMHALIMK BBOAST MyTeM BHYTPHBEHHOH WHBEKIINU,

TOrJa KakK [JOpyru€ TEPANCBTHUYCCKUE CPEACTBA U3 KOM6I/IHaL[I/II/I BBOIOAT TMEPOPAJIBHO.
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ATnbTEepHATUBHO, HANpuUMeEp, BCE TEpaneBTUYECKHUE CPEACTBAa BBOAAT IEpOpPajbHO WU BCE
TeparneBTHYECKHUE CPEICTBA BBOAST IyTEM BHYTPUBEHHON HHBEKIUH.

[00205] KomOuHupoBaHHAss Tepamusi TAK)KE OXBATHIBAET BBEICHHUE TEPANEBTUYECKUX CPENCTB,
OMHCAHHBIX BBIIIE, B OMOJHHUTEIBHONH KOMOWHAIMU C JPYTUMH OHMOJIOTMYECKH aKTHBHBIMU
UHTPEIUEHTAMU U CPEICTBAMH HEMEIUKAaMEHTO3HOW Teparnuu. Ecim koMOMHUpOBaHHAS Tepanus
JIOTIOJIHUTENIPHO TNpefyCMaTpUBaeT HEMEAUKAMEHTO3HOE JIEU€HUE, HEMEIMKAMEHTO3HOE JIeUeHHe
NPOBOSAT B JIEOOOE MOAXOsIIEe BpeMs IPU YCIOBUH, YTO JOCTUTAETCsI OaronpusTHeIN 3P dexT oT
COBMECTHOT'O J€HCTBUSI KOMOMHALIMH TEPANIEBTUYECKUX CPEICTB M HEMEIUKAMEHTO3HOTO JIEUEHUS!.
Hanmpumep, B COOTBETCTBYIOIIMX CIy4asX OnaronpuATHeld >(PQEeKT AOCTUraercs, ecliu
HEMEIMKAMEHTO3HOE JIeUEHUE SIBJIIETCA YOAJIeHHBbIM BO BPEMEHU OT BBEACHMs TEpareBTUYECKUX
CPEACTB, BO3MOKHO HA JHU UJIU J1aXKe HEJENH.

[00206] KomnoHeHThl KOMOWHAIIMM BBOISAT MALMEHTY OIHOBPEMEHHO WIIH IOCIEI0BATEIbHO.
Byner MOHATHO, YTO KOMIIOHEHTBHI HMPUCYTCTBYIOT B TOM € (hapMalleBTUYECKU NPHEMIEMOM
HOCHUTEJIE U, CIEeI0BATENIbHO, BBOAATCA OAHOBPEMEHHO. AJIBTEPHATUBHO, AKTUBHBIE WHIPEIUEHTHI
INPUCYTCTBYIOT B OTHENbHBIX (HapMAaleBTUUECKUX HOCHTENSAX, TAKUX KaK TPagHLUOHHbBIE
nepopajbHble  JIEKAPCTBEHHbIE (OPMBL, KOTOpbIE BBOASAT JIMOO OJHOBPEMEHHO, JHOO
MOCJIEA0BATENBHO.

[00207] B HekOTOpBIX BapHWaHTaX OCYINECTBIEHHS Uil PACCMATPUBAEMOIO yCTpaHEHHUs OoJu
pPacKpBITOE COEAMHEHHE BBONAT COBMECTHO C JPYIHMM TepaneBTUYECKUM CPEICTBOM IS
ycTpaHeHus: 00U, TAKMM KaK MOAYJISITOP OMHUOUAHBIX, KaHHAOMHOUAHBIX perentopoB (CB-1 wiu
CB-2), wunruburop COX-2, aneraMuHO(EH W/WIM HECTEPOUAHOE MPOTHBOBOCIIAIHUTEIBHOE
cpeactBo. JlOMONHUTENbHBIE TEPANeBTUYECKHE CPENCTBA, HANpumep, NIl yCTpaHEHUs 0oy,
KOTOpbIE BBOJST COBMECTHO, BKJIFOYAIOT MOpP(UH, KOIEWH, TUAPOMOPGOH, THIPOKOIOH,
okcuMopdoH, (PeHTaHWIT, TPAMAIOJ U JIeBOP(HAHOI.

[00208] [Ipyrue pacCMOTpPEHHbIE TEpANEBTUUECKUE CPEACTBAa MJIs1 COBMECTHOIO BBEAECHUS
BKJIIOYAIOT ~AaCMUPUH, HAmpokceH, wulOympodeH, cancanat, maudiayHucan, aekcuOymnpodeH,
¢denonpoden, keromnpodeH, OKCAMPO3WH, JIOKCOMPO(EH, HHIOMETAWMH, TOJMETUH, CYJIHHIAK,
STONONIaK, KETOpOJaK, MHUPOKCHUMaM, MEJIOKCHMaM, TEHOKCHUKaM, JAPOKCUKaM, JIOPHOKCHKAM,
L[EIEKOKCHO, TapeKOKCHO, pUMOHAOAHT W/WJTH 3TOPUKOKCHO.

[00209] Cnenyroliue mpuMepbl NPUBENEHbl HCKIIOYUTEIBPHO B WJUIIOCTPATUBHBIX LENSAX B
OTHOLIEHUU pa3jMYHBbIX BapUAHTOB OCYINECTBIEHUS U HE [OJDKHBI PAacCMaTpUBATbCS Kak

OTPaHUYUBAIOIINE HACTOSIIIEE N300peTeHNe KaKiUM-JTHOO 00pazoM.

- 181 -



INPUMEPDBI

Cnucok cokpameHui
[00210] Kak ucrnosp3yeTcsi BBIIIE W IO BCEMY OIMMCAHUIO HACTOSIIEro H300pEeTeHUs, CIeayeT

NMOHUMATD, UTO CJICAYIOIIUEC COKpALICHU UMCIOT CICAYOLINE 3HAUCHUSA, €CJIM HE YKAa3aHO NHOEC.

ACN unu MeCN ALlETOHUTPUI

Bn OeH3un

BOC nnu Boc mpem-OyTunkapoamar

CDI 1, 1'-kapOoHMIIMUMUA30T

Cy LUKJIOT€KCHUIT

DCE nuxjopatad (CICH2CH,CI)

DCM muxyiopmetat (CH2Cly)

DIPEA unu DIEA JUU30NPONWIS TUIIAMUH

DMAP 4-(N, N-muMeTHiIaMuHO )TUPUIUH

DMF auMeTHiI(hopMamug

DMA N, N-qumerunaneraMu

DMSO IUMETHIICY IbOKCHT

JKB. SKBHUBAJICHT(3KBUBAJICHTHI)

Et STUJ

EtOH 3TaHOJ

EtOAc STUJIaLeTaT

HATU 1-[6uc(numernnamuno)metmieH|-1H-1,2,3-tpuasono[4,5-
b]mupununmii-3-okcuna rexcadgropdocdar

HPLC BBICOKO3((EKTUBHAS JKUIKOCTHAS xpomarorpadusi

LAH AJFOMOTUIPUI JIUTHUSA

Me METHUJI

MeOH METaHOJI

MS Macc-CIIeKTPOMETPHsI

NMM N-metunmoponuH

NMR SIICPHBII MAarHUTHBIA pe30HaHC

PMB napa-MeToKCUOEH3 I

TEA TPUSTUIAMUH

TFA TPUPTOPYKCYCHAST KHCIIOTA
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THF TeTparuapodypan

TLC TOHKOCJIOIHAast Xpomartorpadus

I. Xumuueckuil cuHTE3

[00211] Ecniu He yka3aHO MHOE, pEareHThl U PACTBOPUTENIN MPUMEHSIIA B TAKOM BHJE, B KOTOPOM
UX TONy4aJd OT KOMMEpPYECKMX IOCTaBINMKOB. [l CHHTETHYECKHMX IpeBpalleHui,
YyBCTBUTENbHBIX K BJare W/WIN KUCJIOPONLY, WCIHOJb30BAIN O€3BOAHBIE PACTBOPHUTEIH U
BBICYIIEHHYI0 B I€YM CTEKJSIHHYIO IOCYNy. 3HAueHHsl BBIXOAA HE OBUIM ONTHMH3HPOBAHBI
3Ha4ueHNs BPEMEHH PEaKLUU SBJISIOTCS MPUMEPHBIMHU U HE OBUIM ONTUMH3UPOBaHbl. KONOHOUHYIO
xpomarorpaduro u TonkocnoiHyro xpomarorpaduro (TLC) mpoBonunm Ha cunukaresne, €ciid He
ykazaHo nHoe. CriekTpel ykazaHbl B ppm (0), a KOHCTaHThI B3auMOneHCTBUs (J) mpUBEINEHBI B
repuax. Jlnsg NPOTOHHBIX CIEKTPOB B KAayeCTBE KOHTPOJBHOIO ITHMKA HCIOJIB30BAIM UK

pacTBOpHTEIISL.

IIpumep 1: 4-((2-((8-(3-(meTuacyanponamuno)-1H-nupason-1-kapoonun)-1,8-
auazacnupo[4.5]|nexkan-1-uia)merni)-S-(tpudpropmernii)PpeHn1)aMuHO0)0yTAHOBASI KHCJI0TA
COOH

Cranus 1: nonydyenue mpem-0yTun-4-((4-merokcudeH3ni1)aMuHO)0yTaHOATA
H

-N
HZNWOK PMB
0

/O\@\J
20 NaBH,, EtOH oo

K. T., B TCHCHHE HOYH

[00212] B konOy momemanu 4-merokcuOensanpaerua (4,27 r, 31,4 mmonb, 1,00 3kB.), 3TaHON
(30 M) u mpem-6yTn-4-amunodyranoar (5,00 r, 31,4 mmons, 1,00 5kB.). IlonydeHHblid pacTBOp
nepeMemuBain B Tedenue S 4. mpu 70°C u oxyaxnainu 10 KOMHATHOH Temmepatypbl. JloOaBisuim
6oporunpun Hatpus (0,718 r, 18,9 mmonb, 0,60 3xB.). IlonyueHHBIH PacTBOp MEPEMELINBAIN B
TE€YEHHE HOYM NPU KOMHATHOW TEMIlEpaType U KOHLEHTPUPOBAIHM NMPU TMOHUKEHHOM JABIICHHH.
Ocrarok xpomartorpadupoBanu ¢ mnoiaydennem 4,551 (Bexonm 52%) mpem-0yrun-4-((4-
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MeTokcubeH3un)amruHo)oyranoara B Buzxe skenroro macma. LCMS (ESL wmacca’zapsao). 280
[M+H]".
Cragus 2: noJiy4yeHue mpem-6yTuin-4-((2-popmua-S-(rpudropmernn)pennn)(4-

MeTOKCHOEH31JI)AMHHO)0yTaHOaTA

.
5 TP ay

DIPEA, DMSO

110°C B TeyeHue HoYH oo

[00213]B xonOy mnomemamu mpem-0yTun-4-((4-merokcubensmn)amuno)oyrasoar (3,00,
10,7 mmonb, 1,00 5xB.), DMSO (35 mn), 2-¢pTop-4-(tpudropmermn)oensanpaerun (2,07 r,
10,7 mmonb, 1,00 3xB.) u DIPEA (4,18 1, 32,3 Mmoisb, 3,00 5kB.) B atMocdepe a3ota. [loayueHHsbIit
pacTBOop mnepememnBaiu B TedeHue Houu npu 110°C u racunm ¢ momombio Boabl (50 mn).
ITonyuenHslii pacTBOp 3kcTparupoBanu ¢ nomouipro DCM (2 x 80 M) U opraHudeckue CJou
OObeAMHANN, TNPOMBIBAJIM C IIOMOIIBIO COJEBOro pacrBopa (2 x 50 Mi), BBICYLIIMBAIH Hax
6e3BOHBIM CyJb(haTOM HaTpusl, GUIBTPOBAIM U KOHLEHTPUPOBAIU MPH NMOHWKEHHOM JaBIICHUU.
Ocratok xpomarorpadupoBaiii Ha KOJOHKe M3 cuiukareis ¢ nojydenueMm 2,20 r (Bbixon 45%)
mpem-0yTun-4-((2-popmun-S-(tpudTopmeri ) eHr )(4-MeTOKCUOSH3MIT ) aMUHO )0y TAaHOATA B
suze xenroro Macia. LCMS (ESI, macca/zapso): 452 [M+H]".

Cragus 3: noJiy4yeHue 4-nurpodenni-3-(Meruicyiabponamuao)-1H-nupason-1-

Hl}l} O,N o

= o LY

O,N

2 O\ /(U)\ HN‘g_H ° N b
1 N-._

o~ cl o Q

Et;N, DCM HN-5—
K.T., 24, 0

Kap0okcuiaTa

[00214] B xonby mnomemanu N-(1H-nupason-3-un)merancynbdonamun (2,00, 12,4 mmorb,
1,005kB.), DCM (40 mn), TpwdTunamun (3,77r, 37,3 mmonb, 3,003kB.)) u 4-
Hurpodenmxnoppopmuar (2,49 r, 12,4 mmons, 1,00 5kB.). [TonyueHHBIH pacTBOp NepeMeInBaIn
B TeYeHHEe | 4. MPU KOMHATHOM TEMIIepaType M KOHLEHTPHPOBAIH MPH MOHWKEHHOM JAaBJICHUH C
nojyyeHueM 5,00 r (HeouummeHHoro) 4-HuTpodeHmn-3-merancyabponamuno-1H-nmupaszon-1-

xapOOKCHIaTa B BUJIE XKeNToro Teepaoro semecrsa. LCMS (ESI, macca/zaps0): 327 [M+H]".
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Cragus 4: nonydernue mpem-0yTuia-8-(3-(Meruiacyabponamuno)-1H-nupaszon-1-kapooHu)-

1,8-gua3zacnupo|4.5]aexan-1-kap6okcunara

OzN\@\ O Bo
OJ'LI}I N
N=({ o
5 Et;N, DCM HN s—~

HN-IS-—-
o K.T., 2 4.

[00215] B konby nomemnanu 4-autpodenun-3-merancynbponamuno-1H-nupaszon-1-kapdbokcunar
(3,651, 11,2wmmomb, 1,003kxB.), DCM (40 mu), mpem-6yrun-1,8-nuazacnupo[4.5]nexan-1-
kapookcunat (3,24, 13,5 mmonb, 1,2053kB.) u TpudTIiamuH (3,39 1, 33,6 mmonb, 3,00 3kB.).
ITonyueHHBIN pacTBOp MepeMeIlnBajId B TEUEHHE HOYM NPU KOMHATHOW TEMIIEpaType M TaCUJIH C
nomotpro Boasl (50 mur). [lonyuenHslit pacTBop skcTparuposanu ¢ nomoinsio DCM (2 x 80 M) u
OpraHM4ecKkue CJIoU OOBEAMHSIM, MPOMBIBAJIM C IMOMOLIBIO COJNEBOro pactBopa (2 x 50 mi),
BBICYLIMBAIM Haj O€3BOAHBIM Cyib(aTOM HaTpus, (UIBTPOBAIM W KOHLEHTPUPOBAIU IPH
NOHIKEHHOM paaBieHuu. OcTaTok XpomarorpadupoBajid Ha KOJOHKE W3 CHJIMKarens C
nojyuenuemM 3,46t (Bbxon 72%) mpem-0ytun-8-(3-(meruncynbdonamuno)-1H-nupazon-1-
kapOonmn)-1,8-nuazacnupo[4.5] nekan-1-kapOokcunaTta B BHIE JKENTOrO TBEPIOTrO BEINECTBA.
LCMS (ESI, macca/zapso): 428 [M+H]".

Cragus  5: mnoayuyenme  N-(1-(1,8-amazacnupo|4.5]nexan-8-kapooumni)-1H-nupazon-3-

I/I.]I)MeTaﬂcy.]'lb(l)OHaMl/IZla
0

H NJ\N N\
N .
0 DCM N 0
HN— sﬁ_ HN-§—

K.T.,34. o
O

[00216] B xonby nomermanu mpem-0ytun-8-(3-(mermicynbponamuno)-1H-nupazon-1-kapOoHun)-
1,8-nnazacimpo[4.5]nekan-1-kapookcunat (200 mr, 0,470 mmods, 1,00 s5kB.), DCM (10 mu) u TFA
(2 mi). TlonydeHHBIH pacTBOp MEPEMELIMBAIN B TEUCHHWE 3 4. NMPHU KOMHATHOH TemIeparype u
KOHLIEHTPUPOBAJIH MPH MOHIKEHHOM AaBlIeHHH ¢ nosyderneM 250 mr (HeountnenHoro) N-(1-(1,8-
nuasacniupol4.5]nexan-8-kapooumn)- | H-nupazon-3-win)MetancyabpOHAMIIA B BHIE IKEJITOTO
macia. LCMS (ESI, macca/sapso): 328 [M+H]".

Cragus 6: nojydenue mpem-0yTuia-4-((4-meroxcudensunn)(2-((8-(3-(mernicynbpoHamuao)-
1H-nupa3zon-1-kap6oumi)-1,8-1uazacnupo|4.5S|aexan-1-uia)merni)-5-

(TpudTopmerni)peHns)aMuHO)0OyTaHOATA
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Q N-pmg

0 b
- H N h1,] N
BN N

i

FiC
PM
ﬁ © NJLN R
Y #0\ NaBH(OAc);, EtsN, DCM N N o

K. T., B TCHCHHEC HOYH

[00217]B xomOy momemanu  N-(1-(1,8-nmazacnmpo[4.5|nexan-8-kapOonwn)-1H-mupason-3-
wi)Merancyiabponamun (153 mr, 0,470 mmons, 1,20 3xB.), DCM (10 mi), Tpustunamun (118 wmr,
1,17 mmons, 3,00 >kB.) u mpem-0ytun-4-((2-popmun-S-(tpudropmerwn)penrn )(4-
METOKCHUOEH3UIT)aMUHO)OyTaHOaT (177 wr, 0,390 mmoub, 1,00 3kB.). Hobasnsanu
Tpuauerokcubopruapun Hatpus (248 mr, 1,17 mmonb, 3,00 5kB.). IlomyueHHBIi pacTBOp
nepeMelluBalil B TE€YEHHE HOYM IPU KOMHATHOH TeMIepaTtype M TacUiM C IOMOLIbIO BOJIBI
(30 mn). Ilony4eHHbli pacTBOp 3KcTparupoBanu ¢ nomoupo DCM (2 x 50 M) u opranuveckue
clion OOBEOUHSIM, MPOMBIBAIH C MOMOIIBIO COJNEBOro pactBopa (2 x 30 mul), BBICYIIMBAJIN HAM
6e3BOHBIM CyJb(haToM HaTpusi, GUIBTPOBAIM U KOHLEHTPUPOBAIU MPH NMOHWKEHHOM JaBIICHUH.
Ocratok xpomartorpadupoBaiu Ha KOJOHKE U3 CHJIHKaresst ¢ nojyderueMm 220 mr (Boixon 74%)
mpem-0ytun-4-((4-metokcubdensun )(2-((8-(3-(meruncynshonamuno)- | H-nmupazos-1-kapOoHun)-
1,8-nnazacimpo[4.5] nexan- 1 -wn)mern)-S-(TpudTopMeriin)peHmn)aMuHo)OyTaHoaTa B BUAE
xentoro Macia. LCMS (ESI, macca/zapso): 763 [M+H]".

Cragua 7: mnoaydenue 4-((2-((8-(3-(mermiacynbponamuno)-1H-nupazon-1-kapoouun)-1,8-

auazacnupo|4.5|aexan-1-uia)merni)-S-(tpudpropmernii)peHnn)aMHHO )0y TAHOBOMH KHCJIOTHI

? }L COOH

o]
TFA NH
N~ FsC 0
(6 S B S AP
N7 N K, T., 54, N N hr"h\
N b N o)
rf HN=§-1
HN—-§— 6
|
0

[00218] B konOy momemtanu mpem-0ytun-4-((4-merokcndbensmn)(2-((8-(3-(metuncynbdonamuno)-
1H-nupaszon-1-kapoonun)-1,8-auazacnupo[4.5 | nexkan-1-mn)mernin)-5-

(Tpudropmermn)pennn)amuno)oyranoar (220 mr, 0,290 mmodns, 1,00 3xB.), DCM (10 mu) u TFA
(2 mi). TlonydeHHBI pacTBOp MEPEMELINBAIN B TEUCHHWE S5 4. NMPHU KOMHATHOH TemIeparype u

KOHIIEHTPUPOBAJIM MPHU MOHWKEHHOM naBjieHnn. HeouwnmeHHblii npoaykt (400 mMr) ouummanu ¢
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nomompto mpernapatuBHoit  HPLC ¢ monmyuenmem 23,0 mr  (Bexonm 14%)  4-((2-((8-(3-
(meTuncynsponamuno)- 1 H-nupason-1-kapOonmn)-1,8-auazacnupo[4.5 | nexan-1-mn)mernn)-5-
(TpudTopMeTHIT)heHNT)aMUHO)OYTaHOBOM KUCIOTHI B BHe Oeioro Teepjoro semectsa. 'H IMP
(400MTI'u, Mertanon-ds) 8,04 (d, J = 2,8 Ty, 1H), 7,16 (d, J = 7,6 Ty, 1H), 6,83 - 6,89 (m, 'H), 6,76
(s,1H), 6,25 (d, J = 2,8 'y, 1H), 4,57-4,59 (m, 2H), 3,78 (s, 2H), 3,"* - 3,'8 (m, 7H), 2,63 (t, J=7,0
I'u, 2H), 2,4 (t, J = 7,4 T, 2H), 2,01 -2,12 (m, 2H), 1,90 - 1,99 (m, 4sH), 1,77 - 1,85 (m, 2H), 1,51 -
1,59 (m, 2H). LCMS (ESI, macca/zapso): 587 [M+H]".

IIpumep 2: N-(1-(4-((3-(4-propnunepuaun-1-uma)-4-(rpudpropmerni)oeH3na)(MeTHI)aMHUHO)-

4-MeTuanunepuauH-1-kapo6onna)-1H-nupazon-3-un)merancyabgonamun

o)
Q“}
N\
N Q
I HN~S—
FiC o)
QNJ

F
Cramgua  1: noayuyenue  mpem-0yTuni-4-((3-0pom-4-(Tpudropmerni)0eH3nI)aMHHO)-4-

MeTHJNUuNepHIuH-1-kapookcuaara

N Boc NE Boc
FaC
j@\/O e H
Br & -
Br

NaBH(OAc);, DCE, EN  F,¢
K. T., B TCUCHHEC HOUH

[00219] B cocyn nomemanu DCE (10 mi), 3-O6pom-4-(tpudropmerun)denzanbaerun (252 mr,
1,00 mmosb, 1,00 5xB.), mpem-OyTun-4-aMuHO-4-MeTHIIUNIEpUANH- | -kapOokcunar (214 mr,
1,00 mmomnb, 1,00 3kB.) u TpusTHiamuH (303 mr, 2,99 mmonb, 3,00 3kB.). [Tony4eHHbIH pacTBOp
nepeMemuBaj i B Te4YeHWe | 4. TNpH KOMHATHOW Temmeparype, 3areM A00aBisuiu
TpuaueTokcubopruapua Hatpus (636 mr, 3,00 mmods, 3,00 3xB.). CMech nepeMennBaiu B TeUCHNE
HOYH NPYU KOMHATHOH TeMIIepaType U racriii ¢ MOMOIIbI0 BOAbI (10 MiT), Kak OMHMCaHO B IpUMEpE
1, cragust 6. OcraTok xpomarorpadupoBajii Ha KOJIOHKE M3 CHiiuKarens ¢ nojydeHuem 300 mr
(BerxOm 67%) mpem-0yTun-4-((3-0pom-4-(TpudTopMeTHIT)OSH3MIT)aMHHO)-4-METHIIITHITEPUINH- | -
xapbokcuaaTa B Buje xkentoro Macia. LCMS (ESI, macca/zapso): 451 [M+H]".

Craaus 2: nonydenue mpem-0yTui-4-((3-o0pom-4-(Tpudropmerni)oeH3nn)(MeTHI)aMHHO)-4-

MeTHJINuNnepuaAnH-1-kapdokcuaara
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K. T., B TCUEHHUE HOYH |

N,Boc N Boc
/p (CHO),, NaBH(OAc)s, DCE
N N
3C
Br

FaC

Br
[00220] B cocyn NOMeLIaIn DCE (10 mm), mpem-6yTun-4-((3-6pom-4-
(TpudTopmeTn)OeH3nI)aMiHO)-4-MeTrnnunepuanH- 1 -kapookcumar - (300 mr, 0,660 MmO,

1,00 3xB.) u mapadopmanpaerun (200 mr, 6,67 mmonb, 10,00 3xB.). IlomyuyeHHBIH pacTBOp
nepeMelBai B TeYeHWe | 4. TmNpu KOMHATHOW Temrmeparype, 3areM Ao0aBisuiv
Tpuauerokcubopruapun Hatpus (424 mr, 2,00 mmonb, 3,00 5kB.). [lomyueHHBIi pacTBOp
nepeMeIInBaId B TeU€HWEe HOUM NPU KOMHATHOW TeMIIEpaType U 3aTeM I'aCHJId C MOMOIIBIO BOZBI
(10 mi), xak onmcano B mpumepe 1, craams 6. OcraTok xpomarorpapupoBajid Ha KOJOHKE W3
CUJIUKAreJst c nonyuyeHueM 220 mMr  (BBIXOQX 71%)  mpem-0ytun-4-((3-6pom-4-
(TpudTopMeTIT)OeH3 1T )(METIIT)aMUHO )-4-MEeTHIIITUIIEPUINH- | -kapOOKcHiaTa B BHIE IKEJITOrO
macina. LCMS (ESI, macca/zapso): 465 [M+H]". Cragusa 3: nonyuenue mpem-6yru-4-((3-(4-
¢propnunepuaun-1-mia)-4-(tpudpropmernii)oeH3nna)(MeTHI)aAMUHO)-4-MeTHINHTIEPUANH-1-

KapOokcuaaTa

.Boc
o 43
S J@*
o | Pd(OAc);, BINAP
3 tonyol, Cs,COs Q

o 80°C, B TeUEHHE HOUHN I
[00221]B cocya MOMeELIaIH TOJIYOJI (10 m), mpem-0ytun-4-((3-6pom-4-
(TpudTopmeTn)OeH3uT )(METHIT )aMUHO )-4-MeTHIITUNIEpUANH- | -kapOoKcHIaT (220 wr,
0,470 mmonb, 1,00 5kB.), 4-¢propriunepunun (49,0 mr, 0,480 mmounb, 1,00 3kB.), kKapOOHAT LE3UsI
(464 mr, 1,42 mmonb, 3,00 3kB.), amerar mayutagust (21,0 mr, 0,0900 mmons, 0,20 3xB.) u 2,2'-
ouc(mupenundocduno)-1,1'-6unaptun (59,0 mr, 0,0900 mmons, 0,20 3xB.) B armocepe asora.
ITonyuenHslii pacTBOp nepeMeninBaiu B TedeHue Houu npu 80°C u 3aTeM racuid ¢ MOMOILBIO
Boabl (10 mir). Cmech skcrparupoBanmu ¢ nomombio EtOAc (3 x 10 M) 1 OpraHUYecKHe CJIOH
OOBEUHSUIM, TPOMBIBAIM C MOMOIIBI cojieBoro pactBopa (1 x 10 mi), BbICYIIMBamM Hax
6e3BoAHBIM Cynb(aToM HaTpuUs, GUIBTPOBAIN U KOHLEHTPUPOBAIN MPU MOHWKEHHOM IaBJICHHUH.

CTATOK XpoMartorpa(ppupoBaiidl Ha KOJIOHKE I WJINKAreis IIOJIYUYCHHUEM MI' { BBIXO[ (1]
O p rpadup a KOJIOHKE U3 C areysi ¢ monydeHueM 135 mr (Bbxox 59%)

mpem-oyTun-4-([[3-(4-propnunepuann-1-mn)-4-(tpudropmernn)penrn |meTn |(MeTHI )aMUHO )-4-
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MeTuianunepuauH-1-kapbokcunara B Bupe skenaroro macina. LCMS (ESL wmacca/zapsao). 488
[M+H]".
Cragns  4: noayuyenne N-(3-(4-propnunepuaun-1-uma)-4-(rpudpropmernii)oensun)-N,4-

)_'ll/lMeTI/IJIHI/IHepI/IIlI/IH-"--aMI/IHa

N Boc NH
N N
| TFA, DCM |
F4C F4C
@ K. T., 2 4. [Ng
F F
[00222] B cocyn noMeInanu mpem-0ytun-4-([[3-(4-propnunepuaun-1-mn)-4-
(TpudTopmeTi)peHwN |MeTHI | (METHIT)aMHUHO )-4-MeTHIITUIIEpUIH- | -kapOokcuiaT (135 wr,

0,280 mmodb, 1,00 3xB.), DCM (10 mu) u TFA (4 mn). IlonydeHHbIil pacTBOp NEepeMENINBaIA B
TeYeHue 2 4. IPU KOMHATHOH TemrepaTtype M KOHLIEHTPUPOBAJIU NPH IMOHWKEHHOM JaBJICHHH.
Cwmecp pasbasisuiu Bonmolt (10 mi1) u 3HaueHwe pH pacTtBopa peryaupoBaid 10 9 € MOMOIIBIO
pactBopa runpokcuna Hatpusi (1 moaw/;n, BoaH.). Cmech 3KCTparupoBaju ¢ mnomombd DCM
(3 x 10 M) m opraHmueckue CIOM OOBETUHSUIM, NMPOMBIBAJIM C IMOMOIIBIO COJIEBOIO pPacTBOpa
(2 x 20 mu1), BRICYLITMBAIN Haa O€3BOAHBIM CYJb(GATOM HATPUsi, GUIBTPOBAIH M KOHLIEHTPUPOBAIH
NP TOHMKEHHOM JaBJICHUHM, KaKk ONucaHo B mnpumepe 1, craaus 3, ¢ nomydeHuem 100 mr
(HEOUHILIEHHOTO) N-(3-(4-propnunepunun- 1-un)-4-(tpudTopmernn)oensmn )-N, 4-
IUMETHIIUIIEPUANH-4-aMuHa B Bujie xkentoro macaa. LCMS (ESI, macca/zapso): 388 [M+H]".

Cragus S: NoJIy4eHue 4-((3-(4-Ppropnunepuaun-1-mi)-4-

(TpudTopmeTni)oeH3u)(METHI)AMHHO)-4-MeTHINHIIEPUANH- 1 -KapOOHUIXJI0pHAA

(0]
/OH NJ\CI
T Tpudocren, DIPEA N
FsC |
N DCM FsC
. S

K. T., 2 4.

F
F

[00223]B cocyn mnomemanu N-(3-(4-propnunepunus-1-wmn)-4-(Tpudropmeriun)oensmn)-N, 4-
numetmmunepunui-4-amud (100 mr, 0,260 mmonb, 1,00 3kB.), DCM (10 M) u Tpudocren
(38,0 mr, 0,130 mmonb, 0,50 3kB.). lobasmsuu no karuisim DIPEA (100 mr, 0,780 mmons, 3,00 3kB.)
npu 0°C. IlonydeHHbII pacTBOp nepeMelInBalid B T€UeHHe 2 4. IPU KOMHATHOHN TeMmmepaType U
racw ¢ nomompro Boabl (10 mim). Cmech skctparupoBanu ¢ nomombo DCM (3 x 10 M) u
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OpPraHMYECKUe CJIOM OOBENMHSIIH, MPOMBIBAIIA C TIOMOINBIO CoJieBOro pacteopa (2 x 10 mu),
BBICYIIMBANIA HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIH IIPU
MOHMKEHHOM JaBjieHuu ¢ nonydeHueMm 100 mr (HeountmenHoro) 4-((3-(4-¢proprnunepuans-1-wmn)-
4-(TpudTopMeTni)OeH3MIT)(METHIT)AMUHO )-4-METUIIUIIEPUANH- | -kapOOHMIIXIOpHIa B BHIE
JKEJITOrO MacJa.

Craans 6: MoJIy4YeHHe N-(1-(4-((3-(4-Ppropnunepuaun-1-mi)-4-
(TpudTopmeTH)0eH3HT)(METHI)AMHHO)-4-MeTHINHNepuaAnH-1-kapoonun)-1H-nupa3on-3-

I/I.]I)MeTchy.Hb(l)OHaMI/IIla

/©/\ /@ SI /J@/ /|/\\/’ HN- s—
DMAP, DIPEA, THF
60°C, B TEUEHHE HOUU

[00224] B cocya MIOMEILaJIH THF (10 ), 4-((3-(4-¢propniunepunun- 1 -mn)-4-

(TpudTopmeTHIT)OeH3 T )(METHIT ) aMUHO )-4-MeTHIIITUIIEPUINH- | -KapOOHMIIX IOpUA (100 wmr,
0,220 mmosb, 1,00 5kB.), N-(1H-nupaszon-3-mn)merancynbdonamun (36,0 mr, 0,220 MMoOb,
1,00 skB.), 4-numerunamunomupuau (5,00 mr, 0,0400 mmonb, 0,20 3xB.) u DIPEA (86,0 mr,
0,670 mmosb, 3,00 5kB.). Tlonmy4eHHBbIH pacTBOp mHepemelnuBaiu B TedeHue Houu npu 60°C u
pazbasisuin ¢ momousro Boabl (10 mut). Cmech skcTparuposanu ¢ nomombio EtOAc (3 x 10 M) u
OpPraHUYECKUEe CJIOM OOBENMHSIIH, MPOMBIBAIIA C TMOMOINBIO coyieBoro pactBopa (1 x 10 mu),
BBICYIIUBAIA HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIH IPU
NOHMKEHHOM JaBieHnd. Heounmensslit nponykT (150 Mr) ounmmany ¢ IOMOLIBIO MpenapaTuBHON
HPLC ¢ nonyyenmem 62wmr (Bexon 5%)  N-(1-(4-((3-(4-propnumnepunun-1-mn)-4-
(TpudTopmeTin)ObeH3n )(METHIT )aMUHO )-4-MeTHIIMunepuanH- 1 -kapoonnn)- 1 H-nupazon-3-
u1)MeTaHcynbhoHaMuaa B Bue 6ecuseTHoro Macna. 'H IMP (400 MI', Xnopodopm-d) § 8,04 (s,
1H), 7,56 (d, J = 8,! T'u, 1H), 7,31 (s, 1H), 7,22 (d, J = 8, T'y, 1H), 6,33 (s, 1H), 4,72 - 4,96 (m,
1H), 3,87 - 4,08 (m, 2H), 3,66 - 3,86 (m, 2H), 3,58 (s, 2H), 3,13 (s, 3H), 3,03 - 3,12 (m, 2H), 2,79 -
2,88 (m, 2H), 2,1' (s, 3H), 1,93 - 2,08 (m, 6H), 1,48 - 1,70 (m, 3H), 1,07 (s, 3H). LCMS (ES]I,
macca/zapso): 575 [M+H]".

Hpumep 3: 2-(2-((4-(3-aneramugo-1H-nupa3zon-1-kap6onuia)nunepasuH-1-uia)merun)-S-

XJIOpeHOKCH)YKCYCHASI KHCJI0TA
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HO

Craauns 1: nonyuenue mpem-0yrui-4-(3-aneramuao-1H-nupason-1-kapdonun)nunepasun-1-

o NO,
L o
HN"N cl” "o
0 NH e
- N N

HN—< N\) Boc 9

Boc” HN‘<
Et:N, DCM
K. T., B TCUCHHEC HOYH

kap0okcujaTa

[00225] B konOy mnomemanu N-(1H-nupason-3-um)aneramun (5,00 r, 40,0 mmonb, 1,00 3kB.),
tprotunamud (16,2, 160 mmonb, 4,005x8.) u DCM (40 mi). 3arem noGammsiun  4-
Hurpodenmxnoppopmuar (8,89, 44,1 mmonb, 1,103xB.) mpu 0°C. Ilomy4deHHbIii pacTBOp
nepeMelnBaid B TEYEHHWE 2 Y. NPH KOMHATHOW TeMIepaType M 3areM I00aBisuu mpem-
Oyrunnunepasus- 1 -kapookcunat (7,44 r, 40,0 mmosb, 1,00 5kB.), KaKk oOmucaHO B mpumepe |,
cranus 1. OcraTok xpomarorpadupoBaid Ha KOJIOHKE U3 cuirkaresisi ¢ nojgy4denuem 9,00 r (BbIxon
67%) mpem-6ytun-4-(3-aueramuno- | H-nupazon-1-kapobonun)nunepasun- 1 -kapOokcuaara B BUze
xentoro Teepaoro Bemectsa. LCMS (ESI, macca/zapso): 338 [M+H]". Cragus 2: noay4enue N-
(1-(munepa3un-1-kap6onunn)-1H-nupaszon-3-ua)aneramuaa

o 0
(\NJLN N\ TFA, DCM (\N)LN N

A ILI;? HN. NQ

Boc/N HN~<O K.T.,24. HN~<O

[00226] B cocyn MoMeInaiu mpem-0ytun-4-[ (3-aueramuno- 1 H-nupaszon-1-

Y

win)kapOoHwi [munepasun- 1-kapookcumnar (240 mr, 0,720 mmons, 1,00 3xB.), TFA (4 M) 1 DCM
(30 M), kak omucaHo B mpumepe 1, cramus 3, ¢ momydyerueM 168 mr (xomuuectBeHHO) N-(1-
(munepasun-1-kapOonmn)-1H-nupazon-3-mn)aneramuia B BHAE JKEITOrO TBEPAOrO BEIIECTBA.
LCMS (ESI, macca/zapsin): 238 [M+H]".

Craaus 3: nonydyenue mpem-0yTuia-2-(S-xjaop-2-gopmuidenokcu)anerara
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o Q

OH K,COs, ACN
K. T., B TCUCHHE HO‘IH/I<

0

[00227]B cocyn momemanu 4-xyiop-2-ruapokcudensanbaerun (1,00 r, 6,39 mmons, 1,00 5kB.),
mpem-0yTun-2-6pomanerar (1,38 r, 7,07 mmomns, 1,10 3kB.), kapbonar kanus (1,77 r, 12,8 mmoub,
2,00 3xB.) 1 ACN (20 mn). ITonyueHHBII pacTBOp MepEMELINBAIN B TEUEHHE HOUYM ITPU KOMHATHOM
TeMIieparype u racuiau ¢ nomombio Boabl (20 mur). Cmech skcTparupoBaid ¢ nomormso DCM
(3x30Mn) U opraHuuecKue CJIOU OOBEIUHSUIM, NMPOMBIBAIM C NOMOLIBI BOxbl (3 x 10 mi),
BBICYIIMBANIU HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIM IIPU
NOHIKEHHOM fAaBiieHuu. OcCTaTok XpomarorpagupoBaid Ha KOJOHKE W3 CHJIMKAress C
nonyuerneM 420 mr (Bexon 24%) mpem-Oytun-2-(5-xaop-2-popmunpeHokcn)anerata B BHIE
Genoro Teepmoro Bemectsa. LCMS (ESI, macca/zapsan): 271 [M+H]". Cragusa 4: noayueHue
mpem-6yTun-2-(2-((4-(3-aueramuno-1H-nupason-1-kapéonun)nunepasun-1-unma)merni)-5S-

xJaop¢geHokcH)anerara

Cl
N
\QCHO HN\) |‘u~ N

0 0

0" "0 NaBH(OAc)s, DCM o 0
/I< K. T., 2 4.

[00228]B cocyn mnomemanu N-[1-[(munepasun-1-un)kapOonun]-1H-niupason-3-unjaneramug
(143 mr, 0,600 mmonb, 1,00 3xB.), mpem-Oytun-2-(5-xnop-2-popmundpeHokcu)anerar (178 mr,
0,660 mmomb, 1,10 3xB.) 1 DCM (15 mu). [TonyueHHBIH pacTBOp MEepeMELINBAIN B TeueHHe | u.
NpYU KOMHATHOH Temreparype u 100aBisui TpualueTokcubopruapun Harpus (255 mr, 1,20 Mmons,
2,00 5kB.), kak omucaHo B mpumepe 1, cranus 6. OcraTok xpoMatorpagupoBaiu Ha KOJOHKE W3
cumkarenss ¢ mnonydeHueMm 200 mr  (Beixon 67%) mpem-Oytun-2-(2-((4-(3-aueramuno-1H-
nupason- 1 -kapOoHWI)unepasuH- 1 -mi)MeTn)-5-xnopeHokcn)anerata B Buae O€JIoro TBEPAOTO
semectea. LCMS (ESI, macca/zapsan): 492 [M+H]". Cragms 5: moayuenme 2-(2-((4-(3-
aneramuno-1H-nupa3zon-1-kap6oHun)nunepa3un-1-uia)MeTunin)-S-xJioppeHOKCH ) yKCY CHO#

KHCJI0TbI
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cl
N
NS NQ (NN
\Q\ HN%O TFA, DCM h@\»\; ri,:? o

K.T., 2 4. 0

[00229]B  cocyn momemanu  mpem-0ytun-2-[S-xmop-2-([4-[(3-aueramuno- 1 H-mupason-1-
win)kapOoHwI |munepasus- 1-un|mermn)penokcu Janerar (200 mr, 0,410 mmons, 1,00 3xB.), TFA
(2 M) u DCM (15 M), kak onucaHo B npumepe 1, craausa 1. HeouneHHbIH TpOayKT OYHIIANU C
nomotbio npenaparusHoii HPLC ¢ monyuenuem 22,6 mr (Boixon 13%) 2-(2-((4-(3-aueramuno-1H-
nupason-1-kapOoHmI)unepasuH- 1-ui)mMern)-5-x10pHeHOKCH )yKCYyCHON KUCIIOTHI B BUE Oenoro
tBepaoro Bemectsa. 'H SIMP: (300 MI'u, Metanon-dy) & 8,'0 (s, 1H), 7,19 - 7,41 (m, 2H), 7,01 -
7,12 (m, 1H), 6,80 (m, 1H), 4,68 (s, 2H), 4,01 - 4,21 (m, 6H), 3,15 - 3,28 (m, 4H), 2,'0 (s, 3H).
LCMS (ESI, macca/zapsio): 436 [M+H]".

Hpumep 4: 1-(2-((4-(3-aneramupno-1H-nupason-1-kapooHun)nunepasun-1-uni)merun)-5-

xJ0p¢eHoKcH)IHKJI0NponaH-1-kap0oHoOBasi KHCJI0TA

Cl
Sl
N 0
,_: S HN~<
HO™ ~O
Craaus 1: nonydyenue metui-1-(5-xjop-2-popmundenokcn)qukaonponan-1-kapooxcuaara
: XOH Q
CHO ©
F NaH, THF

K. T., B TEYeHHE HOYH (Ij O

[00230] B cocyn momemanu mMeTui- 1-rugpokcuniukiionponan-1-kapookcunar (1,28 r, 11,0 mmors,
1,103kB.) u THF (20 mu). HdobGasnsmm mo kamusim rugpun Hatpus (60% B macne, 600 mr,
15,0 mmonb, 1,50 3xB.) mpu 0°C. TlonyueHHBIH pacTBOp mnepememnBaiu B TedeHue 0,5 4. mpu
KOMHATHOU Temmeparype. 3arem nobasisum 4-xjop-2-propdersanpaerun (1,59, 10,0 Mmmosb,
1,00 3kB.). [Tony4ueHHBII pacTBOP MEPEMEIINBAIN B TEYCHUE HOYM NIPU KOMHATHOW TeMIepaType
racwi ¢ nomompio Boabl (20 mim). Cmech skcTparupoBanu ¢ nomombo DCM (3 x 30 M) u

OpPTaHUYECKHE CJIOU OOBEOUHSUIH, MPOMBIBAJH C MOMOIIBIO BOAbI (3 X 10 Mut), BbICYIIMBaIN Hax
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0e3BoAHBIM Cynb(aToM HaTpuUs, GUIBTPOBAIN U KOHLEHTPUPOBAIN NPU MOHWKEHHOM IaBJICHHUH.
Ocrarok xpomarorpadpupoBaid Ha KOJOHKE U3 cuiukaresst ¢ noiayderueM 500 mr (Berxon 20%)
meTu- 1 -(5-xnop-2-popMundpeHokcn )uukIonponas- 1 -kapbokcnunara B BuAe O€NOro TBEPAOrO
semectBa. LCMS (ESI, macca/sapso): 255 [M+H]".

Craagus 2: NnoJiy4eHHue mpem-oyTui-4-(4-xaop-2-(1-

(MeTOKCHMKAPOOHMI)IHKJIONPONOKCH)0eH3uI)IunepasuH-1-kapdokcuiaTa

Cl Boc Cl (\N'BO
N N
CHO HN._J
O » O
S NaBH(OAc);, DCM A;
o 0 K. T., 2 4. G O

\ \

[00231]B cocyn mnomemanu mpem-Oytunnunepasus-1-kapookcunar (186 mr, 1,00 mmonb,
1,00 5kB.), metu- 1-(5-xnop-2-popmuindeHokcn))uukionponas- 1 -kapookcunat (280 wr,
1,10 mmodb, 1,10 3xB.) 1 DCM (15 mn). IToaydeHHsIit pacTBOp nepeMeInnBaiy B TeueHue 1 4. mpu
KOMHATHOH Temmeparype © 3areM pao00aBisuM  TpuaueTokcuOoprunpun Hatpus (424 wr,
2,00 mmomb, 2,00 3kB.). IlonyueHHbIH pacTBOpP NEepeMEIINBAIN B TeueHHE | 4. MpH KOMHATHON
TeMIepaType U racuiu ¢ nmomoibio Boabl (10 mir), kak onucaHo B mpumepe 1, cragust 6. OctaTok
xpomarorpadupoBaai Ha KOJOHKE W3 cuimkarens ¢ nonyderueM 320 mr (Bbixon 75%) mpem-
OyTr-4-(4-x510p-2-(1-(METOKCUKapOOHIIT ) IMKJIOMPOMOKCH )OS H3 W )ITUTIepa3uH- | -kapOokcuiata B
Buze 6enoro Teepaoro Bemectsa. LCMS (ESI, macca/zapsao): 425 [M+H]".

Cragna  3: noaydenue  1-(2-((4-(mpem-oyroxkcuxapOoHuI)nunepasuH-1-uma)merunn)-5S-
xJ0pdeHOKCH)UHKIONPOonaH-1-Kap0oHOBOI KHUCJIOTHI

Cl Boc
(\N’ Cl N,Boc
Q\,N\) LiOH, MeOH, H,O \QVQ

O -
AS: K. T., 2 4. Agj
o ©° ©

\ HO

[00232]1B 40-mn cocyn OMeL AN mpem-0ytun-4-(4-xmop-2-(1-
(MeTOKCHKapOOHWII)LIMKJIONPOIIOKCH )OeH3 ) unepa3us- 1 -kapookcmnar (320 mr, 0,750 MmO,
1,00 3kB.), ruppokcun autus (54,0 mr, 2,25 mmone, 3,00 3xB.), MeOH (20 M) u Bomy (5 mn).
IlonyueHHBII pacTBOpP MepeMElINBAIM B Te4eHHWE 24Y. INPU KOMHATHOH TeMIepaTtype W
KOHLIEHTPUPOBAJIM NPU TIOHIKEHHOM J1aBiieHUH. [1oNy4eHHbII pacTBOP TacHild C MOMOIIBIO BOJBI

(20 m). 3nauenune pH pactBopa perymupoBanu A0 5~6 € MOMOIIBI XJOPHUCTOBOAOPOAHOM

- 194 -



kuciotsl (1 M). Cmech skctparuposanu ¢ nomoibo DCM (3 x 20 mut), MpOMBIBAIIM C ITOMOIIBIO
Bogbl (3 x 10 mm), BeICymmMBanmu Hajg O€3BOAHBIM CyJabpaToM HaTpus, (QUIBTPOBAIN U
KOHIIEHTPUPOBAIM TPU TOHIDKEHHOM JaBiieHuu ¢ monydeHueMm 280 mr (Bexom 90%) 1-(2-((4-
(mpem-06yToxcukapOOHWI ) IUIIEPa3uH- | -HT)MeTHIT)-5-XTOpHEHOKCH ) [IUKJIONPOTIaH- | -kapOOHOBOH

KHUCIOTHI B Buze Oenoro teepaoro semectsa. LCMS (ESI, macca/zapso): 411 [M+H]". Cragus 4:
MoJIy4eHue 1-(5-xy10p-2-(nunepa3suH-1-uamMeTH)(PpeHoKCH ) IIUKI0NponaH-1-kap0oHoBO#H

KHCJI0TbI

Cl Boc Cl
(\N' (\NH
\Q\/N\) TFA, DCM N

Aﬁ) K. T., 2 4. %
0 0
HO HO

[00233]B cocyn mnomemanu  1-(2-((4-(mpem-OyrokcukapOoHWI )IUnepa3uH- 1 -1i)MeTn)-5-

xJopdheHoKCH ) UKIonponaH- 1 -kapbonoByto  kucnory (280 mr, 0,680 mmonb, 1,00 5xB.), TFA
2wmn) uw DCM (15 wmin), xak omucaHo B mpumepe 1, craaus 3, ¢ mnomydeHuem 211 mr
(KOJMYECTBEHHO) 1-(5-xnop-2-(nunepasus- 1 -nimMeTniT ) eHOKCH ) IUKJIONpOonaH- 1 -kapOOHOBOH
KUCIOTHI B Buze Oenoro teepaoro Bewectsa. LCMS (ESI, macca/zapsio): 311 [M+H]". Cragus 5:
NnoJIyueHue 1-(2-((4-(3-aueramuno-1H-nupason-1-kapoonna)nunepasul-1-uia)mernn)-5S-

xJ10pdeHOKCH)UMKIONPOonaH-1-Kap0OoOHOBOI KHCJIOTHI

¢l HNN 0
" NH r‘qQ cl A
0 N° N™N
\Q\/N\) HN—< \Q\l\(\) QQ o
O -
ﬁ Tpudocren 0
O DIPEA, DCM

HO 0°C, 2 u. HO™ Y0

[00234] B cocyn momemanu N-(1H-nupazon-3-mn)aneramun (85,0 mr, 0,680 mmoinb, 1,00 5kB.),
tpudocren (101 mr, 0,340 mmounb, 0,50 5kB.) 1 DCM (15 mi). 3arem nobasnsin DIPEA (529 wr,
4,10 mmonb, 6,00 3kB.) mpu 0°C. Ilony4eHHBIH pacTBOp MEPEMEIINBAIA B TEUEHHE 2 Y. TIPH
KOMHaTHOMN TeMIieparype. 3ateMm I00aBIITH 1-(5-xnop-2-(unepasun-1-
WIMETHIT)(PEHOKCH )UUKIIonponaH-1-kapboHosyro kucioty (211 mr, 0,680 mmonb, 1,00 3kB.), Kak
OnmucaHo B npumepe 2, craaus 5. HeounimeHHbll NPOAYKT OYMINAIN C MOMOLIBIO MPEnapaTUBHON
HPLC ¢ nmonyuenmem 56,0 mr (Berxom 18%)  1-(2-((4-(3-auerammmo-1H-nmpaszon-1-
KapOOHWT)UTIepa3uH- 1 -1T)MeTHI)-5-XJ10p () eHOKCH )IIUKJIONPOTaH- | -kapOOHOBOM KUCJIOTHI B BUIE

6enoro Teepaoro semectsa. 'H SIMP: (300 MI'u, Meranon-dy) § 8,08 (s, 1H), 7,27 - 7,41 (m, 2H),
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6,98 - 7,12 (m, 1H), 6,79 (s, 1H), 4,05 (br, 6H), 3,12 (br, 4H), 2,11 (s, 3H), 1,41 -1,51 (m, 2H), 1,21
-1,32 (m, 2H). LCMS (ESI, macca/zaps0): 462 [M+H]".
IIpumep S: N-(1-(4-(3-(1,3,4-oxcagnazosi-2-una)-4-(tpudgropmerni)peHoKkcH)nunepuaut-1-

kap6onna)-1H-nupa3zon-3-ua)merancyabponamua

j\
0 N=
Q1 © HN—E
N-N T
@]

Cragus 1: CUHTE3 mpem-0yTua-4-(3-(MeTokcukapooHm)-4-

(TpudTopmerni)peHokcH)nunepuanH-1-kapdokcuIaTa

F3Cj©\ O,BOC CO, Pd(dppDC]g F3C /O\'JBOC
. o EN,MeOH 0

100°C, B TeueHue Houn O

[00235]B 30-mn1 Oak peakTopa TMOA JaBJCHUEM TOMeIaan mpem-0ytun-4-[3-6pom-4-
(Tpudropmermn)penokcu Jnunepunun- 1 -kapbokcunar (1,00, 2,36 mmonb, 1,003kB.), [1,1-
ouc(nugpenundochuno)peppouet|nuxnopnamnanuii(ll) (173 mr, 0,236 mmonb, 0,10 3kB.),
metanos (10 mu) u TpusTrnamus (715 mr, 7,08 mmons, 3,00 5kB.). BBoammm MOHOOKCH yriiepoaa
U PEaKLMOHHYI0 CMeCh mepeMenrnBaiu B TeueHue Houn npu 100°C o ramenust Bomoit (20 mu).
[Tony4yeHHBIH PacTBOP KCTPArMpOBAIM C MOMOIIBIO dTHianerata (3 X 20 Mi1) U OpraHUYECKHe
CJION OOBEIUHSIN, MPOMBIBAI C TIOMOLIBKO COJIEBOrO pactBopa (2 x 20 mut), BBICYLIMBAIN Hax
6e3BoAHBIM Cyb(aToM HaTpUs, PUIBTPOBAINA U KOHLEHTPUPOBAIU MPU MOHUKEHHOM IaBJICHUH.
Ocratok xpomartorpadpupoBaid Ha KOJOHKe W3 cuiukarens ¢ noiayderueM 0,750 r (Beixon 79%)
mpem-0yTin-4-(3-(meTokcukapOoHmn )-4-(TpudTopMeTII ) (PEHOKCH )ITHITepHIUH- | -kapOoKcHIaTa.
LCMS (ESI, macca/zapso): 404 [M+H]".

Cragus 2: CUHTE3 mpem-0yTua-4-(3-(ruapasuHkapoonmn)-4-

(TpudTopmerni)peHokcH)uNepuauH-1-kapdokcuIaTa

FiC _Boc FsC .Boc
O

o MeOH ©
/O

-NH
80°C, B Teuenune Houm HyN

[00236] B K0JI0y MOMeIIaN mpem-0yTun-4-(3-(MeTokcuKapOOHT)-4-
(Tpudropmermn)perokcu)nunepunus- 1 -kapbokcmnar (750 mr, 1,86 mmonb, 1,00 5kB.), MeTaHON

(30mn) wu rugpar rtuapasuHa (465 mr, 9,29 Mmonb, 5,00 3kB.). PeakIMOHHYIO CMecCh
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nepememuBaiu B TeueHne Houu npu 80°C u racwnu ¢ momousro Boasl (20 mu). IlomydeHHbIH
PacTBOpP SKCTPArHPOBANU C TIOMOIIBIO dTHianerara (3 x 20 MjT) U OpraHHYECKHe CIIOU OOBEIMHSLIY,
MPOMBIBAJIH C TIOMOIIIBIO COJIEBOTO pacTBopa (2 x 20 mit), BBICYIINBaAIN Hajl O€3BOAHBIM CYJIb(aToOM
HaTpusi, (QWIBTPOBAIM M  KOHLUEHTPUPOBAIM TPU TOHIKEHHOM paasieHHH. OcraTok
xpomarorpadupoBany Ha CHiIMKarejie ¢ mnoiydeHuem 573 mr (Beixox 76%) mpem-Oytun-4-(3-
(runpaszunkapOoHmn)-4-(TpudTopmerin)peHokcu)nunepuans- 1 -kapookcmwiara.  LCMS  (ESI,
macca/3apso): 404 [M+H]".

Craagns 3: CHHTE3 mpem-0yTna-4-(3-(1,3,4-oxkcaguason-2-ui)-4-

(TpudTopmerni)peHokcH)IUNEePpUANH-1-KapOokcHIaTa

:@QBOC j)CL/(\/IBOC

BF}*OEtz
DMSQ, 80°C, 3 u.

[00237]B KOJIOyY NOMeLIanu mpem-0ytun-4-(3-(rugpasuHKapOOHIT)-4-
(Tpudropmermn)penokcn)munepunun- 1 -kapbokcmnar (130 mr, 0,320 MmO, 1,00 5kB.),
mumerwicynbpokeun (10 mn) u  (austokcumerokcu)dtan (191 mr, 1,29 mmonb, 4,00 5kB.).
IlonyueHHBII pacTBOp MepeMELIMBald B TEeUE€HHE 1 4. NpPU KOMHATHOM Temmeparype a0
nobasyneHust nuATUIOBOrO sdupa Tpudprtopuna Oopa (55,0 mr, 0,390 mmonb, 1,20 5kB.).
PeakumonHyro cMmech mepememnBain B TedeHue 3 4. mpu 80°C M racuiu ¢ TMOMOINBIO BOABI
(20 mi). TlonmydeHHbI pacTBOP OHKCTPArHpoBajM C TMOMOIIbIO JTwianerata (3 x 20 M) o
OpraHUYECKUe CJIOM OOBENMHSIIH, MPOMBIBAIIA C TOMOINBIO COJIEBOro pactBopa (2 x 20 mu),
BBICYIIMBAIA HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIH IPU
NOHMKEHHOM naBiieHuH. OcCTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAareiast ¢
MOJy4YeHUEM 40,0 mr (BBIXOZ 30%) mpem-0ytun-4-(3-(1,3,4-okcagnazon-2-muin)-4-
(tpudTopmerw)perokcu)unepunun- 1 -kapbokcunara. LCMS (ESI, macca/zapso): 414 [M+H]".

Crapus 4: cunre3 2-(5-(nunepuaun-4-miaokcu)-2-(rpudropmern)penni)-1,3,4-okcaguasona
0 - 0O

< O K.T., 34, - ©
N-N N-N

[00238] B KOOy MoMeInaiu mpem-0ytun-4-(3-(1,3,4-oxcanuazon-2-un)-4-

(Tpudropmermn)penokcn)nunepunus-1-kapbokcmnar (80,0 mr, 0,190 mmone, 1,00 3kB.),
auxiopmetas (4 min) u TpudropykcycHyro kucnoty (1 mun). IlomydeHHBIH pacTBOp MepeMernBam
B T€UEHHE 3 4. IPU KOMHATHOW TEMIIEpaType M KOHLEHTPUPOBAIH MPH MOHWKEHHOM JAaBJICHUH C

-197 -



nonyueHueM 100 mr (HeouumienHoro) 2-(5-(munepuanH-4-unokcu)-2-(Tpudropmeri)deHrn)-
1,3,4-oxcanunazona. LCMS (ESI, macca/zapso): 314 [M+H]".
Cragus S: CUHTE3 N-(1-(4-(3-(1,3,4-oxcagnazona-2-uia)-4-

(Tpudropmerni)peHokcH)nunepuauH-1-kapoonna)-1H-nupazon-3-un)merancyabponamuaa

I dacdes¥op:

Q
i

HN~§— DIPEA, DCM HN-S—
Q K. T., B TCHEHUE HOYU 0

[00239] B cocyn nmomemanu 4-autpodenmn-3-merancynbponamuno- 1 H-mupaszon-1-kapbokcunar
(104 mr, 0,320 mmonb, 2,00 3kB.), nuxyopmerad (10 mm) u 2-(5-(nmunepunuH-4-uiokcu)-2-
(Tpudropmerun)pennn)-1,3,4-okcannazon (48,6 mr, 0,160 mmons, 1,00 5kB.) B aTmMocdepe as3ora.
Hobasnsm no karisiM N,N-nuuszonpornumstuiamut (60,0 mr, 0,470 mmonb, 3,00 5kB.) npu 0°C u
NOJIy4E€HHBIH PacTBOpP NMEPEMEIINBAIM B T€UEHHE HOYM NPH KOMHATHOH TeMmnepaType M racuiu ¢
nomomplo Boael (10 mit). CMmech 3KCTparupoBajd C MOMOMIBIO auxjopmerana (3 x 10 mu) u
OpraHu4eckue CJIou OOBEAMHSIM, MPOMBIBAJIM C IMOMOLIBIO COJNeBOro pactsopa (2 x 10 mi),
BBICYLIMBAIM Haj Oe3BOAHBIM Cyib(aToM HaTpus, (UIBTPOBAIM W KOHLEHTPUPOBAIHU IPH
MOHIKEHHOM fAaByieHnu. Heounmennsiit nponykT (160 mMr) ouuiany ¢ NOMOIIBIO MpenapaTUBHOM
HPLC ¢ nonyuenmem 258 mr (Bbxon 33%) N-(1-(4-(3-(1,3,4-okcanmnazon-2-um)-4-
(TpudTopmeri)heHokcu)nunepuauH- 1 -kap6ouun)- |H-nmupazon-3-un)merancynbponamuna.  'H
SAMP (400MTI'y, Xnopodopm-d) 6 8,61 (s, 1H), 8,08 (d, J=2,8 I'y, 1H), 7,81 (d, J = 8,8 I'y, 1H),
7,60 (d, J=2,8Tu, 1H), 7,32 (s, 1H), 7,19 - 7,22 (m, 1H), 6,34 (d, /= 2,8 ', 1H), 4,77 - 4,82 (m,
1H), 3,93 - 3,99 (m, 4H), 3,18 (s, 3H), 2,10 - 2,17 (m, 2H), 1,97 - 2,03 (m, 2H). LCMS (ESI,
macca/zapso): 501 [M+H]".

Hpumep 6: N-(1-(4-(4-x0p-3-(UMKJIONEHTHIOKCH)(peHOKcH)nunepuanH-1-kapoonun)-1H-

l'lI/Ipa30J1-3-I/IJI)MeTchyJIb(l)0HaMI/IIl

Qo0 O,

H
HN—- S~

Cragus 1: noJiy4yeHue 4-aurpodenni-3-(Meruicyiabponamuao)-1H-nupason-1-

Kap0okcuiaTa
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"CLL 0L
HN"N
r';\-? o)l\m oJJ\r;l \
HN-g-— - N=( o
O’ Et:N, DCM HN-S—
K. T., 2 4. ('3’

[00240]B cocyn mnomemanu N-(1H-nupazon-3-un)merancynbdonamun (172 mr, 1,07 mmons,
1,003kxB.) B8 DCM (10 mn) u 4-aurpodpenmnxnoppopmuar (237 mr, 1,18 mmons, 1,10 3kB.).
HobGasmsumu Tpustunamud (324 mr, 3,21 mmodns, 3,00 5kB.), Kak onucaHo B mpumepe 1, cramus 1.
IlonyueHHBII pacTBOpP MEpEeMEIINBAIA B TeYeHHWE 24Y. IPU KOMHATHOH TeMIEparype Hu
KOHLIEHTPUPOBAIM TIPU TOHIKEHHOM JaBJIEHUH C TMoyydyeHHeM 360 Mr (HeouuineHHoro) 4-
HuTpo(eHmn-3-merancynpponamuno- 1 H-nupason-1-kapbokcunara B Buzge sxenroro macna. LCMS
(ESL, macca/zapsio): 327 [M+H]".

Cragus 2: nonydenue mpem-6yrun-4-(3-6pom-4-xnopdeHokcn)nunepuaus-1-kapooxcunara

Pl e e
Br F NaH, DMF Br 0

K. I.. B TCUCHHC HOYM

[00241]B kon®y mnomemanun mpem-0yTun-4-rugpokcununepuans-1-kapobokcunar (2,88 r,
14,3 mmoib, 1,50 3kxB.), N,N-numerundopmamun (20 mu) u ruapun Hatpus (574 mr, 14,3 MMoIb,
1,50 a3kB., 60% B MuHepambHOM Macie). [loay4eHHblid pacTBOp mepememnBaiu B TeueHue 0,5 u.
npu 0°C. JJoGassmu 2-6pom- 1-xnop-4-dropbenson (2,00 r, 9,55 mmons, 1,00 5kB.). [TonydeHHbIH
pacTBOp MepeMeIlnBAIA B TEYCHHE HOYM NMPU KOMHATHOW TEMIEpaType U TaCHIH C MOMOIIBIO
BozbI (20 M), kKak onricano B npumepe 1, craaust 4. OcraTok XpomarorpadupoBaji Ha KOJIOHKE U3
CUJIMKArens c MOJIy4YeHHUEM 2,62r (BBIXOZ 70%) mpem-0ytun-4-(3-6pom-4-
xyopdeHokcH)munepuans- 1-kapookcunara B Bune xenroro macia. LCMS (ESIL, wmacca/zapso):
390 [M+H]".

Cragus  3: noaydeHue  mpem-0yTuii-4-(4-xaop-3-ruapoxcudeHokcu)nunepuanH-1-
Kap0okcujaTa

B(OCHs)3, n-BuLi, AcOH

Cl N Boc Cl N Boc
Br O HO O

K. T., 5u.

[00242] B konly nmomemanu mpem-0yTun-4-(3-0pom-4-xnoppeHoKcH )munepuans- 1 -kapOokcunat
(585 wmr, 1,50 mmons, 1,00 3xB.), TpumeTminoopart (203 mr, 1,95 mmons, 1,30 sxB.) u THF (10 mi) B

atMocepe azora. Cmech oxmaxkaanu 1o -78°C. Jlobapnsmm mo karisim H-Oytusuiutuii (0,78 i,
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1,95 mmonb, 1,30 3kB., 2,5 M B rekcane) npu -78°C B Teuenme 0,5 u. JloOaBisuim yKCYCHYIO
kucioty (180 mr, 3,00 mmone, 2,00 5kB.) npu -20°C. Jlo6aBnsim Mo KarisiM MEePOKCHA BOAOPOAA
(855 wmr, 7,50 mmonsb, 5,00 skB., 30% B Bome) mpu -10°C B Teuenue S muH. [lony4deHHBINH pacTBOP
nepeMelInBaii B TeUeHHe S5 4. IPU KOMHATHON TeMIIEpaType U TacUji C MOMOLIbIO HACBHIILEHHOTO
pactBopa THocybdara Harpus (20 mut). [TonydeHHYIO CMeCh KOHIIEHTPUPOBAIU TPU MOHHKEHHOM
naBiennn. OCTaToK XpoMaTorpaupoBaii Ha KOJIOHKE W3 CUHMKareis ¢ mojydeHuem 300 mr
(BerxOm 61%) mpem-OyTun-4-(4-xnop-3-runpoxkcueHOKCH)TUIePUINH-1-kapOokcuaata B BUAE
xenroro macia. LCMS (ESI, macca/zapso): 328 [M+H]".

Craaus 4: nonydenue mpem-0yTuii-4-(4-xaop-3-(HUKI0NEHTHI0KCH )peHOKCH)THUTIepHANH-1-

Kap0okcuiaTa

POV eE s eBoueH
HO O Cs2COs, DMF

K. T., 3 4.

[00243]B  komby  nomemanu  mpem-0yTun-4-(4-xmop-3-ruapokcudeHoKCH)munepuanH-1-
kapOokcunat (300 mr, 0,920 mmonsb, 1,00 3kB.), N,N-qumetundopmamua (5 mi), HOALMKIONEHTaH
(359 wr, 1,83 mmodb, 2,00 5kB.) u kapboHat uesust (897 mr, 2,75 mmonb, 3,00 5kB.). IToay4eHHbIi
PacTBOp MepeMeInrBaIi B TEYEHUE 3 4. IPU KOMHATHOM TeMIepaType ¥ raCUjI ¢ MOMOLIBIO BOIbI
(10 mi1), xak omucano B mpumepe 3, craaus 3. OcraTok xpomarorpapupoBaidi Ha KOJIOHKE M3
CUJTUKAreJIst Cc MOJIy4eHUEM 260 mr (BBIXOZ 72%) mpem-0yTun-4-(4-xnop-3-
(uMKJIONEHTHIIOKCH )(heHOKCH ) TunepuanH- 1 -kapOokcuinara B Bune skenroro macia. LCMS (ESI,
macca/3apso): 396 [M+H]".

Cranus S: nonydenue 4-(4-xa0p-3-(UUKIONEHTHIOKCH)PeHOKCH )THTIEPHIHHA
I
CJC O e Q0 O
o) O K.T.,34.
[00244] B xonby momermnanu mpem-0yTuin-4-(4-xa0p-3-(LUKIONEHTIIOKCH ) €HOKCH ) TUTIEPUIUH-

1-kapbokcunar (260 mr, 0,660 mmoinb, 1,00 3xB.), DCM (10 mu) m TFA (2 mi1), Kak OMHMCAaHO B

npumepe 1, cragus 3, ¢ nonydyeHueM 294 mr  (HeouumneHHoro)  4-(4-xmop-3-
(umkyoneHTHIIOKCH )peHOKCH )unepuanHa B Buze skenroro Macina. LCMS (ESL, macca/zapso): 296
[M+H]".

Cragusas  6: mnoaydenue  N-(1-(4-(4-xa0p-3-(nuKkaoneHTHI0KCH )peHOKCH)THTIePHUANH-1-

kap6onni)-1H-nupazon-3-un)merancyibgonamuaa
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DIPEA, DCM
K. T., 34

[00245] B cocyn nomemanu 4-HutpodeHun-3-merancyibponamuno-1H-mupason-1-kapbokcunar
(430 mr, 1,32 mmonb, 2,00 3kB.), 4-(4-xnop-3-(uuknoneHTuiokcn)peHokcn)nunepuaud (194 wmr,
0,658 mmonp, 1,00 3xB.) 1 DCM (10 M) B armocdepe asora. [lobasmsuim mo kammsim DIPEA
(255 wmr, 1,98 mmons, 3,00 s5xB.) npu 0°C. Ilonmy4deHHBIH pacTBOp NMEpeMEIINBAIM B TE€UYEHHUE 3 .
npU KOMHAaTHOHM Temrepatype U racuiau ¢ nomompro Boabl (10 mu). Cmech skcTparupoBanu ¢
nomommbto DCM (3 x 10 Mi1) U opraHudeckue CJIOH OOBEAWHSUIH, NPOMBIBAINM C MOMOLIBIO
coneBoro pactsopa (2 x 10 mi), BbICyIIMBaIKN Haa O€3BOIHBIM CyJIb()aToOM HATpHs, (PHIBTPOBAIN U
KOHLIEHTPUPOBAJIMU TIPU IMOHMKEHHOM aapieHuH. HeouwmimeHHsl#t mpoaykTt (250 Mr) oumimanu c
nomompto npenaparusaoit HPLC ¢ monyuenuem 88,2 mr (Bbixom 28%) N-(1-(4-(4-xmop-3-
(umKJIOneHTIIIOKCH )peHoken ) munepuaus- 1 -kapOoHmn)-1 H-nupason-3-mn)merancynbhoHamuna B
Buje Genoro Teepaoro semectsa. 'H AMP (400MI'u, Xnopodopm-d) & 8,08 (d, J = 2,8 'y, 1H),
7,25 (d, J=8,8T'n, 1H), 7,16 (s, 1H), 6,54 (d, J = 2,4 'y, 1H), 6,43 - 6,46 (m, 1H), 6,34 (d, /=2,8
I'u, 1H), 4,77 - 4,80 (m, 1H), 4,56 - 4,59 (m, 'H), 3,85 - 3,97 (m, 4H), 3,17 (s, 3H), 2,02 - 2,10 (m,
2H), 1,85 - 1,99 (m, 8H), 1,64 - 1,67 (m, 2H). LCMS (ESI, macca/z3aps0): 505 [M+Na]".

HOpumep 7: N-(1-(4-(2-(1,3,4-oxcaguazou-2-uia)-3-(tpudgropmerni)peHoKcH)nunepuaut-1-

kap6onn)-1H-nupazon-3-un)merancyabponammua

hig
o
FsC 0 NS o
HN-S—
o\;\J
\=\

1]

o)

Cragus 1: noJiy4yeHue 4-aurpodenni-3-(meruicyiabponamuao)-1H-nupason-1-

Kap0okcuiaTa

HN™ X )L
NQ o ool 07 NN
HN-S - N= o

5 Et:N, DCM HN-S—
KTw2q. 0
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[00246] B cocyn mnomemanu N-(1H-nupazon-3-un)merancynbdonamun (172 mr, 1,07 mmodb,
1,003kB.) B8 DCM (10 mn) u 4-aurpodenmixnoppopmuar (237 mr, 1,18 mmons, 1,10 3kB.).
HobGasmsuu TpustiiiamuH (324 mr, 3,21 mmoub, 3,00 3kB.), Kak omucaHo B nmpumepe 1, ctaamst 1, ¢
nojydeHueM 360 mr (HeouuineHHoro) 4-uurpodenni-3-(meruncynbpornamuno)-1H-nupason-1-
kapbokcunata B Buze xentoro macna. LCMS (ESI, macca/zapso): 327 [M+H]".

Cragns 2: noaydeHue mpem-0yTuia-4-(2-0pom-3-(rpudropmernn)denokcu)nunepuany-1-

Kap0okcujaTa
HO N—Boc
I A a0
FoC F NaH, DMF FsC o
Br Br

K. T., B TEYCHHUE HOYN

[00247]B konOy mnomemanu mpem-OyTun-4-ruapokcununepuant- 1-kapbokeunar (1,24,
6,16 mmonb, 1,50 s5kB.) u N,N-numerundpopmamuz (20 mi). [TonydeHHbIH pacTBOp MepeMeInBaIu
B Teuenue 0,5 4. mpu 0°C. [obGasnsim runpun Hatpusi (247 mr, 6,16 mmons, 1,50 skB., 60% B
MHHepanbHOM Macine). IlonydeHHblii pactBop mnepememmBanu B TedeHue 0,54, mpu 0°C.
Hobasmsamu  2-0pom-1-¢pTop-3-(TpudpTopmermn)oenzon (1,00, 4,12 mmonb, 1,00 5kB.), Kak
onucaHo B npumepe 4, cragus 1. Ocrarok xpomarorpadupoBaii Ha KOJOHKE M3 CHJIMKAress C
MOJTyYeHUEM 1,30 r (BBIXOA 74%) mpem-0ytun-4-(2-6pom-3-
(Tpudropmern)perokcu))nunepunun- 1 -kapbokcunata B Buue skenroro macia. LCMS (ESI
macca/zapso): 424 [M+H]".

Cragus 3: NoJIy4eHue mpem-0yTni-4-(2-(meTokcukapooHmI)-3-

(Tpudropmerni)peHokcH)nunepuauH-1-kapdéokcuIaTa

Boc Q B
N~ .Boc
1 ot IS,
FsC 0 FaC 0
Br

n-BuLi, THF
K.T.,24 o~ o~

[00248] B konOy nomemmanu mpem-0yTun-4-(2-6pom-3-(Tpudropmerni)heHokcr)munepuiu-1-
kapookcunmat (1,80, 4,18 mmonb, 1,00 3xB.) B armocdepe azora. JobGasmsyiu THF (10 mn).
JobGassu no karisim H-Oytusuatuil (2 mot, 5,02 mmonb, 1,20 3kB., 2,5 M B H-TeKCaHe) Mpu -
78°C. Cmech mepememuBain B Teuenue 15 mun. nipu -78°C. Jlobassiin XJ1op(METOKCH)METAaHOH
(1,191, 12,6 mmonb, 3,00 3kB.). IlomyueHHBIH pacTBOpP NEpEeMEINMBAIM B TEUEHHE 2 4. TPU
KOMHATHOW TemmepaTrype © racwim ¢ Tnomommbio Bombl (10 mur). TlonydeHHBINH pacTBOp

skcTparuposanu ¢ nomombo EtOAc (3 x 20 MiT) 1 opraHudeckre Cion OOBEIUHSIIN, IPOMBIBAIIN C
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MIOMOIIBIO COJIEBOrO pactBopa (2 x 20 mur), BBICYIIMBANIM Haja OE€3BOIHBIM CyJib(paToM HATPH,
$uIbTPOBANM M KOHLEHTPUPOBAIN NMPHU MOHMKEHHOM naBieHHU. OCTaTok xpomarorpadupoBain
Ha KOJOHKe w3 cwmkarens c¢ nonyderneM 0,180r (Beixom 11%) mpem-Oyrun-4-(2-
(MeTokcukapbonmn)-3-(tpudropmernn)penokcn)nunepunH-1-kapOokcumata B BHAE JKEJNTOTO
macina. LCMS (ESI, macca/zapso): 404 [M+H]".

Cragus 4: NnoJiy4yeHue mpem-0yTua-4-(2-(ruapasuHKapooHmI)-3-

(TpudTopmerni)peHoKcH)IUNEePpUAHH-1-KapOokcHIaTa

.Boc
O’BC’C NH,NH»-H,0 /O
FaC 0O MeOH F3C o)
oo 80°C, B TeyeHHe HOUH o N,NH;g
H

[00249] B N (0% MOMe LN mpem-0yTin-4-(2-(MeToKkCuKkapOOHHT)-3-

(Tpudropmermn)penokcn)nunepunun- 1 -kapookcmnar (300 mr, 0,740 mmonb, 1,00 5kB.), rumpar
ruapasuna (247 mr, 3,70 mmonb, 5,00 5kB., 80% B Bome) 1 MeOH (40 mun). [TonyueHHbIH pacTBOp
nepememinBaiu B TedeHne Houu npu 80°C u racunu ¢ momoinbio Boab! (10 mMir), kKak OMMUCaHO B
npumepe S5, cragust 4. OcraTok XpoMarorpaupoBaii Ha KOJIOHKE M3 CHJIMKAress ¢ MOIyYeHueM
199 mr (BBIXOI 66%) mpem-0ytun-4-(2-(runpasuHKapOOHm)-3-
(Tpudropmern)perokcu )nunepunun- 1 -kapbokcunata B Buue skenroro macia. LCMS (ESI,
macca/zapso): 404 [M+H]".

Cragus S: noJiyyeHue mpem-6yTun-4-(2-(1,3,4-okcaguazon-2-umn)-3-

(Tpn(l)TopMeTn.n)q)eHOKcn)nnnepmlnn-l-KﬂpﬁOKanlaTa

E ) o JQ
BF:*OEt; O

DMSQG, 80°C, 3 u. \=

[00250] B KOJIOY MoMeInanu mpem-0yTuin-4-(2-(runpa3suHkapOoHuIT)-3-
(Tpudropmern)perokcn)nunepunus- 1-kapdokcmwnar (199 mr, 0,490 mmons, 1,00 3xB.), DMSO
(10 M) u (amdTOoKCHMeTOKCcH)3TaH (293 mr, 1,98 mmonb, 4,00 3kB.). IloaydeHHbIli pacTBOp
nepeMennnBaii B TedyeHue | 4. mpu koMHaTHOW Temnepatype. Jlobasnsun adupar tpudTopuna
6opa (84,2 mr, 0,588 mmounb, 1,20 3kB.). [Tony4deHHbIH pacTBOp MEPEMEIINBAIHN B TEUEHUE 3 U. MIPU
80°C u racumm ¢ momombro Boabl (10 i), kak ommcaHo B mpumepe S5, cramust 5. OcTaTok

XpomarorpadupoBaay Ha KOJOHKE M3 CUiMKarens ¢ monyudeHueM 33,0 mr (Beixon 16%) mpem-
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OyTun-4-(2-(1,3,4-oxcannazon-2-nn)-3-(TpudropmeTri)peHokcn))munepuans- 1 -kapOokcunaTa B
Buze xenroro macna. LCMS (ESI macca/zapso): 414 [M+H]".

Cragus  6: noaydeHue  2-(2-(munepuamH-4-unokcH)-6-(tpudropmerun)dpenn)-1,3,4-

OKCAaHA30J1a
JQ o
TFA, DCM F3C 0
K.T.,3 1. Q"N
=N
[00251] B KOJIOYy NoMeInaiu mpem-6yTn-4-(2-(1,3,4-okcanuaszon-2-mn)-3-

(Tpudropmerun)penokcu)nunepunus- 1 -kapdokcunar (33,0 mr, 0,0800 mmons, 1,00 s3kB.), DCM
(4mn) u TFA (1 mn), xaxk omucaHo B mpumepe 1, cragus 3, ¢ mnonydeHuem 30,0 mMr
(HeouneHHoro)  2-(2-(nmunepunuH-4-mokcn)-6-(tpudropmermn)pennn)-1,3,4-okcaquazona B
Buze kpacHoro macia. LCMS (ESI, macca/zapso): 314 [M+H]".

Cragus 7: NnoJiyueHue N-(1-(4-(2-(1,3,4-oxcagua3zon-2-umn)-3-

(tpudropmerna)dpenokcu)nunepuaun-1-kapoonun)-1H-nupaszon-3-uia)merancyibpoHamuaa

02N
Q‘H Q
FiC 0 /O Q
} NS ”H FsC
\=N
DIPEA, DCM
K. T., 51,

[00252]B  cocyn nmomemanu  2-(2-(nunepunuH-4-uiokcu)-6-(tpudropmermn)penun)-1,3,4-
okcaguazon (20,0 mr, 0,0639 mmounb, 1,00 3kB.), 4-HUTpOodeHmI-3-(MeTuncynbhoHamuno)-1H-
nupason-1-kapdokcunar (52,2 mr, 0,160 mmoinb, 2,50 3kB.) u DCM (5 mu) B armocdepe asora.
Hobasnsm no xarusim DIPEA (24,8 mr, 0,192 mmons, 3,00 3xB.) pu 0°C. IlonydeHHBIH pacTBOp
nepeMeIuBaId B TEYCHUE S5 4. TP KOMHATHOH TeMIepaType U raciiif ¢ IOMOLIBIO BOABI (5 M),
KaK ommcaHo B mpumepe 2, cragusi 6. HeounmenHusii npoaykr (200 Mr) o4dmany ¢ mOMOLIBIO
npenapatusHoii HPLC ¢ monmyuennem 10,5 mr (Beixon 33%) N-(1-(4-(2-(1,3,4-oxcanuazon-2-min)-
3-(rpudropmermn)peHokcn )nunepuaun- 1 -kapoonmn)- 1 H-nupaszon-3-nn)metancynsponamuna B
Busie Genoro Teepaoro semectsa. 'H SIMP (400MI'u, Xnopopopm-d) & 8,60 (s, 1H), 8,14 (d, J =
8,0 T'u, 1H), 8,08 (d, J = 2,4 ', 1H), 7,40 (d, J = 8,4 ', 1H), 7.3' (s, 1H), 6,36 (d, J = 2,4 T'ny,
1H), 4,97 (br, 1H) 4,10 - 4,13 (m, 2H), 3,91 - 3,93 (m, 2H), 3,'6 (s, 3H), 2,03 - 2,16 (m, 4H).

LCMS (ESI, macca/zapso): 501 [M+H]".
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IIpumep 8: N-(1-(4-(4-xn0p-3-(7-oxca-2-azacnupo[3.S|HoHaH-2-uj1)0eH3ua)nunepasun-1-
kap6onn)-1H-nupazon-3-ua)merancyabponamua

o)
N N\V/J N= 0
HN—#\
!
O O
Craaus 1: nonydyenue mpem-0yTui-4-(3-0pom-4-xaopdensuin)nunepasun-1-kapookcuaara

Cl HN N—Boc Cl

QUL it U
Br #O NaBH(OAc);, EuN,DCE g N\_)

K. T., B TCHCHHC HOUH

[00253] B xon0y nomemanu 3-6pom-4-xnopbensanbaerun (1,00 r, 4,56 mmons, 1,00 5kB.), mpem-
Oyrunnunepasus-1-kapobokcunmar (1,021, 5,48 mmonb, 1,203xB.), TpmwdTHIamuH (1,38 T,
13,7 mmodb, 3,00 3xB.) u DCE (10 mu). Cmeck nepemervBany B TeueHne 30 MUH. TpU KOMHATHOM
temneparype. JoOasnsnu Tpuanerokcubopruapun Harpus (2,90, 13,7 mmonb, 3,00 5kB.).
ITonyueHHBIN pacTBOp MEpeMeIInBajId B TEUEHHE HOYU IPU KOMHATHOW TeMIlepaType W IacUiH C
nomotbro Boasl (10 mu), kak onucano B npumepe 1, craaus 6. Octatok XpomarorpadupoBain Ha
KOJIOHKe U3 cuiukarens ¢ mnonydenueM 1,50r (Bexom 84%) mpem-Oyrun-4-(3-6pom-4-
xjopOeH3wn)nunepasun-1-kapookcunara B Bune Oenoro macina. LCMS (ESI, macca/zapsio): 389
[M+H]".

Cragus 2: NnoJIy4eHue mpem-0yTua-4-(4-xjaop-3-(7-oxkca-2-azacnupo[3.5|HoHaH-2-

Wi)beH3na)nunepasuH-1-kapoéoxkcuiaara

NH
Cl .Boc
O .
Cl (\ N Boc _ Nj@\/ N \)
Br N \) Pdj(dba)z, Ruphos, Cs;CO3 OC/
@]

TONIyON
90°C, B TeueHHe HO'H

[00254] B konby mnomemanu mpem-0yTin-4-(3-0pom-4-xnopOeH3un)nunepasus-1-kapOokcunar
(200 wmr, 0,513 mmonb, 1,00 3kB.), 7-okca-2-a3acriupo[3.5]|Honan (78,2 mr, 0,616 mmons, 1,20 3kB.),
Tpuc(aubeH3mIMaeHAeTOH ) nunajuiaauii (23,5 mr, 0,0256 mmons, 0,05 3kB.), qunukiorekcui(2',6'-
mum3ornponokcudondennn-2-umypochun (47,9 mr, 0,102 mmonp, 0,20 5kB.), kapOoOHAT HE3US
(502 wr, 1,54 mmounb, 3,00 5kB.) u Tosyoun (5 mun). IlonydeHHBIH pacTBOP MEPEMELINBAIIN B TCUCHHE
Houn mipu 90°C u racunu ¢ momomibio Boabl (5 mit). [TonydeHHBIH pacTBOP 3KCTPArUPOBAIH C

nomompto DCM (3 x 20 M) M OpraHuYecKkue CJIOu OOBEAMHSIIN, NPOMBIBAIM C ITOMOIIBIO
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coJieBoro pacrsopa (2 x 5 mut), BBICYIIMBAIHN Haa O€3BOAHBIM CyJb(GATOM HATPHs, (PUIBTPOBAIN U
KOHIIEHTPUPOBAIM TPHU MOHMKEHHOM aaBieHHH. OcTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
cunukarenss ¢ nonydeHueM 105 mr  (Bexom 47%) mpem-0ytun-4-(4-xmop-3-(7-okca-2-
azacniupo[3.5]HoHaH-2-mn)0eH3mn)nunepasun- 1 -kapookcmnata B Buae skenroro macia. LCMS
(ESL, wmaccazapso). 436 [M+H]" . Cragus 3: noaydenue 2-(2-xyiop-5-(munepasus-1-

WIMeTHJI)(peHn)-7-okca-2-azacnupo[3.S|Honana

Cl Boc Cl
8 eV s,
Fjl::::Lx¢/N~\/J TT%A,EK:hd N N\\/J
K.T., 2 4.
Of OF

[00255]B  konby  momemanu — mpem-Oytun-4-(4-xmop-3-(7-okca-2-azaciupo|3.5 |HoHaAH-2-

wn)OeHswn)nunepasus- 1-kapbokcunar (105 mr, 0,241 mmonb, 1,00 3xB.), DCM (4 M) u TFA
(1 mu1), xak onucano B npumepe 1, craaus 3, ¢ nonydenueM 100 mr (HeounineHHOro) 2-(2-x0p-5-
(munepasus-1-mnmernn)dennn)-7-okca-2-a3acnupo[3.5|HoHana B Buae skenroro Macia. LCMS
(ESI, maccazapso). 336 [M+H]" . Cragus 4: noaydenue N-(1-(4-(4-xmop-3-(7-oxca-2-
azacnupo[3.5]|HoHaH-2-ui)0en3un)nunepasun-1-kapoonunn)-1H-nupaszon-3-
WI)MeTaHCyaIb(pPoHAMHIA

Hl‘;l N
N= o) O

Cl I
NH HN-S-— Cl
Lo ™ o
N . y NS N=/
OCJ 4-uutpodhenun- HN=-8—
0 xaophopMuaT 4 3
Et:N, DCM
K. T., 4 1.

[00256] B xonby nmomemanu 4-autpodennnxiopdopmuar (114 mr, 0,564 mmons, 2,10 3xB.), DCM
(5 mn) u N-(1H-nupazon-3-mn)merancyabponamun (86,2 mr, 0,535 mmonb, 2,00 5kB.). JlobaBnsim
no karwpsiM TpudTIiaMuH (108 mr, 1,07 mmons, 4,00 3xB.) mpu 0°C. Cmech mnepeMernvBaid B
Te4eHWe 24Y. Tpu KOMHATHOH Ttemmeparype. Jlobaemsmm — 2-(2-xyop-5-(nunepasus-1-
wiMmetwn )enrn)-7-okca-2-azaciupo[3.5|Honan (90,0 mr, 0,268 mmonb, 1,00 3kB.). TTonydeHHbIH
pacTBOp MepeMeIInBaIi B TeUEHHE 2 4. IPH KOMHATHOH TEMITEpaType U FaCUJIH C TIOMOLIBIO BOJIBI
(5 M), kak omumcano B mpumepe 1, craamsa 1. Heoummennsiii nmponykr (140 mr) ouwnmanu ¢
nomotsio npenapatusHoii HPLC ¢ monyuennem 56,0 mr (Beixon 40%) N-(1-(4-(4-xmop-3-(7-okca-
2-azacnupo|3.5|HoHaH-2-nn)0eH3un)nunepasul- 1 -kapoonnn)- 1 H-nupazon-3-

u1)MeTaHcyabhoHaMuaa B Bue 6enoro Teepaoro semectsa. 'H SIMP (300MI ', Xnopodopm-d) &
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8,04 (d,/=3,0Iwu, 1H), 7,15 (d, J=8,1 I'y, 1H), 6,65 - 6,68 (m, 1H), 6,50 (br, 1H), 6,31 (d, J =
3,0 I'u, 1H), 3,86 - 3,89 (m, 8H), 3,66 - 3,70 (m, 4H), 3,50 (br, 2H), 3,13 (s, 3H), 2,56 (br, 4H),
1,83 - 1,86 (m, 4H). LCMS (ESI, macca/zapso): 523 [M+H]".

IIpumep 9: 5-(2-x70p-5-((4-(3-(MeTnacyabdponamugo)-1H-nupaszon-1-kapooHua)nunepasuH-

1-na)merun)denua)rekcaruaponuppo.io|3,4-c]lnuppoa-2(1H)-kapdoxkcamug

Cragna 1: nojydyenue mpem-0yTHa-S-(2-xJ0p-S-popmundenni)rekcarugponuppo.aol3,4-

c|nuppoa-2(1H)-kapookcunara

HNG:\/N—BOC C'D\/
cl
_0
mo Pdy(dba);, BINAP N

Br Cs,CO;5, T011y051 N

90°C, B Teuenue noun Boc”

[00257] B konby nomeranu 3-0pom-4-xnopOensanbaerun (4,00 r, 18,2 mmonb, 1,00 5kB.), mpem-
OyTunokraruaponuppodol|3,4-clnuppon-2-kapobokcuwnar (5,83 r, 27,5 mmons, 1,50 3kB.),
TpUC(aUOEH3MITHIEHALIETOH ) IUTTAJLTA I (838 wmr, 0,920 MMoOJIB, 0,05 skB.), 2,2'-
ouc(mupenundocduno)-1,1'-6unaptun (1,71, 2,75 mmons, 0,15 s3kB.), kapbonar nesus (17,9,
54,9 mmonb, 3,00 5kB.) u Tonmyou (50 mur). [TonydeHHBIH pacTBOP MEPEMELINBAIN B TEYCHUE HOYU
npu 90°C u racunmu ¢ momompo Boabl (100 mut). TlonaydeHHBIH pPAacTBOP 3KCTPArdpOBaIH C
nomompio EtOAc (3 x 100 My1) u opraHuveckue Ciou OOBEIUHSUIA, MPOMBIBAINA C IOMOIIBIO
coseBoro pacteopa (2 x 100 mu1), BRICYIIMBaIN HajJ O€3BOAHBIM CYJIb(paToM HATpusi, GUIBTPOBATIH
U KOHLIEHTPUPOBAIH NMPH NMOHMKEHHOM aaBiieHHH. OCTaTOK XpoMmaTorpadupoBaid Ha KOJOHKE M3
CUJIMKaress c MOJyYeHUEM 500r (BBIXOZ 78%) mpem-0yTun-5-(2-xa0p-5-
dopmundenmn)rekcarugponuppono|3,4-cmuppon-2(1H)-kapbokcunara B BUAE SKENTOTO Macha.
LCMS (ESI, macca/zapso): 351 [M+H]" .

Craaus 2: noaydeHue mpem-0yTua-5S-(2-xjaop-5-((4-(3-(MeTtuacyandonamuno)-1H-nupason-
1-kapOoHua)nunepasus-1-ua)Mmerun)peHuna)rekcaruaponuppoJio|3,4-cjnuppoa-2(1H)-

Kap0okcujaTa
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K. T., B TeueHye Houn B¢

[00258] B xonOy mnomemmanu mpem-0yTin-5-(2-xnop-S-popmundeHun)rekcarugponuppoiol 3,4-
c]muppon-2(1H)-kapbokcunar (1,40 r, 3,99 mmons, 1,00 3xB.), DCE (20 min), N-[1-[(munepasun-1-
win)kapoonmn|-1H-nupazon-3-un]merancynsponamun (1,42, 5,20 mmons, 1,303kB.) wu
tpreTminamud (1,211, 11,9 mmonb, 3,00 5kB.). IlonyueHHBI pacTBOp mMepeMeIINBaIN B TEUEHHE
lu. nmpum xomHaTHOW Temmneparype. JloOaBmsiin Tpuanerokcuboprunpun Hatpus (2,54 T,
12,0 mmoznb, 3,00 sxB.). ITonyueHHBIH pacTBOp nepeMelInBaiyd B T€YEHHWE HOYM NPU KOMHATHOH
TeMIIepaType U racujy ¢ MoMoIbio Boabl (20 MiT), kak onucaHo B npumepe 1, cragus 6. OcraTok
xpomarorpadupoBaay Ha KOJOHKE M3 CHJMKarens ¢ mnojydeHuem 1,73 v (Beixom 71%) mpem-
OyTui-5-(2-xnop-5-((4-(3-(meruncynsponamuno)-1 H-nupasoin-1-kapOboxun ) nunepasus- 1 -
win)MeTi)heHun)rekcaruaponuppodo| 3,4-cjnuppon-2(1H)-kapOokcunata B BUzie JKENTOrO Macina.
LCMS (ESI, macca/zapso): 608 [M+H]" .

Cramgua  3:  noayuyenue  N-(1-(4-(4-xjo0p-3-(rekcaruaponuppoJio|3,4-c]jmuppon-2(1H)-

uia)beHsuia)nunepasuH-1-kapooumni)-1 H-nupazon-3-un)merancyibponamuga
Q 0

Clm\/ (\“J\",‘ N TFA, DCM C'm (\NJ\N \\

N NS N 0 N NS N g
fﬁ HN__§__‘ K. T., 2 v, & HN=§~_
N 0 HN &

[00259] B konby nomernanu mpem-0ytuin-5-(2-xnop-5-((4-(3-(meruncynbdponamuno)- 1 H-nupazon-

1-kapOonmn)nmunepasus- 1 -mwin)mernn)penmn)rekcarugponuppono| 3,4-cmuppon-2( 1H)-
kapOokcunat (250 mr, 0,410 mmodns, 1,00 5kB.), DCM (5 M) u TFA (1 mu). ITony4eHHbIH pacTBOp
nepeMeIluBaid B TEUEeHHWE 2 Y. TNpPU KOMHATHOW TeMIeparype U KOHLEHTPUPOBAIH IPH
MOHIKEHHOM JnaBieHun. Cmech pacTBOpsutd B HachimeHHOM pactBope NaHCOs (10 mu), kak
ormucaHo B mpumepe 1, cragus 3. Heoummenssiii mpoaykt (200 Mr) oydImansd ¢ MOMOIIBIO
npenapatusHoi  HPLC ¢ momyuenmem 57,0 mr  (Bexom  27%)  N-(1-(4-(4-xmop-3-
(rexcaruapormuppoino|3,4-c|nuppon-2(1H)-mn)den3nn)munepasus- 1 -kapoonmn)- 1 H-nupazon-3-
wi)MeTaHcyiIbpoHamuna B Bunae Oernoro teeprnoro semectsa. LCMS (ESI, macca/zapso):. 508

[M+H]" . Cragus 4: noaydenue 5-(2-xmop-5-((4-(3-(meTuacyanponamuno)-1H-nupason-1-
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KapOoHuI)unepa3suH-1-ua)merna)penuni)rekcaruaponuppo.io|3,4-cjnuppoa-2(1H)-

kapbokcamuaa

— -

(/\QN N \) O k. T., B TeueHue Houm (ﬁl ~§—
HN-S— Ox N 3
HN 0 Y

NH,

i cl M
N
Clj@\, (\N)L'}‘ \, TMSNCO, DCM Nm@ hﬂ\ ]
y N
HN

[00260] B 50-mn1 xpyranogoHHyto kondy nomemmanu N-(1-(4-(4-xaop-3-(rexcarugponupponol[3,4-
c]muppon-2(1H)-nn)bensun)nunepasus- 1 -kapoonun)- | H-nmupazon-3-un)merancynbponamus

(167 mr, 0,329 mmogb, 1,003kB.), DCM (5-mm) wu wusommanarorpumerwicunad (75,7 mr,
0,658 Mmoub, 2,00 5kB.). [TonyueHHBIN pacTBOp MepeMELINBAIN B T€UEHHE HOYU NMPU KOMHATHON
TeMIepaType U KOHUEHTPUPOBAJIN MIPU MOHMKEHHOM AaBieHny. HeounmenHsiit mpoaykT (200 mr)
ouninaiu ¢ nomoinsto npenaparusHoit HPLC ¢ nonyuenunem 36,0 mr (Bbrxox 20%) 5-(2-xmop-5-
((4-(3-(metuncynpponamuno)- | H-nupason- 1-xkapborun)munepasus-1-
win)MeTi)penun)rekcaruaponuppoiol| 3,4-cjnuppon-2(1H)-kapbokcamuma B Buge — Oenoro
tBepnoro semectsa. 'H SIMP (300MI'u, Meranon-ds) & 8,25 (br, 1H), 8,02 (d, J = 2,7 T'n, 1H),
7,25 (s, 1H), 6,91 (br, 1H), 6,80 - 6,83 (m, 1H), 6,33 (d, J = 2,7 'y, 1H), 4,54 (br, 2H), 3,84 (br,
4H), 3,51 - 3,70 (m, 6H), 3,36 - 3,41 (m, 2H), 3,25 - 3,28 (m, 2H), 3,12 (s, 3H), 3,04 (br, 2H), 2,54
(br, 4H). LCMS (ESI, macca/zapso): 551 [M+H]".

IIpumep 10: 4-((4-(3-(meTnacynbponamuno)-1H-nupaszon-1-kapoonui)nunepasus-1-

nwi)MeTun)-2-(rpudropmernn)deH3aMua

O CF, /ﬁ\
H,N ONTONTNY
N \) N= 0]
HN-#__
i
O
Cragus 1: noJiy4eHue 4-aurpodenni-3-(Meruicyiabponamuao)-1H-nupason-1-

Kap0okcujaTa

O, T 0
i N-._
O/H“C| 0O . %

Et;N, DCM i
K.T.,2u. ©
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[00261]B xonby mnomemanu N-(1H-mupazon-3-wn)merancyiabponamun (161 mr, 1,00 mmorb,
1,00 3kB.), DCM (10 mi), TtpudTminamun (404 mr, 3,99 mmonb, 4,003kB.) u 4-
Hurpodenmxnoppopmuar (241 mr, 1,20 mmons, 1,20 3kB.), Kak onucaHo B mpumepe 1, cragus 1, ¢
nojiyueHuemM 326 mr (HeouuineHHOro) 4-uurpodenmi-3-(meruncynbpornamuno)-1H-nupason-1-
kapOokcunata B Buze xentoro nopommka. LCMS (ESI, macca/zapso): 327 [M+H]".
Craans 2: nonydyenue MeTua-4-popmuii-2-(rpudpropmern)denzoara

CF O CFj

3 Pd(dpp)Cl, EtsN, CO, MeOH
Br LN
80°C ©
/O . B TEMCHHE HOUH /O

[00262] B xonby mnomemanu 4-Opom-3-(tpudropmerun)densansaerunn (1,61 r, 6,36 Mmonb,

1,00 3kB.), 1,1'-6uc(audpenundocduno)dpeppouennamiaaus auxiaopun (0,466 r, 0,636 MmoIb,
0,10 5xB.), TpudTminamuH (1,93 r, 19,1 mmonb, 3,003kB.) u MeOH (15 mn). B Hee BBOIMIH
mMoHookcua yriaepona (10 atm.). IlonyueHHsblii pacTBOp nepeMentuBaiu B TeueHue Houu npu 80°C
U 3aTeM Tracuiu ¢ nomombeio Boael (30 mut), kak omucaHo B mpumepe S5, craaust 3. Ocrarok
XpomaTorpadupoBaiy Ha KOJIOHKE W3 cuiukareist ¢ noiyderuem 1,00 r (Beixox 68%) merni-4-
bopmun-2-(tpudropmerun)bensoata B Bune xkenroro mMacaa. 'H SIMP (400MI'u, Xnopodopm-d)
510,4 (s, 1H), 8,28 (s, 1H), 8,15 (d, /=8,0T'u, 1H), 7,96 (d, /= 8,0 ', 1H), 4,00 (s, 3H).

Cragus 3: noJiyyeHue mpem-0yTuii-4-(4-(MeTokcUKapooOHMI)-3-

(Tpudropmerni)densun)nunepasun-1-kapdokcunara

CF; HN N—Boc o CF3

O
A4
~0 - N0 I/\N,Boc
o NaBH{OAc);, DCM
Z~ K.T., B TEUCHHE HOYH N

[00263] B xonOy momemanu metui-4-popmun-2-(tpudropmerun)oensoar (0,800 r, 3,45 mmorb,

1,00 skB.), mpem-Oytun-nunepasus-1-kapookcunar (0,962, 5,17 mmons, 1,503kB.) 1 DCM
(15 m). Cmech mepeMemmBaJd B TeueHHe 24Y. TPU KOMHATHOH Temmeparype. JloOaBism
Tpuauerokcubopruapun  Hatpust (2,93 r, 13,8 mmonb, 4,00 3kB.). IlomyueHHBIi pacTBOp
NepeMeIBaIA B TEUEHNE HOUM NMPU KOMHATHOW TEMITEpaType U 3aTeM T'aCHId C MOMOIIBIO BOZBI
(30 M), kak ommcano B mpumepe 1, cragms 6. OcraTok xpomarorpagupoBaii Ha KOJOHKE M3
cunukarenss ¢ mnonydenuem 1,26t (Bexom 91%) mpem-Oytun-4-(4-(MerokcukapOOHwM)-3-
(TpudTopmernn)benH3un)nunepasun-1-kapbokcunata B Buae skenaroro Macima. LCMS  (ESL
macca/zapso): 403 [M+H]".

Craaus 4: NMoJIy4eHHe 4-((4-(mpem-oyToxkcuKapOOHHI)MUNePAZHH-1-HITI)MeTHT)-2-

(TpudTopmMeTI)0eH30iiHONH KHCJIO0TbI
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[00264] B KOJIOy NoMeIaiu mpem-0yTn-4-(4-(MeTokcukapOOHwI)-3-

(Tpudropmernn)denszun)nunepasus- 1-kapookcunar (1,21 r, 3,01 mmons, 1,00 3xB.), THF (10 M),
Boay (2mm) u rugpokcun Hatpusa (2,41 r, 60,2 mmonb, 20,00 3xB.). IlomyudeHHBIH pacTBOp
nepememnBain B TeueHue Houu npu 60°C. pH pactBopa moBonuiu 10 6 C MOMOLIBIO
xjopucroBonopoaHoi kuciaotsl (1 M). ITonydenHsli pacTBOp 3KCTparupoBajiu ¢ nomoupio DCM
(3 x 80 My) M opraHuueckue CIOU OOBENMHSIIM, MPOMBIBAIA C IMOMOIIBIO COJIEBOTO PacTBOPA
(100 mn), BbICyIIMBanu Hajx O€3BOAHBIM Cysib(aToM HaTpus, PUIBTPOBAIN U KOHLEHTPUPOBAIU
OpU  TIOHMW)KEHHOM  JaBjieHud ¢ nonydeHuneM 1,401  (HeouumneHHoro)  4-((4-(mpem-
OyTokcukapOoHuI)nunepasuH- 1 -mi)mermn)-2-(Tpudropmeriin)0eH30HHON KUCIOTHI B BUze 0€I0ro
tBepaoro Bewectsa. LCMS (ESI, macca/zapso): 389 [M+H]".

Cragusa 5: nonydenue mpem-0yrui-4-(4-kapoamoni-3-(Tpudpropmernii)oeH3n)nunepa3suH-

1-xap0okcuaara

CF; HATU, ‘Pr,NEt O CFy

O
Hojtj\—/ (\N,Boc NH,. DMF HzNJﬁ\/ (\N,Boc
N\) K. T., 44, N

[00265]B  konbOy  momemanu  4-((4-(mpem-0yTokcukapOOHWI )TUnepa3uH- 1 -ui)MeT)-2-

(Tpudropmermn)denzoitnyro kucnoty (1,24 r, 3,19 mmons, 1,00 skB.), HATU (2,43 1, 6,39 MmMonb,
2,00 skB.), DIPEA (1,24 r, 12,8 mmosb, 4,00 3kxB.), N,N-mumeruwidopmamun (10 mi) u ammmax
(0,5M B pactBope 1,4-muokcana, 63,8 mu, 31,9 mmonb, 10,00 5kB.). Tlony4eHHBI pacTBOp
nepeMeIIuBaId B TE€UEHHEe HOYM MPU KOMHATHOH TEMIIEpaType M 3aTeM KOHLEHTPUPOBAIU MPU
NOHMKEHHOM naBiieHuH. OCTaTok XpomarorpadupoBaid Ha KOJIOHKE W3 CHJIMKAarens ¢
MOJyYeHUEM 1,00r (BBIXOI 81%) mpem-0yTuin-4-(4-kapbamomni-3-
(TpudTopmermn)ben3un)nunepasuH- 1-kapOokcunata B Buae Oemoro Teepaoro semectsa. LCMS
(ESI, macca/zapso): 388 [M+H]".

Craaus 6: nonydenue 4-(nunepasuH-1-uamerni)-2-(tpudpropmerun)deHzamuaa

CF3 O CF,

7 _Boc TFA, DCM N

[00266] B KOJI0y MOMeIIaIn mpem-6yTun-4-[[4-kapbamon-3-

(Tpudropmern)pernn |merwn | nunepasus- 1 -kapbokcunar (520 mr, 1,34 mmons, 1,00 3xB.), DCM
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(10 m) u TFA (3 mu), xkak onmcaso B ipumepe 1, cranus 3. Ilony4deHHbIH pacTBOp NepeMeInBaIn
B T€UEHHE 2 4. IPU KOMHATHOHW TEMIIepaType W KOHLEHTPUPOBAIH MPH MOHWKEHHOM JAaBJICHUH C
nojiydeHueM 550 mMr (HeounieHHOro) 4-(numnepasus-1-unmernn)-2-(Tpudropmernin)oeH3amMmuaa B
Buze sxenroro Macia. LCMS (ESI, macca/zapso): 288 [M+H]".

Craaus 7: noaydenue 4-((4-(3-(Meruncyabdonamuno)-1H-nupaszon-1-kapéoHua)nunepasus-

1-na)merun)-2-(tpudropmernn)deHzamuaa

EiN, DCM
K. T., B TeYEHHE HOUU

[00267]B konOy nomemanu 4-(munepasus-1-unmerwn)-2-(tpuptopmern)oensamun (185 wmr,
0,645 mmonp, 1,00 5kB.), 4-HUTpOdheHuI-3-(MeTrIcynsponamuno)-1H-nmupaszon-1-kapOokcunar
(316 wmr, 0,968 mmonb, 1,50 3kB.), DCM (10 M) u TpusTinamus (261 mr, 2,58 mmous, 4,00 3kB.),
Kak onucaHo B npumepe 1, cragus 1. Heounmmennsiit npoaykr (280 mMr) ouumianu ¢ MOMOLIBIO
npenapatusHoii HPLC ¢ nony4yenuem 86,9 mr (Beixon 28%) 4-((4-(3-(meruncynbponamuno)-1H-
nupason- 1 -kapOoHmt)nunepasun- 1 -wn)merun)-2-(tpudpropmernin)OeH3amua B BUAE  OeJIOro
tepnoro emectsa. 'H SIMP (300MI'u, Xnopodopm-d) § 8,04 (d, J = 2,8 T'u, 1H), 7,70 (s, 'H),
7,59 - 7,61 (m, 2H), 7,17 (br, 1H), 6,31 (d, J = 2,8 T'y, 1H), 5,94 (br, 1H), 5,83 (br, 1H), 3,86 (br,
4H), 3,62 (s, 2H), 3,14 (s, 3H), 2,52 - 2,56 (m, 4H). LCMS (ESI, macca/zaps0): 475 [M+H]".

Hpumep 11: (S)-N-(1-(4-(1-(4-xs10p-3-(4-propnunepuanH-1-ui)pennn)sTua)nunepasun-1-

Kapﬁoﬂn.n)-1H-mlpa30.11-3-n.11)MeTchy.r1bq)OHaMnn

(\N
l HN—S\
1

o)

Cragus 1: noayyenue 1-(3- 6p0M-4-x.110p(l)eHn.11)3TaH- -0J1a

NaBH.
Br MeOH K.T., 24. Br

[00268] B cocyn momemanu 1-(3-0pom-4-xnopdennn)atan-1-on (1,00 r, 4,28 mmoub, 1,00 5kB.) u

MeOH (20 mn). HobGasmsnmu Ooporunpun Hatpust (0,325, 8,56 mmonb, 2,00 3kB.) mpu 0°C.
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Ilony4ueHHBIN pacTBOP MEPEMELIMBAIN B TEUEHHE 2 4. IIPU KOMHATHOM TEMIIEpaType W raCuiu ¢
nomomplo Boxel (10 mum), kak omucano B mpumepe 1, cragusa 4, ¢ nomydenuem 0,930 T
(xommuectBeHHO) 1-(3-Opom-4-xnopdennn)stan-1-oma B Buzme skenroro macia. LCMS (ESL

macca/3apsan): 235[M+H]" Cragus 2: noay4denne 2-6pom-4-(1-6pomaTra)-1-xs0p6ensoia

Cl Cl
PBT3
0

H
Br DCM, k. T,,2 4, Br

Br

[00269] B konby nmomemanu 1-(3-6pom-4-xnopdenumn)stan-1-oa (0,900 r, 3,81 mmonsb, 1,00 3xB.) u
DCM (20 mn). obasmsinu no karssim Tpudpomdocdan (10,3 r, 38,1 mmons, 10,0 3xB.) npu 0°C B
atmocepa asora. IlodydeHHBIHI pacTBOp NepeMeNINMBAIA B TeUeHHWE 2 Y. TPU KOMHATHOU
TeMIieparype MW Traciid ¢ ToMombi HaceimeHHoro pacreopa NaHCOs (50 mn). Cwmech
skcTparuposanu ¢ nomoirsio EtOAc (3 x 50 mit) u opraHudeckue Ciou 0ObeIUHSIH, BbICYLIHBAIN
Han Oe3BOAHBIM CynbhaToM HATpHs, (UIBTPOBAIM M KOHLEHTPUPOBAIM MPH MOHUKEHHOM
nasneHun. OCTaToK xpomarorpadupoBaiy Ha KOJIOHKE U3 cuiukareis ¢ nonayderuem 0,827 r

(BpIXOn 72%) 2-6pom-4-(1-OpomaTiin)-1-x0pOEH301a B BUZIE JKEJITOTO MACIa.

Cragus  3:  mnoaydeHue  mpem-0yTui-4-(1-(3-6pom-4-xaoppenunn)ITua)nunepasun-1-
KapOokcuaTa
/
Br N
Br NaH, DMF  Br
K. T., 2 4.

[00270] B 40-mn cocyn momemainu 2-0pom-4-(1-6pomaTin)-1-xmopoenson (0,827 r, 2,77 Mmoub,
1,00 3xB.) 1 N,N-gumernndopmamun (20 mur). 3arem nobasmsumu runpun Hatpust (60% B mace,
0,556, 13,9 mmonb, 3,003kB.) mpu 0°C u mepememmuBamu B TedeHue 0,5 4. mpH KOMHATHOM
Temmeparype. 3areM pnoOaBys mpem-Oytunnunepasus-1-kapookcumnar (1,03, 5,53 mmons,
2,00 3kB.). [TonyueHHBIH pacTBOP NMEpEMEIINBAINA B TEUSHHE HOYH MPU KOMHATHOH TeMIlepaType u
raciiii ¢ nomompio Boabl (10 mym), kak omucano B mpumepe 4, craams 1. Octarok
xpomarorpadupoBaay Ha KOJOHKe M3 cuaukareist ¢ monydeHueM 0,950 r (Beixom 85%) mpem-
OyTun-4-(1-(3-6pom-4-xnopeHmn)sTiin)nunepasus- 1 -kapookcuinara B BHAE JKEJNTOrO Macha.
LCMS (ESI, macca/zapsn): 403[M+H]".

Craaus 4: MoJIy4eHHe mpem-0yTun-4-(1-(4-xaop-3-(4-propnunepuaus-1-

uia)deHun)aTua)nunepasnH-1-kapéokcunara
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cl S F‘CNH ) cl O'B"C
Br N Paxdoan BINAP O
F

(s,C0O4, TOMyON
80°C, B TeueHUe HOUH

[00271] B 40-mn cocyn momewmanu mpem-0ytun-4-[1-(3-0pom-4-xnopdennn)atuin|nunepasus-1-
kapookcunat (590 mr, 1,46 mmons, 1,00 5kB.), 4-proprunepuans (304 mr, 2,19 mmons, 1,50 3kB.),
kapobonar wuesmst (1430 mr, 4,38 mmonb, 3,003kB.) u Ttomyonm (20 mu). JloGaBusum
Tpuc(audbeHsmwmaeHaneToH ) aunauaauii (75,6 mr, 0,0730 mmonb, 0,05 5kB.) U panemuueckuii 2,2'-
ouc(nupenunpocduno)-1,1'-6unadprun (684 mr, 1,10 mmons, 0,75 3kB.) B armoctepa azoTa.
IlonyueHHslil pacTBOp mnepeMeluBaiu B TeueHue Houu mpu 80°C M racuiam ¢ MOMOINBIO BOAbI
(10 mi), xak onmcano B mpumepe 9, craaus 1. OcraTok xpomarorpagupoBaii Ha KOJIOHKE W3
cuiiKarens ¢ nony4denuem 453 mr (Berxon 73%) mpem-0ytun-4-(1-(4-xnop-3-(4-propnunepuams-
1-mn)denun)stun)nunepasus-1-kapookcunara B Buze xenroro macia. LCMS (ESI, macca/zapsin):
426[M+H]".

Cragus S: nonxy4yenne 1-(1-(4-xs0p-3-(4-propnunepuaus-1-uia)peHHIT)ITHI)THNIEPATHHA

Cl .B Cl
O cl)-ICC],‘ IHOKCAH OH
/Q‘ DCM, k. 1., 2 u. O
F F

[00272]1B KOJIOy (VSN mpem-0ytun-4-(1-(4-xnop-3-(4-¢proprnunepunus-1-

i) eHun )T )nunepasus- 1 -kapookcunar (453 mr, 1,06 mmossb, 1,00 5kB.), KOHIEHTPUPOBAHHYIO
HCI (2 mo1) 1 DCM (10 m). [TonyueHHBIH pacTBOP NePEMELINBAIN B TeUEHHE 2 Y. TIPU KOMHATHOH
TeMIepaType ¥ KOHLEHTPHPOBAIM TMpPH TOHIKEHHOM JaBIEHHH C TMoJydeHueM 345 mr
(xommuectBeHHo)  1-(1-(4-xnop-3-(4-propnunepunu-1-wn)peHnn)sTiun)nunepasuia B BUAE

6enoro Teepnoro Bemectsa. LCMS (ESI, macca/3apsan): 326[M+H]".

Cragus 6: noJiy4yeHue 4-aurpodenni-3-(Meruicyianbponamuao)-1H-nupason-1-
Kap0okcujaTa
Q
= ¢l o}
W oD (3.
-9 . 5
N~ 02N O N N™
H O Et:N, DCM H O
K.T., 2 4.

[00273]B 40-mn cocyn mnomemanu N-(1H-nupazon-3-unm)merancynbponamun (273 wr,

1,69 mmonsb, 1,00 5kB.), TpusTinamut (428 mr, 4,23 mmoib, 3,00 5xB.) 1 DCM (15 mn). J{oGapnsiim
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1o KarsM 4-autpodenmxiopdopmuar (279 mr, 1,38 mmonb, 1,00 3xB.) npu 0°C, kak OnmucaHo B

npumvepe 1, cragma 1, ¢ mnomyuyeHmem 450 Mr  (KOJMUYECTBEHHO) 4-HUTPOpEHMI-3-

(meTuncynbponamuno)- 1 H-nupazon-1-kapOokcunara B Buae xentoro Teepaoro Bemecrsa. LCMS
(ESI, macca/zapsin): 327[M+H]"
Craagus 7: MoJIy4YeHHe N-(1-(4-(1-(4-x10p-3-(4-PpTopnunepuaun-1-

un)peHun)dTun)nunepasut-1-kapoouna)-1H-nupazon-3-un)merancyabponamuaa

Oy 0
o (3N Qm QKD\(QJLQ

EtsN, DCM g
B TECUCHHUE HOVH, K. T.

[00274] B xon®y nomemanu 1-(1-(4-xnop-3-(4-propnunepunus- 1 -mn)beHnn)sTui)nunepasu
(345 mr, 1,06 mmonb, 1,00 3kB.),  4-HuTpodenmi-3-(meruncynbponamuno)-1H-nupazos-1-
kapookcunat (450 mr, 1,38 mmonb, 1,30 3kB.), TpudTunamus (535 mr, 5,29 mmonb, 5,00 5kB.) u
DCM (15 mn). Tlony4yeHHblii pacTBOp MEpEeMENIMBAIN B TEYCHHE HOYU TPU KOMHATHOMN
TeMIlepaType U racuiu ¢ noMombto Boasl (10 mi), kak omucano B npumepe 1, cragust 1. OcraTok
xpomarorpa@upoBaay Ha KOJOHKE W3 CHJIMKArejss C MOJy4YeHHEeM HEOYMIIEHHOTO MPOAYKTa.
Heouunmenneiii npoaykT ouumnanu ¢ nomoinbto mnpenapatuBHoii HPLC ¢ momydenuem 195 mr
(BBIXOA 36%) N-(1-(4-(1-(4-xnop-3-(4-propnunepunns- 1 -un)peHrn )3T nunepasut- 1 -
kapOouwmi)-1H-nupazon-3-wn)merancyabponamuna B Bumge Oenmoro TBepmoro BemnectBa. LCMS
(ESI, wmacca/zapsn): 513 [M+H]". Cragua 8: mnoaydenue (S)-N-(1-(4-(1-(4-xs0p-3-(4-
¢propnunepuaun-1-uia)denun)rTuia)nunepasus-1-kapoonun)-1H-nupazo-3-

I/I.]I)MeTchy.Hb(l)OHaMl/llla

N \ Xupansuaas HPLC C
]
N\) N‘* 0 E o
/O HN~$— HN~§—

I

0 0

[00275] N-(1-(4-(1-(4-x10p-3-(4-pTopnumnepunus- 1 -ni)peHmn)sTun)nunepasus- 1 -kapoonmn)- 1 H-
nupason-3-mwiMerancyiabponamun (195 mr, 0,380 mmonb, 1,00 5kB.) pasgensuii ¢ TMOMOIIBIO
xupanpHoii HPLC. Pasnenenune c¢ npumenenuem xupanpHoii HPLC npuBoauno k mosiydeHHro
53,8 mr (Bbixon 55%) (S)-N-(1-(4-(1-(4-xnop-3-(4-proprunepuans- 1 -m)eHw )3T ) IUnepa3suH-
1-kapGouun)-1H-nupason-3-un)MerancyabpoHamuna B Buje 6eoro Teepaoro semectsa. 'H IMP
(300 MI'u, Meranon-dy) 6 7,97 - 8,09 (d, /= 2,7 I', 1H), 7,27 - 7,39 (d, J = 8,1 'y, 1H), 7,08 -
7,18 (d,/J=1,8T1, 1H), 6,92 -7,05 (d, /J=8,1 I'y, 1H), 6,17 -6,31 (d, J=2,7 ', 1H), 4,67 - 4,95
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(m, 1H), 3,70 - 3,90 (br, 4H), 3,43 - 3,57 (m, 1H), 3,05 - 3,23 (m, SH), 2,92 - 3,03 (m, 2H), 2,58 -
2,72 (m, 2H), 2,41 - 2,58 (m, 2H), 1,89 - 2,20 (m, 4H), 1,33 - 1,48 (d, J = 6,9 I'y, 3H). LCMS (ESI,
macca/zapsan): 513 [M+H]".

IIpumep 12: N-(1-(4-(4-xn0p-3-(4-azacnupo[2.4]rentan-4-ui)deHsua)nunepasun-1-
kap6onna)-1H-nupa3zon-3-ua)merancyabponamua

o)

c A~
%K)\/N\) N%_g\

Craagusn 1: NnoJiy4yeHue 4-nutpodenni-3-(Meruicyiabponamuao)-1H-nupason-1-
Kap0okcujaTa
SO, LR
HNf“j\ Q 0" al 07 NN
‘N N'S\‘ N
N © Et;N, DCM ?
K.T.,24 HN‘?““
0

[00276] B xonby mnomemanu N-(1H-nupazon-3-mn)merancyibonamun (322 mr, 2,00 MmO,
1,00 3xB.), DCM (10 mu) u TpudTHiIamuH (606 mr, 5,99 mmonb, 3,00 skB.). obGasnsam 4-
Hurpodenmxnoppopmuar (485 mr, 2,41 mmons, 1,20 5xB.) npu 0°C, kak onucaHo B mpumepe 1,
cragusi 1, ¢ monmyueHuem 635 mr (HeouHieHHOTrO) 4-HUTPO(EHWNI-3-MeTaHcyabponamuno-1H-
nupason-1-kapOokcunata B Bune skenroro teepaoro Bemecrsa. LCMS (ESI, macca/zapao): 327
[M+H]".

Craaus 2: nonydyenue mpem-0yTui-4-(3-0pom-4-xaopoensuin)nunepasun-1-kapdokcuiara

(\N,Boc N

L AT e o
O -
Br Z DCE, NaBH(OAc);  Br N~

K. T., B TCHCHHE HOYH

[00277] B konby nomernanu 3-0pom-4-xnopOensanbaerun (4,38 r, 20,0 mmons, 1,00 5kB.), mpemn-
OytunnunepasuH-1-kapookcunmat (4,09, 22,0 mmonb, 1,103kB.)) u DCE (15 mn). Ilocne
nepeMeIIuBaHus P KOMHATHON TeMIiepaTtype B TeueHue 1 4. 1o0aBIsiii TPHALETOKCHOOPTUAPU
Hatpus (8,48 r, 40,01 mmons, 2,00 5kB.). Ilony4deHHbII pacTBOp MEpEMEIINBAIN B TECUCHHE HOYU
NpY KOMHATHOH TeMIepaTrype M raciiid ¢ moMoinbsro Bomel (10 mur), kak ommcaHo B mpumepe 1,

cranus 6. Ocratok xpomarorpadgupoBaIl Ha KOJIOHKE U3 CHJIMKAreNsl ¢ mojydeHneM 3,9 r (BbIXOA
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50%) mpem-6yTni-4-(3-0pom-4-xiopOeH3 ) nunepasuH- 1 -kapbokcunarta B Buae 0eIoro TBepaoro
semectBa. LCMS (ESI, macca/sapso): 389 [M+H]".
Craagus 3: MoJIy4YeHHe mpem-0yTua-4-(4-xjop-3-(2-oxconuppoauauH-1-

Wi)0eH3ua)nunepasuH-1-kapoéokcuaara

NH Cl N Boc
CI;@\/ (\N,Boc Q§O i Njij]\/@
Br N._ DMEDA, K>CO3, Cul C&

tonyon, 100°C, B TedeHre HOYU le)

[00278] B 50-mn KPYIJIOAOHHYIO KoJI0y noMeuanu mpem-0ytun-4-[(3-6pom-4-
xynop¢enun)merui|nunepasuH-1-kapookcunar (500 mr, 1,28 mmons, 1,00 5kB.), MUppoOIUANH-2-0H
(163 wmr, 1,92 mmons, 1,50 3kB.), Tonyon (10 mi), kapOoHar kanus (530 mr, 3,83 mmonb, 3,00 3kB.),
tomua wmenu (24,3 mr, 0,130 mmonb, 0,1035kB.) u N,N'-numerwmstanguamud (22,5 mr,
0,262 mmonp, 0,20 5kB.). IlomyueHHbI pacTBOp nepememuBanu B TeueHue Houu npu 100°C B
armocgepe a3ora 1 racuiu ¢ nomoinsio Boas! (30 mir). Cmech sxcTparuposanu ¢ nomoinsio EtOAc
(3 x50 M) u opraHuYeckue CJIOM OOBEAMHSUIM, NMPOMBIBAIM C MOMOIIBI BoAbl (3 X 20 mi),
BBICYLIMBAIN Haj Oe3BOAHBIM Cyib(aTOM HaTpus, (UIBTPOBAIM W KOHLEHTPUPOBAIHU IIPH
NOHIDKEHHOM AaBieHuu. OcTaTok XpomarorpadupoBail Ha KOJOHKE W3 CHJIMKAresis C
nojgydeHueM 333 mr  (Bbxom = 66%)  mpem-Oytun-4-(4-xnop-3-(2-okconupponuaus-1-
wi1)0eH3wn)nunepasun- 1-kapookcunara B Buae skenroro macia. LCMS (ESIL, maccazapso). 394
[M+H]".

Cragus 4: NoJIy4eHHue mpem-0yTun-4-(4-xjaop-3-(4-azacnupo|2.4|rentan-4-

Wi)beH3na)nunepasuH-1-kapooxkcuiaara

Cl (\ .Boc Cl -Boc
N . N
EtMgBr, MeTi(O'Pr); m\/
Q THF < '
0 K. T., 48 1.

[00279] B KOJIOy MOMeLIaIn mpem-0yTun-4-(4-xnop-3-(2-okconupponuanH- 1 -

win)0eH3w)nunepasuH- 1-kapookcunar (333 wmr, 0,852 mmons, 1,00 3xB.) u THF (5 mu). [lobaBnsium
opomun stunmaraus (3,0 monms/n B mpoctom adupe, 0,56 My, 1,70 mmonb, 2,00 5kB.) w©
tpumsonponokcun wmermntutana (1,0 mons/m B THF, 1,27 mn, 1,27 mmonb, 1,50 5kB.).
[Tony4yeHHBIH pacTBOP MEPEMELINBAIIN B TeueHHe 48 4. Mpu KOMHATHOH TeMIiepatype B arMocdepe
a30Ta U racuiu ¢ nomotbio Bozs! (30 mir). Cmeck skcTparuposanu ¢ nomombio EtOAc (3 x 50 mi)

U OpraHuYecKue cJion OOBEIMHSIIN, MPOMBIBATIN ¢ TOMOIIBIO BOJBI (3 X 20 MJT), BBICYIIMBAIUA HAl
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0e3BoAHBIM Cynb(aToM HaTpuUs, GUIBTPOBAIN U KOHLEHTPUPOBAIN NPU MOHWKEHHOM IaBJICHHUH.
Ocrarok xpomarorpadupoBaid Ha KOJOHKE U3 CHJIMKaresst ¢ nmoiayderueM 175 mr (Berxox 51%)
mpem-0yTun-4-(4-xmnop-3-(4-azacnupo| 2.4|renran-4-un)oeH3wn)nunepasus- 1 -kapookcunara B
Buze sxenroro macna. LCMS (ESI, macca/zapso): 406 [M+H]".

Craaus S: nonydenue 4-(2-xaop-S-(nunepasun-1-namernn)dennn)-4-azacnupo[2.4|rentana

Cl Boc Cl
| | (\N' TEA Kj\/ (\NH
% ' DCM N N
K.T.,24. Cb

[00280] B KoJI0y NoMeIaIu mpem-0ytun-4-(4-xyop-3-(4-azacnupo[ 2.4 JrenraH-4-

win)oeH3un)nunepasus-1-kapookcunar (175 mr, 0,431 mmons, 1,00 3xB.), DCM (10 M) u TFA
(1 mn), xax onucano B npumepe 1, cragus 3, ¢ nonyderneM 130 mr (konuyecTBeHHO) 4-(2-x70p-5-
(nmunepasus-1-mnmernn)dennn)-4-a3acnupo[2.4]rentana B Buzpe skentoro macia. LCMS (ESI,
macca/3apso): 306 [M+H]",

Craagus 6: nonyuenue N-(1-(4-(4-xs0p-3-(4-a3acnupo|2.4]renran-4-wn)densun)nunepasun-1-

kapOonmi)-1H-nmupa3on-3-uia)merancyabpoHamuaa

YW
i o)
cl 07 NN
)OS . pOVS NN
N HN-§— N NS N o
! 1
e} Cb HN-§~__

Et:N, DCM
K. T., B TEYEHHE HOYH

[00281] B 50-mi1 kpyrionoHHY0 K00y nomemanu 4-(2-xjaop-5-(nmunepasus- 1 -uamerwn ) e )-4-
azactnpo[2.4]renran (130 mr, 0,425 mmonb, 1,00 3kB.), DCM (20 mi1), 4-HuTpodeHHI-3-
meTaHcyabponamuno- 1 H-nupason-1-kapo6okcunar (163 mr, 0,510 mmonb,  1,203kB.) w
TprsTIIIaMuH (85,9 mr, 0,850 mmodb, 2,00 5kB.). [lonxy4eHHBIN pacTBOp MEPEMELINBAIIN B TEYCHUE
HOYH NPU KOMHATHOH TeMITepaType U racriii ¢ MOMOIIbI0 BOAbI (10 MiT), Kak OMHMCaHO B pUMEpE
1, cragus 1. HeounineHHbIi MPOayKT oyUInanu ¢ momoinsko npenaparusHort HPLC ¢ nmonydyenuem
359 mr  (Berxom 17%) N-(1-(4-(4-xnop-3-(4-a3acnmpo|2.4]renraH-4-wn)0eH3nin)numnepasus- 1 -
kapOormn)-1H-nmpazon-3-mn)MmerancyinbpoHaMuaa B BHIE CBETIO-XKEITOrO TBEPAOIrO BEILECTBA.
'H AMP: (400 MI'u, Meranon-ds) & 8,00 - 8,10 (s, 1H), 7,30 - 7,39 (d, J = 1,7 ', 1H), 7,20 - 7,30
(m, 1H), 6,85 - 6,96 (d, J = 2,8 I'y, 1H), 6,20 - 6,30 (m, 1H), 3,78 - 4,00 (m, 4H), 3,55 (m, 2H),
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3,40 - 3,49 (m, 2H), 3,13 (s, 3H), 2,48 - 2,68 (m, 4H), 1,84 - 2,08 (m, 4H), .0,77 - 0,87 (m, 2H),
0,68 - 0,77 (m, 2H). LCMS (ESI, macca/zapso): 493 [M+H]".
HOpumep 13:  N-(1-(1-((5,7-auxaop-1H-unpona-2-uia)meruni)-1,8-quazacnupol4.5|nexan-8-

kapoonu)-1H-nupa3zon-3-uia)aneramua

Cl
@)
\ )
N
Cl H N N EQ
O
HN~/<
Craagus 1: nojay4yeHue  mpem-0yTui-8-(3-aneramuao-1H-nupason-1-kapoonnin)-1,8-

auaszacnupo|4.S|aexan-1-kapookcuaara

~ >—NHCOCH
HN- 3

0
Boc DIPEA, DCM Bog NJLN N
|
<

NO
0

K. T., B TEUCHHE HOYU

[00282] B konby momemanu N-(1H-mmupazos-3-un)aneramun (1,00 r, 7,99 mmoss, 1,00 3kB.), DCM
(15mn) wu DIPEA (2,06, 159 mmonb, 1,993kB.). [JlobaBimsuiu 1O  Kamisim — 4-
Hurpodenmxnoppopmuar (1,78 r, 8,83 mmonp, 1,113k.) B DCM (5 M) mpu 0°C. Cwmechb
nepeMeIBaId B TEUSHHE 2 4. IPH KOMHATHOHN Temmeparype. 3areM nodasisutu mpem-0ytun-1,8-
nuasacnupo[4.5]nekan- 1-kapbokcunar (1,92, 7,99 mmonb, 1,00 3kB.). IlonydeHHbI pacTBOp
nepeMeIluBad B TEYEHHE HOYM IPH KOMHATHOH TeMIlepaType W TaCUIH C TOMOLIBIO BOJBI
(20 mi1), Kak omucano B mpumepe 2, craaus 6. OcraTok xpomarorpagupoBad Ha KOJOHKE M3
ciumkarenst ¢ nojydenuem 2,23 v (Beixon 71%) mpem-0ytun-8-(3-auneramuno-1H-nupason-1-
kapOoum)-1,8-muazacnupo[4.5] nekan-1-kapOokcunara B BUae rpsisHO-0€JI0ro TBEPAOro BElIeCTBa.
LCMS (ESI, macca/zapso): 392 [M+H]".

Cragua  2: mnoayuyenme  N-(1-(1,8-amazacmmpo[4.S]nexan-8-kapooumni)-1H-nupazon-3-

WiI)aneraMmuaa

N N TFADCM | Py
N N - N Lo

N (@) K. T., N O

HN‘< B TeUeHHe HOUH HN‘<
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[00283]B  konly momemanu  mpem-0ytun-8-(3-aneramuno- 1 H-mupa3zon-1-kapoonmn)-1,8-
nnazacnupol4.5]nekan- 1-kapbokcunar (2,23 r, 5,70 mmonb, 1,00 3xB.), DCM (20 M) u TFA
(10 M), kak onucano B npumepe 1, cramust 3. [lonyueHHBIH pacTBOp NMEpEeMEIINBAIN B TEUCHHE
HOYM TMPU KOMHATHOH TeMmIeparype W KOHIEHTPHPOBAIU NPU TOHWKEHHOM JaBJIEHUH C
nonydenueM 1,58 r (neountuenHoro) N-(1-(1,8-nunazacnupo[4.5]nexkan-8-kapoonmnn)-1H-nupason-
3-mim)aneramMusa B Buzie ceerno-xkenroro macna. LCMS (ESI, macca/zapso): 292 [M+H]™.

Craaus 3: noaydenue 3Tui-(E)-2-(2-(2,4-auxJiopdeHU)ruApasHHUINACH )IPONAHOATA

O
Cl

N \/O o
o~ @L
cl Et:N, EtOH

HAIrpeBAHHC C 06pdﬂ 1bIM
XONOHTIBHHKOM, B TCHCHHE HOYU

[00284] B 250-mn kpyriomoHHyro konOy mnomemanu (2,4-nuxnopdenun)ruapasud (10,0 T,
56,8 mmoub, 1,00 3kB.), aTaHoa (50 mu), 3THI-2-0kcomnponanoat (6,59 r, 56,8 mmosb, 1,00 3kB.) u
tpudTUnamu (5,74 r, 56,8 mmonb, 1,50 3kB.). IlonyueHHBI pacTBOp HArpeBaju C OOpPATHBIM
XOJIOAWJIBHUKOM B T€U€HHE HOYM M KOHLIEHTPUPOBAIM INPU NOHMKEHHOM paaBieHHH. OcTaTok
xpomarorpadupoBai Ha KOJIOHKE U3 CUIHKarens ¢ nojydenueMm 3,15 r (Beixoa 31%) stun-(£)-2-
(2-(2,4-nuxnopdeHr)ruipa3suHIIIUICH JIIPOTIAHOATA B BHIE CBETJIO-XKEJITOrO TBEPAOrO BEIECTBA.
LCMS (ESI, macca/zapso): 275 [M+H]".

Cragus 4: noay4denue 3Tui-5,7-guxyaop-1H-ungon-2-kap6oxcunara

’ Cl Cl
0 > _N ZnCl, AcOH
~ %N - V. o
O HarpeBaHue ¢ 00paTHBIM N
Cl XOJIOHIIBHAKOM, B cl H o)

TeYeHHEe HOYH

[00285] B xonby mnomemanu >tui-(2E)-2-[2-(2,4-nuxnopdenun)ruapasut- 1 -uinieH | npornaHoat
(3,00 T, 10,9 mmomb, 1,00 3kB.), ykcycHyro kucioty (50 mut) u xmopup uuHka (27,2 v, 200 MMOIIb,
18,3 5xB.). IlomyueHHBIH pacTBOp HArpeBaJ il C OOPAaTHBIM XOJOAWJIBHUKOM B TEUYEHHE HOYH,
OXJIAKAIH /0 KOMHATHOW TeMmIiepaTypbel W BbUTHBaIU B Boxy (200 mur). TBepmoe BemecTBo
coOupasii ¢ MOMOIIBIO (PHITBTPALIMK, TIPOMBIBAIIN ¢ MOMOIIBI0 BOABI (3 X 10 MIT) U BBICYIIUBAIHU C
nonydenueM 230r (Bbxonm 82%) atun-S,7-muxnop-1H-unpon-2-kapOokcunata B BUAE
xopuuHeBoro Teepaoro semectsa. LCMS (ESI, macca/zapso): 258 [M+H]"

Craaus S: noaydenue (5,7-guxop-1H-ungon-2-ui)meranona
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Cl Cl
LiAlH4, THF
h\ 0. - A\
N K, T., B TCUCHHUE HOYH N
Cl H O Cl H OH

[00286] B cocyn momemanu 3tui-S,7-guxiop-1H-unnon-2-kapbokcunar (500 mr, 1,94 mmonb,
1,00 3xB.), THF (10 mu) u amomorunpun sutust (111 mr, 2,92 mmons, 1,51 3kB.). [lonmy4ueHHbIH
pacTBOp NepeMeIInBajIi B TeUEHHEe HOUM ITPH KOMHATHOH Temriepatrype B atMocepe a3ora. 3atemMm
nocnenosatenbHo nodasisuik Boxy (111 mut), 15% pactBop ruppokcuaa Harpus (111 mr) u Boxy
(333 mn) mpu 0°C. Tsepnble BemiecTBa OTQUIBTPOBATM M mNpoMbiBaiu ¢ nomoubo THF
(3 x 10 my). @unpTpaT KOHLEHTPUPOBAIU INPU MOHWKEHHOM [aBJICHUU C MOJy4deHHeM 339 mr
(Berxon 81%) (5,7-nuxnop-1H-unnon-2-un)meranona B Bune kopuuHeBoro macia. LCMS (ES],
macca/zapso): 216 [M+H]"

Craaus 6: nonydenue 5,7-nuxyiop-1H-unnon-2-kap6anbsaeruga

Cl Cl
MnO,, DCE
N - A
N K. T., B TEHCHHUE HOYU N
Cl H OH Cl H

[00287]B cocyn mnomemamu (5,7-guxnop-1H-unnon-2-un)meranon (0,339, 1,57 mmonb,
1,00 5xB.), DCE (10 mi) u muokcun mapranma (1,37 r, 15,8 mmonb, 10,0 5xB.). Ilonmy4yeHHsblit
pacTBOp MEpeMelIMBall B TEYCHHE HOYM NPU KOMHATHOW TemmepaTtype. TBepable BelecTsa
orpuibTpoBan U npombiBau ¢ nomoibd DCE (3 x 10 mu). @uinbTpaT KOHLUEHTPUPOBAIH MPU
NOHMKEHHOM naBieHuu. OCTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAarejast ¢
nonyuenuem 0,203 r (Bbixon 60%) 5,7-nuxnop-1H-unnon-2-kapOanpaeruaa B BUie KOPHUYHEBOTO
macina. LCMS (ESI, macca/zapsao): 214 [M+H]".

Craguns 7: NMoJIy4eHHue N-(1-(1-((5,7-auxaop-1H-unpona-2-ua)meruni)-1,8-

AHA3ACTHPO [4.5]neKaH-8-Kap60Hnn)-1H-nnpason-.”-nﬂ)auemmnﬂa

Cl
m HN‘< N NJLB‘I}
o H B NaBH(OAc); N=C ¢

DCE HN—

K. T., B T€YEHHE HOUHU
[00288] B cocyn mnomemanu S,7-nuxiop-1H-unnon-2-kapbanenerun (102 mr, 0,477 mmounb,
1,003kB.), DCE (10mm) wu N-(1-[1,8-nua3acrupo[4.5]nexkan-8-unmernn|-1H-nmpazon-3-

wnaneramun (132 mr, 0,477 mmonb, 1,00 3xB.). Cmecp nepemMemuBaiid B Te4YeHHE 2 Y. TPH
-221-



KOMHATHOMH Temrneparype. 3ateM no0aBisuu Tpuanerokcudopruapun Hatpus (253 mr, 1,19 mmors,
2,51 3kB.). [TonyueHHBIH pacTBOP NMEpEMEIINBAIN B TEUSHHE HOUH MTPU KOMHATHOHN TeMIlepaType u
raciiy ¢ moMoiero Bozs! (10 mut), kak onucano B nmpumepe 1, craaus 6. HeounineHHbIH TPOIYKT
ounmmam ¢ nomoipto npenapatusHoii HPLC ¢ nmonydenuem 59,7 mr (Berxon 26%) N-(1-(1-((5,7-
muxnop- | H-uanon-2-un)mernn)-1,8-nnazacnupo[4. 5 nexan-8-xapoonnn)-1H-nupaszon-3-
Wil)aleTaMuna B Buje ceeTno-kentoro Macia. 'H SAMP (400 MI'u, Xnopodopm-d) § 8,72 (br, 1H),
7,90 - 8,15 (m, 2H), 7,35 - 7,50 (m, 1H), 7,12 - 7,15 (m, 1H), 6,80 - 7,02 (m, 1H), 6,30 (d, J =2,7
I'm, 1H), 4,48 - 4,72 (m, 2H), 3,79 (s, 2H), 3,02 (m, 2H), 2,62 - 2,85 (m, 2H), 2,18 (s, 3H), 1,80 -
1,98 (m, 6H), 1,45 - 1,59 (m, 2H). LCMS (ESI, macca/3aps0): 489 [M+H]".

IIpumep 14: 2-((8-(3-aneramuao-1H-nupa3zon-1-kapoonuna)-1,8-guazacnupol4.5]aexan-1-

uia)merua)-1H-unpoa-S-kapdoxkcamug

0
HoN
; X
e le
NS o
HN-<
Crapus 1: CHHTE3 mpem-0yTun-8-(3-aneramuno-1H-nupaszon-1-kapoonn)-1,8-

auazacnupo|4.5]aexan-1-kapookcuiara

= > NHCOCH
HN-‘N/ 3

Boc DIPEA, DCM Bcijg\lj\ NN
N - N ) /\?
NH N=
NO 0
L)<:> jl\ /@/ 2 HN‘(
cI” 0

K. T., B TeUeHHE HOYH
[00289] B konby momemanu N-(1H-mupazon-4-un)aneramun (1,00 r, 7,99 mmons, 1,00 3kB.), DCM
(15mn) wu DIPEA (2,06, 159 mmons, 2,003kB.). [JloGaBmsuiu 1o  Kamisim — 4-

Hurpodenmxnoppopmuar (1,78 r, 8,83 mmons, 1,113k.) B DCM (5 M) mpu 0°C. Cwmech
nepeMeIIuBaId B TeUeHHe 2 4. TIPU KOMHATHOH TeMIiepartype, 3aTteM no0aBisum mpem-0ytui-1,8-
nuasacniupo[4.5]nekan- 1-kapbokcunar (1,92, 7,99 mmonb, 1,00 3kB.). IlonydeHHbIl pacTBOp
nepeMeIluBaId B TEYCHHE HOYM IPH KOMHATHOH TeMIlepaType U TacUIH C TIOMOLIBIO BOJBI
(20 mm). Cwmech skcTparupoBasu ¢ mnomompbto DCM (3 x 20 Mi1) U OpraHMYECKHE CJIOH
O0BEUHSIIN, POMBIBAJIN C MTOMOIIBIO BOABI (3 X 20 MIT), BBICYIIMBAIN HaJ O€3BOIHBIM CYJIb(HaTOM
HaTpusi, (WIBTPOBAIM M  KOHLUEHTPUPOBAIM TPH TOHIKEHHOM paasieHHH. OcraTok

xpomarorpaduposann ¢ moiydeHuem 2,231 (Boxon 71%) mpem-OyTtun-8-(3-aneramumo-1H-
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nupason-1-kapbonmn)-1,8-quaszacrnupo[4.5|nekan-1-kapObokcunata B~ BUAE  IPS3HO-0ENOro

TBepaoro semectsa. LCMS (ESI, macca/zapso): 392 [M+H]".

Cragus 2: CUHTE3 N-(1-(1,8-aua3zacnupo|4.5]nexan-8-kapoouu)-1 H-nupa3zon-3-
HiI)aneTaMmuaa
O )

Boc N)LN/‘\? TFA, DCM )LN}
N o Lo
N QO K. T., B TQUEHHUE N 0
HN—< HOUK I-IN—<

[00290] B kpyriomoHHyto konOy momemanu mpem-0yTui-8-(3-aueramuno-1H-mupaszon-1-

ZI
=z

kapOonun)-1,8-nuasacnupo[4.5]nexkan-1-kapbokcunar (2,23 r, 5,70 mmons, 1,00 3xB.), DCM
(10 M) u TFA (3 mu), xak onucano B mpumepe 1, cranus 3. ITomydeHHbIH pacTBOp nepeMeInBaiu
B T€UYEHHE HOYM MPU KOMHATHOW TeMIepaType U KOHLEHTPUPOBAJIU IIPU IOHIKEHHOM JaBJICHUH C
nojyuenuem 1,58 r (neountuennoro) N-(1-(1,8-nuazacnupo[4.5]nekan-8-kapooumn)-1H-nupazon-
3-mim)aneramMuna B Busie ceerno-kenroro macna. LCMS (ESI, macca/zapso): 292 [M+H]™.
Craaus 3: noinyyeHue MeTuiI-4-aMuHo-3-ioadeH3oara
0._.0 _0._.0

NIS, THF

-~

K. T., B TCUHCHHE [

[00291]B «koa0y mnomemanu wmetun-4-amuHoOenszoar (9,00 r, 59,5 mmons, 1,00 3kB.), THF
(100 mn) u 1-iiop-S-nupponunuuanon (16,2, 72,0 mmons, 1,20 3kB.). [lonyueHHBI pacTBOp
nepeMeIluBaid B TEYEHHEe HOYM MPH KOMHATHOW TeMIeparype W KOHLEHTPUPOBAIU MpH
NOHIKEHHOM naBjiernn. OctaTtok pa3dasiisuii Bono (50 MiT) u 3KCTparupoBaju ¢ nomouso DCM
(3 x 50 M), opraHMYecKHe CJIOU OOBEOMHSIIM, MPOMBIBAIM C MOMOLIBIO BOABI (3 X 50 mu),
BBICYIIWBAIA HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIH IPU
NOHMKEHHOM naBiieHuH. OCTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAareiast ¢
nojyueHueM 7,60 r (Beixonm 46%) merun-4-amMuHO-3-flogOeH30aTa B BHIE JKENTOTO TBEPAOTO
semectBa. LCMS (ESI, macca/sapso): 278 [M+H]".

Cragus 4: nonyyeHue MeTu-3-iioa-4-(2,2,2-rpudropaneramuao)denzoara

O O
_0._0 -
{CF,C0O),0
Et;N,DCM |
I K.T., B TeYEHHE HN. _CF
T, s
NH HOYH \IC])/
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[00292] B kpyriomoHHYIO KOJOYy momemnanu MeTwi-4-aMuHo-3-iiogOensoar (7,50 r, 27,1 Mmounb,
1,00 3xB.), DCM (50 mi), tpmstunamus (7,20 r, 71,3 mmonb, 2,63 3kB.) B TPUPTOPYKCYCHBIH
aaruapun (8,90 r, 42,4 mmons, 1,57 5kB.). [lonyueHHBIH pacTBOp NMepeMeIINBAIA B TEUCHUE HOUU
IpY KOMHATHON TEeMIIEpaType U MPOMBIBAIN C MOMOIIBI0 BOabI (3 X 50 mir). Opranudeckuii cioi
BBICYIIMBANIU Haj Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIHM IPU
MOHMKEHHOM JaBJIEHHH, Kak onucaHo B mpumepe 1, ctanus 1. Ocratok xpomarorpapupoBaiy Ha
KOJIOHKe M3 cuiukarens ¢ mnonydeHuem 8,00r  (Beixoxm 79%) wmermn-3-iion-4-(2,2,2-
TpudropaneramMuno)oeH3oara B BUE )KEITOTO TBEPIOTO BEIIECTBA.

Craaus S: nosnydenue MeTua-2-(ruapokcumerna)-1 H-ungon-S-kapookcuniara

0.0
O
= . o N
| Pd(PPh3)-Cl>, Cul, Etz:N, DMF N
HN\’(CFS 60°C, B TeueHHE HOUH H OH
8]

[00293]B  Tpexropiyr  KpPYIJIOHOHHyK  KonOy — momemand — MeTwi-3-Hon-4-(2,2,2-
tpudropaneramuno)oensoar (3,73 r, 10,0 mmonb, 1,00 3kB.), N,N-mumerundopmamun (50 mi),
npon-2-uH-1-o1 (0,840 r, 15,0 mmonb, 1,50 5kB.), TpusTunamus (5,05 r, 50,0 mmos, 5,00 3kB.),
vomgun memm (0,190, 1,00 mmonb, 0,10 3kB.) u xnopun Ouc(tpudenmndochun)nannanus(ll)
(0,350 r, 0,500 mmogb, 0,05 3kB.) B armocepe a3ora. ITomydeHHBIH pacTBOp MepEeMEIIUBAIIA B
teyeHre Houw mnpu 60°C u pazbaensau ¢ momoribio Boabl (500 mut). CMech dKCTparupoBaiu ¢
nomortpio EtOAc (3 x 500 M) 1 opraHuyeckue Cjiou OObEeIUHSIIH, TIPOMBIBAIIU C MTOMOIIBI BOIBI
(3 x 100 M), BBICYIIMBANIKM Han  Oe3BOOHBIM  cyib(atom  HaTpus, (QUIBTPOBAIH |
KOHLIEHTPUPOBAIM TMPH MOHMKEHHOM AaBiieHHH. OcCTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
cuukarenss ¢ nonydenuem 1,80 r  (Beixom 85%) wmermn-2-(ruppoxcumern)- 1 H-unnomn-5-
xapbokcunata B Bune kopuanesoro macia. LCMS (ESI, macca/zapso): 206 [M+H]".

Cragus 6: noay4denue 2-(ruapokcumeru)-1 H-unon-5-kap00HoBoii KHCJIOTHI

XOJ\CE.%_\ NaOH. McOH. H:0 @
H OH  60°C, Breuenne Ho)m\
CH

HOMH H

[00294]B cocyn mnomemanu MeTwi-2-(runpokcumernn)- 1 H-urmnon-5-kapookcunar (800 mr,
3,90 mmonsb, 1,00 5kB.), metanon (5 mu), Boay (5 mu) u ruapokcun Hatpus (234 mr, 5,85 Mmors,
1,50 3kB.). [TonydeHHBIN pacTBOp NepeMemnBain B TedeHne Houn npu 60°C 1 KOHIEHTPHPOBAIIH
NPy MOHWXeHHOM aasyieHuu. OctaTtok pa3dasisuti Bomol (25 mur) u 3HadeHue pH perynmposanu
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10 4~5 ¢ nmomomblo 1 H. pacTBOpa XJIOPUCTOBOAOPOJHONW KHUCJIOTHI, KaKk OMHMCAHO B MpuUMepe 4,
cragusi 3. TBepaoe BemecTBO COOMPAN € MOMOIIBIO (PUIBTPALNH, TPOMBIBAIH C MTOMOIIBIO BOJBI
(3 x 10 mu) u BeIcyIIMBaM ¢ noiy4derueM 620 mr (Berxon 83%) 2-(ruppoxcumernn)-1H-unnon-5-
KapOOHOBOM KHCJIOTBI B BHAE CBETJIO-KOpU4YHEeBOro teepporo Bemectsa. LCMS  (ESI,
macca/zapso): 192 [M+H]".

Craaus 7: nonydenue 2-gpopmui-1H-ungoa-5S-kap060HOBOI KHCJIOTBI

O O

MnO,, Et,O 0
HG N HO N
N OH K. T., B TCYCHHE N H

H HOYH H

[00295] B cocyn mnomemanu 2-(ruppoxkcumeruin)-1H-unnon-5-kapbonosyro kucnory (0,300 r,
1,57 mmonsb, 1,00 3xB.), mpoctoit 3¢up (10 M) m nmuokcun wmapranua (1,37r, 15,7 Mmons,
10,0 3xB.). IToay4eHHBIH pacTBOp MepeMeLINBAIN B TE€UEHHE HOYU NMPU KOMHATHOW TeMIIepaType.
TBepnoe BemecTBO OTGHUIBTPOBAIM M MPOMBIBAIM € MOMOLIbI aneroHuTpuiaa (3 x 10 mi), kak
onucano B npumepe 13, craaus 6, ¢ nonyuenuem 0,189 r (Beixox 64%) 2-popmun-1H-unnon-5-
KapOOHOBON KUCJIOTHI B BHe sxentoro Macna. LCMS (ESI, macca/zapso): 190 [M+H]".

Cranus 8: NnoJiyueHue 2-((8-(3-aueramuno-1H-nupa3zon-1-kapoonui)-1,8-

auazacnupo|4.5|nexan-1-nia)merni)-1H-unnon-5-kap60HoBOI KHCIOTHI

o
H NJJ\N N 4
O
HOJK@_{O HN‘< N\ N)LN \
N H H
H NaBH(OAc)s, DCE “QQ r‘uQ o

K. T., B TCUCHHC HOYH

HN—<

[00296] B cocyn momemnanu 2-¢popmui-1H-unnon-5-kapbonosyrw kuciory (137 mr, 0,725 mmouns,
1,003kB.), DCE (10mm) wu N-(1-(1,8-nmazacnupo[4.5]nexan-8-xkapoonun)-1H-nmpaszon-3-
wnaneramun (211 mr, 0,725 mmonb, 1,00 3xB.) u TpuaunerokcuOopruapun Harpus (385 mr,
1,82 mmoib, 2,50 3kB.). [TonyueHHBIH pacTBOp MepeMeIINBAIA B TEYCHHWE HOYM NMPU KOMHATHOH
TeMIepaType U racuim ¢ nmomobio Boabl (10 mir), kak onmcaHo B mpumepe 1, cragust 6. OctaTok
XpomarorpadupoBaian Ha KOJIOHKE M3 CHIIMKarelsi ¢ momydeHneM 75,0 mr (Boxon 22%) 2-((8-(3-
anieramunio- 1 H-nupason-1-kapbonmn)-1,8-nuazacnupo( 4.5 nexan- 1 -um)merwn)- 1 H-unmnon-5-
KapOOHOBOM KUCJIOTHI B BUAE kentoro Macna. LCMS (ESI, macca/zapso): 465 [M+H]".

Cragus 9: noJiy4yeHue 2-((8-(3-aueramugo-1H-nupa3zon-1-kapo6onun)-1,8-

auazacnupo|4.5]aexan-1-nia)merna)-1H-ungon-S-kapéokcamuaa
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[00297] B cocyn NOMellaIx 2-((8-(3-aueramuno- 1 H-nupason-1-kapoonmn)-1,8-

nuaszacriupol 4.5 nexan- 1-un)mernn)- | H-uanon-5-xapbonosyro  kucnory (75,0 mr, 0,161 mmoub,
1,00 5xB.), N,N-mumetrundpopmamun (5 mi), DIPEA (41,5wmr, 0,322 mmonb, 2,00 3kB.),
ruapoxaopun  N-(3-pumerunamunonponui)-N'-stunkapbogunmuna (34,0 mr, 0,177 mmons,
1,10 3xB.) u 1-ruapokcudenzorpuazon (23,9 mr, 0,177 mmons, 1,10 5kB.). CMech nepemerinBany B
TeueHHe 2 4acoB INPU KOMHATHOH TemmepaType. 3ateM amolasisuim xjopun ammonus (12,8 wr,
0,242 mmonb, 1,50 5kB.). [TonyueHHBIN pacTBOp MepeMeLINBAIN B T€UEHHE HOUU NMPU KOMHATHOH
TeMmrepaType U racuiau ¢ nomoubio Boabl (50 mu). Cmeck skcTparuposanu ¢ noMoubsio EtOAc
(3 x50 M) u opraHuYeckue CJIOM OOBEAMHSUIM, NMPOMBIBAIM C MOMOIIBI Boabl (3 X S50 mi),
BBICYLIMBAIM Haja Oe3BOAHBIM Cyjib(aTOM HaTpus, (UIBTPOBAIM U KOHLEHTPUPOBAIU IIPH
MOHIKEHHOM JAaByieHnd. HeounineHHpll npoaykT ouuninanu ¢ nomouibio npenaparusoit HPLC ¢
nojgyyenueM 149 wmr  (Beixom  20%)  2-((8-(3-aueramuno-1H-nupazosn-1-kapOonwmn)-1,8-
nuasacnupo[4.5]nexan- 1-un)mernn)- | H-unnon-5-kapOokcaMuaa B BUIE CBETIIO-XKEITOIO TBEPIAOTO
semecTsa. 'H AMP (300 MI'u, Meranon-dy) § 7,99 - 8,17 (m, 2H), 7,58 - 7,80 (m, 1H), 7,30 - 7,48
(m, 1H), 6,72 - 6,89 (m, 1H), 6,3! (s, 1H), 4,50 - 4,70 (m, 2H), 3,85 (s, 2H), 3,08 - 3,26 (m, 2H),
2,78 - 290 (m, 2H), 2,14 (s, 3H), 1,78 - 2,05 (m, 6H), 1,53 - 1,65 (m, 2H). LCMS (ESI,
macca/3apso): 464 [M+H]".

Hpumep 15: N-(1-(4-(2-(THa30a-2-U10)-4-(TpuPpTOopMeTHIT)PeHOKCH)MHNTepHANH-1-KapOOHUT)-

1H-nnpa30.11-3-n.11)MeTchy.nb(l)OHaMm(

(?“Q

O

Cragnsa 1: noaydenue mpem-0yTui-4-(2-opom-4-(rpudropmernn)denoxcu)nunepuanx-1-

Kap0okcujiaTa
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O,Boc
FsC HO FiC /O,Boc
F NaH, THF 9]

Br K. T., B TCUCHHE HOUH  Br

[00298]B koiy mnomemanu  mpem-OyTwin-4-ruapokcununepunun- 1-kapdokcunar (2,0,
9,94 mmonsb, 1,00 3xB.) 1 THF (40 mu). 3atem nobasmsuiun ruapun Hatpus (60% B macne, 0,800 ,
20,0 mmonb, 2,00 3xB.) mpu 0°C. IlomyueHHBIH pacTBOp MepeMelIMBaid B TedeHHe | yaca mpu
KOMHATHOW TeMmrieparype U poOaBmsuin  2-O6pom-1-dprop-4-(Tpudropmermn)denzon (3,20,
13,2 mmonb, 1,30 5xB.). IlonyueHHBIH pacTBOp NepeMeIInBalIyd B T€YEHWE HOYMU NPU KOMHATHOM
TeMIepaType U racuiy ¢ MoMoIIbio Boabl (20 MiT), kak onucaHo B npumepe 4, cragus 1. OcraTok
xpoMartorpadupoBaiu Ha KOJIOHKE 3 cujmkarens ¢ noiydenueMm 3,40 r (Boixox 81%) mpem-
Oytuin-4-(2-6pom-4-(TpudpTopmerun)peHokcn )nunepuaus- 1 -kapbokcunata B Buae  Oenoro
tBepaoro semectsa. LCMS (ESI, macca/zapso): 424 [M+H]".

Cranus 2: NnoJiyueHue mpem-0yTun-4-(2-(Tuazon-2-umn)-4-
(tpudropmerna)denHoxcu)nunepuaul-1-kapéoxcunara

SnBuS

.Boc
.Boc
@ Jeile; KT)L IS
Pd(PPh;)s, Tonyon N’ s

80°C, B TeyeHHE HOYH

[00299] B konOy nomermanu mpem-0yTun-4-[2-6pom-4-(tpudropmernn)henokcu |munepuamus-1-
kapookcumat (424 mr, 1,00 mmoinb, 1,00 5kB.), Tetpakuc(tpudenundochan)nammanuii (104 mr,
0,100 mmogb, 0,10 5kB.), 2-(Tpubytuncrannamin)-1,3-tuazon (450 mr, 1,20 mmonb, 1,20 3kB.) wu
tosyost (20 mu). TlonydeHHblid pacTBop mepememnBaiu B TedeHue Houu npu 80°C B atmocdepe
a30Ta ¥ racwiu ¢ nmomombio Bonsl (20 mur). Cmeck skcTparuposainu ¢ nomomeso DCM (3 x 30 mi)
U OpTaHHYECKHe CJIIOM OOBEIUHSIIN, MPOMBIBAJN C TIOMOLIBIO BOABI (3 X 10 MIT), BBICYIIMBAIHN HAJ
6e3BOAHBIM Cyib(aTOM HATPUs, (PUIBTPOBAIN U KOHLEHTPUPOBAIU NPU MOHUKEHHOM IaBJICHUH.
Ocrarok xpomarorpadupoBaId Ha KOJOHKE U3 CHJIMKAressi ¢ mojydeHueM 259 mr (Berxon 60%)
mpem-0yTun-4-(2-(tuazon-2-un)-4-(tpudropMeriin ) eHOKCH ) TUNepUInH- | -kapOokcuIaTa B BUIE
senToro Teepaoro semectsa. LCMS (ESI, macca/zapso): 429 [M+H]".

Cragus 3: noaydeHue 2-(2-(munepuauH-4-unokcu)-S-(rpudpropmerni)denni)Tuazosna

.Boc NH
/Q HCl, anokcaun /Q
K. T.,
N’ S N’ s
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[00300] B KOJI0y MOMeIIaIN mpem-6yTn-4-[2-(1,3-tuazon-2-mn)-4-
(Tpudropmermn)penokcu Jnunepunus- 1-kapbokcmwnar (259 mr, 0,60 mmonb, 1,00 3xB.), 1,4-
arokcaH (20 MIT) U XJIOPUCTOBOOPOIHYIO KUCIOTY (4 MIT), Kak omucaHo B npumepe 11, cranus S.
IlonyueHHBII pacTBOpP MEpEeMEIINBAIM B Te4eHHWE 24Y. INPU KOMHATHOH TeMIEpaTtype Hu
KOHIIEHTPUPOBAIM TP TOHIKEHHOM [aBJIEHUU C rosyueHHeM 195 mr (HeouuineHHoro) 2-(2-
(munepunnH-4-nnokcu)-S-(tpudTopmermin)peHmn)Tuazona B Buae OENoro TBEPAOro BEIIECTBA.
LCMS (ESI, macca/zapsio): 329 [M+H]".

Cragusa  4: noaydenue  4-(2-(THa300-2-un)-4-(rpudropmernn)deHokcu)nunepuanx-1-

KapOoOHHIXJI0pPHAA
3C
\? QHTPH(])OCTGH, DIPEA " /O
O
p, DCM, k. T., 2 4.
N“ 'S z
\—/ N S

[00301]B xon®y mnomemann 2-(2-(munepunuH-4-mnokcn)-S-(tpudropmernn)dennn)Tuason
(195 wr, 0,590 mmonb, 1,00 3kB.), Tpudocren (89,0 mr, 0,300 mmosb, 0,50 3xB.) 1 DCM (20 mn).

3arem nobGasmsiu DIPEA (307 mr, 2,38 mmonb, 4,003kB.) mpu 0°C. Ilonmy4eHHBIH pacTBOp
nepeMeIuBaIi B TeYeHHE 2 4. TIPU KOMHATHOM TeMIIEpaType 1 TaCHiIu ¢ MOMOIIbI0 Boabl (10 mi),
KaK OMUCAHO B mpumepe 2, cranus 5, ¢ nonyyeHueM 230 mr (HeouuntneHHoro) 4-[2-(1,3-tuazon-2-
wn)-4-(tpudropmeri)heHoKCH [munepuanH- 1 -kapOOHWIXIopUAa B BHOE O€oro  TBEPAOTrO
BEIIIECTBA.

Cragusa 5: noaydenue N-(1-(4-(2-(THa300-2-u0)-4-(TpudTopMeTH)PeHOKCH)TUTIePUAUH-]-

kap6onni)-1H-nupazon-3-un)merancyibdonamuaa

FC JL HN/j\ %
e JQ .
DMAP, DIPEA HN
N’ S

S-._
N7 g THE, 60°C
\—/ B TEUYEHHE HOUH

[00302] B xonby mnomemanu 4-[2-(1,3-tuazon-2-mn)-4-(tpudropmernn)heHokcH [munepuans-1-
kapoonwaxjopun (232 mr, 0,590 mmonb, 1,00 5kB.), 4-mumerwinamuHOmUpuauH (14,5 mr,
0,118 mmons, 0,200 3xB.), DIPEA (153 mr, 1,18 mmonb, 2,0053%B.), N-(1H-nmpazon-3-
wi)Merancyibonamun (118 mr, 0,730 mmons, 1,00 3x8.) u THF (20 mu). TlonydeHHslii pacTBop
nepememuBaiu B Tederne Houn npu 60°C u racumm ¢ momornbio Boabl (10 mMiT), Kak OMHUCaHO B

npumepe 2, craaus 6. HeouuineHHbIM NpoAyKT ouMinanu ¢ nomoinbio npenapatusHoit HPLC c
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MOJyYeHUEM 64,0 mr (BBIXOZ 21%) N-(1-(4-(2-(Trazon-2-wmn)-4-
(Tpudropmern)perokcu)munepunus- 1 -kapoonmn)- | H-nupazon-3-mn)merancyipponamuna B
Buje Gesoro Teepaoro semectsa. 'H AMP (300 MI'u, Xnopodopm-d) & 8,75 - 8,80 (m, 1H), 8,05 -
8,15 (m, 1H), 7,91 - 8,02 (m, 1H), 7,55-7,68 (m, 1H), 7,40 - 7,50 (m, 1H), 7,01 - 7,20 (m, 1H), 6,30
(s, 1H), 5,00 (s, 1H), 3,81 - 4,25 (m, 4H), 3,11 (s, 3H), 2,05 - 2,31 (m, 4H). LCMS (ESI,
macca/zapso): 516 [M+H]".

HIpumep 16: N-(1-(5-(3-xy10p-5-(2-ruagpoxkcunponaH-2-uia)deH3ujI)oKTarnaponuppo.ao|3,4-

c]muppoa-2-kap6onun)-1H-nupa3zon-3-uia)aneramun

o)
NJ\I\‘I A
[\@ N%\j\{)

CTa):um 1: cunre3 2-(3-0pom-S-xjopdeHna)nponaH-2-oa

MeMgBr, THF

B TeYeHUe Houn HO

[00303] B xonby momemanu metui-3-0pom-S-xmopbensoat (1,50 r, 6,05 mmons, 1,00 skB.), THF
(10 m1) B armocdepe azora. Cmech oxnmaxnamu no -78°C. Jlobammsiiu mo kamisiMm OpoMun
metunamarsust (6,05 mu, 18,2 mmods, 3,00 5kB., 3 M B aTusoBom 3¢dupe) npu -78°C. ToaydeHHbIH
pacTBOp MepeMeIlnBAIA B TEYSHHE HOYM NMPU KOMHATHOHW TEMIEpaType U TaCWIH C MOMOIIBIO
HaceieHHoro pacteopa NH4Cl (30 mu). Tlony4eHHbId pacTBOp SKCTPardpOBAIU C MOMOIIBIO
DCM (2 x 50 mu1) 1 opraHuyecKue ciion 00beIUHSIIN, TIPOMBIBAJIN C TIOMOLIBIO COJIEBOTO PacTBOpA
(2 x 30 mu1), BRICYITMBASIK HaJ OE€3BOAHBIM CYJIb(PATOM HATPUs, GUIBTPOBAIH M KOHLIEHTPUPOBAIH
NpU TMOHMKEHHOM JaBiieHuu. OcTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAreis ¢
nonyuenueM 1,40 r (Beixon 93%) 2-(3-Opom-5-xnopdenmn)nponan-2-oja B BUAE TPsI3HO-O0ENOro
TBEPIOTO BEIIECTBA.

Craaus 2: nonydeHue 3-xja0p-5-(2-ruapokcunponas-2-ui)deH3aabaeruaa

cl n-BuLi, DMF, cl
THF
Br -78°C, 1 u. 20
HO HO

[00304] B xonby momeranu 2-(3-0pom-5-xnopdennnm)nponan-2-oxn (1,40 r, 5,65 mmons, 1,00 5kB.)
u THF (10 mn) B atmocepe asora. Cmech oxnaxkmanu no -78°C. JloGapnsuim Mo KarjisiM H-

oyrwutuii (4,52 mut, 11,3 mmons, 2,00 3kxB., 2,5 M B rekcane) npu -78°C. Cmech nepeMennBaim
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B teueHue 30 muH. mpu -78°C m polGamsuiu N, N-gumermnpopmamun (1,24 r, 17,0 Mmoib,
3,00 3kB.). ITonmy4enHsblit pacTBOp nepememnBaiy B Tederne 1 4. mpu -78°C u racuiiu ¢ OMOIIBIO
HaceimeHHoro pacrBopa NH4Cl (30 mu), kak ommcaHo B mpumepe 7, cramus 3. OcraTtok
XpomarorpadupoBaian Ha KOJOHKE W3 CHIIMKarels ¢ nojaydeHueM 360 mr (Beixox 32%) 3-xmop-5-
(2-ruppokcunponan-2-ui)oeHs3anbaeruaa B BUAE TPsA3HO-Oenoro Teephoro semectsa. 'H SIMP
(300 MI'u, Xnopodopm-d) & 10,01 (s, 1H), 7,89 (s, 1H), 7,84 - 7,72 (m, 2H), 1,64 (s, 6H).

Craagns 3: MoJIy4YeHHe mpem-0yTua-5S-(3-aneramuno-1H-nupason-1-

KapOoHuI)rekcaruaponuppoJio|3,4-cjnuppoa-2(1H)-kapdokcuaara

1T 2
NH NTN M
S 0
N"-—.
N Tpudocren _N 0
Boc DIPEA, DCM o HN\(

K. T,, B TCHCHUEC HOYH

[00305] B xonOy mnomemanu tpudocren (0,980, 3,30 mmonb, 0,703kB.) u DCM (25 mi).

Hobasnsu N-(1H-niupazon-3-un)aneramun (1,06 r, 8,50 mmons, 1,80 skB.) mpu 0°C. {oGasnsiiu
DIPEA (2,44, 18,9 mmonb, 4,00 5kB.) mpu 0°C u cMech nepeMelnuBaiu B TeueHUe 2 4. MpHU
KOMHAaTHOW  TeMImeparype. JobGasnsimn  mpem-OyTunokTaruaponuppoio| 3,4-cloupposn-2-
kapookcunat (1,00 r, 4,72 mmonb, 1,00 5kB.). IloaydeHHBI pacTBOp MEPEMEIIUBAIH B TCUCHHE
HOYHM MPU KOMHATHOHN TeMIepaTrype M 3aTeM racHiid ¢ MOMOINbK Boabl (10 mut), Kak OmucaHo B
npumepe 2, cranus 5. OctaTok XxpoMaTorpapupoBaid Ha KOJOHKE U3 CHIIMKAreJisl C MOTy4YeHHEM
1L10r (BBIXOA 38%) mpem-0yTun-5-(3-aueramuno-1 H-nupazon-1-
kapOoHuI)rekcaruaponuppoio| 3,4-c Jnuppon-2(1H)-kapOokcunara B Bune xeiaroro macia. LCMS
(ESI, macca/zapso): 364 [M+H]" .

Cragusa 4: nonydenue N-(1-(oxkraruaponuppo.io|3,4-c]jnuppon-2-kap6onmni)-1H-nupazon-3-

WiI)aneraMmuaa
0 0

K\QN ’T‘} TFA, DCM &“J\ﬁ' }
N= - N=

_N ] K.T., 2 4. HN Q

HN-/<

[00306] B KOJIOY MOMeLIaIN mpem-0ytun-5-(3-aneramuno- 1 H-nupazon-1-

kapOormm)rekcaruaponuppodo|3,4-c jnruppon-2(1H)-kapbokcunar (400 mr, 1,10 mmodns, 1,00 3kB.),
DCM (10mm) u TFA (2 wmn). Ilony4deHHbId pacTBOpP MEpEeMEIIMBAIN B TEUEHHE 2 Y. TIPHU
KOMHATHOW TEeMIlepaType M KOHLEHTPUPOBAIHM NPU TOHWKEHHOM JaBJICHHWU, KaK OMHCAHO B
npumepe 1, cragust 3, ¢ nomyderneM 420 mr (HeouumueHHoro) N-(1-(oxtarugpormppono|3,4-
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c|muppon-2-kapOonmn)-1H-mupazon-3-mn)aneramuna B Buae skenroro wmacia. LCMS  (ESIL
macca/zapso): 264 [M+H]™ .
Craagus S: MoJIy4eHHe N-(1-(5-(3-x10p-S-(2-ruapoxcunponan-2-

WI1)0eH3HT)OKTAruApOonuppoao|[3,4-cjnuppoa-2-kapoouni)-1H-nupazon-3-un)aneramuga

o Cl N o
0 Ll R
HN = 0 HO - N HN~\(
0

HN
NaBH(OAc)s, DCE HO
[00307] B xonby momewmanu N-(1-(oxrarugponuppono|3,4-c|ouppon-2-kapoonmn)-1H-nupazon-3-

=

K. T., B TCYCHHE HOYH

mnaneramun (192 mr, 0,730 mmons, 1,20 3kB.), 3-x50p-5-(2-ruapoxkcunpona-2-ui)oeH3anbaerus
(120 mr, 0,610 mmonb, 1,00 3kB.) u DCE (15 mi). Cmech mepemeninBanu B TeueHue | 4. mpu
KOMHaTHOH Ttemneparype. JloOasnsnmu TtpuanerokcuOoprunpun Harpus (517 mr, 2,44 MMonb,
4,00 5kB.). I[Tonmy4eHHBIH pacTBOp NMepeMeLINBAIN B TE€UEHHE HOYHM IPH KOMHATHOH TeMIleparype u
3areM racuian ¢ nomouibio Boasl (10 mur), kak omucano B mpumepe 1, craaus 6. HeounmeHHsIi
nponykt (120 mr) oummanu ¢ nomoursto npenapatusHoii HPLC ¢ nonyuenuem 32,3 mr (BeIXOA
12%)  N-(1-(5-(3-x710p-5-(2-ruapoKcUnponaH-2-mi)0eH3 1T )OKTaruAponuppoo| 3,4-c Jnuppon-2-
kap6oumn)-1H-upazon-3-un)aneramuna B Buze 6enoro Teepaoro semectsa. 'H AMP (300MI 1,
Xnopodopm-d) § 8,11 - 8,12 (m, 2H), 7,44 (s, 1H), 7,3 (s, 1H), 7,'6 (s, 1H), 6,87 (d, J = 2,7 'y,
1H), 3,9 (br, 4H), 3,59 (s, 2H), 2,88 (br, 2H), 2,61 - 2,64 (m, 4H), 2,19 (s, 4H), 1,57 (s, 6H).
LCMS (ESI, macca/zapso): 446 [M+H]" .

IIpumep 17: N-(1-(4-(3-x10p-5-(4-x10pPpenoxcu)doensun)nunepasun-1-kapoonna)-1H-

NMHPAa30JI-3-WI)aneTaMHx
Cl :ﬁ\
Cl r/\N N\
\
o NS N= o
HN\‘T
Cragus 1: noaydenue ouc(4-xyopdenun)iiononuii-rerpadpropéopara

. cl
\@\ O\ cl cl
_OH |
B \QLUBF4
OH

I m-CPBA, BF:0OEt., DCM
K. T., 20 MHH.

[00308] B konby mnomemanu MeTa-xyoprepokcuOensoiinyo kucioty (1,60, 9,27 mmonns,

1,10 3kB.), DCM (10 mi1), kommuieke Tpugropuna 6opa u qustunosoro 3¢upa (3,58 r, 25,2 Mmmons,
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3,005kB.) u l-xmop-4-tiondenson (2,00r, 839 mmonb, 1,003kB.). IlomydeHHBIH pacTBOP
nepememuBai B TedeHne 0,549, mpm KOMHATHOW Temmepartype. 3arem nobasnsmu  (4-
xjopdenmn)ooponoByto kucioty (1,44 r, 9,22 mmons, 1,10 3xB.) mpu 0°C. TTonyueHHbIH pacTBOP
nepemMemiuBaid B TedeHHe 20 MUH. NPH KOMHATHOM TeMmmeparype W KOHLEHTPUPOBAIHU MpPHU
MOHMXEHHOM JaBJIeHUH. HeouuIneHHbI NPOAYKT pacTUpaltd B MOPOLIOK ¢ mosydeHueM 3,00 r
(BerxOm 78%) Terpadropbopara Ouc(4-xiaopdeHnn)iononus B Buae O€JIOro TBEPIOro BEINECTBA.
LCMS (ESI, macca/zapsio): 349 [M-BF47]".

Craagus 2: noay4deHue 4-autpodenuni-3-aneramuno-1H-nupaszon-1-kapooxcunara

02N O;N 0
n oy, "o
ﬁ;? g OJ\N}
0 . N
HN{ EuN, DCM 0
K.T., 3 4. HN‘<

[00309] B konby momemanu N-(1H-nupaszon-3-un)aueramun (120 mr, 0,960 mmonb, 1,00 5kB.),

DCM (10 mi), 4-autpodpenmmxioppopmuar (203 mr, 1,01 mmonb, 1,055kB.) M TpUSITHIAMHH
(291 wmr, 2,88 mmoib, 3,00 5kB.), kak omnucaHo B mpumepe 1, cramusi 1. IlonydeHHbIN pacTBOp
nepeMenBail B TeUeHHe 3 4. MpU KOMHATHON TemIepaType U KOHLIEHTPUPOBAIU IPH
MIOHMKEHHOM JIaBJICHUH ¢ nosyueHreM 280 mr (HeouHnineHHoro) 4-uurpodenmn-3-aneramuno- 1 H-
nupaszon-1-kapbokcunara B Buze xenroro macaa. LCMS (ESI, macca/zapso): 291 [M+H]".

Crapus 3: NnoJIy4ueHue mpem-0yTHin-4-(3-xjg0p-S-rugpoxcudensun)nunepasux-1-

Kap0okcuiaTa

cl (\N’Bm Cl

HN |/\N,Boc
o O NaBH(OA0);, EiN. DCE N

K. T., B TCHCHHC HOUH

[00310] B xon0y momemanu 3-xjop-5-rugpokcudensanpaerun (300 mr, 1,92 mmons, 1,00 5kB.),
DCE (10 mn), mpem-Oyrunnunepasus-1-kapookcmnar (536 mr, 2,88 mmonb, 1,503kB.) u
TpusTIiaMuH (582 mr, 5,76 mmonb, 3,00 5kB.). [lonydeHHBIH pacTBOpP MEPEMENINBAIN B TEUECHUE
lu. nmpum xomHaTHOW Temmeparype. JloOaBmsuim Tpuanerokcuboprunpun Hatpus (1,21,
5,76 mmonb, 3,00 5kB.). ITomy4eHHBIH pacTBOpP MEPEeMELIMBAIN B T€UEHHE HOYU NMPH KOMHATHOW
TEeMIepaType U racujy ¢ MOMOIIBI0 BOAbI (20 MiT), Kak onucaHo B mpumepe 1, cragust 6. OctaTok
xpomarorpadupoBany Ha KOJOHKE W3 CuiMKarens ¢ nonyderneM 460 mr (Boixon 73%) mpem-
OyTn-4-(3-xynop-5-ruapokcudenHsnin)nunepasun- 1 -kapbokcunara B Buge O€JIOro TBEPAOTO

semectBa. LCMS (ESI, macca/sapso): 327 [M+H]".
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Cragnsas  4: noaydenue mpem-0yTuia-4-(3-xjaop-S-(4-xnopgenoxcu)deHsua)nunepasun-1-

kap0okcujaTa

cl Cl\@\ /©/ “ Cl
l/\N,Boc I 'Bf4 cl N,Boc
HO/@\,N\) NaOH, THF \@015\/@

40°C, B TeyeHHE HOUH

[00311]B KOJIOy MOMeLIaIN mpem-0yTuin-4-(3-xnop-5-ruapokcudeH3 ) nunepasut- 1 -
kapookcunmat (160 mr, 0,491 mmonb, 1,00 3kB.), THF (10 mu), ruppoxcun Hatpusi (21,6 mr,
0,540 mmonb, 1,10 5kB.). IlonyueHHslil pacTBOp mepememmBanu B TeueHue 15 muH. mpu 0°C.
3arem nobasisiiu Terpadropbopar 6uc(4-xnopdenun)itononus (235 mr, 0,540 mmons, 1,10 5kB.).
ITonyueHHslii pacTBOp mepemerinBagu B TedeHue Houu npu 40°C M racuiam ¢ MOMOIIBIO BOABI
(10 M), kak ommcaHo B mpumepe 4, cragusi 3. OcTarok XpomarorpapupoBaiyd Ha KOJOHKE H3
cuiukarenss ¢ noiaydeHuneM 60,0 mr  (Bexonm  28%)  mpem-Oytun-4-(3-xmop-5-(4-
xyopheHokcH )oeH3mn ) nunepasul-1-kapookcunara B Buae OecuserHoro Macna. LCMS (ESI,
macca/sapso): 437 [M+H]".

Cranus 5: nonydenue 1-(3-xaop-5-(4-xs0pdeHokcn)oeH3 M) NUNEPA3HHA
TFA, DCM

OO w0

[00312] B xonby mnomemanu mpem-0ytun-4-(3-xmop-5-(4-xnopdeHokcu)OeH3mi)numnepasut- 1 -

kapookcunat (60,0 mr, 0,138 mmonb, 1,00 3xB.), DCM (5 mn) u TFA (1 mi), Kak OMHCAHO B
npumepe 1, cranusa 3. IlonydeHHblli pacTBOp NepeMELIMBAId B TEUYEHHE | 4. NMPU KOMHATHOMN
TeMIepaType W KOHLEHTPUPOBAJIM TPU TOHIKEHHOM JaBJeHUHU ¢ mnoiydernueM 60,0 mr
(meounienHoro) 1-(3-xaop-5-(4-xnopdenokcu)OeH3mwn)munepasuia B BHIE JKEITOrO Macia.
LCMS (ESI, macca/zapso): 337 [M+H]".

Yactb 6: noayuyenue N-(1-(4-(3-xJ0p-5-(4-xa0pdeHokcu)deH3na)nunepasnn-1-kapooHun)-

1H-nupa3zon-3-un)aneramuaa

] O:N O\OiN CI i )
oA e \@@»QJ\Q%

Et:N, DCM
K. T., B TUEHHUE HOYH
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[00313]B  xomby momemanu  1-(3-xmop-5-(4-xnopdenokcn)oensumnunepasud (60,0 mr,
0,179 mmonp, 1,00 3kxB.), DCM (10 mn), 4-autpodennn-3-aueramuno-1H-nupazon-1-kapOokcunar
(104 wmr, 0,360 mmomb, 2,00 3kxB.) u TpusTHinamuH (54,2 mr, 0,537 mmoins, 3,00 3kB.). [TomyueHHbIiH
pacTBOp MepeMeIlnBaId B T€UEHHE HOYM NPU KOMHATHOW TEMIIEpaType W TacWiId C MOMOIIBIO
Bonbl (10 mi1, kak omucano B mpumepe 1, cragusi 1. Heounmennsnii npoaykt (200 Mr) ouummanu ¢
nomompto npenaparusHoii HPLC ¢ monydenuem 7,10 mr (Beixom 8%) N-(1-(4-(3-xmop-5-(4-
xynoppeHokcn)oeH3un)nunepasut-1-kapoounn)-1H-nmupazon-3-un)aueramuga B BuUAe  Oenoro
tBepaoro Bemectsa. 'H AMP (300MI'u, Xnopodopm-d) & 8,02 (d, J =2,7 'y, 1H), 7,72 (br, 1H),
7,30 - 7,37 (m, 2H), 7,11 (s, 1H), 6,94 - 7,00 (m, 2H), 6,88 - 6,91 (m, 3H), 3,88 (br, 4H), 3,53 (br,
2H), 2,56 (br, 4H), 2,19 (s, 3H). LCMS (ESL, macca/zapso): 488 [M+H]".

IIpumep 18: N-(1-(5-(3-(2-x10ppeHoKCcH)0eH3HT)OKTATHAPONH PPO.10[3,4-c|muppo.i-2-

kap0onua)-1H-nupa3zon-3-ui)aneramun

A
é}o@u@ 3 P

Cragusa 1: noay4yeHue mpem-0yTHI-S-(XT0pKapOOHHI)reKcaruaponuppo.io|3,4-clnuppoa-

2(1H)-kap6okcuaara

O
@NH Tpudiocren, DIPEA, DCM y )I\CI
~N
K.T.,2 4. ,N@

Boc’

[00314] B konOy mnomemmanu Tpudocred (1,78, 5,99 mmonb, 0,603kB.)) u DCM (50 mn).
JobGasisiiu mpem-0yTunrekcarugponuppoo| 3,4-c Jnuppon-2(1H)-kapOokcunar (2,12,
9,99 mmonb, 1,00 5xB.) u DIPEA (3,87, 29,9 mmoib, 3,00 3kB.) npu 0°C. IlonydeHHBIH pacTBOp
nepeMeInBaIN B TCUCHNE 2 4. IPU KOMHATHOM TEMIIEpaType M TaCHIIU ¢ MOMOIIBI0 BoAbI (30 M),
KaK ONUCAaHO B MpuMepe 2, cramus S5, ¢ monyueHueMm 2,75 r (HEOYHINEHHOTo) mpem-OyTHi-5S-
(xnopkapOonwm)rekcaruaponuppono| 3,4-cJmuppon-2(1H)-kapOokcunara B BUIE KENTOTO Macia.
LCMS (ESI, macca/zapso): 275 [M+H]".

Craaus 2: NoJIy4YeHHe mpem-0yTua-5-(3-aneramuno-1H-nupason-1-

KapOooHuI)rekcaruaponuppoJio|3,4-cjnuppoa-2(1H)-kapdokcuiara
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-N DMAP, DIPEA, THF Bo¢ ””‘(
60°C, B TeueHHe HOUH

[00315] B konOy nomemanu mpem-0yTuin-S-(xnopkapOoHUIT)rekcaruaponuppoo|3,4-clmuppon-
2(1H)-xap6okcunar (5,50r, 20,0 mmonb, 1,00 3kB.), N-(1H-nmpazon-3-um)aueramun (2,75,
22,0 mmonb, 1,10 3kB.), 4-qumermnamuHorupuan (246 mr, 2,01 mmors, 0,10 3kB.), THF (100 mn)
u DIPEA (7,74 1, 59,9 mmons, 3,00 3kB.). [lonydeHHBIN pacTBOp MEPEMELINBAIN B TEICHHE HOUYH
npu 60°C u racunu ¢ nomoinsio Boasl (100 mut), kak ommcaHo B mpumepe 2, cranus 6. Ocratok
xpomarorpadupoBaiay Ha KOJOHKE M3 CHiIuKarens c¢ monydeHueM 3,738 r (Beixom 51%) mpem-
OyTun-5-(3-aueramuno- 1 H-nupazon-1-kapoonum)rekcarunponuppoio| 3,4-cmuppon-2(1H)-
kapObokcuiaTa B BUAe cBemio-kenroro teepmoro BemiectBa. LCMS (ESIL, wmacca/zapso). 364
[M+H]".

Cragus 3: noay4yenue N-(1-(okraruaponuppo.io|3,4-cjmuppos-2-kap6onuia)-1H-nupa3zon-3-

Hj)aneTramMuaa
O O
&NJ\N} TFA, DCM §N)Lr}]}
N= N=
_N [®) K. T..B HN O
Boc HN‘< TeueHHe HOYH HN‘<
[00316] B K0JI0y MoMeInaan mpem-0ytun-5-(3-aueramuno- 1 H-nupazosn-1-

kapOoHwm)rekcaruaponuppono|3,4-c Jnuppon-2(1H)-kapbokcunar (1,70 r, 4,68 mmosb, 1,00 3kB.),
DCM (25wmn) u TFA (5wmi), kak ommcaHo B mpumepe 1, cramus 3, ¢ momydernuem 1,23 r
(HEOUHILEHHOTO) N-(1-(oxtaruaponuppodo| 3,4-c|nuppon-2-kapoonun)- 1 H-nmupa3zon-3-
un)aleramuaa B Buje xkenroro macina. LCMS (ESI, macca/zapso): 264 [M+H]".

Cragus 4: noaydenue 3-(2-xyopdeHokcu)deH3aabaeruaa

PO i NV

Cs:CO5, L-mpoin )
Cul, DMF
120°C, B Teyeline HOYM

[00317] B xonOy momemanu 2-xjaopdenon (5,12 r, 39,8 mmonsb, 2,00 5kB.), 3-OpombeH3anbaerus
(3,70, 20,0 mmonb, 1,00 3kB.), kapbonar uesus (19,6, 60,1 mmons, 3,00 3kB.), L-nponun
(123 mr, 1,06 mmonb, 0,05 3kB.), #omun wmemu(l) (382 mr, 2,01 mmoas, 0,103kB.) m N,N-

mamerwindopmamun (150 M) B armocdepe asora. IlomydeHHbI pacTBOp NepeMEIINBAIU B
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tederne Houn rpu 120°C u racmiu ¢ moMoIbro Boasl (50 mut). CMech 3KCTparnpoBay ¢ TOMOIIBIO
EtOAc (3 x50 mMn) m opraHudeckue CJIOH OOBEOUHSUIM, MPOMBIBAIM C IOMOINBIO COJIEBOTO
pactBopa (3 x 50 mi), BbIcymmBanM Hajx O€3BOAHBIM CyJb(paToM HaTpus, (UIBTPOBAIH H
KOHIIEHTPUPOBAIM TPHU MOHMKEHHOM aaBieHHH. OcTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
cunukarenss ¢ nomydeHuem 0,610 r (Beixox 13%) 3-(2-xnopdeHokcm)OeH3anbaernga B BUE
xenroro macia. LCMS (ESI, macca/zapso): 233 [M+H]".

Craans S: noayuyenue N-(1-(5-(3-(2-x10pdenoxcu)doensna)okraruaponuppo.io|3,4-clnuppo-

2-kap0onun)-1H-nupa3on-3-uia)aneramuaa

0
NJLN N j\
|
© d HN‘< /@\/N N=
Cl 0 HN\.K//O
NaBH(OAc):, Et:N, DCE  Cl
K. T., B TCUCHHEC HOYH

[00318] B konOy momemanu 3-(2-xnopdenokcn)oensanpaerun (116 mr, 0,501 mmons, 1,00 5kB.),
N-(1-(oxTarunponuppoino|3,4-c|nuppoin-2-kapoonnn)- 1 H-nupaszon-3-mn)aneramus (131 wmr,
0,501 mmonb, 1,003kB.), DCE (Swmn) wu Ttpudstunamuu (151 mr, 1,49 mmonb, 3,00 5kB.).
[TonyuyeHHBIN pacTBOP MepeMeIInBaId B T€YeHUE 2 4. MPH KOMHATHOW Temmepatype. JloOasisiiu
Tpuauerokcubopruapun Hatpus (318 mr, 1,50 mmonb, 3,00 5kB.). [lonyueHHBIH pacTBOp
nepeMeIluBaii B TEYEHHE HOYM IMPH KOMHATHOH TeMIepaTrype W TaCUIH C TOMOLIBIO BOJBI
(20 ma1), kak ommcaHo B mpumepe 1, cramus 6. Heoummenusiii mpoaykt (269 Mr) oumimianu ¢
nomompto npenaparuBaoii HPLC ¢ mnoaydenumem 107,7 mr (Bbxom 45%) N-(1-(5-(3-(2-
XJI0pPEHOKCH )OEH3UI )OKTaruaApomuppoo| 3,4-c Jnuppon-2-kapdonmn)- 1 H-mupazon-3-
uT)aleraMunaa B Buze 6enoro Teepaoro semectsa. 'H AMP (400 MI't, Xnopodopm-d) & 8,13 (d, J
=28 Ty, 1H), 7,84 (br, 1H), 7,43 - 7,45 (m, 1H), 7,24 - 7,28 (m, 1H), 7,18 - 7,23 (m, 1H), 7,03 -
7,08 (m, 2H), 6,93 - 7,01(m, 2H), 6,81 - 6,90 (m, 2H), 4,04 (br, 2H),3,73 (br, 2H), 3,58 (s, 2H),
2,86 (br, 2H), 2,50 - 2,70 (m, 4H), 2,17 (s, 3H). LCMS (ESI, macca/zaps0): 480 [M+H]".

IIpumep 19: N-(1-(4-(MeTun(2-(mupposuauH-1-um)-4-
(Tpudropmerni)penns)amuHo)nunepuant-1-kapoonunn)-1H-nupaszon-3-

WI)MeTaHCYab(oHAMU

0]
3 A
OO,
of )

—S\
1
O
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Craans 1: cunres 4-uurpodenni-3-(meruicyabponamuao)-1H-nupazon-1-kapéokcuiara

O,N
NO, 0
L U
O o ’i“Q o
i

1]
HN-5—
K.T.,2 4. i

[00319] B xonby mnomemanu N-(1H-nupazon-3-un)merancynbponamun (4,50, 27,9 mmonb,
1,00 5xB.), 4-aurpodpenmnxiaoppopmuar (5,90r, 29,3 mmonb, 1,053kB.), DCM (50 M) w
tpreTiamMuH (8,50 r, 84,0 mmonb, 3,00 5kB.). IlonyueHHBI pacTBOp MepeMEIINBaIN B TEYEHHE
2 4. Ipu KOMHATHOW TeMIepaType U KOHLEHTPHUPOBAIHN NPU NMOHWKEHHOM JIaBJICHUH, KaK OIMHCAHO
B mnpumepe 1, cragua 1, c¢ mnomydenuem 10,0r (HeoummeHHoro) 4-HutpodeHun-3-
MmetaHcyIbpoHamuno- | H-nupason-1-kapbokcunara B Buae xentoro Teepaoro semecrsa. LCMS
(ESL, macca/zapsio): 327 [M+H]".

Cragus 2: noJiy4eHue mpem-6yTuia-4-((2-6pom-4-

(tpudropmerni)denns)aMuHo)nunepuaIuH-1-kapookcuaara

N,Boc
FsC /Q FsC B9
)
F . N
1§ DIPEA, DMSO I H

120°C, B TEYCHUE HOUH

[00320]B  kon0y mnomemanu  mpem-0yTui-4-aMuHONUNIEpUInH-1-kapOokcumar (416 mr,
2,06 mmosb, 2,00 3kB.),  2-Opom-1-¢Top-4-(Tpudropmermn)denson (250 mr, 1,03 mmoub,
1,00 skB.), DIPEA (403 wmr, 3,09 mmoub, 3,00 5kB.) u qumetuicyibdokeun (10 mit), Kak OrmucaHo B
npumepe 1, cranus 5. OcraTok xpoMaTorpapupoBaid Ha KOJOHKE U3 CHIIMKAreJisl C MOJyYeHHEM
420 mr (Beixom 96%) mpem-OyTn-4-((2-6pom-4-(TpudTOpMETHI)(PEHIIT)AMUHO ) TUTTIEPUIUH- | -
xapbokcuaaTa B Buze skentoro macia. LCMS (ESI, macca/zapso): 423 [M+H]".

Cragus 3: noJiy4eHue mpem-0yTui-4-((2-6pom-4-

(Tpudropmern)penn)(MeTns)aMmuHO )nuNepuanH-1-kapookcuaara

FsC .Boc F.C y .Bog¢
i O Mel, NaH, ODMF ° Y | J'\j
ﬁ N
Br

K. 1., G TEIEHWC VYIS |
Bt

[00321]B KOJIOy NoMeLIanu mpem-oyTun-4-((2-6pom-4-
(TpudTopmeTn)deHmT)aMuHO )IunepuanH- 1 -kapookcunar (350 mr, 0,830 mmods, 1,00 3kB.), N,N-
mumetrmngopmamun (10 mim) w rugpun Harpus (49,8 mr, 1,25 mmonb, 1,503kB., 60% B
MuHEpasibHOM MacJe). IlonydenHslii pacTBop nepememusany B Teuenue 1 4. mpu 0°C. Jlobasnsmm

metunitogun (176 mr, 1,24 mmons, 1,50 3xB.). Ilony4deHHbIH pacTBOp NMEpEMEIINBAINA B TEUCHHE
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HOYHM MPU KOMHATHOW TeMIlepatype U racuiiu ¢ nmomMoibio Boabl (10 mut). TlomyueHHBIH pacTBOp
skcTparuposanu ¢ nomombio EtOAc (3 x 10 M) 1 opraHudeckre cion 0ObeIUHSIN, IPOMBIBAIIN C
MOMOIIBIO cojieBoro pacteopa (2 x 10 mur), BeICymMBanu Hajx O€3BOIHBIM CyJIb(paToM HATPH,
¢uIbTPOBANM M KOHLEHTPUPOBAIN NMPHU MOHMWKEHHOM naBieHud. OCTaTok xpomarorpadupoBain
Ha KOJIOHKe U3 cuukareiss ¢ mojyderneM 290 mr (Beixon 98%) mpem-Oytun-4-((2-6pom-4-
(TpudTopmeTn)peHm)(METHIT)aMUHO ) TUNIEPUIUH- 1 -kapOoKcuinara B BHIE JKEJITOTO Macha.
LCMS (ESI, macca/zapsio): 437 [M+H]".

Craagns 4: MoJIy4YeHHe mpem-0yTua-4-(meTua(2-(nuppoaunaun-1-umi)-4-

(Tpn(l)TopMeTn.n)q)eHn.n)aMnHo)mmepmmﬂ-I-Kapﬁokcn.uaTa

.Boc
F3C O .Boc \Q\ /Q
rTl Pd')(dbd)z, BINAP
Br

Cs;CO3, ToOnyon
90°C, B TeueHHE HOUH

[00322]1B KOJIOy MOMeLIaIu mpem-6ytun-4-((2-6pom-4-
(TpudTopmeri)peHmn )(MeTHIT)aMUHO ) TUITepUANH- | -kapOokcuiIaT (380 wr, 0,870 MMoub,
1,00 3kB.), nupponuaus (124 mr, 1,74 mmonsb, 2,00 3kB.), TpUC(AHMOSH3MITUACHALIETOH ) U TIAIIIA U
(39,8 mr, 0,0435 mmonb, 0,053kB.), 2,2'-O6uc(mudpenundocduno)-1,1'-6unadptun (81,3 mr,
0,130 mmonb, 0,15 3kB.), kapObonar nesust (851 mr, 2,61 mmounb, 3,00 3kB.) u Tonmyosa (10 mi) B
atmoc(epe azora. [TonydeHHbI pacTBOp mepeMemuBaiu B TedeHre Houu npu 90°C u racuim ¢
nomoInbio Boasl (10 mut), kak onucano B npumepe 9, craaus 1. Octatok XxpomarorpadupoBain Ha
KOJIOHKe U3 cuukareass ¢ mnonydeHuem 130 mr (Beixom 35%) mpem-Oytun-4-(merun(2-
(mupponuaus- 1-mn)-4-(Tpudropmerni)peHnn )aMIHO )TUnepuarH- 1 -kapOoKkcuaTa B BUJIE
xenroro macia. LCMS (ESI, macca/zapso): 428 [M+H]".

Cragus S: noJiy4yeHue N-metun-N-(2-(muppoauaun-1-mi)-4-

(Tpml)TopMeTn.n)(l)eHn.n)nnnepnnnH-4-aMnHa
1C N,Boa:: NH
HCI, nuokcan
N
N | K. T.,

[00323] B KoJI0y MOMEIaIH mpem-0ytun-4-(metun(2-(mupponuaus- 1 -v)-4-

(Tpudropmern)permn)amMmuHo )nunepuanH- 1 -kapookcunar (130 mr, 0,304 mmons, 1,00 3kB.), 1,4-
auoKcaH (5 MJI) U KOHLEHTPUPOBAHHYIO XJIOPHUCTOBOAOPOAHYIO KHCIOTY (1 MIT), Kak OmHMCaHo B

npumepe 11, cragus S, ¢ monydenuem 150 mr (HeouninenHoro) N-metwi-N-(2-(mupponugus-1-
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wn)-4-(tpudropmernn)penmn)nunepunus-4-amuaa B Buxe okenrtoro wMacma. LCMS  (ESL
macca/zapso): 328 [M+H]".

Cragus 6: NnoJiy4yeHue N-(1-(4-(meTua(2-(muppoauaun-1-umi)-4-
(TpudTopmerni)penns)amuHo)nunepuanH-1-kapoonnn)-1H-nupaszon-3-

WJI)MeTaHCyab(poHAMHAA

OsN
O
o ™
U

Z-Z
i
AL
h=0
|r o)
Ta)
—=
Q
z—Z/E
Ay
=0

0O
Et;N, DCM U
K. T., 34,
[00324] B KOJIOy NoMeIlaiu N-metun-N-(2-(nmupponunus-1-mm)-4-

(Tpudropmermn)penmn)munepunus-4-amus (101 mr, 0,310 mmone, 1,00 3kB.), 4-HUTpOdeHMNI-3-
mertaHcynbpoHamuno- 1 H-nupason-1-kapbokcunar (202 mr, 0,620 mmons, 2,00 3xB.), DCM
(10 mn), TpmyTHaaMuH (93,9 mr, 0,930 MMons, 3,00 3kB.). IToayueHHbII pacTBOp NMEpEeMELINBAIN B
TedyeHue 3 4. Mpu KOMHATHON TeMIepaTtype U racuiyd ¢ MOMOIIbIo Boabl (10 M), kKak OnmucaHo B
npumepe 1, cragus 1. Heounmenusnii npoaykt (200 Mr) ouuiianyu ¢ MOMOIIBIO MpenapaTHBHOM
HPLC ¢ noayuenuem 65,1 mr (Beixom 41%) N-(1-(4-(metun(2-(mupponunus-1-mm)-4-
(TpudTopMeTIT)eHIT)aMUHO )TUIIePUANH- | -kapOonm)- | H-nupazon-3-un)merancynbhoHamuaa

B BHzIe Genoro Teepaoro emecTsa. 'H SIMP (400MI'u, Xnopopopm-d) & 8,02 (d, J = 2,7 I'u, 1H),
7,00 - 7,12 (m, 4H), 6,32 (d, J = 2,7 I'u, 1H), 4,49 - 4,52 (m, 2H), 3,44 - 3,52 (m, 1H), 3,26 - 3,29
(m, 4H), 3,13 (s, 3H), 2,98 - 3,03 (m, 2H), 2,67 (s, 3H), 1,90 - 1,94 (m, 4H), 1,66 - 1,79 (m, 4H).
LCMS (ESI, macca/zapso): 515 [M+H]" .

IIpumep 20: N-(1-(1-(4-x10p-3-uukaonponuiadenson)-1,8-1uazacnupol4.5|nexan-8-

kapoonu)-1H-nupa3zon-3-ui)aneramua

cl 0
0
QO )LNi\?
N |
N o
HN~/<

Cragusa 1: cuHTe3 mpem-0yrun-1-(3-6pom-4-xyopoenzonn)-1,8-quazacnupo|4.5|nexan-8-

Kap0okcujaTa
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b EDCL HOBT, DCM QNJQ
K. T., B TCUCHHUEC HOYH

[00325] B koi0y nomernanu 3-0pom-4-xyiopben3oitayio kuciory (400 mr, 1,71 mmons, 1,00 5kB.),

DCM (10 mn), ruppoxnopun N-(3-mumernmamunonponui)-N'-atunkapooguumuna (493 wr,
2,57 mmonb, 1,503kB.) m 1-ruppokcubensorpuazon (347 mr, 2,57 mmonsb, 1,50 3kB.). Cmech
nepememiuBaiu B TeueHue 30 MUH. Tpu KOMHATHOHM Temmneparype. Jlobasnsamu mpem-0Oytui-1,8-
nuazacnupo[4.5]nekan-8-kapbokcmnar (616 mr, 2,57 mmonb, 1,50 s5kB.). IlomyueHHBIH pacTBOp
nepeMelluBald B TE€YEHHE HOYM IPU KOMHATHOH TeMIiepaTtype U TacUM C IOMOIIbIO BOJBI
(30 M), xax onmcano B mpumepe 14, cranusa 8. Ocratok XxpomaTorpadupoBaiu Ha KOJOHKE U3
cuiikarenss ¢ nojydeHueMm 650 mr (Beixox 84%) mpem-0ytuin-1-(3-6pom-4-xnopbensomn)-1,8-
nuaszacriupol4.5|nexkan-8-kapookcunara B Bume enroro macia. LCMS (ESI, macca/’zapso). 457
[M+H]".

Cragus 2: NnoJiy4eHue mpem-6yTna-1-(4-xaop-3-uukaonponuiadensonn)-1,8-
auazacnupo[4.5|nexan-8-kapéokcunara

Br OH

>
CI\@\{O OH cl o
.Boc B
N N Pd(PPh3)4, K:CO5 N-oo¢
1. 4-anokcan, H,O N
80°C, B TeueHUEe HOUH

[00326] B 50-ma kpyrionoHHy KoJ0y momernanu mpem-0ytui-1-(3-6pom-4-xnopbenzomn)-1,8-

nuasacnupo[4.5]nexan-8-kapbokcunar (400 mr, 0,877 mmonb, 1,00 3kB.), 1,4-guokcan (10 mu),
Bony (2wmi), uumkionponmibopoHoByr — kuciory (112 wmr, 1,32 mmons, 1,50 3kB.),
terpakuc(tpudenmndochun)namiaanii (48,0 mr, 0,0400 mmonb, 0,05 5kB.) M KapOOHAT Kayus
(360 mr, 2,60 mmoib, 3,00 5kB.) B armocepe azora. ITonydeHHBIH pacTBOp MEpPEMEIINBAIH B
tedyenne Houn npu 80°C w racwim ¢ nomombio Bombel (30 mut). Tlonmy4deHHBIN pacTBOP
sKcTparuposaiu ¢ nomombo DCM (2 x 50 Mir) 1 opraHudeckue Ciaou OOBEIHHSIIH, POMBIBAIH C
MOMOIIBIO COJIeBOro pactBopa (2 x 30 mu1), BBICYIIMBAIM Haja OE3BOMHBIM CYJIb(paToM HATPHS,
($UIbTPOBANHM M KOHLIEHTPUPOBAIU NMPHU MOHMWKEHHOM naBieHHd. OCTaToK xpomarorpadupoBaiu
Ha KOJIOHKEe W3 cuiukarenss ¢ mnonyueHueMm 280 mr (Beixom 76%) mpem-0ytun-1-(4-xmop-3-
ukonporuiaden3onn)-1,8-nuasacnupo[4. 5| nekan-8-kapOokcunata B BHAE  CBETJIO-XKEJITOTO

macina. LCMS (ESI, macca/zapso): 419 [M+H]".
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Cragusa  3: noayudenue (4-xjaop-3-uuxionponumiadpenun)(l,8-guazacnupo|4.5|nexan-1-

WJI)MEeTAHOHA
TFA, DCM
Cl 0 Cl o
QOIBOC K. T., 3 4. <‘JC‘*«.IH
N N
[00327]B KONoy NoMel1nanu mpem-0yTui-1-(4-xnop-3-nukionponuindensomnn)-1,8-

nuazacnupo[4.5]nekan-8-kapbokcmnar (200 mr, 0,480 mmons, 1,00 5xB.), DCM (10 ) u TFA
(2 mn), kak ormcano B npumepe 1, cragus 3, ¢ nonydenueM 210 mr (HeouuiieHHOro) (4-xyaop-3-
uuknonpormiadennn)(1,8-aguasacnupol[4.5]|nekan-1-un)MeTaHOHa B BUIE CBETJIO-XKENTOrO Macia.
LCMS (ESI, macca/zapsio): 319 [M+H]".

Cragna 4: noaydenue 1-(4-xmop-3-uuxnonponuidenzonn)-1,8-1uazacnupol4.5]npexan-8-

KapOoOHMJIXJI0pHIA

Tpudocren

Cl o Cl 0 0

wH DIPEA, DCM \jOJJ\m
N K. T., 34. N

[00328] B konby momeuranu tpudocren (70,0 mr, 0,240 mmonb, 0,50 5kB.), DCM (10 mn) u (4-
xjiop-3-uuknonporuindennn)(1,8-quazacnupo[4.5 | nekan-1-un)meranon (152 mr, 0,480 Mmoub,
1,00 skB.). Jobaensau DIPEA (185 mr, 1,44 mmonb, 3,00 3xB.) npu 0°C. TlonydeHHBIN pacTBOp
nepeMeIuBaId B TEYCHNE 3 4. IPU KOMHATHOM TEMIIEpaType M TaCHJIU ¢ MOMOIIBI0 BoAbI (30 M),
KaK OMHCAaHO B mpumepe 2, craaust 5, ¢ monyudeHueM 180 mr (HeoummeHnHoro) 1-[(4-xmop-3-
ukonpomuigpenun)kapdonmi|-1,8-nuazacnupo[4.5] nekan-8-kapOOHUIXJIOPUAA B BUAE JKEITOrO
macina. LCMS (ESI, macca/zapso): 381 [M+H]".

Cragus 5: nonyuenue N-(1-(1-(4-xjop-3-uukaonponuidenszoni)-1,8-nnazacnupol4.5|nexan-

8-kapOonuu)-1H-nupazon-3-un)aneramuga

cl @ HN/.]\ JK %“( )OL
o
N
QNJQJ\C DIPEA, DMAP, THF ;4 \ )
60°C, B Te4ueHHE HOUM
HN-—(

[00329] B 50-mn xpyraogoHHy0 kojOy nmomermanu 1-[(4-xmop-3-uukionponiipeHi)KapOoHu |-

1,8-nmuazacnmpo[4.5]nexan-8-kapoonmrxnopun (175 mr, 0,460 mmons, 1,00 skB.), THF (10 mu), N-
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(1H-mmupazon-3-um)aneramun (69,0 mr, 0,552 mmonb, 1,20 5xB.), DIPEA (184 mr, 1,43 mmons,
3,00 5xB.) u 4-ngumerunamuHomupunuH (12,0 mr, 0,092 mmone, 0,20 5kB.). [lonyueHHBIH pacTBOp
nepemMemiuBaiu B TedeHne Houu npu 60°C u racuim ¢ momourbio Boabl (30 MiT), Kak OIMUCAHO B
npumepe 2, craaus 6. HeounmmenHeni nponykt (300 Mr) ouuinany ¢ MOMOIIBIO MpenapaTUuBHON
HPLC ¢ nonyuenunem 27,7 mr (Beixon 13%) N-[1-([1-[(4-xnop-3-umknonponuindennn)kapOoHu]-
1,8-nmuazacimpo[4.5]nexan-8-wuin|kapOonmn)- 1 H-mupason-3-wmaneramuna B Buge 6€J10ro TBEpAoro
semectsa. 'H SAMP (300MI ', Xnopodopm-d) & 8,13 (br, 1H), 7,99 (d, J=2,7 T'u, 1H), 7,35 (d, J =
8,1 Ty, 1H), 7,12 - 7,15 (m, 1H), 6,99 (s, 1H), 6,72 (d, /= 2,7 I'y, 1H), 4,52 - 4,56 (m, 2H), 3,40 (t,
J=6,8Tn, 2H), 3,20 - 3,28 (m, 2H), 3,02 - 3,10 (m, 2H), 2,14 - 2,18 (m, 4H), 2,08 (t, /= 6,8 I'L,
2H), 1,78 - 1,87 (m, 2H), 1,51 - 1,87 (m, 2H), 1,01 - 1,06 (m, 2H), 0,67 - 0,72 (m, 2H). LCMS
(ESL, macca/zapso): 470 [M+H]".

IIpumep 21: N-(1-(4-(4-x10p-3-uHMKIONeHTHI(PEeHOKCH ) TUunepuauH-1-kapoonn)-1H-

NHPAa30JI-3-WI)METAHCYIb(POHAMHU

j)\
OO
N*—-..
0 @
HN-§-.
(0]

Cragus 1: noJy4eHue 4-nurpodenni-3-(Meruicyabponamuao)-1H-nupason-1-

Kap0okcuiaTa

02N 0 OZN O
N T T s
';? o o 07 NN
HN—-&-_. N=( @
Il 1
0

Et:N, DCM HN-g-—
K.T.,2 4. 0O

[00330]B cocyn mnomemanu N-(1H-nupazon-3-un)merancynbdonamun (172 mr, 1,07 mmors,
1,00 3kB.) B8 DCM (10 M) u 4-aurpodenmixioppopmuar (237 mr, 1,18 mmons, 1,10 3kB.).
Hobasnsim TpusTHnamuH (324 mr, 3,21 mmons, 3,00 3kB.). [TonydeHHBIH pacTBOp MepeMeInBaIH
B T€YEHHE 2 4. IPU KOMHATHOH TeMIlepaType W KOHLEHTPHUPOBAIN MpPU MMOHIKEHHOM IaBJICHUH,
Kak orucaHo B mpumepe 1, craaus 1, ¢ nonyderneM 360 Mr (HEOUUIIEHHOTO) 4-HUTPOPEHHI-3-
(metuncynsponamuno)- 1 H-nmupaszon-1-kapbokcunata B Buzme xenroro Macia. LCMS  (ESL
macca/zapso): 327 [M+H]".

Craaus 2: nonydenue mpem-0yTui-4-(3-0pom-4-xjaopdeHoxcu)nunepuauH-1-kapooxcuiara
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Br F NaH. DMF Br G

K. T., B TCHCHHEC HOYH

[00331] B 100-mm KpyrjiogoHHYKO KOOy NOMEIAIn mpem-0yTUiI-4-ruapOKCUTUIepUInH-1-
kapOokcunat (2,88 r, 14,3 mmons, 1,50 3xB.) u N,N-mumerunpopmamun (20 mu). IlonydeHHbrid
pactBop mnepememmBanu B TeueHne 0,5 4. mpu 0°C. JloGaBmsuim rugpua Hatpus (574 wr,
14,3 mmomnb, 1,50 skB., 60% B MuHepaspbHOM Macie). [loaydeHHBI pacTBOp MEPEMELINBAIN B
teuenne 0,54. mpu 0°C. JlobGasmsuu 2-O6pom-1-xmop-4-¢propbenson (2,00, 9,55 mmons,
1,00 3kB.). ITomyueHHBII pacTBOp MepeMELINBAIN B T€IEHNE HOYM IIPU KOMHATHOM TeMmepaTrype
raciiii ¢ nomompr Boxel (20 mi), kak omnucaHo B npumepe 19, craams 3. Ocrarok
xpoMaTtorpadupoBaiu Ha KOJIOHKE M3 CUJKareys ¢ mojiydeHueMm 2,62 r (Bbixox 70%) mpem-
OyTun-4-(3-6pom-4-xnopdheHokcu)munepuanH- 1 -kapookcunara B Buae skenroro macia. LCMS
(ESL, macca/zapsio): 390 [M+H]".

Craguss  3: mnoayuyeHue mpem-0yTHia-4-(4-XJ10p-3-1HKIONEHTHI(eHOKCH)TunepuauH-1-

KapOokcuara
ZnBr

cl Boc é Cl O,Boc
.0
Br ¢ o

Pd(dppf)Cl,, Cul, THF
60°C, B TeueHHe HOUH

[00332]B 40-mn cocyn mnomewanu mpem-0yTuin-4-(3-6pom-4-xnopheHoKCH ) TUnepuInH- 1 -
kapookcunat (500 mr, 1,28 mmonb, 1,00 3kB.), Opom(uuknonertun)umak (0,77 mi, 3,83 MMOIIb,
3,00 3xB., 0,5M B THF), 1,1'-6uc(audennndocduno)dpeppoueH|auxiopnamiaaui(Il) (187 wmr,
0,260 mmomb, 0,20 5kB.), Homgun menu (I) (48,6 mr, 0,260 mmonb, 0,20 3xB.) u THF (10 mu1) B
atMoc(epe azora. [TonydeHHbI pacTBOp mepeMemuBaiu B TedeHre Houn npu 60°C u racwim ¢
nomotbro Bonbl (10 mim). ITony4enHsli pacTBop 3KcTparupoBaiu ¢ nomousio EtOAc (3 x 15 mim) u
OpPraHHYECKUEe CJIOM OOBENMHSIIH, MPOMBIBAIA C TOMOINBIO COJIEBOTO pactBopa (2 x 15 m),
BBICYIIUBAIA HaJ Oe3BOAHBIM Cyib(aToM HaTpus, (QUIBTPOBAIM M KOHLEHTPUPOBAIH IPU
NOHMKEHHOM naBieHuH. OcCTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAareiast ¢
nonyuenuem 205 mr (Bexon 42%) mpem-0yTun-4-(4-xmnop-3-IUKJIONEHTHI() €HOKCH ) TUTIEPUINH-
1-kap6okcunara B Buze xenroro maciaa. LCMS (ESI, macca/sapso): 380 [M+H]".

Cranus 4: nonydenue 4-(4-x10p-3-1HKJI0NEHTHI(PEHOKCH )TUTIEPUAHHA
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“ /O B¢ TFA, DCM ¢ /OH
o K.T.,, 3 4. G/\@\
[00333]B konby mnomemmanu mpem-0yTui-4-(4-xaop-3-UUKIOMeHTUIPEHOKCH )TUTIEPHIUH- | -
kapookcmmat (205 mr, 0,540 mmonb, 1,00 3kB.), DCM (10 M) u TFA (2 mu). TlonydeHHbIH
pacTBOp MepeMEeLINBaIN B TEUEHHE 3 4. MPU KOMHATHOM TeMIlepaType U KOHLEHTPUPOBAIU TIPH
MOHMWXEHHOM JIaBJICHWM, Kak ONUCAaHO B mpumepe 1, cragus 3, ¢ nomydeHueMm 250 mr
(HeouneHHOoro) 4-(4-x10p-3-1UUKIONeHTUI(PEHOKCH)TUNIepUANHA B BHE kenToro mMacina. LCMS
(ESL, macca/zapso): 280 [M+H]".
Cragna S: noaydenue N-(1-(4-(4-x710p-3-UHMKJIONEHTUI(PEHOKCH)THNEPHAHH-1-KapOOHMT)-

1H-nupa3zoa-3-un)merancyabpoHamuaa

°Z“©\Oi

i7

0 N § u
0

nr

O

DIPEA, DCM
K. T., 3.

[00334]B  xonOy  momemanu  4-(4-xyop-3-uukioneHtTuapeHokcH)munepuaua (150 mr,
0,540 mmoub, 1,00 5xB.) B DCM (10 M) u 4-autpodennn-3-(meruncynbdonamuno)-1H-nmpaszon-
I-kap6okcunar (350 mr, 1,07 mmonb, 2,00 3kB.). JlobaBnsnun mno xamisim DIPEA (209 wmr,
1,62 mmoinb, 3,00 5kB.) mpu 0°C. IloaydeHHBIH pacTBOp MEPEeMELINBAINA B TEYEHHE 3 4. MPH
KOMHATHOW TeMIIEpaType U raciiii ¢ MoMoLIbio Boabl (10 MiT), Kak OMHCAHO B MpUMeEpe 2, CTaaHs
6. Heounmmennsiii nmpoaykt (300 mr) ounmmanu ¢ nomouisto npenaparusHoil HPLC ¢ monyueHuem
74,7 mr (Bexom 30%) N-(1-(4-(4-xnmop-3-umkioneHTIIHEeHOKCH ) TUIepuanH- 1 -kapoonmn)-1H-
NUpa3on-3-ui)MeTancynbhoHaMKAa B BUAE KeNToro Teepaoro semectsa. 'H SIMP (300MIw,
Xnopodopm-d) 6 8,03 (d, J=2,7T'u, 1H), 7,22 - 7,25 (m, 1H), 6,86 (d, J=3,0 'y, 1H), 6,65 - 6,69
(m, 1H), 6,30 (d, /=2,7 ', 1H) 4,55 - 4,56 (m, 1H), 3,86 - 3,91 (m, 4H), 3,36 - 3,38 (m, 1H), 3,15
(s, 3H), 1,84 - 2,11 (m, 6H), 1,70 - 1,84 (m, 4H), 1,51 - 1,56 (m, 2H). LCMS (ESI, macca/zapso0):
489 [M+Na]".

IIpumep 22: N-(1-(4-(4-(Terparuapo-1H-¢pypo[3,4-c]muppoa-S(3H)-uma)-2-

(Tpudropmerni)densun)nunepasun-1-kapoonun)-1H-nupaszon-3-uia)aneramua
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Cragus 1: noJiy4eHue 4-(terparuapo-1H-¢ypo|[3,4-c|nuppoa-S(3H)-un)-2-

(TpudTopmerni)deHsanbaeruaa

F 0
0 #0 %ﬂ
%H CF; O\/o
Cs2CO3, DMF CFs
100°C, B TeweHue HOYH

[00335] B kpyrnomonHyro konly momemanu rekcarunpo-1H-dypo[3,4-clmuppon (1,18 T,
10,4 mmonb, 2,00 5kB.), 4-¢prop-2-(tpudropmermn)denzanpaerun (1,00 r, 5,21 mmons, 1,00 3kB.),
kapbonat wuesus (3,40r, 10,4 mmonb, 2,005kB.) u DMF (10 mi). PeakuunoHHy0 CcMechb
nepememnBaiu B TedeHue Houn npu 100°C u racwiu ¢ momombio Boasl (20 mur). ITomyueHHbIi
pactBOp 3kcTparupoBanu ¢ nomoimblo EtOAc (3 x 50 Mi1) U opraHuYeckue CJIou OOBEeIUHSIIH,
MPOMBIBAJIH C MOMOIIBIO cosieBoro pacteopa (1 x 50 mu), BeicymmBanu Hag NaxSO4, punbrpoBamm
Y KOHLIEHTPHPOBAJIN NPH MOHIKEHHOM JaBieHnH. OCTaToK XpoMaTorpadupoBaii Ha CHIIMKAresne
¢ mnoayyenuem 0,800r (Beixom 54%) 4-(terparuapo-1H-¢ypo[3,4-c]nuppon-S(3H)-un)-2-
(TpudTopmeTHT)ben3anbaeruaa B Buae xenroro macna. LCMS (ESI, macca/zapso): 286 [M+H]".
Craaus 2: nonydenue mpem-0yrui-4-(3-aueramuao-1H-nupason-1-kapoonun)nunepasun-1-
Kap0okcuiaTa
oy 2

Boc = Q
tpudpocren, DIPEA, DCM HN-<

K. T., B TCYEHHE HOUH
[00336] B xpyrioponHyro kondy nmomemnanu tpudocrer (334 mr, 1,12 mmons, 0,70 sxB.) u DCM

Boc

(10 mam). MobGasmsmun N-(1H-nmupason-3-mn)aneramun (302 mr, 2,41 mmons, 1,50 3xB.) npu 0°C,
3atem DIPEA (830 mr, 6,42 mmoib, 4,00 5kB.). CMmech mepememuBanu B TedeHue 2 4. mpu 0°C
nepen pobasneHneM mpem-OyTunnunepasuH-1-kapookcunara (300 mr, 1,61 mmonb, 1,00 5kB.).
PeakunoHHyI0 CMeCh MepeMelInBaii B TE€YCHUE HOYM MPH KOMHATHOH TEMIIEpaType W TacHiIH C
nomotbsro Boasl (20 mur). [lonyueHHBbIH pacTBOp 3kcTparupoBaiu ¢ nomombio DCM (3 x 20 min) u
OpPraHHYECKUEe CJIOM OOBENHHSIIH, MPOMBIBAIIA C TOMOINBIO coyieBoro pacteopa (1 x 20 mu),
BeICyIIMBaiu Han Oe3BogHbIM NaxSOs4, QUABTPOBAIM M KOHLEHTPUPOBAIM TMPH MOHHKEHHOM

naBiennn. OCTaToOK XpoMaTorpadupoBaii HAa KOJIOHKE W3 CUJIHMKareis ¢ mojydeHuem 420 mr
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(BeIXOZm 77%) mpem-0ytun-4-(3-aneramuno-1H-nupason-1-kapbonun)nunepasus- 1 -kapOokcunaTa
B BHI€E KeToro Teepnoro Bemectsa. LCMS (ESI, macca/zapso): 338 [M+H]".

Craans 3: nonydyenue N-(1-(nunepasun-1-kapoonna)-1H-nupaszon-3-un)aneramuga
0

TFA, DCM (\NJ\N \
1
N\) Q 0 K. T., B TEUCHUE HN\) N%‘ O
HOYH h<

[00337]B xkpyriomoHHyto konOy momemanu mpem-0yTun-4-(3-aueramuno-1H-mupason-1-

kapOoHum)nunepasuH-1-kapookcunar (200 mr, 0,590 mmonp, 1,00 3kB.), DCM (8 M) u TFA
(2 mn). ITony4yeHHBIN pacTBOp MepeMeIINBAIN B T€UEHHE HOYM IPU KOMHATHOW TeMIeparype |
KOHLIEHTPUPOBAJIM TPU TOHIDKEHHOM JaBJIEHUH ¢ monyudeHueM 141 mr (xomuuectBeHHo) N-(1-
(munepasus-1-kapoonmn)-1H-nmupaszon-3-un)aneramuna B Bupe Oemoro macma. LCMS (ESI,
macca/zapso): 238 [M+H]".

Cragus 4: noayyeHue  N-(1-(4-(4-(rerparuapo-1H-pypo[3,4-c]Jmuppon-S5(3H)-nn)-2-

(Tpnq)TopMeTnn)ﬁeHm.n)nunepamn-1-Kapﬁolm.n)-1H-nnpa30.11-3-n.ﬂ)aueTaMm[a

o)
2 R
Isasy @v @mf«
HN‘/< HN‘<O
NaBH(QAc);. DCM

K. T., B T€4€HHE HOUH
[00338] B kpyrmononuyto konOy mnomemanu N-(1-(nunepasun-1-kapOonwmn)-1H-nupaszon-3-
wnaueramun (141 mr, 0,590 mmors, 1,20 5kB.), 4-(TeTparunpo-1H-¢pypo[3,4-c]nuppon-S(3H)-un)-
2-(tpudpropmernn)oenzanpaerun (141 mr, 0,490 mmonp, 1,00 5k8.) u DCM (10 mi). Cwmech
nepeMennBajii B TedyeHWe 24Y. TMPU KOMHATHOM Temmepatype rmepen A00aBjeHHEM
Tpuauerokcubopruapuna Harpus (416 mr, 1,96 mmonb, 4,00 5kB.). PeakIMOHHYIO CMeCh
nepeMeIluBad B TEYCHHE HOYM IPH KOMHATHOH TeMIlepaType U TaCUIH C TOMOLIBIO BOJIBI
(10 ma). Iony4yeHHBIH pacTBOp dKCTparupoBainu ¢ nomombo DCM (3 x 15 mu1) u oprannyeckue
cion OOBEIMHSIN, MPOMBIBAI C TIOMOLIBIO cojieBoro pactsopa (1 x 50 mut), BBICYLIMBAJINA Hax
6e3BogHbiM  NaxSQ4, GUIBTPOBATM ¥ KOHLUEHTPUPOBAIM TMPH TOHIKEHHOM  JTaBJICHUH.
Heouunmennsiii nponykr (260 mr) ounmanu ¢ nomoupio npenapatusHoii HPLC ¢ nonydenuem
39,7 mr (BBIXON 16%) N-[1-([4-[(4-[rexcarunpo-1H-dypo[3,4-c|nuppon-5-un]-2-
(Tpudropmern)pernn)meri | nunepa3us- 1 -ui|kapoonmn)- | H-nupason-3-mnjaneramuna B BUae
6enoro Teepaoro semectsa. 'H SIMP (300MI 1, Xnopopopm-d) & 8,01 (d, J = 2,7 I'y, 1H), 7,71
(br, 1H), 7,53 - 7,51 (m, 1H), 6,91 - 6,83 (m, 2H), 6,76 - 6,73 (m, 1H), 4,03 - 3,96 (m, 2H), 3,81
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(br, 4H), 3,70 - 3,66 (m, 2H), 3,60 (br, 2H), 3,51 - 3,46 (m, 2H), 3,29 - 3,25 (m, 2H), 3,08 - 3,02
(m, 2H), 2,53 (br, 4H), 2,18 (s, 3H). LCMS (ESI, macca/zapso): 507 [M+H] .
IIpumep 23: N-(1-(2-(4-(muppoauaun-1-ua)-2-(tpudpropmeTni)doensunn)-2,8-

auazacnupo|4.5]aexan-8-kapoouui)-1H-nupa3zon-3-ui)aneramua
o}
AR
FgC N N =
HN
af %
O

Craaus 1: nonydenue 4-(nuppojauaut-1-unma)-2-(rpudropmern)deHsanbaernaa
FaG

=0

FC =g CBH {\j
i K-CQ4, DMSO N
F 90°C, B TEUEHHE HOUN Q

[00339] B xpyrnomonnyro koj0y mnomernanu 4-¢prop-2-(tpudropmerin)densanbaerun (8,00 r,
41,6 mmonb, 1,00 skB.), nupponuaun (5,92 r, 83,2 mmons, 2,00 5kB.), KoCO3 (17,2 T, 124 mmonb,
3,00 5xB.) 1 DMSO (80 mx1) B atmocdepe azora. PeakimOHHYIO CMeCh NepeMeNINBaIi B TEUEHUE
Houu npu 90°C u racunu ¢ nmomorinbio Boabl (100 mut). TTonydeHHBIH pacTBOp 3KCTPArHpOBAIH C
nomomplo EtOAc (3 x 150 my1) u opraHuveckue CiIoH OOBEIUHSUIA, MPOMBIBAINA C IOMOIIBIO
conesoro pactBopa (1 x 200 mut), BeicymmBanu Han Oe3BomHbiM NaxSQs, QuibTpoBaNu |
KOHLIEHTPUPOBAIM TMPH MOHMKEHHOM AaBiieHHH. OcCTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
CUJTUKAreJIst c MOy YeHUEM 6,00 r (BBIXON 59%) 4-(nupponuaus- 1-ui)-2-
(TpudTopmermn)bensanpaeruna B Buae xkenroro teepaoro seumecrsa. LCMS (ESI, macca/zapso):
244 [M+H]".

Cragusa  2: noaydenue  N-(1-(2-(4-(mupposmaun-1-una)-2-(tpudropmerun)densni)-2,8-

auaszacnupo[4.5|nexan-8-kapoonun)-1H-nupaszon-3-uia)aneramuaa
0
R
Fg,c%j\,\l N HN—<
o)
O

[00340] Yka3aHHOE B 3arojlOBKE COEAMHEHHE MOTYyYaliy, KaKk OMMCAHO B mpuMepe 22, ctaauu 2-4, ¢
npuMeHeHueM mpem-0ytun-2,8-nquasacnupo[4.5]nekan-2-kapookcunata u  N-(1H-nmpazon-3-

wraneramMuia Ha craguu 2, mpem-0ytun-8-(3-auneramuno- 1 H-nupason-1-kapbonmn)-2,8-

2
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nuazacnupo[4.5]nekan-2-kapbokcmnata Ha cragmun 3w N-(1-(2,8-mmazactmpo[4.5]nexan-8-
kapOonun)-1H-nupazon-3-mn)aueramuna Ha craguu 4 ¢ nonydenueM 90,3 mr (Bbixox 40%) N-[1-
[(2-[[4-(mappomuauH- 1 -un)-2-(Tpudropmermn)pennn|merin]-2,8-muasacnupo[ 4. 5| nexaH-8-
un)kapoonun]-1H-nupason-3-unjaueramuga B Buje Oenoro Teephoro Bemectsa. 'H SIMP
(300MI'y, Xnopopopm-d) 6 7,97 (d, J =2,7 I'n, 1H), 7,73 (br, 1H), 7,49 (br, 1H), 6,86 (d, J = 2,7
I'n, 1H), 6,76 (d, /= 2,4 I'u, 1H), 6,66 (d, J=8,7 I'u, 1H), 3,71 - 3,63 (m, 6H), 3,30 (t, /= 6,6 I'Ly,
4H), 2,64 (br, 2H), 2,44 (br, 2H), 2,18 (s, 3H), 2,06 - 2,00 (m, 4H), 1,68 (br, 6H). LCMS (ESI,
macca/zapso): 519 [M+H]".

IIpumep 24: N-(1-(5-(4-xa0p-3-(1-ruaApPOKCHUMKJIONEHTH.I)0eH3UI)OKTArHApONnuppo.o|3,4-

c|muppon-2-kap6onun)-1H-nupa3zon-3-uia)aneramun

P

Cragus 1: rlo.nyqel-me 1-(5-6pom-2-x10p heHUIT) U KJIONeHTAaH-1-01a

cl Cl
;Q\Br n-BuLi. THF Onar

OH
-78°C, 1 .

[00341] B xpyrimogonHyro kosnby nomeuianu 4-0pom-1-xmop-2-iiogbenson (800 mr, 2,52 MmO,
1,00 5xB.) u THF (10 M) B atmocdepe a3ora. JJobasmsuin no kamisim H-Oytwumuruid (1,01 mo,
2,52 mmonb, 1,00 3kB., 2,5 M B rekcane) npu -78°C. Cmech nepeMemuBaiy B TedeHue | 4. mpu -
78°C nepen nobaBieHHEM MO KaruisiM HUKJIoNneHTaHoHa (212 mr, 2,52 mmogs, 1,00 3kB.) B Te4eHHe
10 muH. npu -78°C. PeakioHHy10 cMech nepemernnBaiy B TedeHue 1 4. mpu -78°C u racunu c
noMmonibio HackimeHHoro pactBopa NH4Cl (30 mut). TlonmydeHHBIH pacTBOp 3KCTPArHpPOBATH C
nomomplo EtOAc (3 x 50 M) u opraHuueckue ciiou OOBEOUHSUIM, NMPOMBIBAIM C MOMOIIBIO
conmeBoro pactBopa (2 x 30 mut), BeicymmBaiu Han Oe3BomHbIM NaSOs, ¢uiabTpoBaU |
KOHLIEHTPUPOBAIM TPH MOHMKEHHOM pAaBiieHHH. OcCTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
cumkarenst ¢ nonyueHueM 400 mr (Berxon 58%) 1-(5-Opom-2-xmopdeHrn)uuKIoneHTan-1-oma B
BHzIE kenToro Teepaoro semectsa. LCMS (ESI, macca/zapso): 257 [M-OH]™.

Cragus 2: nojryueHue 4-x.110p-3-(1-rnnponccnunKnoneﬂTn.u)ﬁeHr:a.ﬂbuernna

Cl n-BuLi, DMF, THF
-78°C, 1 4.
OH

[00342] B xpyriononnyo koidy nomemanu 1-(5-6pom-2-xnopdenmn)upknonentan-1-omn (400 mr,

1,45 mmons, 1,00 3xB.) m THF (10 mu) B atmocdepe azora. Cmeck oxnaxnanu 1o -78°C mepen
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nobasnerneM 1o karmisiM #-Oytmwmmaras (1,18 m, 2,90 mmons, 2,00 3kB., 2,5 M B rekcane) npu -
78°C. Cwmechb mnepememmBanu B TeueHue 30 muH. mpu -78°C u pobGasmsiim DMF (318 wr,
4,35 mmodb, 3,00 5kB.). PeakunonHyro cMeck nepemernuBany B TeueHue | 4. mpu -78°C u racuiu ¢
noMmotrbio HaceimeHHoro pactBopa NH4Cl (30 mut). TlonmydeHHBI pacTBOp SKCTPArHpPOBATH C
nomompio EtOAc (2 x 50 mur), opraHuueckue cion OOBEAMHSIHN, IMPOMBIBAIH C ITOMOIIBIO
conmeBoro pacrBopa (2x 30 mur), BeicymmBaiu Han Oe3BomHbiM NaSOs, ¢unbTpoBAIM H
KOHLIEHTPUPOBAIM IPHU MOHMKEHHOM aaBneHHH. OcTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
CUJIMKAress c MOJIyY€HUEM 180 mr (BBIXOT 55%) 4-xnop-3-(1-
THIPOKCULIMKIIONEHTI)OeH3anbaeruaa B sune sxenroro macia. LCMS (ESL wmacca/zapso). 207
[M-OH]".

Craans 3: nonydenue 4-Hutpodenni-3-aneramuao-1H-nupason-1-kapdokcunara

OsN._ s a O:N i
AN s A

0 . Q
Nu—._
N T TEA. DOM HN_{’
0C, 1y,

[00343] B xpyrnononnyto konOy nomemanu N-(1H-nmupaszon-3-nn)aueramun (0,688 1, 5,50 Mmors,
1,005xB.), DCM (25wmn) u TEA (1,671, 16,5mmons, 3,003kB.). [obaBmsm 4-

Hurpodenmxnoppopmuar (1,22, 6,05 mmonb, 1,103xB.) mpu 0°C. Ilomy4deHHblii pacTBOp
nepememuBaiu B TeueHre | 4. mpu 0°C M KOHLEHTPUPOBAIHM TMPHU MOHUKEHHOM IaBJICHUU C
nojyuenueM 1,60 r (HeouniieHHoro) 4-uurpodenmn-3-aneramuno- 1 H-nmupaszon-1-kapOokcunara B
suze xenroro Macia. LCMS (ESI, macca/zapso): 291 [M+H]".

Cragus 4: noJiy4eHue mpem-6yTun-S-(3-aneramuno-1H-nupason-1-

KapOooHua)rekcaruaponuppoJio|3,4-cjnuppoa-2(1H)-kapéokcuiara

Mg = orn

HN~< E::Ii DCM  Boc” HN-(

14,

[00344] B kpyrionoHHYK KOOy moMemanu mpem-0y THIOKTaruaponuppoo|3,4-clnuppon-2-
kapookcumat (1,06, 4,99 mmonb, 1,00 3kB.), 4-aurpodenmn-3-aneramuno-1H-nmupason-1-
kapookcunat (1,60 r, 5,51 mmons, 1,10 3xB.), TEA (1,52 1, 15,0 mmonsb, 3,00 skB.) 1 DCM (20 m).
PeakunonHy10 cMech epeMeIInBaI B TeUeHUE | 4. pU KOMHATHOM TEMIIepaType U 3aTeM raciiiu
¢ moMoIbro Bonel (25 min). IlonyuerHyro cMech skcTparuposaiu ¢ nomombo DCM (3 x 25 M) u
OpraHHYECKHUe CJIOM OOBENHMHSIIH, MPOMBIBAIA C TOMOINBIO coyieBoro pacteopa (1 x 25 m),

BeICyIIMBaIU Han Oe3BogHbIM NaxSOs4, QUABTPOBANM M KOHLEHTPUPOBAIM TNPH MOHHKEHHOM
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nasiennn. OCTaToOK XpoMaTorpadupoBaii HAa KOJIOHKE W3 CUJIMKaress ¢ mojydeHuem 670 mr
(Berxom 37%) mpem-0OyTun-5-(3-aueramuno- 1 H-nupason-1-kapOonmn)rekcaruapornuppono| 3,4-
c]muppon-2(1H)-kapbokcunata B Bune 6enoro tBepmoro BemectBa. LCMS (ESIL, macca/zapso):
364 [M+H]".

Cragusa S: nonydenue N-(1-(oxkraruaponuppo.io3,4-cjnuppoa-2-kapoonuni)-1H-nupason-3-

HiI)aneTaMmuaa
0

L

Q
N= N=
Boc”V HN‘/<O K.T.,24. HN HN‘<O

[00345]B kpyrmiomoHHyto konOy momemanu mpem-0yTuin-5-(3-aueramuno-1H-upason-1-

kapOoHmn)rekcaruapormuppono|3,4-c jnuppon-2(1H)-kapbokcunar (157 wr, 0,430 MMmoub,
1,00 3xB.), DCM (10 M) u TFA (2 mu). ITonyueHHBIH pacTBOp NepeMEIINBAIN B T€YEHUE 2 4. NIPH
KOMHAaTHOH TeMIepaType U KOHLEHTPUPOBAJIN MPU MOHUKEHHOM JaBJIEHUU C nosydeHueMm 113 mr
(KOJIMYECTBEHHO) N-(1-(oxTaruaponupponol 3,4-c|muppoi-2-kapoonmn)- 1 H-upason-3-
un)aneramuaa B Buae sxenroro Macia. LCMS (ESI, macca/zapso): 264 [M+H]".

Cragus 6: NnoJIyuyeHue N-(1-(5-(4-xn0p-3-(1-
THAPOKCHIUKJIONEHTHJI)0eH3 W1 )OKTAruAponuppo.io|3,4-cjnuppoi-2-kapoonnin)-1H-

NUpPa3oa-3-ui)aneramuaa

i ; X
@N)Lrﬂﬁ O(\Q\JO cl @ I}I}
N= OH HO N==
HN 0 - N -
HN—-< NaBH(OAc), DCE Om HN‘<
K. T., B TEUCHHC HOUYH

[00346] B  kpyrnogmonnyro  kojdy momemanu  N-(1-(oxtarumporuppono[3,4-clouppon-2-
kapOonmn)-1H-nupazon-3-mn)aueramun (113 mr, 0,430 mmon, 1,20 3kB.),  4-xmop-3-(1-
runpokcunukionenT)oensanbaerun (80,0 mr, 0,360 mmosnb, 1,00 3kB.) u DCE (15 mi). Cmech
nepeMemnBajii B TedeHWe | Y. mNpu KOMHATHOW Temmepatype rmepen Ao0aBjeHHEM
Tpuauerokcubopruapuna Harpus (305 mr, 1,44 mmonb, 4,00 5kB.). PeakIMOHHYIO CMeCh
nepeMeIluBaId B TEYCHHE HOYM IPH KOMHATHOH TeMIepaTtype U TacUIH C TOMOLIBIO BOJBI
(10 mn). TTonmyueHHbI pacTBOp 3KCTparupoBanu ¢ nmomombio DCM (3 x 15 mMiT) U opraHudeckue
CJION OOBEIMHSIN, MPOMBIBAI C TIOMOLIBIO cojieBoro pactsopa (1 x 20 mut), BBICYLIMBAJINA Hax
6e3BogHbM  NaxSQ4, GuUIBTPOBAIM ¥ KOHLUEHTPUPOBAIM TMPH TOHIKEHHOM  JTaBJICHUH.
Heounmennsiii nponykt (200 Mr) ounmanu ¢ nomoupio npenapatusHoii HPLC ¢ nonydenuem

83,2 Mmr (BBIXOX 50%) N-(1-(5-(4-xmop-3-(1-
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TUAPOKCUIMKJIOTIEHTII )O€H3 U )OKTaruAponuppoo| 3,4-cmuppon-2-kapoonnn)- 1 H-nmupazon-3-
u1)aleTaMuaa B Buae 6eoro Teepaoro semectsa. 'H SIMP (300 MI'n, Xnopodopm-d) & 8,1 (d, J
= 2,7 T'u, 1H), 8,06 (br, 'H), 7,6 (s, 1H), 7,3' - 7,29 (m, 1H), 7,'4 - 7,'' (m, 1H), 6,87 (d, J = 2,7
I'u, 1H), 3,98 - 3,92 (m, 2H), 3,85 - 3,8! (m, 2H), 3,58 (s, 2H), 2,87 (br, 2H), 2,77 (br, 'H), 2,59 (br,
4H), 2,33 - 2,23 (m, 2H), 2,18 (s, 3H), 2,2 - 2,06 (m, 2H), 1,99 - 1,92 (m, 2H), 1,90 - 1,84 (m, 2H).
LCMS (ESI, macca/zapsio): 472 [M+H]".

HIpumep 25: 1-(3-((8-(3-aneramuao-1H-nupa3zon-1-kapoonua)-2,8-guazacnupol4.5S]aexan-2-

WiI)MeTua)-S-(rpudropmernn)GpeHHT ) IUKIONEHTAH-1-KApOOHOBAsI KHCJIOTA

0
N)J\I\‘l N
:2 Q HN~<
CF3

Cragus 1: nonyuenune mpem-6yrun-2-(3-6pom-S-(rpudropmern)peHun)anerara

FiC Br FiC Br
(Boc)-0, TEA, t-BuOH

90°C, B Te4EHHE HOUH
HOOC t-BuCQC

[00347]B «kpyrnonoHHyto koj0y mnomemanud 2-(3-0poM-5-(TpudropmeTi)heHm)yKCyCHYIO
kuciaory (12,0r, 42,4 mmonb, 1,00 3kB.), au-mpem-Oyrungukapbonar (18,6, 85,2 mmosb,
2,00 3kB.), TEA (12,91, 127 mmonb, 3,00 3kB.) u mpem-BuOH (100 mi). PeakiMOHHYIO CMeCh
nepememuBaiu B TeueHue Houn npu 90°C u racwim ¢ nmomombio Boabl (100 mur). TlonydeHHbIiH
pactBop 3kcTparupoBaiu ¢ nmomombd EtOAc (3 x 150 M) 1 opraHuYecKkue CJIOM OOBEINHUHSLIIH,
MPOMBIBAJIM C MTOMOIIBIO CoJieBOro pacteopa (2 x 100 mur), BeicymmBanu Haa 0e3BoaHbIM NazSOq,
(UIbTPOBAIM M KOHLIEHTPUPOBAIU MPH MOHMKEHHOM JaBieHud. OCTaToK xpomartorpadupoBaiu
Ha KOJIOHKe W3 cuiukarens ¢ mnonyueHuem 14,0r (Bexon 97%) tper-Oyrmn-2-(3-Opom-5-
(tpudTopmerun)denun)anerara B uae OecuseTHoil xuakoctd. 'H AMP (400MI'u, Xnopodopm-
d) 87,69 (s, 1H), 7,65 (s, 1H), 7,50 (s, 'H), 3,59 (s, 2H), 1,47 (s, SH).

Cragus 2: noaydenue mpem-0yTui-1-(3-6pom-S-(tpudpropmerni)penuna)uukionesran-1-

Kap0okcujiaTa

FsC Br BrW\B FsC Br
r

NaH, 18-kpayH-6
2-MeTunTeTparuapodypan
K. T., B Te4eHHe HOUYH

t-BuOOC
t-BuOOC
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[00348] B KPYIJIOAOHHYIO KOJIOy MOMeIlaIN mpem-0yTun-2-(3-0pom-5-
(Tpudropmermn)pernn)anerar (7,00 r, 20,6 mmons, 1,00 3kxB.), 18-kpayn-6 (0,273 r, 1,03 mmons,
0,053kB.) u 2-merunrerparuapodpypan (70 mu). JloGammsanu ruppun Hatpus (2,071, 60% B
MuHepaabHOM Macie, 51,7 mmonsb, 2,50 5kB.) pu 0°C. Cmech nepeMemmBaiu B TeueHue 20 MUH.
npu 0°C nepen noGasnenuem 1,4-nuOpombyrana (6,65 r, 30,8 mmonb, 1,50 5kB.). PeakimonHyro
CMeCh MepeMeIINBaIl B TeUeHHEe HOYHM MPU KOMHATHON TeMIepaType U MACHIH C MOMOIIBIO BOJBI
(70 mi). Iony4ennslit pacTBop skcTparuposanu ¢ nomoinbo EtOAc (3 x 100 mir) u opranuyeckue
cion O0BEMUHSIIN, MTPOMBIBAIM C MOMOIIBIO cojieBoro pactsopa (1 x 100 mur), BbICyIIMBaIM Hax
6e3BogHbIM NaxSO4, GUIbTPOBANN U KOHLEHTPUPOBAIHM NPHU NMOHMKEHHOM naBieHuu. OcraTok
XpomarorpaupoBaian Ha KOJOHKE M3 CHJIMKarens ¢ moiydeHuem 6,20 r (Beixom 76%) mpem-
OyTui-1-(3-6pom-5-(Tpudropmernin)peHnn) uKIONeHTaH- 1 -kapOokcunara B BUAe OECLIBETHOrO
macna. 'H SIMP (300MTI'u, Xnopopopm-d) & 7,70 (s, 1H), 7,65 (s, 1H), 7,56 (s, 1H), 2,65 - 2,6' (m,
2H), 1,90 - 1,75 (m, 6H), 1,37 (s, 9H).

Cragus 3: noayyenue mpem-6yTuna-1-(3-popmuia-S-(rpudpropmerni)pennia)uukiaonesran-1-

KapOokcuaara
FaC Br FaC 0
n-BuLi, DMF, THF
t-BuQOC -78°C, 1 u, t-BuOOC
[00349] B KPYTJIOAOHHYIO KOJIOy MIOMEIAJH mpem-6ytun-1-(3-6pom-5-

(Tpudropmermn)penmn)unkioneHTan- 1 -kapbokcunar (6,20, 15,8 mmonb, 1,00 3xB.) u THF
(50 M) B armocdepe azora. JlobaBmsuim no kamsiM H-Oytwumutuid (8,22 mui, 2,5 M B rekcase,
20,6 mmodb, 1,30 3xB.) npu -78°C. [TonyueHHBI pacTBOpP MEepeMEeInBaAIN B TedeHHe 30 MHUH. TIPH -
78°C nmepen nobGasnenuem DMF (5,771, 78,9 mmonb, 5,003kB.). PeakuMOHHYKH CMeCh
nepememmuBaiy B TeueHue 1 4. npu -78°C u racuiam ¢ moMoIbo HackimeHHoro pactsopa NHyCl
(50 m). Iony4enHslit pacTBop 3kcTparupoasu ¢ nomoinbo EtOAc (3 x 100 M) u opranndeckne
cyion O0BEIUHSUIN, MPOMBIBATH C MOMOIIBIO cojieBoro pacteopa (1 x 100 mur), BbICyIIMBaIM Hax
6e3BogHbIM NaxSQ4, GUIBTPOBANIM U KOHLEHTPUPOBAIHM NPHU NMOHMWKEHHOM naBjieHuu. OcraTok
xpomarorpadupoBaiay Ha KOJOHKE M3 CHiIMKarens ¢ moiydeHuem 3,50 r (Beixom 65%) mpem-
OyTuin-1-(3-popmui-S-(TpudTopMeTnia ) eHIT ) IUKIONEeHTaH- | -kapOokcuiaTa B Buae OECLIBETHOTO
macna. 'H SIMP (300MI'u, Xnopodopm-d) § '0,! (s, 1H), 8,08 (s, 1H), 8,03 (s, 1H), 7,90 (s, 1H),
2,75 - 2,69 (m, 2H), 1,93 - 1,78 (m, 6H), 1,37 (s, 9H).
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Cragus 4: noaydeHue mpem-0yTui-1-(3-((8-(3-aueramuao-1H-nupason-1-kapoonm)-2,8-
auaszacnupo[4.S|aexkan-2-uia)merni)-S-(tpudpropmerni)peHua)unkaoneHTan-1-

kap0okcuiaTa

(6]
VAN WA
NG NC:}::J N:;?§<?
:2 (j( HN
CF,

[00350] Yka3aHHOE B 3arojOBKE COEAMHEHUE MOJTy4aly, Kak OMMMCAHO B mpuMepe 22, ctaauu 2-4, ¢
npUMeHeHneM TpeT-OyTwi-2,8-nuasacnupo[4.5|nexan-2-kapbokcunmata u  N-(1H-nmpazon-3-
wijaneramMuna Ha  craaun 2,  Tper-OyTui-8-(3-aueramuno- | H-nupaszon-1-kapbonmn)-2,8-
nuasacnupo[4.5]nekan-2-kapbokcmiata Ha cramuu 3 U N-(1-(2,8-nmazacnupo[4.5]nexaH-8-
kapOonun)-1H-nupazon-3-mn)anerammuna u Tper-OyTi-1-(3-popmuin-5-
(TpudTopmeti)peHmn )uukIoneHTal- | -kapOokcunara Ha ctagun 4 ¢ noaydeHueM 180 mr (BbIxon
67%) tper-Oytun-1-[3-([8-[(3-aueramuno-1H-nupazo:n-1-mi)kapdbonmn]-2,8-
auazacriupol4.5|nekan-2-un|merun)-S-(TpudTopMeTi )G eHI |UMKIONeHTaH- 1 -kapOoKkcHiaTa B
Buze sxenroro Macia. LCMS (ESI, macca/zapso): 618 [M+H]".

Cragus 5: noJIiyuyeHue 1-(3-((8-(3-aueramuxo-1H-nupa3zon-1-kapooum)-2,8-
auazacnupo|4.5]aexan-2-un)mern)-S-(tpudpropmerni)PpeHn)UNKIONEHTAH-1-KapOOHOB O

KHCJI0TbI

0O
NJ‘LN AN
TFA,DCM 4o N
o] N fo)
HN‘< K. T., B TeYCHHUE HN‘<
HOYH
CF3

[00351] B kpyrnomoHHyo konOy nomernanu mpem-0ytui-1-(3-((8-(3-aueramuno-1H-nmupazon-1-

kapOonmn)-2,8-nuazaciupol4.5] nekan-2-mwin)mMeTuin)-S-(Tpudg TopMeTiIT )G eHIT ) IUKIIOTIEHTaH- | -

kapookcunat (180 mr, 0,290 mmoinb, 1,00 3xB.), DCM (12 mit), TpUPTOPYKCYCHYIO KUCIOTY (3 M)
IlonyueHHBII pacTBOp MNEpEeMELIMBAIM B TEYEHHWE HOYM IPU KOMHATHOW TeMIepaTrype u
KOHLIEHTPUPOBAIN NpHU MNOHWXKEHHOM aasineHuu. HeouuinenHelli npoaykt pactBopsiii B DCM
(15 M) u 3mauenne pH pactBopa perynupoBaiu 40 8 C MOMOIIBIO HACBIIIEHHOTO PacTBOpPa
NaHCO;. Cwmech sxcrparupoBamu ¢ mnomombio DCM (3 x 20 My1) U OpraHHYECKHE CIIOU
OOBEUHSUIM, TPOMBIBAM C IOMOINBIO COJEBOro pactBopa (2 x 15 M), BBICYIIMBANM Hax
6e3BogHbiM  NaxSQ4, GUIBTPOBAIM ¥ KOHLUEHTPUPOBAIM TMPH TOHIKEHHOM  JTaBJICHUH.

Heounmennsiii nponykr (200 mr) ounmanu ¢ nomoupio npenapatusHoii HPLC ¢ monydenunem
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85,0 mr (BBIXOZ 52%) 1-(3-((8-(3-aueramuno- 1H-nupazon-1-kapbonmn)-2,8-
nuazacnupo[4.5]nekan-2-win)metn)-S-(tpudropmerrn )HeHI )UKIoNeHTaH- | -kapOoHOBOH
KHCJIOTHI B BUIe OEJIOro TBEPIAOrO BEIeCTBa. 'H aMP (400MTI'i, Meranon-dy) 6 8,00 (d, J = 2,8
I'n, 1H), 7,72 (s, 1H), 7,65 (s, 1H), 7,55 (s, 1H), 6,78 (d, J = 2,8 I'y, 1H), 3,98 (br, 2H), 3,91 - 3,81
(m, 2H), 3,78 - 3,71 (m, 2H), 2,97 (br, 2H), 2,79 (br, 2H), 2,75 - 2,68 (m, 2H), 2,11 (s, 3H), 1,89 -
1,86 (m, 3H), 1,84 - 1,77 (m, 3H), 1,75 - 1,70 (m, 6H). LCMS (ESI, macca/zapso). 562 [M+H]".
IIpumep 26: N-(1-(4-((4-xn0p-3-(Terparuapo-1H-¢pypo[3,4-cJnuppoa-S(3H)-
Wi1)0eH3n1)(MeTHI)aMHUHO)-4-MeTHINUNepuauH-1-kap6oun)-1H-nupa3zon-3-

WI)MeTaHCyab(poHAMH]

O
Cl
PTG RS
N N={ O
Il
0 HN=3—
o)

Cranus 1: NnoJiy4yeHue 4-nutpodenni-3-(meruicyiabponamuao)-1H-nupason-1-
KapOokcuaaTa
O;N
Wy ML L
N=( o OJ\CI © '}'}
HN-§— N=( 9
5 TEA, DCM HN-S—
K. T., 24 C

[00352] B xpyrinononnyto kosily nomemanu N-(1H-nmupason-3-uwn)merancyiasdonamun (131 mr,
0,810 mmomb, 1,00 3xB.), TEA (246 mr, 2,43 mmonb, 3,00 5xB.) u DCM (10 mi). Jlobasnsiiu 4-
Hurpodenmxnoppopmuar (180 mr, 0,890 mmonb, 1,10 5xB.) mpu 0°C. IlonyueHHBIH pacTBOp
nepeMeIluBaii B TEUEeHHWE 2 4. TNpPU KOMHATHOW TeMIeparype W KOHLEHTPUPOBAIH MpU
NOHMKEHHOM  JaBJICHUH C  moiydeHneM 264 mr  (HeowywmeHHoOro) 4-uurpodenun-3-
MeTaHcyabpoHamuno- 1 H-mupason-1-kapbokcunata B Bume skeiaroro wmacma. LCMS  (ESI
macca/zapso): 327 [M+H]".

Craaus 2: NnoJIy4eHHue 4-xnop-3-(trerparuapo-1H-¢pypo|3,4-c]nuppon-S(3H)-

uia)beH3ajabaeruaa

Pd,(dba);, BINAP
Br
Cs,CO;, Tonvon O
80°C, B TeueHHe HOUH

[00353] B kpyrnopoHHyo konOy nmomemtanu 3-Opom-4-xmopbensanpaerun (0,800 r, 3,65 mmounb,
1,00 3kB.), rekcarunpo-1H-dypo[3,4-c]muppon (0,498 1, 4,40 MMoOb, 1,20 3kB.),
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TpUC(IUOSH3MITNIEHAIETOH ) IUTTAJLTa T (0,168 r, 0,180 MmogD, 0,05 skB.), 2,2'-
ouc(mudpenunpocduno)-1,1'-6unadrun (0,342 r, 0,550 mmons, 0,15 3kB.), kapboHaT nesus (3,59 r,
11,0 mmods, 3,00 5xB.) u Toayon (20 mir) B atMocdepe a3ota. PeakIMOHHYIO CMeCh IepeMeIINBaIIH
B TeueHne Houn npu 80°C u racwimm ¢ momommbio Boxbl (30 mur). IlonydeHHBIH pacTBOp
skcTparuposanu ¢ nomobio EtOAc (3 x 50 M) u opraHndeckue cion 0ObeIUHSAIN, IPOMBIBAIIN C
noMoltIbio cosieBoro pactaopa (1 x 80 mu), BeicymmBanu Hax 6e3sogHbM NaSOs, GuimbTpoBaIH U
KOHLIEHTPUPOBAIM IPHU MOHMKEHHOM aaBneHHH. OcTaTok xpomarorpadupoBaiu Ha KOJIOHKE U3
cunukarens ¢ nonyuenueMm 0,770 r (Beixon 84%) 4-xnop-3-(terparunpo-1H-dypo[3,4-c]muppon-
5(3H)-un)6enzanbaernaa B ue sxenroro macia. LCMS (ESI, macca/zapso): 252 [M+H]".

Craauns 3: nonydenue mpem-0yTui-4-((4-xaop-3-(rerparuapo-1H-pypo[3,4-c]nuppoa-S(3H)-

WIT)0eH311)aMHHO)-4-MeTHINUNepUAUH-1-KapOokcHaaTa

.Boc
c! HoN N .Boc

N = \’Q
CEQ NaBH(OAG):, DCE OCQ

K. T., B TCUCHHE HOYH

[00354] B kpyrionoHHyto konOy nomemmanu 4-xynop-3-(terparuapo-1H-¢pypo[3,4-c]nuppon-S(3H)-
un)oensanpaerun (0,400, 1,59 mmonb, 1,00 5kB.), TpeT-OyTHiI-4-aMUHO-4-METHIITUIIEPUINH-1 -
kapookcunat (0,409 r, 1,91 mmonb, 1,20 3xB.) u DCE (15 mi). CMmech nepeMeiuBaiu B TCUCHHE
1 4. mpu KOMHATHOH TeMmImiepaType mnepen aodaBieHHUeM TpHuaueTokcubopruapuaa Harpus (1,01 r,
4,76 mmonb, 3,00 5kB.). PeakMOHHYIO CMeCh NepeMeIInBaId B TEYCHHE HOYM NMPU KOMHATHOM
TeMIeparype W racwid ¢ nomoubro Boabl (15 mut). TTonmydeHHBIH pacTBOP 3KCTPArupoOBaU C
nomompto DCM (3 x 20 M) M OpraHu4ecKkue CJIOu OOBEAMHSIM, NPOMBIBAIM C IOMOIIBIO
conesoro pactBopa (1 x50 mu), BeicymmBanu Han Oe3BomHbiM NaSOs, ¢uibTpoBaU |
KOHLIEHTPUPOBAIM TPH MOHMKEHHOM pAaBiieHHH. OcCTaTok xpomarorpadupoBaiii Ha KOJIOHKE U3
cunukarens: ¢ nonydenunem 0,620 v (Boxon 87%) mpem-Oytun-4-((4-xmnop-3-(terparunpo-1H-
dbypol[3,4-clnuppon-5(3H)-un)0eH3mn)aMuHo )-4-MeTHIIUIepuIuH- 1 -kapOokcuiaTa B BUJIE
xenroro macia. LCMS (ESI, macca/zapso): 450 [M+H]".

Cranus 4: nonyuenue mpem-0yruii-4-((4-xaop-3-(rerparuapo-1H-¢pypo[3,4-c]muppoa-S(3H)-

Wi1)0eH3n1)(MeTHI)aMHUHO)-4-MeTHINUNepUAUH-1-KapboKkcHIaTa

Cl
j@\/ n-B%¢ __HCHO, DCE _ @\/ | N-Boc
@ NaBH(OAL); @ N
o 60°C, B TeUCHHE HOUH o
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[00355]B  kpyrnomonnyro kojby momemanu  mpem-0ytun-4-((4-xmop-3-(terparuapo-1H-
bypol3,4-clnuppon-5(3H)-mn)bersmin)aMuHo )-4-MeTHIIIHITEPUANH- | -kapOOKCHIaT (620 wmr,
1,38 mmomnb, 1,00 5kB.), mapadopmansaerun (621 mr, 20,7 mmons, 15,00 3k8.) u DCE (15 mm).
Cmecr mepeMemmBany B Te4YeHHE | Y. TP KOMHATHOH Temmeparype nepen noOaBleHHEM
Tpuauerokcubopruapuna Harpus (878 mr, 4,14 mmonb, 3,00 5kB.). PeakIuMOHHYIO CMech
nepememuBaiyu B TeueHne Houu npu 60°C u racmnu ¢ momousro Boasl (20 mi). IlomydeHHbIiH
pactBop 3kcTparupoBaiu ¢ mnomompio DCM (3 x 30 M) U opraHUYecKHe CJIONM OOBEAMHSLIY,
IPOMBIBAJIA € MOMOIIBIO cojieBoro pactsopa (1 x 50 mu), BeicymmBanu Hax 0e3BomHbIM Naz SO,
(GuIbTPOBANIM M KOHLIEHTPUPOBAJIN NMPHU MOHMKEHHOM JaBieHuu. OCTaTok xpomarorpadupoBain
Ha KOJIOHKE M3 cuiukarens ¢ nonyudeHueMm 495 mr (Beixop 77%) mpem-Oytun-4-((4-xmop-3-
(rerparunpo-1H-dypol3,4-c|nuppon-5(3H)-mn)oensmn)(MeTwn)aMiuHO )-4-MeTHIITUIEpU U H- 1 -
kapbokcusaTa B Buje xkenroro Macia. LCMS (ESI, macca/zapso): 464 [M+H]".

Cragus 5: noayuyenue N-(4-xjop-3-(terparuapo-1H-¢ypo[3,4-cJnuppona-S(3H)-un)densunn)-

N,4-aumeTnnnunepuauH-4-aMHHA

Cl B Cl

N N
N N

gt gt

K.T., 2 4.

[00356]B kpyrnomonnyro kojady mnomemanu — mpem-0ytun-4-((4-xmaop-3-(terparuapo-1H-
bypo[3,4-c]ouppon-5(3H)-mn)den3un )(MeTHI ) aMIHO )-4-MeTHIITUNIEpU U H- | -kapOoKcHIaT

(250 mr, 0,540 mmomsb, 1,005kB.), DCM (10 mn) u TFA (2 mi). IlonydeHHbI pacTBOp
nepeMeInuBaii B TEUEeHHWE 2 4. TNpPU KOMHATHOW TeMIeparype W KOHLEHTPUPOBAIH MpH
MOHMKEHHOM JIaBJICHHU C moiydeHueM 196 mr (kommuectBeHHO) N-(4-xmop-3-(terparuapo-1H-
bypo[3,4-clouppon-5(3H)-un)oen3mn)-N,4-tuMeTiinunepuanH-4-aMiuHa B BHIE JKEJITOTO Macia.
LCMS (ESI, macca/zapso): 364 [M+H]".

Cragus  6: mnoayudenue  N-(1-(4-((4-xmop-3-(terparuapo-1H-¢pypo[3,4-c]Jnuppon-S(3H)-
Wi1)0eH3n1)(MeTHI)aMUHO)-4-MeTHINUuNepuauH-1-kap6ouni)-1 H-nupaszon-3-

WJI)MeTaHCyab(poHaAMHAA

oW
O
Cl O/U\Fll\ Cl )L
"G Inl] OIS
N 8 N N={ 0
HN T
o s i

TEA, DCM
[00357] B kpyrnomonHyro konOy mnomewmanu N-(4-xmiop-3-(terparunpo-1H-dypo[3,4-clmuppon-

K.T., 24,

5(3H)-un)6en3un)-N,4-numernnmunepuana-4-amua (196 mr, 0,540 mmons, 1,00 3xB.), 4-
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HUTpoenmn-3-(mernicynbhonamuno)-1H-nmupason-1-kapbokcunar (264 wrr, 0,810 mmounb,
1,50 3kB.), TEA (164 mr, 1,62 mmonb, 3,003kB.) uw DCM (10 my1). PeakiMOHHYIO CMeCh
nepeMeIIuBaIN B TEUCHNUE 2 4. TIPU KOMHATHOM TeMITEpaType M TaCHIIM C MOMOIIBIO BoAbI (15 mi).
ITonyuenHslii pacTBop 3kcTparupoBanu ¢ nomoupro DCM (3 x 20 M) U OpraHUYecKHe CJIOU
OOBEUHSIM, TPOMBIBAIM C MOMOIIBIO coieBoro pactBopa (1 x 50 mi), BbICymIMBamM Hax
6e3BogHbiM  NaxSO4, GuIbTpOBaIM ¥ KOHLEHTPUPOBAIM TIPH TOHIKEHHOM  JIaBJICHUH.
Heounmennsiii nponykr (400 mr) ounmanu ¢ nomoupro npenapatusHoii HPLC ¢ nonydenuem
150,8 Mr  (BBIXOZ 51%)  N-(1-(4-((4-xnop-3-(rerparuapo- 1 H-pypo[3,4-c]nuppon-5(3H)-
11)0eH3 1T )(METUIT)aMUHO )-4-MeTHIINUTIEpUANH- | -kapOonu)- 1 H-nupazon-3-
ui1)MeTaHcynboHaMuaa B Buae Genoro Teepaoro semectsa. 'H SIMP (400MI ', Xnopodopm-d) &
8,01(d,J=28Twu, 1H), 7,27 - 7,25 (m, 1H), 7,00 (br, 1H), 6,91 - 6,89 (m, 1H), 6,33 (d, /=2,8 I'L,
1H), 3,97 - 3,93 (m, 4H), 3,72 - 3,69 (m, 4H), 3,50 (s, 2H), 3,38 - 3,34 (m, 2H), 3,11 (s, SH), 2,97 -
2,94 (m, 2H), 2,10 (s, 3H), 2,06 - 1,99 (m, 2H), 1,61 - 1,55 (m, 2H), 1,04 (s, 3H). LCMS (ES],
macca/sapso): 551 [M+H]".

IIpumep 27: N-(1-((2R,4R)-4-((4-x10p-3-(TeTparuapo-1H-¢pypo[3,4-c|Jmuppona-5(3H)-
W1)0eH311)(MeTHI)aAMHUHO)-2-MeTHIIMuNepuauH-1-kapooumni)-1 H-nupa3zon-3-

WJI)MeTaHCYaIb(poHAMM
0

(@)
Sy NG &,
N N oy N=%, 'C’)
| HN-S—
cl 5

Craaus 1: NoJIy4eHue mpem-0yTun-(2R,4S)-4-ruapokcu-2-MmeTunnunepuauH-1-

Kap0okcuiaTa

/J:)N’BOC NaBHy, MeOH, THF CT{BOC , O,Boa
Q T, ODC, l 4. HO\“ Yoy HO ity

[00358] B kpyrnomoHHyro konly mnomemanu mpem-0yTun-(2R)-2-merun-4-okconunepuans-1-

kapookcmmat (10,0 T, 46,9 mmons, 1,005kB.) u THF (36 mi). JloGaBnsimu Ooporunmpun HaTpus
(1,07, 28,2 mmoinb, 0,60 3kB.) mpu 0°C ¢ mocneayromum nobdaeieHueM 1o kamisim MeOH
(12 mi). PeakiinoHHyr0 cMech nepemMermuBaii B TedeHue 1 4. mpu 0°C 1 racHiti ¢ TIOMOLIBIO BOJIBI
(50 ma). ITonyueHHsIi pacTBOp dKcTparuposainu ¢ nomombo DCM (3 x 80 mu1) U opranudeckue
cyion OOBENUHSUIN, MMPOMBIBAIIH C MOMOIIBIO COJieBOro pacteopa (2 x 100 mur), BbICYIIMBAIN Hax
6e3BogHbM  NaxSQ4, GuUIBTPOBATM ¥ KOHLUEHTPUPOBAIM TMPH TOHIKEHHOM  JTaBJICHUH.
Heouunmennspiii nmpoaykt (11,0 1) ounmanu ¢ nmomompro npenaparusHoii HPLC ¢ monydeHuem

4901 (Berxom 49%) -Oytmn-(2R,4S)-4-rugpokcu-2-MeTmnunepuans-1-kapOokcunara B BHIE
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xenroro macna. LCMS (ESI, macca/zapso). 216 [M+H]", u 4,10 r (exon 41%) mpem-GyTui-
(2R,4R)-4-runpokcu-2-MeTHIInunepuanH-1-kapOokcuiaTa B BHUAE O€IOro TBEPAOIO BEINECTBA.
LCMS (ESI, macca/zapsio): 216 [M+H]".

Cragus 2: noJiy4yeHue mpem-0yTua-(2R,45)-2-meTnii-4-

((meTnacyabgoHuI)OKCH)THNIEPHANH-1-KapOokcuaaTa
’O,Boc MsCl, TEA, DCM Q,Boc
HO e K.T,249  mso "y

[00359] B KPYTJIOOHHYIO KOJIOy MOMeLAJIH mpem-0ytun-(2R,4S)-4-runpoxcu-2-

metunnunepuaus-1-kapookcunat (300 mr, 1,39 mmons, 1,00 skB.), DCM (10 mn) u TEA (423 wr,
4,18 mmodb, 3,00 5kB.). Jlobasnsanu mertaHcyabponmixnopun (239 mr, 2,10 mmodns, 1,50 5kB.) npu
0°C u peakLMOHHYIO CMECh IIepEMELINBAIN B TeUEHUE 2 4. IPU KOMHATHON TeMIIepaType U racuiu
¢ momoineio HaceimeHHoro pactsopa NHiCl (20 mu). [Tonmy4deHHBIH pacTBOp 3KCTPAarHpOBAIU C
nomommbto DCM (3 x 30 Mi1) U opraHuyeckue CiIOM OOBEAWHSUIH, NPOMBIBAINM C MOMOLIBIO
coneBoro pacteopa (1 x 50 mu), BeicymmBanu Hax Oe3BogHbiM NaSOs, (GuIbTpoBaNd U
KOHLIEHTPHPOBAJIN TIPU TIOHWKEHHOM JaBJIEHUH ¢ rojydeHneM 286 mr (Berxon 70%) mpem-0yTui-
(2R,485)-2-metun-4-((MeTnicyab( OHIIT)OKCH ) IUNEepUANH- | -kapOoKcuaata B BUAE OECLIBETHOTO
macia. LCMS (ESI, macca/zapso). 294 [M+H]".
Cramgua  3: noaydenue  mpem-0yTui-(2R,4R)-2-meTnn-4-(MeTnaIaMuHoO )nunepuanH-1-
Kap0okcuiaTa

N,Boc _NH; [:::T,Boc
SO0 Taen T el

MsO 60°C. 3 g |

[00360] B KPYTJIOIOHHYO KOJIOy MOMeIIaJn mpem-0ytun-(2R,4S)-2-metun-4-
((Meruncynbdonmt)okcH)munepuanH-1-kapookcunar (286 mr, 0,970 mmonb, 1,00 3xB.), ACN
(8 M) m MetanamuH (8 mur). PeakimoHHyI0 cMech mepeMennBaiu B Tedenne 3 aHei npu 60°C u
racwid ¢ nomoubio Boxbl (15 mur). IlomyueHHBIH pacTBOP 3KCTparupoBain ¢ nomompio DCM
(3 x20 My) M OpraHMYecKue CJIOM OOBENUHSUIM, MPOMBIBAIA C IMOMOIIBIO COJIEBOTO PacTBOPA
(1 x 50 M), BeicymmBamu Han Oe3BomHbIM NapSOs4, (QUIBTPOBAIM W KOHLEHTPUPOBAIU MPU
NOHMKEHHOM naBiieHuH. OcCTaTok XpomarorpadupoBaid Ha KOJIOHKE W3 CHJIMKAareias ¢
nonyueHueM 140 mr (Beixon 63%) mpem-0ytnin-(2R,4R)-2-meTn-4-(MeTHIAMHUHO ) TUITePUINH- 1 -
xapbokcuaaTa B Buje sxkentoro Macia. LCMS (ESI, macca/zapso): 229 [M+H]".

Cragua 4: noaydeHue  mpem-0yTui-(2R,4R)-4-((4-xaop-3-(Terparuapo-1H-¢pypo[3,4-

c|nuppos-S(3H)-un)o0eH3nia)(MeTu1)aMuHO)-2-MeTHINHNepUAHH-1-KapOokcHIaTa
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[00361] B xpyriomoHHyto konOy nomemanu 4-xnop-3-(terparuapo-1H-¢ypo[3,4-c]muppon-5(3H)-

TEA, NaBH(OAc):. DCE  ©
K. T., B TCUHCHHC HOYH

wi)0eH3anpaeru (MONy4YeHHbIH, Kak OmucaHo B mpumepe 26, craaums 2, 154 mr, 0,610 Mmodb,
1,00 5xB.), mpem-0yTun-(2R,4R)-2-metun-4-(MerunamuHo)nunepuaus-1-kapookcunar (140 mr,
0,610 mmosb, 1,00 5xB.), TEA (186 mr, 1,84 mmonb, 3,003kxB.) u DCE (10 mu). Cwmech
nepeMelBaii B TeueHHe | 4. mpu KOMHATHOM Temmepatype mepex AoOaBJIeHHEM
Tpuauerokcubopruapuna Harpus (390 mr, 1,84 mmonb, 3,00 5kB.). PeaxkimoHHy0 cMech
nepeMeIluBalil B TE€YEHHE HOYM IPU KOMHATHOH TeMIlepaType U TacUM C IOMOILIbIO BOJBI
(20 mn). ITony4eHHbIi pacTBOp 3KcTparupoBanu ¢ nomousto DCM (3 x 30 M) u opranuveckue
cllon OOBEOVHSIM, MPOMBIBAIHM C MOMOIIBIO coneBoro pactsopa (1 x 50 mut), BbICyIIMBau Hax
6e3BomHbIM NazSOs, GUIBTPOBAIM M KOHLEHTPUPOBAIM NPU TOHIKEHHOM naBiieHHH. OcTaTok
xpomarorpadupoBaay Ha KOJOHKE U3 cuimkarens ¢ nonydenueM 210 mr (Bbixon 74%) mpem-
OyTun-(2R,4R)-4-((4-xnop-3-(terparuapo-1H-¢pypo[3,4-c]muppon-S(3H)-

w1)0eH3 1T )(METHIT )aMUHO )-2-MeTHIITUTIEPUANH- | -kapOokcuiata B Buzae skearoro macina. LCMS
(ESI, macca/zapso): 464 [M+H]".

Cragna S: mnoaydenue (2R,4R)-N-(4-xmop-3-(terparuapo-1H-¢pypo[3,4-c]lnuppon-S(3H)-
ni)6eH3na)-N,2-1uMeTHInunepuInH-4-aMuHA

o .B O
o O e
N - w, . N o “,
;©/\T K. T., 2 . D/\T
Cl o]

[00362] B kpyrnogonnyro kojdy nomewmaiu mpem-oyrun-(2R, 4R)-4-((4-xnop-3-(terparuapo-1H-

bypo[3,4-c]nuppon-5(3H)-mn)deH3mn )(MeTHIT ) aMIHO )-2-Me THIITTUTIEpU U H- | -kapOoKcuIaT

(210 mr, 0,450 mmosb, 1,003kB.), DCM (10 mn) u TFA (2 mi). IlomydeHHBI pacTBOp
nepeMeIluBaId B TEUEeHHE 2 Y. TNpPU KOMHATHOW TeMIeparype U KOHLEHTPUPOBAIH IpH
NOHMXEHHOM JIaBJIeHMH ¢ moiydeHueM 164 mr  (kommuectBeHHO) (2R,4R)-N-(4-xmop-3-
(rerparunpo-1H-dypol3,4-c]muppon-5(3H)-un)oensmn)-N,2-nuMeTuInunepuauH-4-aMiuHa B BUJIE
xenroro macia. LCMS (ESI, macca/zapso): 364 [M+H]".

Cragusa  6: mnoaydenue N-(1-((2R,4R)-4-((4-xm0p-3-(terparuapo-1H-¢pypo[3,4-c]lmuppo.-
S(3H)-ni)6ensun)(MeTua)aMuHo)-2-MeTujnunepuann-1-kapoonun)-1H-nupason-3-
WI)MeTaHCyab(poHAMHAA
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[00363] B xpyrnmogonnyro konOy mnomemanu (2R,4R)-N-(4-xmop-3-(terparunpo-1H-¢pypol3,4-
c]muppon-5(3H)-nn)oensun)-N,2-numernnnunepunus-4-amus (164 mr, 0,450 mmonb, 1,00 3kB.),
4-autpodennn-3-(meruncynbhonamuno)-1H-nmupaszon-1-kapbokcunar (MogydeHHbIH, KaK OMUCAHO
B npumepe 26, craaus 1, 221 mr, 0,680 mmons, 1,50 3xB.), TEA (137 mr, 1,35 mmons, 3,00 5kB.)
DCM (10 mu). PeakiinoHHy0 cMeCh MepeMeLInBali B TeueHHe 2 4. MPH KOMHATHOH Temreparype
U racuim ¢ nomotibto Boabl (15 mun). ITonmyueHHbIH pacTBOp 3KCTparuposaiu ¢ nomouisro DCM
(3 x20 my) m opraHuueckre CiIOM OOBETUHSUIH, MPOMBIBAJIH C MOMOIIBIO COJIEBOIO PacTBOpa
(1 x 50 M), BbicymmBamu Hax Oe3BomHbIM NaxSO4, GUIBTPOBANIM U KOHLEHTPUPOBAIU MPH
MOHIKEHHOM JAaByieHnu. Heounmennsiit nmponykT (400 Mr) ouuiany ¢ MOMOIIBIO MPernapaTuBHOM
HPLC c¢ mnoayuenuem 23,7 mr (Boixom 10%) N-(1-((2R,4R)-4-((4-xn0p-3-(Terparunpo-1H-
bypo[3,4-clnuppon-5(3H)-un)oeH3mn )(MeTHI )JaMIHO )-2-MeTHIITUIepUInH- | -kapOonwmn)- 1 H-
nupa3on-3-un)MeTancynbhoHaMuaa B Buie Oenoro Teepaoro semectsa. 'H SAMP (400 MIw,
MeOH-d,) 6 8,05 (d, J= 2,8 I'u, 1H), 7,30 (d, J = 8,4 I'u, 1H), 7,10 (s, 1H), 6,98 - 6,95 (m, 1H),
6,25 (d, J=2,8 T'y, 1H), 4,25 - 4,21 (m, 2H), 4,02 - 3,99 (m, 2H), 3,67 - 3,61 (m, 4H), 3,47 - 3,32
(m, 1H), 3,21 - 3,19 (m, 4H), 3,15 (s, 3H), 3,00 - 2,92 (m, 2H), 2,86 - 2,80 (m, 1H), 2,35 - 2,30 (m,
4H), 2,11 - 2,05 (m, 1H), 1,80 - 1,73 (m, 2H), 1,43 (d, J = 6,4 'y, 3H). LCMS (ESI, macca/3apso):
551 [M+H]".

IIpumep 28: N-(1-((3aR,5s,6aS)-5-((3-
(TpudTopmMeTHII)0eH3UIT)OKCH)OKTATHAPOLHKIONeHTa[c|nuppoJi-2-kapoonun)-1H-nupa3soa-

3-nn)meraHcyabgpoHaMug

Craans 1: NoJIy4YeHHe mpem-oyTna-(3aR,Ss,6aS)-5-((4-

HUTPOOEH30MUI)OKCH)rekcaruapounkiaonenra[cjnuppon-2(1H)-kapookcuiaara
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[00364] B KPYTJIOIOHHYIO KOJI0y MOMEIIANIN mpem-0ytun-(3aR, 5r,6aS)-5-
ruapokcurekcaruaporpkionental clnuppon-2(1H)-kapbokcunar (rmonydeHHbIH, Kak OMHUCAHO B
npumepe 217, cTanus 1, c IPUMEHEHUEM mpem-0ytun-(3aR,6aS)-5-
okcorekcarunpouukionenralc|nuppon-2(1H)-kapookcunara; 2,27 r, 9,99 mmons, 1,00 3kB.), 4-
HUTPOOEH30MHYI0 kucaoTy (6,68 1, 40,0 Mmoub, 4,00 5kB.), Tpudenmndocdun (10,5 r, 40,0 mmons,
4,00 skB.) u THF (30 mur). {obasnsimu mo kamisim ausTuinaszonukapookcunar (6,96 r, 40,0 Mmoib,
4,00 5xB.) mpu 0°C M pEaKLIMOHHYIO CMeCh IMEpPEMELIMBAIN B TE€YEHHE HOYHM IPH KOMHATHOM
Temreparype B arMmocdepe a3ora U racwid ¢ nmomoubio Boabl (50 mur). IlonmydeHHbI pacTBOp
skcTparuposanu ¢ nomoibio EtOAc (3 x 50 M) 1 opraHudeckue ciion 0ObeIUHSIN, IPOMbBIBAIU C
noMoinelo  Boxmbl (3 x 20 mut), BeicymmBanu Han Oe3BomHbiM  NaxSQs, ¢GuiabTpoBamu U
KOHLIEHTPHPOBAJIM TP NMOHMKEHHOM aAaBieHuH. Octatok xpomarorpadupoBanyu Ha KOJOHKE U3
cuiukarenss ¢ monydeHuem 2,36t (Bbixonm  62%)  mpem-0ytun-(3aR,Ss,6aS)-5-((4-
HUTPOOEH30MIT)OKCH )rekcaruapouunkionenta clnuppon-2(1H)-kapOokcunata B Buzpe  Oenoro
tBepaoro semecrsa. LCMS (ESI, macca/zapso). 377 [M+H]".

Cragus 2: noJiyyeHue mpem-0yTui-(3aR,S5s,6aS)-5-

ruapoxkcurexkcaruapounkjaonesralcjnuppon-2(1H)-kapdokcuaara

H N,Boc
0 ,& K,CO;, MeOH ”i/xiN’B"c
/@)LO H H-O, k. T., 3 4.

HC H

[00365] B KPYIJIOOHHYIO KOJIOy TIOMEIIaJTN mpem-0ytun-(3aR,5s,6aS)-5-((4-
HUTPOOEH30MIT)OKCH )rekcaruapouunkionesTal ¢ muppon-2(1H)-kapbokcunar (2,36, 6,27 MMOIb,
1,00 s3xB.), MeOH (30 mu), K»COs (2,60 1, 18,8 mmonb, 3,00 5kB.) 1 Boay (5 mut). PeaknnoHHyr0
CMeCh MepeMeIINBaId B TEUEHHE 3 4. NP KOMHATHOW TEMIlEpaType W KOHLEHTPHPOBAIU MpPHU
NMOHMKEHHOM JaBjeHuu. llodydeHHblid pacTBOp pasbaBmsim ¢ moMompio Boabl (30 mi),
skcTparuposanu ¢ nomombo EtOAc (3 x 50 M) 1 opraHudeckre cion 0ObeIUHSIN, IPOMBIBAIN C
noMmomipio  Boabl (3 x 20 my1), BhICymuBamu  Hax Oe3BomHbIM  NaxSQ4, ¢duimbTpoBamu WH
KOHIIEHTPUPOBAIHM TPU TMOHIKEHHOM JIaBJIEHUH C monydeHneM 1,31 r (HEeo4YHIeHHOro) mpem-
oytuin-(3aR,5s,6aS)-5-runpokcurekcaruapouukionenral ¢ jmuppoi-2(1H)-kapOokcunara B  Buie

6enoro teepnoro Bemectsa. LCMS (ESI, macca/zapso): 228 [M+H]™.
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Craaus 3: MoJIy4YeHHe mpem-oyTna-(3aR,Ss,6aS)-5-((3-

(TpudTopmeTni)0eH3HI)OKCH)reKcarnapouukaonestalcjnuppoa-2(1H)-kapdokcunara

H Yt

H MN,Boc Fac\©/\3r ’ig(?;l Boc
v‘=F3(; .

Hof[ngJ NaH., DMF \©/ 0" T H

K. T, B TeUCHMEe HOMU

[00366] B KPYTJIOIOHHYIO KOJI0y NOMEIIAJIN mpem-0ytmn-(3aR,5s,6aS)-5-
ruapokcurekcaruaporpkionental clnuppon-2(1H)-xapbokcunar (681 mr, 3,00 mmorns, 1,00 3kB.) u
DMF (15 mm). HobGasnsanu rugpun Hatpust (60% B macne, 400 mr, 10,0 mmonsb, 2,00 s3xB.) nmpu 0°C
YU PEAKLMOHHYK) CMeCh InepeMelinBanyd B TedeHue 0,5 4. mpu KOMHATHOW TeMmepaTrype nepen
nobasnennem 1-(6bpommerwn)-3-(Tpudropmermn)oensona (714 mr, 3,00 mmonab, 1,00 3kB.).
ITonyueHHBIN pacTBOP MEpeMeINnBajId B TEUEHHE HOYM NPU KOMHATHOW TeMIIEpaType W IacUiH C
nomotbio Boasl (20 mit). Cmech sxcTparuposaiu ¢ nomoruibio EtOAc (3 x 20 mut) u opraHudeckue
clion OOBEAMHSIIM, MPOMBIBAIM C MOMOLIBIO BOABI (3 X 20 MJI), BBICYIIMBAJIN Haj O€3BOTHBIM
Na;SO4, QunbTpoBaIM ¥  KOHUEHTPHPOBAIM MPU  MOHIKEHHOM aasieHuu. OcCTaTok
xpomarorpadupoBaay Ha KOJOHKE W3 cuiMkarens ¢ nonydenueM 680 mr (Bbixon 59%) mpem-
oyTtun-(3aR,5s,6aS)-5-((3-(TpudropmeTn)OeH3mt)okcH )rekcaruipounkioneHTa| ¢ jruppoin-2( 1H)-
kapOokcunaTa B Buze sxenroro macna. LCMS (ESI, macca/zapso): 386 [M+H]".

Cranus 4: NoJIyueHue (3aR,5s,6aS)-5-((3-
(TpudTOopMeTHII)0eH3UIT)0KCH)OKTATHAPOLMKIIONEeHTA[c|nuppoJia

H

H N,Boc NH
TFA, DCM
FBCU\O H K.T., 2 1. FSC\©/\0 H

[00367] B KPYIJIONOHHYIO KOJIOy TIOMEIIaJTN mpem-0ytun-(3aR,5s,6aS)-5-((3-

(TpudTopmeTin)beH3u )okcH)rekcaruapounkionenTal ¢ Jmuppon-2(1H)-kapbokcunat (116 wr,
0,300 mmosb, 1,00 3kB.), TFA (2 M) u DCM (5 mi). Tlony4eHHbI pacTBOp MEpPEMELINBAIN B
TE€YEeHHE 2 4. IPU KOMHATHOHM TeMmreparype M KOHLEHTPHPOBAJIU MPH MOHWKEHHOM HaBJIEHUH C
MOJTyYCHUEM 148 mr (KOJTMYEeCTBEHHO) (3aR,5s,6a8)-5-((3-
(TpudTOpMeTHIT)OEH3UIT)OKCH ) OKTar LAPOLIUKIIONIEHTA[ C|[mupposia B BUe >kentoro macia. LCMS
(ESI, macca/zapso): 286 [M+H]".

Cragus S: NnoJiy4yeHue N-(1-((3aR,S5s,6aS)-5-((3-
(TpudTOopmMeTHII)0eH3UIT)OKCH)OKTATHAPOLHKIONeHTa[c|nuppoJi-2-kapoonua)-1H-nupa3oa-

3-nn)meraHcy/b(ponamuaa
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O,N Q
H \Q‘\O}LN b H JOL
o5 g SR
HN-S— N
TEA, DCM E) 3%

K. T., B TEUCHHUC HOUYH

[00368] B cocyn TIOMeI AN (3aR,5s,6aS)-5-((3-

(TpudTopmeTnn)denH3un)okcu)okTaruapourkionenTal cmuppon (85,8 mr, 0,300 mmonsb, 1,00 3kB.),
TEA (182 mr, 1,80 mmonb, 6,00 3kB.), 4-Hutpodenmn-3-(meruncynbpornamuno)-1H-nupaszon-1-
kapbokcunmat (mpumep 26, cragms 1, 147 mr, 0,450 mmonb, 1,503xB.) u DCM (15 mn).
PeakMOHHYIO CMeCh MEPEMEIIUBAIA B TEYEHUE HOUM MPU KOMHATHOU Temnepartype. IlonyueHnslii
pacTBOp racunu ¢ nomoupro Boabl (10 mi), skctparupoBanmu ¢ nomoureto DCM (3 x 20 M) u
OpraHUYeCKHUe CJIOM OOBENUHSIIH, MPOMBIBAIIM C TOMOINBIO COJIeBOrO pactBopa (2 x 20 mu),
BRICYIIMBAIU Haja Oe3BogHbIM Na;SO4, (GUIBTPOBAIM M KOHLEHTPHPOBAIU IPU MOHWKEHHOM
nasneHnu. Ocratok xpomarorpadupoBaiy Ha KOJOHKE U3 CHiMKaressi. HeouuineHHbIH NpOAayKT
ouninajgun ¢ nomoupto mnpenapatuBHoit HPLC ¢ monydyenuem 56,4 mr (Beixom 40%) N-(1-
((3aR,5s,6aS8)-5-((3-(Tpud TopMeTHI)OEH3UIT )OKCH ) OKTArUAPOLIUKIIONIEHTA[ C [TUPpOII-2-KapOOHMIT )-
1H-nupason-3-un)MerancynspoHamMuna B Bue 6eoro Teepaoro semectsa. 'H SAMP: (300 MIw,
MeOH-dy) 6 8,14 (d, J=2,7 T'u, 1H), 7,69 - 7,48 (m, 4H), 6,2, (d, J = 3,0 'y, 1H), 4,55 (s, 2H),
4,29 - 4,19 (m, 1H), 4,05 - 3,68 (m, 4H), 3,12 (s, 3H), 2,99 - 2,85 (m, 2H), 2,21 - 2,09 (m, 2H),
1,82 - 1,71 (m, 2H). LCMS (ESI, macca/3apsin): 473 [M+H]".

pumep 29: N-(4-metun-1-(3-(merniacynabdponamuno)-1H-nupa3zon-1-kapooHu)nunepuanH-

4-un)-N-(2-(muppoanaun-1-ui)-4-(TpudropmMeTHI)0eH3UI)IJIMIHH

OH
FsC 0 j\

HN-S—

Craaus 1: nonydenue 2-(nuppojuaul-1-un)-4-(tpudropmerni)deHsanbaernaa

FiC
FsC CNH
_0
/O

K>COs;, DMSO N
F 80°C, B TeueHHE HOYMU Q

[00369] B xpyrmomonnyro koiOy mnomemanu 2-¢prop-4-(tpudropmermn)densanpaerun (4,80 r,
25,0 mmonb, 1,00 3kB.), mupponuaun (5,33 r, 75,0 mmonb, 3,00 3kB.), DMSO (30 M) u K2COs

(10,4 r, 75,0 mmonb, 3,00 5kB.). PeakiroHHyr0 cMech nepememnuBaiu B TeueHue Houn npu 80°C u
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racuiu ¢ momoibio Boabl (30 mut). TlonydeHHBINH pacTBOp SKCTparupoBaid ¢ momomnbio EtOAc
(3 x 50 Mi) M opraHuyYecKue CIOM OOBENUHSUIM, MPOMBIBAIA C IMOMOIIBIO COJIEBOTO PacTBOPA
(2 x 50 M), BeicymmBamu Han Oe3BomHbIM NapSOs4, QUIBTPOBAIM W KOHLEHTPUPOBAIU IPU
NOHMXEHHOM faBieHuH. OcCTaTok XpomarorpadupoBald Ha KOJIOHKE W3 CHJIMKAareiast ¢
nony4enueM 3,60 r (Bexon 59%) 2-(nupponunus-1-nm)-4-(tpudropmerin)deH3anpaeriuaa B Buae
xopuuHesoro macna. LCMS (ESI, macca/zapso): 244 [M+H]™.

Craagns 2: MoJIy4YeHHue mpem-0yTna-4-meruii-4-((2-(nuppoauaun-1-umi)-4-

(Tpml)TopMeTn.n)ﬁeH3nJ1)aMnH0)nnnepm]ml-I-Kapﬁokcn.uaTa

Qe =" Qg

NaBH4, HOACc, MeOH
K. T., B TCUEHUE HOYU

[00370] B KPYIJIOAOHHYIO KOJIOy nomeranu 2-(mupponuaus-1-mn)-4-
(Tpudropmermn)oenzanpaerun (243 mr, 1,00 mmons, 1,00 5kB.), mpem-0yTun-4-aMuHO-4-
metuanunepuaut-1-kapookcunar (257 mr, 1,20 mmons, 1,20 3xB.), MeOH (10 mi1) U yKCyCHYIO
kucnoty (180 mr, 3,00 mmosb, 3,00 3kB.). CMech nepemernBainu B TeueHue 1 4. mpu 60°C nepen
nobasnennem Ooporuapuna nHatpus (152 mr, 4,00 mmonb, 4,00 3kB.). PeaknHOHHYIO CMeCh
nepeMeIluBaii B TEYEHHE HOYM IMPH KOMHATHOH TeMIepaTrype W TaCUJIH C TIOMOLIBIO BOJIBI
(20 m). Tony4yeHHsI pacTBOp dKCTparupoBainu ¢ nmomombio DCM (3 x 30 mu1) U opraHuveckue
cion OOBEAMHSIH, MPOMBIBAIM C TMOMOINBI CcoJieBoro pactBopa (30 mu1), BBICYIIMBANU Hax
6e3BogHbIM NaxSQ4, GUIBTPOBANIM U KOHLEHTPUPOBAIHM NMPHU MOHMKEHHOM naBjieHuu. OcraTok
xpomarorpadupoBaay Ha KOJOHKE W3 cwimkarens ¢ nonydernueM 200 mr (Bbixon 45%) mpem-
OyTun-4-metmn-4-((2-(muppoaunus- 1 -ui)-4-(Tpud ropmMeTin)0eH3UT )aMUHO ) TUITEpUUH- | -
xapbokcunata B Buze sxenroro macna. LCMS (ESI, macca/zapso): 442 [M+H]".

Craaus 3: nojayuenue mpem-0yTui-4-((2-(tper-0yTokcu)-2-oxkco3Tui)(2-(muppoauaun-1-ui)-

4-(TpudpropmeTni)6eH3NIT)aMUHO)-4-MeTHINUNIePUANH-1-KapOokcHIaTa

e

o e
Q 18 o) o

K:COi, ACN
80°C, B TeueHHE HOYH @
[00371] B kpyrinomoHHyr KoNOy momemanu mpem-0ytun-4-mertun-4-((2-(mupponuaun-1-wn)-4-
(TpudTopmeTn)beH3nn)aMiuHO )unepuauH- 1 -kapbokcmnar (220 mr, 0,500 mmonb, 1,00 3kB.),

mpem-0yTtun-2-6pomanerar (116 mr, 0,600 mmonb, 1,20 3xB.), ACN (20 M) u K»CO; (207 mr,
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1,50 mmodb, 3,00 5kB.). PeakiimonHyro cMech nepeMennBany B Tedenne Houn npu 80°C u racuim
¢ momombro Bonel (20 min). ITonmyuennsIit pacTBOp skcTparuposanu ¢ nomouero DCM (3 x 30 mn)
U OpPraHWYeCcKHe CJIOM OOBENUHSUIM, MPOMBIBAM C IOMOIIBIO CONeBOro pacteopa (30 mu),
BeICyIIuBanu Hag Oe3BogHbIM NaxSOs4, QUABTPOBAIM M KOHLEHTPUPOBAIU INPH MOHHUKEHHOM
naBiennn. OCTaToOK XpoMaTorpadupoBaii Ha KOJIOHKE W3 CHJIHMKareis ¢ mojydeHuem 130 mr
(BBIXOZ 47%) mpem-0yTun-4-((2-(mpem-0yTokcu)-2-0kcoa T )( 2-(mupponuans- 1 -um)-4-
(TpudTOopMeTII)OEH3UIT)aMIHO )-4-MeTHIITUNIEpUANH- | -kapOOKCHIaTa B BHJE JKEJNTOrO Maca.
LCMS (ESI, macca/zapsio): 556 [M+H]".

Craagus 4: MoJIy4YeHHe N-(4-meTnanunepuauH-4-ua)-N-(2-(nuppoanans-1-unm)-4-
(Tpml)TopMeTn.n)ﬁeﬂsn.n)r.nnunHa

OH
F4C oﬁﬁ
ﬁg L 8oc TFA DCM \Q\/N NH
K. T., B TCYCHHEC HOYN N \p

[00372]B 50-mMa  KpyrjogoHHyr KoynOy mnomewanu mpem-0yrun-4-((2-(mpem-0yTokcu)-2-
okcoaTn )(2-(mupponuaus- 1 -un)-4-(TpudropMeTi )OS H3 U )aMHHO )-4-MeTHITTHITIePU U H- | -
kapookcunat (130 mr, 0,230 mmonb, 1,00 3kxB.), DCM (10 mn) u TFA (3 mu). IlonmyueHHBIi
pacTBOp MEepEeMEIINBAIM B TEUEHHE HOYM MPU KOMHATHOW TeMIIEpaType M KOHLEHTPHUPOBAIHU MPH
MOHVMKEHHOM JIaBJIEHUU C ToyydeHueM 93,4 mr (kosiumuecTBeHHO) N-(4-MeTunnunepuauH-4-w)-/N-
(2-(mupponunun- 1-un)-4-(TpudTopmermin)oeH3mT)rMnuHa B BHae skearoro macina. LCMS (ESL
macca/zapso): 400 [M+H]".

Cranus S: NnoJIy4eHue N-(4-meTua-1-(3-(mernacyasponamuno)-1 H-nupaszon-1-

KapOoHuI)nunepuauH-4-ui)-N-(2-(nuppoanaus-1-un)-4-(rpudropMeTHII)0e H3UI)IITHIHHA
N
OH * \©\ j‘\ OH
C o‘& 0] q} FaC oﬁ j\
NH N={ 0O N™ N7
N i N §
el L Ao,

TEA, DCM

K. T., B TCUCHHE HOYH

[00373] B kpyrinonoHHyro konOy mnomemanu N-(4-metwnmunepunuH-4-mn)-N-(2-(muppoauauH-1-
wn)-4-(tpudropmermn)oersmwn)rannud - (93,4 mr, 0,230 mmone, 1,00 3kB.), 4-HUTpOdeHnI-3-
(Metuncynsponamuno)- 1 H-nupason-1-kapookcunar (mpumep 26, cranus 1, 114 mr, 0,350 mmos,
1,503kB.), DCM (10 mn) u TEA (70,9 mr, 0,700 mmonb, 3,00 5kB.). PeaknuoHHyIO CMecCh

nepeMemmBain B TCUCHUC HOYU IIPU KOMHATHOI TEMIIEPATYPE U 3aTC€M TaCUIU C MOMOIIBIO
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HaceimeHHoro pacrsopa NaHCO; (10 mu). IlonydeHHBIH pacTBOp SKCTPArHPOBAIUA C MOMOIIBIO
DCM (3 x 30 mu1) 1 opranuyeckue ciion 00beIUHSIIN, IPOMBIBAIN C TIOMOIIBIO COJIEBOTO PacTBOPA
(30 M), BeIcymuBanmu Haxy Oe3BogHbIM NaxSO4, (UIBTPOBAIM W KOHLEHTPUPOBAIU IPU
MOHMKEHHOM JaBieHnd. Heounmenssiii nponykt (200 Mr) ouuImany ¢ IOMOLIBIO MpenapaTuBHON
HPLC c¢ mnonyuenuem 10,9 mr (8%) N-(4-metun-1-(3-(metmncynsponamuno)-1H-nmupazon-1-
kapOoHwT ) unepunuH-4-mi)-N-(2-(mupponuaus- 1 -mn)-4-(Tpud TopMeTHIT )OS H3WT )[ITULIMHA B BUIE
6enoro Teepaoro semectsa. 'H AMP (300MI'w, Meranon-dy) § 8,09 (d, J = 3,0 'y, 1H), 7,70 (br,
1H), 7,58 (s, 1H), 7,47 (d, J = 8,1 ', 1H), 6,28 (d, J = 3,0 T'n, 1H), 4,7" - 4,63 (m, 2H), 4,5' (br,
2H), 3,56 (s, 2H), 3,29 - 3,2' (m, 2H), 3,14 (br, sH), 3,09 (s, 3H), 2,19 (br, 4H), 2,10 (br, 4H), 1,66
(s, 3H). LCMS (ESI, macca/sapso). 587 [M+H]".

IIpumep 30: N-(1-(4-((3-xs10p-4-(4-pTropnunepuanH-1-ua)0eH3 U )OKCH)THUNIEPUANH-1 -

kap6onn)-1H-nupa3zon-3-ua)merancyabponamua

Crapus 1: noJiyueHue mpem-0yTun-4-((4-6pom-3-x10p0eH3nI)oKCH )IunepuanH-1-
Kap0okcuiaTa
.Boc _B
Cl Br /[::T /[::T oc
= b ey
Br NaH, DMF ar

K. T., B TeYEHHUE HOUH
[00374] B xpyriionoHHy0 KOOy MOMEIan mpen-0yTHi-4-THAPOKCHITUIIEPUIHH- | -kapOOKCcHIaT
(804 wr, 3,99 mmonb, 2,00 3xB.) u DMF (10 mun). oGasnsimu ruapun Hatpust (240 mr, 6,00 MMOJIb,
3,00 3kB., 60% B MuHepasbHOM Macie) npu 0°C u nepemermnBainy cMech B TedeHue 1 4. mpu 0°C
nepen nobasneHueM 1-6pom-4-(Opommern)-2-xaopbenszona (564 mr, 2,00 mmonb, 1,00 3kB.).
PeakunonHyI0 CMeCh MepeMenInBail B TEYCHUE HOYM MPH KOMHATHOH TEMIIEpaType U TacHIIH C
nomotsio Bonel (10 mim). ITonydeHHsli pacTBop 3KcTparupoBaiu ¢ nomoupio EtOAc (3 x 15 M) u
OpPraHWYECKUEe CJIOM OOBENMHSIIH, MPOMBIBAIA C TOMOINBIO coyieBoro pacteopa (1 x 20 m),
BeICyIIMBaNIU Hag Oe3BogHbIM NaxSOs4, QUIABTPOBaNM M KOHLEHTPUPOBAIU TMPH MOHHKEHHOM
naBiennn. OCTaToOK XpoMaTorpadupoBaii Ha KOJIOHKE W3 CUJIMKareis ¢ mnojydeHuem 403 mr
(Berxom 50%) mpem-0ytun-4-((4-0pom-3-XJI0pOeH3MIT)OKCH )TUIIEPUINH- | -kapOOKcHiIaTa B BUE

xenroro macaa. LCMS (ESI, macca/zapso): 404 [M+H]".
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Craaus 2: MoJIy4YeHHe mpem-0yTua-4-((3-xaop-4-(4-propnunepuaun-1-

.B
O

WIT)0eH3HT)OKCH)TuNepuaAnH-1-kapooKkcuaaTa

.BoC
N F Cl
Cl
o Pds(dba)s, BINAP j@/\
Cs>COs, Tomyon /Cf

Br
100°C, B TeucHUC HOYU E

[00375] B KPYTJIOOHHYIO KOJI0y NOMeIaIu mpem-0yTin-4-((4-6pom-3-
xJopOeHsmn)okcn )nunepuaus- 1 -kapookcunar (403 mr, 1,00 mmons, 1,00 5kB.), 4-propnunepuanx
(206 wmr, 2,00 mmomb, 2,00 3kB.), Tpuc(nubeH3umnaeHaneTon ) aunamuanui (46,0 mr, 0,0500 MModb,
0,05 3kB.), 2,2'-0uc(nudpenunpochuno)-1,1'-6unaptun (93,0 mr, 0,150 mmons, 0,15 3kB.), Cs2C0s
(978 mr, 3,00 mmonb, 3,003kB.) u Tomyon (10 mm) B atmocdepe azora. PeakunonHyro cmech
nepememuBaiu B TedeHue Houn npu 100°C u racumm ¢ momounsto Bozasl (10 mu). TlonydeHHbri
pacTtBOp sKcTparupoBanu ¢ nomouprdo DCM (3 x 15 mi1) U opranuveckue Cjaou OOBEIUHSIIH,
IPOMBIBAJIH C MOMOLIBIO coseBoro pactsopa (1 x 20 mu), BeicymmBanu Hax Oe3BogHbIM NazSOq,
(uIPTPOBAIM U KOHLEHTPUPOBAIM NPH HMOHMKEHHOM naBieHMH. OcraTok xpomatorpaduposann
Ha KOJIOHKe M3 cuiukarens ¢ mnonydeHuem 170 mr (Beixox 40%) mpem-0yTtun-4-((3-xmop-4-(4-
bToprnunepunuH-1-un)oeH3 I )oKcH )iunepuauH- 1 -kapookcunara B Buzae xentoro mMacia. LCMS
(ESI, macca/zapso): 427 [M+H]".

Cranus 3: NnoJiyueHue 1-(2-x70p-4-((MunepuanH-4-ujaokcu )MeTu ) penn)-4-

¢propnunepuanna

N,Boc OH
cl O/Q NMM, TMSI, DCM C'Dﬂo
U\ 0°C, 1 u. /O
.

[00376] B xpyrnomonnyro kojdy mnomemanu mpem-0ytun-4-((3-xmnop-4-(4-proprnunepuaus-1-
w1)OeH3 W) OKCH )unepuanH- 1 -kapookcmnar (169 mr, 0,397 mmonp, 1,00 3xB.), DCM (10 m).
HobGasmsiu ~ N-metwnmopdomma (200 mr, 1,98 mmons, 5,003kxB.) mnpu  0°C, 3arem
tpumerwniioncuiaan (318 mr, 1,59 mmonb, 4,00 5kB.). PeaknoHHYIO CMeCh TEepeMelINBAIA B
teyenre |1 4. mpu 0°C m racumu ¢ moOMOIIBK HackimeHHoro pactBopa NaHSOs (10 mum).
[TonyueHHslit pacTBOp 3KcTparupoBanu ¢ nomombio EtOAc (3 x 20 M) 1 OpraHuYecKue CJIou
OOBEUHSUIM, TPOMBIBAM C IOMOINBIO cojieBoro pactsopa (3 x 10 M), BBICYIIMBAaNM Hax

6e3BogabM  NaxSO4, QuIbTpOBAIM ¥ KOHLEHTPUPOBAIM TNPU TOHIKEHHOM JIaBJICHUH C
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nojyueHueM 120 mr  (HeoummenHoro) 1-(2-xmop-4-((munepuauH-4-unokcu)MeTun ) eHmn)-4-
¢roprunepununa B Buze sxenroro macna. LCMS (ESI, macca/zapso): 327 [M+H]".
Craans 4: noay4uenue N-(1-(4-((3-x10p-4-(4-propnunepuaun-1-mu)0eH3u1)0KCH)TUNIePUIHH-

1-kap6onua)-1H-nupa3zon-3-ua)merancyabpoHamuaa

OzN\@\ 0 o)
ol o
U\o N={ p cl o N
. [y
F TEA, DCM F

K. T., B TECHCHHE HOYH

[00377] B xpyrnopoHHyro konOy nomemnanu 1-(2-xnop-4-((munepuanH-4-mioKcH)MeTHI)heHn)-
4-¢propnunepunus (120 mr, 0,368 mmonp, 1,00 3kB.), 4-HUTpOdeHuI-3-(MeTHUICYIBGHOHAMUIO)-
1H-nupazon-1-kapbokcunar (npumep 26, cragust 1, 180 mr, 0,552 mmons, 1,50 3kB.), TpUSITHIAMUH
(112 mr, 1,11 mmods, 3,00 5kB.) 1 DCM (10 mu). ITonyueHHbIH pacTBOp MEepEeMELINBAIN B TEYECHHE
HOYM TP KOMHATHOM TeMIlepaType M 3aTeM racuwiu ¢ nomompbio Boxabl (20 mu). Cwmech
sKcTparupoBaiu ¢ nomoinbto DCM (3 x 20 M) U OpraHuYecKue CjIou OOBEIMHSIIH, POMBIBAIH C
MOMOIIBIO coJieBOoro pacteopa (20 mut), BeicymuBaiu Haa Oe3BomHbIM NaSOs, (GUIBTPOBAIH U
KOHLIEHTPUPOBAIM TIPU TMOHMIKEHHOM aasiieHnH. HeouumeHHbdi npoaykT (200 mMr) oummianu ¢
nomompto npenaparusuoiit HPLC ¢ monyuenuem 32,6 mr (Boixon 17%) N-(1-(4-((3-xmop-4-(4-
¢dTopnunepunun-1-un)oeH3mwn)oken nunepuaus- 1 -kapoonwn)- 1 H-nupazon-3-
u1)MeTaHcynbpOHAMUAA B BUAE TIpsA3HO-Oenoro Teepaoro Bemectsa. 'H SMP  (400MIm,
Xnopodopm-d) 6 8,05 (d, J=2,4 T'u, 1H), 7,38 (s, 1H), 7,28 - 7,21 (m, 1H), 7,06 - 7,04 (m, 1H),
6,90 (br, 1H), 6,33 (d, J=2,4Tu, 1H), 4,92 - 4,80 (m, 1H), 4,50 (s, 2H), 4,06 - 4,02 (m, 2H), 3,74 -
3,71 (m, 1H), 3,65 - 3,61 (m, 2H), 3,20 - 3,14 (m, 5H), 3,04 - 2,99 (m, 2H), 2,14 - 1,96 (m, 6H),
1,84 - 1,77 (m, 2H). LCMS (ESI, macca/zapso): 514 [M+H]".

IIpumep 31: ($)-N-(1-(4-((6-x10p-5-(4-PpTopnunepuanH-1-uj1) MUPHUANH-3-HIT)METHI )-3-

MeTuJInunepasun-1-kapoonun)-1H-nupaszon-3-uia)merancyabpoHamua

Cragus 1: nosydenue mpem-6yTuia-($5)-4-(5-0pom-6-x10pHUKOTHHOMNI)-3-MeTHIINUTIEPAZHH-

1-kap0okcuiaara
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Br S - g N N“?’J
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on HATU, DIPEA, DMF
K. T., B TEYEHHE HOYH

[00378] B kpyriomoHHy0 KoOJOy moMemanu S-OpoM-O0-XJIopmupuaInH-3-KapOOHOBYIO KHCIIOTY
(2,00, 8,47 wmmonb, 1,003kB.), (S)-mpem-Oyrun-3-merunnunepasus-1-kapookcunar (1,69,
8,47 mmonb, 1,003kB.), DIPEA (4,371, 33,9 mmonb, 4,003kB.), rekcadproppochar o-(7-
azaben3oTpuazon-1-un)-N,N,N' N'-rerpamerunyponust (4,83 r, 12,7 mmonb, 1,50 5xB.) u DMF
(20 mi). Ilony4eHHbIH pacTBOp MepeMELINBAIN B T€UEHHE HOYM NPU KOMHATHOW TeMmImeparype U
racwin ¢ nomoupto Boabl (15 mi). Cmech skctparupoBanu ¢ nomoibo EtOAc (3 x 30 M) u
OpraHUYeCKHUe CJIOW OOBENUHSIN, MPOMBIBAIIM C TOMOINBIO COJIeBOrO pactBopa (2 x 30 mu),
BBICYLIMBAIU Haja Oe3BomgHbIM Na;SO4, (GUIBTPOBANM M KOHLEHTPHPOBAIU IPU MOHWKEHHOM
nasnennn. OcraTok XpomartorpadupoBaii Ha KOJOHKe U3 cuimkarens ¢ EtOAc/merponeitHbiM
spupom (1/3) ¢ mnonyuenuem 3,36t (Beixom 95%)  mpem-Oytun-(S)-4-(5-6pom-6-
XJIOPHUKOTHHOWI)-3-MeTHIINHIIepa3ul- 1 -kapOokcunata B Buzpe xenroro macina. LCMS (ESI,
macca/3apsn): 418 [M+H]".
Cragus  2: nojaydyeHue  mpem-0yTui-(S)-4-((5-0pomM-6-xj0pnupuAHH-3-HI)MeTH)-3-
MeTWJInunepasun-1-kapéokcuiara
e (\Nj"" BH;, THF ©
Brl“‘j\rr”\f) 60°C. B j/\j\/

6

TeUeHUE HOYU

[00379] B cocyn momernanu mpem-0yTin-(.S)-4-(5-0poM-6-XTOpHUKOTHHOMI)-3-METHIIITUTIEPA3HH-
I-kap6okcunar (1,00, 2,39 mmonb, 1,003kB.), Gopan (1M B THF, 12,0 mn, 11,9 mmodb,
5,00 5kB.) 1 THF (15 mu). ITonyueHHBIH pacTBOp MepeMelMBaiu B TedeHue Houw rpu 60°C u
racwi ¢ nomorsro MeOH (10 mun). [Tonmy4yeHHBII pacTBOp MepeMEInBaii B TEYEHHE 2 YaCOB MPU
60°C ¥ KOHLIEHTPUPOBAIM TPU TMOHWKEHHOM paBieHud. OcTaTok XpomarorpadupoBaiud Ha
KOJIOHKe W3 cuiukarens ¢ nosydeHueMm 0,453 v (Bbxon 47%) mpem-0yTun-(S)-4-((5-6pom-6-
XJIOPITUPUAH-3 -HIT)METHI )-3 -METHIIIHIIepa3nH- 1 -kapOokcunaTa B Buue skenroro macia. LCMS
(ESI, macca/sapsin): 404 [M+H]".
Cragus 3: noayudenue mpem-0yTui-(.S)-4-((6-xynop-5-(4-propnunepuaun-1-uia)nupuaun-3-

WJI)MeTHIT)-3-MeTHINHNIepa3HH-1-kapookcuiaTa
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F—<:>NH Cl N .Boc
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| N\) - x N\)
N _ Pd,(dba);, BINAP U :

F

H Cs>COs, Tonyon
80°C, B TCUCHUC HOUH

[00380]B cocyn momemanu  mpem-0yTui-(S)-4-((5-6pom-6-x1opmupUInuH-3 -1 )METHII)-3 -
metunnunepasus-1-kapookcunar (400 mr, 0,988 mmons, 1,00 3kB.), 4-proprnunepunun (206 mr,
1,48 mmonb, 1,5053kB.), Cs:CO3 (966 mr, 2,96 mmonb, 3,00 3kB.), pauemuueckuii 2,2'-
ouc(nupenunpocduno)-1,1'-6unadprun (154 mr, 0,247 mmonb, 0,253kB.) u Tomyonm (15 mm).
Hobapnsimu  tpuc(aubeH3mnuaeHaneToH ) iunamaauii-xnopopopm (102 mr,  0,0988 mmoub,
0,10 5kB.) B aTMOC(depe a30Ta U MOJYUEHHBIH PacTBOp NepeMeInnBaiy B TedeHne Houn rnpu 80°C B
aTMocdepe a3oTa U KOHLEHTPUPOBAIM IpPH IOHMKEHHOM JAaBlieHHU. HeouMieHHbI MpoayKT
racun ¢ nomourbto Boabl (10 mi). Cmech skctparupoBanu ¢ nomombo EtOAc (3 x 20 M) u
OpraHUYeCKUe CJIOM OOBEOUHSIIM, MPOMBIBAJM C IMOMOIIBIO COJEeBOro pacteopa (2 x 20 mi),
BBICYIIMBAIU Haja Oe3BomgHbIM NaxSO4, (GUIBTPOBANM M KOHLEHTPHPOBAIU IPU IMOHWKEHHOM
nasneHnu. Octatok XpomaTtorpadupoBaji Ha KOJOHKE W3 CHIIMKareiass ¢ monydeHuem 70 mr
(Bpxon 17%) mpem-Oytun-(S)-4-((6-x10p-5-(4-dpTOpnunepuaus- 1 -1 ) MUpUANH-3-UIT)METHIT)-3 -
MeTWInunepasul-1-kapookcunara B Bunme sxenroro maciaa. LCMS (ESI, wmacca/zapsn): 427
[M+H]".

Cragus 4: noayuenue (S)-1-((6-xn0p-5-(4-propnunepuaun-1-un)nupuann-3-ui)MeTn)-2-

METHJINMUIIEPA3ZHHA

c C

e NB° TFA, CH.Cl, AN NH
F/O : K. T., 2 4. F/O :

[00381] B cocyn momemanu mpem-0yTun-(S)-4-((6-xnop-5-(4-propmunepuann- 1 -mn)nmupuans-3-

WI)MeTHN)-3 -MeTunnunepasus- 1 -kapdokcunar (70,0 mr, 0,164 mmons, 1,00 5xB.), TFA (2 M) u
DCM (10 mu1). ITony4eHHbIH pacTBOp NEpEeMEIINBAIN B TEUEHUE 2 Y. TPU KOMHATHOW TEMITepaType
U KOHLEHTPUPOBAJIU TP TOHMKEHHOM JIaBJICHUU C MOJydeHneM 53,6 Mr (KoJaumuecTBeHHO) (S)-1-
((6-x50p-5-(4-proprunepuarH- 1 -1 TUPUAUH-3 -FIT)METHIT)-2-METHIIITUTIEPA3HHA B BHJIE JKEJITOTO
macna. LCMS (ESI, macca/3apsin): 327 [M+H]".

Cragus S: noJiy4yeHue 4-aurpodenni-3-(meruicyiabponamuao)-1H-nupason-1-

Kap0okcujaTa
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[00382] B xpyriogonnyro konOy momemanu N-(1H-mmpason-3-un)merancynbsdonamun (300 mr,
1,86 mmonb, 1,003kB.), DCM (10 M) u 4-murpodenmxioppopmuar (452 mr, 2,24 MMOJIb,
1,20 »kB.). HobGaBmsuu mo kamisiMm TpudTHiIaMuH (563 mr, 5,56 mmonb, 3,00 5xB.) mpu 0°C u
MOJIyYEHHBIH PAacTBOp IMepeMellnBalyd B TeueHHe 2 4. NpU KOMHATHOH Temmepatype. Cmech
KOHIIEHTPUPOBAIM TIPU TOHIKEHHOM JaBJIEHUH C mosydyeHreM 540 mr (HeouuineHHoro) 4-
Hutpodenmn-3-(mernicynbhponamuno)-1H-nupaszon-1-kapbokcunata B BHUIE JKENTOrO Macha.
LCMS (ESI, macca/zapsin): 327 [M+H]".

Cragnas  6: noay4denue  (5)-N-(1-(4-((6-xs0p-5-(4-propnunepuauH-1-ua)nupuau--3-
WI)MeTH)-3-MeTHInunepasun-1-kapoonun)-1H-nupason-3-un)merancyabpoHamuaa

Cl N | (\NH o

OzNO\ 0 % N._J Cle N Py

A ¢ : SUORA

’ Ii? : - /OLJ\/N\-) r:l:m_g_
NMs  TEA, DCM . : i

K. T., B TCHCHUC HOYH

[00383] B cocyn momemanu (S)-1-((6-xma0p-5-(4-pToprnunepuaun- 1-wn)mupuauH-3-mi)MeTI)-2-
metmnunepasut (53,6 mr, 0,164 mmons, 1,00 3kB.), 4-Hurpodenmn-3-(meruncynbhonamuno)-1H-
nupasoi-1-kapdokcunar (80,2 mr, 0,246 mmonb, 1,50 3kB.), TEA (66,3 mr, 0,656 mmosb, 4,00 3kB.)
u DCM (15wmn). PeakiuMOHHYH CMeCh TMEpPEeMEIIUBajd B TEYEHHE HOYU TPU KOMHATHOM
TeMrieparype W racwid ¢ nomoupro Boabl (10 mut). TTomydeHHBIH pacTBOpP 3KCTPArupoOBad C
nomompto DCM (3 x 20 M) M OpraHu4ecKkue CJIOu OOBEAMHSIN, NPOMBIBAIM C IOMOIIBIO
conmeBoro pactBopa (2 x 20 mut), BeicymmBaiu Han Oe3BomHbiM NaSOs, ¢uibTpoBaU |
KOHLIEHTPUPOBAJIM TIPU MOHMKEHHOM JaBJieHUH. HeOuMIeHHbIH MPOIYKT OYHINAIH C MTOMOIIBIO
npenapatusHoi HPLC ¢ monmyuenmem 27,2 mr (Berxom 32%) (S)-N-(1-(4-((6-xmop-5-(4-
bTopnunepuauH- 1 -UI)MTUPUANH-3 -WIT)METHI )-3 -MeTHIHIepa3uH- 1 -kapoonmn)- 1 H-nupazon-3-
ui)MeTancynbhoHamua B Buae 6enoro Teepaoro semecrsa. 'H AMP (300 MI'u, Metanon-dy) &
8,03(d,/=2,8Tu, 1H), 7,97 (d,J=1,9Twu, 1H), 7,56 (d, J=2,0 'y, 1H), 6,21 (d, /= 2,7 'y, 1H),
4,95 -470 (m, 1H), 4,37 - 4,09 (m, 2H), 4,08 - 3,98 (m, 1H), 3,50 - 3,34 (m, 2H), 3,29 - 3,15 (m,
3H), 3,12 (s, 3H), 3,10 - 2,99 (m, 2H), 2,83 - 2,71 (m, 1H), 2,71 - 2,58 (m, 1H), 2,38 - 2,24 (m,
1H), 2,20 - 1,92 (m, 4H), 1,19 (d, /= 6,3 T';, 3H). LCMS (ESI, macca/3apsn): 514 [M+H]".
IIpumep 32: (S)-NV-(1-(4-(4-x10p-3-(4-n30NpOoNOKcUNUNEPUANH- 1 -1J1)6eH3 I )-3-

MeTH/Inunepasun-1-kapoonunn)-1H-nupa3zon-3-ua)merancyabpoHamu
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Cragus 1: noaydenue mpem-0yTui-(S)-4-(3-6pom-4-xaopoeH3ni)-3-MmeTumunepasun-1-

kap0okcuiaTa
HNmN—Boc cl Boc
Cl \_/ :@\/ K\N,
:Q\;O < *~ Br N\.)
Br NaBH(OAc);, DCE :
K.T., 24,

[00384] B kpyrinomonnyio kojidy mnomemmanu 3-Opom-4-xmopOensanbaerun (10,0 r, 45,7 mmodb,
1,00 3kB.), (S)-mpem-Oytun-3-merunnunepasus-1-kapookcunar (9,13 r, 45,7 mmonsb, 1,00 5kB.) u
DCE (50 mun). ITony4eHHBIi pacTBOp MEpeMELINBAIN B TeUeHHe | 4. MpH KOMHATHOW TeMIlepaType
nepen noOaBieHueM TpuaueTokcubopruapuna Hatpus (19,41, 91,4 mmonb, 2,00 5kB.).
PeakunoHHyI0 cMech IepeMellnBali B TeUeHHe 2 4. NMPU KOMHATHOH TeMmIepaType U Tacuiu ¢
nomotbio Boabl (20 mu). [Tony4yenHslii pacTBOp 3kcTparupoBanu ¢ nomoursto DCM (3 x 50 mi) u
OpraHu4eckue CJIou OOBEAMHSIM, MPOMBIBAIH C IMOMOLIBIO COJNEBOro pactBopa (2 x 50 mi),
BRICYIIMBAIU Haa Oe3BomgHbIM Na;SO4, GUIBTPOBANM M KOHLEHTPHPOBAIM IPU IMOHWKEHHOM
nasiennn. OcTaTok XpomatorpadgupoBajv Ha KOJOHKE M3 CHJIMKAreias ¢ mojydeHueM 9,04 r
(Bbrxon 49%) mpem-0ytun-(S)-4-(3-6pom-4-xnopOen3mn)-3-meTunnunepasus- 1 -kapookcunara B
suze xenroro maciaa. LCMS (ESI, macca/zapsin): 403 [M+H]™.

Cragus 2: noayuyenue mpem-0yrui-(S)-4-(4-xaop-3-(4-ruapoxcununepuaut-1-uia)densnn)-3-

MeTH/Inunepasun-1-kapdokcuaara

Cl Boc /OH Cl (\N,Boc
)y no t@\/
:Q\/h(\) - /O N\:)
: Pds(dba):, BINAP :
- HO

Cs:COs, TOSTY0T
80°C, B TeucHHE HOUN

[00385] B cocyn mnomemanu mpem-0yTun-(S)-4-(3-0pom-4-xnopOeH3nn)-3-MeTuinunepasus- 1 -
kapbokcunat (0,500 r, 1,24 mmons, 1,00 3xB.), munepuana-4-on (0,188 r, 1,86 mmosb, 1,50 3kB.),
Cs2COs (1,211, 3,72 wmmomb, 3,003kB.), pauemudecknii-2,2'-6uc(audennndocduno)-1,1'-
ounradTHI (0,193 r, 0,310 mmoB, 0,25 3xB.) u TOJTY O (15 m).
Tpuc(nubensununenaueron )qunamanui-xjopopopm (0,128 r, 0,124 MmmoJb, 0,10 5kB.)
no0aBysIN B aTMocdepe a30Ta U MOJyUYEeHHBIH PacTBOP MepeMEInBaii B TeueHne Houn npu 80°C

nepea KOHUCHTPHUPOBAHUEM IIPHU TNOHUKCHHOM JaBJICHHUU. HCO‘JI/IHIGHHbIﬁ NpOAYKT Tracujin ¢
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nomoibio Boasl (10 mur). Cmech akcTparuposaiu ¢ nomomnbio EtOAc (3 x 20 mut) U opraHudeckue
CJION OOBEIMHSIN, MPOMBIBAIM C TIOMOLIBIO COJIEBOro pactsopa (2 x 20 mut), BBICYLIHMBAJIU Hax
6e3BogHbIM NaxSQ4, GUIbTpOBANM U KOHLEHTPUPOBAIHM NPHU NMOHMWKEHHOM naBieHuu. OcTaTok
xpomarorpadupoBaan Ha KOJIOHKE U3 CHIHKarens ¢ noiayderueM 0,575 r (HeouuIneHHOro) mpent-
oyTun-(S)-4-(4-x10p-3-(4-rugpokcununepuuH- 1 -nin)oeH3mn )-3 -MeTrnunepasut- 1 -
xapbokcutaTa B Buje skentoro Macia. LCMS (ESI, macca/zapsan): 424 [M+H]".

Craagns 3: MoJIy4YeHHe mpem-0yTna-(S)-4-(4-x0p-3-(4-u3onponokcununepuaun-1-
Wi)6eH3na)-3-meTujnunepasnn-1-kapookcuaara

CI\' : I/\)l,Boc /]\ Cl K\N'BOC
N " N: : VN\.)
/O é CF3SO3Ag, CH:C]: )\ /(\/l é

HO 0

K. T., B TCHEHHUE HOUYH

[00386] B cocyn momemanu mpem-0ytun-(S)-4-(4-xnop-3-(4-ruapoxcununepuaus- 1 -1 )OeH3 i )-
3-merunnunepasus-1-kapbokcunar (243 mr, 0,573 mmonb, 1,00 5kB.), 2-Homnpoman (244 wmr,
1,43 mmonb, 2,50 5kB.), TpudTtopmerancynbponar cepebpa (368 mr, 1,43 mmonb, 2,50 3kB.) U
DCM (10 m). Ilony4yeHHblii pacTBOp MEpEeMENIMBAIN B TEYCHHE HOYU TPU KOMHATHOMN
TeMrieparype u racuiau ¢ nomoubio Boasl (10 mu). Cmech skcTparupoBanu ¢ nomoinso DCM
(3 x 20 My) ¥ OpraHuYecKue CJIOM OOBENMHSUIM, MPOMBIBAIA C TMOMOIIBIO COJIEBOTO PacTBOpA
(2 x 20 M), BeicymmBamu Han Oe3BomHbIM NapSOs4, (GUIBTPOBAIM W KOHLUEHTPUPOBAIU MPU
NOHMKEHHOM naBieHuu. OCTaTok XpomarorpadupoBad Ha KOJIOHKE W3 CHJIMKAareias ¢
nojyuenuemM 121 mr (Beixom 45%) mpem-0ytun-(.S)-4-(4-xnop-3-(4-u30nponoKCUnunepuIuH-1-
wi1)0eH3mn)-3-MeTununepasul- 1 -kapbokcunata B Bume kenroro wmacima. LCMS  (ESIL
macca/3apsan): 466 [M+H]".

Cragus 4: mnoayuenue (5)-N-(1-(4-(4-xn0p-3-(4-u30onponoxkcununepuauH-1-uia)denzmi)-3-

MeTHJInunepasun-1-kapoonnn)-1H-nupaszon-3-ua)merancyabponamuaa

Cl )ol\
/ji\ o]

[00387] Yka3aHHOE B 3arojlOBKE COEAMHEHHE MOTy4aliy, Kak OnucaHo B npumepe 31, ctaguu 4-6, ¢
IIPUMEHEHHEM mpem-0yTin-(.S)-4-(4-x10p-3-(4-U30MPONOKCUNUTIEPUNH- | -1T)OeH3 1T )-3 -
MeTmnunepasul-1-kapbokcunara Ha craguu 4 ¢ monydeHueMm  (S)-N-(1-(4-(4-xmop-3-(4-
U30TPOIIOKCUITUTIEPUIHH- | -1T)0eH3 1 )-3 -MeTrinnunepasus- 1 -kapoonmn)-1 H-nupazon-3-

u1)MeTaHcyabdoHaMuaa B Bue 6eoro Teepaoro semecrsa. 'H AMP (300 MI'u, MeOH-d,) § 8,04
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(d,J=29Tnu, 1H), 7,33 - 7,25 (m, 1H), 7,15 - 7,08 (m, 1H), 7,01 - 6,94 (m, 1H), 6,22 (d, J =2,8
I'n, 1H), 4,38 - 4,07 (m, 2H), 4,07 - 3,92 (m, 1H), 3,92 - 3,74 (m, 1H), 3,70 - 3,51 (m, 1H), 3,51 -
3,34 (m, 1H), 3,30 - 3,17 (m, 4H), 3,12 (s, 3H), 2,87 - 2,72 (m, 3H), 2,68 - 2,55 (m, 1H), 2,32 -
2,20 (m, 1H), 2,08 - 1,92 (m, 2H), 1,79 - 1,62 (m, 2H), 1,24 - 1,10 (m, 9H). LCMS (ESI,
macca/zapsan): 553 [M+H]".

IIpumep 33: (S)-N-(1-(4-((5-(4-propnunepuaun-1-umn)-6-(TpudropmeTHn)NIUPUANH-3-

WJI)MeTH1)-3-MeTHINnHnepa3suH-1-kapoouun)-1H-nupazon-3-ua)merancy/ibponamun

N X N\) N=, 9
O g
F o)

Craaus 1: NnoJIy4eHue (5)-((4-(mpem-6yTokcuKapOOHUII)-2-MeTHIINTHTIepa3HH-1-

ui)MeTua)Tpudropdopara Kanus

Boc .Boc

WIS
N KFsB8™ “Br o (\N
HN\;) K-COx, THF, atneton KF3BVN\:)

80°C, B Tevenue 11044
[00388] B kpyriogoHHyto kondy nomernanu mpem-0ytui-(3.S5)-3-merunnunepasus- 1 -kapOokcunat
(2,00, 10,0 mmonb, 1,0053kB.), (Opommerwn)rpudropbopanun kamus (2,01, 10,0 MmO,
1,00 5xB.) u THF (20 mun). ITony4eHHslii pacTBop mepememnBanyd B TedeHre Houu mpu 80°C wu
KOHIIEHTPUPOBAJIU MPH MOHMKEHHOM AaBienuu. Jlobasmsuu kapOonat kanus (1,38 r, 10,0 MMoJb,
1,00 5kB.) u auneron (15 M) WM MONy4YEeHHBI pPACTBOP MEPEMEINUBAIM B TEUEHUE 2 Y. TPH
KOMHaTHOW Temneparype. Cmech pactBopsiii B aueroHe (2x 100 mi) u  QuasTpoBamm.
OtdunpTpoBaHHbIE PACTBOPBI OOBEAUHSUIM U KOHLEHTPUPOBAIM TMPH MOHMKEHHOM JaBIEHUH C
nongyuenueM 290r (Bexom 91%)  (S)-((4-(Tper-OyTOKCHKapOOHIIT)-2-MEeTHIITUITEpa3HH- 1 -
wi)Metun)rpudropdopara kanusi B Buzae xkenroro teepaoro seuecrsa. LCMS (ESL, macca/zap:o):
281 [M-KT-.

Craaus 2: nonydenue S-6pom-3-(4-gpropnunepuans-1-umn)-2-(rpudropMeTHI)IUPHINHA

OH FaC N
FsC /N |
. F - NSy
F Br K,CO; DMSO

F

85°C, 2 u,

[00389] B cocyn momemanu S5-Opom-3-drop-2-(tpudTopmermn)mupuans (400 mr, 1,66 MMob,
1,00 skB.), 4-propnunepuanna (203 mr, 1,98 mmons, 1,20 3kxB.), K2COs; (681 mr, 4,94 mmonnb,

3,00 3xB.) u DMSO (10 mi). PeakiimoHHy0 cMech mepeMemmBainy B TedeHue 2 4. mpu 85°C u
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racwi ¢ nomoueio Boxbl (10 mur). IlomyueHHBIH pacTBOp 3KCTparupoBaiu ¢ nomompio DCM
(3 x20 Mi) M OpraHMYecKHe CIOM OOBENWHSUIM, MPOMBIBAIA C IMOMOIIBIO COJIEBOTO PacTBOPA
(2 x 10 M), BeicymmBamu Han Oe3BomHbIM NapSOs4, QUIBTPOBAIM W KOHLEHTPUPOBAIU IPU
NOHMXEHHOM faBieHuH. OcCTaTok XpomarorpadupoBald Ha KOJIOHKE W3 CHJIMKAareiast ¢
MOJIy4YEeHUEM 140 mr (BBIXOZ 26%) 5-6pom-3-(4-propnunepunus-1-mm)-2-
(TpudTopmermn)nupuarHa B BUIe sxkenroro teepaoro semecrsa. LCMS (ESI, macca/zapso): 327
[M+H]".

Craagns 3: MoJIy4YeHHe mpem-6yTua-(5)-4-((5-(4-propnunepuaun-1-um)-6-
(TpudTOPMETHI)IHPUANH-3-HI)METHIT)-3-MeTHINUNepa3sul-1-kapOokcuaara

(\N,Boc

F3CIN/\|L RFsévN \) FsC N | (\N,Boc
= Br

N - e
F’O Pd(OAc)s, Xphos, Cs-CO; . /O :

1, 4-nuokcan, H,O
80°C, 2 u.

[00390]B cocyn mnomemanu S-Opom-3-(4-¢pToprnunepunus- 1 -mn)-2-(TpudTOpMETHI)TUPUIHH

(140 mr, 0,429 mmonb, 1,00 3xB.),  (S)-((4-(mpem-OyTOoKCcUKapOOHI )-2-MEeTHIITUITEPAa3HH- | -
win)metun)rpudropdbopar kamust (206 mr, 0,644 mmonb, 1,50 3kB.), 2-(nunuknorekcuiadochuHo)-
2' 4'.6'-tpunzonporundudenun (82,0 mr, 0,172 mmonsb, 0,40 3xB.), Cs2CO3 (420 mr, 1,29 MMoIIb,
3,00 5xB.), anerar namnaaust (19,0 mr, 0,0860 mmonb, 0,20 3kB.), 1,4-nuokcan (10 mu1) u BOOy
(2 mn) B armocepe azora. PeakimoHHyr cmech mepememnBaiu B TeueHue 2 4. mpu 80°C u
racunu ¢ nomoinbio Boabl (10 mut). TlonaydeHHBINH pacTBOp 3KCcTparupoBanu ¢ nomomnbio EtOAc
(3x 20 My) M OpraHuYecKue CJIOM OOBENUHSUIM, MPOMBIBAIA C TMOMOIIBIO COJIEBOTO PacTBOpPA
(2 x 10 M), BeicymmBamu Hanx Oe3BomHbIM NapSOs4, (QUIBTPOBAIM W KOHLEHTPUPOBAIU MPU
NOHMKEHHOM JnaBiieHuH. OCTaTok XpomarorpadupoBaid Ha KOJIOHKE W3 CHJIMKAareias ¢
nojgydeHnueM 130 Mmr  (Beixom  66%)  mpem-0ytun-(S)-4-((5-(4-propnunepunnn- 1-wmn)-6-
(TprdTOPMETHI)TUPUANH-3 -1 )METHIT )-3-METHIINUTIEPA3HH- | -kapOOKcHiiaTa B BHIE  JKEJTOTO
macia. LCMS (ESI, macca/zapso): 461 [M+H]".

Cragus 4: mnoayuenue (8)-1-((5-(4-propnunepuaun-1-uwn)-6-(rpudropMeTn)nupuIHH-3-

WJI)METHIT)-2-MeTHJINHIIePA3HHA

FsC N B N
3 :Ei;]\x/[/ﬁxN OCI{(H,]s41ﬂH0KcaH iEi/]\\,r/ﬂ\NH
T N S N\/J
N H N T
/O : K. T., 2 4. /Q :
F F

[00391] B xpyrnonoHHyro kondy momernanu mpem-0ytui-(S)-4-((5-(4-propnunepunun-1-mm)-6-

FiC

(TprdTOpMETHI) IUPUANH-3-HIT)METHIT )-3-MeTHnuIepasut- 1 -kapookcunar (130 mr, 0,283 Mmos,
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1,00 3KkB.), KOHLEHTPUPOBAHHYIO XJOpUCTOBOAOpOoAHYI Kucioty (1 mm) m 1,4-nmokcan (3 mu).
IlonyueHHBII pacTBOpP MepeMEIIMBAIA B Te4eHHWE 24Y. INPU KOMHATHOH TeMIepaTtype W
KOHIIEHTPUPOBAJIM TPU NOHWKEHHOM JIaBJieHnH ¢ nonyderneM 102 mr (konudectBeHHO) (S)-1-((5-
(4-propriunepuans- 1 -mn)-6-(TpudTOPMETHIT ) TUPUINH-3 -1 )METHI)-2-METHIINTUTNIEpa3uHa B BUJE
xenToro Teepaoro semectsa. LCMS (ESI, macca/zapso): 361 [M+H]".

Cragus S: noayuenue (5)-N-(1-(4-((5-(4-propnunepuaun-1-ua)-6-(rpudropMeTHI ) NIUPHIHH-

3-na)merni)-3-meruinunepasun-1-kapoonuna)-1H-nupaszon-3-ua)merancyabpoHamuia

Rty
HN/-:L 0
.N/ ’:?t/ 0O

FaC N N~ e
L/\H\/OH H - FsC :TII N N
O oM

Et:N, DCM
K. T., 3 u.

[00392] B kpyrnononnyro konby momemnamu N-(1H-nupason-3-um)merancynbponamun (68,0 mr,
0,425 mmonb, 1,50 skB.), TEA (86,0 mr, 0,849 mmons, 3,00 5xB.) u DCM (20 mu). JlobaBsiu 4-
Hurpodenmixaoppopmuar (63,0 mr, 0,311 mmonb, 1,10 3kB.) npu 0°C U mONyYEHHBIH PacTBOP
nepeMeIInBaid B TeueHHe 2 4. MPH KOMHATHOH Temmeparype nepen nodasnenuem (S)-1-((5-(4-
¢dToprunepunun-1-un)-6-(TpudTopMeTHI ) TUPUANH-3 -1 )MeTI)-2-MeTwinunepasuda (102 mr,
0,283 mmoub, 1,00 3kB.). Tloay4eHHbIH pacTBOP MEepeMElIMBAIN B Te€4eHHE | 4. MPU KOMHATHOM
TeMIiepaType M racuiau ¢ nmomoinbio Boasl (20 mu). CMech 3KcTparupoBaiu ¢ nomoinbio DCM
(3x 30 Mi) m opraHuyYeckue CJIOM OOBENMHSUIM, MPOMBIBAIA C TMOMOIIBIO COJIEBOTO PacTBOPA
(2 x 20 mi1), BeicymmBamu Han Oe3BomHbIM NapSOs4, QUIBTPOBATM W KOHLEHTPUPOBAIU MPU
MOHMKEHHOM fAaBiieHnd. HeounineHHsll npoaykT ouuninanu ¢ nomouisio npenaparusHoit HPLC ¢
MOJIyYeHUEM 59,0 mr (BBIXOA 38%) (8)-N-(1-(4-((5-(4-propnunepunms- 1 -mi)-6-
(TpudTOPMETHI)IUPUANH-3-HIT)METHIT )-3-MEeTUIINHIIEpa3HH- | -kapOonu)- 1 H-upazon-3-
u1)MeTaHcynbdoHaMuaa B Bue Genoro Teepaoro semectsa. H SIMP (400 MI'n, Xnopodopm-d) &
8,39 (s, 1H), 8,07 (d, J=2,8 I', 1H), 7,68 (s, 1H), 7,00 (s, 1H), 6,32 (d, J = 2,8 I'y, 1H), 5,00 -
4,92 (m, 0,5H), 4,84 - 4,82 (m, 0,5H), 4,22 - 4,19 (m, 2H), 4,07 - 4,03 (m, 1H), 3,50 - 3,44 (m, 1H),
3,35 - 3,26 (m, 2H), 3,16 - 3,13 (m, SH), 2,94 - 291 (m, 2H), 2,75 - 2,66 (m, 2H), 2,33 - 2,28 (m,
1H), 2,14 - 2,00 (m, 4H), 1,19 (d, /= 6,4 T'u, 3H). LCMS (ESI, macca/zaps0): 548 [M+H] .
IIpumep 34: N-(1-(4-(2-x10p-3-(2-rUApPOKCH-2-Me THJINIPONOKCH )0e H3 NI )TuNepa3uH-1-

kap6onni)-1H-nupa3zon-3-ua)merancyabponamua
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Craans 1: nonydeHue 2-xa0p-3-(2-ruaApoKcu-2-MeTHINPONOKCH)0eH3aIbAerua

><J
H K>CO;, DMSO

Cl 80°C, B TeueHHe HOUH cl

[00393] B  kpyrmomoHHyr0 KonOy momemmanu  2-xyop-3-ruapokcudensanbaerun (0,624 T,
4,00 mmonb, 1,00 3kB.), 2,2-gumermnokcupan (0,576 T, 8,00 monb, 2,00 3kxB.), xkapOOHAT KaJus
(1,66 1, 12,0 mmoub, 3,00 5xB.) 1 DMSO (10 mi1). PeakiinoHHy0 cMeCh NepeMeInBaii B TEUCHHE
Houu npu 80°C u racunu ¢ nomoursio Boabl (30 mur). Ilomy4ueHHBINH pacTBOP SKCTPArupoBaliu C
nomomblo EtOAc (3 x40 mit) u opraHudeckue ciou OOBETUHSUIH, MPOMBIBAIA C MOMOLIBIO
coineBoro pacteopa (30 mu), BeICymmBaiu Haa Oe3BogHbIM  NaxSQ4, ¢unbTpoBAIM U
KOHLEHTPHPOBAJIM TPH NOHMKEHHOM aaBieHuH. Octatok xpomarorpadupoBanyu Ha KOJOHKE W3
CUJIMKAresst c MOJIy4eHUEM 550 mr (BBIXOI 60%) 2-xn0p-3-(2-ruppoKcu-2-
METUJITIPOTIOKCH )OeH3anbaeruaa B Bune OecuserHoro macina. LCMS (ESI, wmacca/zapso). 229

[M+H]".

Cragus 2: noJy4eHue 4-aurpodenni-3-(Meruicyiabponamuao)-1H-nupason-1-
Kap0okcuiaTa
O;N
o) o]
e o LR
\
rRar s
HN-§— - N=( o
o) TEA, DCM HN-§—
ir
K.T., |4 0

[00394] B xpyrinononnyto kojdy momemmanu N-(1H-mupazon-3-uwin)merancynsponamun (1,00 r,
6,20 mmonb, 1,00 3kB.), 4-HuTpodenunxiopdpopmuar (1,50r, 7,44 mmons, 1,203kB.), DCM
(20 M) u TEA (1,88 1, 18,6 mmoib, 3,00 3kB.). [loay4eHHBIH pacTBOpP MEPEMELINBAIN B TCUCHHE
l 4. mpu KOMHATHOW TeMIepaTrype H KOHLEHTPUPOBAIM IPH TOHIKEHHOM JaBJIEHUH C
nojyyeHueM 2,02t (HeounmeHHoro) 4-autpodenun-3-(meruncynbponamuno)-1H-mupaszon-1-
xapbokcuaaTa B Buje sxkentoro macia. LCMS (ESI, macca/zapso): 327 [M+H]".

Cragus 3: noJiy4yeHue mpem-0yTun-4-(3-(meruicyiasponamuao)-1H-nupason-1-

KapOoHHI)IMNepa3suH-1-kapbokcuaaTa
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[00395]B kpyriomoHHyro konOy momemanu  4-HuTpodeHm-3-(meTmicynbdponamuno)-1H-
nupason-1-kapookcunar (2,02 r, 6,19 mmons, 1,00 3kB.), mpem-OyTunnunepasus-1-kapOokcunar
(1,27r, 6,82 wmmonb, 1,103kxB.), DCM (20mm) u TEA (1,881, 18,6 mmonb, 3,00 3kB.).
PeakunoHHy0 cMech MepeMelInBaIi B TE€YEHWE HOYM MPU KOMHATHON TeMIIepaType U TacHUiH C
nomoupsio Boas! (20 mu). [lonyuenHslit pactBop skcTparuposanu ¢ nomoubio DCM (3 x 40 min) u
OpraHMYEeCKHUe CJIOM OOBENUHSIN, MPOMBIBAIIA C TOMOINBIO coyieBoro pacteopa (1 x 30 mu),
BBICYIMBAIU Haa Oe3BomgHbIM Na;SO4, (GUIBTPOBAIM M KOHLEHTPHPOBAIU IPHU MOHWKEHHOM
nasneHnu. OCTaTok XpomarorpadupoBaid Ha KOJOHKE M3 CHJIMKAress ¢ mojydeHueM 1 r (BbIXOA
43%) mpem-0ytiin-4-(3-(metuncynbponamuno)- | H-nupason- 1 -kapOoxmn ) munepasus- 1 -
kapbokcusaTa B Buje xkenroro Macia. LCMS (ESI, macca/zapso): 374 [M+H]".

Cranus 4: NnoJiyueHue N-(1-(munepa3un-1-kap6onmni)-1H-nupa3zon-3-

WI)MeTaHCyab(poHAMHIA

0
(\N)Lh‘.l A TFA, DCM (\NJ\N A
B°°/N\) "2 r.,2u N ?

H .

N—§— K. T, HN-8—
17 i

0

[00396] B xpyrnomoHHyro konOy mnomemnanu mpem-0ytuin-4-(3-(metuncynbdonamuno)-1H-
nupason- 1 -kapOonmn)nunepasun- 1 -kapookcunar (160 mr, 0,430 mmons, 1,00 5kB.), DCM (10 M)
u TFA (2 mu). [TonydeHHBIN pacTBOp NMEpEMEIINBAIN B TEUEHUE 2 4. IPU KOMHATHOH TeMIeparype
U KOHLIEHTPUPOBAIH TPH MOHMKEHHOM JaBjieHHH ¢ nosnydeHreM 117 mr (komudectBeHHO) N-(1-
(munepasun-1-kapOormn)- 1 H-nupazon-3-mn)merancyinbonamuna B Buae xenaroro mMacia. LCMS
(ESI, macca/zapso): 274 [M+H]".

Craaus S: nonyyenue N-(1-(4-(2-xy0p-3-(2-ruapoKcu-2-MeTHJINPONOKCH)0eH3UI )[TUIIepA3HH-

1-kap6onun)-1H-nupa3zon-3-ui)merancyabpoHamuaa

Y

H”‘é‘ NaBH(OAc);, DCM HN B

K. T., B TCUCHHUEL HOUH
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[00397]B kpyrmononuyto konOy mnomemanu N-(1-(nunepasun-1-kapOonwmn)-1H-nupaszon-3-
WI)METAHCYIb(POHAMH (117 wr, 0,430 mmorb, 1,103xB.),  2-x70p-3-(2-rugpokcu-2-
meTmpornokcn)oenzanpaerun (88,7 mr, 0,390 mmons, 1,003xB.) mw DCM (15 mur). Cwmech
nepeMelnnBajii B TeUeHHWe 24, TPH KOMHATHOW Temmepatype mepen AoOaBJIeHHEM
Tpuauerokcubopruapuna Harpus (331 mr, 1,56 mmonb, 4,00 5kB.). PeakImOHHYIO CMecCh
nepeMeluBald B TEYEHWE HOYM IIPU KOMHATHOM TeMmmepaType M TacHId C IOMOIIBIO
HaceimenHoro pacrsopa NaHCO; (20 mu). [lonydeHHBIH pacTBOp SKCTPArHPOBAIUA C MOMOIIBIO
DCM (3 x 30 mu1) u opranuyeckue ciiou 00beIUHSIIN, IPOMBIBAJIN C TIOMOLIBIO COJIEBOTO PACcTBOPA
(30 M), BeIcymuBanmu Haj Oe3BogHbIM NaxSO4, (UIBTPOBAIM M KOHLEHTPUPOBAIU IPU
MOHMKEHHOM JaBieHuu. Heounmenssiii nponykt (200 Mr) ouuInanyu ¢ NOMOLIBIO MTPpenapaTuBHON
HPLC ¢  nonmyuenuem 209 wmr  (Beixom  11%)  N-(1-(4-(2-xnop-3-(2-ruppoxcu-2-
METHIIPOIIOKCH )OeH3 T )unepasuH- 1 -kapoonmn )- 1 H-upason-3-mn)merancyabpoHamuia B BHIE
6ecuerHoro macna. 'H IMP (300MTI'n, Xnopodopm-d) & 8,02 (d, J=2,7 T'n, 1H), 7,20 (t, J = 7,5
I'u, 1H), 7,09 (d, J=17,5Tu, 1H), 6,85 (d, /= 7,5 I'n, 1H), 6,30 (d, /= 2,7 I', 1H), 3,85 (br, 6H),
3,68 (s, 2H), 3,13 (s, 3H), 2,62 - 2,59 (m, 4H), 1,39 (s, 6H). LCMS (ESI, macca/3apso). 486
[M+H]".

Ipumep 35: N-(1-(4-(uukonponuii(2-(muppoaugun-1-ui)-4-
(TpudTopmerni)oeH3nn)aMuHO )nunepuaun-1-kapoonunn)-1H-nupaszon-3-

WI)MeTAHCYAb(POHAMU

() X
LR
N\
FsC A 0
Craans 1: nonydenue 2-(nuppojuaul-1-un)-4-(rpudropmern)deHsanbaernaa

F5C % FaC
3
@\40 <_7 @\50

¢ K>CO;, DMSO (b
100°C, B TeyeHHE HOYH

[00398] B xpyriogonHyr konOy mnomemanu 2-¢rop-4-(tpudropmernn)denzanbaerun (10,0,
52,0 mmonb, 1,00 3kB.), mupponuaus (7,40 r, 104 mmons, 2,00 3kB.), KoCOs3 (21,7 1, 157 Mmorns,
3,00 3xB.) 1 DMSO (100 mi1) B atMocepe a3ota. PeakuinoHHYIO CMECh NIEpEMEIINBAIN B TCUCHHE
Houu nipu 100°C u racunm ¢ momomnbio Boasl (50 mut). [TonydeHHBI pacTBOp 3KCTPArHPOBAIH C
nomompio EtOAc (3 x 50 M) u opraHuueckue ciou OOBEOUHSUIM, TPOMBIBAIH C MOMOIIBIO

conmeBoro pacteopa (100 my1), BeIcymmBaiu Han Oe3BomHbiM  NaSOs, QuibTpoBamU W
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KOHLIEHTPUPOBAJIM MPH MOHMKEHHOM aaBieHuH. Octatok xpomarorpadupoBaiu Ha KOJOHKE M3
CUJTUKAreJst c MOy YEHUEM 6,00 r (BBIXON 47%) 2-(nupponuaus- 1-m)-4-
(TpudropmeTr)Oen3anbaeruaa B Buae xentoro macna. LCMS (ESI, macca/zapso): 244 [M+H]".

Craans 2: MoJIy4YeHHe mpem-0yTua-4-((2-(muppoauaun-1-mi)-4-

(Tpml)TopMeTn.n)ﬁeﬂ3n.11)aMnH0)nnnepm]ml-I-Kapﬁolccn.uaTa

Q\/ . /O -Boe /gﬁ H Q,Boc

NaBH(OAc)3;, DCE
K. T., B Tedeliie HouM

3

[00399] B KPYTJIOOHHYIO KOJIOy noMeranu 2-(mupponuaus-1-mn)-4-
(Tpudropmerun)denzanpaerun (1,12 r, 4,61 mmons, 1,00 3kB.), mpem-0yTun-4-aMUHOUIIEPUIUH-
I-kap6okcunar (1,11 r, 5,53 mmounsb, 1,20 5xB.) 1 DCE (50 mi). Cmech mepeMennBain B TEUCHHE
1 4. mpu KOMHATHOM TeMmeparype mnepen nodaBieHHeM TpuaLeTokcuooprunpuaa Harpus (2,93 r,
13,8 mmonb, 3,00 5kB.). PeakumoHHYI0 CMeCh NepeMeIlnBalId B TEUEHHE HOYM INPU KOMHATHOM
TeMIieparype W racmid ¢ nomoupio Boabl (50 mur). ITomyueHHBI pacTBOpP 3KCTparupoBajul C
nomompto DCM (3 x 80 M) M OpraHuveckue Cjaou OOBEAMHSJIN, MPOMBIBAM C IOMOIIBIO
cojeBoro pacteopa (2x 50 mu), BeicymuBaiu Haa Oe3BogHbiM NaxSQs, ¢uibTpoBaAIU U
KOHLIEHTPUPOBAJIM MPH MOHMKEHHOM AaBiieHHH. OCTaToK xpomarorpadupoBaiu Ha KOJIOHKE U3
cunukarens ¢ mnonydennem 1,20t (Beixom 61%) mpem-Oytun-4-((2-(mupponuau-1-mm)-4-
(TpudTopmeTn)den3un))aMuHO )unepuauH- 1 -kapbokcunata B Buae OecuserHoro macyia. LCMS
(ESI, macca/zapso): 428 [M+H]".

Crapus 3: NnoJIy4eHue mpem-0yTua-4-(uuKaonponuia(2-(nuppoauaus-1-umn)-4-

(Tpml)TopMeTn.n)ﬁeﬂ3n.11)aMnH0)nnnepmlml-I-Kapﬁolccn.uaTa

OEt

.Boc
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80°C, B TeueHHE HOUN
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[00400] B  xpyriogmonnyro  konmOy — momemanu  mpem-0yTin-4-((2-(mupponunuH- 1-m)-4-
(TpudTopmeTn)beH3nn)aMuHO )nunepuauH- 1 -kapobokcunar (2,00 r, 4,68 mmonb, 1,00 3kB.), (1-
STOKCHUIUKJIONPOIIOKCH ) TpuMeTmicuian (2,85 r, 16,4 mmonb, 3,50 5KkB.), HHaHOOOPTUIPUL HATPUS
(885 wmr, 14,1 mmonsb, 3,00 3kB.), ykcycHyro kucioty (2,81 r, 46,8 mmons, 10,00 skB.), THF (60 mu)
u EtOH (30 mu1). PeakimoHHyro cMech nepememnBaiu B TedeHue Houw npu 80°C u racuim ¢

nomotbio Bonel (50 mim). Ilony4enHslii pacTBop 3kcTparuposaiu ¢ nomousio EtOAc (3 x 80 M) u
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OpPraHMYECKUe CJIOM OOBENMHSIIH, MPOMBIBAIIA C TIOMOINBIO COJIEBOTO pactBopa (2 x 50 mu),
BeICyIIMBaiu Han Oe3BogHbIM NaxSOs4, QUABTPOBAIM M KOHLEHTPUPOBAIM TNPH MOHHUKEHHOM
naBiennn. OCTaTok xpoMatorpadupoBaii HAa KOJOHKE W3 CHJIHMKareis ¢ mojydeHuem 880 mr
(BBIXOZ 40%) mpem-0yTun-4-(uuknonpornui(2-(mupponuans- 1 -mn)-4-
(TpudTopmeTn)OeH3nI)aMIHO )THIepUanH- 1 -kapOokcunata B Buae xentoro macia. LCMS (ESL
macca/3apso): 468 [M+H]".

Cragus 4: NnoJiy4yeHue N-nukaonponua-N-(2-(mupposuaun-1-un)-4-

(TpudTopmeTni)0eH3 NI )IUNePUANH-4-aMHHA

Q /OJ’BOC TFA, DCM Q OH
N K. T., 2 4. ] /©/\N
F3C/©/\A FaC A

[00401] B kpyrnononHyto kondy nomewutanu mpem-0ytun-4-(1ukionponui( 2-(muppoauauH- 1 -1t)-

4-(tpudropmeTin)OeH3 I )aMUHO )TunepuanH- 1 -kapookcunar (400 mr, 0,857 mmonb, 1,00 3kB.),
DCM (10 mn) u TFA (2 wmi). IlonydeHHBIl pacTBOp MNepeMEIINBAIN B TeUEHHE 2 4. MpPHU
KOMHAaTHOH TeMIIepaType U KOHLUEHTPUPOBAJIN MPU MOHUKEHHOM JaBJICHUU C nosyuyeHueM 314 mr
(KOJIMYECTBEHHO) N-tmknonponui-N-(2-(mupponuaus- 1 -mm)-4-
(TpudTopmernn)den3un)nunepuanH-4-amuaa B Bune skenroro macina. LCMS (ESI, macca/zapso):
368 [M+H]".

Cranus S: NnoJIy4eHue N-(1-(4-(uuxaonponui(2-(muppoauaun-1-ui)-4-
(Tpudropmerni)deH3nn)aMmuHo)nunepuaun-1-kapoonunn)-1H-nupaszon-3-

WI)MeTaHCyab(poHAMHIA

~ Qs
o N N o
\ £} L
SPe S O
I}
J@/\ I "y N N=( o
A 0 HN—-§-—
FaC FsC

TEA. DCM :

K. T., B TCYEHHE HOYH

[00402] B xpyrmopoHHyr konOy momemanu N-nmknonponii-N-(2-(mupponuaus- 1-wmn)-4-
(Tpudropmermn)denzun)nmunepuant-4-amus (314 mr, 0,856 mmons, 1,00 3kxB.), 4-HUTpOdheHNT-3-
metaHcybpoHamuno- | H-nmupason-1-kapbokcunar (nmpumep 34, cramus 2; 335 mr, 1,03 Mmodb,
1,20 3xB.), TEA (260 mr, 2,57 mmonb, 3,003kxB.) u DCM (10 my1). PeakIMOHHYIO CMeCh
nepeMeIIuBaId B TeUEHNE HOUM NMPU KOMHATHOW TEMITEpaType U 3aTeM T'aCHId C MOMOIIBIO BOZIBI

(20 ma). IonyueHHsI pacTBOp dKCTparuposany ¢ nomombo DCM (3 x 30 mu1) U opranuveckue
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cion OOBEAMHSIN, TMPOMBIBAIM C TMOMOINBIO COJNeBOro pactsopa (20 M), BBICYIIMBANINA Hax
6e3BogHbM  NaxSQ4, GuUIBTPOBAIM ¥ KOHLUEHTPUPOBAIM TPH TOHIKEHHOM  JIaBJICHUH.
Heounmennsiii nponykr (200 mr) ounmanu ¢ nomoupro npenapatusHoii HPLC ¢ nonydenuem
219,6 mr (BBIXON 46%) N-(1-(4-(uuknonpori(2-(mupponuans- 1 -ui)-4-
(TpudTopmeTn)beH3nn)aMiuHO )unepuauH- 1 -kapoonmn)- 1 H-nupason-3-mn)merancynsponamunia
B BUjle rpsi3HO-Oenoro Teepaoro semectsa. 'H SIMP (400MI'y, Xnopodopm-d) & 8,01 (d, J = 2,8
I'm, 1H), 7,60 (d, J=8,8 I'y, 1H), 7,26 - 7,11 (m, 2H), 6,30 (d, /=2,8 'y, 1H), 4,54 - 4,51 (m, 2H),
3,88 (s, 2H), 3,17 - 3,12 (m, 7H), 2,90 - 2,84 (m, 2H), 2,72 - 2,65 (m, 1H), 2,15 - 2,10 (m, 1H),
2,09 - 1,92 (m, 4H), 1,87 - 1,84 (m, 2H), 1,78 - 1,67 (m, 2H), 0,53 - 0,41 (m, 4H). LCMS (ES],
macca/zapso): 555 [M+H]".

IIpumepsn1 36-226: IIpumepsl 36-226 noayyaau ¢ IOMOLIBIO NPOLEAYP, CXOAHBIX C ONMCAHHBIMU B

npumepax 1-35.

SMP (‘H sAMP, 300 MI'u

Tpu Haspanne Crpykrypa wm 400 MI'n, xaopodopm- MS +

M. d [M+H]
N-(1-((3aR,5s,6a5)- o 6 811 (d, J =24 I'y, 1H),

5-((2- J\ 7,75 (br, 1H), 7,47 (br, 1H),
Xnopbensum)(MeTr H N NN 7,30 - 7,33 (m, 1H), 7,14 -
Cl \ _

36 J)aMHUHO )OKTaruapo N= 7,26 (m, 2H), 6,85 (d, ] =24 4162
IUKJIoNeHTa[c]mupp N 9 Y O | I'm, 1H), 3,95 (br, 2H), 3,61 -
071-2-KapOOHMT)- | \< 3,74 (m, 4H), 3,18 (br, 1H),
1H-nupa3zon-3- 2,82 (br, 2H), 2,16 (s, 6H),
HI)aleTaMu 1,85 - 1,98 (m, 4H)

No(L{(3aR.5L.625) 6 8,11 (d, J = 24 T'u, 1H),
=(1- LT, -
542 7,84 (s, 1H), 7,44 - 7,45 (m,
006 " o 1H), 7,24 - 7,30 (m, 1H), 7,13
OPOCH3HUI)(MCTH
P H J\ -7,22 (m, 2H), 6,84 (d,J=2,4
J)aMHHO )OKTaruapo Cl N '}' N

37 N= o I'm, 1H), 3,79 - 3,91 (m, 4H), | 416,2
I—[I/IKZJ'IOHGI;TEI[C];[HPP ©/\T\ ] HN~< 363 (5. 2H). 2.96 - 2.99 (m.
01-2-KapOOHWUIT)-

H P ; 1H), 2,58 - 2,69 (m, 2H), 2,13
-mHpa30a-3-
P -2,22 (m, 8H), 1,50 - 1,60 (m,
HI)aneTaMug 2H)

-282 -




N-(1-(1-((5-Xmop-
1H-um073-2-

uwnmeTmn)-1,8-

5 8,65 (br, 1H), 8.05 (d, J =
2.7 Ty, 1H), 7.80 - 8,00 (m,
1H), 7.48 (m, 1H), 7,20 - 7.25
(m, 1H), 7,00 - 7,18 (m, 1H),
6.89 (d, J = 2.7 T, 1H), 6.25

38 | amaszacmupo[4.5]mex NN N™ °N } 4553

k-8 xapGOHI)- N= o (s, 1H), 4,42 - 4,88 (m, 2H),
I Hompason3- HN‘/< 3,79 (s, 2H), 3,02 (t, J = 23
E—— Iy, 2H), 2,51 - 2,95 (m, 2H),
2,19 (s, 3H), 1,69 - 2,02 (m,
6H), 1,41 - 1,60 (m, 2H)
6 8,00 (d, J = 2,7 T'u, 1H),
N-(1-(1-((5- 7,82 (m, 1H), 7,65 (m, 1H),
Xnopbenso[b]tuop | Cl 7,20 - 7,25 (m, 1H), 7,00 -
eH-2-HI)METUI)-1,8- m j)J\ 7,20 (m, 1H), 6,89 (d, J = 2,7

39 quazaciupo[4.5]nex S N N™ NTN I'u, 2H), 4,50 - 4,70 (m, 2H), | 472,2
AH-8-KAPGOHHLT)- \jo N:m ~<0 3.82 (s. 2H), 3.05 (1. J = 2.3
1H-mipa3zon-3- I'm, 2H), 2,76 - 2,95 (m, 2H),
HI)aneTaMug 2,19 (s, 3H), 1,80 - 2,05 (m,

6H), 1,48 - 1,60 (m, 2H)
N-(1-(5-(4-(4- 6 8,16 (d, J = 2,7 I'u, 1H),
XopdeHoKCH)OCH3 727 - 7,30 (m, 3H), 7,25 -
HT)OKTAaTHIPOMUPPO o 7,27 (m, 1H), 6,91 - 6,94 (m,

40 10|3.4-c]muppon-2- /@OQ @\IJ\N’“\\ . 4H), 6,30 (d, J = 2,7 T'u, 1H), 516.0
kapGoum)-1H- cl N HN—-g— | 4.04 (br, 2H), 3,75 - 3,79 (m,
mpason-3- S 2H), 3,57 (s, 3H), 3,13 (s,
HIT)MCTAHCYIb(pOHA 3H), 2,89 (br, 2H), 2,62 - 2,67
MHT (m, 2H), 2,52 - 2,54 (m, 2H)
N-(1-(5-(3-(4- S 814 (d, J = 3,0 I'u, 1H),
XnopdpeHokcn)ocH3 7,26 - 7,30 (m, 3H), 7,05 -
HT)OKTAaTHIPOMUPPO o 7,08 (m, 1H), 6,99 (s, 1H),

A1 10[3.4-c]muppon-2- CI\©\ @V @J\E\\ . 6,84 - 6,91 (m, 3H), 6,29 (d, J 5162
KapGouum)-1H- o N HN~4— | = 3.0 T'm, 1H), 4,03 (br, 2H),
pason-3- S 3,77 (br, 2H), 3,59 (s, 2H),
HIT)MCTAHCYIb(POHA 3,12 (s, 3H), 2,88 (br, 2H),

MH]T 2,54 - 2,67 (m, 4H)
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(S)-N=-(1-(4-(4-
Xnop-3-
(muppoanaus-1-

H1)OCH3UT)-3-

5 806 (d, J = 2.4 Iy, 1H),
725 (d, J =80 'y, 1H), 7,10
(br, 1H) 6,85 (s, 1H), 6,76 (d.
J=280Tn 1H), 631 (d, J =
24 T, 1H), 427 - 408 (m,

42 | Metunnunepasus-1- " 2H), 4,06 - 3,94 (m, 1H), 3,43 | 481,1
11
kapOoHmwT)-1H- C/ z HN—ﬁ— - 3,39 (m, 5H), 3,30 - 3,13 (m,
TpasoI-3- © 5H), 2,86 - 2,74 (m, 1H), 2,68
WI)MCTAHCYIb(POHA -2,54 (m, 1H), 2,32 - 2,16 (m,
MU 1H), 2,03 - 1,92 (m, 4H), 1,20
- 1,19 (m, 3H)
6 803 (d, J =27 I', 1H),
N-(1-(1-((5,6- 7,62 - 7,78 (m, 1H), 7,60 (s,
Juxmop-1H-unnon- cl 1H), 7,33 - 7,50 (m, 1H), 6,89
2-ummetun)-1,8- o] (d, J =27 T'u, 1H), 6,25 (s,
C'm L 5111
43 nuazacupo[4.5]xex N N™ N7 1H), 4,55 - 4,72 (m, 2H), 3,68
N N= [M+Na]*
aH-8-kapOoHUT)- HN~<O - 3,98 (m, 2H), 3,00 - 3,15 (m,
1H-mmpazon-3- 2H), 2,65 - 2,93 (m, 2H), 2,18
HI)aneTaMug (s, 3H), 1.85 - 2,03 (m, 6H),
1,58 - 1,72 (m, 2H)
N-(1-(5-(4-(4-
5814 d, J =24 I', 1H),
XnopdeHokcH)OCH3
) o 7,69 (br, 1H), 7,26 - 7,30 (m,
HIT)OKTATHIPOTHPPO
P o N)J\N A 3H), 6,88 - 6,95 (m, 5H), 3,60
44 | no[3.4-clmmppor-2- /@( \@ & NQ 480.0
o N Y O | - 4,00 (m, 7H), 2,93 (br, 2H),
kapOomm)-1H- “<
2,72 (br, 1H), 2,55 - 2,57 (m,
Mpa30-3-
2H), 2,18 (s, 3H)
HI)aleTaMug
N-(1-(5-(5-Xn0p-2-
(TpudropMeTHIT)OCH ol 0] 6 11,3 (br, 1H), 7,70 (s, 2H),
3HIT)OKTaruAPOTHPP NJ\N AN 7,52 - 7,55 (m, 1H), 7,30 -
)
ono[3.4-c|muppor- & NQ 7,32 (m, 1H), 6,44 (d,J =24
45 PP N Q 491,9
I

2-xkapbonmm)-1H-
Mpas3o-3-
HIT)MCTAHCYIb(POHA

MU

Tw 1H), 3,71 (br, 4H), 3,82
(s, 5H), 2.83 (br, 2H), 2,58
(br, 2H), 2,47 (br, 2H)
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N-(1-(2-(5-X10p-2-

5 11,1 (br, 1H), 7.74 (br, 1H),

(TpudropmMeTHIT)OCH c 7,67, J=24Tu, 1H), 7,53 -
|
31m)-2,8- /(l)J\ 7.56 (m, 1H), 7,29 - 7,32 (m,

46 amazacnupo[4.5]aek N [\‘j N\ 1H), 6,42 (d, J = 2,4 T, 1H), 5200
aH-8-KAPOOHII)- FsC N N=C o ]3.72 @r, 2H), 339 - 3.59 (m, ’
1H-mmpason-3- HN‘(.‘?‘ 4H), 3,26 (s, 3H), 2,63 (br,
HWIT)MCTAHCYIb(POHA 2H), 2,40 (br, 2H), 1,66 (br,

MHT 2H), 1,51 (br, 4H)
N-(1-(5-(4-
(ITuppomus-1- 5 11,1 (br, 1H), 7.64 (d, J =
Hi)-2- 2,7 Tu, 1H), 744 (d, J = 8,7
(TpudropmeTHIT)OCH )OL I'm, 1H), 6.72 (s, 1H), 6.64 -
pu 3HJI)OKTATHAPOIHPP C"\l /ﬁ\‘ NTN 6,67 (m, 1H), 6,42 (d, J = 2,7 270
N\ 2
ono[3,4-c|mmppon- \Q\/N HN-3'~C,'> I'y, 1H), 3,63 (br, 4H), 3,24 -
2-xap6oHmn)-1H- CFs o 3,31 (m, 9H), 2,78 (br, 2H),
mpaso-3- 2,53 (br, 2H), 2.44 (br, 2H),
HWI)METAHCYIb(POHA 1,95 - 2,06 (m, 4H)
MHI
N-(1-(2-(4- 6 11,6 (br, 1H), 7,69 (d, J =
(TTupposmaun-1- 24 T, 1H), 745 (d, J = 84
wi)-2- O T'w, 1H), 6,72 (s, 1H), 6,61 -
(TpudropMeTHIT)OCH N 6,65 (m, 1H), 6,40 (d, T =24
6]
31m)-2,8- Ty, 1H), 3,66 (br, 2H), 3,38 -

48 NJ\N A 555.,1

nuazacnupo[4.5]aex F.C '\\‘Q 3,51 (m, 4H), 3,23 - 3,30 (m,
3

AH-8-KAPGOHILT)- N HN\é) 7H), 2,64 (br, 2H), 2,38 (br,
1H-mmpason-3- 3 2H), 1,90 - 2,05 (m, 4H), 1,60
HIT)MCTAHCYTb(pOHA (t, J=11,7 I'm, 2H), 1,45 (br,
MHJI 4H)
2-((8-(3-

38,24 (s, 1H), 7,90 - 8,12 (m,
Aneramumo-1H-

1H), 7,67 - 7,89 (m, 1H), 7,20
mpason-1- o

HO - 7,43 (m, 1H), 6,66 - 6,87 (m,
KapOoHmwT)-1,8-
\ Q 1H), 6,40 (s, 1H), 4,52 - 4,68 | 4872
49 | mmazacnmpo[4.5]mex
(m, 2H), 3,86 (s, 2H), 3,08 - | [M+Na]

ad-1-ummernn)-1H-
HHAOJ-5-
KapOoHOBasA

KHCJI0Ta

3,24 (m, 2H), 2,80 - 2,91 (m,
2H), 2,14 (s, 3H), 1,82 - 2,07
(m, 6H), 1,52 - 1,68 (m, 2H)
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N-(1-((3aR,5r,6aS)-
5-Mertun(4-
(muppoanaus-1-

Hi1)-2-

5816 (d, J = 2,7 Ty, 1H),
7,57 (br, 1H), 6,74 (d, T = 2.4
T'w, 1H), 6,66 - 6,68 (m, 1H),

(TpudropmMeTHIT)OCH H NJ\N N
L 6,32 (d, J = 2,7 T, 1H), 3,99
50 | swa)amunO)OKTArHI . i 555,1
o /@f\ " H HN~8— | (br, 2H), 3,60 (br, 4H), 3.23 -
OIUKIONEHTA[C|mH
P @‘ CFs 3,32 (m, 4H), 3,19 (s, 4H),
ppo-2-kapOOHUT)-
2.86 (br, 2H), 2,14 (br, 3H),
1H-mpaszon-3-
1,85 - 2,06 (m, 8H)
WI)MCTAHCYIb(OHA
MHI
N-(1-((3aR.51,6a5)-
5-((3-Xop-2- 5817 (d, J =27 ', 1H),
(TpuropmeTHIT)OCH o) 7,86 (br, 1H), 7,53 - 7,60 (m,
3HT)(METHIT)aMHHO) H N)J\N N 1H), 7,28 - 7,31 (m, 1H), 6,86
51 OKTATHAPOLHKIONE CFy (& N= o |®r 1H). 632 J=27Tn, 201
Hra[c]mIppo-2- N H HN—:S:- 1H), 4,01 (br, 2H), 3,63 - 3,88 ’
xapGomm)-1H- O |(m 4H), 3,14 (s, 4H), 2.87
THpason-3- Cl (br, 2H), 2,15 (s, 3H), 1,86
HWI)METAHCYIb(POHA (br, 4H)
MHI
N-(1-(4((6-
(TpudropmeTIm)OC 6 8,06 (m, 2H), 7,78 (d, J =
mo[b]tropen-2- j\ 8.4 T'm, 1H), 7,56 (d, ] = 8.4
= WI)METII)ITHIEPasH F3C‘Qj\/ @ N} I'u, 1H), 7.24 - 7,26 (m, 2H), 4881
N N=, s
H-1-kap6ommT)-1H- s HN-§ 631 (d, J = 2,4 T, 1H), 3,89
THpason-3- S | (or, 6H), 3,15 (s, 3H), 2,66
HIT)MCTAHCYIb(pOHA (br, 4H)
MHI
N-(1<(1-((6-
58,03 (s, 2H), 7,75 (d, T = 8.4
(Tpudropmernmde
T 1H), 7,53 (d, J = 8.4 '
m30[b|tropeH-2-
o 1H), 7,06 - 7,21 (m, 2H), 6,33
um)mernn)-1,8- FsC \ )
S N (d,J=2,4Tu, 1H), 4,59 -4,61
53 | mmazacnmpo[4.5]mex 5420

aH-8-KapOOHMIT)-
1H-mapaszon-3-
HIT)MCTAHCYTb(POHA

MU

(m, 2H), 3,96 (s, 2H), 3,04 -
3,13 (m, 5H), 2,85 (s, 2H),
1,87 - 2,01 (m, 6H), 1,59 (br,
2H)
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amazacnupo[4.5]aek

N-(1-(4- 5 8,08 — 7,97 (m, 1H), 7,87 —
(Benso[b]Tropen-2- 0 7,75 (m, 1H), 7,75 — 7,65 (m,
WIMCTH)IUICPA3H (\NJ\N N 1H), 7.42 — 7,23 (m, 2H), 7.17
54 | v-1-xapGommn)-1H- S \ N J N=/ o |G 1H), 630 (s, 1H), 3,97 — | 4200
11
mpaso-3- HN—S— | 3,72 (m, 6H), 3,13 (s, 3H),
HWIT)MCTAHCYIb(POHA o 2,69 — 2,46 (m, 4H), 2,02 (d,J
MHJ =1,2Tu, 1H)
N-(1-(4-((1H- 5 8.60 (s, 1H), 8,02 (s, 1H),
Unnon-2- o 7.65 — 748 (m, 1H), 7.41 -
WI)METU)IUNICPA3U (\NJ\N N 7,32 (m, 1H), 7,22 — 7,05 (m,
55 | m-1-kapGonmm)-1H- \ \ N \) N=/ o |2H).6.44-623 (m 2H), 391 | 403.1
1]
mpaso-3- H HN=S— | =377 (m, 4H), 3,71 (s. 2H),
WI)METAHCYIb(POHA % 3,12 (s, 3H), 2,64 — 2,48 (m,
MHT 4H), 2,03 (s, 1H)
N-(1-(4- 58,07 — 7,95 (m, 2H), 7,92 -
(bemso[d]tuazon-2- 0 7,84 (m, 1H), 7,53 — 7,44 (m,
WIMETH)ITHIICPA3H )J\ 1H), 7.44 — 7,35 (m, 1H), 6,30
N ONTNN
56 H-1-kapOoHmw)-1H- SJ\/N\) N= 9 (s, 1H), 4,02 (s, 2H), 3,95 — | 4210
MIpPason-3- HN—§— 3,79 (m, 4H), 3,14 (s, 3H),
HWI)METAHCYIb(POHA 0 2,78 — 2,62 (m, 4H), 2,02 (s,
MHT 1H)
N-(1-(4-((3-
5 8.04 (s, 1H), 7.86 — 7.75 (m,
MeTunbenso[b]THo
pon2 o 1H), 7,69 — 7,59 (m, 1H), 7.42
CH-2- )j\
— 730 (m, 2H), 6,31 (s, 1H),
WI)METHII)ITHIIEPAsH \ (\N NN
57 N \) N= o |3.90- 384 (m, 4H), 3.83 (s, | 434.1
H-1-kapGonmn)-1H- S i
HN—S— | 2H), 3,14 (s, 3H), 2,70 — 2,56
MHPas0a-3- ('5
(m, 4H), 2,38 (s, 3H), 2,03 (d,
HIT)MCTAHCYTb(pOHA
J=0,7Tu, 1H)
MHJ
N-(1-2-(2-
(ITupponuaun-1-
?zp 5801 (d, J = 3,0 I'm, 1H),
I/L]'I va
FsC 7.53 (br, 1H), 7.09 (br, 2H),
(TpudropmeTHIT)OCH 0
Py 6,31 (d, J=3.0 Ty, 1H), 3,61 -
3um)-2, 8- N7 NN
58 | 3,79 (m, 6H), 3,22 - 3,24 (m, | 555,1
o™ ed
n

aH-8-KapOOHMIT)-
1H-mpazon-3-
HIT)MCTAHCYTb(POHA

MU

4H), 3,13 (s, 3H), 2,68 (br,
2H), 2,50 (br, 2H), 1,93 - 2,01
(m, 4H), 1,90 (br, 6H)
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N-(1-(2-(3-
Mopdommao-5-

5 8,00 (d, J = 3.0 Ty, 1H),

(TpudropmMeTHIT)OCH CFs 6,98 - 7,03 (m, 3H), 6,30 (d, J
31m)-2,8- oﬁN )OL =30 Ty, 1H), 3.85 - 3,88 (m,

59 | gmasacrmpo[4.5]aex — CQ' 4 D o | 4H-3.61-3.78 (m. 6H). 3.19 | 5711
aH-8-KAPOOHII)- N HN—§~ - 3,22 (m, 4H), 3,11 (s, 3H),
1H-nupa3zon-3- © 2,66 (br, 2H), 2.45 (br, 2H),
WIT)MCTAHCYIb(POHA 1,69 (br, 6H)

Mua

]q\;r(;pfnfe;jmnl 6 818 (d. J = 2.7 T'n, 1H),

. o 7,57 - 7,60 (m, 1H), 7,30 -
7,32 (m, 2H), 6,30 (d, J = 2.7

(TpudTopmMeTUIT)OCH

25 j\ Ty, 1H), 4,72 - 7,90 (m, 1H),

60 acmpo[d 5] aek Q ND@ NQ 3,74 - 3,99 (m, 3H), 3,57 (br, | 587.4
-2 -xapGomILT)- N e 3H), 3.11 - 3,15 (m, 5H), 2,83
| Hempason-3- g - 2,90 (m, 2H), 2,40 - 2,53 (m,

4H), 1,99 - 2,14 (m, 4H), 1.82
WI)METAHCYIb(POHA - 184 (m, 2H), 162 (br, 4KD)
MHA
N-(1-(4-((6-Xmop-2- 6 8,00 (d, J = 2,8 I'y, 1H),
METHIMTHPUIUH-3 - 0 7,56 (d, J=8,0 'y, 1H), 7,16
unMerun)nunepasu | Cl yZ (\NJ\N N (d, J=8,0I'y, 1H), 6,29 (d, J

61 | B-1-xapGonmm)-1H- N N \) ,‘\,Q o |- 2.8 T, 1H), 4,46 (s, 1H), | 413,1
mMpaso-3- HN=S— | 3,82 (t, J = 4,9 T, 4H), 349
HIT)MCTAHCYIb(pOHA 0 (s, 2H), 3,14 (s, 3H), 2,57 (s,

M 3H), 2,53 (t, J = 5,0 Ty, 4H)
N-(1-(2-(2-

Mopomuro-4- 5 801 (d, J = 2,7 I'y, 1H),
(TpudropMeTHIT)OCH FsC 7,56 - 7,61 (m, 1H), 7,29 -
31m)-2,8- Q j\ 7.34 (m, 2H), 6,31 (d, J = 2.7

62 | muasacmpo[4.5]ack N ’;‘h\\ T, 1H), 3.60 - 3.88 (m. 10H), | 571.1
aH-8-KAPOOHII)- {; ‘N) N HN-;_ 3,13 (s, 3H), 3.01 (br, 4H),
1H-nupa3zon-3- 0 2,67 (br, 2H), 2,48 (br, 2H),
HIT)MCTAHCYIb(POHA 1,68 (br, 6H)

MEA
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N-(1-(2-(4-X10p-2-

(muppoanaus-1-

5 800 (d, J = 2,7 T'y, 1H),
730 - 7,32 (m, 1H), 6,80 -

W1)6eH31)-2,8- 0 6,84 (m, 2H), 6,31 (d, J = 2.7

63 amazacnupo[4.5]aek \/:)i)\j)J\’\\l A T'm, 1H), 3,60 - 3,79 (m, 6H), 911
aH-8-KAPOOHII)- N N NS 0 ]3.20 - 324 (m, 4H). 3.15 (s, ’
1H-nupa3zon-3- Q HN_ﬁ_ 3H), 2,66 (br, 2H), 2,45 (br,
HWIT)MCTAHCYIb(POHA © 2H), 1,90 - 1,96 (m, 4H), 1,68
MHT, (br, 6H)

N-(1-2-3-

(ITupponuaus-1- 6 8,00 (d, J = 3,0 I'm, 1H),
w)-5- 6,84 (s, 1H), 6,63 - 6,68 (m,
(TpudropmeTHIT)OCH CFs o) 2H), 6,30 (d, J = 3,0 T'u, 1H),

oy |2 CN‘Q QOQJ\N \ 360 - 378 (m. 6H). 328 - |
nmasactupo[4.5]mex N NS o [335 (m 4H), 3,10 (s, 3H), ’
AH-8-KAPOOHIT)- HN”§"‘ 2,69 (br, 2H), 2,46 (br, 2H),
1H-mipa3zon-3- 2,00 - 2,06 (m, 4H), 1,66 -
HWI)METAHCYIb(POHA 1,74 (m, 6H)

MHT

N-(1-(4-((7-X0p-3- 3 8,56 (s, 1H), 8,04 (s, 1H),
metun-1H-unmon-2- 0 747 — 7,37 (m, 1H), 7,20 —
L — Qi (\NJLN \ 7.13 (m. 1H), 7.08 — 6.9 (m,

65 | B-1-xapGonmm)-1H- N Y \ N \) NQ 0 1H), 6,37 — 6,28 (m, 1H), 4,39 | 451,1
mMpaso-3- H HN=S— | (s, 1H), 3,92 - 3,79 (m, 4H),
HIT)MCTAHCYIb(pOHA 0 3,69 (s, 2H), 3,13 (s, 3H), 2,68
MHT — 2,48 (m, 4H), 2,26 (s, 3H)
N-(1-(4-((3-

Xaopoerzo[b]trod 6 7,85 (s, 1H), 7,57 — 7,43 (m,
eH-2- cl 0 2H), 7,13 (s, 1H), 7.17 — 6,98

66 HI)METUN)IUTICPA3H \ (\NJ\[\‘] N\ (m, 1H), 6,96 — 6,87 (m, 1H), 4540
H-1-xapGormn)-1H- S N\) N=( 0 |6.13 (s, 1H), 3.75 — 3,58 (m, ’
THpason-3- HN_ﬁ_ 6H), 2,95 (s, 3H), 2,44 (1, J =
HIT)MCTAHCYTb(pOHA 5,0 T, 4H)

MHE
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N~

Xnopoemzo[b]truod ol 6 7,95 (s, 1H), 7,68 — 7,51 (m,
CH-2- j\ 1H), 7,26 — 7,23 (m, 2H), 7,18
67 HI)METUN)IUTICPA3U \ (\ N (s, 1H), 7.17 - 7.11 (m, 1H), 4541
H-1-kap6oHmI)-1H- S N\) 6.29 — 6,12 (m, 1H), 3.86 — |
mpaso-3- 3,68 (m, 6H), 3.04 (s, 3H),
HWIT)MCTAHCYIb(POHA 2,55, J=5,0Tn, 4H)
MHA
NA(1-2-(-X s (Mertanon-ds) 6 8,02 (d, J =
- - - - _]‘Io - -
( lp 2.7 T, 1H), 6,65 (s, 1H), 6,49
I OJINAUH-1- Cl
P)II6>P s C 0 -6,54 (m, 2H), 6,23 (d,J=2,7
um)oeH3mm)-2,8- N
NJ\ T'w, 1H), 3,65 - 3,87 (m, 6H),
nuazacupo[4.5]zex '
68 S xapGomin N 3,26 - 3,37 (m, 4H), 3,13 (s, | 521.2
aH-8-kapOoHU)-
H P X 3H), 2,90 - 2,94 (m, 2H), 2,74
-mUpaso-3-
) P " (s, 2H), 2,01 - 2,08 (m, 4H),
HIT)METAHCYIb(OHA
y 1,89 (t, J=6,9 I'u, 2H), 1,67 -
MHA
1,75 (m, 4H)
N-(1-(4-(4-
5 803 (d, J =26 I'u, 1H),
OTHHUIOCH3HT ) ITHIT o
- N )J\ 7.44 - 747 (m, 2H), 7,27 -
N 730 (m. 2H). 6,30 (d. ] = 2.6
69 | xapGommn)-1H- N\) 387.9
X I'm, 1H), 3,83 (br, 4H), 3,54
a3071-3-
P (br, 2H), 2,99 - 3,12 (m, 4H),
HIT)MCTAHCYIb(pOHA 2,52 (br, 45D
> r)
MHA
N-(1-(4-((3-
Xaopoemzo[b]tro( 6 7,84 (d, J = 28 I'm, 1H),
eH-2- Q 7.65 — 756 (m, 2H), 7.33 -
cl A
HI)METUN)IUTICPA3H \ (\N 7,17 (m, 2H), 6,12 (s, 1H),
70 S N \) 454.0

H-1-kapOonm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(OHA

MU

4,12 — 3,73 (m, 3H), 3,74 —
3,64 (m, 4H), 2,95 (s, 3H),
2,55 2,42 (m, 4H)
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N~

(ITupponuaus-1- 6 8,06 (d, J =27 I'm, 1H),
W1)-6- 7.54 - 7,56 (m, 1H), 7.17 (br,
(TpudTopMeTHIT)ITH FsC _ (\N)O]\N N 1H), 6_,91 - 6,93 (m, 1H), 6,33

- PHIMH-3- N | N "“Q o (d, J = 2,7 ', 1H), 3,84 (br, 5024
HI)METUN)IUTICPA3U N HN—#— 4H), 3.68 - 3,71 (m, 4H), 3.58
H-1-kap6oHmT)-1H- O | (s, 2H), 3.16 (s, 3H) 2,52 -
mpaso-3- 2,54 (m, 4H), 1,93 - 2,03 (m,
WI)MCTAHCYIb(POHA 4H)
MHI
N-(1-(2-(4-
(ITupponuaus-1- 6799 (d, J =27 I'm, 1H),
uI)-3- 7,50 (s, 1H), 7,34 - 7,36 (m,
(TpuropmeTHIT)OCH Q 1H), 6,90 - 6,93 (m, 1H), 6,30

7 3um)-2,8- FSC\Q\ ij)\N \ (d,J=2,7Tm, 1H), 3,61 -3,76 555.5
mazacmpo[4.5] ek ) QO <) o | (m 6H).3.30 - 334 (m. 4H),
aH-8-KapOOHHIT)- HN_é_ 3,10 (s, 3H), 2,70 - 2,74 (m,
1H-nupason-3- o 2H), 2,50 (br, 2H), 1,90 - 1,99
HWI)METAHCYIb(POHA (m, 4H), 1,62 - 1,76 (m, 6H)
MHI
N-(1-2-(3-
(ITupponuausn-1- 6 8,00 (d, J =27 I', 1H),
w)-4- 7,51 - 7,53 (m, 1H), 6,97 -
(TpudropMeTHIT)OCH FsQ 0 7,12 (m, 1H), 6,77 - 6,79 (m,

-3 3um)-2,8- CN‘Q GO\IJ\ 1H), 6,31 (d, J = 2,7 T, 1H), 5351

N

nuazacnupo[4.5]aex
aH-8-KapOOHMT)-
1H-mapazon-3-
HIT)MCTAHCYTb(pOHA

MHIO

3,67 - 3,91 (m, 6H), 3,36 (br,
5H), 3,13 (s, 3H), 2,54 - 2,98
(m, 3H), 2,09 - 2,14 (m, 5H),
1,73 - 1,97 (m, 5H)
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N-(1-(2-(2-(3-Oxca-
8-
azabumukio[3.2.1]o

KTaH-8-ui)-4-

5 8,00 (d, J = 2,7 T'y, 1H),
7,61 (br, 1H), 7,12 - 7.22 (m,
1H), 7.06 (s, 1H), 6,32 (d, ] =

(TpudropmMeTHIT)OCH N)J\'\ul N\ 2,7 Tu, 1H), 3.91 - 3,94 (m,
74 | 3um)-2,8- @ N N= O | 2H), 3,61 - 3.83 (m, 10H), | 597.1
HN—S—
auazacrupo[4.5]aex | O § 3,20 (s, 3H), 2,76 - 2,97 (m,
aH-8-KapOOHHIT)- 2H), 2,55 - 2,70 (m, 2H), 1,94
1H-nupa3zon-3- -2,07 (m, 4H), 1,70 - 1,90 (m,
WI)MCTAHCYIb(OHA 6H)
MH[
N-(1-(4-Metun-4-
( e 58,02 (d, J =27 I',, 1H),
MCTHII(Z-
( | 7,80 - 7.83 (m, 1H), 7,14 -
MHPPOTIUIANH-1-
I;Ipf o 7,20 (m, 2H), 6,32 (d, ] = 2,7
mn)-4- FsC
3 | J T, 1H), 3.99 - 4.03 (m, 2H).
75 (TpudTopMeTHI)OCH N\Q NTR 368 - 375 M), 3.58 565,2
N& X = X m> b b s?
3UT)aMHHO )ITHIICPH ? ( ) ( [M+Na]*
N HN=S— | 2H), 3,12 - 3,18 (m, 7H), 2,09
JH- 1 -KapOOHIT)- § ; 0
H \ (s, 3H), 1,94 - 2,03 (m, 6H),
~ITHPA30TI-3-
P 1,56 - 1,63 (m, 2H), 1,25 (s,
HWI)METAHCYIb(POHA 3H)
MHJ
4-((2-((4-(3-
An - 0 (Mertanon-ds) 6 8,03 (d, J =
cTaMHua0- -
FsC N)J\N 32 T'y, 1H), 7,13 - 7,15 (m,
mpas3o-1- (\ \ N
N\) N= 1H), 6,79 - 6,84 (m, 3H), 3,86
KapOOHMT)THIICPasH O
76 ) 5 N HN~< (s, 4H), 3,59 (s, 2H), 3,22 (1, J | 497.1
H-1-HJI)MCTUIT)-D~-
= 6,8 I'm, 2H), 2,52 (s, 4H),
(rpugpropyeri)e 245 (t, J =72 T, 2H), 2,11
HHUT)aMHHO JOYTAHOB HO X0 (5. 3H). 1.96 - 2.02 (m. 2H)
asd KUCJioTa
3-((2-((4-(3-
o b (Mertanon-ds) 6 8,03 (d, J =
CTHICYJIb(POHAM
) lHy j\ 2,8 I'y, 1H), 7,12 (d, J = 8,0
uao)- -ITuPa30JI-
| P FaC (\N N I'y, 1H), 6,82 - 6,87 (m, 2H),
NS N O | 624 (d J=28Tu 1H), 388
77 | xapOoHMI)IHMIEPA3H HN~S— 519.0
) s HN d (s, 4H), 3,56 (s, 2H), 3,42 (,J
H-1-HJI)MCTUIT)-D~-
HO. = 6,2 I'y, 2H), 3,11 (s, 3H),
(tpudropmernm)de
o 2,59 (t, J =62 'y, 2H), 2,47 -
HUJT)aMUHO)[TPOTIaH

0BaAd KHCJIOTA

2,49 (m, 4H)

-292 -




GG

(MeTuncy np(poHaM

(Mertanon-ds) 6 8,17 (d, J =
2,7 T, 1H), 7,16 - 7,18 (m,

un0)-1H-nupason- o
1- Fo NJ\N N 1H), 6.81 - 6,85 (m, 2H), 6,28
KapOOHHIT)TCKCAru \Q\/N N= 9 (d, J =27 I'u, 1H), 4,02 (br,
78 | pomppoo[3.4- n HN‘C,?‘ 4H), 3,70 (s, 2H), 3,12 - 3,17 | 559.0
cJmappon-2(1H)- (m, 5H), 3,00 (br, 2H), 2,68 -
WT)METHT)-5- 2,71 (m, 2H), 2,58 - 2,63 (m,
(tpudpTopmeTHn)de HO™ "0 2H), 2,32 (t, J = 7.0 Tw, 2H),
HHT)aMHHO )OYTAaHOB 1.84 - 1,88 (m, 2H)
as KHCIIOTa
4-((2((8-(3- (Mertanon-ds) 6 8,05 (d, J =
0]
Aneramumo-1H- 3,0 T'm, 1H), 7,17 - 7,20 (m,
OH
mpasoa-1- 1H), 6,79 - 6,86 (m, 3H), 4,60
KapGOHH)-1,8- - 4,64 (m, 2H), 3,81 (s, 2H),
79 | masacmupol4.Shex | ¢ ¢ NH o 3,11 - 3.22 (m, 4H), 2,66 (1. J | 551.0
ab-1-H)MeTHn)-5- \Q\\ NJ\N N = 6.9 T, 2H), 246 (1. ] = 7.4
(Tpudropmernm) e <\1)6 NQ o I'u, 2H), 2,15 (s, 3H), 2,05 -
HHUJT)aMHHO)OYTaHOB HN‘< 2,12 (m, 6H), 1,82 - 2,02 (m,
ad KUCI0Ta 2H), 1,55 - 1,60 (m, 2H)
N-(1-(4-2- 5 805 (4, J = 27 T, 1H),
([TuppoauH-1- 7.01 - 7.05 (m. 2H), 6.94 (br,
wm)-4- 0 1H). 6.86 - 6.88 (m, 1H), 6.33
(Tpudropmerm) e FsC /[::TJLN N\ (d, J=2,7Tu, 1H), 4,63 - 4,68
80 HOKCH) TATICPH TAH- o N= 0 (m, 1H), 3,98 - 4,02 (m, 2H), | 5022
1-kapGorn)-1H- N AN 1 379 - 3.81 (m. 2H). 3.36 -
mHpazon-3- (_7 3,40 (m, 4H), 3,14 (s, 3H),
HIT)MCTAHCYIb(pOHA 2,07 - 2,14 (m, 2H), 1,92 -
MET 1,99 (m, 6H)
N-(1-(4((2-
o | 5 8.02 - 8,10 (m, 2H), 7.43 -
OQJIUOUH-1 -
?pp X j\ 7.46 (m, 1H), 6,58 - 6,62 (m,
HIHITUPUIUH-5 -
P N NN 1H), 6.28 (d, J = 2,7 Ty, 1H),
HI)METUN)IUTIEPA3H | \) L
81 N AN N o 3.81 (br, 4H), 3.55 - 3.61 (m, | 434.4
H-1-KkapOonum)-1H- HN—&
N ﬁ‘ 4H), 3,52 (s, 2H), 3.13 (s,
Mpas3o-3- o)
3H), 2,50 (t, J = 4,8 Ty, 4H),
HIT)MCTAHCYTb(pOHA
1,90 - 1,96 (m, 4H)
MHL
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N-(4-(G-

(ITuppomuaun-1-
WIT)IHPUANH-4-

5826 (s, 1H), 8,16 (d, J = 5.1
Tw 1H), 8,06 (d, J = 2.8 I'ny
1H), 740 (d, J = 5,1 T', 1H),

N NN
HI)METUN)IUTICPA3U | \) b 638 (d, J=28Tm, 1H), 3,91
82 % N N o) 434.4
H-1-kap6oHmI)-1H- HN—2 (br, 4H), 3.58 (s, 2H), 3,31 (t,
mpaso-3- (Ny 3 J = 6.6 'y, 4H), 3,10 (s, 3H),
HWIT)MCTAHCYIb(POHA 2,56 (br, 4H), 1,96 - 2,02 (m,
MH] 4H)
5 8,07 (br, 1H), 7.99 (d, J =
3,0 T'u, 1H), 7.24 - 7,26 (m,
N-(1-(1-(4-Xmop-3-
1H), 7,10 - 7,18 (m, 2H), 6,85
MeTHaOeH3w)-1,8-
Cl 0 (d, J=3,0T, 1H), 4,58 - 4.62
auazacmupo[4.5]aek L
N7 NN (m, 2H), 3,56 (br, 2H), 3,01 -
83 | an-8-xapGomm)- N N= 456,1
o |3,10 (m, 2H), 3,56 (br, 2H),
1H-mipazon-3- HN
2,35 (s, 3H), 1,83 - 1,88 (m,
WI)LUKJIOTPOTIAHKA
6H), 1,53 - 1,61 (m, 3H), 1,08
pOoxcamuz
- 1,14 (m, 2H), 0,87 - 0,92 (m,
2H)
6 8,22 (br, 1H), 799 d, ] =
2,7 Tu, 1H), 7,33 - 7,35 (m,
1H), 7.27 - 7,28 (m, 1H), 7,15
N-(1-(1-(4-Xmop-3-
-7.18 (m, 1H), 6,86 (d, J = 3,0
METHIIOCH301T)-1,8- cl o
o Tw, 1H), 4,52 - 4,57 (m, 2H),
nuazacnupo[4.5]aex )J\
84 ! N™ NTX 343 (t,J=6,6 T, 2H), 3,19 - | 444.0
aH-8-kapOoHMT)- N=
O | 3,29 (m, 2H), 3,02 - 3,10 (m,
1H-mipa3zon-3- HN —<
2H), 2.38 (s, 3H), 2,19 (s,
HI)aleTaMug
3H), 2,07 (t, J = 6.8 'y, 2H),
1,78 - 1,87 (m, 2H), 1,46 -
1,50 (m, 2H)
5 800 (d, J = 2,7 'y, 2H),
7,63 (d,J=7.8Tu, 1H), 7,27 -
N-(1-(1-(4-L{nano-
7,35 (m, 2H), 6,87 (d, J = 2.7
3-MCTHIOCH30M.T)-
N T'm, 1H), 4,56 - 4,60 (m, 2H),
1.8- = o o
J 334 (, T =68 'y, 2H), 3,18 -
85 | mmasacmmpol4.5]mex N N™ N7 435,1
N= 3,26 (m, 2H), 3,03 - 3,11 (m,
aH-8-KapGoHIT)- O

1H-mapaszon-3-

HI)aleTaMug

2H), 2,57 (s. 3H), 2.19 (s.
3H), 2,08 - 2,12 (m, 2H), 1.81
-1,90 (m, 2H), 148 - 1,52 (m,
2H)
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N-(1-(4-((3-
(ITuppomuaun-1-
WT)IHPUAUH-2-

WI)METHI)TUIECPAsH

58,09 - 8,10 (m, 1H), 8,04 (d.
J=28Tw 1H), 7,15 - 7.17
(m, 1H), 7,09 - 7,12 (m, 1H),
633 (d, J = 2,8 T, 1H), 3.85

86 % N 4342
H-1-kapGowmm)-1H- HN (br, 4H), 3,78 (s, 2H), 3,31 (t,
N e
Hpason-3- ( 7 5 J =638 I'n, 4H), 3,13 (s, 3H),
HWIT)MCTAHCYIb(POHA 261 (t J=48Tn, 4H), 1,93 -
MH 2,01 (m, 4H)
3 8,15 (br, 1H), 7.99 (d. J =
2,7 Tw, 1H), 7,60 - 7,63 (m,
1H), 7,22 - 7,27 (m, 1H), 6,96
N-(1-(1-(4-LImano-
; (s. 1H), 6,86 (d, J = 2,7 T,
1H), 4,54 - 4,59 (m, 2H), 3,34
LIUKJIOTPOTHIOCH30
N o (t, J=6,6 T, 2H), 3.21 - 3,25
wn)-1,8- 0 )]\
87 N (m, 2H), 3,02 - 3,06 (m, 2H), | 461,2
nuazaciupo[4.5]zex N |
N=C 5 |227-233 (m, 1H), 2,19 (s,
aH-8-KapOOHUT)- HN
3H), 2,07 (t, J = 6,8 T, 2H),
1H-nmmpazon-3-
1.87 - 1,89 (m, 1H), 1,83 -
HI)aneTaMug
1.84 (m, 1H), 1,48 - 1,52 (m,
2H), 1,15 - 1,21 (m, 2H), 0,80
- 0,85 (m, 2H)
N-(1-(3-Mertnn-4- 5 804 (d, J =27 I'm, 1H),
(2-(mmppoTHuH-1- 7,65 - 7,67 (m, 1H), 7,13 -
wr)-4- 0 7,16 (m, 3H), 6,31 (d, J = 2,7
(tpudpropmerumoen | 3 (\NJ\,\‘, N T, 1H), 3.94 - 4,16 (m, 3H),
88 | summnunepasun-1- N\H N= o 3,34 - 3,37 (m, 1H), 3,23 - | 5150
xapGowm)-1H- HN‘§“ 3.28 (m, 4H), 312 - 321 (m.
mHpason-3- <_7 5H), 2,70 (br, 2H), 2,27 (br,
HIT)MCTAHCYTb(pOHA 1H), 1,89 - 2,01 (m, 4H), 1,14
M - 1,15 (m, 3H)
N-(1-(4-(2-
(UK TOTIPONHIICY Tb 6820 (d, J = 2,7 I'u, 1H),
donmm)-4- j\ 8,05 (br, 1H), 7,77 - 7,86 (m,
(TpudTOpMETHN)OCH FsC (\N 1}1} 2H), 7,02 (br, 1H), 6,33 (br,
89 | summumepasun-1- NS N= O | 1H), 4,10 (s, 2H), 3,83 (br, | 5364
HN-S—

KapOoHmwm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(OHA

MU

4H), 323 (br, 1H), 3,14 (s,
3H), 2,66 (br, 4H), 1,34 - 1,40
(m, 2H), 1,02 - 1,07 (m, 2H)
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N-(1-(4-((6-X10p-2-

(muppoanaus-1-

5804 (d, J =27 ', 1H),
732 -7.34 (m, 1H), 6,55 (d, J

W1)IUPUANH-3 -
O ﬁNJ\N A =75Tn 1H), 6,31 (d,J=2.7
HI)METUN)IUTICPA3U | |
90 N~ N\) N= o |TIu 1H), 3.82 (br, 4H), 3,64 | 468.0
H-1-kap6onrmm)-1H- HN—4&
N S | (or, 4H), 3,50 (br, 2H), 3,14
mMpas3oa-3- 0
( / (s, 3H), 2,50 (br, 4H), 1,90 -
HWIT)MCTAHCYIb(POHA
1,94 (m, 4H)
MHT
N-(1-(4-Metun-4-
(meTun((2-
(mappoHHH-1- 5 8,02 - 8,05 (m, 2H), 7,08 -
w1)-6- o 7.09 (m, 1H), 7.02 (br, 1H),
(TpUGTOPMETHI)IH . )LN N 6,34 (d, J=2,7 T, 1H), 3,99 -
\
o1 PHIHH-3- FoC—¢ \ N7O ,‘QQ o | 402 (m, 2H), 3,69 - 3.74 (m, 445
WIT)METET)AMHHO)TH N= HN~S— | 2H), 3,62 (s 2H), 3,54 (br, |
N
nepuuH-1- O © 14H). 315 (s 3H), 2.11 (s
kapGoumm)-1H- 3H), 1,94 - 2,05 (m, 6H), 1,63
paso-3- - 1,65 (m, 2H), 1,12 (s, 3H)
HWI)METAHCYIb(POHA
MHT
N-(1-(4-(2-(3-Oxca-
8-
5 8,05 - 8,09 (m, 1H), 7,05-
azaburukio[3.2.1]o o) 720 (m, 1), 6,85 - 6.95 (
> nl? > > = b m)
KTaH-8-u)-4- FsC J\
ot " /O\l '\\l} 2H), 7.01 (s, 1H), 6,86 - 6,97
TpudropMeTUI) e N=
92 o) Q| (m. 1H). 6.35 - 6.38 (m, 1H), | 544.0
HOKCH)ITUTICPU IHH- N HN—-S—
S | 475 s, 1H), 3,85 - 4,10 (m,
1-xap6onmm)-1H- S Z
o 8H), 3,60 - 3,73 (m, 2H), 3,10
Mpas3o-3-
(s, 3H), 1,87 - 2,21 (m, 8H)
HIT)MCTAHCYTb(pOHA
MHT
N-(5-Xnop-2-
(Mertanon-ds) 6 8,11 - 8,14
(TpudropmeTnIT)OCH
o (m, 2H), 7,63 - 7,66 (m, 1H),
3HIT)-N-
H J 7.42 - 7.45 (m, 1H), 6,25 (d, J
((3aR,5r,6aS)-2-(3- CE N NN
3 N= o |=27Tw 1H).3.98-4.18 (m,
93 | (Merwicyb(oHAME i 564,1
N H HN—S— | 4H), 3,55 - 3,88 (m, 3H), 3,42
J0)-1H-nupazon-1- 0 I
omi) - 3,51 (m, 2H), 3,09 (s, 3H),
KapOGOHUIT)OKTATHIP
Cl OH 2,88 (br, 2H), 1,91 - 2,05 (m,
OILMKJIONICHTA[Clmup

POJI-5-U)TTHLIHH

4H)
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N-(1-(4-Metun-4-

(meTHa(2-

5 802 (d, J = 3.0 'y, 1H),
778 - 7,80 (m, 1H), 736 -
7,38 (m, 1H), 7,26 - 7,30 (m,

MopdomHo-4- o
P J 1H), 7,01 (br, 1H), 6,32 (d, J =
(TpudropmeTUIT)OCH N NTN
FsC N= 3,0 T, 1H), 3,86 - 3,92 (m,
94 | 3umamMuHO)IHMIEPH HN—d 559.6
S— | 6H), 3,65 - 3,77 (m, 4H), 3,14
JuH-1-KapOoHKIT)- N 0O
<\\> (s, 3H), 2,88 - 2,91 (m, 4H),
1H-mupason-3- o
2,01 - 2,12 (m, 3H), 1,97 -
WI)MCTAHCYIb(POHA
2,01 (m, 2H), 1,62 - 1,65 (m,
Mua
2H), 1,11 (br, 3H)
N2
(ITuppomuaun-1-
)m;p 5 8,03 - 8,08 (m, 1H), 7,10 -
I/U'I -()=
0 7,30 (m, 1H), 6,85 - 6,95 (m,
(rpudropMeTHIIIH | £ ~ )J\
N N7 NN 2H), 6,32 (s, 1H), 4,54 - 4,66
prz-3- | "
95 N o N 0] (m, 1H), 3,78 - 4,13 (m, 4H), | 503,1
HT)OKCH) THIICPUIH HN-§-.-
N 7 3,61 - 3,76 (m, 4H), 3,11 (s,
H-1-kapOoHmw)-1H- ¢ o}
3H), 2,02 - 2,17(m, 2H), 1,85
paso-3-
-2,01 (m, 6H)
HWI)METAHCYIb(POHA
MHI
N-(1-(4-(2-(1,3,4-
5 8,65 (s, 1H), 8,25 - 8,30 (m,
Oxcaauaso-2-mi)-
) o 1H), 8,12 - 8,15 (m, 1H), 7,71
-7.80 (m, 1H), 7,15 - 7,20 (m,
(tpudropMeTHm) e FsC N)J\N N
\ 2H), 6,30 - 6,34 (m, 1H), 4,95 | 523.1
96 HOKCH)IIHIICPH HH- o 0
HN=&4__ | -5.05 (m, 1H), 4,05 - 4,25 (m, | [M+Na]*
1-kapoonmm)-1H- N il
O\_ N o] 2H), 3,80 - 3,95 (m, 2H), 3,05
Mpas3o-3- =N
-3,35 (s, 3H), 1,88 - 2,35 (m,
HIT)MCTAHCYIb(pOHA
4H)
MHEA
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1-2-((Metun(4-
metui-1-(3-
(MeTHICY Th(hpOHAME

10)-1H-niupazon-1-

(Mertanon-ds) 6 8,05 (d, J =
2,7 T, 1H), 7,76 - 7.79 (m,
1H), 7,32 - 7.36 (m, 2H), 6,25

)J\N
KapOOHMT) TUTICPH T FC \N7©" I‘\l} (d,J=2,7Tu, 1H), 3,98 - 4,15
s -

— C >N _ m, 4H), 3,74 (br, 2H), 3,45 -
97 HN-§— | € ) (br, 2 5872
YT)AMHHO)METH)- N 3,47 (m, 1H), 3,24 - 3,29 (m,
5- ij 2H), 3,10 - 3,14 (m, SH), 2,26
(Tpudropmernm)Ppe 0 OH - 2,29 (m, 5H), 2,10 (br, 2H),
HUJT)HPPOTUAUH-3- 1.79 - 1,89 (m, 2H), 1,33 (s,

KapOoHOBasA 3H)
KHCJIOTA
58,02 - 8,05 (m, 3H), 7.74 (d,
N-(1-(4-2-(1H-
Thip sy 4 J=15Tu, 1H), 7,55 - 7,58
a30.1-1-0)-4 -
on ; j\ (m, 1H), 7,09 - 7,17 (m, 2H),
TpupTOpMETHI)(PE
PHATOP FaC N“ONT | 647 (& T=2.1Tu, 1H), 6,30
HOKCH)TTUIICPHIUH- !
98 0 N= (d,J=2,7Tu, 1H), 4,76 - 4,77 | 499,1
1-xap6ormn)-1H-
N o} (m, 1H), 3,87 - 3,91 (m, 2H),
nupasoa-3- °N
\ 7 / 3,63 - 3,70 (m, 2H), 3,12 (s,
HI)METaHCYIb(hOHA
3H), 2.01 - 2,11 (m, 2H), 1,89
MHA
-1,98 (m, 2H)
(2-((1-3-
(MeTucy abpoHam 0 6 8,05 - 8,08 (m, 1H), 6,98 -
wio0)-1H-mmpason- | FsC /O)LN N 7,05 (m, 1H), 6,90 - 6,95 (m,
|
1- [ 1 NQ 1H), 6,68 - 6,72 (m, 1H), 6,25
99 0 ) ¢ ) 506,2
KapOOHWIT) THIICPHT HN HN—-S— | (s, 1H), 4,80 - 4,86 (m, 1H),
MH-4-HT)OKCH)-5- L 371 - 4,11 (m, 6H), 3.11 (s,
(tpudpTopmeTin)de HO™ "0 3H), 1,86 - 2,18 (m, 4H)
HUJT)TTTHIHH
N-(1-(4-2-(2- (mameruncymbpokcua-ds) 6
OKConuppPOTHINH- 8,10(d,J=2,7Tn, 1H), 7,63 -
1-11)-4- j\ 7,66 (m, 2H), 7,40 (d, J = 9.3
(pugropsernmge | | 2C /O N I, 1H), 6,16 (d, J = 2.7 Tt
100 | HOKCH)NMNEPUIHH- o N 1H), 4,90 (br, 1H), 3,76 - 3,85 | 516,2

1-xap6onmm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

(m, 3H), 3,69 - 3,73 (m, 3H),
3,14 (s, 3H), 2,38 - 243 (m,
2H), 2,02 - 2,15 (m, 4H), 1,76
- 1,81 (m, 2H)
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N-(1-(4-(2-

5 803 (d, J = 3.0 'y, 1H),

(Mupposmmus-1- 7,58 - 7,61 (m, 2H), 7.34 (s,
KapGOHHT)-4- o j\ 1H), 7,04 (d, J = 8.4 I'n, 1H),
(Tpudropmerua) e 3 /O\l l\ll AN 6,30 (d, J = 3,0 I', 1H), 4,75 5521
101 | HOKCH)nMIEPHUIHH- 0 N= (br, 1H), 3,92 - 3,97 (m, 2H), M ,N "
+Na
1-kapGoHm)-1H- o O\\S,NH 3,76 - 3,83 (m, 2H), 3,63 -
mpason-3- C/ /0 | 3,67 (m, 2H), 3,23 - 328 (m,
WIT)MCTAHCYIb(POHA 2H), 3,12 (s, 3H), 1.85 - 2,08
MU (m, 8H)
2-((Metun(4-
G (Metanon-ds) 6 8,05 (d, J
meta-1-(3-
=27 T, 1H), 7,30 - 7,32 (m,
(eTmicy b pora Q 1H), 6,91 - 6,93 1H), 6,83
H 1 )J\ )7 b = > (m3 )7 2
Aoy Timpasor-i- \ NTNTN (s. 1H), 624 (d, J = 2,7 I'n
kapborummumnepuy | FaC N N= o T ’ o
102 \ Hh—d__ | 1H). 4.28 (br, 2H). 3.98 (br, | 547.2
I/II{_ -
HN\>: O | 2H). 3.82 (s, 2H), 3.48 - 3.52
WJ1)aMHHO )METHUIT)- o o). 3.13
s HO (m, 2H), 3,13 (s, 3H), 2,27 (s,
—— 3H), 2,10 - 2,15 (m, 2H), 1,87
I -1,92 (m, 2H), 1,33 (s, 3H)
N-(4-Metun-1-(3-
(MeTiICy T oRaMI 6798 (d, J =27 I', 1H),
0)-1H znpasonl o 7,35 - 7,38 (m, 1H), 7,23 -
S — o=( SN \ 7.25 (m, 2H), 7,17 (br, 1H),
\ —
103 | vorcdons) N-C2- F\C N N=( o 6,27 (d, = 2,7 T, 1H), 4,53 | 593.3
HN=S— | (s, 2H), 4.20 - 424 (m, 2H), | [M+Na]*
(muppomuauH-1- N 0
- O 3,15 - 3,30 (m, 6H), 3,07 (s,
I/L]'I [va
3H), 2,00 - 2,19 (m, 11H),
(TpudropMeTHIT)OCH 154 (s, 3H)
> S)
3HT)auCTAMHE/T
N2
I'mapokcunaneTHI)I 68,02 (d, J =27 I';, 1H),
unepasun-1-mm)-4- o 778 - 7,81 (m, 1H), 7,27 -
(TpudropMeTHIT)OCH \ )J\N N 7,42 (m, 2H) , 6,32 (d, ] =2,7
|
3WT)(METHIT)aMHHO)- FsC\Q\/’ﬁO NQ o |Tu 1H), 424 (s. 2H). 3.76 -
104 | 4- \ HN‘C,S;‘ 3,90 (m, 6H), 3,68 (br, 2H), | 616.6
METHITHIICPHINH- <\\> 3,45 (br, 2H), 3,13 (s, 3H),

1-xap6onmm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(OHA

MU

2,94 (br, 4H), 2,11 (s, 3H),
1,97 - 2,01 (m, 2H), 1,63 -
1,67 (m, 2H), 1,12 (s, 3H)
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4-(2-((8-(3-
Arneramumo-1H-
mpaso-1-

KapOoumm)-1,8-

(Mertanrona-ds) 6 8,05 (s, 1H),
735, J=281Tu, 1H), 7.10
(s, 1H), 6,97 - 7,00 (m, 1H),
6,81 (s, 1H), 4,73 - 4,76 (m,

105 2H), 4,11 - 4,15 (m, 4H), 3,07 | 518.5
amazacnupo[4.5]aek
-3.30 (m, 4H), 2,38 - 2,43 (m,
aH-1-wrMeTnm)-5- N
N= 2H), 2,22 - 2,27 (m, 4H), 2,02
xIoppeHOKCH)OyTa O
HN~< -2.18 (m, 7H), 1,80 - 1,87 (m,
HOBAs KHCJIOTA
2H)
4-2-((4-(3- 0 (Metanon-ds) & 8,03 - 8,04
Auetamuzo-1H- Cl (\NJ\N A (m, 1H), 7.29 (d, J = 8.1 Tt
)
mpaso-1- N\) NQ o | 1. 6,93 -7.02 (m, 2H), 6,79
106 | xapGomum)munepasu o HN‘< (s, 1H), 3,93 - 4,08 (m, 2H), | 464.4
H-1-un)meTun)-5- 3,76 (br, 4H), 3,68 - 3,76 (m,
xjop(peHOKCH)OyTa 2H), 2,77 - 2,78 (m, 4H), 2.41
HOBas KHCJIOTA 0~ OH -2.,46 (m, 2H), 2,12 (br, SH)
N-(1-(4-((5-@rop-
P 5 8,54 (s, 1H), 8,06 (s, 1H),
1H-unmon-2- R
o 7.27 (s, 1H), 7.23 — 7.18 (m,
WI)METHI)THICPA3H )J\
(\N NN\ 1H), 6,97 — 6,86 (m, 1H), 6,35
107 | 8-1-xapGoumn)-1H- | N\) N= 421,2
\ N Q| (s, 2H), 3,87 (s, 4H), 3,72 (s,
a3071-3- H —g—
P HN=S7 | 21). 3.14 (s, 3H). 2,65 — 2.51
HWI)METAHCYIb(POHA o}
(m, 4H)
MHEA
Q-((4-(3- o (Metaron-ds) & 8,09 (s, 1H),
Anetamuzo-1H- Cl (\NJ\N N 6,92 - 7,01 (m, 1H), 6,76 -
i
mpaso-1- N NQ 6,88 (m, 1H), 6,48 - 6,68 (m, | 457.3
KapOOHHT)TUTICPAsH HN HN~< 2H), 3,82 - 4,01 (m, 6H), 3,64 | [M+Na]*
H-1-H1)MeTHT)-5- l[\ (s, 2H), 2,52 (bs, 4H), 2,11 (s,
XJTOP(CHIT )T THITHH HO™ O 3H)
N-(1-(4-(3-(4-
5808 (d, J = 2,8 I'm, 1H),
OropnunepuauH-1-
14 7,56 (d, J=8,8 T, 1H), 6,72 -
I/L]'I va
ot " j\ 6,87 (m, 3H), 6,34 (d,J =28
TpudTopMeTHI) e FsC
prToP ¥ NN Tw, 1H), 4,74 — 4,95 (m, 1H), | 5563
109 | soxcw)nmunepuus- N={ o
N 0 K| 4.65-472 (m, 1H), 3,93 (br, | [M+Na]*
1-xapGonun)-1H- HN=-S—
F o) 4H), 3.48 (s, 3H), 3,12 - 3,06

Mpas3o-3-
WI)METaHCYIb(oHa

MU

(m, 2H), 2,83 - 2,89 (m, 2H),
1,90 - 2,18 (m, 8H)
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5 807 (d, J = 2.8 I', 1H),

N-(1-(4-(3-
747, J =88 ', 1H), 7,15
(LIMKI0NICHTHIIOKCH
i (s, 1H), 6,53 (s, 1H), 6.46 -
9 6.49 (m, 1H), 6,34 (d, J = 2.8
(tpudropmernm) e FsC M
N7 NN I'm, 1H) 4.82 - 4,85 (m, 1H), | 539.2
110 | sHoxcH)nunepuHuH- N=/ o
0 0 iod | 465 - 4,69 (m, 1H), 3,89 - | [M+Na]*
1-xapGonum)-1H- S
O |3.,97 (m, 4H), 3,17 (s, 3H),
mMpas3oa-3-
2,05 - 2,17 (m, 2H), 1,82 -
WI)MCTAHCYIb(POHA
2,01 (m, 8H), 1,64 - 1,70 (m,
Mua
2H)
6 804 (d, J =27 'y, 1H),
N-(1-(4-(4-Xm0p-3-
7.29 (s, 1H), 6,94 - 6,96 (m,
(IMKTOTICHTHIIOKCH)
o 2H), 6.80 (d, J = 8,1 I'u, 1H),
OCH3WI)TUIECPa3HH- cl Py
NN 6,32 (d,J=2,7 T, 1H), 4,82 -
111 | 1-xapGonmm)-1H- NS N o 4822
o i 4,83 (m, 1H), 3,84 (br, 4H),
mHpason-3- 8§
e} 3,50 (br, 2H), 3,13 (s, 3H),
HWI)METAHCYIb(POHA
2,52 (br, 4H), 1,80 - 1,89 (m,
MHI
6H), 1,63 - 1,65 (m, 2H)
N-(1-(5-(3- 5 8,14 (d, J = 2,7 Ty, 1H),
(TpudropMeTHT)Ge )OL 779 (br, 1H), 7,40 - 7,57 (m,
H3HIT)OKTAMHIPOTIHD /@ /ﬁ“ NN} 4H), 6.88 (d, ] = 2.7 Ty, 1H),

112 | poro[3.4-clmmppor- | ¢ N HN‘{ 4,00 - 4,03 (m, 2H), 3,76 - | 4222
2-kapGom)-1H- O | 3,80 (m, 2H), 3,65 (s, 2H),
mMpaso-3- 2,88 (br, 2H), 2,52 - 2,67 (m,
HI)aleTaMu 4H), 2,18 (s, 3H)

5814 (d, J = 2,7 T, 1H),
N-(1-(5-(3-

7,90 (br, 1H), 732 (1, J = 7.8
(Tpudropmeroxcn)

I'w, 1H), 7,19 - 7,25 (m, 2H),
OCH3IT)OKTATHAPOT 0

PI] 7,10 (d, J = 8,1 'y, 1H), 6,88

uppomo[3,4- N™ N7

113 | ) . /@\/N N= (d,J=2,7Tw, 1H), 4,02 - 4,04 | 4384
C|IT 0JI-2- 3Ly

PP 0 HN‘{ (m, 2H), 3,75 - 3,78 (m, 2H),
kapOoumm)-1H- 0
3,61 (s, 2H), 2,87 (br, 2H),
Mpas3o-3-
2,52 - 2,64 (m, 4H), 2,18 (s,
HI)aleTaMu

3H)
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N-(1-(5-(3-

6816 (d, J =27 I', 1H),

(Tpudropmernmbde
) ° 7.49 - 7,56 (m, 3H), 7.42 (t,J
H3HJT)OKTAruaAPOIHUpP
AL =75Tu, 1H), 6,31 (d,J =2.7
pomo|3,4-c|muppo- N™ N7
114 O\/ N= o |Tmw 1H), 4,04 (br, 2H), 3,75 - | 458.2
2-xapboHum)-1H- F.C N 17
3 HN=S— | 379 (m, 2H). 3,65 (s. 2H).
mMpas3oa-3- 0]
3,13 (s, 3H), 2,90 (br, 2H),
HWIT)MCTAHCYIb(POHA
2,54 - 2,66 (m, 4H)
MH
N-(1-(5-(3-
(TpudropmeTokcu) 6 8,15 - 8,16 (m, 1H), 7,31 (t,
OCH3IWT)OKTaruApPOI o J=78Tu, 1H), 7,18 - 7.24
uppouo[3.4- \ )LN \ (m, 2H), 7,09 (d, J = 8.1 T,
115 | c]muppor-2- . /©\/N§/ NQ o | 1H).6.28-6.29 (m, 1H), 4,03 | 474,1
3N 1t
xap6oxm)-1H- HN=S— | (br, 2H), 3.75 - 3,79 (m, 2H),
paso-3- 3,62 (s, 2H), 3.13 (s, 3H), 2,89
HWI)METAHCYIb(POHA (br, 2H), 2,53 - 2,66 (m, 4H)
MH]
N-(1-(4-(3(1,3 4-
Oxcanuazon-2-um)- 6 8,62 (s, 1H), 8,05 - 8,07 (m,
4- o 2H), 7.86 (d, J = 8,0 I'm, 1H),
(tpugropMeTHmGer |  FiC J 7,71 (d, J = 8.0 T, 1H), 7.43
p 3 (\N I\\l A ) 522
116 | suwnnunepasun-1- o N N={ o |Obr1H). 632 J=28Tn VENal-
| +Na
xapGormn)-1H- <}r{\j HN-§~ 1H), 3,87 (br, 4H), 3,68 (s,
HpasoI-3- o 2H), 3,16 (s, 3H), 2,58 (1, J =
HIT)MCTAHCYIb(pOHA 48T, 4H)
MHT
(S)-N-(1-(4-(4- 5 8,05 (d, J = 2.8 'y, 1H),
Xop-3-(3- 7.27 - 7,28 (m, 1H), 6,91 (br,
droprppomHIHH- o 1H), 6,79 - 6,81 (m, 1H), 6,32
L cl (\NJ\N N (d.T=2.8 T, 1H), 5.26 - 5.42
|
117 | un)bensumnunepas N@\/N\) N= o (m, 1H), 3,87 - 4,06 (m, 5H), | 4854
1
HH-1-KapOOHIT)- Q HN‘§‘ 3,64 - 3,70 (m, 1H), 3.45 -

1H-mapazon-3-
HIT)MCTAHCYIb(POHA

MU

3,55 (m, 3H), 3,32 - 3.37 (m,
1H), 3,14 (s, 3H), 2,56 (br,
4H), 2,10 - 2,32 (m, 2H)
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4-(((3R,4S)-1-(3-
Aneramuno-1H-

5805 (d, J = 2.8 'y, 1H),
7,84 (br, 1H), 7.60 (d, J = 8.4
Tw 1H), 7.30 (s, 1H), 7.15 -

a3o.-1- CF3 O
P L 7,19 (m, 1H), 6,92 (d, J = 2.8
KapOoOHMT)-3- HyN N™ "N\
118 = Ty, 1H), 5,83 (br, 2H), 4,72 - | 458.4
(roprunepunuH-4- o) o)
HN 4,98 (m, 2H), 4,25 - 4,34 (m,
F
HT)OKCH)-2 -
1H), 3,95 - 4,17 (m, 2H), 3,79
(TpudropmeTUI)OCH
-3,83 (m, 1H), 2,20 - 2,27 (m,
3aMH1
4H), 1,97 - 2,05 (m, 1H)
(5)-N-(1-(4-(3-(3-
6 8,04 (d, J = 3,0 I'm, 1H),
OTOPIUPPOTHINH-
754 (d, J=81Tu, 1H), 7,02
1-um)-4- 0
I (s, 1H), 6,90 (d, J = 8,1 T’y
(tpu¢TopMeTHIT)OEH FsC (\N NN
. 1H), 6,31 (d, J = 3,0 Ty, 1H),
119 | sumnunepasun-1- N N\) N={ o 5192
H-d_ | 5.22 - 542 (m. 1H), 381 -
KkapOoHmwT)-1H- i
g O | 3.85 (m. 4H), 3.31 - 3.74 (m,
mpaso-3-
6H), 3,13 (s, 3H), 2,54 (br,
HWI)METAHCYIb(POHA
4H), 2,05 - 2,33 (m, 2H)
MH]T
RN-(1-4-GG-
5804 (d, J =27 I'n, 1H),
OTOPIUPPOTHINH-
o 7.53 - 7.56 (m, 1H), 7,03 (br,
_I/IJ'I - -
j\ 1H). 6.89 - 6,91 (m, 1H). 6.32
(TpuTopMeTHIT)OEH FsC (\N NN
. (d,J=27Tw 1H), 5,22 - 5,42
120 | sumnunepasun-1- N N\) N={ o 5195
C, H—d__ | (m. TH), 3.82 - 3.87 (m, 4H),
kapOomm)-1H- \ P
g 3,31 - 3,74 (m, 6H), 3,13 (s,
Mpas30-3-
3H), 2,56 (br, 4H), 2,05 - 2,33
HIT)MCTAHCYIb(pOHA
(m, 2H)
MHJT
N-(1-(5-(4~ 5 816 (d, J = 2.8 Iy, 1H),
([uppouaus-1- 7,84 (br, 1H), 7.46 - 7,49 (m,
wwn)-2- o 1H), 6,89 (s, 1H), 6,76 (s, d, J
(TpudropMeTHIT)OCH C’\“ N J\N N =28Tn, 1H), 6,64 - 6,67 (m,
121 | sun)oxTaruapomupp \QV n’:&l N= o | TH. 4.11 (bor. 2H), 3.72 - 3,74 | 4915
o1o[3.4-c]mmppo- HN‘< (m, 2H), 3.67 (s, 2H), 3.29 -

2-xkapbonmm)-1H-
Mpas3o-3-

HI)aleTaMu

3,33 (m, 4H), 2,87 (br, 2H),
2,57 - 2,64 (m, 4H), 2,20 (s,
3H), 2,01 - 2,07 (m, 4H)
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(R)=-N-(1-(4-(4-

5 804 (d, J =27 I'y, 1H),
724 - 726 (m, 1H), 6,89 (br,

Xop-3-(3-
0 P 1H), 6,76 - 6,80 (m, 1H), 6,32
TOPIL OJIUIUH-
1 PIIPP N j\ (d,J7=2.7Tu, 1H), 522 - 5.41
(\N NN (m, 1H), 4,01 - 4,07 (m, 1H),
122 | un)Oensumnunepas N N\) N=( o 4854
1 - -
I C, -G | 370 - 3.95 (m. 4H), 361
" X E O |3,68 (m, 1H), 3,42 - 3,55 (m,
-nMpasoa-3-
) P 0 3H), 3,30 - 3,36 (m, 1H), 3,13
HI)MCTAHCYJIB(POHA
Y (s, 3H), 2,54 (br, 4H), 2,01 -
MH]T
2,31 (m, 2H)
4-((4-(3- (Mertanoa-ds) 6 8,05 (d, J =
Aneramuzo-1H- o oF o 2.8 T, 1H), 7.79 (s, 1H), 7,70
3
mpason-1- N (\N )J\N N (d,J=76Tu, 1H), 7,57 (d, ]

123 | xapGouum)munepasu 2 N\) NQ ° =80T, 1H), 6,81 (d,J=2,8 | 4394
H-1-mm)Metn)-2- HN~< T'w, 1H), 3,89 (s, 4H), 3,70 (s,
(Tpu(pTopmMeTHI)OCH 2H), 2,57 - 2,59 (m, 4H), 2.13
3aMHEL (s, 3H)

4-((5-(3-
An H (Metanon-ds) 6 8,14 (d, J =
cramuno-1H-
) 2,8 T'm, 1H), 7,73 (s, 1H), 7,66
a3071-1-
P o (d, =80T 1H), 7.54 (d, J
KapOOHHUIT)IEKCATH O  CF; I
N7 NN =7,6T 1H), 6,82 (d, J =2.8
124 | pommppomno[3,4- HoN N o | ro 1, 3.91 - 3.99 (@ 4m) 465,5
N u) b > = b m) b
c]mappoa-2(1H)- HN*(
) - 3,72 (s, 2H), 2,94 - 2,95 (m,
HI)MCTHII)-L-
2H), 2,69 - 2,71 (m, 2H), 2,55
(rprropueTmer 2,57 (m, 2H), 2,14 (s, 3H)
gaMm > > > “s >
(B3 (Mertanon-ds) 6 8,02 (d, J =
A . 2.8 T, 1H), 7.77 (s, 1H), 7,68
eramuao-1H-
: Nl (d, 7 =80T, 1H), 7.56 (d, J
a3071-1- 2 CF
HHP6 28 ® 0 =80T 1H), 6,80 (d, ] =2.8
KapOOHIT)-2,8-
125 | P T'w, 1H), 3,80 - 3,84 (m, 2H), | 493,5

auazacnupo[4.5]aex
aH-2-un)METUN)-2-
(TpudropmeTnIT)OCH

3aMHE,

3,69 - 3,71 (m, 4H), 2,67 -
271 (m, 2H), 2,52 (s, 2H),
2,14 (s, 3H), 1,76 - 1,80 (m,
2H), 1,68 - 1,73 (m, 4H)
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4-((7-(3-
Aneramuno-1H-
mpaso-1-
KapOoHm)-2,7-

(Mertanon-ds) 6 801 (d, J =
3,0 T, 1H), 7,73 (s, 1H) 7,64
d,J=78Tu, 1H), 7,56 (d, J

126 e =78Tw, 1H), 6,80 (d, ] =2.7 | 479.5
mquazacupo[3.5]Ho
) I/I)p )2 I'm, 1H), 3,72 - 3,81 (m, 6H),
HAH-Z-HJI)MCTHII)-2-
3,20 (s, 4H), 2,14 (s, 3H), 1,89
(TpuropmeTHIT)OCH 1,92 (m, 4E0)
SaMI/Iﬂ > e
N4 5801 (d, J = 2,7 T, 1H),
7,72 (br, 1H), 7.60 (s, 1H),
(Tpdropverimoe j\ 7,52 - 7,54 (m, 2H), 7.42
H3WJT)HIePasuH-1- (\ N™ NN ’ ’ T
127 o 1H N \) N 7.47 (m, 1H), 6,87 (d, J = 2,7 | 396.5
KapOOHUII)-11- F.C 0
P X * HN~< T, 1H), 3,85 (br, 4H), 3,59
a3071-3-
P (s, 2H), 2,51 - 2,54 (m, 4H),
HI)aleTaMug 217 (s, 3HD)
X S?
N-(1-(4-(3 6 801 (d, J =27 I', 1H),
777 (or, 1H), 7.32 - 7.38 (m,
(TpugTopMeTOKCH) 0
AL 1H), 7,23 - 7,24 (m, 1H), 7,11
OCH3WIT) TUTICPA3HH- (\ N l\ll A\ ~
128 xapGorn)-1H- FiCog NS N= o -7.14 (m, 1H), 6,87 (d,J=2.7 | 4125
X HN~< Iy, 1H), 3,86 (br, 4H), 3,56
a3071-3-
P (s, 2H), 2,51 - 2,54 (m, 4H),
HI)alcTaMu 217 (s, 35D
b S)
N(1(4-2 3 6 801 (d, J =27 I', 1H),
-(1-(4-(2-meTHn-3-
7,70 (br, 1H), 7,56 - 7,61 (m,
(TpudTopmeTnIT)OCH o
P 1H), 7.43 - 7.45 (m, 1H), 7.21
3UI)IUNCpa3us-1- N™ NTN\
129 Soma)- 111 N = =724 (m, 1H), 6,88 (d, ] =2,7 | 410,5
KapGouum)-1H- 0
P X FoC HN~< Tw 1H), 3,82 (br, 4H), 3,55
a3071-3-
P (br, 2H), 2,49 - 2,53 (m, 7H),
HI)aleTaMHu 2.18 (s, 3D
> S)
4-(((1-3-
An H (Mertanon-ds) 6 8,02 (d, J =
eramuno-1H-
. 2.8Tu, 1H), 7,74 (s, 1H), 7.70
a3071-1-
P (d,J=8,0Tm, 1H), 7,54 (d, ]
KapOOHMT)-4- 0
F.C PR =80T 1H),6,79 (d,J =2.8
MCTHIMTUATICPUAHH- ) \ N™ N7\
130 ) )\Q\/N = o | T 1HD, 3.85 - 3,91 (m, 2H), | 4815
- HoN
y ) ) z HN~< 3,79 - 3,82 (m, 2H), 3,72 (s,
HIT)(METHIT)AMHHO )M
2 2H), 2,11 - 2,12 (m, 6H), 2,01
eTHI)-2-
-2,05 (m, 2H), 1,63 - 1,70 (m,
(TpudropMeTHIT)OCH 2D, 1,12 (s, 3HD)
SaMI/Iﬂ > s >
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N-(1-(4-((3-Metu-

5 802 (d, J = 2.7 I'y, 1H),
7,74 (br, 1H), 7,57 - 7.60 (m,

[1,1'-6udpernn]-4- O
Py 2H), 7,41 - 7,46 (m, 3H), 7,26
HI)METUN)IUTICPA3U N™ "N\
131 N N= -7.38 (m, 3H), 6,89 (d, J=2,7 | 418,5
H-1-kap6onrmm)-1H- 0
HN~< I'm, 1H), 3,84 (br, 4H), 3,57
Mpas3oa-3-
(br, 2H), 2,58 (br, 4H), 2,44
HI)alcTaMug
(s. 3H), 2,18 (s, 3H)
1-(3-(((1-3-
Arneramumo-1H-
(Metanon-ds) & 8,02 (d, J =
mpasoa-1-
2,7Tu, 1H), 7,71 (s, 1H), 7,56
KapOOHMT)-4- OH
o (s, 1H), 7,52 (s, 1H), 6,79 (d, J
METHIITHIICPH THH- )J\
Y N™ N7\ =2,7Tu, 1H), 3,83 - 3,92 (m,
4- ,‘\j\ 5722
132 O | 4H), 3,78 (s, 2H), 2,66 - 2,70
WI)(METUIT)aMHHO )M HN~< [M+Na]*
FaC (m, 2H), 2,20 (s, 3H), 2,12 (s,
CTHI)-5-
3H), 2,02 - 2,07 (m, 2H), 1,83
(tpudropmermn) e
- 1,89 (m, 2H), 1,68 - 1,76 (m,
HILUT) LIHKJIOTICHTAH-
6H), 1,18 (s, 3H)
1-xapGoHOBas
KHCIIOTa
6 805 (d,J =28 Tu 1H),
N-(1-((3R)-4-(4-
7,12 - 7,29 (m, 1H), 7,03 (br,
Xnop-3-
1H), 6,90 - 6,95 (m, 2H), 6,32
(reTparuapo-1H-
dypo[3.4-<] o (d, J =28 T'u, 1H), 4,17 (br,
0|3.4-c]muppo-
P PP cl PR 2H), 3,96 - 4,02 (m, 3H), 3,68
5(3H)-nm)GeH3m)- (NN
133 N\‘) N= - 3,71 (m, 2H), 3,42 (br, 1H), | 523,5
1

3-METHINHIICPA3HH-
1-xap6onmm)-1H-
Mpas30-3-
HIT)MCTAHCYTb(pOHA

MU

331 - 3,35 (m, 2H), 3,15 -
3,20 (m, 7H), 2,98 - 3,03 (m,
2H), 2,74 - 2,77 (m, 1H), 2,61
(br, 1H), 2,21 - 2.25 (m, 1H),
1,19 (d,J =52 T'y, 3H)
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N-(1-((3R,45)-3-
DOrop-4-(3-(4-
(roprmnepunuH-1-

un)-4-

5807 (d, J = 2.8 Ty, 1H),
7,55 (d, J= 8.9 I'y, 1H), 7,03
(br, 1H), 6,88 - 6,95 (m, 1H),
6,70 - 6,81 (m, 1H), 6,33 (d, J
=28 Ty, 1H), 4.86 - 5,05 (m,

134 (tpudTopmeTHI) e FsC:@\ NJ\T&Q ) 1H), 4,60 - 4.86 (m, 2H), 4,30 ss10
HOKCH)TUIICPUAHH- /O\‘ o HN-S— |~ 4,50 (m, 1H), 3,87 - 4,16 (m, |
1-kap6onm)-1H- F i 5 | 2H), 3,62 - 3,79 (m, 1H), 3,17
mpaso-3- (s, 3H). 3,00 - 3,13 (m, 2H),
WI)MCTAHCYIb(OHA 2,77 - 290 (m, 2H), 2.15 -

MHT 2,32 (m, 1H), 1,89 - 2,15 (m,
5H)

N-(1-((25)-4-(4- 5 805 (4 J = 2.8 T, 1H),

Xrop-3- 728 (s, 1H), 6,89 - 7.01 (m,

(tetparuapo-1H- 3H), 6,32 (d, J = 2.8 T', 1H),

¢ypol3,4-c|lmuppon- o j\ 4,71 (br, 1H), 4,35 - 4,38 (m,

5(3H)-n1)GeH3mI)- j@y NN 1H), 4,01 - 4,04 (m, 2H), 3,69

135 2-MeTHIIHIICPA3HE- @\1 AN N:‘Nhg__ -3,71 (m, 2H), 3,28 - 3,55 (m, 3232
1-kap6oHmn)-1H- o 6 | 5H), 3,15 -3.27 (m, 5H), 2,88
mpasoI-3- - 2,99 (m, 3H), 2,70 (br, 1H),
HIT)MCTAHCYIb(pOHA 2,25 (br, 2H), 1,47 (d, T =52
MHT I'm, 3H)

5 803 (4 J = 2,7 T, 1H),
730 (d, J = 8,1 'y, 1H), 7,07
(O-N-(l-(A-43- (s. TH). 693 (d. J = 8.1 Tt
Xop=3-(4- 1H). 6.86 (br, 1H). 630 (d. J =
(broprumepi-1- 0 2.7 T, 1H). 4.90 - 4.94 (m,
H)Oensi)-2- C't@y (\NJ\N A 1H). 4.67 - 4.78 (m, 1H), 431

136 | mMetwinmunepasun-1- \ N\)\ NQ o 5134

KapOoHmwm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

- 436 (m, 1H), 3,32 - 3,56 (m,
3H), 3.12 - 3,17 (m, 5H), 2,98
- 3,04 (m, 2H), 2,83 - 2,90 (m,
1H), 2.62 - 2,66 (m, 1H), 2.05
2,25 (m, 6H), 1,49 (d, T =6.9
Iy, 3H)
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N-(1-((2R)-4-(4-
Xnop-3-
(tetparuapo-1H-
¢ypo[3.4-c]muppo-
5(3H)-um)6eH3mm)-

5 805 (d, J = 2.8 T, 1H),
7,30 (s, 1H), 7.01 (s, 1H), 6,91
- 6,92 (m, 1H), 6,83 (br, 1H),
6,32 (d. J = 2.8 T, 1H), 4.69
(br, 1H), 4,34 - 4,37 (m, 1H),
4,00 - 4,04 (m, 2H), 3.68 -

137 SS—— " 0 3,71 (m, 2H), 3,54 - 3,57 (m, | 523.5
R O§/ HN‘(,SS~ 1H), 3,39 - 3,50 (m, 1H), 3,28
I -3,37 (m, 3H), 3,14 - 3,26 (m,

5H), 2,99 (br, 2H), 2,86 - 2,88
WI)MCTAHCYIb(OHA (m. 1H). 2.6 - 2.69 (m. 1H).
. 2,22 -227 (m, 2H), 1,47 d, J

=6 Ty, 3H)

5 804 (d. J = 2,7 Tu, 1H).
(R)-N-(1-(4-(4- 7,30 (d, J=7.8 T, 1H), 6,92 -
Xrop-3-(4- 7,02 (m, 3H), 6,30 (d, J = 2,7
(roprunepuauH-1- o I'm, 1H), 4,75 - 4,94 (m, 1H),
WI)GEH3H)-3 - cl NJLN \ 4,15 - 4,18 (m, 2H), 3,94 -

138 | Metwimunepasun-1- N N= 0 3,98 (m, 1H), 3,37 - 3,44 (m, | 513,0
xapGorm)-1H- - /Q HN‘§- 1H), 3,13 - 3,25 (m, 7H), 2,98
Hpaso-3- -3,04 (m, 2H), 2,72 - 2,75 (m,
HIT)MCTAHCYIb(pOHA 1H), 2,59 (br, 1H), 2,01 - 2,25
MHT (m, 5H), 1,18 (d, ] = 63 Tt

3H)

(Metaron-dy) 57,97 - 8,09 (d,

J=2.7Tu, 1H), 7.27-7.39 (d,
(R)-N-(1-(4-(1-(4- J=8,1Tx, 1H), 7,08 - 7,18 (d,
Xnop-3-(4- J=18Tu, 1H), 6,92 - 7,05 (d,
¢ropuunepuauH-1- o J=8,1Tn, 1H), 6,17 - 6,31 (d,
WT) (DCHILT) 3T TTHIT cl (\NJ\N N J =27 Tu, 1H), 4,67 - 495

139 | epasun-1- N@V_N\) NQ 0 (m, 1H), 3,70 - 3,90 (br, 4H), | 5129
xapGoHm)-1H- . /O : HN‘&S,)— 3.43 - 3,57 (m, 1H), 3,05 -

Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

3,23 (m, 5H), 2,92 - 3,03 (m,
2H), 2,58 - 2,72 (m, 2H), 2.41
-2,58 (m, 2H), 1,89 - 2,20 (m,
4H),1,33-148(d,J=69Tw,
3H)
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N-(1-(5-(4-Xn0p-3-
(tetparuapo-1H-

¢ypo[3.4-c|muppon-
53H)-

5817 d, J = 2.8 I'n, 1H),
725 (s, 1H), 7,04 (br, 1H),
6,84 - 6,88 (m, 1H), 6,36 (d, J

HT)OCH3UIT)OKTATH T ol N)Ol\,\l‘ N =28 I'm, 1H), 4,11 (br, 2H),

140 | pormppouo[3.4- j@VN’ﬁ NQ o (3,93 -3,96 (m 2H). 3.71 - | 535.5
c]muppo-2- OlﬁN "N 374 (. 4m), 357 (or, 28,
Kkap6oHm)-1H- 3,41 (br, 2H), 3.13 (s, 3H),
Hpaso-3- 2,82 - 3,07 (m, 6H), 2,56 -
WI)MCTAHCYIb(OHA 2,61 (m, 4H)

MHEJ

68,04 (s, 1H), 7,56 (d, ] = 8.1
N-(1-(4-(3-(4- Tw, 1H), 7.33 (s, 1H), 7,18 (d,
OroprunepuauH-1- J=28,1Tn, 1H), 6,99 (br, 1H),
wm)-4- 6,30 (s, 1H), 4,68 - 5,00 (m,
(tpudropMeTHI)OCH 0 1H), 4,08 - 4,35 (m, 2H), 4,02
317)-3- F3C:©\/ (\NJ\I\‘J N\ (m, 1H), 3.35 - 3,55 (m. 1H).

141 N N=( o 547,0
MeTHIMHIEpa3HH-1- /ON j) oD [ 319 - 334 (m, 2H), 3,14 s
KkapGoHIT)-1H- F O | 3H), 3,00 - 3,12 (m, 2H), 2,78
mpasoI-3- -2,93 (m, 2H), 2,68 - 2,78 (m,
HIT)MCTAHCYIb(pOHA 1H), 2,62 (m, 1H), 2,16 - 2,35
M (m, 1H), 1,90 - 2,16 (m, 4H),

1,08 - 1,27 (m, 3H)

5 805 (d, J = 2,7 Ty, 1H),
(R)-N-(1-(4-(4- 732 (d, J =78 I'n, 1H), 7,09
Xt0p-3-(4- (s, 1H), 695 (d, J = 6,6 T,
¢ropuunepuauH-1- o 2H), 6,32 (d, J = 2,7 T'u, 1H),
Y1) H3HN)-2- cl N JLN \ 4,76 - 4,96 (m, 1H), 4,70 (br,

142 | mMetuinunepasuu-1- Njg\/N\)"”' &'Q 0 1H), 4,34 - 438 (m, 1H), 3,35 | 5134
xapGomm)-1H- . /O HN=S— | . 3,59 (m, 3H), 3,16 - 3,21 (m,

Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

5H), 2,98 - 3,08 (m, 2H), 2,85
-2,89 (m, 1H), 2,65 - 2,68 (m,
1H), 2,02 - 2,27 (m, 6H), 1,46
(d, 7= 6,6 T, 3H)
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N-(1{((S)-4-(4-
Xnop-3-
(teTparuapo-1H-
¢ypo[3.4-c]muppo-

5 804 (d, J =27 I'y, 1H),
7,26 - 7,28 (m, 1H), 7.06 (br,
1H), 6,87 - 6,94 (m, 2H), 6,30
(d, J =27 Ty, 1H), 4,15 (br,

(0]
143 5GH)-un)6eH3mN)- cl (\ )J\ 2H), 3,96 - 3,99 (m, 3H), 3,65 233
N7 NN >
3-METHIIHTICPA3HH- Q\/N \) ,‘\IQ o - 3,69 (m, 2H), 3.42 (br, 1H),
N .
1-kapGormm)-1H- & : HN~S— | 3.14 - 3,36 (m. 9H). 2.9 (br.
O
TmHpazo-3- 2H), 2,74 (br, 1H), 2.61 (br,
WI)MCTAHCYIb(POHA 1H), 2,23 (br, 1H), 1,19 (br,
MH], 3H)
N-(1-(4-(3,5- 5802 (4 J = 2,7 T, 1H),
Tuxi0pGeR3H) I ¢l j\ 7.68 - 7.73 (m. 1H). 7.38 -
epasms-1- NN 7.40 (m, 2H), 6,88 (d, ] = 2.7
144 N \) N= 396,1
xap6oxm)-1H- Cl HN\( Tu, 1H), 3,87 - 4,00 (m, 4H), |
TmHpazon-3- L | 3.39 - 3.64 (m, 2H), 2,40 -
HI)aleTaMug 2,71 (m, 4H), 2,18 (s, 3H)
N-(1(5-(3-X10p-5- 5814 (4, J = 27 T, 1H),
(propOeH3MIT)OKTarH o 7,71 (br, 1H), 7,10 (s, 1H),
AporHppoo[3,4- F N)LN N 6,91 - 6,99 (m, 2H), 6,87 (d, J
145 | clmuppon-2- /©\/N§/ M= =27 ', 1H). 4.03 (br, 2H), | 406.1
Kkap6oHIT)-1H- cl HNj( 3,77 - 3,81 (m, 2H), 3,55 (s,
mHpazo-3- O | 21). 2.88 (br, 2H), 2.54 - 2.63
WT)aLeTaMI (m, 4H), 2,18 (s, 3H)
N-(1-(5-(3-X10p-5- 5 8.14 (4 J = 2.7 T, 1H),
(TpudTopMeTHIT)OCH o 7,71 (br, 1H), 7,47 - 7,53 (m,
3HT)OKTATHAPOTHPP ¢l y )LN N 3H), 6,88 (d, J = 2,7 I', 1H),
146 | omo[3.4-c]mHppos- /@VN/&/ NQ 4,02 (br, 2H), 3,79 - 3.83 (m, | 456,1
2-kap6ormn)-1H- FsC HN~< 2H), 3,64 (s, 2H), 2.91 (br,
O
THpazo-3- 2H), 2,65 (br, 2H), 2,54 - 2,56
HI)aleTaMug (m, 2H), 2,18 (s, 3H)
N-(1-(4-(4-X10p-3-
44 P (Mertanon-ds) 6 7.87 - 8,02
’ (m, 1H), 7,31 - 7,37 (m, 1H),
ATOpMITICp K- 0 711 - 721 (m, 1H), 6,98 -
1- cl P
NN 7,08 (m, 1H), 6,15 - 621 (m,
147 | un)bensumnunepas N N\) N=( o 5172

nH-1-kapOoHmT)-
1H-mpazon-3-
HIT)MCTAHCYTb(POHA

MU

1H), 3,77 - 3,95 (m, 4H), 3,49
-3,61 (m, 2H), 3,01 - 3,22 (m,
7H), 2,46 - 2,68 (m, 4H), 1,99
-2.24 (m, 4H)
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(S)-N-(1-(4-(4-
Xnop-3-(4-

(roprmnepunuH-1-

5 804 (d, J =27 I'y, 1H),
730(d,J=8,1Tn, 1H), 6,92 -
7,01 (m, 3H), 6,30 (d, J = 2.7
Tw 1H), 4,75 - 4,95 (m, 1H),

HIT)GEH3HIT) -3 - cl (\Nj\N N 4,15 - 418 (m, 2H), 3,94 - 352

148 | metwmmmmepasus-1- Nji)\/'\‘\_) l‘\jQ 0 3,98 (m, 1H), 3,36 - 3.44 (m, [M;Na]+
xapGoxm)-1H- . /Q : HN=S— | 1H), 3.13 - 3,25 (m, 7H), 2.98
HpPAa307-3- -3,04 (m, 2H), 2,71 - 2,75 (m,
WI)MCTAHCYIb(POHA 1H), 2,57 - 2,61 (m, 1H), 1,99
MHTT -2.24 (m, 5H), 1,15(d, J=6.3

', 3H)
N-(1-(4-(3-(4- 5 804 (d, J =27 I'm, 1H),
Xnopdenokxcu)oeH3 7,26 - 7,32 (m, 3H), 7,06 -
WI)IUNEpa3uH-1- cl (\N)OJ\N N 7,09 (m, 1H), 6,95 - 7,01 (m,

149 | xap6ommm)-1H- \@L O/O\/ o= o | 1H).6.87-6.94 (m. 3H). 6,31 | 490.2
TmHpazon-3- “N“(-)S:‘ (d, J = 2.7 'y, 1H), 3,83 (br,
HWI)METAHCYIb(POHA 4H), 3,53 (s, 2H), 3,13 (s,

MHTT 3H), 2,51 - 2,54 (m, 4H)
Z-_(l-(s-(4-XH°p-3- 5 813 (d J = 2.7 I'm, 1H),
pOKCHTpONAR-2- 8,03 (br, 1H), 7.68 (s, 1H),
OCH3ILT)OKTATH j\ 227 - 7,30 (m, 1, 7,09 -
150 ::imppOHOBA- S;QV ;ﬁl :Q 712 (m, 1H), 6,88 (@ J = 2,7 4462
N O | I'u, 1H), 3.87 - 3,94 (m, 4H),
11211;211{ HO HN% 3,58 (s, 2H), 2.86 - 2,92 (m,
Hpaso3- 3H), 2,59 - 2,62 (m, 4H), 2,19
(s. 3H), 1,74 (s, 6H)
HI)aleTaMug
(S)-N-(1-(4-(3-(2- (Merason-ds) & 7,96 - 8,09
MeTunnuppoauauH (m, 1H), 7,26 - 7,61 (m, 2H),
-1-nm)-4- o 7,05 - 7.16 (m, 1H), 6,12 -
(TpudropMeTHIT)OCH FsC (\NJ\N \ 6,26 (m, 1H), 3.44 - 3,97 (m,

151 | swrmunepasun-1- NJQVNJ NQ 0 8H), 3,08 - 3,17 (m, 3H), 2.81 | 515.0
xap6omm)-1H- CK HN=S— | - 2,96 (m, 1H), 2,46 - 2,64 (m,
Hpa30-3- O | 4m), 2,07 - 225 (m, 1H). 1.75
HIT)MCTAHCYTb(POHA -2,02 (m, 2H), 1,48 - 1,65 (m,

M 1H), 0,94 - 1,05 (m, 3H)
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N-(1-(4-(4-Xop-3-
(rekcaruAponmuppoOaI
0[3,4-c]ouppon-
2(1H)-

(ITupuame-ds) & 8,40 (d, J =
2.8 T, 1H), 7,40 - 7,46 (m,
1H), 7,08 (s, 1H), 6,91 - 6,98
(m, 1H), 6,61 (d, J = 2,8 Ty,

152 | un)bensummunepas \ 0 1H), 3,94 (br, 4H), 3,42 (s, | 508,2
¥H-1-KapGOHHI)- HN/&’ HN‘C,?* 2H), 3.34 (s, 3H), 3.10 - 3,18
1H-nupa3zon-3- (m, 4H), 2,99 - 3,01 (m, 2H),
WIT)MCTAHCYIb(POHA 2,80 - 2,85 (m, 2H), 2,63 (br,

MHT 2H), 2,44 - 2,47 (m, 4H)

N-(1-(4-(4-Xm0p-3- (Metanon-ds) 6 7,99 (d, J =
(5- 2,7 T'm, 1H), 7,28 - 7,31 (m,
TUITEKCATHAPOIIUD 1H), 7.10 (s, 1H), 6,95 - 6,98
pono[3,4-c]muppon- cl (\Nj)\N \ (m, 1H), 6,18 (d, J = 2,7 Ty,

153 2(1H)- NjQ\/N\) N 0 1H), 3,85 (br, 4H), 3,53 (s, 546.3
WIT)OCH3WI) TUIIEPa3 /j;/ HN-§-~ 2H), 3.32 - 3,40 (m, 4H), 3,07
HH-1-KapOOHILT)- [ § © | (s. 3H). 2,95 - 3.02 (m. 4H),
1H-mipa3zon-3- 2,71 - 2,74 (m, 2H), 2,52 -
WI)METAHCYIb(POHA 2,55 (m, 6H), 1,20 (t, J =72
MHT I'n, 3H)

N-(1-(2-(6- o
(TpudropmeTII)OC )J\ 6 8,16 (s, 1H), 7,93 - 8,02 (m,
m3o[b]tHopen-2- 0, N EQ 2H), 7,61 - 7,77 (m, 3H), 6,88

154 kapOoHmI)-2,8- _ HN~< (br, 1H), 3,94 - 4,03 (m, 2H), 5202
nuazacnupo[4.5]aex S 0O | 3,62 - 3,83 (m, 5H), 2,19 (s,
aH-8-kapOoHILT)- 3H), 1,98 - 2,02 (m, 2H), 1,74
1H-nupa3zon-3- FaC (br, 5H)

HI)aleTaMug
5 8,15 (s, 1H), 7,98 - 8,01 (m,
N-(1-(1-(6- 2H), 7,90 (d, J = 8,4 I'y, 1H),
(Tpudropmerum)de 7,59 - 7,65 (m, 2H), 6,87 (d, J
m30[b]THO(PCeH-2- F.C /Qj\(o =27 T'u, 1H), 4,57- 4,60 (m,
155 kapOoHnm)-1,8- S 2H), 391 (t, J = 6,6 T'y, 2H), 5202

amazacnupo[4.5]aex
aH-8-KapOOHMIT)-
1H-mpazon-3-

HI)aleTaMu

3,25 - 3,30 (m, 2H), 3,20 -
3,24 (m, 2H), 2,19 (s, 3H),
2,10 - 2,15 (m, 2H), 1,93 -
2,02 (m, 2H), 2,47-2,50 (m,
2H)
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(R)-N-(1-(4-(3-(2-
MeTunnuppoIuauH
-1-num)-4-

(TpudropmeTnI)OCH

(Meranoa-ds) & 7,93 - 821
(m, 1H), 7,28 - 7,71 (m, 2H),
6,98 - 721 (m, 1H), 6,12 -
6,38 (m, 1H), 3,25 - 4,08 (m,

156 | sumnunepasun-1- \ LLHD. 281 - 2.99 - 5150
xap6oum)-1H- C/ HN-§— - 281 - 299 (m. 1H).
X | 2,46 - 2,64 (m, 4H), 141 -
a3071-3-
P 2,25 (m, 4H), 0,88 - 1,12 (m,
WIT)MCTAHCYIb(POHA 3H)
MHI
N-(1-(4-3((1R AR)- 5804 (d, J = 2,7 T, 1H),
2-Okca-5- 7.24 (s, 1H), 6,72 - 6,91 (m,
azabumuKo[2.2.1]r o 2H), 6,32 (d, J = 2,7 Ty, 1H),
enTan-5-un)-4- cl (\NJLN N 4,61 (s, 1H), 4,43 (s, 1H), 4,09 s
157 | xnopbensumnumnepa Nj©\/N\) N= o |-4.12(m, 1H), 3,74 - 3,90 (m, [Mw:N -
1] a
3UH-1-KapOOHH)- o@ HN“§- 6H), 3,50 (br, 2H), 3,30 - 3,33
1H-mipa3zon-3- (m, 1H), 3,12 (s, 3H), 2.54
HWI)METAHCYIb(POHA (br, 4H), 2,01 - 2,04 (m, 1H),
MIT 1,93 - 1,96 (m, 1H)
NA(1<4-(4-X10p-3 5 8,04 (d, J = 2,7 Ty, 1H),
- - - - J’IO - -
(4a5.7aR) P 728 - 7,30 (m, 1H), 7.02 (s,
| 1H), 6,90 - 6,93 (m, 1H), 6,32
TEKCATHAPOLUKIIONE
[b]:lf[i] o (d, J =27 Ty, 1H), 4,04 (br,
HTA 4]okcasun-
Cl (\NJ\N N 1H), 3,90 - 3,93 (m, 1H), 3,78
4(4aH)- l 5448
158 N NS N o |- 3,89 (m, 6H), 3,44 - 3,50 (m,
HT)OCH3HUI) TUIIEPa3 WH HN~S— [M+Na]*
apGom O :L I | 3H). 3,13 (s, 3H), 272 - 2,76
UH-1-KapOoOHU)- N
= P 3 H (m, 1H), 2,49 - 2,52 (m, 4H),
-IMpaso-3-
: P 0 1,74 - 1,94 (m, 4H), 1,50 -
HI)METAHCY Ib(OHA
Y 1,57 (m, 1H), 1,24 - 1,30 (m,
MHT
1H)
N-(1-(4-(4-X10p-3-
" ) P 5804 (d, J =27 T, 1H),
-0Kca-2-
7.22 (s, 1H), 6,72 - 6,91 (m,
azacmupo(4.5) aexan o
) cl (\NJ\N N 3H), 6,32 (d, J = 2,7 I'y, 1H),
D\/N\) N o |3.84 (br. 3H). 3.64 - 3,78 (m,
159 | un)6ensumnunepas N HN— SED, 3,50 (¢, T = 6.9 T, 4H) 5373
- > > t) = > u) b
nH-1-kKapOoHnT)- o

1H-mapaszon-3-
HIT)MCTAHCYTb(POHA

MU

3,29 (s, 2H), 3,13 (s, 3H), 2,55
(br, 4H), 1,86 (t, J = 6,9 T,
2H), 1,66 - 1,74 (m, 4H)
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N-(1-(2-(3-Xnop-4-
(tetparuapo-1H-
(ypo[3.4-c]muppo-
5(3H)-um)6eH3mm)-

5800 (d, J =27 ', 1H),
731 (s, 1H), 7,15 - 7,17 (m,
1H), 6,92 (d, J = 8,1 I', 1H),
6,31(d,J=2,7 T, 1H), 3,97 -

160 i’;gacmpom.s]ﬂﬂ MN=F— 4,02 (m, 2H), 3,57 - 3,78 (m, | 563.3
an-S-apGorLn)- N 8H), 3,23 - 3,28 (m, 2H), 3,13
Hompasoss- (5) -3,18 (m, 5H), 2,89 - 3,01 (m,

0o 2H), 2.67 (br, 2H), 2,47 (br,
WI)MCTAHCYIb(POHA 2H). 1.69 - 1.73 (m. 6H)
Mua
N-(1-(4-(2- 5 801 (d, J = 3,0 I'y, 1H),
(ITuppomus-1- 7.75 (br, 1H), 7,52 - 7.55 (m,
wn)-4- FaC (\N)CJ)\N N 1H), 7,09 - 7,11 (m, 2H), 6,90

161 (TpuropmeTHIT)OCH \Q\/N\) l‘\l\ o (d, J =30 Tn, 1H), 3,84 (br, | 5154
3WI)IUNepa3zuH-1- N HN 4H), 3,59 (br, 2H), 3,22 - 3,26 | [M+Na]*
KkapGoHIT)-1H- (_7 \g\ (m, 4H), 2.48 - 2,54 (m, 5H).
nHupasoa-3- 1,91 - 1,99 (m, 4H), 1,25 (d, J
WI)U300y THPAMHT =6,9 I'y, 6H)

N-(1-(2-(2- 5 8,00 - 8,01 (m, 1H), 7,46 -
Xnopbensmn)-2,8- e 7,48 (m, 1H), 7,33 - 7,36 (m,
auazacnupo[4.5]aex N/U\N A 1H), 7.16 - 7,24 (m, 2H), 6,31

162 | an-8-xapGorun)- NQQ NQ -6,32 (m, 1H), 3,62 - 3,80 (m, | 452,2
1H-mmpason-3- d@ HN-#L 6H), 3,13 (s, 3H), 2,71 (. J =
HIT)MCTAHCYIb(pOHA o 6,8 I'u, 2H), 2,52 (s, 2H), 1,65
MHT - 1,74 (m, 6H)

N-(1-2-(3-
XnopGer3mn)-2,8- ? 58,00 - 8,01 (m, 1H), 7,34 (s,
mazactmpo[4.5] ek N ".‘} 1H), 7,24 (br, 3H), 6,31 - 6,32

163 | an-8-xapGorun)- ; N N;N_é? (m, 1H), 3,61 - 3,79 (m, 6H), | 452.1
1H-nupa3zon-3- C’; 3,13 (s, 3H), 2,64 (br, 2H),
HIT)MCTAHCYTb(OHA o 2.45 (br, 2H), 1,69 (br, 6H)

MHEA

N-(1-2-(4-

XnopGersmn)-2.8- j\ 5 8,00 - 8,01 (m, 1H), 7.29
aHazaciupo|4.5]mex N™ N7 (br, 4H), 6,30 - 6,32 (m, 1H),

164 | an-8-xapGorm)- N N\HN_ES? 3,61 - 3,78 (m, 6H), 3,18 (s, | 452.0
1H-mupason-3- S g & | 3H). 2,64 (br. 2H), 2.43 (br,
HI)METAHCYTb(OHA | (| 2H), 1,69 (br, 6H)

MEa
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N-(1-(2-Bensun-2,8-
amazacnupo[4.5]aek

aH-8-KapOOHMIT)-

5 7.99 - 8,00 (m, 1H), 7.26 -
7,35 (m, 5H), 6,30 - 6,31 (m,
1H), 3,61 - 3,78 (m, 6H), 3,12

165 418,1
1H-mpason-3- (s, 3H), 2,69 (1, J = 6.4 ',
HIT)MCTAHCYIb(POHA 8 2H), 2,48 (br, 2H), 1,64 - 1,75
MU (m, 6H)

N-(1-(5-(3-
Mopd S 5 8,15 (d, J = 2,8 T, 1H),
(4] OJIHHO-D-
P 7,75 (br, 1H), 7.02 - 7,10 (m,
(tpudropmernn)OeH 0
CFs JL 3H), 6,60 (d, J = 2,8 T, 1H),
3HI)OKTaTUIAPONUPP N™ N7

166 5] J N=( o | 402 (br, 2H). 3.87 - 3,93 (m. | 507.2
o10[3,4-c|muppoa-
ot ;IplpH O HN‘/< 6H), 3,63 (br, 2H), 3,30 - 3,33

~-KapOOHHUII)- -
P X (m, 4H), 2,92 (br, 2H), 2,60
a30J1-5-
P (br, 4H), 2,21 (s, 3H)
HI)aleTaMug
Ne(145-G-Xn0p-5 5 8,15 (d, J = 2.8 T, 1H),
- - - - J'Io - -
) P 7,79 - 7,82 (m, 1H), 6,90 (d, J
opPpo OOCH3
MopdomiroGer m)[ ol j\ =28 T, 1H), 6,77 - 6,82 (m,
OKTar OIL 0JI0
FAPOTIHPP NT NN 3H), 4,03 (br, 2H), 3,84 - 3,90
167 | 3.4-c]muppon-2- N=" 4733
N N Y (m, 6H), 3,53 (s, 2H), 3,15 -
kapGoum)-1H- \) ~<
X O 3,18 (m, 4H), 3,89 (br, 2H),
a30Ja-5-
Imf 2,63 (br, 2H), 2,54 - 2,56 (m,
HI)aLeTaMHT
2H), 2,20 (s, 3H)
N-(1-(5-(3- 5 8,15 (d, J = 2,8 Ty, 1H),
(TTuppouaua-1- 7,78 (br, 1H), 6,90 (d, J = 2.8
w)-5- o T, 1H), 6,83 (s, 1H), 6,64 -
(TpudTopMeTHI)OCH CF, y )J\N \ 6,70 (m, 2H), 4,02 (br, 2H),
168 | sumoxraruapomupp /@\/ /&/ NQ o 3,86 (br, 2H), 3,60 (br, 2H), | 4913
N

0710[3.4-c|muppo-
2-xkapbonmm)-1H-
Mpas3o-3-

HI)aleTaMug

330 (t, J = 6.4 Ty, 4H), 2,91
(br, 2H), 2,66 (br, 2H), 2,57 -
2,59 (m, 2H), 2,20 (s, 3H),
1,99 - 2,06 (m, 4H)
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N-(1-(5-(2-X10p-4-

(muppoanaus-1-

5814 (d, J = 28 'y, 1H),
7,90 - 7,94 (m, 1H), 7,20 -
723 (m, 1H), 6,89 (d, J = 2.8

H1)OCH3UT)OKTATH T )OJ\ T'u, 1H), 6,54 (s, 1H), 6,41 -
pomuppoao|3,4- Cl\\l N NTR 6,45 (m, 1H), 4,04 (br, 2H),
169 N= 4571
c|muppon-2- N HN~<O 3,70 - 3,79 (m, 4H), 3,27 (t, ]
kapOouun)-1H- Cl = 6,4 T'u, 4H), 2.89 (br, 2H),
TpasoI-3- 2,75 (br, 2H), 2,59 - 2,61 (m,
HI)aleTaMug 2H), 2,20 (s, 3H), 1,99 - 2,05

(m, 4H)
N-(1-(5-(4-
6 8,13 (s, 1H), 7,77 (br, 1H),
X10pOCH3MIT)OKTATH
o) 7,21 - 7,36 (m, 3H), 6,87 (s,
aponuppoJio[3,4- J\
Cl N™ N7\ 1H), 4,02 (br, 2H), 3,78 (br,
170 | c]uuppon-2- N= 388.1
N O | 2H), 3,58 (s, 2H), 2,88 (br,
kapGoumm)-1H- HN~<
2H), 2,64 (br, 2H), 2,46 - 2,58
mpaso-3-
(m, 2H), 2,18 (s, 3H)
HI)aneTaMHug
6 8,16 (d, J = 2,8 Ty, 1H),
N-(1-(5-(4-
7,73 (br, 1H), 7,58 (s, 1H),
Moppomuno-3-
7,49 - 7,51 (m, 1H), 7,31 -
(TpudTopmMeTHIT)OCH 0
0 L 7,40 (m, 1H), 6,90 (d, J =28
3HIT)OKTaru APOITHPP K/N N7 NN
171 N= I'u, 1H), 4,05 (br, 2H), 3,84 - | 507,2
ono[3.4-c|muppo.t- N O
FsC HN‘< 3,86 (m, 6H), 3,62 (s, 2H),
2-xkapboHmm)-1H-
2,92 - 2,94 (m, 6H), 2,65 (br,
Mpas30J-3-
2H), 2,54 - 2,56 (m, 2H), 2,21
HI)aleTaMu
(s.3H)
N-(1-(5-(3-X0p-5- 5 813 (d, J = 2,7 I'u, 1H),
(muppoauH-1- 7.80 (br, 1H), 6,87 (d, ] = 2,7
H1)OCH3HUIT)OKTATHT ol )OL I'm, 1H), 6,57 (s, 1H), 6,42 (s,
pormuppoo|3,4- N™ NN 2H), 3,70 - 4,12 (m, 4H), 3,55
172 N= o 4572
N

clmuppon-2-
KapOoHmwm)-1H-
Mpas3o-3-

HI)aleTaMu

(br, 2H), 3,17 - 3,31 (m, 4H),
2,91 (br, 2H), 2,46 - 2,82 (m,
4H), 2,19 (s, 3H), 1,93 - 2,04
(m, 4H)
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N-(1-(5-(3- 5 8,12 (s, 1H), 7.80 (br, 1H),
DeHOKCHOCH3HIT)OK 7,28 - 7,39 (m, 3H), 7.04 -
0]
Taruaponuppoo|3, )J\ 7,14 (m, 2H), 6,96 - 7,04 (m,
N7 NN
173 | 4-c]mappon-2- @\ /@\/ ;&/ ,'\,Q o | 3H. 684 -6.95 (m. 2H), 4.02 | 4462
N
kapGoHm)-1H- o HN-{ (br, 2H).3.49 - 3,88 (m, 4H),
IHpPas0I-3- 2,45 - 3,02 (m, 6H), 2,18 (s,
HI)aneTaMug 3H)
N-(1-(5-(2.4-
5 8,13 (s, 1H), 7.97 (br, 1H),
JuxmopOCH3HT)OKT
0 7.32 - 7.45 (m, 2H), 7,16 -
aruaponuppoo|3,4 J\
cl N7 NN 7.26 (m, 1H), 6,88 (s, 1H),
174 | -clmuppon-2- N= 422.0
N O | 4,05 (br, 2H), 3,60 - 3,89 (m,
kapGonmm)-1H- HN~<
Cl 4H), 2,89 (br, 2H), 2,52 - 2,79
mMpas3oa-3-
(m, 4H), 2,18 (s, 3H)
HI)aleTaMug
5797 (d, J = 2,7 T'u, 1H),
N-(1-(2-(3-
7,79 (br, 1H), 7,59 (s, 1H),
(Tpudropmerum)de
o 7,53 - 7,50 (m, 2H), 745 -
H3IT)-2, 8- o
Ao G | 740 (. 1), 6,86 @ T =27
175 | nmazacnupo[4.5]aex N N7 4502
FsC ~/ M | 'y, 1H), 3,80 - 3,60 (m, 6H),
aH-8-KapOOHUT)-
2,65 (t, J =66 T'u, 2H), 2,44
1H-nmpazon-3-
(br, 2H), 2,18 (s, 3H), 1,75 -
HI)alcTaMu
1,63 (m, 6H)
5 798 (d, J = 2,7 T, 1H),
N-(1-(2-(3-X10p-5- 0 7,72 (br, 1H), 7,14 (br, 1H),
(pTopOecH3mI)-2, 8- )J\N A 7,00 - 6,98 (m, 2H), 6,87 (d, J
J
qaazacupo[4.5]nex NQ =27Tu, 1H), 3,81 - 3,77
176 polt3] ) ™ 4342

aH-8-KapOOHMT)-
1H-mapazon-3-

HI)aleTaMug

Cl

2H), 3,68 - 3,60 (m, 2H), 2,44
(br, 2H), 2,65 (br, 2H), 2,45
(br, 2H), 2,18 (s, 3H), 170 (s,
6H)
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N-(1-(4-((4-X0p-3-
(tetparuapo-1H-

¢ypo[3.4-c|muppon-
53H)-

5 804 (d, J = 2.8 'y, 1H),
729 - 727 (m, 1H), 6,98 (s,
1H), 6,91 - 6,88 (m, 1H), 6,34
(d, J=2,8 T, 1H), 4,60 - 4,57
(m, 2H), 4,02 - 4,00 (m, 2H),

w1)OCH3WI)(METHIT)a ] NJ\I\‘I N
177 N N=/ o |3.71-3.68 (m, 2H), 3,56 (s, | 537.3
MUHO )TUNICPUIUH- DAT <8
o v | 2H), 3,34 - 3,30 (m, 2H), 3.19
1-kapGoum)-1H- 0
-3.16 (m, 5H), 3,04 - 2,98 (m,
mMpas3oa-3-
4H), 2,76 - 2,70 (m, 1H), 2,23
WI)MCTAHCYIb(OHA
(s, 3H), 1,93 - 1,90 (m, 2H),
MHI
1,76 - 1,66 (m, 2H)
5803 (d, J =28 I', 1H),
N-(1-((25)-2- 7,55 (d, J = 8,0 I'u, 1H), 7.28
Metun-4-(3- (s, 1H), 7,09 (d, J = 8,0 I'ny,
(tetparuapo-1H- 1H), 6,29 (d, J = 2,8 T, 1H),
¢ypol3,4-c|lmuppon- o 4,69 (br, 1H), 4,38 - 4,34 (m,
5(3H)-m1)-4- FiC n )LN \ 1H), 4,06 - 4,02 (m, 2H), 3,61
178 | (rpu¢propmernm)oen N:©\/N\)\ N=/ o |-3.57(m, 3H),348-339 (m, | 557.2
1}
SHm)IHnepasHH-1- 06; HN‘E— 2H), 3,20 - 3,16 (m, 2H), 3,14
Kkap6oHm)-1H- (s, 3H), 3,04 - 2,99 (m, 2H),
mMpason-3- 2,93 - 2,90 (m, 2H), 2,87 -
HIT)MCTAHCYIb(pOHA 2,84 (m, 1H), 2,66 - 2,63 (m,
MHT 1H), 2,28 - 2,21 (m, 2H), 1,45
(d,J=6,8 T, 3H)
N-(1-((35)-3- 5 804 (d, J = 2.8 I'y, 1H),
MeTtun-4-(3- 7,55 (d, J = 8,0 Ty, 1H), 7,24
(rerparuapo-1H- (br, 1H), 7,09 (d, J = 8,0 T',
¢ypo[3.4-c]muppon- ° 1H), 6,30 (d, J = 2,8 T'u, 1H),
5(3H)-un)-4- F,C A JI\N N 4,17 (br, 2H), 4,04 - 4,00 (m,
179 | (rpudropMmeTHI)OEH NK)\/N\) NQ o 3H), 3,61 - 3,58 (m, 2H), 3,44 | 557.1
Y 1]
SWT)IHIepasyH-1- O& z HN‘&S.)— (br, 1H), 3,31 - 3.17 (m, 4H),

KapOoHmwm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

3,13 (s, 3H), 3.03 - 3,01 (m,
2H), 2,95 - 2,91 (m, 2H), 2.76
-2.74 (m, 1H), 2,63 (br, 1H),
2,26 (br, 1H), 1,18 (br, 3H)
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N-(1-((2R)-2-
Metun-4-(3-
(Tetparuapo-1H-
(ypo[3.4-c]muppo-

5803 (d,J =28 I'y, 1H),
755 (d, J =80 'y, 1H), 7.29
(s, 1H), 7.20 - 6,90 (m, 2H),
629 (d, J = 2,8 T, 1H), 4,70
(br, 1H), 4,39 - 436 (m, 1H),

5(3H)-mw1)-4- E.C
s o NJ\N N 4,06 - 4,02 (m, 2H), 3,65 -
180 | (rpudropmerun)ben \ N\/’ N={ o 557.1
4 1l -
SWIIHUNECPa3HH-1- & HN-S— 3,57 (m, 3H), 3,50 - 3,42 (m,
Sommn-1H 0 O | 2H), 3,20 - 3,14 (m, SH), 3,04
KapGouwm)-1H-
P X -2,99 (m, 2H), 2,93 - 2,88 (m,
a3071-3-
rmi) 0 3H), 2,70 - 2,66 (m, 1H), 2,32
HIT)METAHCYIb(POHA
Y -2,20 (m, 2H), 145, J=6.8
Mua
I'm, 3H)
N-(1-(4-(3-
T H 6 804 (d, J = 28 I'm, 1H),
erparuapo-1H-
0 p[3 I:Hp] 755, J=84Tu 1H), 7,24
0[3,4-c]muppon-
P PP (s, 1H), 7,08 (d, J = 8,0 I'ry,
5(3H)-n1)-4- o
FaC PR 1H), 6,30 (d, J = 2.8 T'n, 1H),
(tpudropmernn)6eH (\ N NTN
181 ) 1 \ N N=( o | 4.04-4,00 (m, 2H), 3,86 (br, | 5432
WD) ITHICPA3HH-1- I
P §/ HN=3— | 4H), 3.62 - 3,57 (m, 4H), 3.21
kapGonmm)-1H- 0 0
; - 3,15 (m, 2H), 3,13 (s, 3H),
a3071-3-
P 3,03 - 3,00 (m, 2H), 2,93 (br,
HIT)MCTAHCYIb(pOHA 2H). 2.56 (br. 4H)
MET > &> >
N-(1-((3R)-3-
M 43 6 804 (d, J =28 I', 1H),
eTun-4-(3-
( H 7,56 (d, J=8,0 I'u, 1H), 7,10 -
terparuapo-1H-
0 p[3Tp] 7,04 (m, 2H), 6,30 (d, J =28
0[3,4-c]muppon-
P PP 0 I'm, 1H), 4,18 (br, 2H), 4,06 -
5(3H)-mm)-4- FaC J
(\N NTR 4,00 (m, 3H), 3,61 - 3,58 (m,
182 | (rpudropMmeTHI)OEH j) =/ o 5573

3UI)IUNCpa3uH-1-
KapOoHmwm)-1H-
Mpas3o-3-
WI)METaHCYIb(oHa

MU

2H), 3.48 (br, 1H), 3,35 - 3,19
(m, 4H), 3,13 (s, 3H), 3,04 -
3,02 (m, 2H), 2,97 - 2.91 (m,
2H), 2,78 - 2,68 (m, 2H), 2,29
(br, 1H), 1,21 (br, 3H)
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N-(1-(4-((4-X10p-3-

(muppoanaus-1-

5 805 (d, J = 2.8 I', 1H),
725 (d, J = 8,0 Ty, 1H), 6,88
(s, 1H), 6,80 (d, J = 8.4 Ty,

H1)OcH3UT)(METHT)a ol o 1H), 6,34 (d, J = 2,8 T'm, 1H),
MHEHO)-4- \Q\\ . /U\N N 404 - 401 (m, 2H), 3,78 -
183 | mermimunepnus- O‘ /N\}Q ,‘QQ o | 372 (m. 2H). 351 (s. 2H). | 509.2
1-kapGormm)-1H- HN-#~ 3,46 - 3,32 (m, 4H), 3,15 (s,
TmHpazo-3- O | 3H), 2,12 (s, 3H), 2,04 - 2,01
WI)MCTAHCYIb(POHA (m, 2H), 1,98 - 1,95 (m, 4H),
MHT 1,63 - 1,58 (m, 2H), 1,06 (s,

3H)
(X 5 801 (d, J = 2.7 T, 1H),
- - - - J'Io -
5 P 7,81 (s, 1H), 7,55 (d, ] = 8.1
I'm, 1H), 7,31 (d, J = 8,1 I'ny,
(TpudTopmMeTHI)OCH cl j\ 1H). 6.87 (br. 1H). 6,32 (d. I =
3HIT)(METHI)aMHUHO) N '\\j \ 27 T 1H), 451 - 447 (m
184 | MeTwn)munepHIUH- N= o 508,0
1 2H)> 3>61 (s> 2H)a 3314 (sa
1-xapGonum)-1H- HN-S—
CFs 7| 3H), 3.05 - 2.96 (m. 2H)
mpaso-3- 0 T ' | |
) " 2,30 - 2,28 (m, 2H), 2,22 (s,
WI)METAHCYTb(DOHA
Y 3H). 1,94 - 1.89 (m. 2H). 1.82
MHA
(br, 1H), 1,32 - 1.20 (m. 2H)
(MertaHon-d4) 6 8,02 (d, J =
NG 2.9 T, 1H), 7.62 - 7.55 (m,
-N-(1-(3-MeTun-
v 1H), 7.52 - 7.41 (br, 1H), 7,34
ronh . =723 (m, 1H), 6,20 (d, J =2.9
TPUPTOPMETUIT)-> -
(4p P T, 1H), 4,34 - 420 (m, 1H),
0 420 - 410 (m, 1H), 4,10 -
(tpipropmeTHIII FoC (\NJ\N A 4,00 (m, 1H), 3,54 - 3,39 (m,
185 | mepumun-1- @\/N\) N=' o | . - ’ 597.1
N : NI | 1H), 3.39 - 331 (m, 1H), 3.30
W)OCH3WT)TUIICPa3 G : i
3

nH-1-kKapOoHmT)-
1H-mapazon-3-
HIT)MCTAHCYTb(POHA

MU

-3,18 (m, 1H), 3,15 - 3,03 (m,
5H), 2,89 - 2,70 (m, 3H), 2,70
-2,57 (m, 1H), 2,38 - 2,21 (m,
2H), 2,00 - 1,84 (m, 2H), 1,80
- 1,62 (m, 2H), 1,22 - 1,12 (m,
3H)
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(Metanon-d4) 6 8,02 (d, J =

(S)-N-(1-(4-(4- 2,9 I'm, 1H), 7,39 - 7,28 (m,
X0p-3-(4.4- 1H), 7.19 - 7,12 (m. 1H), 7,10
TU(PTOPITHIICPUTHH- o -7,00 (m, 1H), 6,20 (d,J=2.9
1-um)ers3i)-3- cl (\NJ\N \ T, 1H), 4,36 - 4,06 (m, 2H),
186 | mMetwinmunepasun-1- N@\,N\) NQ o 4,05 - 3,94 (m, 1H), 3.48 - | 531.1
kap6ormT)-1H- F*;O : HN_E_ 3,37 (m, 1H). 3.29 - 3,18 (m,
F
mpaso-3- 2H), 3,18 - 3,04 (m, 7H), 2.85
WI)MCTAHCYIb(POHA -2,73 (m, 1H), 2,68 - 2,52 (m,
MHT 1H), 2,32 - 2,01 (m, 5H), 1,19
(d,J=62Tn, 3H)
(MetaHon-d4) 6 8,04 (d, J =
2.9 T, 1H), 7,63 - 7,53 (m,
()-N=(1-(4-(3-(4-
1H), 7.51 - 7.43 (br, 1H), 7,33
Oroprunepuaus-1-
4 -7,24 (m, 1H),6,22(d, =28
I/U'I - -
I, 1H), 4,85 - 4,65 (m, 1H),
(Tpu(pTopmeTnI)OCH o)
A FaC (\N )LN N 4,40 - 3,97 (m, 3H), 3,52 -
30T)-3-
187 jQ\/N\) l‘\jQ o | 3.40 (m, 1H). 3,40 - 3.33 (m, | 547.1
METHJINHUNEPasHH-1- N H I
: HN=8— | 1H), 3,29 - 3,19 (m, 1H), 3,13
kap6onmm)-1H- F o)
(s, 3H), 3,12 - 3,00 (m, 2H),
MMHpas3on-3-
2,92 - 2,71 (m, 3H), 2,71 -
HIT)MCTAHCYIb(pOHA
2,58 (m, 1H), 2,38 - 2,22 (m,
MHT
1H), 2,55 - 1,80 (m, 4H), 1,19
(d,J=63Tn, 3H)
(MertaHon-d4) 6 8,04 (d, J =
(S)-N-(1-(4-(4- 2,8 Ty, 1H), 7,39 - 7,28 (m,
Xnop-3-(4- 1H), 7,09 - 7,20 (m, 1H), 7,08
(TpudTopMeTHIT)ITH -6,95 (m, 1H), 6,22 (d, ] =2,9
nepHauH-1- 0 Tw 1H), 4,37 - 4,08 (m, 2H),
W1)6EH31)-3- c (\NJ\N A 4,08 - 3,96 (m, 1H), 3,55 -
188 " NS N=( o 563,1

METHIITHIEPa3HH-1-
KapOoHmwm)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

3,36 (m, 3H), 3,30 - 3,19 (m,
2H), 3,13 (s, 3H), 2,87 - 2,58
(m, 4H), 2,40 - 2,23 (m, 2H),
2,08 - 1,89 (m, 2H), 1,89 -
1,68 (m, 2H), 1,20 (d, J =2.,9
Ty, 3H)
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N-(1((S)-4-(4-
Xnop-3-(($)-3-
(roprHppOTHINH-

1-um)6en3mwn)-3-

(Metanon-d4) 6 8,03 (d, J =
2.8 T, 1H), 7,29 - 7,18 (m,
1H), 7,04 - 6,95 (m, 1H), 6,88
-6,77 (m, 1H), 6,21 (d, J =2.9
I'm, 1H), 5,44 - 5,15 (m, 1H),
431 - 4,08 (m, 2H), 4,03 -
3,96 (m, 1H), 3,96 - 3,76 (m,

189 | mMertwinmunepasun-1- 4992
N : HN—&_ | 1H), 3,72 - 3,58 (m, 1H), 3,51
kapOouun)-1H- = I
X L O | -3,34 (m, 2H), 3,29 - 3,15 (m,
a3071-3-
HH? o 3H), 3,12 (s, 3H), 2.85 - 2,75
HIT)METAHCYIb(POHA
Y (m, 1H), 2,70 - 2,53 (m, 1H),
MHI
2,32 - 2,20 (m, 2H), 2,20 -
2,03 (m, 1H), 1,19 (d, J = 6.3
I, 1H)
(Mertanon-d4) 6 8,02 (d, J =
(S)-N-(1-(4-(4- 2,8 Ty, 1H), 7,38 - 7,31 (m,
Xmop-3-(4- 1H), 7,11 - 7,18 (m, 1H), 7,11
H30TIPOTIHII-3- - 7,03 (m, 1H), 6,20 (d, J =2,9
OKCOTHIEPa3HH-1- o j}\ Iy, 1H), 4,84 - 4,76 (m, 1H),

190 W) GeH3HT) -3 5 j@VO " o | 431407 (2, 407 -
METHINHIICPA3UH-1 - U H HN—%- 3,95 (m, 1H), 3,74 (s, 2H), ’
xapGoHm)-1H- \r © 1349 - 334 (m, 5H). 3.30 -
mMpaso-3- 3,18 (m, 2H), 3,11 (s, 3H),
HIT)MCTAHCYIb(pOHA 2,84 - 271 (m, 1H), 2,69 -

MHT 2,53 (m, 1H), 2,32 - 2,19 (m,
1H), 1,24 - 1,13 (m, 9H)
1-3-((3-3-
Aneramumo-1H-
) (Mertanon-d4) 6 8,12 (d, J =
a3071-1-
HHp6 ) 2.7 T, 1H), 7,68 (s, 1H), 7,57
KapOOHHUIT)TEKCATH
i [34 OH o (s. 1H), 748 (s. 1H), 6.80 (d. ]
omuppoo|3,4-
POTHPP NJ\N A =27 T, 1H), 3,94 (br, 4H),

191 | c]mmppor-2(1H)- o . 5342

N=" 4 [3.78 (s, 2H), 2,95 (br, 2H),

HI)METHI)-5- E.C N HN
3 2,86 - 2,78 (m, 2H), 2,68 -
(rpudropmernmbe 2,62 (m, 4H), 2,11 (s, 3H)
HUJT)ITUKJIOTICHTAH- ’ T ’ ’

1-kapGoHOBas

KHCJI0TAa

1,86 - 1,72 (m, 6H)
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N-(1-((S)-4-G-((S)-
3-

(Metanon-d4) 6 8,04 (d, J =
2,8 Ty, 1H), 7,59 - 7,48 (m,
1H), 7,23 - 7,12 (br, 1H), 7,04

OTOPIUPPOTUINH-
PIHPP -6,95 (m, 1H), 6,22 (d, J =29
1-um)-4- 0
)j\ I'u, 1H), 5,47 - 5,15 (m, 1H),
(TpugrropmeTHIT)OEH FsC (\N N\
i 4,35 - 4,09 (m, 2H), 4,09 -
192 | 3mn)-3- \ NS N o 5333
: HN—8— | 3.98 (m, 1H), 3,83 - 3,53 (m,
METHIIMHNEPa3HH-1- = I
F O 2H), 3,50 - 3,32 (m, 3H), 3,29
Kap6oHmwT)-1H-
- 3,18 (m, 2H), 3,12 (s, 3H),
mMpas3oa-3-
2,85 - 2,74 (m, 1H), 2,69 -
WI)MCTAHCYIb(OHA
2,59 (m, 1H), 2,35 - 2,05 (m,
Mua
3H), 1,19 (d, ] =6,3 'y, 3H)
1-(3-(((1-3-
Aneramumo-1H- (Meranon-d4) 6 8,05 (d, J =
mipason-1- 2,7Tu, 1H), 7,71 (s, 1H), 7,63
KapOOHHT) THIICPU.T o} (s, 1H), 7,58 (s, 1H), 6,81 (d, J
HO
HH-4- o O)Lr\g} =2,7Tn, 1H), 4,68 - 4,64 (m,
193 | wn)(MeTua)aMuHO )M lil N\HN O | 2H), 3,92 (s, 2H), 3,10 - 2,97 | 536,3
eTmn)-5- —< (m, 3H), 2,73 - 2,70 (m, 2H),
(tpudropmeTHI) e CFs 2,41 (s, 3H), 2,15 (s, 3H), 2,05
HUJT)IUKJIOTICHTAH- -2,01 (m, 2H), 1,98 - 1,75 (m,
1-kapOoHOBAsA 8H)
KHCJIOTa
(MertaHon-d4) 6 8,04 (d, J =
N-(1-((25.48)4-((4-
2.8 T, 1H), 7,29 (d, J = 8,0
Xnop-3-
I'u, 1H), 7,09 (s, 1H), 6,96 -
(reTparuapo-1H-
ivpol3.4-<] 6,94 (m, 1H), 6,24 (d, J = 2,8
0|3.4-c]muppon-
P PP I'u, 1H), 4,25 - 4,20 (m, 2H),
2GHD- j)\ 4,03 - 3,99 (m, 2H), 3,64
O > = > nl? b b =
H1)OcH3UT)(METHI)a N™ "NTN
194 N N={ o 3,60 (m, 4H), 3,47 - 3,40 (m, | 551,2
MUHO)-2- :@A’i‘ A=
¢l | 1H). 3.19 - 3,16 (m, 4H), 3,14
MCTHIITHIICPHTHH- O

1-xap6onmm)-1H-
mMpas3o-3-
WI)METaHCYIb(oHa

MU

(s, 3H), 2,99 - 2,95 (m, 2H),
2,78 - 2,76 (m, 1H), 2,30 -
2,24 (m, 4H), 2,07 - 2,04 (m,
1H), 1,78 - 1,71 (m, 2H), 1,43
(d, J=64 T, 3H)
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N-(1-(1-(4-Xnop-3-
(muppoanaus-1-

wn)oeH3u)-1,8-

(Mertanon-d4) 6 8,05 (d, J =
2.8 T'u, 1H), 7,24 (d, J = 8,0
Ty, 1H), 6,98 (d, J = 2,0 T,
1H), 6,86 - 6,79 (m, 1H), 6,25

T3 A

195 amazacnupo[4.5]aek N N N N} (d,J=2,8Tu, 1H), 4,70 - 4,51 910

N\ b
aH-8-kapOoHU)- O Y é) (m, 2H), 3,63 (s, 2H), 3,39 -
1H-nupa3zon-3- (')' 3.34 (m, 4H), 3,21 - 3,08 (m,
WIT)MCTAHCYIb(POHA 5H), 2,82 - 2,72 (m, 2H), 2,03
MU - 1,90 (m, 8H), 1,90 - 1,79 (m,

2H), 1,61 - 1,50 (m, 2H)
N-(1-(4=((4-X ) (Metanon-d4) 6 8,05 (d, J =
- - - - J‘Io -/ -
4 P 2.8 T'm, 1H), 7,70 - 7,60 (m,
-(pTOpIHIICPUIHH-
) P P F 1H), 7,18 - 7,05 (m, 2H), 6,25
(d, J=2,8Tm, 1H), 4,90 - 4,68
HT)OCH3UT)(METHIT)a N LD, 4.00 - 3.88 .
MI/IHO)-L‘.- C| o (m> )> > =9 (m> )a

196 N)LN N 3.88 - 3,75 (m, 2H), 3,68 (s, | 5413

MCTH/IITHIICPH THH-
P /N |'\1\ 0 2H), 3,14 (s, 3H), 3,08 - 2,97
1-xap6ormn)-1H- 1l
HN~S— | (m, 2H), 2,88 - 2,75 (m, 2H),
UpasoI-3- 5
) " 2,15 (s, 3H), 2,10 - 2,00 (m,
HIT)MCTAHCYIb(pOHA
y 4H), 2,00 - 1,90 (m, 2H), 1,72
MHA
- 1,60 (m, 2H), 1,16 (s, 3H)
N-(1-(4-((4-Xm0p-2- (MertaHon-d4) 6 8,05 (d, J =
(rerparuapo-1H- 2,8 T'm, 1H), 7,70 - 7,60 (m,
(dypo|3.4-c]muppo- 0 1H), 7,12 - 7,00 (m, 2H), 6,25
5(3H)- & (d, J=2,8Tn, 1H), 4,10 - 4,00
H1)OeH3UT)(METHI)a cl N o (m, 2H), 4,00 - 3,88 (m, 2H),

197 | vuro0)-4- \Q\\ \ )LN N 3,88 - 3,72 (m, 2H), 3,72 - | 5512
MCTH/IITHIICP U THH- /N\}Q l‘\lQ 0 3,58 (m, 4H), 3,13 (s, 3H),
1-xapGoumn)-1H- HN—:S:_ 3,12 - 3,02 (m, 2H), 3,02 -
MHPa30I-3- 0 2,87 (m, 4H), 2,13 (s, 3H),
HIT)MCTAHCYTb(OHA 2,10 - 1,98 (m, 2H), 1,74 -

MHT 1,57 (m, 2H), 1,15 (s, 3H)

-324 -




N-(1-(4-((4-Xmop-2-
MOP(OITMHOOCH3HIT)

(MeTHI)aMHuHO)-4-

(MetaHon-d4) & 8.05 (d, J =
2.8 Ty, 1H), 7.70 - 7,60 (m,
1H), 7,18 - 7,08 (m, 2H), 6,25
(d, J=2,8 T, 1H), 4,05 - 3,88

198 TT;J;ZZI;HT;H HN~§§ (m, 2H), 3,88 - 3,73 (m, 6H), | 5252
paso3- C3 O | 3.69 (s, 2H), 3,14 (s, 3H), 2.95
o - 2,80 (m, 4H), 2,14 (s, 3H),
HWIT)MCTAHCYIb(POHA 210 - 2,00 (m. 2H), 173 -
e 1,59 (m, 2H), 1,16 (s, 3H)
5 805 (d, J = 2.8 T'y, 1H),
7.26 (d, J = 8.0 'y, 1H), 7,06 -
NS 6,86 (m, 2H), 6,80 (d, J = 8,0
X10p3-(0)-2- I, 1H), 6,32 (d, ] = 2.8 T,
1H), 4,28 - 4,09 (m, 2H), 4,08
Tzzzzzzﬁmﬂ . )OJ\ -3,94 (m, 2H), 3,93 - 3.83 (m,
199 | meTwnmumnepasus-1- j©\/r© '\'IN~\ o HH). 3.47-3.34 (m. 11, 3.28 4953
aporn)-1H- O\l HN-%— -3.10 (m, 5H), 3,06 - 2,92 (m,
pason-3- S | 1H), 2,85-2,72 (m, 1H), 2,68
-2,53 (m, 1H), 2,29 - 2,16 (m,
FMETARCY I pOER 2H), 2,04 - 1,91 (m, 1H), 1,89
e -1,72 (m, 1H), 1,70 - 1,56 (m,
1H), 1,19 (d, J = 6,1 T'w, 3H),
1,06 (d,J = 6,0 ', 3H)
5 805 (d, J = 2.8 I'y, 1H),
7.26 (d, J = 8,0 T, 1H), 6,90
(s, 1H), 6,81 (d, J = 8,0 I'y,
N-(1-((R)-4-(4- 1H), 6,32 (d, J = 2,8 T', 1H),
Xop-3-((R)-2- 425 - 4,05 (m, 2H), 4,03 -
METHITHPPOMANH- o 3,91 (m, 2H), 3,90 - 3,82 (m,
1-mm)GeH3Hm)-3- cl (\NJ\N \ 1H), 3,54 - 3,37 (m, 1H), 3,33
200 | vetwimunepasus-1- NJQVN ]) N= o |- 3,18 (m, 2H), 3,15 (s, 3H), | 4953
Kxap6oHm)-1H- CI HN=-S— | 3,05 - 2,93 (m, 1H), 2,84 -
mpason-3- ‘ O 1273 (m, 1H), 2.68 - 2,55 (m,
HIT)MCTAHCYTb(POHA 1H), 2,33 - 2,14 (m, 2H), 2,03
MHT -1,91 (m, 1H), 1,89 - 1,74 (m,

1H), 1,69 - 1,54 (m, 1H), 1,19
(d,J =6,1Tw 3H), 1,06 (d, J
=6,0 T, 3H)
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(R)-N-(1-(4-(4-

(Metanon-d4) & 8.15 - 8,02
(m, 1H), 7.35 (d, J = 8,0 T,
1H), 7.17 (s, 1H), 7.05 (d, J =

Xnop-3-(4,4-
8,1 T, 1H), 6,29 - 6,20 (m,
JudToprunepHIHH-
9 1H), 4,40 - 4,09 (m, 2H), 4,03
1-um)OeH3mm)-3- Cl J
ONTONTN . J =133 T, 1H). 3.52 -
201 | mMetunmmunepasus-1- N N N={ o 531,2
aN—_ | 3,37 (m, 1H), 3,30 - 3,20 (m,
Kap6oHmT)-1H- F i
F O | 2H), 3,20 - 3,05 (m, 7H), 2.83
mMpas3oa-3-
-2.75 (m, 1H), 2,68 - 2,58 (m,
WI)MCTAHCYIb(OHA
1H), 2,27 (t, J = 11,5 T, 1H),
MHI
2,20 - 2,09 (m, 4H), 1,21 (d, J
=6,0 'y, 3H)
5 806 (d, J = 2.8 T, 1H),
(R)-N-(1-(4-(4-
735 - 730 (m, 1H), 7.03 -
Xnop-3-(4-
6,94 (m, 2H), 6,32 (d, J = 2.8
(tpudropmer)IH
T, 1H), 4,26 - 4,06 (m, 2H),
epri-1- 1 405 - 3.93 (m, 1H), 3.55
X = X nl? b b =
H)6eH3U)-3 - c (NN
202 N N=/ o |3.35 m, 3H), 331 - 3,17 (m, | 563.3
METHIITHIIEPA3HH-1- N HN—3—
5 | 2H), 3,16 (s, 3H), 2.81 - 2,55
kapOonmm)-1H- FaC 0
(m, 4H), 2.31 - 2,10 (m, 2H),
MMHpas3on-3-
2,04 - 1,95 (m, 2H), 1,94 -
HIT)MCTAHCYIb(pOHA
1,79 (m, 2H). 1.19 (d, J = 6.2
MHA
Iy, 3H)
5 806 (4, J = 2.8 T, 1H),
728 - 7.24 (m, 1H), 6.89 (s
N-(1-((R)-4-(4-
1H), 6,84 - 6,79 (m, 1H), 6,32
Xnop-3-((5)-3-
0 (d, J=2.8 T, 1H), 5,44 - 525
TOPIL OJIHUIUH-
) I;;pp - o j\ (m. 1H), 4.28 - 4,10 (m, 2H),
-H1)0CH3HT)-3-
NN 408 - 391 (m, 2H), 3.71 -
203 | mMeTwimmnepasuu-1- Nj) N=/ O 4992

KapOoHmwT)-1H-
Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

3,61 (m, 1H), 3,58 - 3,40 (m,
2H), 3,39 - 3,30 (m, 1H), 3,29
- 3,19 (m, 2H), 3.15 (s, 3H),
2,82 - 2,73 (m, 1H), 2.69 -
2,55 (m, 1H), 2,40 - 2,05 (m,
3H), 1,19 (d, J = 5.6 T', 3H)
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N-(1-(1-(4-Xnop-2-
(4-dpropnunepuauH-
1-um)6en3mn)-1,8-

amazacnupo[4.5]aek

(Metanon-d4) 6 8,06 (d, J =
28 Ty, 1H), 747 (d, ] = 8.4
Ty, 1H), 7,13 (d, J = 2,0 T,
1H), 7,09 - 7,02 (m, 1H), 6,25
(d,J=2.8Tu, 1H), 4,90 - 4,70

Cl
204 \Q\\ L (m, 1H), 4,69 - 4,55 (m, 2H), | 5532
aH-8-KapOOHIT)- N™ N7
N N=' o |3.75 (s 2H).3.21 -3.10 (m,
1H-nupa3zon-3- i
HN=S— | 5H), 3,09 - 3,00 (m, 2H), 2,88
WI)MCTAHCYIb(POHA o) 575
- 2,75 (m, 4H), 2,14 - 1,90 (m,
MHA
8H), 1,90 - 1,78 (m, 2H), 1,61
-1,51 (m, 2H)
(Metanon-d4) 6 8,06 (d, J =
N-(1-(1-(4-X10p-2- 2.8 Ty, 1H), 7.53 (d, ] = 84
(reTparuapo-1H- I'm, 1H), 7,10 (d, J = 2,0 T'y,
dypol3.4-c]muppoa- Q 1H), 7,08 - 7,00 (m, 1H), 6,26
5(3H)-um)6eH3m)- N (d, J=2,8Tu, 1H), 4,70 - 4,55
Cl o)

1.8- (m, 2H), 4,02 - 3,91 (m, 2H),
205 \Q\\ L 5633
Jquazacmapo[4.5]aex N N™ NTN 3,76 (s, 2H), 3,71 - 3,61 (m,
aH-8-KAPOOHILI)- N“HN {:C,') 2H), 3.21 - 3,05 (m, 7H), 3,01
1H-mipa3zon-3- 8 -2,89 (m, 4H), 2,81 - 2,71 (m,
HIT)MCTAHCYIb(pOHA 2H), 2,03 - 1,90 (m, 4H), 1,90
MHT - 1,79 (m, 2H), 1,62 - 1,50 (m,

2H)

(MertaHon-d4) 6 8,04 (d, J =
N-(1-(4-((4-X10p-3- 2,5 T, 1H), 733 (d, J = 8,0
(4-proprmumepuTuH- I'm, 1H), 7,16 (s, 1H), 7,00 (d,
1- J=81Tw 1H), 624 (d, ] =

o]
um)ocH3mI)(MeTH)a | F . JI\N N 2,6 T, 1H), 4,90 - 4,70 (m,
206 | MuHO)MHIEpHIHH- U . /O "\'Q o | 1H), 4,70 - 4,47 (m, 2H), 3,63 | 527.3
1

1-kapGoHmT)-1H- N @A | H”‘f.)_ (s, 2H), 3,25 - 3,10 (m, 5H),

Mpas3o-3-
HIT)MCTAHCYTb(POHA

MU

3,10 - 2,90 (m, 4H), 2,84 -
2,74 (m, 1H), 2,26 (s, 3H),
2,17 - 1,90 (m, 6H), 1.80 -
1,68 (m, 2H)
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(S)-N-(1-(2-Merun-
4-((3-metun-[1,1'-

5803 (d,J =28 I'y, 1H),
7,74 (br, 1H), 7.63 - 7.61 (m,
2H), 7,48 - 7,44 (m, 3H), 7.41
-7,28 (m, 3H), 6,89 (d, T =2.8

Gudermn]-4- O )oj\ T, 1H), 4,75 (br, 1H), 4,36 -

207 | un)MeTHI)MHNEPA3H O ,\(\)N\ '\‘:j\\ o 4,32 (m, 1H), 3,55 - 3,47 (m, | 4323
B-1-kap6omn)-1H- HN-< 2H), 3.43 - 3,37 (m, 1H), 2,88
TmHpazo-3- -2.85 (m, 1H), 2,75 - 2,72 (m,
HI)aleTaMug 1H), 2.48 (s, 3H), 2,39 - 2.32

(m, 1H), 2,23 - 2,13 (m, 4H),
1,44 (d, T = 6,8 Ty, 3H)
5803 (4 J = 2.4 T, 1H),
7,78 (br, 1H), 7,63 - 7,61 (m,
(R)-N-(1-(2-MeTu- 2H), 7.48 - 7,41 (m, 3H), 7,39
4-((3-verun-[1,1'- o 7,28 (m, 3H), 6,89 (d, J = 2.4
uderm]-4- O Py T, 1H), 4,75 (br, 1H), 4,35 -

208 | wr)MeTHI)HIICPasH ,O'u, EQ 5 432 (m, 1H), 3,54 - 3,50 (m, | 432,2
B-1-kapGoHH)-1H- HN‘/< 2H), 3,47 - 3,36 (m, 1H), 2,87
TmHpazon-3- 2,85 (m, 1H), 2,75 - 2,72 (m,
HI)aneTaMug 1H), 2,48 (s, 3H), 2,39 - 2,32

(m, TH), 2.23 - 2,18 (m, 4H),

1.44 (d, J = 6.8 T, 3H)

(Meraron-d4) & 8,04 (d, J =
N-(1-(4-((4-X10p-3- 2.4 T, 1H), 7.35 (d, J = 8.0
(4-propmumepuIuH- I'm, 1H), 7,17 (s, 1H), 7,04 (d,
1- J =80T 1H), 625 (d, J =
HT)OCH3WI)OKCH)ITH | F N )OI\N \ 24 T'm, 1H), 4,75 - 4,74 (m,

209 | nepuann-1- \G\l O/Q N o | 1H). 458 -4.53 (m, 2H), 408 | 514.1
Kkap6oHIT)-1H- ClDA ”N‘C,S;‘ (br, 2H), 3,79 - 3,75 (m, 1H),

Mpas3o-3-
HIT)MCTAHCYTb(OHA

MU

3,62 - 3,58 (m, 2H), 3,20 -
3,15 (m, 5H), 3,01 - 2,96 (m,
2H), 2,15 - 1,98 (m, 6H), 1,80
-1,72 (m, 2H)
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N-(1-((35,45)-3-
Drop-4-(3-(4-
(roprunepunuH-1-

un)-4-

(Metanon-d4) 6 8,10 (d, J =
2.8 T'u, 1H), 7,58 (d, J = 8.8
T'u, 1H), 7,08 (d, J = 2,0 T,
1H), 6,99 - 6,90 (m, 1H), 6,28
(d,J=28Tu, 1H), 4,88 - 4,80
(m, 2H), 4,79 - 4,69 (m, 1H),

FsC
(tpudropmernm) e : NJ\I\‘I N
210 N=/ o | 437 - 420 (m, 1H), 420 - | 5522
HOKCH) THTICPH THH- N " Y I
F AN=%— | 4.09 (m, 1H), 4,04 - 3.91 (m,
1-xap6ormn)-1H- F 0
1H), 3,91 - 3,80 (m, 1H), 3,16
mMpas3oa-3-
(s, 3H), 3,12 - 3,02 (m, 2H),
WI)MCTAHCYIb(OHA
2,90 - 2,80 (m, 2H), 2,39 -
MHI
2,26 (m, 1H), 2,12 - 2,01 (m,
1H), 2,01 - 1,84 (m, 4H)
N-(1-(4-(4-Xz10p-3-
“ 58,01 (s, 1H), 7,39 — 7,24 (m,
1H), 7,03 (s, 1H), 7,01 — 6,90
[UAHOTTHIICPHIUH-
0 (m, 1H), 6,29 (s, 1H), 4,90 (s,
1- cl P
j@y (NN 1H), 3.94 — 3,73 (m, 4H), 3.50
211 | wn)Genzumnunepas N N\) N=( o 506,2
HN_g_ (Sa 2H)9 3927 - 3918 (m 2H)a
HH-1-KapOOHUT)- P 3
NZ 3,13 (s, 3H), 3,00 (s, 2H), 2,91
1H-nmpazon-3-
~ 281 (m, 1H), 2,57 — 2,46
HIT)MCTAHCYIb(pOHA
(m, 4H), 2,18 — 2,00 (m, 4H)
MHA
N-(1-(4-(4-Xz10p-3- 5 7.91 (s, 1H), 7.28 — 7.19 (m,
dropoersunmmep | j\ 1H). 7.11 — 7.04 (m, 1H), 6,99
51y | 20l KapOORID)- j@\/ (\N N} ~ 689 (m. 1), 645 (s, 1H). |
1H-mpason-3- F N\) N\HN (.S? 6,17 (s, 1H), 3,73 (s, 4H), 3,41 ’
HIT)MCTAHCYTb(pOHA 5 (s, 2H), 3,04 (s, 3H), 2.42 (s,
MHJI 4H)
N-(1-(4-(4-Xz10p-3- 5 7.93 (s, 1H), 7.23 — 7.10 (m,
- 1H), 6,91 (s, 1H), 6,85 — 6,72
H30NPONUIIMHICPHT o (m, 1H), 6,19 (s, 1H), 3,74 (s,
_— cl (\NJLN N 4H), 3,41 (s, 2H), 3,39 — 3,24
i
213 | un)bensum)nunepas Nj©\/N\) N=C o (m, 2H), 3,03 (s, 3H), 2,55 — | 5232

nH-1-kapOoHnT)-
1H-mpazon-3-
HIT)MCTAHCYTb(pOHA

MU

2,35 (m, 6H), 1,75 — 1,62 (m,
2H), 150 — 1,30 (m, 3H), 1,13
- 0,99 (m, 1H), 0,93 — 0,77
(m, 6H)
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N-(1-(4-(4-Xnop-3-
(TpudropmMeTHIT)OCH

3UI)IUNepa3uH-1-

§ 7,95 (s, 1H), 7.58 (s, 1H),
7,38 (s, 2H), 6,22 (s, 1H), 3.76

214 | xapbouum)-1H- 466,1
n | (s, 4H), 3.47 (s, 2H), 3.05 (s,
mpason-3- HN_('Sg_ 3H), 2,50 — 2,39 (m, 4H)
HWIT)MCTAHCYIb(POHA
MEa
8 8,10 - 8,04 (m, 1H), 7,35 -
728 (m, 1H), 7,24 (s, 1H),
(R)-N-=(1-(4-(4- 719 - 704 (m, 1H), 7,03 -
Xiop-3- 6,79 (m, 1H), 6,36 - 6,30 (m,
LIUKJIOTICHTHIOCH3H o 1H), 4.28 - 4,06 (m, 2H), 4,03
m)-3- Cl J -3,93 (m, 1H), 3,53 - 3,35 (m,

215 | metunmunepasun-1- N(\P ,\‘IN\\ 0 2H), 3,32 - 3,17 (m, 2H), 3,15 | 480,2
KapGomm)-1H- HN—%— (s, 3H), 2,83 - 2,70 (m, 1H),
mipazo-3- O | 268 - 2.54 (m. 1H), 2.32 -
HWI)METAHCYIb(POHA 2,18 (m, 1H), 2,17 - 2,05 (m,

MHT 2H), 1,90 - 1,67 (m, 4H), 1,60
- 1,53 (m, 2H), 1,19 (d, T = 4.8
Tu, 3H)
5 8.10 - 8,04 (m, 1H), 7.35 -
728 (m, 1H), 7.24 (s. 1H),
(S)-N-(1-(4-(4- 719 - 7,04 (m, 1H), 7,03 -
Xiop-3- 6,79 (m, 1H), 6,36 - 6,30 (m,
IUKJIOTICHTHIOCH3H o 1H), 4,28 - 4,06 (m, 2H), 4,03
m)-3- Cl ~ )LN N -3,93 (m, 1H), 3,53 - 3.35 (m,

216 | merunmunepasuu-1- N\_) N= 0 2H), 3,32 - 3,17 (m, 2H), 3,15 | 480,2

KkapGormH)-1H- : HN—E— (s, 3H), 2,83 - 2,70 (m, 1H),

Mpas3o-3-
WI)METaHCYIb(oHA

MU

2,68 - 2,54 (m, 1H), 2,32 -
2,18 (m, 1H), 2,17 - 2,05 (m,
2H), 1,90 - 1,67 (m, 4H), 1,60
-1,53 (m, 2H), 1,19 (d, T = 3.2
Ty, 3H)
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N-(1-(4-((4-X10p-3-

5 802 (d, J = 2.8 I', 1H),
7,76 (br, 1H), 7.28 (s, 1H),

6
M)emn e;{zm)(mm . j\ 7,26 - 7,16 (m, 2H), 6,90 (d, J
JJ)AMUHO )-4-
;@\/I N7 NN =28 ', 1H), 3,97 (br, 2H),
217 | MeTHIIHICPHIHH- N N= o |39 @ 2, 351 @or, 2 4182
b r? > > r7 b
1-xapGonmm)-1H- HN—/<
X 2,39 (br, 3H), 2,20 (br, 3H),
a30JI-3-
mf 2,10 (s, 3H), 2,04 (br, 2H),
HJI)aleTaMu/T
1,61 (br, 2H), 1,07 (br, 3H)
N-(1-(4-(4-®10p-3-
P §7.96 (s, 1H), 7,27 — 7,22 (m,
(rpueropueToKCI)o )OL 1H), 7,19 — 7,14 (m, 1H), 7,12
s sznn;anepaf;H- F:@\/ (\N N} - 7.05 (m, 1H), 6,24 (s, 1H), 166.1
-kapboumm)-1H- = ,
P : ) FCso NN & (-S? 3.83 — 3.70 (m, 4H). 3.4 (s,
a30Ja-5- T
P O | 2H), 3.06 (s, 3H), 2,49 — 2,40
WI)METAHCYIb(POHA (m, 45D)
m,
MHUI
N-(1-(4-(2-X710p-3-

P 58,03 (s, 1H), 7,77 — 7,69 (m,
(pr)@mpMemn)feH )OJ\ 1H), 7.69 — 7.63 (m, 1H), 7.43
SUI)IMUICPA3UuH- 1~

P NN ~ 733 (m, 1H), 6,42 (s, 1H),
219 | xapGouun)-1H- N\) N=/ o 466,1
X FsC L[ 6:29(s TH). 3.86 (s, 4H). 3.72
a30J1-3- o
P Cl & | (s 2H), 3.16 (s, 3H), 2.70 —
HIT)MCTAHCYIb(pOHA 2,54 (m, 4H)
.54 (m,
MU
N-(1-(4-(2-Meru-
3- 5 8,01 (s, 1H), 7,58 (s, 1H),
(TpuropMeTHI)OCH j\ 7.44 (s, 1H), 7,25 (s, 1H), 6,28
. 3HI)MHNCPA3HH-1- (\)\' NTN (s, 1H), 5,65 (s, 1H), 3,82 (s, 61
xapGorm)-1H- FsC N N\HN_(.S?_ 4H), 3,55 (s, 2H), 3.15 (s, ’
mpason-3- 8 | 3H).2.57 - 2.51 (m, 4H), 2.50
HIT)MCTAHCYTb(pOHA (s, 3H)
MU
N-(1-(4-(3- 3 7.85 (s, 1H), 7,03 — 6,88 (m,
(UuxnonponuiaMeTo 1H), 6,81 (s, 1H), 6,76 — 6,65
KcH)-4- e (m, 1H), 7.2 - 7,1, 6,50 - 6,40,
Y 0
(mudpropMeToKCcH)OC o )J\ 6.3 -6,2 (m, 1H), 6,20 — 6,06
N N
221 | mun)mumnepasun-1- m@ ,'\l\\ o | (m 1H), 523 (s, 1H), 3,79 - | 5002
O
Kap6oriT)-1H- v HN-$— | 3,59 (m. 6H), 3.35 (s. 2H).
(o]
mpason-3- 2,98 (s, 3H), 2,37 (s, 4H), 1,23
HIT)MCTAHCYTb(POHA — 1,02 (m, 1H), 0,58 — 0,44
MHT (m, 2H), 0,28 — 0,13 (m, 2H)

-331-




N-(1-(4-(4-@1op-3-
0 ) I; 38,00 (s, 1H), 7.41 - 7.31 (m,
CHOKCHOCH3HIT) ITH
2H), 7.21 — 7,05 (m, 4H), 7,04
nepasuH-1- F JL
NN — 6,94 (m, 2H), 6,28 (s, 1H),
222 | xap6ormm)-1H- N\) N=/ o 4742
(0] 1 5,77 (s, 1H), 3,87 — 3,70 (m,
HPa307I-3- HN=8—
O |4H), 348 (s, 2H), 3,12 (s,
HWIT)MCTAHCYIb(POHA 3H). 2.60 - 2.44 (m. 4H)
MHI >~ > >
(Meranon-d4) 6 8,28 (s, 1H),
(S)-N-(1-(4-((5- 8,06 (d, J = 2,8 T, 1H), 7,22
Xnop-4-(4- (s, 1H), 6,24 (d, J = 2.8 T',
(propuunepunuH-1- 1H), 4,97 - 4,78 (m, 1H), 4,33
YUT)[HPHTHH-2- 1 - 4,12 (m, 2H), 4,04 - 4,01 (m,
Cl
223 WI)METHT)-3- 7N @ N} 1H), 3.49 - 3,44 (m, 2H), 3,41 143
A N N= s
METHIIMHIICPA3UH-1 - /O : HN—g— - 3,35 (m, 2H), 3.29 - 3,24 (m,
KapGoHwT)-1H- F O | 3H). 3.15 (s. 3H). 2.85 - 2.82
mpasoI-3- (m, 1H), 2,71 - 2,68 (m, 1H),
HWI)METAHCYIb(POHA 2,44 - 239 (m, 1H), 2,21 -
MHT 1,99 (m, 4H), 1,19 (d, J = 6,4
I'm, 3H)
5 805 (d, J =28 Tu 1H),
(R)-N-(1-(4-(4- 725 (d,J =76 Ty, 1H), 6,85
Xnop-3- (s, 1H), 6,76 (d, J = 8,0 'y,
(muppouauH-1- 1H), 6,32 (d, J = 2,8 'y, 1H),
WT)BeH3HT)-3 - Cl J 427 - 408 (m, 2H), 4,02 -
N
224 | metunmunepasuu-1- " N\H N=/ o 3,93 (m, 1H), 3,50 - 3,35 (m, | 481,1
11
xapGoHm)-1H- CI HN=S— | 5H), 3,29 - 3,11 (m, 5H), 2.84
O
mMpaso-3- -2.75 (m, 1H), 2,67 - 2,56 (m,
HIT)MCTAHCYTb(pOHA 1H), 2,30 - 2,20 (m, 1H), 2,04
M -1,92 (m, 4H), 1,19 (d, J = 6.4
Iy, 3H)

II. buonorn4yeckas OueHKa
OnpeneneHue XapakTePUCTHK 0€JIKA HA OCHOBE iM Vifr0o KOHKYPEHTHON AKTHBHOCTH.

[00403] [TpoTeombr (MemOpanHast (hpaxiyisi TOJOBHOTO MO3ra MBIIIM WM KJIETOYHBIE JIN3ATHI JJISI
aHAJM30B HA MBIIIAX; MEMOpaHHbIe (pakiuy MpedPOHTAIBHONW KOPbI FOJOBHOTO MO3Ta YEJIOBEKa
win knetok PC3 st aHanm3oB ¢ ydactuem denoseka) (50 MkJ, KoHIeHTpanus odmero Oenka 1,0
wii 2,0 MI/MJI) TIpeIBapUTENIbHO HHKYOHMPOBAJIH,

HUCMOJIB3YyA  pPa3JIMYHBIC KOHLCHTPALUH
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uHruouropos npu 37°C. Uepes 30 mun. pobasmsimm FP-Rh, wmm JW912, unn HT-01 (1,0 mxu,
50 MmkM B DMSO) u cmech nnkyoOuposanu B Teuenne eme 30 muH. npu 37°C. Peakunu racuimu ¢
nomMoeio 3arpy3oqroro Oygepa SDS (15 mxn - 4X) u anmammsupoanu Ha SDS-PAGE. Ilocne
BU3YaJIM3ALUH el aKTUBHOCTb CEPUHTHIPOJIA3bl ONPENEISUIA MyTeM W3MEPEHUS] HHTEHCUBHOCTH
dayopecueHmu mnojioc Ha rene, coorBercTByromux MAGL u FAAH, ¢ wucnonb3oBaHreM
nporpammHoro obecrieuenuss Imagel 1.43u. Jlanueie o ICso, monydeHHble B Ipomecce AaHHOTO
aHajiM3a, mokaszaHbl B TaOjuue 1. Bce coemunenuss B Tabnuue 1 sBasiauch OoJiee CUIBHBIMH
uHruouropamun MAGL, no cpaBrenmo ¢ FAAH.
IlonyyeHne mnpoTeoOM TroOJIOBHOI0O MO3ra MbIIIH, B3fITHIX TMOcCJe O00padoTKH MbIlIei
HHTHOMTOPOM.
[00404] MUuruburtoper  BBOomuum C57Bl/6) nukoro THma MOCPEOCTBOM KOPMIIGHUS —dYepes
JKEJyJOUHBIN 30H] B Cpene-HOCHTeNe W3 NMoNudTWiIeHrnukonsa. Kaxnoe sKMBOTHOE yMeEpIUBIISIIN
yepe3 4 4. rocjie BBEIEHUS U IPOTEOMbI TI'OJIOBHOI'O MO3ra MOJyYadd U aHAJIM3HPOBAIN U B
COOTBETCTBUH C paHee yctaHOBieHHbIMH Metonamu (Cy. Niphakis, M. J., et al. (2011) ACS Chem.
Neurosci. and Long, J. Z., et al. Nat. Chem. Biol. 5:37-44).

[00405] Coenunenyst IEMOHCTPUPOBAIN AKTUBHOCTDb B NPOLIECCE AHAIM30B, ONMUCAHHBIX B JAHHOM

JIOKYMEHTe, KaK yKa3aHo B Tabnuie 1.

TABJIUIIA 1
MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. ICso ICso % wunr. | % wuHr.

Ty 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr

o (uesioBe | (uenoBek | (Mbimb) | (MbIb) | (4esioBe | (YesoBe | (MbImb) | (MBINIB)
K) ) K) K)
A @ 10

1 kM D D D

2 A D A D

3 A D A D

4 A D A D D D

5 A D A D

6 A D A D

7 A D A D

8 A D A D
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, |MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. I1Cso ICso % unr. | % wuHr.
e 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr
o (uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) )
9 A D A D
B @ 10
10 =y D D D
11 A D A D i * C D
12 A D A D D D
13 A C ok *
14 | A D B D o * D D
15 A D A C
16 | A C A C
17 A A A A
18 A A A A ok wox
19 A D A D
20 A D A A ok *
21 A D A D
22 A B A A xRk *x C C
23 A A A A Hokk *E
24 A D A D
25 A D A D wAE *
26 A D D D
D @ 10
27 kM D D
28 A A A A
B @ 10
29 kM D D D
30 A
31 A D A D
32 D D A D
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. ICso ICso % unr. | % wuHr.
11
P11 meM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr
M.
(uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) K)
33 A A D
34 A A A sesfeoke sk
35 A D A D
36 A A
37 A A
38 A C ok *
39 A B ok * A D
40 C B C A
41 D A
42 A
43 D A D ok *
44 A A
D @ 10
45 D D D
MKkM
C @ 10
46 D D D
MKkM
C @ 50
47 D D D
MKM
C @ 50
48 D D D
MKM
49 Cc D B D
50 B D B A
51 A A A A ok *E
52 A D A D ok *
A @ 10
53 D D D
MKM
54 A D A D
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, |MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. I1Cso ICso % unr. | % wuHr.

e 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr

o (uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) )

55 A D A D

56 A D A D

57 A D A D

58 A D A D A D

59 A D A D

60 A D A D

61 C D B D

62 A D A D

63 A D A D ok * C D

64 A D A D

65 A D A D

66 A D A D

7 | A C A C

68 A D A D
A @ 10

69 Y D D D

70 A D A D

71 A D A D A D

72 A D C B

73 A D A B

74 A D A D wAE *

75 A D A D A D

76 A D A D D D

77 B D D D

78 A D A D

79 A D A D D D
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, |MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. I1Cso ICso % unr. | % wuHr.

e 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr

o (uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) )

80 A D A D A D

81 A D B D

82 A D B D

83 A D A D

84 A D A D

85 A D A D

86 C D C D

87 A D A D D D

88 A D A D

89 A D A D

920 A D A D C D

91 A C A B

92 A D A D

93 A D A D D D

94 A D A D A D

95 A D A D

96 A D A D D D

97 C D C D

98 A D A D D D

99 A D A D

100 | B D B D

101 | A D B D

102 | B D D D

103 | A D A D D D

104 | A D A D D D
A D A D

105
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, |MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. I1Cso ICso % unr. | % wuHr.

e 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr

o (uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) )

106 | A D A D D D

107 | A D A D

108 | A D A D D D

109 | A D A D

110 | A D A D

111 | A D A D

112 | A C A A A A

113 | A C A A

114 | A C C A

115 | A C C A

116 | A D B D

117 | A D A D B D

118 | A D A D D D

119 | A D A D A D

120 | A D A D

121 | A A A A Hokk *E

122 | A D A D

123 | A D A D

124 | A D A D

125 | A D A D D D

126 | A D A D

127 | A D A D

128 | A D A D

129 | A D A D

130 | A D A D

131 | A A A A ok * A A
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MAGL, | FAAH, MAGL, | FAAH, MAGL, | FAAH, |MAGL, | FAAH,
% wuHr. % uHT. % wunr. | % wuHr. I1Cso ICso % unr. | % wuHr.

e 1 MM 1 MM 1 MM | 1 MM (MxM) (MxM) S mr/kr | § mr/kr

o (uenoBe | (uesoBek | (Mblmb) | (MpImb) | (4enoBe | (4esioBe | (MbIlIb) | (MbILIb)
K) ) K) K)

132 | A D A D HHE * D D

133 | A D A D D D

134 | A D A D C D

135 | A D A D D D

136 | A D A D A D

137 | A D A D D D

138 | A D A D A D

139 | A D A D ol * D D

140 | C D D D

141 | A D A D A D

142 | A D A D

143 | A D A D D D

144 | A D A D

145 | A A A A Hkk *E

146 | A A A A Hokk *

147 | A D A D

148 | A D A D A D

149 | A A A A Hokk *E

150 | A C A D HoEk * D D

151 | A D A D
A @ 10

152 kM

153 | A D B D

154 | A C A A ok * B C

155 | A D A A

156 | A D A D A D
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Ip

M.

MAGL,
%0 UHT.
1 MM

(uenoBe

FAAH,
% HHT.
1 MM

(uesi0BEK

)

MAGL,
%0 UHT.
1 MM

(MbILIB)

FAAH,
% UHT.
1 MM

(MbILIB)

MAGL,
ICso
(MxM)
(genoBe

)

FAAH,
ICs0
(MxM)

(4enoBE

MAGL,
%6 UHT.
5 Mr/kr

(MbIIIB)

FAAH,
%o UHT.
5 Mr/kr

(MbIIIB)

157

158

159

160

w( »| > »

0| 9| 9| d

161

162

)

163

164

S| O Of »| 9| »| »| »

g| 9| 9| 9| 9| 9| 9| U

165

> > > >

@ 10

:

166

167

168

169

> > > >

W| W| O T

170

171

172

seolkesk

E

173

sk

Aok

174

Wl »| »| W T »| > »| >

175

sesksk

176

seskosk

177

178

skeeok

179

sk

180

ko

181

P I e - e

o I -l B - Il e B S B S O el I el [

ko
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Ip

M.

MAGL,
%0 UHT.
1 MM

(uenoBe

=
N’

FAAH,
% HHT.
1 MM

(uesi0BEK

)

MAGL,
%0 UHT.
1 MM

(MbILIB)

FAAH,
% UHT.
1 MM

(MbILIB)

MAGL,
ICso
(MxM)
(genoBe

)

FAAH,
ICs0
(MxM)

(4enoBE

MAGL,
%6 UHT.
5 Mr/kr

(MbIIIB)

FAAH,
%o UHT.
5 Mr/kr

(MbIIIB)

182

Aok

183

184

ook

185

186

187

Heoksk

188

189

190

191

192

193

o Rl Il N ol ol I~ - Il e ol Bl -l I -

194

W > | > > > | > | > > > >

@ 10

:

w)

195

196

197

198

199

200

201

202

> > | E ] > >

203

204

205

206

o I el B o B B I B S S A e
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Ip

M.

MAGL,
%0 UHT.
1 MM

(uenoBe

=
N’

FAAH,
% HHT.
1 MM

(uesi0BEK

)

MAGL,
%0 UHT.
1 MM

(MbILIB)

FAAH,
% UHT.
1 MM

(MbILIB)

MAGL,
ICso
(MxM)
(genoBe

)

FAAH,
ICs0
(MxM)

(4enoBE

MAGL,
%6 UHT.
5 Mr/kr

(MbIIIB)

FAAH,
%o UHT.
5 Mr/kr

(MbIIIB)

207

208

Heskk

209

210

211

212

213

214

215

216

217

218

219

220

221

222

223

o Il Bl (Rl o (-~ (- I (el ol (e -l ol (Nl I ol (ol I =

A

224

A

A

*** ICso coctaBsieT MecHee mimm paBHsAeTca 100 HM; ** ICso coctaBmaer 6omee 100 HM u menee 1 MxM; * ICso
cocTasisieT 0oJee uim paBHiIeTcsa 1 MKM u MeHee i pasHieTcs 10 MkM.

A = % uHruOuposaHus, KOTOprId Oomnbiue uinn pasHsercs 75%; B = % unruduposanusi, KOTOPbIH OobIIe
win pasusercsa 50% u menpme 75%; C = % uHruOMpoBaHUs, KOTOpPHN Oonbine wiam pasHsCTCA 25% u
meHbie 50%; D = % uaruOuposanus, KOTopsiii 6omnpiue wu pasasercs 0% u menbe 25%.
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POPMYVYJIA U3OBPETEHUA

1. Coenunenue popmynsi (1),

L
R NN

N\
R1

dopmyma (I,
rae

R! npencrasnser coboit -N(R*)C(O)R' umu -N(H)SO2R';

R? npencrasnsier coboii H unu Ci.6aiku;

Ve 3 3
N> N> N>
R1O (_ R4 R4 (_
N_XR12 N—/\R»]s N\ N—/\R‘IZ
Rs R5 R5
R13 R19 Z R
R?® mpencraBnser coboit R , R , R ;
R10 R4
R* R* RS R®
R NE N NE RS R® o)
] J \ (\ ] / \ (\ R13 R13
R N J R N J 12 N N
7 N Z N R _g_ R12 —E'
R13 R12 R13 R'2 N N
4 R®
RS Y w m R \ N R? Y\N
~ N N z N ) z_ ., N-§-
12
R6 R12 _g_ R R1s P n R R13 P n
R13 P n R5 RS
oo

N
- ’ ﬁ, o4
4 R4 N
R A\ \; /Ejj\l}g A\ v /@ R A N
5 5 N
N2 R13\R12 R YZARE R
R® , R wm R ;
A nipencrasisiet codoit N unmu C(H);
X npeacrasnser coboit -O-, -N(R'®)- umu -CHN(R'%)CH;-;

Y npencrassietr codoit -CHa- wnm -C(O)-;

Z npencraeiset coboii -S-, -O- nm -N(R*)-;
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R* npencrasnser coboit H, ramoren, -OR’, Cisankun, Cisankui-OH, Cisanxenun, Co-
cankuHmWI, Ci.eramorenankmwi, -O-Csgmuknoankmwi, -0-Cssouknoankun-OH, -N(H)-Ci-
sankun-CO>H, -SO,RY, -CO2R?, -C(O)NRPR’, Cs.suuknoankun, C;-9reTepOLMKIOANKIL, -
Cisankun-Caorereporukioankui, Ce-10apun, Ciorerepoapun, rae Cs.suuknoankun, Ca.
orereporukioankui,  -Cieankun-Cr.orerepouuknoankui, Cs.ioapun,  CioreTepoapun
Heobs3aTenbHO 3amemensl 1w 2 R

R’ nmpenctapnser coboit H, -CN, ranoren, Ci.cankui, Ci-sranorenankus, Ci.raJoreHaaKokCH
iy peHu,

R® npencrasnsier coboii H, ranoren umu C1.caaku,

R’ npencrasnsier coboit H, Cieankun, Cigranorenankun, Csguuknoankun, —Co.
orereporuknoankui, Ce.j0apua um Cr.orerepoapun, rae Caorerepormknoankui, Ce.10apui
unu Ci.oreTepoapun Heobs3aTenbHo 3amentens 1 umu 2 R,

kaxabiii R® u xaxneni R mesapucumo BoiGpanel u3 H u Cireankuna; umu R® u R® Bmecte ¢
aTOMOM a30Ta, K KOTOPOMY OHH IPUCOEOMHEHbI, OOBEOUHEHBI C O0Opa3OBaHUEM
reTepOLMKIOATKUILHOTO KONbLIA,

R!° npencrasnster coboit -O-Csranorenankun, -O-Cisankun-CO2H, -O-Cssiuknoankun, -O-
Cs-sumknoankun-CO,H, -N(H)-Cisankun-CO2H umu -SO,RY;

R!? npencrasnsier coboii H, ranoren umu Ci-6aJIKu,

R'? npencrapnser coboit H unu C-6ankun;

kaxnaeiii R HesaBucumo Beibpan u3 ranorena, -OH, oxco, Cisankuna, Ci-sranorenankumna, Ci-
sankokcH, -Ci.cankun-OH, Cs.suumkmoankuna, -CO:R3, -C(O)NR®R?, -C(0)-Ciankuna, -
C(0)-C1sanxun-OH, -SO»-C1.sankuna, -N(R*)SO,-Cisanxuna u -N(R¥)C(0)-C1sankuna;

R' npencrasnser coboii Ci-sankun unu C3.s1UKI0TKIT,

R npencrasnsier coboit H, Cisanxumn, -C(0)-Ci-sankxun unu -CH,CO,H;

R!" npencrasnser coboii Ci-sankun unu C3.s1UKI0TKIT,

R'"® u R" nesasucumo uibpans u3 H u Cisankuna, rae R'® u RY o6a ne npencrapnsor coboii
H;

R? npencrasnsier coboit H unu Cr-sanku;

v paBHsiercs O unu 1,

n paBHsiercs 0 wim 1,

m pasHsiercsa O unu 1

p paBusierca O, 1 unu 2;

q pasusiercs 0, 1 unu 2; u
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w paBHsieTcs | unu 2;
WIA €ro COJbBaT, THAPAT, TayToMep, N-OKCHI, cTepeousoMep Wi (apMaleBTHIECKH
npuemsemasi Cob.

Coenunenue no m. 1 wim ero cojbBar, ruapart, Tayromep, N-OKCUA, CTEPEOH3OMEp HIIU

dapmaneBTHYECKU npuemMJieMast COJIb, rae R’ MPEACTABIISIET coboii
4
R A\
R5 Y. W m
= \N N—§—
RC  Ri2
R13 Y n

CoeauHeHue Mo m. 2 WIKM €ro COJbBAT, T'MApAT, TayToMmep, N-OKCUA, CTepEeOH3OMep WU
(dapmanieBTHUECKU TIpUEMIIeMasi COJIb, T7ie m paBHsieTcs 1, n paBHsiercs 1, p paBHsiercs 1, u w
paBHsieTcs 1.

CoenuHenue mo 1m. 2 MM €ro CONbBAT, T'MApPAT, TayToMmep, N-OKCHA, CTEPEOU30MEp WU
(apmaueBTHUECKH MTpHEMIIEMasl COJb, Tae m paBHsiercs 0, n paBHsiercs 1, p paBHsercs 1, u w
paBHsieTCA 2.

CoenuHenue mo m. 2 MM €ro CONbBAT, T'MApPAT, TayToMmep, N-OKCHA, CTEPEOU30MEp WU
(apMaLeBTHYECKH TpUeMIeMast COJib, Te m paBHsieTcs 1, n paBHsieTcs 1, p paBHsiercs 0, u w
paBHsieTcs 1.

CoenvHenue 1o JjroOoMy w3 mm. 1-5 wiM ero cojbBaT, THAPAT, TayToMmep, N-OKCun,
cTepeon3omep win GhapMaleBTHUECKU NpUeMiIeMasi Cojib, rae A npencraisieT coboi C(H).
Coenunenue mo JjroboMy w3 mm. 1-5 wiM ero cojbBaT, THAPAT, TayToMmep, N-OKCun,
cTepeon3omep win hapMaleBTHUECKU TPUeMIIeMasi COJib, rae A npencrasisieT codoi N.

Coenunenue no m. 1 wim ero cojbBar, ruapart, Tayromep, N-OKCUA, CTEPEOH3OMEp MU

(bapmaneBTHYECKU npuemMiieMast COJIb, rae R} MPEACTABIISIET coboii
R6
R4 X Y\ q m
\ N
Z N?L
12
R¥g13 P n
R5

CoenuHeHnue mo m. 8 WIM €ro coibBaT, TUApPAT, Tayromep, N-OKCHA, CTepEeoU3OMep WU
dapMareBTHUECKH TpUEMIIeMasi COJib, IIe M paBHsieTcs 1, n paBHsieTcs 1, q paBHsiercs 1, u p

paBHsieTcs 1.
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10.

I1.

12.

13.

14.

15.

16.

17.

18.

19.

CoenuneHue mo m. 8 uau €ro coibBaT, TUApPAT, TayTomep, N-OKCHA, CTEpEeou3OMep WU
dapMareBTHYECKH TpUEeMIIeMasi CoJlb, Iie m paBHsiercs 0, n paBHsieTcs 1, q paBHsieTcs 2, U P
paBHsieTcs 1.

CoenuHeHue no m. 8 WaM €ro coibBaT, TUApPAT, TayTomep, N-OKCUA, CTEpEeOU3OMep WU
dapMareBTHUECKH TpUEMIIeMasi COJib, I7ie m paBHsieTcs 1, n paBHsiercs 1, q paBHsiercs O, U p
paBHsieTcs 2.

CoenunHeHue no m. 8 uWaM €ro coibBaT, TUApPAT, TayTomep, N-OKCUA, CTEpEeOU3OMep WU
bapMareBTHUECKH TpUEeMIIeMasi COJlb, I7ie m paBHsieTcs 1, n paBHsiercs 1, q paBHsiercs 1, u p
pasHsiercs 0.

Coenunenne mno mrobomy u3 mm. 8-12 unm ero conbBaT, TUApaT, TayToMmep, N-OKCHZ,
cTepeonsoMep WK (papMaleBTHYECKU PUeMIIeMasi COJib, Iie Z MPeacTaBisieT co0oi -S-.
Coenunenne mno mobomy w3 mm. 8-12 wiam ero cosipBaT, TUAPAT, TayToMmep, N-OKcuf,
crepeonsomep wiH (papmarieBTHYeCKU mpuemiiemMasi Colb, rae Z npexacrasisier codoi -N(H)-.
Coenunenne mo mobomy u3 mm. 1-14 mnam ero coabBar, ruapar, tayromep, N-OKCHI,
crepeonsoMep Wi (papmarieBTUYeCcKu mpuemsieMas Cojib, rae Y mpencrasisier codoit -CHa-.
Coenunenue mo mobomy u3 mm. 1-14 wium ero conmpBaT, THApaT, TayToMep, N-OKCHI,
cTepeonsoMep i (papmarieBTUYeCKu mpuemMiemMas cojib, rae Y npencrasisier codoit -C(O)-.

Coenunenue no m. 1 wnm ero cojbBar, ruApart, TayTomep, N-OKCUA, CTEPEOH30OMEp WU

o
R ( )
AN N—Sgi2
R
= R13

o 6
(I)apMaL[eBTI/ILIeCKI/I npuemiieMas CoOJib, i€ R3 MpEACTABIIACT coboit R
COGI[I/IHGHI/IG no 0.1 wmm ero COJIbBAT, ruUAapar, TayTOMEDP, N—OKCI/II[, CTEPCOU3SOMED HJIIU
R4
R5

6
RY™ 15 )=0

R12 N
3 N
q)apMaueBTI/IquKI/I npuemMiieMasi coib, rae R’ npencrasnser coboit .

Coenunenne mno mobomy u3 mm. 1-18 wim ero combBar, THApAT, TayTomep, N-OKCHUI,

cTepeousomep Uiu (hapMalleBTHIECKH TIpuemieMas conb, rae R® npencrasnser coboii H.
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20.

21.

22.

23.

24.

25.

26.

27.

28.

29.

COGI[I/IHGHI/IG no 0.1 wmm ero COJIbBAT, THUIOPAT, TAYTOMED, N—OKCI/II[, CTCPCOU3OMEDP HIIH
R4
R6
RE
N\xJ

R12

R5 / \
Z
dapmaneBTHUECKH TPHEMeMast collb, rae R mpencrasaser coboit R

Coenunenne no m. 1 wim ero conbBar, ruapart, Tayromep, /N-OKCUA, CTEPEOH3OMEp HIIU

(apmanesTHUeCKH TpHEMeMast collb, rae R npencrasnser coboit R'
Coenunenue no m. 20 i 1. 21 uiam ero conbBat, rUAPaT, TayToMep, N-OKCHJI, CTEpEon3oMep
wn (papManeBTUYEeCKH puemMieMast Cojlb, Tae Z MpeacTaBiser ook -S-.

Coenunenue o 1. 20 wu 1. 21 uam ero conbBar, rUAPaT, TayToMep, N-OKCHJI, CTEpEon3oMep
iy papManeBTHYECKH puemiieMasi Colb, rae Z npeacrasisier codoit -N(H)-.

Coenunenue mo maobomy u3 mm. 1-23 wium ero ConmbBaT, THApPAT, TayToMep, N-OKCHI,
cTepeousoMep Wi (hapmaLeBTHIECKH TIpuemeMas conb, rae R'? npencrasnser coboii H.
Coenunenne mo soOomy u3 nn. 1-24 wuau ero cojbBaT, THApAT, TayToMmep, N-OKCHUI,
cTepeonsomep MM (hapMaIleBTHIECKH TIpuemMieMas conb, rae R12 npencrasnser coboii H.

Coenunenue no m. 1 wnm ero cojbBar, ruapar, Tayromep, N-OKCUA, CTEPEOH3OMEp MU

R4 A NZ
AN
Z X R13 R12
RS ,

Coenunenue mo m. 26 WM €ro COJNbBAT, MApPAT, Tayromep, N-OKCHUI, CTepeOU3OMep MU

dapmaneBTHUECKH TpHEMIeMast collb, rae R mpencrasnser coboit

dapmanesTHuecku npueMnemas conb, rae R npencrasnser coboit H.

CoenuHenue 1o 1. 26 MIH €ro COJbBaT, THAPAT, Tayromep, N-OKCH, CTE€PEOH3OMEp WIH
dapmanesTHUeCKH pHeMeMas colb, rae R'? npencrasnser coboit -CHs.

Coenurenne mo mobOomy u3 mm. 26-28 WM ero CcoibBaT, THUApAT, TayToMep, N-OKCHUI,

cTepeonsomep Uu hapMaleBTHIECKH TIpuemieMas conb, rae R12 mpencrasnser coboii H.

-347 -



30.

31.

32.

33.

34.

35.

36.

37.

38.

39.

Coenunenue no m. 1 wnm ero cojbBar, ruapar, Tayromep, N-OKCUA, CTEPEOH3OMEp WU

(dapmaneBTHYECKU npuemMJieMast COJIb, rae R} MPEACTABIISIET coboii
R4 N %
5 STRY
R X
R6

Coenunenne mo modOomy m3 mm. 26-30 WM ero CojbBaT, TUApAT, TayTomep, N-OKCuf,
cTepeonsomMep Wi (papmManeBTHYeCK mpuemMiemMasi cob, rae v paBHsercs 0.

Coenunenne mo modOomy m3 mm. 26-30 uiam ero CojibBaT, TUApAT, TayTomep, N-OKCuf,
cTepeonsoMep Wi (papmManeBTHYeCKU pUeMieMasi Collb, TJie v paBHsercs 1.

Coenunenne no mobOomy u3 nm. 26-32 MIM €ro CojbBaT, T'MApPAT, TayTomep, N-OKCHI,
crepeonsoMep WK papMaleBTHYECKHU pUeMiieMasi Colib, rae X npexacrasisier coboit -O-.
Coenunenne mno nobomy u3 mm. 26-32 WM €ro ColbBaT, TMApAT, TayTomep, N-OKCHI,
crepeonzomMep WM (papMaLEBTHYECKH INpHeMieMas COjib, rae X mpencraBisier coboi -
N(CHj3)-.

Coenunenue no m. 1 wnm ero cojbBar, ruapar, Tayromep, N-OKCUA, CTEPEOH30OMEp WU

N

R4
5A\N
R
S

dapmaneBTHUECKH TpHEMIeMast collb, rae R mpencrasnser coboit R®

Coenunenne mo mobOomy w3 mm. 26-35 WM ero CojibBaT, TUAPAT, TayTomep, N-OKCuf,
cTepeon3omep win (hapMaleBTHUECKU pUeMiieMasi Cojib, rae A npencrasisier coboii C(H).
Coenunenne mo mobOomy w3 mm. 26-35 uiau ero CojibBaT, TUAPAT, TayTomep, N-OKCuf,
cTepeon3omep win (hapMaleBTHUECKU TpUeMIIeMas COJib, rae A mpencrasisieT codoi N.

Coenunenue no m. 1 wnm ero cojbBar, ruapart, Tayromep, N-OKCUA, CTEPEOH3OMEp WU

o 6
(apmanepTHuecku npuemsemas conb, rae R? npencrasnser coboii R
Coenunenue no 1. 38 wiu ero cojibBaT, TUApaT, TayToMep, N-OKCUZ, CTEpeou3OMep WU

dapmanesTUUecku npuemnemas coib, rae R'® npencrasnser coboit Cr-sanku.
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40.

41.

42.

43.

44.

45.

46.

47.

48.

49.

Coenunaenre mo 1. 39 wiM €ro cojbBaT, THUAPAT, TayToMep, N-OKCUI, CTEpPeoHu3OMep HITU
dapmanesTuuecku npuemiemas conb, rae R'® npencrasnser coboii -CHs, u RY npencrasnser
coboit H.

Coennaenre mo 1. 38 wiM ero cojbBaT, TUApAT, TayToMep, N-OKCUZ, CTEpeou3OMep WU
(apmanesTUUeCKH MpHeMnemas colb, rae R'” npencrasnser coboit Cr-¢ankui.

Coenunaenne mo 1. 41 winM ero cojbBaT, TUApAT, TayToMep, N-OKCHUI, CTEpPeoHu3OMep HITU
dapmanesTuuecku npuemiemas comb, rae R'® mpencrasnser co6oit H, u R npencrasnser
coboii -CHs.

Coenunenne mo mobOomy w3 mm. 26-42 WM ero CojbBaT, TUApAT, TayTomep, N-OKCuf,
cTepeousoMep Uiu papMalleBTHIECKH TIpuemieMas conb, rae R® npencrasnser coboii H.
Coenunenne mno mrobomy u3 mm. 1-43 unm ero conbBar, TUApAT, TayToMmep, N-OKCHZ,
crepeonzomep umu (apmaleBTHUECKH mHpuemieMas conmb, rae R* mpexmcrasnser coGoii
ranoren, -OR’, Cieankun-OH, -N(H)-Cisankun-CO>H, Cisankuaun, Ci.srajJoreHankun, -
CO:R®, -C(O)NRP®R’, Csgumknoankun, Crorerepormknoankun, Ceaoapun win  Ci-
orerepoapmi, rae Cs.guuknoankui, Cr.orerepouukioankun, Ce.papun wim Ci.oreTepoapui
HeoOs3aTeNbHO 3aMemenb 1 umm 2 R,

Coenunenue mo Jjrobomy u3 mm. 1-44 wnam ero cojbBaT, TUApAT, TayTomep, N-OKCHZ,
crepeonsomep unu (apMaleBTHUECKH Npuemiemas comb, rae R* mpemcrasmser coboi
ranores, -OR’, -N(H)-Ci-sankun-CO,H, Ci.sranorenankun, -C(O)NRPR?, Cs.suuxnoankun, Co.
orereporukioankun unn Ciorerepoapw, rae Ca.orerepouunknoankun uinu Ci.oreTepoaput
HeoOA3aTeNbHO 3aMemensl 1 umm 2 R,

Coenunenne 1o mobdomy u3 mm. 1-45 wiM ero conbBar, THOpAT, TayToMmep, N-OKCHUI,
cTepeousoMep unH (hapMaleBTHUECKH Npuemiemas conmb, rae R* mpencrasmser coboii
rajioreH.

Coenurenue 1o 1. 46 WM €ro COJbBaT, TUAPAT, TayToMep, N-OKCUI, CTEPeOU3OMEp HITU
dapmaLesTHUeCKH pHeMIeMas collb, Tae R* mpencrasnser coboii -Cl.

Coenunenne mno mobomy u3 mm. 1-45 wim ero combBar, THOpAT, TayTomep, N-OKCuUI,
cTepeousoMep unHu (papMaLeBTUUECKH TpuemieMas cojb, rae R* mpexcrasmsier coboii Ci-
6TaJIOTEHAJTKILI.

Coenurenre 1o 1. 46 WM €ro COJbBaT, THUAPAT, TayToMep, N-OKCUI, CTEpPeou3OMep HITU

dapmanesTHUeCKH pHeMIeMas colb, rae R* npencrasnser coboii -CFs.
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Coenuaenne mno mobomy u3 mm. 1-45 wim ero combBar, THOpAT, TayTomep, N-OKCHUI,
cTepeousoMep M (apMalleBTHYECKHU MpueMyeMas cofb, rae R* mpencrasiser coboit -N(H)-
Ci-sankun-CO2H.

Coennaenne mno mobomy u3 mm. 1-45 win ero combBar, THOpAT, TayTomep, N-OKCuUI,
cTepeousoMep Uu papMalleBTHIECKH TIpuemieMas conb, rae R* npexncrasnser coboii -OR”.
Coennnaenne mo 1. 51 win ero cojibBaT, TUApaT, TayToMep, N-OKCHUI, CTEpPeoHu3OMep WU
dapmanesTuuecku mnpuemneMas coib, rae R’ mpexcrasisier coboii HesamemeHHbIH Cs.
sIUKJI0ATKIIT UK Ce.10apil, HEOOS3aTEIPHO 3aMEeIIeHHbBIN TaJJOT€HOM.

Coennnenne mno mobomy u3 mm. 1-45 wim ero combBar, THApAT, TayTomep, N-OKCuf,
cTepeousoMep unu (papMaleBTHUECKH TpuemieMas cojb, rae R* mpencrasnser coboit Co.
9reTepOLUKIOANKUI, HeoO3aTeNbHO 3aMemeHHbli 1 uiu 2 R,

Coenunenue mo m. 53 WJIM €ro CONbBAT, TUAPAT, TayToMep, N-OKCUA, CTepeonu3OMep MU
dapmanesTHueckn mnpuemnemas coib, rae R* mpencrasnser coboili HesamemeHHbI Ca-
9T€TePOLIUKIIOANIKHIIL.

Coenunenue mo m. 53 WJIM €ro CONbBaT, TUAPAT, TayToMep, N-OKCUA, CTepeou3OMep WU
dapmanepTuuecku mpuemieMas conb, rae R* mpencrasnser coboit Cr-oreTeporMKIOanKu,
3amernenHblit 1 umm 2 R,

CoenvHeHue 1O 1. 53 WM €ro cojbBaT, TUApAT, TayToMep, N-OKCUI, CTEPEOHU3OMEpP HIIU

kS §—N: >
dapmanesTHueckn mpuemnemas coib, rae R*Y mpencrasnser coboii G

2 2

WK e e 1 10 2 w0

| | s
'g_Ni)O’%NOCO [OD , %NEN%NHZ’ %N<I>NH,

2

NG
%N@N_’ %NGQNT, Eﬁ | & éisz’ %Né’ %N;]’ %—N\/:(F’

O

£N %—NC>—0H | 4N o/’ %—NNH | 4N on
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57.

58.

59.

60.

61.

62.

0O 0 4N NH -§—N/_\N
%‘N/\:/\N{OH’ %‘ND_/(NHZ’ §—N/\:>—SOZCH3 QO% | w

N\_b

150071 H

2

Coennaenne mno mobomy u3 mm. 1-45 wim ero combBar, THOpAT, TayTomep, N-OKCun,

cTepeon3omep UM (apmaleBTHYECKH Npuemsiemas coib, rae RY mpencrasnser coboii Ci-

oreTepoapul, HeoOA3aTeNbHO 3aMelleHHbli 1 um 2 R,

CoenuneHue no m. 57 wiu e€ro cojibBaT, TUApAT, TayToMep, N-OKCUZ, CTEPeOU3OMep WU

dapmanesTuuecku mnpuemnemas conb, rae R' mpencrasnser coGoii HesamemenHbil Ci.

9Te€TEPOAPUIL.

Coenunenue mo m. 57 WIM €ro CONbBaT, TUAPAT, TayToMep, N-OKCHA, CTepeou3OMep HIIN

dapmanepTuueckn npuemnemas conb, rae R* mpemcrasmser coboii  Caorerepoapun,

3amernenHblit 1 umm 2 RM.

Coenunenue mo m. 57 WiIu €ro coibBaT, TUApAT, TayToMep, N-OKCUA, CTepeou3oMep WU

N IN\

H 6

) )

dapmanesTHueckn Tpuemiemas comb, rae RY mpencraenser coboit

70

.- 0
SO Y T
o™, H N=" | N wmm .
Coenunenne 1o mobdomy u3 mim. 1-45 WM ero conbBar, THOpAT, TayToMmep, N-OKCuUI,
cTepeousoMep UMM (papMaLEeBTUUECKM TNpHemieMas cojib, rae R* mpexcrasnser coboii -
C(O)NHa.

Coenunenue mo m. 1 wnm ero conbBar, ruapar, Tayromep, N-OKCUA, CTEPEOH3OMEp WU

e

o (Y

RS N—'SR12

R13
o 6
(I)apMaL[eBTI/ILIeCKI/I npuemieMas COJb, rac R3 npeacTaBIACT coboit R
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63.

64.

65.

66.

67.

68.

69.

70.

71.

72.

73.

74.

Coenunenue no m. 1 wnm ero cojbBar, ruapar, Tayromep, N-OKCUA, CTEPEOH3OMEp WU

R'IO
R5

124N
3 N
dapmanesTHUECKH TpHEMeMast collb, rae R npencrasnser coboit .

Coenunenue no mn. 62 unu 1. 63 UK €ro CoNbBaT, TUAPAT, TayTOMep, N-OKCUA, CTEPEOU30MeEp
uin papmaneBTHUecKu npuemniemas conb, rae R'” npencrasnser coboii -O-Ci.cankun-CO2H.
Coenunenue no m. 64 wiu ero cojibBaT, TUApAT, TayToMep, N-OKCUZ, CTEPeOU3OMep WU
dapmauesTuuecku npuemnemas conb, rae R mpencrasnser co6oit -OCH,CO:H unmu -
OCH;CH,CH>CO,H.

Coenunenue 1o 1. 62 wiu 1. 63 WK ero coibBat, 'MAPAT, TayToMep, N-OKCHJI, CTEpEeon3oMep
unu apmalieBTHUecku mpuemnemas comb, rae R mpencrasmser coboit -N(H)-C-¢amku-
CO:H.

Coenunenue mo m. 66 WIM €ro CoNbBaT, TUApAT, TayToMep, N-OKCHA, CTepeou3oMep WU
dapmanesTuuecku npuemsemas coib, rae R mpencrasnser coboit -N(H)CH,COH, -
N(H)CH>CH>CO>H wunu -N(H)CH>CH>CH>CO,H.

Coenunenue mo mobOomy w3 mm. 62-67 WM €ro CoJbBaT, TUAPAT, TayTomep, N-OKCHUI,
cTepeonsoMep MM (hapMalleBTHIECKH TIprueMieMas conb, rae R® npencrasnser coboii H.
Coenurenne 1o moOomy u3 mm. 1-68 WM ero conbBar, THOPAT, TayToMmep, N-OKCHUI,
cTepeonsomep UK GapMalieBTHIECKH IpuemaeMas coib, rae R npexacrasnser coboit H, -CN,
ranoreH, Cisankun, Ci.sragoreHanku i Ci-6raJoreHaJIKOKCH.

Coenunenve no 1. 69 unu ero cojbBaT, TUApAT, TayToMep, N-OKCHZ, CTEepeonu3OMep WU
dapmanesTHYeCKH IpHEMIIEMas Collb, Tae R’ mpencrasnser coboii H.

Coenunenve no m. 69 unu ero cojibBaT, TUApaAT, TayToMep, N-OKCHZ, CTEepeou3OMep WU
dapmaneBTHUECKH TTPHEMIIeMast COllb, Te R mpencTasiser coboii rajores.

Coenunenve no m. 71 unu ero cojibBaT, TUApaT, TayToMep, N-OKCUZ, CTEpeoHu3OMep WU
(apmaLieBTHUeCKH IpHEMIIEMas oMb, Te R’ mpeacrasaser coboii -Cl.

Coenunenve no m. 69 unu ero cojibBaT, TUApAT, TayToMep, N-OKCUZ, CTEpeou3OMep WU
(apmarnepTHuecku npuemsiemas cob, rae R npencrasnser coboii C1.6raaoreHanKku.
Coenunenue no 1. 73 wiu e€ro cojbBaT, TUApAT, TayToMep, N-OKCUZ, CTEpeonu3OMep WU

(apmanieBTHUECKH IpHEMIEMas Collb, Tie R’ mpeacrasnser coboii -CFs.
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75.

76.

77.

78.

79.

80.

Coenuaenne mno mobomy u3 mm. 1-74 wiM ero CconbBar, THAPAT, TayTomep, N-OKCuI,
cTepeousoMep UMM (papMaLEeBTHUECKM MpuemieMas cojib, rae R! mpexcrasiser coboii -
NR?*)C(O)RP.

CoenuHenue mo m. 75 WM €ro COJbBAT, THAPAT, TayToMep, N-OKCHUI, CTEPEOHU3OMep WU
(apmanesTHUeCKH IPHEMIEMas Collb, rie R? mpeacrasiser coboit H.

Coennaenne mo mobomy u3 mm. 1-74 wid ero coibBar, THAPAT, TayToMmep, N-OKCuf,
cTepeousoMep UMM (papMaLeBTHUECKM MpuemyeMas cojb, rae R! mpexcrasiser coboii -
N(H)SO:RP.

Coennnenne mno mobomy u3 mm. 1-77 wid ero conbBar, THApAT, TayTomep, N-Okcun,
cTepeousoMep UM (apMaleBTHUECKH mpuemieMas conb, rae R'° mpexncrasnsier coboit Ci-
6AITKHATL.

Coenunenue mo m. 78 Wiau €ro coibBaT, TUApAT, TayToMep, N-OKCUA, CTepeonu3OMep WU
dapmanepTHuecku npuemiemas coib, rae R'° npencrasiser coboii -CHs.

Coenunenue, BHIOpAaHHOE U3:
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\\H

WIH €ero COJbBaT, TMApAT, TayToMmep, N-OKCHA, cTepeonsomep Win (apMareBTHUECKH

npremMIIeMasi CoJb.

81. CoenuHeHue, BBIOpaHHOE U3:

| o= | - O=w=p
Onn“.uuo HIO y W
v Zz 7 T /| T
I I I/ >-Z
z-Z z-z

Cl
o8
(0]
Cl
Ig;
F
Cl
o8
(0]

WIN €ero CoJbBaT, THApAT, TayToMep, N-OKCHA, CTepeonsoMep Win (apMaleBTHUECKH

npuemiemMasi CoJlb.

82. CoenuHeHue, BHIOPAHHOE H3:
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WIN €ero CoJbBaT, TMApPAT, TayToMep, N-OKCHUA, CTepeonusoMep Win (apMaleBTHUECKH
-359 -

npuemsieMasi CoJib.
83. CoenuHeHue, BHIOPAHHOE U3:



Cl
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Cl
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FsC

WIN €ero CoJbBaT, TMApAT, TayToMep, N-OKCHA, CTepeonusoMep Win (apMaleBTHUECKH

npuemiemMasi CoJlb.

84. CoenuHeHue, BHIOPAHHOE U3:
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WIH ero COJbBAaT, TUApAT, TayToMep, N-OKCHA, CTepeousoMmep WiH (apMaleBTHUECKH
npuemJiemMasi CoJb.

dapmanieBTUYECKasT KOMIIO3UIIMS, COAEpIKaliasi CoeIMHeHue 1o jrodomMy u3 mi. 1-84 wiu ero
COJIbBAT, THIAPAT, TayToMep, N-okcua wiu (apMaleBTHYECKH NPUEMIIEMYIO COJIb H TI0
MEHbIIEH Mepe OHO (hapMaLEBTHUECKH MPUEMIIEMOE BCIIOMOTaTeIbHOE BELIECTBO.

Crniocob nevyenust O0M y MalMeHTa, HYKAAKOLIErocs B TOM, MPeNyCMaTPHUBAOLINI BBEACHNE
MAIMEHTY TepaneBTHYECKH 3(PPEKTUBHOIO KOJINYECTBA COCAMHEHUs MO JroOomy u3 mm. 1-84
WIN €T0 COJIbBATA, THApaTa, TayToMepa, N-okcuaa uiH papmManeBTHIeCKu IPUEMIIEMON COJIH.
Crnocob no 1. 86, re 60Jb peacTaBIseT COO0M HEUPOMATUYECKYIO OOJb.

Crnocob no 1. 86, rae 6oJb pencrasisier codoit 00b, 00YCIOBICHHYIO BOCTIAIEHUEM.
Criocob nevyenus 3a00neBaHMs WIM HAPYLICHUS Y MALUEHTa, PEeIyCMaTPHUBAIOLINI BBEACHNE
MALHMEHTY, HY>KAAIIEMYCsl B 5TOM, T€PareBTUIeCKN 3(P(HEKTUBHOTO KOJUYECTBA COCAMHEHUS
no jrobomy u3 mm. 1-84 wnm ero ¢apmMareBTHUECKH MPUEMIIEMOUN COJNHM WJIA COJIbBATa, TIE
3a0oneBaHre WJIM HApPyIIEHWE BBIOPAHO W3  MUIPEHH, SMHJIETICUN/TIPUIIA0YHOTO
paccTpoiicTBa, HelipoMmuenuTa 3putenbHoro Hepsa (NMO), cunnpoma Typerra, XpOHUIECKOTO
JBUTaTE€JIbHOTO  TUKO3HOTO  PacCTpOMCTBA,  XPOHUYECKOTO  TOJIOCOBOTO  THUKO3HOIO
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90.
91.

92.

93.
94.

9s5.

96.

pacctpoiictBa M OOJM B JKMBOTE, AaCCOLMHPOBAHHONH C CHHIPOMOM pa3apakeHHOro
KHUIIICYHHKA.

Cnocob o 1. 89, rie 3a0oneBanue WM HapyLIEHHEe TPEICTABISIET COOOH MUTPEHb.

Crmoco6 mo m 89, rme 3aboneBanwe WM  HApyIIeHHWE TPEACTaBiIsieT  CoOOoH
SIHJISTICUIO/TIPUMAI0YHOE PacCTPOICTBO.

Croco® mo m. 89, rme 3a0oneBaHue WM HapyIIEHHWE NPEACTABIsIET COOOM HEHMpOMHUENUT
3purenbHOro Hepsa (NMO).

Crioco0 o 1. 89, rae 3a0oneBaHue WK HapyLIeHUE IpeacTaBisier codoi cunapom Typerra.
Croco6 mo m. 89, roe 3aboneBaHMe WM HapylI€HHE NPEACTaBIsieT COOOH XPOHHMUYECKOE
JBUTaTEJIbHOE TUKO3HOE PACCTPONUCTBO.

Cnoco6 mo m. 89, rme 3a0ojeBaHHe WM HapyIIEHHE MPEACTaBiIsIeT COOOH XPOHHYECKOe
rOJIOCOBOE THKO3HOE PACCTPOHCTBO.

Crnoco6 mo m. 89, rae 3abojeBaHue WM HAapyLIEHHE MPEACTaBsieT co0oi OONb B JKUBOTE,

ACCOMUHUPOBAHHYIO C CHHAPOMOM pasApaK€EHHOTO KUIICYHUKA.
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