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R', R2 n R3 HesaBucUMO npeAcTaBnsiioT coGoi
Bogopon, ranoreH, uywaHo, CF3, OCF3, OCq_gankun
unn Cq_gankun;

R4 npeacTaBnsieT coboi ranoreH,
COZR12, C4.gankokcu, C3_gankeHunokcu
unn C, sankuHunokeun, OCq_gankun-X-Cq_eankun, OC4.

sammnR M um OC; gankmn-X-RM, OC4 gankunR 6,

RS n R® Heszasncumo npeacTaBnsawT  cobow
Bozopog, UuaHo, ranoreH, CO,R 2, CONRMR™3;

C.gankun, BO3MOXHO 3aMELLEHHbIA TMAPOKCH,
NR1R15 ynn 1-3 atomamn ptopa;

C1_6251rn<14r|R11 mnu XCH(R11)C1_6anKmn unm
XCH(R'6)C_gankun,

NR™R'5; N(RT)R; X-(CH2){NR R ®; (CH2),NR

14R15: NHC(O)C1.gankun, BO3MOXHO 3aMeLLeHHbIN
ofHou nnu 6onee 4em O4HOW TMAPOKCUIPYMNOW;

CzgankmHun  unu  CzgankeHun,  BO3MOXHO
pa3BeTBMEHHblE W, BO3MOXHO, 3aMelleHHble 1-3
rpynnamu,  BblOpaHHbIMWU U3 TMAPOKCYM,  LMaHO,
ranoreHa n =0;

CoefuHeHnss MoryT OblTb UCMOMNb30BaHbl Mpu
neyeHuu onocpenoBaHHbIX XEMOKMHaMu
3aboneBaHui, Hanpumep BOCManuUTeNbHbIX
3aboneBaHuii, TakMx kak actma. OnucaHbl cnocobbl
nonyyeHus coeauvHeHun |, dapmauyeBTnyeckas
KOMMO3ULUMSA Ha WX OCHOBe, cnocob nomnyyeHus
(HapMKOMMNO3NLUM U MPUMEHEHUE COELAUHEHWA B
npon3BoACTBE NeKkapcTBeHHOro cpeactsa. 8 H. m 9
3.M. g-nbl.
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(54) N-PYRAZINYLPHENYLSULFONAMIDES AND THEIR USING IN TREATMENT OF CHEMOKINE-
MEDIATED DISEASES

(57) Abstract: solvates wherein each R', RZ and R® represents
FIELD: organic chemistry, medicine, pharmacy. independently hydrogen atom, halogen atom, cyano-
SUBSTANCE: invention relates to N- group, -CF3, -OCF3, -O-(C4-Cg)-alkyl or (C4-Cg)-

pyrazinylphenylsulfonamides of the general formula (1) alkyl: R4 represents halogen atom, -COoR "2, (C4-Cg)-
Rt 0 alkoxy-, (C3-Cg)-alkenyloxy- or (C3-Cg)-alkynyloxy-

[ group, -O-(C4-Cg)-alkyl-X-(C4-Cg)-alkyl, -O-(C4-Cg)-

S=0 alkyl-R",  -O-(C,-Cg)-alkyl-X-R'"  or -O-(C4-Cg)-

R2 I\|I N RE alkyl-R16: each R5 and R® represents independently
R3 H/ \“/ 2 hydrogen atom, halogen

o | atom, -CO,R'2,  -CONR'™R',  (C4-Cg)-alkyl
)\N/ . substituted possibly with hydroxy-group, -NRR'® or

R* R (T) 13 fluorine atoms; (Cq-Ce)-alkyl-R'", -XCH(R™)-

or their pharmaceutically acceptable salts or (C,-Cg)-alkyl or -XCH(R'6)-(C-Cg)-
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alkyl, -NR™R™, -NR™RM", X-(CH)NR'R",
(CH,)aNR™R 15, -NHC(0)-(C+-Cg)-alky!

substituted possibly with one or more hydroxy-
group, (C3-Cg)-alkynyl or (C3-Cg)-alkenyl possibly
branched and, possibly, substituted with 1-3
groups chosen from hydroxy-, cyano-group, halogen
atom and =0O. Proposed compounds can be used in
treatment of chemokine-mediates diseases, for
example, inflammatory diseases, such as asthma.

Also, invention describes methods for synthesis
of compounds of the formula (l), pharmaceutical
composition based on thereof, method for
preparing pharmaceutical composition and using
compounds in producing a medicinal agent.

EFFECT: improved method of synthesis, valuable
medicinal properties of compounds and
pharmaceutical composition.

17 cl, 212 ex
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TekcT onucaHusa npuseneH B (pakCMMUNBEHOM BUAE.
HacToswee w3aobpeteHuWe oTHocUTCs K CyNb@OHAMUAHBIM COEAUHEHUAM, K

cnocobam 1 NPOMEXYTOYHbIM COEANHEHUNM, MCNOMb3YEMbIM MPU WX NONyYeHUU, K
hapmauesTUYECKUM KOMNOZUUMAM, COAEPKALUMM UX, U K UX NPUMEHEHWIO B
Tepanuu.

HekoTopbie cynboHaMuaHbie COEAUHEHWA W3BECTHb! 8 AaHHon obnacTtu
TéXHukwn, Hanpumep, cM. GB2295616, nateHt CLUA Ne 2002143024, WO 01/44239,
EP 749964 u Esche, J.; Wojahn, H. Arch. Pharm. (1966), 299 (2), 147-153.

XEeMOKWHbI UrpaloT BaXKHYK POfib B MMMYHHOM U BOCNAnUTENbHOM OTBETax
MPY pasnuuHbix 3aboneBaHnax U paccTponcTeax, BKNOYANA acTMy u annepruyeckue
3abonesaHws, a Takke ayTOMMMYHHbIE NATONOMU, Takve Kak pPEBMaTonaHLIM apTPUT
W aTepocknepos. 3T Manble CeKpeTUpyemblie Monexymnb! npencrTaenaT coboi
PacTywee Haacemenctso 6Genkos Maccel 8-14  kla, XapaKkTepusyoLmxcs
KOHCEPBAaTUBHLIM ~ MOTUBOM  YeTbipex UuCTeuHoB. B  HacTosiwee BpemMs
HaACEMEACTBO XEMOKMHOB COAEPXUT TpW Tpynfbl, MposBRsiolme CTPYKTYPHbIE
Xapaktepuctuieckue motusel, cemeictaa Cys-X-Cys (C-X-C), Cys-Cys (C-C) u Cys-
X3-Cys  (C-X3-C). CemeitctBa C-X-C u C-C obnapatot  nogobuem
nocnefosaTenbHOCTEN U OTNUYAKOTCA APYr OT APYra Ha OCHOBAHWW €AWHCTBEHHO
aMUHOKUCNOTHON  BCcTaBkn Mexay NH-npokcumansHom napovt UUCTEUHOBLIX
ocratkos. CemeitctBo C-X3-C oTnu4aeTcs OT Apyrux [OByX CemeiicTe Ha Tom
OCHOBaHWW, 4TO WMEeT TPOWHYIO aMUHOKUCNOTHY!O BCTasky Mexay NH-
MPOKCUManbHOW NAapon UMCTENHOBbIX OCTaTKOB.

XeMokuHbl C-X-C BKNIOYAT HECKONbKO 3thDeKTUBHbIX XEMOoaTTPaKTaHTOB U
aKTUBATOPOB HEWTPOMUNOB, Takuix Kak WHTepnewkuH-8 (MUJ1-8) u aKTUBUPYOLWUA
HeTpodbunel nentua 2 (NAP-2, neutrophil-activating peptide 2).

XeMokuHbl C-C BKIIOHAIOT 3(hPEKTUBHBIE XEMOATTPaKTaHTbI MOHOUWUTOB

NUM®OUNTOB, HO HE HEWTpPOodUnos. MpuUmepsl BKNIOYAKT XeMoTaKcuyeckue Genku
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MOHoUuTOB Yenoseka 1-3 (MCP-1, MCP-2 u MCP-3, monocyte chemotactic proteins
1-3),  RANTES (perynupyembie  npu aKTuBauuu,  akcnpeccupyemsie U
CEKpeTUpyembie HopmanbHbiMu T-knetkamu, Regulated on Activation, Normal T

Expressed and Secreted), aoTakcuH v BocnanuTensHble Genku makpodparos 1o u 1P

(MIP-1cc n MIP-1B), xemokuH, perynupyembii TUMycoM un aktusauveinr (TARC,
CCL17, Thymus and Activation Regulated Chemokine) u xemokun MakpodaransHoro
npoucxoxaerus (MDC, CCL22, Macrophage Derived Chemokine),

XeMokmH C-X3-C  (Take W3BeCTHbI  Kak pakTankuH)  asnseTcs
3PDEKTUBHLIM XemMOoaTTpaKTaHTOM W aKTMBaTOPOM MWKPOrNWUU B UEHTPanbHO
HepBHOW cucTteme (LUHC), a Tawke MoHouutos, T kneTox, NK kneTok w TYYHbIX
KNeToK. |

Wccneposanus nokasanw, 4YTo [OeicTBUS  XEMOKUHOB onocpeaoBaHs!
NOACEMENCTBaMU PeLLenTopoB, CBA3aHHbLIX ¢ G-Benkom, cpeau KOTOPbIX HaxoasaTcA
peuenTtopbl, obosHavaembie CCR1, CCR2, CCR2A, CCR2B, CCR3, CCR4, CCRS5,
CCR6, CCR7, CCR8, CCR9, CCR10 n CCR11 (ana cemeiictBa C-C); CXCRH1,
CXCR2, CXCR3, CXCR4 u CXCR5 (Ans cemeiictea C-X-C) u CX3;CR1 ans
cemelictea C-X3-C. 3TU peuenTopbl NpeacTasnsioT coboi XOpollne MULLEHW ans
pa3paboTku nekapcTs, NOCKONbKY areHThbl, KOTOpbIE MOAYNUPYIOT 3TW peuenTopsl,
MOryT ObiTb NONEsHbl MpU NEYEeHWW PacCTPONCTB u 3aboneBaHuit, Takux Kak
YNOMAHYTbIE BbIWE,

B HacToswem u3oBpeTeHnn, cnefoeatenbHo, npeanoxeHo coefvHeHne

topmynbl (1) 1 ero hapmayesTrIECcKU NpUEMneMble conum, conbeaTtel U N-okcugb!:

RE; 0
2 S=0
R 1

o)
©
\
Z
z
o)
o

(),

B KOTOPbIX:

R', R? u R® HesaBMCUMO npepcTaBnsioT coboit BOAOPOA, ranores, umnaHo,
CF3, OCF3, OCq.sankun unv Cq.sankvn;

R* npepcrasnser coboit ranoren, CO,R™2,

Crpanuua: 6



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

Cieankokcy, rae ankunbHas rpynna MoxeT o6pa3osaTh 3-6-unexHoe
HacbilWeHHoe KoNbuo MM MoxeT 6biTh 3ameujeHa 1-3 aTtomamu dTopa Mnu
LWaHrpynnow;

CagankeHunokeu unu CagankuHWUMOKCH, KOTOPbIE MOTMYT BbiTh, BO3MOXHO,
3aMmelueHsl rugpokeu, nubo NR™“R'S: '

OCy.sankun-X-Cqgankun, roe ankunbHbie rpynnsl MoryT obpasosatb 3-6-
YNEeHHOE HacbiWEeHHOEe KONbLO;

OCigankmaR' unu OCsganun-X-R", rpe anKunbHas- rpynna Moxert
oBpasoBaTo 3-6-4NEHHOE HacChIWEHHOE KOMbUO W, BO3MOXHO, 3amelleHa 1-3
rpynnamu, esiBpanHbiMM U3 ruapoken, ranorera, NR™“R'S, SR, S(0),R", S(O)R"
unn COR'™;

OC.sankunR'®;

R®> u R® nesasucumo NPEACTaBNAT coboWt BOAOPOA, UMAHO, ranorew,
CO,R'™?, CONR™R';

Ci.6ankun, BO3IMOXHO 3amewleHHblit rugpoken, NR'™R'™S wau 1-3 aTomamu
dTopa;

CieanunR""  mau  XCH(R')Cigsankun unu  XCH(R'™)Cicankun, rae
ankunbHas rpyrnna MoXeT ObiTb, BO3MOXHO, 3aMeLleHa 1-3 rpynnamu, souibpaHHbIMy
u3 ruapokcu u NR™R'S;

NR™R™; NR'™R'"; X-(CH2){NR™R™; (CH).NR™R'5;, NHC(0)C1sankun,
BO3MOXHO 3aMelleHHbIN O4HOW unn Bonee Yem ogHOoM ruapoKCHIpynNnon;

Casankuunn unu CieaNkeHWUn, BO3MOXHO pa3BETBEHHLIE U, BO3MOXHO,
3ameLlleHHble 1-3 rpynnamu, BolbpaHHbIMK U3 TMOPOKCH, UKMaHo, ranoreHa u =0:

R™  XR",  X-R%  X-CieanmunR'®  X-R'®  X-(CH,).COR'™:
X-(CH2)aCONR™R'™;  X-(CH2)1R";  X-(CHz)iCN;  X-(CH2)OR'%;  (CH,),OR":
(CH2)n-X-R™;  X-(CH2)qNHC(O)NHR'?;,  X-(CHZ)qNHC(O)R™; X-(CH,){NHS(O),R'%
X-(CH2)qNHS(0),R""; X-Cs.gankenun; X-Cs.sanikuHun;

npasHo 1,2, 3, 4 unu 5;

g pasHo 2, 3, 4, 5 unun 6;

X npeacraenseT coboit NR™, O, S, S(0), S(O),;

R npencraBnAeT  coboOW  apunbHyr  rpynny  MnM 5-7-unexHoe
reTepoapomaTtuyeckoe KOnbuUo, coaepxawlee 1-4 reTtepoaToma, BbiOpaHHble U3

a30Ta, Kucnopoda wnu Cepbl, Kaxnoe Wu3 KOTopbiX MOXeT BblTb, BO3MOXHO,

Crpanuua: 7
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Jameweno 1-3 rpynnamu, BbiSpanHeiMu U3 ranorewa, C(O)NR™R'™, C(O)OR'Y,
raapoken, =0, =S, CN, NOz, COR™, NR™R™, X(CH,),NR™R'™, (CH,).,R"R™,
(CH2):OH, SR™, S(O)R™, S(0),R™, Cisankun-X-Cigankun, Cieankun wnu
Ci.gankokcu, rae ankunbHas rpynna moxer o6pa3osaTth 3-6-uneHHoe KONbUo wunu,
BO3MOXHO, 3amelyeHa 1-3 rpynnamu, seiGpaHHbIMU U3 ruapokey, ranoresa, NRMR'S,
SR', S(O)R™, S(0),R™;

R™ u R neaasucumo npeactaensaioT coboi BOAOPOA unu Cieankun, rae
ankuneHas rpynna Moxet ObiTb 3ameweHa 1-3 atomamu Topa unu obpasosaTs
HacoblwerHoe 3-6-4neHHoe KonbLo: ' _ ' | ‘

R™ u R' Hesasucumo npeactasnsior coBoit  80aopoa, Cieankun,
Ca.gumknoankun unu (CHy)qOH,

mbo R™ u R'™ Bmecte ¢ atomom asora, K KOTOPOMY OHU NPUCOEAUHEHSI,
ofpasyloT 4-8-4neHHOe HaChIWEHHOEe KoMblo, copepxawee 1-3 retepoartoma,
BbiOpaHHble 13 a3oTa, KUCNoOpoAa 1 Cepbl, 1, BOIMOXHO, 3amMellleHHOe Cq.sankuiom.
C1sankun-OH unu rugpokeu u |

R npeacrasnser coboi 4-8-uneHHoe HacbllWEHHOe KOMbUOo, coaepxaliee
1-3 retepoaTtoma, BbIfpaHHbie W3 a30Ta, KUCMOPOAA WNW CEPbl, U, BO3MOXHO.
3amelyeHHoe 1-3 rpynnamu, sbibpaHHbiMKU U3 TMAPOKCK, LUMaHO, ranorela v =0,

Npw YCNOBWK, YTO: ‘

koraa R* npencrasnset coGoit ranorex nnv Cy4ankokcn u RS npeactasnset
coboi Bogopog, ranoreH, Ciyankun, Cq.zankoken, CqoankunTuo, TP TOPMETUN UK
aTuHun, v korga oamH u3 R', R? unu R® npegcraenser coboit Cigankvn wmm
C1.6aNKOKCW 1 HaxoguTCs B METanonoXeHUM K CynbhOHaMULHOI rpynne, Toraa
rpynna B opTONONOXeHUW Kak K CynbhOHaMUAHON rpynne, Tak U K rpynne Cq.gankun
nnu Cqeankokcu npeactasnseT coboi He sopopos;

korga R* npeactaenseT coboit ranoreH unu C1.4an}£oxcw nR® npeACTthﬂeT
coBoi Bogopog, ranoren, Cq4ankun, Cqpankokeu, Cy.ankunTuo, TpudbTOpMETUA Unu
3TWHWN, u koraa oduH m3 R', R? nmwm R® npenacTasnsieT cofoit Cisankun unu
C1.6aNKOKCM U HaxoOUTCA B OPTOMOMNOXEHUM K CynboHaMUaHOM rpynne, Toraa
rpynna s ob%ohonomeHmm K Cysankuny unu Cq.6ankokcy, a Takke B MeTanonoXeHnu
K CynbMOoHaMnaHoi rpynne npefctasnset cobon He BOAOPOA;

koraa aea u3 R', R? unu R® npeacrasnsior coboli BOROPOA, a ApYroi
npeacrasnseT coboil METUNBHYIO TPYNNy B NapanonoXeHuy k cynsgoHamuay, a R?

Ctpanuua: 8
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npeacrasnaeT coboit MeTokcw, Toraa R we npeacvasnaeT cobol Bogopos wnw
6pomo, u,
koraa R® npepcrasnser coboi meTun u R® npeacrtasnseT coboit MeTokcK, a
OAVH K3 R’, R? unn R® npeacrasnset cobont 6pomo unu nopo, a gea Apyrve oba
npeactasnsioT cobol Bogopoa, Toraa rpynna 6pomMo vnu #o[0 HaxoauTCA He B
OPTONONOXEHUU K CyNbpOHAMUAHON rpynne;

TepmuH «apun» BKNOYaeT deHun v HadTun. TepMuH «anknn», nubo oauH,

-nvbo B BMAE YacTy APYrow rpynnet, BKIKOYAET NPAMOLIENOYEYHbIE U Pa3BETBAEKHbIE

ankuneHbie rpynnot. [pumMepsl  5-7-4neHHOro  reTepoapomMaTuyeckoro Konbya,
coAepxawero oT 1 Ao 4 reTepoaTtomos, BKIOYAT TUEHWN, ypaHun, nUpponun,
uMnaasonua, AUpuaun, NUPasvHWN, NUPUMUAWN, NUPUAA3UHUA, TPUAIUHWUA,
OKCazonun, Tvasonun, W3OKCa3oNWn, NUPaA3oNUn, OKCaavasonun, Tuaavasonun,
Tpuazonun  u  tetpasonun. [lpuMepbl  HacbieHHbIX  4-8-uneHHbIX  Konew,
coagepxauwmx oT 1 4o 3 reTepoaTtoMos, BKNIOHAOT MOpONMH, NUNEPUAUH U
aseTauH. 3amecTutenu Ha mobbiX KOMbUAX MOFYT HaxoAWUTsCs B  NOBOM
NOAXOAAWEM NONOXEHUWU KOMbUa, BKITIOYMAA NOAXOAALUE 3aMecTUTeNN Ha aTtomax
asora.

HekoTopble coepuHeHns dopmynbl (1) cnocobHbl K CYWECTBOBaHUIO B
cTepeon3omepHbix opmax. [JomxHo BbiTb NOHATHO, YTO U30BpeTeHUe OxBaThbiBaeT
BCE reomeTpuyeckue n onTu4eckue M3oMepbl coeguHernii opmynel (1) n ux cmecu,

BKMIOYas pauemartbl. TayToMepbl 1 MX CMECU TakKe COCTaBNSIOT acnekT HacTosLWero
n3obpeTeHus.

MpeanoytuTensHbiMK ranoreHosbiMu rpynnamu anst R', RZ n R® sensioTes
xnopo, Bpomo n topo. MpeanoututensHo eanH n3 R', R? u R® npepcrasnser

cobont Bogopod, a gpyroit npeactasnseT coboi xnopo, 6pomo unn metun. Bonee

‘npegnoututensio R' u R? npegcTaBnsioT coGoit XMopo B 2- U 3-MONOXEHUSX

cdeHunbHoro konbua, a R® npeacrtasnsetr  co6oil Bogopos (To  ecTs
2,3-auxnopcrerun), R' n R® npeacrasnstor coBoi XNOpo B 2- U 4-NONOXEeHUAX
deHunbHoro  komsua, a R? npeacraenseTr coboit  sogopoa  (To  ecTb
2,4-pvxnopdenun), nubo R' npepcrasnser co6oit XNopo B 2-nonoxenun u R?
npegcrasnser coboi | MeTUN B 3-NONOXeHWM deHunbHoro kombua, - a R°
npeacraensieT coboit Bogoposd (To ecTb  2-xnop-3-metundenun). HaubBonee

npegnouTutensHo R' n R?2 npeacTaenaoT coboil XNOpo B 2- ¥ 3-NONOXEHWUsX
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deHunbHOro  konbya, a R? npeacraenser coboid Boaopoa . (TO  ecTwb
2,3-auxnopdenun).

B cneayiowem acnekte B u3oBpeTeHun npeanoxexo coeauHerue chopmynb
(), kak onpepeneHo sbiwe, HO 6e3 ycnosuit, rae R' u R2 npeacrtasnalT coboi
XNopo B8 2- M 3-NONOXEHUSX (EHUNBLHOMO Konbua, a R® npeacTtaenser cobo
BOAOPOA (To ecTb 2,3-anxnopdenun), R v R* npeacrasnanT cobon xnopo 8 2- u 4-
NONOXeHUax eHWUnbHOro Konbua, a R? npeacTasnset cobon sopopos (To ectb
2,4-puxnopcpernn), nuGo R' npeactasnser coboit xnopo 8 2-nonoweHnu u R’
npeactasnset cofoit MeTUn B  3-NONOKEHMN ~ EHUNBLHOrO KombLa, a RO
npeacrasnseT cobon Bogopos (To ecThb 2-xnop-3-memncpeHmn)4.

Ans rpynnel R* npumepbl  CigaNKEHWAOKCU BKIIOYAIOT OCH,CH=CHj,
npumeps! C3.62NKUHUMOKCK BKMKOYAT OCHz'CCH‘, | npuMepsbl
OC1.sankun-0-Cigankun  BKMKOYAKOT OCH.CH,0Me, npumeps! | OC175ankmnR”
BiciosaoT OCH;R'" 1 npumepel OC+.sankunR'® siniouaior OCH,nupponuamk.

MpepnoytutenbHbie rpynnbl ans R* sknovaloT Ci.6ankokcn, Takyl Kak
METOKCH, 2-bypanunmeToKcH, Bpomo, Xnopo, 2-METOKCUITOKCH,
(5-MeTun-3-usokcasonun)metoken, 2-, 3- unu 4-nupuaunmeTokecn, 3-nupugasvHun-
MeTokeu, meToken, 2-(1-UMWAa3oNuUN)ITOKCH, (2-MeTun-4-oKCcasonum)MeToken v
4-meTokcubeHunmetoken. bBonee npeanouTuTensHo R? npeacrasnser cobon

METOKCH.

Ans R® u R® npumepsl NR™R' skniovaior Mopchonuk, nnpponnau, NMey,
NHCH,CH,OMe, NHMe 1 npuseaeHHble Huxe rpynnoi: -

Mpumepsl  X-(CH2),NR™R™ srniovator SCH,CH,NH, w1 SCHQCHZNMeg,
npumeps! (CH2),NR™R™ BrniowatoT CHoMopdonuk, npumepsi X-R™2 skniodaior SMe.
OMe, OEt, OH, SOz:Me, npumepe! X-Cy.gankmnR'® sxniouaior OCHanupponuauH,
npumepsl X-(CHz)aCO2R'? Brmiovalor SCH,COzH, SCH,COMe, SCHoCH,CO,Me.
npumepbl  X-(CH2),CONR™R'™  Brnovaor  SCH,CONH,, SCH,CONHMe,
OCH2CONEty, npumepsi X-(CH.).R"" Brniouator NpUBEAEHHbIE HUXE TPpyNnbl:
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T TR oy
Lo~y
O/\/N % ’ | N—-—/-, | A -

Mpumepbl  X-(CHZ),CN BKNIOYAI0T SCHCN, npumepbl  X-(CH;);0R™
BkniovaoT OCHCH,OMe, npumepsi (CH,)sOR'™ Bkniovator CH,OH, CH,OMe,
npumeps! X-‘(CHz)qNHC(O)NHR12 rnoyaoT SCH,CHoNHC(OINHEL 1 npmwepbl~
X-(CHz)NHC(O)R ™ BKNIOYAIOT NHCH,CH,NHC(O)Me. Mpumep!
NHC(O)Ci.6ankuna, BO3MOXHO 3aMelieHHOro o0aHO# unuM 6Bonee uyewm OAHOW
rugpokcurpynnon, sxnoyvatoT NHCOCH,0H.

MNpeanouTuTensHele rpynnsl ans R® BrovaoT BOAOPOA, ranoreH, Takon kak
Bpomo u xnopo, denun, Cieankun, TakoWm Kak metun, CH,OH, uwawo u
2-amuHoaTaHTUON. Bonee npeanodTuTensHo R° npegcrtasnseTr coBoil BOo4opoa,
meTun, CH,OH unu ranorex, Takow kak 6pomo unu xnopo.

MpeanoututensHsie rpynnsl Ans R® sknoyaroT sogopod, Cieankun, CH,OH u
ranorex, 6onee npeanouTUTENLHO Bogopod, Metun, CH,OH unu XIopo.

B cneaytollem acniekte B U306peTeHUn NpeanoXeHo coeguHeHne chopmynel
(1A):

a)

B KOTOPOM

R', R? u R? nezaBucumo npeacrtasnsioT coboli BOAOPOA, rarioreH, uuaso,
CF3, OCF3, Cy.sankerun vnu Cqegankun; ‘

R* npeacraenser co6oit ranoreH, Cy.sankokcu unu OR®:

R® 1 R® Hezasucumo NnpeAcTaBnsaioT. coboi Bogopoa, ranoreH, Ci.gankokew,
CisankinTno, wmaro, R%, OR®, NR°R™, SR° S(CH2).COH. S(CH2).CO.R™
S(CH2):CONR™R™, S(CH).R" unn 5-7-unenHoe reTepoapomaruueckoe wmm
HacbILLEHHOe KOﬂbLtO, cogdepxallee ot 1 go 3 reTepoaTomoB, BbIOPaHHbLIX M3 a30Ta,
KMCIOpOZa 1 cepbl;
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n pasHo 1, 2 unu 3;

R® u R'® nesasucumo npeacrasnalT coboit sBopgopog, C1.5am<v1n, BO3MOXHO,
3aMmeweHHblin  rugpoken, Cigankoken unu NHCOCigankun, nuéo R® u R
NPeACTaBnAloT CoBOW  BOIMOXHO 3aMeWEHHbI apun, Cigankvn-apun  unu
Creankun-R", nm6o R® u R' smecre. c aTomom -a3ota, Kk KkoTOpoMy OHM
NPUCOEANHEHDI, 06pasytoT 4-8-4neHHoe HacblLEHHoE Konbuo, copepxaujee ot 1 go

3 retepoatomos, BbIBpaHHbIX M3 a30Ta,” KUCNOPOAA U Cepbl, W, BO3MOXHO,

.3ameujeHHoe Cganknunom unu Cqeankun-OH u

R npeacrasnset coboit 5-7-uneHHoe retepoapomMaTuyeckoe Konbuo,
coaepxallee ot 1 ao 3 reTepoaTomos, BhiGpaHHbLIX U3 a30Ta, KUCNOpoaa U cepsl, u,
BO3IMOXHO, 3ameuleHHoe Cq.ganknnom, v '

R 1 R'? Heaasucumo npeactasnaioT cobovt 8oaopoa unu Cq.cankun.

Ans coepurennit (IA) R', R? u R’ Hesasucumo npepcTasnsior co6oir
BoAopoa, ranoreH, umaHo, CF3, OCF;, Cigankennn wunu- Cqgankun, npuyem
NPEANOYTUTENbLHO  ranoreHosblie  rpynnbl  NpeAcTasnsioT  coBoit  xnopo.
MpeanoyTuTensbHO 0QUH U3 R, R2uR3 npeactaenseT cobon MeTUN, ITEHNN, UMaHo,
XNnopo, dTopo, nojo, nubo ABa NpeacTasnAlT coboin xnopo, nuBo Bce Tpw
npeacrasnsioT coboit dTopo. Bonee npeanodTuTentHel coeanHenus, rae R'-R1
BMECTE C (heHWUNbHON rpynnoi, K KOTOPOA OHWU NpUCOEfUHEHbI, oBpasyioT rpynny
3-xnop-2-meTundeHun uau 2,3-guxnopdeHxun. '

Ans coeanHenuit (1A) npegnoyTuTenbHbie rpynnsl ans R* BKAOYAOT ranores,
Takou kak GpomMo u xnopo, C1.aNKOKCK, TAKOW Kak METOKCU U 3TOKCH, C1.6ankun nnu
OR®, rae R® npegctasnset coboit CH,R', rae R'' npeacrasnset co6oit 5- unu 6-
“YNeHHOe reTepoapomaTtiMyeckoe KonblO, coaepxalee 1 reTepoéTOM wnn 2
rerepoaroma. | |

bonee npegnoyTuTEnsHO R* npegcrasnaeT cobo METOKCW, ranoreH, Takown
kak xmopo, unu OR®, rae R® npeacraenset coboit CH,R', roe R' npepcrasnser
coboit  dypaHun, 5-MeTun-3-u3oKCa3oNUN, MMPUAWI, BOIMOXHO 3aMeleHHbIit
METUNOM, NUPMAA3NHUN, NPasnHun, 1-meTun-6-okco-1,6-gurnapo-3-nupuavuun.

Ana coeguHennit (IA) npegnoytutensHo R npeacrasnseT cobon Bogopos,
mMeTun, Bpomo, X/10pO, METOKCH, MOpdOoNUHUNn, npponuKUA, .,D,I/IMeTMJ‘IaMVIHO,

rMMAPOKCH, 2-MEeTOKCUIATOKCH, nupasuHun, nmpumuanHun, - O-Ph-COoH,

Crpanuua: 12



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

2-TMAPOKCUITUNAMUHO,  2-METOKCUITUNAMMUHO, NHCH,CH,NHCOMe, uuaHo,
4-rugpokcumeTun-1-nunepuavrun, SMe, NHMe unu 2,4-pudbTopderun.

Ans coeanHenuir (IA) npeanoytutensHo R npeactasnser coboit Boaopoa
MnU Xnopo. S

MpeanoytTuTensHble coeauHeHus dJopMan: (IY(IA) BkniovatoT Te, npumeps!
KOTOpbIX NpuBEAeHbl 3AECh, Kak B copMe cBOBOAHOrO OCHOBAHWS, TaK‘ u B Buae
apmMaleBTUIECKU NPUEMNEMBIX CONe. "

CornacHo 1306peTEHUIo Takke NPeanoXeH cnocob: NONyYeHUs COeaUHEHUS

(1), npn KoTOpPOM NoABEpPraloT B3aUMOAEUCTBUIO COBAMHEHME chopmynsi (I1):
RS N R4 .
X
~
R6” N7 TNH,
(I,

rae RY, R® u R® sensiotca Takumu, kak onpeseneqo 8 copmyne (1), nu6o

NPEACTaBnAT coboit UX 3alULLEHHbIE NPOU3BOAHLIE, C COEAUHEHMEM dopmynsl

(1):

R1
o)
R $=0
LG
RJ

(nn,
rae R', R? u R® sBnaoTca Takumu, Kak OnpeaeneHo B dopmyne. (), nubo

NpeacTasnsAT coboi X 3awMLieHHble npou3soaHble, a LG npefcraenseT coboit

“yxogsuwyto rpynny,

M, BO3MOXHO, NOCHE 3TOro

yAansioT Nobble 3amTHbIE rpynnbl, '

o6pasyioT chapMaueBTUHECKU npuemnemyto conb.

MpegnoytutensHble yxoaswme rpynnbl LG BKMIOMAKT ranored, Takow Kak
xnopo. [lpefnoyTnTensHO B3auMoaeicTeue Mexay coeauHeHusmu (1) u (11)
ocyljecTensioT nytem obpaboTku coeauHeHus (I1) ocHoBaHueM, TakuM Kak ruapua
HaTpua unu mpem-6yTokCna ~Kanus, B noAxo,qnu.leM pacTeopuTene, TakoM Kak.
1,2-OMMeTOKCHaTaH Unu TeTparnapodypaH.
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Tam, rae R* npeacTasnser coboit Cy.gankokew, rae ankunbHas rpynna mMoxet
oBpa3osaTh 3-6-uneHHOEe HacCblLEHHOE KONbUO wWnu MoOXeT ObiTh 3amMeuwleHa
1-3 aTomamu bropa unu LUaHrpynnoi; | |

Ca.gankeHunokcn unu CagankuHunokew, rae nwban na rpynn MoxeT ObiTb,
BO3MOXHO, 3ameLLieHa ruapokeu unu NR¥“R!S:

OCqgankun-X-Cy.gankun, rae  ankunbHble rpynnel - moryT o6pasosatb
3-6-uneHHoe HacelweHHoe konblo; OCieankunR' unu OC,eankun-X-R", rne
ankvnoHas :rpynna MoOXeT obpasosaTts 3-6-uneHHoe HaCblLueHHd‘e KOnbuo u,
BOIMOXHO, 3ameweHa 1-3 rpynnamu, BbiGpaHHbIMUM U3 ruapokey, ranorena, NR™R'S,
SR™, S(0),R", S(O)R™ unu

OCy.sankunR'®;

coepuHeHns copmynsl  (ll) MoryT 6biTe nonydeHsl nytem o6paBoTku

coeanHerus dopmynsl (IV), rae LG npeacTtaenset coboil YXOARALWYIO rpynny (Takywo
Kak xniop unu 6pom);

R2 N LG
I N
I
R N~ “NH,
awv)

coeanHeHuem copmynsb (V)

R*-H

v) | _,

B noaxopAlem pacTteopuTene (TakoM Kak 1,2-,qmmeTOKCi43TéH,. N,N-
AMMETURIOPMaMUA MW TETPArMApodypaH) ¢ NOAXOASLIMM OCHOBAHMEM, TaKuM
KaK rmapua Hatpus unu mpem-ByToKcuA Kanws, npu NOAXOAsLEN TemnepaType,
Takoit kak 25°C-60°C.

Tam, rge R* npepcrasnseT coboit Ci.gankokeu, rae ankunbHas rpynna MoxeT
obpasoBaTb 3-6-YnEHHOE HACbILEHHOE KOMbLUO WAM MOXeT ObiTh 3amelyeHa 1-3
atoMamu hTopa unu UuaHrpynnow;

Cs.gankenunokcn unu CasankuHunokeu, roe nobas us rpynn Moxer ObITb,
BO3MOXHO, 3ameLLeHa ruapokcu unm NR™RS:

OCyeankun-X-Cieankun, rae ankunbHble rpynrnbl  MoryT obpasosaTb

- 11
3-6-uneHHoe HachbiweHHoe kombyo; OCieankunR' unu OC,sankun-X-R'', rpe
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ankuneHaa rpynna Moxet o6pa3osaTtb 3-6-uneHHoe Haci;lu;eHHoe Konbyo u,
BO3MOXHO, 3ameleHa 1-3 rpynnamu, ssiGpaHHbIM4 U3 ruapokcy, ranoreHa, NR'R'S
SR, S(0),R™, S(O)R™ unu

OC.gankunR'e:

coeauHenuna dopmynsl (1) MoryT. BbiTh nonerHbl nyteM o06paboTku

coeauHerus dopmynsl (V1), rae LG npeacrtasnsaeT cobort yxoasLlyio rpynny (Takyto
Kak xnop unu Bpom):

R’ Ny
B

0

LG
NH
|

vy

coeauHeruem dopmynsl (V)

B nmoaxogsaulem pacrteoputene (Takom kak 1,2-aumerokcuataH, N, N-
AumeTunopmammng nu TeTparugpodypaH) ¢ NOAXOAALLMM OCHOBAHUEM, TakuM Kak
MMApUA HaTpus unu mpem-ByToKCuA Kanus, Npy NOAXOASLeN TemnepaType, Takow
kak 25°C-60°C.

CC;e,CI,MHeHMﬂ cTpykTypbl (Vi) MOryT BbiTh nonyyeHs! nytem .paCTBOpeHMﬂ
coeauHenust coopmynsi (Vil), rae LG npeacTasnseT.coboit yxoasLyso rpynny (Takyio
Kak xnop wnu GpoMm), W 3awuTol  CynbchoHamupaa B BuUAE, Hanpumep,
TPUMETUNCUNUNITOKCUMETUIOBOrO acbupa (SEM) unu metokcumeTtwnosoro adupa
(MOM) cTaHaapTHbIMM ONUCaHHLIMK B NUTepaType cnocobamu (Takvumu kak SEM-
xnopug  unu  MOM-xnopug) B nogxo4sawiem pacTsoputene  (Takom. Kak
TeTparngpocypaH) C MOAXOAAWMM OCHOBaHMEM (TakiM Kak TpU3TUNamuH) npu

nogxodsien TemnepaType (Takoit kak 0-20°C) ¢ nonyyeHuem coemuUHEHWs
popmynsl (VIH): . )
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Lo Ny R’ LG. _N. R
I /:[ ' I \I P
L) ~

R N ITJH —_— R N N7

0=$=0 0
I
R? 3 3
R R? R
vy (Vi)

3atem coeguHenue dopmynsl (V) MoxHO obpaborath coeauHeHusmMu
opmynbl (IX):

R°-H

(1X)

roe R5-H npeacrasnaet cobon nepeuYHbIn Unu BTOpVILIAHbIFI aMuH, TMon unu
CNUPT, Kak onpegeneHo Bblwe (To ecTb rae R® npepcrasnser coBoil rpynny,
coaepxawyio rpynnuposky X, rae X npegcrtasnseT coboit NR™, O unu S), s
NOAXoAsWEM pacTsopuTene (TakoM Kak TeTparuapodypaH unu aueToHuTpun), ¢
MOAXOAAWMM  OCHOBAHUEM (TakUM Kak rugpup Hatpua, kapBoHaT uesws unu
TPUITUNAMUH) UnK Ge3 OCHOBaHWA, Npu nNoAxoAsilei TemnepaType 8 WHTepBsane
25-85°C ¢ nonyyeHnem coeavHerus dopmynibl (X):

R? N R
< 2 P
RG N ’ T/

0=S=0..

3awmthylo rpynny (P) MOXHO yaanuTb CTaHOapTHbIMU cnocobamu ¢
nony4eHnem coegmHerns copmynsl (1).

CoeanHernsa ctpyktypet (1) nnu (1), roe R® npegcTtasnseT coboi BO3MOXHO

‘3aMeLLEHHOe apunbHOe UNK reTepoapunbHoe KONbLO, Kak onpeaeneHo B dopmMyne

n3obpeTteHns, moryT ObiTb nonyyeHsl crnegylwmm nytem: 6epyT - coeguHeHve
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dopmyner (XI) wnm (VIl), rae LG npencrtasnseT cofoit noaxoasLyio yXOAAUWY!'o
rpynny, Takyo kak 6poM, xnop Unu Koa, ¥ NOABEPraloT ero B3aUMOLENCTBUIO C apun-
MNu  retepoapunbopoHOBON KUCNOTOW, TakoW Kak eHUNBGopoHOBaA KWCNoTa,
nannagnesbim KaTanu3aTopom, Takum Kak xnopua (1.1
Buc(aundernndoctuHo)deppouen]nannagus (I1), noaxoaswum OCHOBa.HMEM, Taknm
Kak Topua Ueaus, auetaT HaTpus wnu kapBoHaT Uue3ns, W NOAXOASLUMM

PacTBOpUTEneM, TakUM Kak METAHON UAKW 3TaHoN, u HarpesaioT mexay 40-80°C.

LG. _N. _R* R N. _R*
N AN
R® N~ NH, R SN NH,

(0,¢)) ' Y]
LG. _N_ _R* - R _N_ _R¢
) N N
T Tr
R® N hllH - R¥ N TH
0=S=0 0=S=0
R R’
R? R? RZ R’
(Y"]-l) S m

Coepntenns copmynsi (1) v (1), rae R® unu.R® npeacrasnser coboit CO,R™,
MOryT BbITh MOfy4eHs! NyTeM B3auMOAENCTBUSI coeguHeHus copmynel (1) unu (1),
rae R® unu R® npeacrasnsieT coGoit 6POM UNU oA, B NOAXOASLIEM pacTesopuTene,
Takom kak R'OH wnu auokcan, cogepxaumit R™OH, ¢ noaXoAswmMM TpeTuuHbIM
AMUHOM, TakuM Kak TPUITUNAMUH, NOAXOAALMM nannagvesbiM KaTanusaTopom,
TakiMm  kak  xnopup [1,1°-Ouc(oudenundocdurHo)deppoueH]nannaaua  (I1) 8
aTMocepe MoHookeuaa yrnepoaa, 06bl4Ho npu 2-10 Bap, uaeansHo npu 4-6 Bap, u
npu Temnepatype 70-120°C. CoeguHenus dopmynst (1) u (1), rae R® wm R®
npefcTasnseT codoit CONR™R'®, MoryT GbiTs nonyyeHbl nyTem B3aMMogencTaus

coeanHenna dopmynsi (1) nnn (1), roe R® unn R® npeacrasnseT cobon Gpom mnu
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04, B NOAXOAALIEM pacTBOpUTENE, TaKOM Kak AMOKCaH, copepxawmit NHR™“R'S ¢
MOAXOAAWMUM  TPETUYHBLIM ~ aMWUHOM, TakWM Kak TpUITUNAMWUH, MOAXOASLLUM
nannagnesbiM  KaTanu3aTopoM,  TakUM  Kak  xnopwa (1,1"-Buc(auderun-
docduHo)dbeppouer]nannaauwa (II) B aTMocdepe MOHOOKCHAA yrnepoaa, obbiyHO
npu 2-10 Bap, ugeansHo npy 4-6 Bap, v npu TeMnepaType 70 120°C. CoepMHeHm
dopmynb! (1), rae R® unu R® npeactasnset coboi CHon MoryT G NONyYeHbl U3
coeaurenuit popmynsi (1), rae R® unu R® npeacrasnset coboit COR'™, nytem
BOCCTéHoaneHm, UCNonb3ysa NOAXOASWWA BOCCTAHABNUBAIOLUIA areHT, TakoW Kak
TpuaTUNOOpruapna  NUTMS, B NOAXOASWEM  pacTeopuTene, TakoM  Kak
TeTparugpodypan, npu temnepatype 0-10°C.

CoeauHenus dopmynsl (1), rae R® umm RE npeacrasnser cobon CHO, moryt
BbiTb NONyYeHbl U3 coeauHeHU dopmyne! (1), rae R® unn R® npeacrasnaeT cobown
CH20H, nyteM okucnerus, “cnonbaya NOAXOARWMNIA OKUCNSKOWMWIA areHT, Takol Kak
AVOKCUA  MapraHua unu  nupuaunHua  xnopxpomar (PCC), B8 noaxoasiiem
PacTeopuTene, TakoMm Kak TeTparuapodypaH unu AuXNOpMETaH, Npu TemnepaTtype
0-50°C.

Coenurenms dopmynel (1), rae R® unu R® npepcrasnser coboit CH(OH)R!
nnn CH(OH)(C1.sankun), MoryT 6biTe NONYYEHb! U3 COEAUHEHWI] cdopmynsl (1), rae R®
i R npeactaenser coboin CHO, nyTem B3aumopeincTBus C coeawHeHuem
opmynsi (XI), rae M npeacTasnseT coboit MeTann, Takoi Kak MarHui unu nUTUIA, B

NOAXOAALEM pacTBOpUTENe, TakoM Kak TeTparnapodypaH unu AnSTANOBbIA 3chup,
npu Temneparype 0-10°C.

Ci.sankunM unu R"'M

(X1
"
I 1 e I I
@ "
2 =S=0
Rs R1
S

cam - xav) e
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Coeaurerve cdopMynel (XV) MOXET BbiTb NONYYEHO NyTEM B3aUMOAERCTBUS
coeanHenus hopmynsl (XI1), rae R* npeanoyTtutensHo npeactaenser coboit XNopo,
Bpomo unu ankokcu, u LG npeactasnser coboit NOAXOAALLYIO YXOAALYIO rpynny,
Takylo kak xnopo unu Bpomo, ¢ coeauHenuem dopmynsl (XIV), ucnonssys
NOAXOASWEe OCHOBaHWE, Takoe kak kapboHaT kanvs wunu kapboHaT Ue3us, B
noaxopswem pacrsoputene, Takom kak N,N-gumeTtuncdopmamung, npu Temneparype
40-90°C. ,

MpomexyTouHble coeanHerua dopmynbl (1) unu (Il1) MoryT BeiTe nonyyeHsi,
WCRONb3yA CTaHAAPTHYIO XMMUIO, UNN UMEKTCS B Npoaaxe.

Cneunanuctam B faHHOW 06nacTyt TEXHWKU AONKHO ObiTb NOHATHO, YTO B
cnocobax no HacToAweMy W30OPEeTEeHNo HEKOTOpble (YHKUMOHANbHbIE TPYRNbI,
Takue Kak rugpokCunbHas rpynna unuv aMmuHOrpynna, B UCXOAHbIX peareHTax wunu
NPOMEXYTOYHOM CcoeAnHEeHUM MOXeT BbiTb HeobXoAMMO 3aWWTUTL 3aWUTHLIMM
rpynnamu. Takum oBpasom, nonydenune coeguHeruns dopmynst (1) MOXeT BinOYaTb
Ha COOTBETCTBYIOWEN CTaauu yaaneﬁme opHon unu Bonee 4em ogHbﬁ 3alUTHOM®
rpynnbl. 3alynTa u yaaneHue 3awmrsl hyHKLUMOHAMNbBHLIX rpynn nonHocfbro onucaHsl
B «Protective Groups in Organic Chemistry», edited by J. W. F. McOmie, Plenum
Press (1973), u 8 «Protective Groups in Organic Synthesis», 2" edition: T. W.
Greene and P. G. M. Wuts, Wiley-Interscience (1991).

BblweonucanHble coeauHenuns opMynbl (1) MOXHO npeBpaTUTL B €ro
dhapmaueBTUYECKU NPUEMNEMYIO COMb UMK B €r0 CONbBAT, NPEANOYTUTENLHO B COMb
NPUCOeaNHEHUA OCHOBaHMUS, TaKyb Kak Conb HaTpusa, Kanus, Kanbuusa, anioMuHus,
NNTVA, Mareua, uuHka, ©OeHsaTuHa, XNopnpokauHa; XonuHa, AUITaHONaMuHa,
3TaHonamuHa, 3TWNAMaMWUHA, MErnymuHa, TpoMeTamuHa unu npokauHa, nubo B
COMb NPUCOEAMHEHUS KUCMOTbI, Takyld Kak ruapoxnopua, ruapobpomun, cocdar,
aueTar, ymapar, Manear, TapTpaT, UMTPaT, OKcanar, MeTaHtynbdoHaT unu napa-
TONYyoncynbdoHaT. '

HekoTopble coepuHenus copmynsl (Il) uau (1) cuutaoTes HOBbIMU 1
00pasyioT AONONHUTENbHBIA acnexT n3obpeTeHns.

CoeauHeHus gopmynel () obnapalT  aKTUBHOCTBKY B KayecTse
Cba.p‘M,aLLeBTVI‘-JGCKMX cpencTs, B 4YaCTHOCTWU B KayeCcTBe MOOYNATOPOB aKTUBHOCTU
peuenTopoB XemokuHoB (B yacTHoctu CCR4), n MoryT vmeTb npuMeHeHne npu

neveHUn (TepaneBTUYECKOM WUNU NPOUNAKTUYECKOM) COCTOosiHWUI/3aboneBaHuii y
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HenoBeka 1 KUBOTHbIX, HE npeacTasnsloWwMx coboil yYenoseka, KOTOpble
ofoctpaoTcs 8 pesynbTaTe UNW BbI3BaHbI YPEe3MEPHbIM UNW Heperynupyembim
NPOAyuMpoBaHMeM  xemokuHoB.  [pumepsl Takux  COCTosHWI/3abonesanui
BKHOYAKOT;

(1) (AbixaTenbHble nyTH) 66crpyk'maHbte ‘3aboneBanus  geixaTenbHbIX
NYTEN, BKMOYAA: XPOHUYECKYK OBCTPYKTUBHYIO GoneaHs nerknx (XOBN); actmy,
TaKyto kak BpoHxmanbHas, annepruyeckas, HacneacTBeHHas, npuobpeTteHHas actMma
W NHEBMOKOHMO3, B 4YaCTHOCTY XPOHMYECKAR WNU 3acTapenas acTMma (Hanpumep
NO3AHAA acTMa MM NOBbILLEHHAN PEAKTUBHOCTL AbIXATEMbHLIX NyTER): BPOHXUT:
OCTpLIA, annepruyeckuit, aTpOUHECKUn PUHNT U XPOHUYECKMIA PUHUT, BKMtouYas
XPOHWYECKNA PUHUT C 06pa3oBaHMem Ka3eo3HbiX Macc, runepTpoduyecKkuii PUHUT,
FHOWHBLIN PUHUT, CYXOW PWUHUT WU MEAUKAMEHTO3HbINA PUHWUT, MeMBPaHHbI PUHUT,
BKMIOYAA  KPYyNO3HbI, HUBPUHOSHBIA  UNU  NcesaoMeMEpaHHbIi PUHUT 1
TY6epKyneaan71 PUHWT, CE30HHBIA DUHWUT, BKNKYAA HEPBHbLIA PUHUT (CEHHYIO
NUXopanky) 1 Ba3OMOTOPHLIA PUHWT, CapkOUAO3, Nerkue tepmepa v poacTBEHHblE
3ab0neBsaHus; THEBMOCKIEPO3 U MAUONATUYECKYIO WHTEPCTULMANLHYHO NHEBMOHUIO;

(2) (kocTu n cycTaBbl) nogarpy, pesmMaTouaHbIN apTpUT, CepoHeraTusHble
cnoHaunoapTponaTum (BKntovasn aHKMo3vpyoLwuit CNOHANMNOAPTPMT,
ncopuatudeckuit apTput u GonesHe PeiiTepa), 6onesHs Gexyera, cuHapom Werpena
W CUCTEMHBbIW CKNEepos;

(3) (koxa) 3yn, cknepoaepMy, OTUT, NCOPWMa3, aTONMYECKWIl AepMaTuT,
KOHTaKTHbIN AepMaTuUT U ApYre 3K3eMaTO3Hble AepMaTuTbl, cebopenHylo ak3emy,
NNOCKMIA nuwan, nysbipyatky, GynnesHylo nysblpyaTtky, BPOXAEHHbINA BynnesHbiit
SMUASPMONK3, KpanueHWLY, BOCMNANEHUS KOXHbLIX COCYAOB, BAaCKylUTbl, 3pUTEMbI,
KOXHbIE 303MHOUNUM, YBEUT, THE3AHYIO ANONEUUI0 U BECEHHWIA KOHBIOHKTUBMT,
BOMYAHKY; ' T

(4) (®enynoyHoO-KMWeEYHbIX TpakT) GonesHs Coeliac, NPOKTUT,

303MHO¢)MJ’1beII71 raCTPOIHTEPUT, MacTouuTOo3, BOCnanuUTenbHbIE KULUEYHbIe

3abonesanns, Takme kak Gonesnb KpoHa, Hecneuudpuueckuini S3BeHHbI KOMuUT,

WNEUT 1 SHTEpUT, NUWIEBblE annepruu, koTopble 06nananT yaaneHHbLIMU oT
KWLLEeYHWKa achdheKTamm, HanpUMep, MUTPEHb, PUHUT U 3K3EMY;

(5) (ueHTpaneHas wu  nepudpepuyeckas  HepBHble CUCTEMBI)

HelpodereHepaTueHbie 3aboneBaHus W PaccTPOACTBaA, NpefcTaBRAWME COBOiA

Crpanuua: 20



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

AeMeHuuu, Hanpumep bonesns Ansurerimepa, 6okosoit amuoTpodhryeckuin Cknepos
v Apyrve 3aGonesaHus MOTOPHbIX HEWPOHOB, BonesHs Kpeitudensara - Akoba u
Apyrve npuoHHble 3abonesanus, BWY 3HuedanonaTuio (komnnekc pemeHumu,
ceasanHbin co CMUA), Bonesnb [eHTUHITOHA, NOBHO-BUCOYHYIO . AEMEHUUIO,
AeMenuMK Teney JleBu M COCYAUCTYIO AEMEHUMIO: NONUHEBPONATUK, HanpuMep,
CuHOpOM [niteHa — Bappe,. XpOHUYeckyo BOCNANUTENbHYI0 AEMUENUHUIUPYIOLLYIO
nonupaaukynoHesponaTuio, MynbTroKanbHyo MOTOPHYIO HesponaTuio,
nnekconatuv, gemuenuHusaumio LHC, Hanpumep paccesHHbIR CKNepo3, OCTPbIN
PaccesHHbliA/remopparuieckuii aHUedanoMmenuT u NOJOCTPLIA CKNEPOIVPYIOLLUA
neAkosHuedanurT; HEPBHO-MbILWEYHbIE  PAacCTPOACTBA,  HanpuMep  TRXenyio
MuacTeHuto n cuHgpom flambepTa — ATOHA: CNUHaNbHbLIE pabmpoﬂcrsa, Hanpumep
Tpodu4eckuit CNAacTUYECKUN napanapes n CUHAPOM PUrMAHOCTHY;
napaHeonnacTu4yeckne CUHAPOMBI, Hanpumep LepebennsapHyio geredepaumio u
3HUedanomuenut; tpasmy LHC; murpens; yaap u conyTcTaytowme 3abonesaHus,
TaKWUE KaK MEHWUHIUT; | o . | _

(6) (saboneBaHus Apyrux TkaHeir u CUCTeM) renatuT, BaCKynuT,
CNOHAUNOApTponaTuv, BArMHWUT, [NOMEPYNOHEMPUT, MUO3NT, aTepocknepos,
CHApOM  npuobpeTeHHoro  ummyHoaeduuuta (CMALD), KpacHas BONYaHKa,
CUCTEMHasi BOMYaHka, 9pUTEMATO3, TuUpeouauT XacumoTo, auabeT Tuna [,
HePOTUYECKUI CUHOPOM, 303MHODUMLHDIN cacuur, CUHAPOM nosblweHHoro IgE,
NENpOMaTosHyld nenpy ¥ mavMonaTUyeckyl TpoMBouuToneHuyeckyto nypnypy,
nocpeonepaunoHHble Crnanku 1 Cencuc;

(7) (oTTopxeHue annoTpaHcnnaHTaTta u KCeHOoTpaHcnnaKTaTa) ocTpoe u
XPOHUYECKOE, HanpUmMep Nocne TPaHCMNaHTauun NouYkW, cepaua, NeyeHu, Merkoro,
KOCTHOrO MO3ra, KOXMW W POroBULibl; U XPOHUYECKY BonesHb fpchnnaHTaT npoTus
X03AUHa: S

(8) pak, KapuuMHOMy & MeTacTas OMyxonu, BKMIOYAs TaKOBblE MOYEBOro
My3bIPA, MOMNOYHOW XXEenesbl, TONCTOW KMLIKM, MOYKM, NEeUEHW, Merkoro, sM4HUKa,
MOMKENYAOHHON Xenesbl, XEeNyaKa, Wenkn MaTky, LUMTOBUOHOMR Kenesbl U KOXU, B
HaCTHOCTW, pak He menkux knetok nerkoro (NSCLC, non-small cell lung cancer),
3MOKA4eCTBEHHYI0O ~ MEnaHOMY, paK npoCTaThl UM CKBAMO3HYI)  CapKOMY;
rémMaTonoaTyeckue onyxonu nMUMGONLHON NUKUK, BKNKOYAS OCTPbIN numdoneinkos,

numcomy B knetok w numdomy Bepxutta, numdomy Xommkuua, OCTpbI
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NUMPOBNACTHbIA NerKo3; remMaTonoaTUYecKne OnyXonu MUENOUAHOW NUHWUK,
BKNKOYaA OCTpble U XPOHWYECKUE MUENOreHHbIE NerKodbl U NPOMUENOUUTHLIN
Newikos, onyxonu Me3eHXUManbHOro NPOUCXOXAEHUS, BkNovan cubpocapkomy u
pabaomuocapkoMy, a TaiKke ApYrve Onyxonu, BKIKOYAs MenaHoMy, CeMUHOMYy,
TepaTokapLumHomy, HeilpobnacTtomy u rnvomy; '

(9) Bce 3abonesaHus B pesynsbTaTe obwero aucbananca UMMYHHOR cUCTEMBI
W B peaynbTare noabnweHHblx’éTonuqecmx BOCNANUTENbHbIX peakuui;

(10) mykosucunMaos, penepdy3voHHOEe NOBPEXASHUE' Cepaua, rofioBHOMO
MO3ra, nepugepuyeckux KOHEYHOCTER U APYruX OpraHos;

(11) oxoroBsble paHbl U XPOHUYECKME KOXHbIE A3BbI'

(12) penpopaykTusHble 3aBonesaHus (Hanpumep paccTpoCTBA OBYNALMM,
MEHCTPpyaunu 1 UMNAaHTauumn, NpexaeBpemMeHHble podbl, 3HAOMETPUO3);

(13) Tp0M603;

(14) MHCbeKLMOHHbIe 3abonesaHusa, Takue kak BUY McheKuMﬂ n apyrue
smpyCHble UHdekunun, bakTepuanbHble MHeKUuH.

Takum obpasom, B8 HacToswem wusobperteHuu npe,qnox(e'Ho 'coenMHenme
dopmynel (1) unu ero dapmauesTUYecKu npUeMnemas conb unu COMbBaT, Kak
onpefeneHo 34ech Bbille, ANA NPUMEHERUS B Tepanuu.

MpeanoyTuTenbHO coeanHeHWe No U30BPETEHWI0 NPUMEHAIT ANA NeYeHus
3abonesanuii, NpU KOTOPBLIX PELENTOP XEMOKWHOB NPUHAANEXUT K noacemMencTay
CC péuenTopoa XeMOknHOB, Oonee npeanoyTUTENLHO LEenessbiM peuenTopoM
XeMOKUHOB siBnseTcs peuentop CCR4.

KOHKPETHbIMM  COCTOSHUSMUW, KOTOPbIE MOXHO NeYUTb COeAUHEHWEM no
n300peTennio, ABNAIDTCA acTMa, PUHUT U BOCNANWUTENbHbIE KOXHbIE 3abonesaHus,
3abonesaHns, npu KOTOPbLIX MOBLIWAKTCS ypoBHM TARC, MDC - wnu CCR4.
MpeAnoyTUTENBHO NPUMEHSATL COSAMHEHME NO U3OBPETEHMIO ANS TEYEHUS acTMbl U
pUHKUTA, B 0COBGEHHOCTU acTMbl.

B crneaywlwem acnekte B HacToslleM U306peTeHMN  NPeanoXeHo
NPUMEHEHNE COoeaANHEHWN cbopmynbll(l)‘mnm ero_dapmaueBTUYECKU npuemnemon

conun nnu coneBarta, Kak onpefeneHo 3gechb Bhllle, B NPOU3BOACTBE neKapcrea ons
npuMeHeHus B Tepanuu.

Euwe B ogHOM criegytoleM acnekTe B HACTOSLWEM U30BpEeTEHNN NpeanoXeHo

NpuMeHeHue coepuHerua dopmynbl (1) unu ero dapmauesBTUHECKN NPUEMIIEMOR

Ctpanuua: 22



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

COnu unu coneearta, Kak ONpeAenexo 34eck Bhilue, B NPOU3BOACTBE NekapcTea ANs
NneYeHus 3abonesaHuit UNU  COCTORHWUA 4enoBeka, NpuU  KOTOPbLIX NONE3HO
MOAyn1poBaHWe aKTUBHOCTU pELenTOpOB XEMOKWUHOB, B YaCTHOCTU, aKTUBHOCTU
CCR4.

B koHTekcTe HacToswero u3oBpeTeHns TepMuH «TEpPanUA» TakKe BKNKYaeT
«NpOPUNAKTUKY», €CNU HET KOHKPETHLIX MPOTUBOMONOXHbLIX yKasaHun. TepmuHbl
«TepanesTUYEeCcKU» U «TepanesTUYECKU» CreayeT NOHUMAaTh COOTBETCTBEHHO.

Hanee 8 HacToAWeEM W306PETEHUM AOMONHUTENLHO NPEANOXEH Cnocob
NEYeHNn onocpeaoBaHHOrO XeMOoKuHaMmu 3abonesaHns, roe XeMoKUH CBA3bIBAETCS ¢
peuenTopom xemokuHa (8 4YacTHocTu CCR4), npu KOTOPOM NauMeHTy BBOAAT
TeépanesTUYeckn IhPeKTUBHOE KONUYECTBO COeAuHeHWs opMynbl (1) wuan ero
hapmauesTU4ECKU NPUEMNEMOI CONM UNU CONbBATA, Kak onpegeneHo 3gecs Buiwe.

B wun3obperteHun Tawke npepnoxeH cnocob Ne4YeHNA  pecnupaTopHoro
3abonesaHns, Takoro kak actMa W PuHWUT, B OCOBEHHOCTU acTma, Y naumexTa,
CTPAfalolero ykasaHHbIM  3a60NEBAHMEM UMM MMEIOWEro PUCK  yYKA3aHHOFO
3abonesaHus, npu KOTOPOM NAUUEHTY BBOAAT TepanesTudeckn addektusHoe
Konu4yecTso coeduHeHus “popmynel (I) unu ero dapmauesTyecku npueMnemown
conu unu conbeaTta, kak ONpeaeneHo 34ech Boille.

Ans BbiLWEYNOMSHYTLIX TEPaNeBTUYECKUX NPUMEHEHUH BBOAMMAS A031poBka
Oyaet, koHe4Ho, BapbWMpOBaTL B 3aBUCUMOCTU OT NPUMEHSIEMOTO COBAUHEHUS, OT
PE€X1Ma BBEAEHMA, OT XKENAEMOTO NEYEHNA N OT KOHKPETHOrO PacCTPOWNCTBA.

CoeaunHenve dopmynsi (1) v ero dapmauesTM4eckn npuemMnembie Conu u
CONMbBATLI MOXHO NMPUMEHATE caMu no cebe, Ho, kak Npasuno, ux ByayT BBOAWUTL B
dopme apmMaueBTMHECKO KoMNo3uuuW, B KOTOpOA CoéfuHeHne hopMynbl
(I)/conb/conbBaT  (@KTUBHBIA - MHrpeAMEHT) "HaxoauTCa- - B- - coOMETaHuu ¢
(hapMayeBTU4ECKN NPUEMNEMbIM aablOBaHTOM, pasbaBuTtenem M HocuTenem. B
33aBUCMMOCTM OT pexuma BBefeHWs QapMaLeBTUYeckas KOMMO3UUMS Oyner
npeanoyTuTensHO copepxate oT 0,05 po 99% macc/mace (npoueHTos macc/macc),
Gonee npeanoyTutensHo ot 0,05 Ao 80% macc/mace, ele Oonee npeanodTUTENLHO
oT 0,10 mo 70% wmacc/macc v paxe Boree npeanouTUTENLHO OT 0,10 po 50%

Macc/macc akTUBHOro UHrpeaneHTa, rae BCe MPOUEeHTbl Macc/Macc OCHOBaHbI Ha

CYMMapHOW KOMMNO3NLIAN.
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B HacToswem u306peTeHuM Takke npeanoxeHa apmMauesTuyeckas
KOMNO3uyuna, coaepxawan coeguHenue dopmynsl (1) unu ero hapmauesTUyecku
npuemnemyio conb MNW CONbLBAT, Kak ONpPeAeneHo 3fecb Bbille, B COYMETAHUU C
(bapMaLUeBTUYECKU NPUEMMEMbIM aABIOBAHTOM, paibasuTenemM unu HocuTenem.

[Nanee B uzo6perteHun npeanoxex cnocob M3FOTOBneHl;1ﬂ thapmayesTu4eckomn
KOMNO3UUMK No U30BpeTeHuto, NpU KOTOPOM CMELLMBAIOT COeauHEHue opmynsl (1)
Wnu ero apMalesTUYecKu npuemMnemyto Conb UNK CoNbBAT, Kak onpeaeneHo 3aech
BbilLE, C apMaUEBTUYECKU MNPUEMIEMbIM aAbIOBAHTOM, pa3baBuTenem unu
HocuTenem.

dapMayesTUYECKME  KOMMO3ULUWWM  MOMHO  BBOAUTL  MECTHbIM nyTem
(Hanpumep, B nerkoe w/unu AbixaTensHele NyTH, NU6O Ha KOXyY) B djopme pacTsopos,
CyCnNEH3aniA, rentaTopankaHoBbIX aspo3oneid U cyxux nopoLwkoobpasHbix
npenapartos; nMOO CUCTEMHO, HanpUMep, NyTeM NepopanLHoOro BBEAEHWUA. B hopme
TabneTok, kancyn, cmpohoa, MOPOLLKOB MNW rpaHyn, NUBo NyTem napeHTepanbHoro
BBEAEHWA B cbopme PacTBopoB WUAKM CyCneH3unit, NMMBo NyTeM NOAKOXHOro BBEAEHUS,
nvbo nyTem pekTanbHOro BBEAEHWA B opme cynno3nTopues, NUbo YPECKOXKHLIM
nyTem. MpeAnoYTUTENLHO CoeAUHEHNE NO U30BPETEHNI0 BBOAST nepopansHo.

B crepyowem acnekte B HacToswem u3oBpeTennm NpeanoXeHo
NpUMEHEHWe coefuHeHus dopmynel (I) unu ero hapmauesTUYEcKku npuemMnemon
COnW Unu conbBaTa, Kak ofpeAeneHo 34eck Buile, B NPOM3BOACTBE NEKapcTea Ans
MPUMEHeHNs B Tepanuu B KOMOUHaUMM C nekapcTeamu, NpUMEHseMbIMM AN
fIEYEHUN acTMbl U PUHUTA (TaKUMU KaK MHranAUMOHHbIE 1 NepopanbHbie cTeponas,

VHransuuoHHbie  aroHMCTbl  B-peuenTopos M aHTaroHWCThl  peLenTopos
NeiKoTPUEHOB). '

MpuBeAEHHbIE HINKE MPUMEPSI UNMKCTPUPYIOT U306peTEHNe.
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MNpumep 1
2.3-nuxnop-N-(3-MeToKcu-S-MeTun-Z-nupaauuun)-Geuaoncynbqaonamu,q
a
Muapwa Hatpus (0,1 r 60%) A06aBNAAM K 3-METOKCH-
a 5-MeTun-2-nupaauHamuny (0,07 rse 1,2-AMM€TOKCM3T8H€ (3
0=58=0 Mn) B atMmocdepe as3oTa’ ApU KOMHATHOW Temneparype.
/N I!H . Nocne 1 yaca npu 50°C  pobasnanu 2,3-
L j[ AvxnopGeHsoncynbdonun-xnopug (0,15 r).  Tocne
N o~ nepemewmnsanna B TedeHue 30 MuHyT pobasnsnu 5%
BOAHYIO NUMOHHYID KWUCMOTY, W NPOAYKT 3KCTPAruposanu sTuUMaLeTaToM (x3).
OBbeauHeHHble 3KCTPaKTbl NPOMbIBANU  HACBILLEHHBIM pacconom, BbiCywuBanu
(MgSOQ4), u pacrsoputens Bwinapusanu. B pesynbTate xpomartorpaduu Ha
cunvkarene, anupys CMeCcaMu AuxnopmeTaHa/mMetaHona, nony4unu coeaunHeHue,
ykasaHHoe B saronoske, B Buae 6enoro Teepaoro setwecrsa (0,08 r).
m/e 346/8/350 (M-1*, 100%) : ‘
'H AMP (D6-OMCO) 6 11.27 (1H, s), 8.06 (1H, d), 7.93 (1H, d), 7.60-7.55 (1H,
brs), 7.58 (1H, t), 3.87 (3H, s), 2.28 (3H, s).

Npumep 2

N-(6-Xnop-3-MeToKcU-2-nupa3ux un)-2,3,4-Tpurchop6eH30nc§mchonamug

-
F Mony4unu cnocobom npumepa 1 (peakumio nposoaMny

Npu KOMHATHOW TeMnepaType), UCNoNb3ys 6-xNop-3-MeToKCH-
F 2-nupasuHamuy (0,16 r) u 2,3,4-Tpudprop6eHsoncynbhoHun-

O=?'O

o] //N NH
LL

m/e 352/4 (M-1%, 100%)

'H AMP (D6-AMCO) & 7.93-7.80 (1H, m), 7.89 (1H, s), 7.60-7.50 (1H, m), 3.91
(3H, s).

= xnopua (0,25 r). Beixog 0,08 r.
7

0
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Npumep 3

3-Xnop-N-(6-xnop-3-meroxcu-2-nupa3uHun)-2-MemnGeH30ncynbcbouaMMA

° Monyuunu  cnocobom npumepa 1 (peakumio
NPOBOAUNU NPU KOMHATHOW TemnepaType), mcr{onbaya 8-
0:5=0 Xnop-3-meTokcu-2-nupaaunamun (0,16 r) u  3-xnop-2-
aQ /N ,{H MemnGeHaoncynb(bOHwnanpma (0,23 7). Bblxq,a 0,15r.
T: I m/e 346/8/50 (M-1*, 100%) o
\N o~ 'H AMP (D6-AMCO) 5 8.05 (1H, d), 7.85(1H, s), 7.75
(1H, d), 7.47 (1H, 1), 3.92 (3H, s), 2.66 (3H, s).
Npumep 4

2 3-,[1uxnop-N-(6-xnop-3-MeToxcu-Z-nupasuHun)ﬁeuaoncynb¢)0HaM|np,

a) 3-bpom- 6-xnop 2 -NUpasuHamMuH

o

N-BpomcykunHamua (6,9 r) pobasnsnu  nopuusmu B TedeHue 0,5 4 «

nepeMelwarHomy pactsopy 6-xnop-2-nupasuHamuta (5,0 r) B xropogopme (200

Mn), Harpetomy c oBpaTHbIM xonmoguneHukom. Mocne 3aBeplueHus aobasneHvs

PEaKUMOHHON cMecw AaBanu OXN3aauTbCs, NPOMbIBANM BOAOA W BLINApPUBANYU ¢
nony4exvem cmecu 3:1 5-6pom-6-xnop-2-NMpasmHaMuHa U COEANHEHUS, YKa3aHHOrO
B Noj3saronoske, KOTOPYIO pasfenunu xpomarorpadueil Ha cunukarene, anoupys

AuxnopmeTaHom. Beixog 2,0 r. icnonb3osanv HenocpeacTaeHHo.
6) 6-Xnop-3-meT0Kcm-2—nwp‘asmammH n 3-6pom-6-meroxcm-2-nmpa3MHaMV|H
N. O
B
P
Cl N NH,
3-bpom-6-xnop-2-nupasuHamun (1,0 1), MeTokeua Hatpus (3 mn 25%

pacTBopa B MeTaHone) u metaHon (10 mn) Harpesanu ¢ 06paTHLIM XONOANNLHUKOM

B TedeHwe 3 yacos. PaCTBopMTenb BbiNapmBanu, KU OCTATOK pacTBOpAnin B

CtpaHuua: 26
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3TUnauertate u paccone. OpraHuyeckun cnoi otaensnu, sbicywusanu (MgSO,), u
PacTeopuTen BbinapusanuW C MNONYYEHWEM CMECWU COELUHEHUA, YKa3aHHbIX B
nopsaronoske (otHowenue 10:1). OuucTky nposoavnW xpomartorpaduei Ha
Cunukarene, antoupya  auxnopmeTtadoMm. Bbixog 0,5 . Wcnonb3oeanu
HenocpeaCcTBEHHO. |

8) 2,3-Auxnop-N-(6-xnop-3-meTokcu-2-nupasuHun)GeHsoncynshoHamMua
Q
Monyuunn  cnocobom npumepa 1 (peakuuio
Q MPOBOAUNM NPU KOMHATHOW TemnepaTtype), Mcnonb3ysa 6-
0=5=0 XNop-3-MeToKCU-2-NupaauHamMud . (024 1) u  23-

Avxnopbensoncynbdorunxnopug (0,32 r). Beixoa 0,24 r.

|
a /N NH
I mle 366/8/370/2 (M-1*, 100%)
X _
N (o}

'H AIMP (D6-AMCO) & 8.14 (1H, d), 7.96 (1H, d), 7.89 (1H, s), 7.62 (1H, 1),
3.91 (3H, s). '

MNpumep 5
2,3-Auxnop-N-(5-xnop-3-meTokcu-2-nupasuHun)6eHsoncynbgpoHammua
Q
Monyusnn  cnocobom npumepa 1  (peakuuio

a NPOBOAUNM MPU KOMHaTHOW TemnepaTtype), ucnonbays 5-

o 0=s=0 XNop-3-METOKCU-2-NUpasuHamMuH (0,1 r n 2,3-
P LH Anxnopbexsoncynbcdorunxnopug (0,15 r). Beixog 0,05 r.
N . :
I m/e 366/8/370/2 (M-1%, 100%)
GJ\/N

"H AMP (D6-OMCO) & 8.15 (1H, d), 7.93 (1H, d),
7.79 (1H,s), 7.58 (1H, 1), .93 (3H, 5).

Mpumep 6

N-(5-Bpom-3-meToKCU-2-NUpa3uHmUN)-2,5-auxnopbeHsoncynboHammna

Crpanuua: 27
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Nonyuunu cnocobom npumepa 1 (peakuuio
nposogunu npu KOMHaTHON TeMmnepartype),
ucnonb3ays 5-6pom-3-metokcu-2-nupasuHamun (0,2 r)
n  25-puxnopbensoncynoconunxnopug (0,24 ).
Bbixog 0,14 r. ‘

m/e 410/2/4/6 (M-1", 100%)

’H AMP (D6-OMCO) 5 8.04 (1H, d), 7.86 (1H,

s), 7.73 (1H, dd), 7.66 (1H, dd), 3.91 (3H, s).

Mpume

p7

N-(5-BpoM-3-meToKCU-2-n upasuuun)-3,5-auxnopbeHsoncynbhoHammna

o

N

at

=S,
o0
0

Mony4unu cnocobom npumepa 1 (peakumio
npoeoaunu ﬁpm KOMHaTHOW Temneparype),
MCI‘IOI‘!AbSYR 5-6pom-3-meTokcu-2-nupasuHamun (0,2 r)
n  3,5-puxnopbexsoncynbponunxnopua (0,24 ).
Beixog 0,012 r.

m/e 410/2/4/6 (M-17, 100%)

"H SIMP (D6-OMCO) 5 7.96-7.91 (4H, m), 3.93 (3H, s).

Mpume

p8

N-(5-Bpom-3-meToKkcu-2-nupasuHun)-2,3-auxnopGeHsoncynbgoHamug

no

i

a
~s7 :
o a

MNonyuunu cnocobom npumepa 1 (peakuuio
NPOBOAVMMN MPU KOMHATHO Temnepartype), “cnonbays
5-6pom-3-MeToKCU-2-nupaauHamur (0,1 N un 2.3-
AuxnopbenHsoncynbonunxnopug (0,2 r). Beixog
0,045r.

mie 410/2/4/6 (M-1*, 100%) |
- "H AMP (D6-IMCO) & 8.06 (1H, dd), 7.93 (1H, dd), 7.82 (1H, s); 7.57 (1H, 1),

3.92 (3H, s).
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N-(5-Bpom-3-meTokcu-2-nupasunun)-2,4-guxnop6eHaoncynshoHamua

(o]
Monyunnu cnocobom npumepa 1 (peakuuio
NPOBOAVAM . NpPU  KOMHaTHOW TemnepéType),
© Mcnonbays 5-6pom-3-meTokcu-2-nupasuHamun (0,2 r)
W 2,4-puxnopbensoncynbcorunxnopua (0,24 ).
. Bbixog 0,059 r.

m/e 410/2/4/6 (M-1", 100%)
'H IMP (D6-AMCO) & 8.07 (1H, d), 7.85 (2H, d), 7.64 (1H, dd), 3:92 (3H, s).

MNpumep 10

N-(5-Bpom-3-meTokcu-2-n upa3uxun)-3,4-auxnop6eHsoncynbgonamug

a

EI

Mpumep 11

Monyyunu  cnocoBoMm npumepa 1 (peakunio
NPOBOAMNM MPU KOMHAaTHOW TemnepaType), vcrnonbays 5-
Bpom-3-meTokcu-2-nupasunamun (0,15 1) u 3,4-avxnop-
BeHsoncynedonunxnopug (0,15 r). Beixog 0,09 .

m/e 410/2/4/6 (M-1*, 100%)

'H AMP (D6- AMCO) 6 8.14 (1H, s), 8.00- 7.85 (3H
m), 3.92 (3H, s).

N-(5-Bpom-3-meTokcu-2-nupa3uHun)-4-xnopGeHsoncynbgoHamua

KI

a

E

Monywnu  cnocobom npumepa 1 (peakuuio
NPOBOAUNU NPU KOMHATHOW TemnepaTtype), ucnoneays 5-
Bpom-3-meTokcu-2-nupasuHamMud (0,1 1) u 4-x510p-
Benzoncynsdonunxnopua (0,13 r). Buixog 0,13 T.

m/e 376/8/380 (M-17, 100%)

'H AMP (D6-OMCO) & 11.3 (1H br s), 7.97 (2H, d),
7.91 (1H, s), 7.66 (2H, d), 3.93 (3H, s). ‘

Crpanuua: 29
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MNpumep 12
N-(5-Epom-3-meToxcu-2-nupa:mHun)-3-xnopﬁeuaoncynb¢)ouaMu,q

5 Q
Monyuunu  cnocobom npumepa 1  (peakuwio
NPOBOAUAN MPU  KOMHATHOV Temnepartype), UCnonbays
0=5=0 5-6pom-3-MeTokcu-2-nupaanuHamud (0,1 1) u 3-xnop-

0 N ,LH Bensoncynbdorunxnopua (0,13 r). Beixog 0,14 r.

~d
[- I , m/e 376/8/380 (M-1*, 100%) ’
BN - "H AMP (D6-AMCO) & 8.00-7.90 (3H, m), 7.75 (1H. d),
7.64 (1H, 1), 3.94 (3H, s). |

15

Mpumep 13

20 N-(3-Me*roxcu-5-me1'un-2-nupa:mHun)-2-¢nop6en30ncynb(bonamu,q

Mony4yunnu chocoGOM npumepa 1, ncnonbays 3-
F N/' \
25 o N METOKCU-5-MeTUN-2-NpasuHamud u  2-htopbeHaon-
Q‘g_”ﬁ cynbdoHunxnopua.
I ~ m/e 298 (M+1*, 100%)
” 'H AMP (D6-AMCO) & 11.05 (1H, br s), 7.85-7.95 (1H, m), 7.65-7.75 (1H, m),

7.50-7.60 (1H, m), 7.35-7.45 (1H, m), 3.90 (3H, s), 2.30 (3H, s):.
T.nn.150-152°C

35

Mpumep 14
N-(3-MeT0Kcu-5-MeTun-2-nMpasm-mn)ﬁeusoncynbcbouamug

40
Monyuunu cnocobom npumepa 1, nucnonsbaysa

3-MeTOoKCU-5-MeTUN-2-NMMpasuHaMmut 1 BeH3oncynbgoHUn-

.0 xXnopwua.
45 .S
o” T. nn. 138-139°C.

50 "\r“
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Npumep 15

N-(3-MeTokcu-5-meTun-2-nupasunun)-2-voabensoncyn boHamun

Monysunu cnoco6om npumepa 1, ncnonb3ays
3-MeTOKCU-5-MeTUN-2-NnpasuHaMuH U 2-ioa6eHson-

! O,,S:’: cynbcbomgnxnbpw,q.
o 'H AMP (D6-AMCO) & 10.75 (1H, brr s), 8.05-
N’l\( N 8.15 (2H, m), 7.65-7.75 (2H, m), 7.30 (1H, dt), 3.90 (3H,
“\f N s), 2.30 (3H, s).
T. nn. 140-141°C,
Mpumep 16

N-(3-Meroxcu-5-memn-2-nupasuuun)-3-¢1‘op6eu3oncynbcbOHaMu.q

Monyunnu cnocoGom npumepa 1, nCcnonbays
o)
Gg—ﬁ s 3-MeTOKCH-5-MeTUN-2-NPa3nHaMUH "
g >_\< - 3-tbTopbensoncynsdoHunxnopua.
7
N N T. nn. 95-97°C.
Mpumep 17

2-[[(3-MeTokcu-5-MeTUN-2-nupasuxun)am WHO]cynboHnn]6eH3oHNnTpUN

E_H \o Monyuunn cnocoboM npumepa 1, nucnonbays
g >=‘< 3-MeT0Kcv1-5-MeTMn-2-nv1paawHaMMH " 2-ymaHobeHzon-
\\N N\\___/<N . CYNbOHNMAXAOPUA.
m/e 305 (M+17, 100%)
H AmMP (D6-OMCO) & 8.15 (1H, dd),__8.05,(_1_H, dd), 7.85 (1H, dt), 7.80 (1H,

dt), 7.60 (1H, s), 3.85 (3H, s), 2.30 (3H, s).

Mpumep 18

N-(5-Bpom-3-meTokcu-2-nupasunun)GeHsoncynsdoHamusg

Crpanuua: 31
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Br
/._g( MNony4nnu cnocobom npumepa 1 (peakuuo
o NHN NPOBOAWAM NPU  KOMHATHOW  TemnepaTtype),
5 O_g_N o MCNONbaya 5-6poM-3-METOKCH-2-NUPauHaMUH |
. / BeH3oncynbhoRMAXNOpUA,
m/e 344 (M+1*, 100%)
70
Npumep 19 "

N-(5-Bpom-3-meTokcu-2-nupasunnun)-2-noadeHsoncynbgoHamug

15

| | MNonyuunu cvn‘o.co.60n-n | hb‘mmeba .1' (peakuuio
O ’9 H NPOBOAUNYN NPU KOMHATHOW TemnepaType), UCnonba3yn
20 S\ECE-}-N _ 5-6pom-3-meToKCU-2-NupasnHamui 1 2-iopBeHaon-
o cynboHunxnopua.
/N .% m/e 470 (M+1*, 100%)
' Br 'H AMP (D6-AMCO) & 11.30 (1H, br s), 8.0-8.1
* (2H, m), 7.80 (1H, s), 7.60 (1H, dt), 7.30 (1H, dt), 3.95 (3H, s).
Mpumep 20
30 2,3-Auxnop-N-[3-(2-bypaHUnMeToKCH)-5-MeTnn-2-
nupasuHun]6eHsoncynboHamus

a) N-(3-Bpom-5-meTun-2-nupasuHun)-2,3-auxnopbensoncynshoramug
C
35

40 ) SN
LXK
ﬂbnqunw cnocobom npumepa 1, ucnonbays -3-6p0M-5-MeTMﬂ-2-HMpGSMHaMMH
® (0,84 r) n 2,3-guxnopbensoncynsgonunxnopug (1,1 r). Beixog 0,92 r. ‘
6) 2,S-ﬂwxnop-N-[S-(Z-qupaHMnmeToKc_n)—@memn?-nmpamﬁHnn]GeHaon-
cynboHamua

50
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C Mapua Hatpus (0,04 r 60% aucnepcuu 8 macne)

o AoBaenanu K dypdypunosomy cnupty (0,034 1) B8 1,2-

O=~&=0 AumeTokcuatarne (1 mn). Yepea 5 MuHyT pobasnsanu N-

N lilH . (3-6pom-5-MeTun-2-nupazuHun)-2,3-
/[ I Amxnop6eHsoncynbcb0Hgmm (npm_nep ZQ, cfanm a) (0,1
N/ 0 r), ¥ 3Ty cmecs Harpesanu npu 40°C. Yepes 16 y

O‘ A0BaBNANK 5% BOAHYI FUMOHHYIO KMCNOTY (1'0 Mn), u

\ /) CMEeCb JKcTparMposanu aTunauetatom (2x50 wmn).

ObbeanHeHHbIe  3KCTPaKTbl  NPOMbIBANM  PacconoMm.

BbiICywusanu  (MgSQ4), wn  pacrsoputens  Beinapuwsanu. B pesynerare
XpoMaTtorpadun Ha cunukarene, aNOUPys AUXNOPMETAHOM, NONYYUNN COEAUHEHME,
ykasarHoe B 3aronoeke, 8 Buae benoro Teepaoro sewectsa (0,02 r).

m/e 412 (M-17, 100%)

'H AMP (D6-OMCO) & 11.33 (1H, br s), 8.01 (1H, d), 7.90 (1H, d), 7.70 (1H,
s), 7.62 (1H, br s), 7.54 (1H, t), 6.61-6.58 (1H, m), 6.50-6.45 (1H, m), 5.33 (2H, s),
2.32 (3H, s). o C ' ST

T.nn. 127-129°C.

MNpumep 21
2,3-Anxnop-N-[5-meTun-3-(5-meTun-3-usokcasonun MEeTOKCH)-2-
NUpasuHun]deHsoncynbdoHamug

cl Mony4unu cnocobom npumepa 20, ucnonsays (5-
cl meTun-3-usokcasonun)metaton (0,05 r) u N-(3-6pom-5-
’ O=g=0 MeTwn-Z-nMpa3MHmn)-2,3-,qunop6eHsoncynb_cbOHaMM,q.
NG NH (0,171). Beixon 0,05r. '
/[ /:[ ' m/e 429 (M+17, 100%)
N" o ~ 'HAMmP (D6-OMCO) 6 11.39 (1H, br s), 8.03 (1H,
/N‘O d), 7.81 (1H, d), 7.64 (1H, brs), 7.47 (1H, t), 6.33 (1H,

——

s), 5.37 (2H, s), 2.41 (3H, s), 2.29 (3H, s).
T. nn. 155-156°C.
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RU 2312105 C9 (W1 C2)

2,3-Auxnop-N-[5-MeTun-3-(2-NnMpPUAUHUNIMETOKCH)-2-

nupa3nHun]oeH3oncynbgoHaMua

Cl

Mpumep 23

Nonyuunu cnocobom npumepa 20, WUcnonbays
NUPUANH-2-MeTaHonN (0,05 N w N—(3-6poMl-5-MeTmn-2-
nwpaaﬁHmn)-2,3-amxnopéeﬁaonb;}nr;daoﬁamh,q (1 ).
Bbixoa 0,07 r.

m/e 425 (M+1*, 100%)

'H AMP (D6-AMCO) & 8.57-8.54 (1H, m), 8.05 (1H, d),
7.89 (1H, d), 7.83 (1H, dt), 7.65-7.50 (2H, m), 7.56 (1H,
t), 7.35-7.30 (1H, m), 5.44 (2H, s), 2.26 (3H, s).

2,3-Auxnop-N-[5-MeTun-3-(6-MeTUN-2-NUPUANUHAUNMETOKCH)-2-

nupasvHun]oeHsoncynbgoHamug

£

L

X

T. nn. 164-165°C.

Mpumep 24

Monyuunu cnocobom npumepa 20, ucnonbaya B-
Memnnmpwan-ZMéTaHon (0,05 r) u N-(3-6pom-5-meTun-
2-nupasuHun)-2,3-guxnopbeHsoncynsdoramug (0,1 ).
Beixog 0,023 r.-

m/e 439 (M+1*, 100%)

'H AMP (D6-AMCO) & 8.05 (1H, dd), 7.89 (1H, dd),
7.70 (1H, t), 7.59 (1H, br s), 7.54 (1H, t), 7.34 (1H, d), 7.19
(1H, d), 5.39 (2H, s), 2.47 (3H, s), 2.26 (3H, s).

2,3-Ouxnop-N-[5-MeTnn-3- (3-nupunununmemxcu)-2-

nupasvHun]6ensoncynbgoHamua

Ctpanuua: 34
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(ol
Monysunu cnocobom npumepa 20, Ucnonbays
cl nupuauH-3-metadon (0,05 r) u N-(3-6pom-5-meTun-2-

nupasuHun)-2,3-auxnopbensoncynstonamua (0,1 ).

N\ NH Beixog 0,023 r. .
/[NI m/e 425 (M+1*, 100%)

"H SiMP (D6-AMCO) & 8.74 (1H, d), 8.55 (1H, dd),
8.03 (1H, dd), 7.95-7.85 (2H, m), 7.59 (1H, br s), 7.54
(1H, 1), 7.42 (1H, dd), 5.41 (2H, s), 2.29 (3H, s).
T. An. 160-161°C.

Mpumep 25
2,3-£l,uxnop-N-[S-meTun-3-(4-nupu,quHunmeroxcu)-Z-

nupasvHun]6eHsoncynbgorHamug

“ Monyunnu cnocobom npumepa 20, nucnonb3ys
c NUPUANH-4-MeTaHon (0,05 .r) " 'l\'l-(3-'6poM'-5-Memn-2-
O:,S;O nupasuHun)-2,3-guxnopbersoncynsonamng (0,1 r.
/[NINH Beixog 0,009 r.
N o m/e 425 (M+17, 100%)
| X 'H AMP (D6-OMCO) & 8.57 (2H, d), 8.05 (1H, dd),

|\ 7.89(1H, dd), 7.60 (1H, s), 7.55 (1H, 1), 7.50 (2H, d), 5.43
(2H, s), 2.26 (3H, s).
T.nn. 183-184°C.

Npumep 26

2,3-ﬂuxnop-N-[5-Me'rm1-3-(3-Me'run-2-nupunununmeroxcu)-Z-- -
nupasuHun]6ensoncynsgoHamua

Crpanuua: 35
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cl MNonyusunu cnocobom npumepa 20, wucnonb3ys 3-
MeTunupuanH-2-metanon (0,05 r) u N-(3-6pom-5-meTun-2-
o o cl nupaauHun)-2,3-auxnopbexsoncynsgoramug . (0,1 ).
| =97 Buixon 0,021 . . . .
N NH .
/[ \I m/e 438 (M+17, 100%)
NG 0 'H AMP (D6-AMCO) 5 8.36 (1H, d), 8.05 (1H, dd),
Ny 7.83 (1H, dd), 7.64 (1H, d), 7.60 (1H, br s), 7.49 (1H, t),
| P 7.31 (1H, dd), 5.40 (2H, s), 2.33 (3H, s), 2.29 (3H, s).
T. nn. 137-138°C.
Mpumep 27

2,3-Ouxnop-N-[5-meTun-3-(3-nupuaasuHunmeTokcu)-2-

nupa3suHun]6eH3oncynbgoHamMua

Monyyunu cnocobom npumepa 20, wvcnonb3ys

C nupugasud-3-metaHon (0,1 r) u  N-(3-6pom-5-meTun-2-
cl nupasuHun)-2,3-guxnopbensoncynedoramug (0,15 r). Beixog
Oxg=0 0,038r. '
N NH m/e 424 (M-1°, 100%)
/[ :I 'H AMP (D6-OMCO) & 11.47 (1H, br s), 9.21 (1H, dd),
N~ 0 8.05 (1H, dd), 8.00-7.95 (1H, m), 7.88 (1H, d),.7.80-7.75 (1H,
N\\N m), 7.62 (1H, br s), 7.54 (1H, t), 5.65 (2H, s), 2.27 (3H, s).
| / T. nn. 119-124°C,
Mpumep 28

2,3-11uxnop-N-[3-(2-nubunununmemxcu)_-z-
nupasuHun]éexsoncynbgoHamun
a) 2,3-Auxnop-N-(3-xnop-2-nupa3snHun)bersoncynsdoHamun
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Cl 2,3-Auxnopnupaux (2,6 r), 2.3

AvxnopbersoncynbcoHamua (4,0 r) u kapbonaT kanusa (10,0 r

Ox¢=0 “ 8 N,N-gumertundopmamuge (50 mn) Harpesanu npu 75°C.

Ny EH Hepes 16 4 pobasnsnu 5% sogHyl NUMOHHY0 KkucnoTy (30

['/ Mfl), U CMeCb 3KCTparuposanu 3TVInaLL.eTaTOMh (2x100 mn).
N o .

ObveanHerHble 9KCTPaKTLl * nNpoMbiBaNM  pacconom,
Beicywmsanu  (MgSQ4), 4w pacTtsoputenb  Bbinapusanu. B pesynbTaTe
XpoMmaTorpadun Ha cunukarene, IMOUPYs CMECAMWU JTunaueTaTa/Maorekcaa,

nony4unu coeguHeHune, ykasaHHoe B 3aronoeke (1,5 r).

6) 2,3-,D.mxnop-N-[3-(2-nmpu,qMHMnMeTOKcm)-Z-nmpaamHmn]6eH30ncynbcb0HaMM,q

!
‘ Mmapua HaTpus (0,05 r 60% ancnepcuu B macne)
Cl \ pobasnanu K nupuavH-2-meTtanony (0,088 r) 8 1,2-
O:§$O auMeTokcuaTare (3,0 M), Yepes 5 MUHYT foBasnsnu
N\ N ' 2,3—,qunop-N-(3-xnop-2-nmp33MHwn)GeHac_)ncynbcbOHa-
[NIO mua (0,1 1), v 3Ty cMech Harpesanu npu 70°C. Yepes 4
N 4 pobasnanu 5% BoAHYI NUMOHHYIO kucnoTy (10 mn),
| S W CMeCb 3KCTparuposanu 3Tunauetatom (2x50 mn).
P

ObbeavHeHHbIe 3KCTPaKTbl NPOMbIBANK  Pacconom,

BbiCylumeanun  (MgSO4), ¥ pacTBopuTens Bbinapusanu. B pesynbTarte
Xpomarorpadun Ha cunukarene, INOUPYs CMecsiMW  aTunaueTaTa/M3orekcaHa,
nony4unu coeanHexune, ykasaHHoe B 3aronoske, 8 Buae 6enoro Teeporo BewecTea
(0,06 7).

m/e 411 (M+17, 100%)

'H AMP (D6-OMCO) & 8.57 (1H, d), 8.13 (1H, d), 7.93 (1H, d), 7.90-7.75. (2H,
m), 7.75-7.65 (1H, m), 7.65-7.55 (2H, m), 7.40-7.30 (1H, m), 5.49 (2H,s).

T. nn. 167-168°C. o S
Mpumep 29
2,3-D.uxnop-N-[3-(3-nupunuuunmeroxcu)-z‘-

nupasvHun]6eHsoncynbgoHamug
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Mpumep 30

RU 2312105 C9 (W1 C2)

Monywunu  cnocobom  npumepa 28, ucnonb3ys
nupuguH-3-metadon (0,09 r) u 2 3~nnxnop-N-(3-xnop-2-
nupauHun)Bensoncynsdoramug (0,1 r). Bblxoa 0,042r.

m/e 409 (M-1*, 100%) ' ‘

'H AMP (CDCls) 5 8.70 (1H, s), 8.65 (1H, d), 8.28 (1H,
dd), 7.79 (1H, d), 7.70-7.67 (2H, m), 7.61 (1H, d), 7.40-7.35
(2H, m), 5.45 (2H, s).

T.nn. 138-139°C.

2,3-nuxnop-N-(3-meToxcu-2-nupaauuun)ﬁensoncynbdnouaMMn

Ot§$o

N N
e

cl

Cl

2,3-ﬂwxnop-N—(3-xnop-2-nmpa3MHmn)6eHaoncyan30H-
amua (npumep 28 ctaams a) (0,2.r) 8 10% MeTokcuae Hafpuﬂ B
meTarone (10 mn) Harpesanu npu 85°C. Yepes 4 4 nobasnsnu
5% BoAHYK nWUMOHHYl0 kucnoty (50 MN), ¥ CMecb
SKkCTparuposanu atunauetatom (2x150 mn). O6beanHeHHble
SKCTPaKTbl NPOMbIBANU pacconoM, sbicylwmeanu (MgSQO,), w

pacTeopuTens Bbinapusanu. B pesynbrarte xpomatorpaduu Ha

Cunukarene, anwupys cMecsamu STMﬂaLleTaTa/M3OI'eKCGHa, nonyynnu coeguHeHune,

ykasaHHoe B 3aronoske, B Buae benoro Teepgoro sewectsa (0,12 r.

m/e 334 (M+1*,

100%)

'H AMP (D6-OMCO) & 11.54 (1H, br s), 8.10 (1H, d), 7.94 (1H,. d). 7.857.75
(1H, m), 7.70-7.55 (1H, m), 7.59 (1H, 1), 3.90 (3H, s).
T. nn. 183-184°C,

Mpumep 31

N-[5-Bpom-3-(2-nupa3uHunmerokcu)-2-nupasnuuni-2,3-

Auxnop6eHsoncynedoHamua

a) 2,3-ﬂMXJ‘IOp-N—(3,5-AM5pCM-2-I’IMpa3MHMH)68H30ncyﬂb¢>OHaMMA
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Monyuunu cnocobom npumepa 1 (peakuumio
Cl  nposoaunu npu KomHaTHOW TemMnepaTtype), “cnonbays

O:?:.O 3,5-AnBpom-2-nupasuHamud (29  f) wu  23-
[ N\:[NH Auxnop6eHsoncynbhoHunxnopua (2,8 r). Beixoa 4.4 r.
B/[ N/ Br
6) N-[5-5pOM-3-(2-nMp83MHMﬂMeTOKCM)-Z-nMpa3MHMn]-2,3-AMXJ‘IOp68H30ﬂ-
cynbdpoHamua
Cl Mvapug Hatpus (0,05 r 60% ancnepcun 8
macne) ,qo6aehﬂnm K nupasux-2-metaxony (0,04 r) s
Cl :
OQS—,-O 1.2-pumetokcnatane (3 mn). Yepes 5 MUHYT
N I‘{l Aobasnanu 2,3-auxnop-N-(3,5-anbpom-2-
/[ \:[ nmpaamen)6eH30ncynbd)onamwg (0,12r). Yepe3 0,5 u
B N/ o RoBaBnsinn 5% BOAHYIO NUMOHHYIO KUCNOTY (10 .mn), u
N CMECb 3kCTparuposanu aTunauetatom (2x30 mn).
K[\j OBbeauHeHHble  IKCTPaKTbl MPOMbIBANU  pacconom,
N/ Boicywmsanu (MgSQOs), u pacTeoputens suinapusan.

B pesynbTtate  xpomarorpacdun  Ha cunukarene,  anNIOUPYs  CMecsMu
STUnaueTaTa/M3orekcaHa, NONy4Unn COEAUHEHUe, ykasaHHoe B 3aronoeke, B8 suge
Benoro TBepporo sewecrsa (0,06 r).

m/e 489 (M-1*, 100%)

'H AMP (D6-OMCO) 6 9.00 (1H, s), 8.66 (2H, s), 8.08 (1H, dd), 7.92 (1H, dd),
7.91 (1H, s), 7.56 (1H, 1), 5.53 (2H, s).

T. nn. 207-209°C.

Mpumep 32

N-[5-Bpom-3-(1-MeTun-6-okco-1,6-au rTMAPO-3-NUPUANHUIIMETOKCH)-2-
nupasuHun]-2,3-guxnop6eHsoncynsoHamus
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Mpumep 33

RU 2312105 C9 (W1 C2)

MNonyuunnu cnocobom npumMepa 31,
ucnonbays S-rugpokcumeTun-1-meTun-1 H-nupuaus-
20 (0,1 ) w 2,3-puxnop-N-(3,5-4ubpom-2-
nupasuHun)6eHsoncynboHamun (0,16 'r). Bbixog
0,035r.

mle 521 (M+1°, 100%) |

'H AMP (D6-OMCO) & 8.04 (1H, dd), 7.91
(1H, dd), 7.90-7.87 (2H, m), 7.60-7.50 (2H, m), 6.42
(1H, d), 5.10 (2H, s), 3.41 (3H, s).

T.nn. 169-170°C.

N-[5-BEpom-3-(3-nupuaasunun MeTOoKcH)-2-nnpa3uHun]-2,3-

AvuxnopbeHzoncynbgoHamus

Mpumep 34

Ci

Monyynnu cnocobom npumepa 31, ucnonbays

nupupasun-3-metaron . (0,07 r). u 2,3-puxnop-N-(3,5-
,qm6p0M-2-nMpaamen)6eHaoncyan30HaMmp, (0,15 ).
Boixoa 0,06 r.

m/e 489 (M-1*, 100%)
'H AMP (D6-AMCO) & 9.23 (1H, d), 8.08 (1H,

dd), 7.99 (1H, dd), 7.92 (1H, dd), 7.91 (1H, s), 7.80 (1H,
dd), 7.56 (1H, t), 5.67 (2H, s).

T. nn. 115-120°C.

N-[5-5p0M-3-(3-nupu,quHunmeroxcu)-Z-nupasuHun] -2,3-

Auxnop6eH3loncynsdoHamMug

Crpanuua: 40
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Cl
Monyyunu cnocobom npumepa 31, “cnoneb3ys
¢l nMpuanH-3-metanon (0,44 r) u 2,3-auxnop-N-(3,5-
Oxg=0 ' AuBpom-2-nupasnHun)BerHsoncynbhoramua (1,0 r).
]

N\ N Boixon 0,6 r.
/[ I m/e 491 (M+1%, 100%)
-~
B N 0 '

'H AAMP (D6-AMCO) G 8.78 (1H, d), 8.58 (1H,
NN dd),8.06 (1H, d), 7.99 (1H, dt), 7.91 (1H, d), 7.88 (1H,
| P s), 7.55 (1H, 1), 7.55-7.50 (1H, m), 5.44 (2H, s).
T. nn. 204-206°C.

Mpumep 35 _
N-[5-5pom-3-(5-nupMMunuuunmemxcu)-z-nupasuuun]-2,3-
AuxnopGeH3oncynbhoHamua |

cl Monyuunu cnocobom npumepa 31, nucnonesayn
nAMpuMuanH-S-meTaron (0,035 r) w 2,3-guxnop-N—(3,5-
AnBpoM-2-nupa3suHun)BeHsoncynshoramug (0,16 1.
] ' Beixog 0,028 .~
N _NH +

/[ j: m/e 490 (M-1*, 100%)

B N 'H SIMP (D6-OMCO) & 9.21 (1H, s), 9.02 (2H, s),
8.07 (1H, dd), 7.92 (1H, dd), 7.91 (1H, s), 7.56 (1H, t),
//[ 5.45 (2H, s).

T. nn. 208-209°C.

Mpumep 36

N-[5-Xnop-3-(3-nupup.uHunmeTchu)-Z-nupasuHun]-2,3-
AuxnopGeHsoncynbdoHamusg

Crpanuua: 41



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

Cl Nony4unn cnocobom npumepa 31, nucnonbaysa
nupuauH-3-metason (0,13 r) u 2,3-puxnop-N-(3,5-
O§S¢O c AnXnop-2-nupasvHun)BersoncynshoHamua (npumep
N rilH 74) (Q‘,3 r). Beixog 0,19 r.
/[ \:[ mle 447 (M+1°, 100%) |
cl N/ : " 'H AMP (D6-AMCO) & 8.78 (1H, 's), 8.59 (1H,
dd), 8.06 (1H, dd), 7.96 (1H, dt), 7.91 (1H, dd), 7.83
l N (1H, s), 7.55 (1H, 1), 7.47 (1H, dd), 5.44 (2H, s).
_

T. nn. 200-204°C.

MNpumep 37
N-[5-Xnop-3-(5-nv|puMu,qununmeroxcn)-2-nupa3unvm]-2,3-
AnxnopGeHsoncynsgoHamua

cl Monyuunu cnoco6om npumepa 31, ucnonbays
AMpUMMANH-S-MeTaron. (0,035 r). u 2,3-auxnop-N-
Cl (3,5-,qunop-2-nMpasmuwn)6eHaoncynbdDOHaMw,q
OQ?’O (npumep 74) (0,07 r). Buixop 0,015 r.
Ny NH m/e 448 (M+1*, 100%)

/[ /:[ 'H AMP (D6-AMCO) 6 9.21 (1H, s), 9.02 (2H,
S s), 8.08 (1H, dd), 7.92 (1H, dd), 7.86 (1H, s), 7.56

XN (1H, 1), 5.46 (2H, s).

| N/J , T. nn. 205-206°C.
Mpumep 38

2-Xnop-N-(6-xnop-3-MeToxcu-Z-nupasuHun)6eH30ncynb¢>0Ha'MM',q :
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Monyuunu cnocobom npumepa 1  (peakuwio
NPOBOAWUNU NpU KOMHATHOW TemnepaType), UCnonbL3ys 6-
Oxd=0 c Xnop-3-meTokcu-2-nupasuHamus (0,1 n w 2-
al N NH xnop6eH301_1cynbd)orimnxnopwg (0,13 r). Boixon 0,11 r.
I \:E mle 332 (M-1°, 100%) -
N 'H AAMP (D6-OMCO) & 8.15 (1H, d), 7.86 (1H. s),
I 7.70-7.50 (3H, m), 3.91 (3H, s).
T.nn. 172-173°C.

Mpumep 39
3-Xnop-N-(6-xnop-3-MeTokcu-2-nupasuHun)beHsoncynsoHamug
Cl Mony4unn cnocobom npumepa 1 (peakuwmio
NpoBOAUNWN NPU KOMHATHOW Temnepafype), ncnonb3ys
6-Xﬂ0p-3-M8TOKCM-2-nMpa3>MHaMVI.H 01 rn wn 3-
xnopbeHsoncynsdonnnxnopua (0,13 r). Boixog 0,14 r.
Ci N NH - m/e 332 (M-1%,100%)
| I 'H AMP (D6-OMCO) & 8.05 (1H, d), 7.93 (1H, dd), 7.90

N C,) (1H,'s), 7.76 (1H, dd), 7.65 (1H, ), 3.92 (3H, s).
T.nn. 126-127°C. '

Mpumep 40
4-Xnop-N-(6-.xnop-3-meroxcu-2-nupa3uHun)6eH30ncyanJ0HaMM,q
Cl
Monyu4unn cnocobom npumepa 1  (peakumio
NPOBOAUNMN NPU KOMHaTHOW Temnepa%ype), nucnonb3sys 6-
Xnop-3-MeToKcu-2-nupasuHamus - - (0,1 r) w4
O=g=0 xnop6ersoncynsdoHunxnopua (0,13 r). Beixog 0,13 .

CI\ Ny, NH m/e 332 (M-1*, 100%)
\[ I 'H AMP (D6-OMCO) & 7.99 (2H, dt), 7.89 (1H, s),
N O 7.70(2H,d1),3.92 3H,s). |

T. nn. 174-175°C.
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Npumep 41
N-(6-Xnop-3-meroxcu-2-nupa:mnun)-2,4-Auxnop69H30ncynb¢ouaMu,q
Cl ,
Monyuunu  cnocobom  npumepa 1 (peakuuio
‘NPOBOAUNM NPU KQMHATHOM Temneparype), ucnonb3ays B6-
Cl xnop-3-meTokcu-2-nupasuHamuH (0,05 ) u  2.4-
O*?:O‘ ' ;imxnopGeHaoncynbeOHwnxnopm,q (0,1 r). Beixog 0,07 r.
Cl NaNH m/e 368 (M-1*, 100%)
\[ /j: , "H AMP (D6-OMCO) & 8.13 (1H, d), 7.86 (1H, s), 7.85
N ’O (1H, d), 7.70 (1H, dd), 3.91 (3H, s).
T. nn. 189-190°C.
Mpumep 42

N-(G-Xnop-S-meToxcu-2-nupa3m+un)-3,4-,quxnop6eu30ncynbd)0HaMM,q

T cl Mony4unu cnocobom npmhmepa 1 (peakuyuio
POBOAUNW NpW KOMHATHOW TemnepaType), ucnonb3ays 6-
Xnop-3-MeTokeu-2-nnpasvmHamud (0,05 n w 34-
OQS$O Anxnop6eHsoncynbdonunxnopua (0,09 r). Bbixog 0,08 r.
Cle _N. pH m/e 368 (M-1°, 100%) .
T = H AMP (D6-AMCO) & 8.21 (1H, s), 7.93-7.90 (3H,
N o m), 3.92 (3H, s).
‘ T.nn. 176-177°C.
MNpumep 43

3-Xnop-N-(3-me'roxcu-5-Memn-2-nupasuHun)-2-MeTunGeusoncynbcbouaMM.q

Ci
Monyuunu cnocobom npumepa 1, ucnonesys 3-

MeTOKCU-5-MeTun-2-nupasuHamud (0,1 r) u  3-xnop-2-

O\S"D MeTunbeHsoncynedoHunxnopug (0,19 r). Beixog 0,08 r.

] /e 328 M+1+,100%
N. _NH m/e 328 ( 100%)
/[\I
s
N

0
l

CrpaHuua: 44
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'H AMP (D6-AMCO) & 11.09 (1H, br s), 7.95 (1H, d), 7.72 (1H, d), 7.54 (1H, br
s), 7.41 (1H, 1), 3.88 (3H, s), 2.64 (3H, s), 2.27 (3H, ).
T.nn. 133-135°C.

MNpumep 44

2-Xnop-N-(3-meTokcu-5-MeTun-2-nupasm Hun)6eH3oncynbdoHamun

Monyuyunu cnocobom npumepa 1, ucnoneays 3-

cl MeTOKCU-3-MeTun-2-nupasuHammy (0,1 Nn w 2-
OQS';O. xnopbeHsoncynbonunxnopua (0,15 r). Beixog 0,06 r.
No _NH mie 314 (M+1°, 100%)
/[ \:/L 'H AMP (D6-OMCO) & 11.07 (1H, br s), 8.06 (1H,
N/ o d), 7.69-7.46 (4H, m), 3.90 (3H, s), 2.24 (3H, s). .

MNpumep 45

3-Xnop-N—(3-meT0Kcu-5-Memn-2-nupaauHun)6euaoncynb¢0HaMHA

Cl Monyuunu cnocobom npumepa 1, wucnonbsys 3-
METOKCU-5-MeTun-2-nnpasmHamuH 01 1 n 3-

xnopbexsoncynsdorunxnopua (0,18 r). Beixog 0,042 r.

O=5=0 mle 314 (M+1*, 100%)
Ny -NH 'H IMP (D6-0MCO) & 10.89 (1H, br s), 7.97 (1H, d),
/[ ,I 7.92 (1H, d), 7.73 (1H, d), 7.65-7.58 (2H, m), 3.90 (3H, s)
N C,) 2.29 (3H, s).
T. nn. 123-125°C.
MNpumep 46

4-Xnop-N-(3-MeTokcu-5-MeTun-2-nupasunun)6ensoncynshoHamug

Ctpanuua: 45
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Monyunnu cnocobom npumepa 1, ucnonoays 3-

METOKCU-5-MeTUN-2-nupaauHamud (0,1 n v 4.
xnopbeHsoncynsdonunxnopua (0,18 r). Beixog 0,06 r.
mle 314 (M+1°, 100%)
OQS;O 'H AMP (D6-AMCO) & 10.83 (1H, br s), 7.96 (2H,
I

N NH d), 7.65 (2H, d), 7.60 (1H, s), 3.88 (3H, 5),-2.28-(3H, s).

| N T. nn. 155-156°C.
~

N N

N
/[/I

N o]

Mpumep 47

2,4-,E1v|xnop-N-(3-meToKcu-S-Memn-Z-nupasuHun)6eH30ncynbcp0HaMu,q

Cl Monywunu cnocobom npumepa 1, ucnonesys  3-
METOKCU-5-MeTUN-2-Nupas3nHamuH (0,1 r u 24

Auxnopbersoncynsonnnxnopua (0,21 r). Bbtxd,q 0,041,
Qo , e e BEANE

Ox¢=0 m/e 348 (M+17, 100%)
,H 'H AMP (D6-AMCO) & 8.05 (1H, d), 7.83 (1H, d), 7.64
(1H, d), 7.54 (1H, br s), 3.87 (3H, s), 2.27 (3H, s).
T. nn. 135-136°C.
l
Mpumep 48

3,4-Nluxnop-N-(3-meTokcu-5-meTun-2-nupasnnun)6e H3oncynbdoHaMua

ol Monyuunu cnocobom npvmepa 1, ucnonbsya 3-
ci MeTokcu-5-MeTun-2-nupasuHamus -~ (0,1 ) wn 3 4-
avwxnopGersoncynedonunxnopua (0,21 r). Beixog 0,046 r.
O=g=0 ' m/e 348 (M+1*, 100%)
N r{”_{ 'H AMP (D6-OMCO) & 10.97 (1H, s), 8.14 (1H, d),
j: 7.91 (1H, dd), 7.88 (1H, d), 7.63 (1H, s), 3.89 (3H, s), 2.27
N (3H, s).

| | T. nn. 148-149°C.

CtpaHuua: 46
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Mpumep 49

RU 2312105 C9 (W1 C2)

N-(S-Spom-3-meroxcu-2-nupaauHun)-2-Tpu¢Topme70Kcu6eH30ncynbdaonamm

N\ NH
AL

Nony4unu cnocobom npumepa 1 (peakuuio

F NpoBOAWMNM  NpU  KOMHATHOW  TemnepaType),

O/kF MCNOnNb3ysn , 5-6poM-3-MeTOKCU-2-NMPA3UHAMMH (0,1

OQS':-O

|
l

F r) v 2-TpudbTopmerokcubeH3soncynshoHunxnopug

(0,13 r). Beixoa 0,097 r.

m/e 428 (M-1°, 100%)
'H AMP (D6-AMCO) & 8.03 (1H, dd), 7.87 (1H, s),
7.82-7.74 (1H, m), 7.60-7.52 (2H, m), 3.92 (3H, s)

T. nn. 156-157°C.

MNpumep 50

3-Xnop-N-(S-xnop-3-meroxcu-2-nupa:mHnn)—2-memn6en30ncynbd)ouaMun

Monyumnu  cnocoboMm  npumepa 1 (peakuuio

Cl NpoBOAWUMIU NpU KOMHATHOW Temneparype), uUcnonesys 5-

Mpumep 51

Xnop-3-meTokcu-2-nupasuHamud (0,1 ) u  3-xnop-2-
meTunbeHsoncynsdoHunxnopug (0,15 r). Beixog 0,085 r.
m/e 346 (M-17, 100%) : ‘
'H AMP (CDCl3) & 8.17-(1H, d), 7.69 (1H, br s), 7.64
(1H, s), 7.61 (2H, d), 7.30 (1H, t), 4.04 (3H, s), 2.73 (3H, s).
T. nn. 150-152°C.

2-Xnop-N-(5-xnop-3-meTokcn-2-nupasuHun)beHsoncynbhoHamua

Monyuaunu cnocoboMm npumepa 1 (peakuyuio

npoBOAMAN MPWU KOMHATHOW TemnepaType), Ucnonb3ys
Cl ' :
5-xnop-3-meT0Kcm-2-_n_Mpagv1HaM_MH (0,1 1) m 2-xnop-

Benzoncynbdonunxnopug (0,13 r). Beixoa 0,082 r.
m/e 332 (M+1", 100%)
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'H AMP (CDCly) 8 8.33 (1H, d), 7.82 (1H, s), 7.64-7.62 (1H, m), 7.61 (1H, s)
7.50-7.42 (2H, m), 4.04 (3H, s).
T. nn. 190-192°C.

1

Npumep 52

3-Xnop-N-(5-xnop-3-me1'oxcu-2-nupaaunMn)6euaoncynb¢)0HaMMA

Monyunnu cnocobom npumepa 1- (peaxumio

c nposoaunu NpW . KOMHaTHOW . TemnepaType),
UCNONb3YA S5-XNOp-3-METOKCU-2-NupaauHamuH (0,1 r
O§5$O u 3-xnop6eHaoncynsonunxnopua (0,13 r). Boixog
N r& 0,095r.
/[ \:[ m/e 332 (M+1*, 100%)
CJ N/ o 'H AMP (CDCly) 6 8.14 (1H, s), 8.03 (1H, d), 7.76
] (1H, s), 7.68-7.53 (2H, m), 7.46 (1H, t), 4.02 (3H, s).
T. nn. 129-130°C,
MNpumep 53 ,
4-Xnop-N-(5-xnop-3-~|e1'oxcu-2-nupasm—«un)6eu30ncynb¢ouému',q :
Cl
Monywnunu cnocobom npumepa 1  (peakumio
npoBoAuAn Npu KOMHATHOW TemnepaTtype), ucnonsbays 5-
XNOp-3-METOKCU-2-NUpasuHaMuH (0,1 r 7 4-
OQ?"‘O xnop6eHsoncynsoHunxnopus (0,13 r). Beixog 0,05 r.
Ny -NH m/e 332 (M+1*, 100%)
/[ I ~ 'H AMP (CDCl;) & 8.07 (2H, d), 7.75 (1H, s), 7.56
o N ? © (1H,'s), 7.49 (2H, d), 4.02 (3H, 5).
T. nn. 179-180°C.
Mpumep 54

N-(5-Xnop-3-meT0Kcu-2-nupa:mHun)-2,4-.u,uxnop6eﬂsoncynbcbouaMM.u.
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Monyuunu cnocobom npumepa 1  (peakuuio

¢ NpOBOAVAU NPU KOMHATHOU TemnepaType), ucnonbays
5-xnop-3-meTokcu-2-nupasuHamud (0,1 1) u  2.4-au-
' Cl xnopbersoncynsdonunxnopua (0,13 r). Bblxo,d 0,045,
O=4=0 _ m/e 368 (M-1°, 100%) |
Ne MH 'H AMP (CDCl3) & 8.27 (1H,d), 7.78 (1H, s), 7.63
/[ > (1H,'5), 7.48 (1H, 5), 7.43 (1H, ), 4.05 (3H, 5).
cl N//kcl) T. nn. 170-171°C. |
Mpumep 55

2,3-11uxnop-N-[3-MeToKcu-S-(4-MopcbonuHun)-2-nupa3 UHUN)6eH3on-
cynbdoHamup

a) N-(5-EpoM-3-MeToKcm-2-nmpaamen)-2,3-nmxnop-N—{[2-(TpmmeTmncmnaH-
W)3aToKCMIMeTUN}GEH30NCYNbOHAMUA

Cl Cmech N-(5-Bpom-3-meTokcu-2-
o NUPa3nHnn)-2,3-4nxnopGeHsoncynbhoH-
amuaa (npumep 8) (0,40 r,
AumsonponunatunammHa (0,26 r) wun [2-
AN \/o\/\s;: (xnopmeTokeun)aTunjTpumeTuncunana (0,25 r
B/[N o B guxnopmetaHe (50 Mn) nepemetumBany npw
KOMHaTHO# TemnepaTtype. Yepes 2 4 aToT
PacTeop npombiann BOAOW, Bbicywmsanu (MgSO,) v Beinapusany. B pesynsraTe
Xpomatorpacu Ha cunukarene, anOUPYs CMECAMM aTunauertaTa/usorekcaHa,
nony4nnu coeanHeHmne, ykasaHHoe B 3aronoeke, B Buae 6enoro Teepaoro BewecTsa
(0,40 r). ,
'H AMP (CDCl3) & 8.09 (1H, s), 7.96 (1H, dd), 7.68 (1H,-dd), 7.29 (1H, t‘), 5.24
(2H, s), 3.92 (3H, s), 3.77;3.73 (2H, m), 0.86-0.82 (2H, m), 0.00 (9H, s).
) 2,3-fiuxnop-N-[3-meTokcu-5-(4-moponuHun)-2-nupasuHun]beHson-
cynbdoHamug,
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Cl N-(5-Bpom-3-meTokcu-2-nupaanHun)-2,3-
Avxnop-N-{[2-(tpumeTuncunanun)-atokcu]me-

cl mn}GeHaoncynbcbOHawn (0,30 r) n mopdonuH
O=d=0 (0,45 r) B aueronuTpune (10 Mn) Harpesanu npu

50°C. Yepes 16 4 aToT pacTeop Bbinapusanu. B

N\ NH pesynbTate xpomatorpacduu Ha cunukarene,

i /:[ . ANIOUPYR  CMECcAMU amnaueTarra/maorekcaHa;

@l N ? noMyunnu coequHeHNe, ykasaHHoe B 3aronoske,

C nNpucoeauHeHHon rpynnon SEM, B Buge

Genoro  Teepmoro Bewectsa. 3To TBepAce  BewecTso pacTeopsnu 8

TPUTOPYKCYyCHOR kucnoTe (5,0 mMn) u AvxnopMeTaHe (5,0 mn). Yepes 2 4 atot

PacTsop Bbinapusanu. B pesynbTate xpomatorpachum Ha cunukarene, anoupya

émecmm 3Tmnauerara/maorer<caHa, nonyuvnu CoeAWHEHNE, yKa3aHHOe B 3aronoske,
B BuAe Benoro Teepaoro setwectsa (0,06 r).

m/e 417 (M-17, 100%)
'H AMP (CDCl3) 5 8.17 (1H, d), 7.65 (1H, d), 7.41 (1H, s), 7.34 (1H t), 7.16

(1H, s), 3.89 (3H, s), 380375(4H m), 340335(4H m)
T. nn. 167-168°C.

Mpumep 56

2,3-Anxnop-N-[3,5-au MeToKcu-2-nupa3uHun]6eHsoncynogoHamug

cl N-(5-Ep0M-3-MeT0KCV|-2-nmpa3MHmn)-2,S-p,wxnop-

| = N-{[2-(TpmMemncmnaHmn)smxcw]MeTmn}6eH39ncynb-

- = Cl coramug (0,30 r) B MeTaHONLHOM pacTBope MeToKkcuaa
O;-S;O' - Hatpus (10 mn 0,5 M pacTeopa) nepemeiwumsanu npu

N IEJH KOMHaTHOW Temnepatype. Yepes 16 4 aToT pacTsop

JI j/ BbiNapusanu 4o Cyxoctu u- aobasnanu guxnopmetad (10
0 N/ ~0 M) U TPUCTOPYKEYCHYO KiucnoTy (10 mn). Yepes 2 4 a1y

f . f CMECb  BbiNapueanuM [0  cyxocTw, gpoBasnanu
AVIXNOPMETaH, U HEeOpraHWYeckue cConm yaansnu gunbTpoBaHuem. B pesynbTaTte

xpomaTorpacbmw Ha cmnMKarehe.‘smoMpyﬂ CMecaAMU 3TuUnaueTaTa/msorekcaHa,
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nony4unu coepvHexue, ykasaHHoe 8 3aronoeke, s suae 6enoro TBEPAOro BeWwecTsa
(0.171).

m/e 364 (M+1*, 100%)

'H AMP (CDCl3) 6 8.21 (1H, d), 7.67 (1H, d), 7.50 (1H, s), 7.37 (1H, t), 7.26
(1H, s), 3.98 (3H, s), 3.87 (3H, s).
T.nn. 138-139°C.

MNpumep 57

2,3-,L'1uxnop-N-[3-MeTOKcu-5-(1-nupponup,uHun)-2-nupasuuun]6en30n-
cyanbOHaMM.q

Mony4unu cnocoBom npumepa 55, “ucnonb3ys

c nupponuauH (04 ‘1) u N-(5-6pom-3-meTokcu-2-
cl nupasnuHun)-2,3-auxnop-N-{[2-(tpumeTuncunanun)-
OQS;O aTokcu]meTun}Bensoncynsdoxamua (0,3 r). Beixoa
No _NH = 00451
‘/[ j: m/e 403 (M+1", 100%)
G\I N/ ? 'H AMP (CDCl3) 5 8.08 (1H, d), 7.64 (1H, d),

7.30 (1H, T), 7.21 (1H, s), 6.99 (1H, s), 3.81 (3H, s),
3.40-3.35 (4H, m), 2.00-1.95 (4H, m).
T.nn. 179-180°C.

Mpumep 58

3-Xnop-N-(5,6-,quxnop-3-meroxcu-2-nupa3MHun)-2-meTMn6eH30ncyn bdoHamua

Cl Monyuunu cnocoGom npumepa 1 (peakuuio
nposoaunu npu KOMHaTHOW Temnepartype),
ncnonb3ys 9,6-Anxnop-3-MeToKCU-2-nupasnHaMuH

I (0,1 r) u 3-Xnop-2-MeTUnGeH30nCy NbGOHNIXNopUE

Ci Ny NH (0,14 r). Beixog 0,13 .

I /:[ ~ m/e 381 (M-17, 100%)
Cl N (|3 'H AAMP (CDCl3) 5 8.25 (1H, d), 7.65 (1H, brs),

7.62 (1H, d), 7.35 (1H, 1), 4.04 (3H, s), 2.73 (3H:; s).

T.nn. 177-178°C.
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Mpumep 59

2,3-ﬂuxnop-N-(S,G-,auxnop-3-MeToxcn-2-nupaauuun)GeuaoncynbcbouaMu.q

al Mony4unu  cnocobom npumepa 1 (peakuuio
NPOBOANAN NPU KOMHATHOW TeMnepaType) “CNonbays

Cl 5,6- Amxnop-S METOKCH-2- ﬂMpa3MHaMVIH (O 1 r) u 2,3-aun-
xnop6eHaoncynbcbownxnopwa (0,15r). Bbixog 0,12 r.

Cl N -NH m/e 402 (M-1°, 100%) :
:[ ;[ 'H IMP (CDCls) & 8.31 (1H, d), 7.81 (1H, br s),
oY 7.72 (1H, d), 7.45 (1H, 1), 4.05 (3H, s).
T. nn. 172-173°C.

<=0

MNpumep 60

2-Xnop-N-(S,G-.quxnop-3;Me70Kcu-2-nupaaunun)Geuaoncyn bdoHamug

Monyunnu cnocoGom - npumepa -1 (peakumio
APOBOAUNW NPW KOMHATHO TeMnepaType), UCronb3ys
Cl 5,6-AMXHOD-3-M€TOKCVI-2-HMpa3MHaMMH 01 1 wu

2-xnopbeHsoncynbdonunxnopug (0,13 r). Boixog

C'\A“/N\:[NH' 0,096 .
/e 367 (M-1*, 1009
al N/ Ci) m/e ( 0%)

'H SIMP (CDCly) & 8.39 (1H, d), 7.79 (1H, br s),
7.58-7.45 (3H, m), 4.04 (3H, s).
T.nn. 217-218°C.

Mpumep 61 o e
3-Xnop-N—(5,6-nuxnop-3#MeTOKcu-2-nMpaauHun)Genaoncynb(bonamup,
Cl :
Monyuunu cnoco6om npumepa 1 (peakumio nposoaunu

NPU KOMHATHOW TemnepaTtype), WUCMOnb3ys 5,6-auxnop-3-

METOKCU-2-NUpasnHaMuH (0.1 r " 3-xrnopbeHson-

|
Cl .
IN\INH cynsponunxnopug (0,13 r). Bblan 0,047 r.
Cl N/ 0 : m/e 367 (M-1%, 100%)
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(1H. 1), 4.02 (3H, s).
T.nn. 171-172°C.

OQS';O
|
Cl N NH
XX
- .
Cl N CIJ

RU 2312105 C9 (W1 C2)

'"H AMP (CDCly) 5 8.19 (1H, s), 8.07 (1H,d), 7.61 (1H, d), 7.59 (1H, br s), 7.50

Mpumep 62

4-Xnop-N-(5,6-nuxnop-3-meroxcu-2-nupa$uuun)6eﬂaoncyn bdoHaMug

MNpumep 63

Cl

Moayunnu  cnocobom npumepa 1 (peakuwio
nposoAUNY NPy KOMHATHOM Temnepartype), wénonbsyﬂ 5,6-
,qunop-é-MeToxcw-Z-nupéam.HaMwH | (0,1 | r | n  4-xnop-
BeHsoncynbdonunxnopug (0,13 r). Beixoa 0,09 .

m/e 367 (M-1°, 100%)

'H AMP (CDCls) 5 8.11 (2H, d), 7.57 (1H, br s), 7.50
(2H, d), 4.02 (3H, s).

T. nn. 186-187°C.

2,4-}1uxnop-N-(S,G-Auxnop-3-MeToxcn-2-nupa3uﬂun)6enaoncyn bcpoHamun

Mpumep 64

Cl

Monyyunu cnocobom * npumepa 1° (peakumto
NPOBOAWMNM Npu KOMHATHOW TemnepaType), WCroNb3ys
5,6-pnxnop-3-metokcu-2-nupasuHamus (0,1 r) u 2,4-gu-
xnopbeHsoncynbdoHunxnopug (0,15 r). Boixog 0,076 r.

m/e 402 (M-1*, 100%)

'H AMP (CDCl) 5 8.30 (1H, d), 7.76 (1H, br s),
7.50 (1H, s), 7.48 (1H, d), 4.05 (3H, s).

T. nn. 171-172°C.

3,4-D.uxnop-N-(5,6-.quxnop-3-meToxcu-2-nupaauuun)GensoncynbcbonaMMp,
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¢l Monyunnu cnocobom npumepa 1 (peakuuio

cl APOBOAMNM NpW KOMHATHOW TeMnepaType), UCNONL3YR

5,6-auxnop-3-meToken-2-nupaanHamun (0,1 N u 34-

0=4=0 Au-xnopbeHsoncynsdonunxnopug (0,15 r. Bbliog
H . 0.11r. |

Cle N. N .
\
I I mle 402 (M-1*, 100%)
P \
o N c|> 'H IMP (CDCly) & 8.30 (1H, d), 8.01 (1H, d)
7.63 (1H, d), 7.58 (1H, br ), 4.03 (3H, 5).
T.nn. 189-191°C.

Mpumep 65

2,3-ﬂwxnop-N-(3-meToxcu-5,6-p.uMeTun-Z-nupaauHun)6eH30ncynb¢ouamun

Cl ' .
Monyuunu cnocofom npumepa 1, ucnonbsys 3-

cl MefOKClM-5,6-AMMeTMﬂ-Z;nMpaalﬁHa'MvVIH (0,07 N uw 23-

O,\_S;O Auxnopbensoncynbdonnnxnopua (0,12 r). Beixoa 0,04 r.
N. N m/e 360 (M-1%, 100%)
I \j: 'H AAMP (CDCl3) & 8.32 (1H, d), 7.67 (1H, s), 7.65 (1H,
N/ d), 7.39 (1H, 1), 3.85 (3H, s), 2.28 (3H, s), 2.14 (3H, s).

T. nn. 165-166°C.

MNpumep 66

2,3-Auxnop-N-(6-xnop-3,5-gumerokcu-2-
nupasuHun)6eH3oncynbchoHaMua ) _

a) 2,3-Auxnop-N-(5,6-anxnop-3-meTtokeu-2-nupasunnn)-N-{[2-
(TpumeTuncunun)aTokculMeTUn}BeHsoncynbdoHamMmua

CrpaHuua: 54



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

o K nepemewanHomy pacteopy 2,3-auxnop-
N-(5,6-nmxnop-3-meroxow-2~nmpasmuvm)ﬁeHson-
Oxg=0 ci cynboHamupa (0.68r)8 Auxnopmetate (20 mn)
cl N r& o Aobaensnu Tpuatunamuy (0,491 Mn), a 3atem 2-
BN NN g1 '
, ’\ (TPUMETUNCMNUN)ITOKCUMETUAIXIOPHNA (0,328 1),
~
Cl N (') W  NONyYeHHylo B  pesynbTaTe  cMech

nepemelunsany npu KoMHaTHOW. TemnepaType 8
TeyeHve 1 4. PeakuuoHHYIO CMecb Hanueanu B soay (50 mn) u ékcrparmpoaanm B
9Tunauetar (3x20 wmn). Ob6beguHeHHble KCTpakTLl  Bbicywusanu (MgSQ,),
buneTPOBanu U KOHUEHTPUPOBanK. B pesynbTate XpomMartorpadun Ha cunukarene,
NioVpys CmecamMu aTUnaueTaTa/M3orexkcaHa, nonyuMnn CoepmHeHue, ykalaHHoe 8
nogsaronoske, B Buae 6enoro Teepaoro sewectsa (0,74 r.
"H AMP (CDCl3) 5 8.02 (1H, dd), 7.70 (1H, dd), 7.34 (1H, t), 5.22 (2H s), 3.96
(3H, s), 3.73 (2H, dd), 0.91-0.79 (2H, m), -0.03 (9H, S).”

6) 2,3-lexnop-N—(6-xnop-3,5-,qmme701<cw-2-nmpa3MHMn)6eH30ncynbcb0HaMwg

cl 2,3-Aunxnop-N-(5,6-guxnop-3-meTokcu-2-

ol nwpasmHmn)-N-{[Z-(TpmMemncwnwn)amxcm]memn}-

O=g=0 BeHzoncynschoHamug (0,10 r) pacTBOpPANU B MeTaHone

Cl N\ NH (1.0 Mn) n pobasnsnu pacTteOp MeToKCUaa HaTtpusa B
I I metaHone (0,1 mn 25% pacteopa B MetaHone). a1y
| N c|> PEakUMOHHYI0 CMEeCb nepeMeluvBani npu KOMHaTHOM

TemnepaTtype B teyenve 30 MuH w© KOHLeHTpuposanu.

Ocratok pacTBOpsAnM B TPUTOPYKCYCHOM kucnore (2,0 Mn) v nepemelunsanu npu
KOMHaTHOi# TemnepaType B TeyeHue 30 MuH. 'S'ry PEAKLUUOHHYIO CMech
KOHUEHTpUpoBanW, W B pesynbTaTe XpoMaTtorpaciv Ha Ccunukarene, smovpys
CMECAMY TUNALETaTa/M30reKcaHa, Nony4unyu CoeamHEHNe, yKasaHHoe B 3aronoBke,
B BUAe Genoro Teepaoro BeLlyectea (0,028 r).

m/e 397 (M-17, 100%)

"H AAMP (CDCl3) & 8.26 (1H, d), 7.69 (1H, d), 7.41 (1H, t), 7.41 (1H, br s), 4.02
(3H, s), 3.91 (3H, s).

T. nn. 163-165°C.

Ctpanuua: 55



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

Npumep 67

2,3-}1uxnop-N-[6-xnop-3-meroxcu-5-(4-MopcbonuHun)-2-

nupasuHun]bensoncynntoHamug

cr

Cl
0

Cl 'N: NH
Shs

,2,3-ﬂMXﬂOp-N—(5,6-,£1MXﬂOp-3-MeTOKCM-2-
nmpaswmn)-N-{[Z-(*rpwMemnémnMn)aroxcm]m_emn}-
Benzoncynsonamng (npumep 66 cragus a) (0,10 r)
pacTsopsnu B8 TI'® (1,0 mn) u pobaensnu pacTsop
mopconuna (005 r) 8 Tro (0,1 mMn). 31y
PeakuWoHHYK  CMecb nepemewmnsany npu

KOMHaTHO# Temnepatype B TeyeHve 30 MUH u

KOHUEeHTpuposanu. OcTaTok pacTBopsnu B TPUTOPYKCYCHOM kucnote (2,0 Mn) u

AvnxnopmeTaHe (2,0 Mn) n nepemeLIMBani Npu KOMHaTHOI TemnepaTtype 8 TeveHue

30 MuH. 3Ty peakuMOHHYKD CMech KOHUEHTpWUpoBanu, ¥ 8 peaynsTaTe

xpomaTorpacpwn Ha cunukarene, anwUpya cMecsmu 3TMﬂaueTaTa/M3OFEKC3Ha,

nony4unu coeguHeHve, yKa3aHHoe B 3aronoske, 8 suae benoro TBEPAOro BeulecTsa

(0,042 1).
m/e 452 (M-1%, 100%)

H AMP (CDCl3) & 8.28 (1H, dd), 7.69 (1H, dd), 7.49 (1H, br s), 7.43 (1H, t),
3.96 (3H, s), 3.79 (4H, dd), 3.28 (4H, dd).

T. nn. 150-151°C.

MNpumep 68

2,3-L1uxnop-N-[6-xnop-5-(2-ruapoxcnsmnamuuo)-3-mem|<cu-2-
NupasuHun}6eHsoncynsdoHamug,

Ci
Cl
Oxg5=0
. I
Cl N NH

Monyunu cnocoBom npumepa 67, .

- ucnonb3ys 2-amurHoaTanon (0,05 r) i
2,3-avxnop-N-(5,6-auxnop-3-meTokcu-2-
nwpéswHvin)-N-{[2-(prMeTwncmnMn)sToxcm]-
meTun}bexsoncynbcdonamug (0,1 r). Beixog
0,015r.

m/e 426 (M-1%, 100%)
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'H AMP (D6-AMCO) 5 10.31 (1H, s), 7.91 (2H, dd), 7.52 (1H, 1), 6.89 (1H, br
s), 4.71 (1H, 1), 3.63 (3H, s), 3.53 (2H, dd), 3.40 (2H, dd).

Npumep 69
2,3-Auxnop-N-[6-xnop-5-aumeTuNaMuHo-3-MeToKCH-2-
nupasuvHun]6eHzoncynbgoHaMua

Ci Monyunnun cnocobom npumepa 67, -ucnonbays
AnmeTunamuH (5 mn 2 M pacTeopa B TeTparugpodypaxe)
O§§;O " 2,3-,qunop-N-(5,G-Amxnop-S-MeToxcm-2-nwpaamHmn)-N-
cl N. _NH {[2-(TpMMeTvmcwnwn)aTOKcm]Memn}GeHaoncynbd)OHaMw:x
X ;
| (0,1 r). Buixog 0,015 r.
~ -
T N C|> m/e 410 (M-1°, 100%)

'H AMP (D6-AMCO) & 7.99-7.93 (2H, m), 7.56 (1H,
t), 3.74 (3H, s), 2.99 (6H, s).
T.nn. 145-146°C.

Mpumep 70
2,3-ﬂuxnop-N-[B-xnop73-MgToxcu-5-(2-Me1"olﬂcc_:.uavTo‘ch.n)-2-
nMpaawHun]6eH30ncynbd30HaMb1A

o Mvapun  wWatpus (0,019 1 60%
Aucnepcun B macrne) aobasnanu k pactsopy
Cl 2,3-pnxnop-N-(5,6-anxnop-3-meTokeu-2-

O\ ’—'O
=5 nupasnHun)-N-{[2-

Cl N bllH .
’ I \I ' (TpmMeTmncmnmn)sToKcm]MeTwn}GeHsoncynb
/O\/\o N/ ? coramuga (0,25 r) B 2-meToKkcMaTaHone (3,0
M) Npu KOMHaTHOW TeMnepaType. Yepes 16
4 pacTeopuTent Bbinapusanu u fobasnsanu TpmchopchyCHyro kucnoty (2,0 mn).
Hepes 1 4 3Ty peakuwoHHyl cmechb KOHUEHTpWpoBanu, W' B '‘pesynsraTte
Xpomartorpadum Ha cunukarene, anioMpys CMecsMW asTunaueTaTa/M3orekcaHa,

nony4unu coeanHeHue, ykasaHHoe B 3aronoske, B Buae 6enoro Teepaoro sewecTsa
(0,08 r).
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m/e 442 (M+1*, 100%)
'H AIMP (CDCI;) & 8.24 (1H, dd), 7.70 (1H, dd), 7.41 (1H, 1), 4.50-4.40 (2H,

™). 3.96 (3H, 5), 3.80-3.70 (2H, m), 342 (3H, 5).
T.nn. 193-194°C.

Mpumep 71
2,3-fiuxnop-N-[6-xnop-5-ruapokcu-3-meTokcu-2-
nupasuHun]oexsoncynsdoHamua

Cl Mmapokena  TeTpabyTunammonus (0,28 r 40%

ol BOAHOro pactaopa) fobasnsnu k pacTsopy 2,3-puxnop-N-

O=&=0 (5,6-,qunop-3-me1‘oxcw-2-nmpaawHmn)-N—{[2-(Tpm-

Cl N fiIH | Memncmnwn)aroxcm]MeTwn}6eH30ncyn‘b¢oHaMM,qa (0,25 r)
I > 8 12-guMeTtokcuatae - (3,0  wmn) npu --KOMHaTHoﬂ

Temnepatype. Yepes 16 4 artor pacTtsop pasbasnsnu

atunauetatom (20 mn). OpraHuyeckuit pacTeop npombisani
BOAHOW nuMOHHORA kucnoToi (10 mMn) u pacconom, Bbicywumsanu (MgSQ4) u
Bbinapusanu. B pesyneTaTe xpomatorpaduu Ha cunukarene, anupys cmecamu
STUnaueTata/usorekcaHa, NONMyYWNW COEAMHEHME, YyKa3aHHoe B 3aronoeke,
copaepxallee SEM rpynny, B Buge 6Genoro TBepgoro Bewectea (0,08 r). 370
TBEPAOE BELIeCTBO pacTBOpPsnM B TPUPTOPYKCYCHOW KuCnoTe (20 mn) wu
AvxnopmetaHe (2,0 Mn) 1 nepeMeLLMBanK NPU KOMHATHOM TemnepaTtype B TedYeHue
1 4. PeakunoHHylo cMeCb KOHLEHTPUPOBanu, v B pesynbTaTe xpomarorpacgum Ha
cunvkarene, anoupya cMecsMu amnaueTaTa/wsoreKcaHa ~nony4unu 'cloe,queHwe,
yKa3aHHoe B 3aronoeke, B Buae 6enoro tsepgoro BemeCTaa (0, 027 r).

m/e 384 (M+1*, 100%)

"H AAMP (CDCl3) & 12.56 (1H, s), 10.87 (1H, s), 7.96 (2H, t), 7.56 (1H, 1), 3.74
(3H, s).

Mpumep 72 -

2,3-,D,uxnop-N-[6-meTO|<cM-5-([2,2’]6nnupasunun)]GensoncynbcpouaMu,u,
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cl N-(5-5p0M-3-Meroxcu-2-nmpa3wHwn)-2,3-
,qunop-N—{[Z-(prMemncwnaHvm)aroxcm}-
Cl meTun]Gex3oncynbdoHamua (npumep 55 craaus
l a) (0,70 ), TeTpakuc(Tpuderundochus)-
N nannagmi (0) (0,1 r) u 2-(TpM6yTMIjCTaHHaHMﬂ)-
NI I . fvpasun (0,50 r) B Tonyone (20 mn) Harpesanu B‘
k&N [ aTMocepe asoTa npu 100°C. Yepes 16 u, 8
pesynoTate xpomatorpacdun Ha‘ cunukarene,-
3MOVPYS CMeCAMU aTUnaueTaTa/M3orexkcaHa, NoMyYUnyu coeamHeHe, ykasaHHoe B

3aronoske, sawuuweHHoe SEM rpynnoi, 8 supge 6enoro TBEPAOro selwecTsa., 370
TBEPAOE BELWecTBO pacTBOPSANM B TPUDTOPYKCYCHON KUCAOTe (2,0 mn) u
AnxnopmeTtaxe (2,0 mn) 1 nepemMelwMBanyt Npu KOMHATHOI TemnepaTtype B TeyeHue
1 4. PeakuyuoHHyo cMechb KOHUEHTpUpoBanu, aobasnanu tonyon u ssinapveanu.
CoeauHenne, ~yxaaaHHoe B 3aronoske, KpUCTannu3oBanu W3 aueToHuTpUna ¢
nonydyeHvem 6enoro TBEepAoro seulecrea (0,38 r).

m/e 410 (M-1%, 100%) -

'H AMP (D6 AMCO) 5 9.35 (1H, s), 8.69 (1H, d), 8.67 (1H, d), 8.40 (1H, br s),
8.14 (1H, d), 7.96 (1H, d), 7.61 (1H, 1), 4.07 (3H, s).

T. nn. 199-200°C.

Mpumep 73
4-[5-(2,3-.!1uxnop6eu30ncynbeOHunaMuuo)-6-meroxcu-2-
NUpa3vHUnokcu]6eH3onHan kKucnora

Cl ‘mpem-ByTunossii achup

CI 4-rnapoKCUGEHIOMHOIA. -KM_C‘J’IOTbI

o - O=4=0 (0,13. . 1);. - N~(5-Bpom-3-meTokcu-2-
JKQ "N I{I H ‘nmpaamumn)-Z,3-Amxnop-N-[{2-(Tpm-
HO /[ \j: METUNCUNAHNN)3TOKCUIMETUN]OEHS
_ 0" W o ~ oncynbgoHamus  (npumep 55

| ctagus a) (0,35 r) u kapGowaT

uesns (0,42 r) 8 aueTornTpune (10 mn) Harpesanu npu 50°C. Yepes 12 4 3Ty cmech

pasbasnanu aTMUnNaueTaTOM, nNPOMbIBANU BOAOW, BbicywmBann (MgSQ,) w
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8binapusanu. B pesynbTate xpomatorpacduu Ha cunukarene, ANIOUPYa CMecaMU
dTWNnauerarta/MlorekcaHa, NONYYMNKU COEAUHEHWE, YyKalaHHoe B 3aronoske,
3alwmernHoe SEM rpynnoit  mpem-6yTunsHou rpynnon, B Buae macna. 310 Macno
PacTsopanu 8 TpUTOPYKCYCHOM kucnoTe (2,0 Mn) U nepemewnsanu NPV KOMHaTHOM
TeMmnepaType B TeveHue 3 4. PeakuuoHHylo cmeck KOHUeHTpuposanu, pobasnanu
TOMyon v BbINapuBanyt C NONY4YeHUEM COEANHEHUS, YKA3aHHOrO B 3aroNoBke, B Buae
Benoro Teepaoro sewecTtea (0,19 ).

m/e 468 (M-1*, 100%) ‘

'H AIMP (CDCl3) 6 8.28 (1H, d), 8.11 (2H, d), 7.80 (1H, br s), 7.71(1H, d), 7.45
(2H, m), 7.12 (2H, d), 3.89 (3H, s).

T.nn. 186-187°C.

Mpumep 74
2,3-Auxnop-N-(3,5-auxnop-2-n UpasuHun)6ensoncynsdoHamug

Monyumnu cnoco6om npumepa 1 (peaxumo

ci NPOBOAMNW NPU KOMHATHOW TeMnepaType), UCNonbays
o 3,5-anxnop-2-nupasuHamut (2,0 r) u 2,3-anxnop-
OQS’O Bensoncynbdonunxnopug, (2,94 r). Beixog 3,0 r.
-m/e 372 (M-17, 100%) - S
JI \:[ 'H SIMP (D6-AMCO) & 8.29 (iH, s), 8.06 (1H,
Cl N/ i dd), 7.94 (1H, dd), 7.57 (1H, t).

T. nn. 181-182°C.

MNpumep 75
2,3-Anxnop-N-{6-xnop-3-MeTokcu-5-([2- MeTOKcuaTun)aMMHo}-Z-
nupasuHun}oeHsoncynspoHaMua

c Monyunnu cnocobom npumepa 67,
UCnonbays 2 ~METOKCU3TUNAMUH (3 mn) u 2,3-
OQS -0 cl Anxnop- N-(5 6-,qunop 3 MeTOKCM 2-
cl N lllH - nupasuHun)-N-{[2-(TpumeTuncunun)atokeu]-
I \j[ MeTun}beHsoncynscoHamug (0,24 r). Boixog
O~ =

H N 0 0,08r.
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m/e 439 (M+1%, 100%)
'H AMP (D6-OMCO) & 10.33 (1H, s), 7.92 (2H, dd), 7.52 (1H, t), 7.00 (1H, s),
3.64 (3H, s), 3.47 (4H, s), 3.24 (2H, dd).
T.nn. 177-178°C.

Mpumep 76
N-{2-[3-Xnop-5-(2,3-anxnopGeH3oncynsgoHunamuio)-6-meTokcu-2-
nupa3uHunamuHolaTun}auetamua | |
Cl 2,3-Aunxnop-N-(5,6-auxnop-3-

MEeTOKCU-2-nupasuHun)-N-{[2-

Cl
O=4=0

H (0,26 r) pacTBopanu 8 aUeTOHUTPUNE

Cl N N
1 T
OYN\/\E N/ 0 (1,0 mn) n poBbasnanu N-
| I

(TPUMeTUNCUNUN)3TOKCM]METUN ) EeH30N

cynsoHamua (npumep 66 ctagus a)

aueTunatuneranamud (0,055 mn) u
Tpuatunamut (0,19 mn). Yepes 48 y aty
PEaKUMOHHYI0 CMECb KOHLEHTPUPOBANK, U B pesynsTate xpoMaTtorpadum Ha
cunukarene, anoupys aTMNAUETATOM, NONYYUNN COEAUHEHWE, YKA3aHHOE B
3aronoske, 3awuwerHoe SEM rpynnoit, B Buae macna (0,13 r). 3to macno
PacTeopsnu B anxnopmetaHe (2,0 M) u pobasnanu advpat Tpudtopuaa Gopa
(0,14 mn). Yepes 2 y goBasnanm aTunayerat (20 Mn), U 3Ty CMeCb NpomsiBanyu 5%
BOAHOW NUMOHHOR KucnoTow (5 Mn), Bbicywmsany (MgSO,4) u Bbinapveanu. B
Pe3ynbTaTe xpomatorpaduu Ha cunukarene, anioupys aTUNauUeTaTom, nonyymunu
CO€AuHEHe, yKasaHHoe B 3aronoske, B Buae Teepforo sewecrsa (0,031 r).
m/e 470 (M+1*, 100%)
H AMP (D6-OMCO) 6 10.32 (1H, s), 7.93-7.88 (2H, m), 7.52 (1H, t), 7.10 (1H,
s), 3.65 (3H, s), 3.40-3.10 (4H, m), 1.75 (3H, s). o
T. nn. 150-152°C. -

Mpumep 77

2,3-Aunxnop-N-[5-(4-ruapokcumMeTUn-1-NUNEepUANHUN)-3-MeTOKCU-2-
nupasuHun]déeHsoncynbgoHamMun
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Cl

Monyunnu cnocobom npumepa 55,
“cnonb3ys 4-(rMapoKCUMETUN)NUNEPUANH
(0.4 r) n N-(5-6pom-3-meTokcu-2-
NMpaauHun)-2,3-guxnop-N-[{2-(TpumeTun-
CUNaHUN)-3TOKCUIMETUN]BEHIONCY NLGOH-
amua (0,3 r). Boixoa 0,012' r.

m/e 447 (M+17*, 100%)

'H AAMP (CDCl3) & 8.14 (1H, dd),

7.65 (1H, dd), 7.33 (1H, 1), 7.20 (1H, s), 4.20-4.10 (2H, m), 3.86 (3H, s), 3.60-3.50
(2H, m), 2.90-2.70 (2H, m), 1.90-1.70 (3H, m), 1.40-1.20 (3H, m).

MNpumep 78

2,3-Auxnop-N-[5-unano-3-(3-nupuanHunmerokcu)-2-

nupasuHun]éeHsoncynbdoHamus

o)

~

N-[5-Bpom-3-(3-nupuanHunmeTokcu)-2-
nupa3suHun]-2,3-auxnopbexson-cynsoHamua
(npumep 34) (0,15 1), TeTpaKMC.(TpMdDeHMnd)OCdDMH)—
nannagui (0) (0,04'r) W unakna umkka (0,03 r)'s
NH N,N-anmeTundopmamuge (5,0 mn) Harpesanu npwu

N
/[ \I 70°C. Yepes 5 4 a1y cmech pa3basnsnu
—
NZ N

o) ~ 3TunauetaTtom (30 Mn) v npomeisanu 5% BogHoIA

~N
=

!

NIMMOHHO kiucnoTon (5 mn), Beicywmeanu (MgSOs,)

W Bbinapueanu. B pesynsTarte xpomatorpacuu Ha

cunukarene, anKUpya cMecaMu

sTUnaueTarta/msorekcaHa, cogepxaiumMu 1% YKCYCHYI KUCMOTY, Monyumnu

Co€AnHeHue, yKkasaHHoe B 3aronoeke, B suae 6enoro Teepaoro sewlecTsa (0,058 r.

m/e 436 (M+1*, 100%)

'H SMP (D6 AMCO) & 8.70-7.65 (2H, m), 8.29. (1H, dd), 7.99 (1H, s), 7.78
(1H, d), 7.73 (1H, dd), 7.46 (1H, t), 7.40-7.35 (1H, m), 5.45 (2H, s).

T. nn. 222-224°C.
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Npumep 79
2,3-}.'luxnop-N-(G-xnop-3-MeToxcu-5-Me'mnaMMHo-2-nupa:mmm)-

6eHsoncynsdhornamua
2,3-Auxnop-N-(5,6-guxnop-3-meTokcu-2-
C' .
nMpa3MHMﬂ)-N-{[2-(TpMM€TMJ‘ICMﬂMH)STOKCM]METMH}-
BeHzoncynsonamug (npumep 66 cragus a) (0,257r)

Cl
Ox

S’"O pacTeopsnu B MeTaHone (1,0 mn) u go6asnanu

cl: ' 'N IEJH MeTUnamuH (2,0 Mn 40% sogHoro pacTeopa). Yepes
I j: 16 4 aTy cMech pacnpeaenanu Mexay Boaoi u

HT N/ C]) atTunayetaTtom. OpraHu4eckuit cnom BbICyLUMBanNm

(MgSQ,) u Bbinapusanu. OcTaTtok pacTeopsnu B
Anxnopmetane (2,0 mn) n pobasnanu acupar TpuchTopuaa Gopa (0,25 Mn). Yepes 1
4 pobasnsnu atunayetar (20 mn), u pacTeop npomsbiBanu 5% BOAHON ANMOHHON
kuenotoi (S5 mn), Beicywmsany (MgSQ,) un Bblﬁapmeanm. B pesynbTare
Xpomartorpauu Ha cunukarene, 3h+ompyﬂ CMecCAMU 3TuNaueTaTa/m3orekcaHa,
nony4nnu coefuHenne, ykasanHoe B 3aronoske, B Buae 6enoro Teepaoro sewecTsa
(0,05).

m/e 395 (M+17, 100%)

H aMP (D6-AMCO) & 10.27 (1H, s), 7.95-7.87 (2H, m), 7.51 (1H, dd), 7.10-
7.00 (1H, m), 3.64 (3H, s), 2.84 (3H, s).

T. nn. 185-186°C.

Mpumep 80
2,3-Auxnop-N-(3-meToKcu-5-meTuncynbganmn-2-

nupasnHun)beHsoncynbhoHamuy

c N-(5-BpOM-3'-MeT0Kcm-2-nMpa3MHMn)-2,3-p.mxnop-
N-[{2-(TpumeTuncunanun)aTokculmeTvn]6eHson-
O=d=0 c cynschonamua (0,30 r) v THomeTokeUA HaTpus (0,05 re
N rlm  aueToHuTpune (10 Mn) nepeMeLLMBany NPU KOMHATHOI
/[ \j\/ TemnepaTtype. Yepes 2 4 3TOT pacTsop sblnapwsanm. ,B
S N/ 0 pesynbTate XpomaTorpacum Ha cunukarene, 3nonpys

I l cMecavu STMnaMETaTa/MSOTEKCGHa, nonyynnu.
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CoeauHeHue, ykazanHoe B 3aronoBke, C NPUCOeAUHEHHON SEM rpynnoun. 31o
COBAMHEHWe pacTBOPANKU B TPUDTOPYKCYCHOR KucnoTe (5 Mn). Yepes 2 4 pobasnsnu
Tonyon (20 mn), v 3TOT pacTeop Beinapueanu. B pesynsTare xpomaTorpacuu Ha
Chnukarene, anoupys cMecsamMu aTunauetaTa/M3orekcana, nomy4unu coeAuHeHue,
ykasaHHoe B 3aronoeke, 8 suge 6enoro TBepaoro sewecTsa (0,16 r).

m/e 380 (M+1 100%)

'H AMP (CDC|3) 6 8.25 (1H, d), 7.70 (1H, s), 7.68 (1H d), 7.52 (1H, s), 7.39
(1H, 1), 4.03 (3H, s), 2.48 (3H, s).

T.nn. 141-142°C.

Mpumep 81

2,3-Auxnop-N-[5-(2,4-aucpTopcdenun)-3-merokcu-2-
nupa3unun]GeHszoncynbgonamung '

a) 5-(2,4-AudbTopdennn)-3-MeToKkeH-2-NMpasnHamMuH

3-Bpom-3-meTokcu-2-nupasunamini (0,3 r),

£ N\ NH, ropun uesus (0,8 r), 2,4-
| I AvgTopBerson6opoHosyio kucnoTy (0,4 r) v xnopug
N ? [1,1 ’-6mc(,cmq)eHmn-cbocchHo)cbeppoueH]nannaamsi
F .

(1) (0,04 r) 8 meTaHone (20 mMn) Harpesanm npwu
' 70°C. Yepes 6 4 pacTeopuTens BbiNapueanu, u
OCTaTok o4uLanu xpomatorpachueit Ha cunukarene, anUPys cMecamu

3TMﬂaLI,ETaTa/VI3OFeKC3Ha, C nony4vyeHunem COG,DMHGHMH, YKa3aHHOro B nog3arcnoBke
0,21,

6) 2,3-Auxnop-N-[5-(2,4-gudbTopcdeHnn)-3-meTokcu-2- nwpastwn]6eH30n—
cynboHamug

Monyuunu cnoco6om npumepa 1,

. ucnons3ys 5-(2,4-andropdernn)-3-MeTokcu-2-
Cl nwpasbmaMMH (0,2r)m 2,3- ‘
O:S.-:.O Avixnopbensoncynbdonunxnopug (0,2 r).
r\ll Bbixog 0,06 r.

m/e 444 (M-1*, 100%)
' 'H AMP (D6-OMCO) & 8.15 (1H, d),
v Y ' 8.05-7.95 (2H, m), 7.93 (1H, d), 7.60 (1H, t),
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7.45-7.35 (1H, m), 7.30-7.20 (1H, m), 4.03 (3H, s).
T. nn. 169-170°C. '

Mpumep 82
MeTunosbin agup [5-(2,3-AuxnopGeH30ncynb¢0Hunamuno)-ﬁ-meroxcu-
2-nupasMHuncynbLdaHun]ykcycHon KUCNOThI |
' Cl
N-(5-Bpom-3-meTokcu-2-
Cl nupasuxun)-2,3-auxnop-N-[{2-

(prmemncmnaHMn)-sroxcm}MeTmn]-

N\ NH 6en3oncynsdonamug (0,40 r),
o /[ I , METUNOBRIA- 1P MEPKaNTOYKCYCHOM
b
\”/\s N" o
O |

" O=¢=0

kucnotel (0,1 r) u kap6oHaT Leaus (0671
B aueToHnTpune (10 Mn) nepemewveanu
Mpu kOMHaTHOW TemnepaTtype. Yepes 16 4 aT0T pacTeop pasbasnsnu

A XnopmeTaHoM, hunbTpoBanu 1 Beinapueany. B pesynsrate xpomaTtorpadumn Ha
chnukarene, anioupys cMecamu aTunayertaTa/msorekcaHa, nomyununm coeuHeHMe,
yKasaHHOe B 3aronoeke, ¢ NpucoeguHeHHon SEM rpynnon. 3To coeguHeHune
PacTBopsnu B TpPUPTOPYKCYCHOI kucnoTe (5 mn). Yepes 2 4 nobasnsnu Tonyon (20
M), 4 9TOT pacTeop Beinapusanu. B pesynsTare XpomaTtorpadun Ha cunukarene,
9MOMpys CMECAMU aTUnaLeTaTa/M3orekcana, NoNyYnnm coenHe e, yKasaHHoe B
3aronoske, B Buae tenoro TBep,qoro BellecTsa (0 15 r)

m/e 438 (M+1", 100%)

"H AMP (CDCl5) 6 8.26 (1H, dd), 7.73 (1H, s), 7.68 (1H, dd), 7.59 (1H, s), 7.41
(1H, 1), 3.99 (3H, s), 3.80 (2H, s), 3.71 (3H, s).

T.nn. 152-153°C.

Mpumep 83

[5-(2,3-ﬂuxnop6eu30ncynb¢onunamuHo)-G-Memkcu-Z-
NUpasuHuUncynbdaHun]ykcycHas kucnora
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MeTunoseiit acup [5-(2,3-

Cl AuxnopberaoncynsdhoHunaMuHo)-6-
MeTOch-2-nMpaaunncynb(i)aHwn]chycHom
O=d=0 Cl kucnoTe! (npuMep 82) (0,1 r) u rmapokcua
? nutus (0,04 r) 8 MmeTaHone (5 mn) u Boae (1
N\ NH M) nepemeLlumsany npu KOMHaTHOM
HO £ ,I Temnepatype. Yepes 2 4 3Ty cmech
j]/\s N~ o ‘

| Bbinapueanu u 8o6asnanu HacsIeHHYI0
BOAHYIO NUMOHHY0 kucnoty (5 mn). Benoe
TBEpAoe BewwecTso cobupanuy, npoMbisani 8oA0H U BbiCywunsanu. Beixog 0,07 r.
m/e 424 (M+1", 100%)
"H AMP (CDCl3) & 8.27 (1H, dd), 7.80 (1H, br s), 7.70 (1H, dd), 7.61 (1H, s),
7.40 (1H, 1), 3.98 (3H, s), 3.80 (2H, s).
T. nn. 138-140°C.

Mpumep 84

2,3-}J,uxnop-N—[5-(2-xnop6eH3uncynb¢auun)-3-MeToxcu-2-
nNupasuMHun]G6eHsoncynbpoHamua

“ Mony4unu cnoco6om npumepa 82,
) ncnonbaysa 2-xnopbeHannmepkanTtaH
Oxg=0 (0,15 1) n N-(5-6pom-3-meTokcu-2-
N ,1”_] nupasunun)-2,3-auxnop-N-[{2-(Tpume-
[ /[ \:E TmncmnaHmn)3‘ro+<cm}memn]6eHéoncynbda
i d o oHamug (0,4 ). Boixog 0,18 r.

m/e 492 (M+1*, 100%)

. 'H AAMP (CDCl3) & 8.26 (1H, dd),
7.73 (1H, s), 7.69 (1H, dd), 7.53 (1H, s), 7.40-7.30 (3H, m), 7.20-7.10 (2H, m), 4.39
(2H, s), 4.02 (3H, 5). | |

T. nn. 119-120°C.
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Mpumep 85
2,3-£1uxnop-N-[G-xnop-s-(3-ru,qp0|(cu-1-aaemnuHun)-s-meroxcu-Z-
nupasuHun]éeHsoncynbgoHaMua

Ct 2,3-[uxnop-N-(5,6-auxnop-3-meTokcn-2-
nmpaaMHMh)-N—{[2-(Tpmmemncv1nMn)aroxcu]-
: o 0 cl . mMeTunjGeHaoncynbhoHamua (npumep 66
=S5=
70
[

- cTagusa a) (0,20 r), TMAPOXNOPNA a3eTUANH-3-
CIIN\' NH ona (0,082 r) u TpuatunammH (0,25 mn) s
//:/N l N/j: aueTtoHutpune (3 Mn) nsopne (0,5 mn)
15 HO ? nepeMewwmsanu npu KOMHaTHOW Temneparype.
Yepes 2 4 3Ty cMechb Bbinapusanu u pactupanu
C AN3TUNOBbLIM 3ChMPOM. DhUPHbIA PACTBOP BbINAPUBANU, 1 OCTATOK pacTeopsnu 8 1
20 MONSApHOM pacTsope qiTopuaa TeTpabyTunammonus 8 TId (6 Mn). Yepes 16 y a3ty
peéxumoHHyro CMECb KOHLEHTPUPOBANK, 1 B pe3ynsTaTe XxpomaTorpacum Ha
chnvkarene, aniompys cMecsamu aTunayeTaTa/maorekcana, Nony4Yunu CoeanHeHe,
25 ykasaHHoe B 3aronoske, B Buae 6enoro Teepaoro eellecTsa (O,'024 r).
m/e 442 (M+17, 100%) ' -
H AMmP (D6-AMCO) 6 10.58 (1H, s), 7.92 (2H, d), 7.54 (1H, t), 5.66 (1H, s),
4.49 (1H, s), 4.36 (2H, t), 3.88 (2H, m), 3.67 (3H, s).

T. nn. 93-95°C.

30

MNpumep 86
35 2,3-ﬂMXﬂOp-Nr[5-MQTMJ1-3-(1-OKCM-3-nMp83HHMJ‘IMeTOKCH)-Z-

nupasvHun]}GensoncyneoHammua

Cl 2,3-Anxnop-N-[5-meTun-3-(3-
40 ’ ’ nmpw,qumnMeTOKcm)-2-nmpaal}1Hmn]6eHaon-
Cl . cynecoHamug (npumep 24) (0,2 ) u 3-

O=g=0
N EH xnopbeHsonHyo kucnoty (0,35 r) B
, /[ \]\/ . [AUXTIOpMETaHE (4 MN) nepemeLLnBani npu
5 .
2
NT O

KOMHaTHo# TemnepaType. Yepe3 0,5uB

pesynbTaTe xpoMartorpadun Ha cunukarene,

antovpysa 5% MeTaHonoM B aTYNaueTare,

X
“
50 I?J
&

copepxaiiem 1% yKCycHyto KACNOTY, Nony4nnu
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COeAuHeHue, ykasarHoe B 3aronoeke, B suae Benoro Teepaoro sewectsa (0,16 r).
m/e 441 (M+1*, 100%)

'H AMP (D6-AMCO) & 11.56 (1H, br s), 8.60 (1H, br s), 8.18 (1H, dt), 8.06

(TH, dd), 7.90 (1H, dd), 7.61 (1H, br s), 7.56 (1H, 1), 7.50-7.40 (2H, m), 5.36 (2H, s),
228 (3H, s). ‘

T. nn. 223-228°C.

Mpumep 87
2,3-£luxnop-N-[S-xnop-3-(4-nupu,qMHunMeToxcu)-2-- :

nupasuHunj6eHszoncynbgoHamug

. Mony4unu cnoco6om npumepa 316,
Ci nenonb3ys NUpUanH-4-metanon (0,4 r) u 2,3-
q =1~'1:0 nwxnop-N—(3,5-;1mxnop-2-nwpaav1Hvin)6eHaon—
/[ \j: cynecboHamua (npumep 74) (0,4 r). Boixoa 0,47 r.
S i m/e 445 (M+1*, 100%)
I XN 'H AMP (D6-OMCO) & 8.63 (2H, d), 8.08

N (1H, dd), 7.91 (1H, dd), 7.83 (1H, s), 7.60 (2H, d),
~ 7.55(1H, 1), 5.47 (2H, ). |
T. nn. 226-229°C paanaraetcs. ’

Mpumep 88
2,3-ﬂuxnop-N—[S-xnop-3-(1-oxcu-4-nupu,quﬂunmeml(cu)-z-

nupasuHun}6eHsoncynbhoHaMmun

“ Monyuynnu cnocobom nbwmepa 86,
cl ncnonbays 2,3-auxnop-N-[{5-xnop-3-(4-nupu-
o=?=o " ,D.MHMJ’IMeTOKCVI)-Z—HMpa3MH1/.1ﬂ]6eH30ﬂCynb(_bOH—
NN , amug (npumep 87) (0,1 ). Beixon 0,4 .’
CI/[N/IO | s m/e 462 (M+1*,100%) ~ -~

'H AMP (D6-AMCO) & 8.27 (2H, dt), 8.07
\ . (1H, dd), 7.92 (1H, dd), 7.85 (1H, s), 7.60 (2H,
N7 N0 d), 7.57 (1H, t), 5.38 (2H, s). '
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T. nn. 208-211°C paanaraeTcs.

Npumep 89
2,3-Aunxnop-N-[5-xnop-3-(2- nupunuuunme'roxcu)-Z-

nupasvHun]deHsoncynbgoHamun

I'lonytwmw cnocobom npumepa 316, ucnonbays
nupupnH-2-metadon (0,2 r) un 2, 3-amxnop-N-(3,5-
N hH Anxnop-2- nmpaamHmn)6eH30ncyan30HaMM,q (npumep

i \I 74) (0,2 r). Boixopg 0,1 .
oo m/e 445 (M+1*, 100%) :
’ NS ~ 'H AMP (D6-MCO) & 8.58 (1H, dt), 8.08 (1H.
7 dd), 7.92 (1H, dd), 7.80-7.90 (2H, m), 7.64 (1H, d),
7.56 (1H, 1), 7.18-7.20 (1H, m), 5.47 (2H, s).
T.nn. 147-148°C.

0=

Mpumep 90
2,3-}Juxnop-N-[S-xnop-3-(2-Meruncynbq)anunaTOKcu)-Z-
nupasuHun]6exHsoncynboHamua

° ' Monyuunu cnocoom npumepa 31,
@G - nenonb3ya 2-metuncynbgdanHunsTaHon (0,05 rw
N o=z:o 2,3-anxnop-N-(3,5-auxnop-2-nupasuxun)-
| \I B 6eHsoncynbdoramua (npumep 74) (0,1 r).
cl N/ o} Buixon 0,06 r.
K/—S\ © mle 427 (M-1*, 100%)

'H #MP (D6-AMCO) & 11.50-12.00 (1H, br s), 8.09 (1H, d), 7.95 (1H, d), 7.81
(1H, s), 7.60 (1H, t), 4.47 (2H, t), 2.86 (2H, 1), 214 (3H, 5).
T. nn. 140-141°C.

Mpumep 91

N-(B-EyTOKcn-S-xnop-Z-nHpasuHm1)-2,3-gnxnpp6eu39ncyanﬁonaMu,q
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Cl
Monyuunu cnocobom npumepa 31,
Ci ucnone3ys 1-6yTanon (0,05 r) u 2,3-4uxnop-N-
O:?=O (3,5-auxnop-2-nupaaurun)BeHaoncynsdorammy

- N\ NH (npumep 74) (0,1 r). Boixog 0,037 r.
/[ /I ' m/e 410 (M+1°, 100%)
c N

‘L/\ 'H AMP (D6-AMCO) & 8.08 (1H, d), 7.96

(1H, d), 7.79 (1H, s), 7.57 (1H, t), 4.29 (2H, 1),
1.60-1.75 (2H, m), 1.40-1.50 (2H, m), 0.95 (3H, 1),
T.nn. 133-134°C.

Mpumep 92

2,3-.Elmxnop-N-[S-xnop-3-(2-MeTun-3-nupu,quHunmeToxcu)-Z- ,
nNupasuHun]6eHsoncynbdoHamug

Monyuunu cnoco6om npumepa 31,
ucnonb3ys (2-MeTun-3-nupuanHun)MeTaxon (0,15
rNu 2,B-Amxnop-N-(3,5-p,Mxnop-2-nmpasmHmn)-
6eHsoncynbdoramug, (npumep 74) (0,15 r). Boixoa

0,06 .
‘m/e 458 (M+1%, 100%)
! AN H ampP (D6-AMCO) & 8.45 (1H, dd), 8.05

N ~ (1H, dd), 7.94 (1H, dd), 7.88 (1H, dd), 7.80 (1H, s),
7.53 (1H, 1), 7.32 (1H, dd), 5.40 (2H, s), 2.56 (3H, s). -

T. nn. 214-216°C, pasnaraeTcs.

MNpumep 93

2,3-Auxnop-N-[5-xnop-3-(6-MeTUN-2-NUpUAUHUR METOKCHU)-2-
nupasuHun]éensoncynspoHamua
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nupasuHun]éensoncynbdoHamug

c

MeTunGeHsoncynbgoHamua

0=8=0

s
N NH
Cl /[N/j:

)
N

N
&

T.nn. 158-159°C.

Mpumep 94

RU 2312105 C9 (W1 C2)

Mony4unu cnocobom npumepa 31,
ucnone3ys  (6-mMeTun-2-nupuauHun)MeTaHon
(015 ) w  23-puxnop-N-(3,5-auxnop-2-
nupasvHun)bexsoncynsoHamMug (npumep 74)
(0,15 ). Buixop 0,06 .

m/e 461 (M+17, 100%) -

'H AMP (D6-AMCO) & 8.08 (1H, dd),
7.91 (1H, dd), 7.84 (1H, s),.7.75 (1H, t), 7.55
(1H. t), 7.42 (1H, d), 7.24 (1H, d), 5.42 (2H, s),
2.52 (3H, s).

2,3-,[luxnop-N-[S-xnop-3-(1-oxcu-2-nupunuuunMéToxcu)-Z-

N

=1

LX

o)

=0

NH

L
N

ct

a

R
=

Monyunnu cnocobom npumepa 86,

ncnone3ys 2,3-guxnop-N-[5-xnop-3-(2-nupu-
AVHUNMETOKCH)-2-NUpasnHUn]BeH3oncynbgoH-
amug (npumep 89) (0,2 r). Buixog 0,1 r.

m/e 462 (M+1*, 100%)
'H AMP (D6-OMCO) & 8.35-8.40 (1H, m),

8.09 (1H, dd), 7.80-7.90 (2H, m), 7.88 (1H, s),
7.58 (1H, t), 7.40-7.50 (2H, m), 5.51 (2H, s).

T. nn. 222-224°C, pasnaraeTcs.

Mpumep 95

3-Xnop-N-[5-xnop-3-(3-nupuanHUNMeTOKCU)-2-NUpa3uHUN]-2-

a) 5-Xnop-3-(3-nupuanHUNMeToKeu)-2-NMpasmHaMmnH
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3,5-Auxnop-2-nupasuHamun (1,0 r) poBasnsnu

Q/[:Im' NepeMeLIanHoi CycneHaun NupuamnH-3-meTtarona (1,3 r) v
N rnapuna Hatpua (0,70 r 60% aucnépcuu 8 macne) 8 1,2-

I 7 ’AMMETOKCMMeTaHe (10 mn). Yepes 0,5 4 pobBasnanu 5%

NUMOHHYIO  KUCAOTY, U 3Ty CMeCb aKCTparposanu
dTunauerarom. B pesynbtaTe xpomatorpaduvu Ha cunukarene, 3NIONPYR CMEcaMU
dTUnauertara/usorekcaHa, NONy4UNU COEAUHEHUE, yKa3aHHOe B 3aronoeke, B suae
Genoro TBepaoro BewecTea (0,2“r). Wcnonb3osanu HenocpenctaenHo.

6) 3-XﬂOp-N-fS-XﬂOp-3-(3-ﬂMpMﬂM.HVInMe'-TC')KCM);Z-n.VlbpaaldHMﬂ]-2-
MeTunbensoncynsdoHamua
' Monyyunu cnocobom npumepa 1 (peakuuio
NpOBOAMNM  Npu  KOMHaTHOW  TemnepaType),
ucnonbays 5-xnop-3-(3-nupuanHunmeTtokcu)-2-
nupasuHamuH (npumep 95a) (01 r) u 3-xnop-2-

meTunBensoncyneconunxnopug (0,09 r). Beixoa

0,012 r.
I N m/e 425 (M+1*, 100%)
N7 'H AMP (D6-OMCO) & 8.78 (1H,d), 8.58 (1H,

dd), 7.96 (2H, dt), 7.83 (1H, s); 7.72 (1H, d), 7.46 (1H,dd); 7.40 (1H, 1), 5.44 (2H, 5)
2.63 (3H, 5).

T. nn. 192-193°C.

Mpumep 96
3-Xnop-N-[5-xnop-3-(3-nupunuHunmeToxcu)-z-nupasuHun]-z-
pTOpGeH3oncynbhoHamua

“ Nonyuunu cnocobom npumepa 1 (peakuuio

F NPOBOAUNN  MPU  KOMHaTHOMN Te‘Mﬂ,epa_Type),

0=S=0 ncnons3ys 5-qup-3_-_(3-_n_y1pn,qy|Hwn_MeTokcm)-2-

AN hIlH | nupasuHamnH (npumep 95a) (0,1 r) n 3-xnop-2-

/[ J/: PTopbeHsoncynbonunxnopna (0,1 r). Bbixog
Cl N

0,034 r.
m/e 429 (M+1*, 100%)

I

N
Z
N
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'H AMP (D6-AMCO) & 8.78 (1H, d), 8.60 (1H dd), 7.89 (1H, df), 7.80-7.90
(3H, m), 7.48 (1H, dd), 7.40 (1H, t), 5.43 (2H, s).
T.nn. 177-178°C.

MNpumep 97
2,3-,[1uxnop-N-[5-xnop-3-(4-me*roxcud)euunmeml(cu)-2-

NUpasuHun]6eHsoncynodoHamua

c
a Nonyuunu cnocobom npumepa 31,
o—|=o MCnonb3ays 4-meTokcubeHsnnosbIi cnnpt (0,3 r) u
l N\:ENH 2,3-puxnop-N-(3,5-auxnop-2-nupasunmnn)Benson-
C’/[N/ cyneoHamua (npumep 74) (0,5 r). Boixoa 0.4 r.

m/e 476 (M+1*,100%)
"H AMP (D6-OMCO) & 8.05 (1H, dd), 7.91
| (1H, dd). 7.81 (1H, s), 7.58 (1H, 1), 7.42 (2H, d),

6.94 (2H, d), 5.32 (2H, s), 3.77 (3H, s).
T.nn. 163-164°C.

Mpumep 98
N-[5-5pom-6-xnop-2-nupasuﬂun]-2,3-.uuxnor56eﬂ3onqynbqaouaMu,qv :

Monywnn  cnocoGom npumepa 1 (peakumio

G NpoBOAMNM MPU KOMHAaTHOW TemnepaType). ucnonsays 3-
o 6pom-5-xnop-2-n1pasuHamMut  (Npumep 4a) (1,2 r) n 2,3-
=$=0 . AnxnopbeHsoncynbdonunxnopug (1,4 r). Beixog 1,5 .
Ch N NH mle 418 (M+1*, 100%)
\[NI& 'H AMP (D6-AMCOQO) 5 8.07 (1H, dd), 7.90-7.80 (2H,.

m), 7.53 (1H, 1).
T. nn. 123-124°C.

Npumep 99

2,3-fnxnop-N-[6-xnop-3-(3-nupuanHunMeTokcu)-2-

NupasuHun]6ensoncynogoHamug
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T. nn. 203-204°C.

MNpumep 100

RU 2312105 C9 (W1 C2)

Mony4unu cnocobom npumepa 31, ucnonb3ys
nupuauH-3-meTanon (0,22 r) u N-(3-6pom-6-xnop-2-
nupasunnn)-2,3-auxnopbeHaoncynbdoramug (npumep 98)
(0,2 r). Bbixog 0,04 r.

m/e 445 (M+1, 100%)

'H AMP (D6-AMCO) & 8.77 (1H, br s), 8.59 (1H,
dd), 8.12 (1H, dd), 8.00 (1H, dt), 7.92 (1H, dd), 7.84 (1H
s), 7.58 (1H, t), 7.55-7.50 (1H, m), 5.44 (2H, s). '

2,3-,L'1uxnop-N-[6-xnop-3-{2-nupu.quHunmeroxcu)-Z-

nupasmHun]GeHsoncynbhoHamMug

T. nn. 201-203°C.

Mpumep 101

Mony4unn cnocobom npumepa 31, ncnonb3ys
npuauH-2-metanon (0,22 1) u  N-(3-Bpom-6-xnop-2-
nupasukun)-2,3-auxnopbeHsoncynshoHamug (npumep
98) (0,2 r). Bbixog 0,13 .

m/e 445 (M+17, 100%)

'H AMP (D6-OMCO) & 8.56 (1H, dd), 8.15 (1H, dd),
7.94 (1H, dd), 7.90-7.80 (2H, m), 7.65-7.60 (1H, m), 7.58
(1H, s), 7.40-7.35 (1H, m), 5.48 (2H, s).

N-[5-(2-AMuHO3TURICYN bdaHun)-3-(2-nu pﬁAMHHnMeTOKcu)-Z-nupasu Hun]-

2,3-puxnop6eHsoncynsgoHammua

a) 2,3-,D,M)cnop-N-[5-xnop-3-(3-nmpwp,MHMnmeTpKcm)-2-nmpa3MHmn]-N-[2-

TPUMETUNCUNAHUNITOKCUMETUN]BeH3oncynsdoHaMug,
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Mony4unn cnocobom npumepa 66a,
ncnoneays 2,3-auxnop-N-[5-xnop-3-(3-

0=3=0 NUPUANHUNMETOKCU)-2-Nupa3uKun]beHson-

|
N _N .
. /[ \:[ VOV\S‘/ cynbcpoHamug (npumep 36) (0,5 r). Beixoa
o W </ 0,68 1. Micnon308anu HENocpeaCTBEHHO.

N
1
N

0) N—[5-(2-AMMHoamncynbcbaHmn)-3-(2-nmpm,qmHmnmeroxcw)-Z-nwpaamwn}-
2,3-amnxnopbexsoncynbhoHamia
cl

Cmece 2,3-auxnop-N-[5-xnop-3-
(o]

o-?— (3-nmpmnw—mnMeToxcm)-Z-nwpastMn]-N-
A H

N N [2-prmeTMncmnaHMn3T0Kcmmemn]-
~ .
HN - /[ /:]\/ BeHsoncynedoramuga (npumep 101a)
\{\s N" O (0,68 r), kap6oHata uesus (1,9 1) v
l AN rMApoxnopuaa 2-amuHoataHTuona (0,2 r)
N B auetoHutpune (5 mn) nepemewwnsanu

NPY KOMHaTHOW TeMnepaType B Te4YeHue
5 4. flo6asnsanu aTunaueTar, v aTy cMech NPOMbIBaNu BOAOH U Paccosnom.

Oprauuyeckuit cnoit BbicyLUMBanu (MgSOs) v Beinapusanu. Octartok pacTeopsnu B
TPUTOPYKCYCHOM KucnoTe. Yepes 1 4 goBasnsanu TOnyon, # cMeck Bbinapusanu Ao
cyxoctn. flobasnanu HCI (1 M B Auokcare), n TBepaoe sellecTso cobupanu '
dunsTposaHmem (0,2 r).

m/e 484 (M-1", 100%)

"H AIMP (D6-AMCO) & 8.65 (1H, s), 8.52 (1H, d), 8.20-7.60 (2H. br s), 7.96
(1H, dd), 7.82 (1H, d), 7.62 (1H, d), 7.42-7.38 (1H, m), 7.35 (1H, 1), 7.30 (1H, s), 5.24
(2H, s), 3.05-3.00 (2H, m), 2.85-2.80 (2H, m). '
Mpumep 102
2,3-Anxnop-N-[5-xnop-3-(6-meTokcu-3-nu PUAUHUNMETOKCH)-2-

nupa3uHun]6eHsoncynbhoHamMug
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Monyunnu cnocoGom npumepa 31, ucnons3ays (6-

MeTokcu-3-nupuauHun)MeTaron (0,3 r) u 2,3-auxnop-N-

] (3,5-AMXDOp-2-ﬂMpaSMHMﬂ)6eH30ﬂCYJ'IbeOHaMMA
AN (npumep 74) (0,3 r). Boixog 0,15 .

GJEN/IO ' m/e 474 (M-1*, 100%) |

'H AMP (D6-OMCO) & 8.32 (1H, d), 8.04 (1H,

dd), 7:91 (1H, dd), 7.85-7.80 (2H, 'm), 7.86 (1H, d), 7.55
O (1H,1),6.86 (1H, dd), 5.33 (2H, s), 3.87 (3H, s).

Mpumep 103
N-[3-(3-Bpomdpenun MeTokcu)-5-xnop-2-nupasuxun]-2,3-
AuxnopGeH3oncynsdoHaMug

“ Mony4unu cnocoom npumepa 316, ncnonbaya 3-
o BpombeHannossiit cnupt (1,3 1) © 2,3-guxnop-N-(3,5-
0=$=0 AWXTNOP-2-N1pasuHnn)GensoncynbdoHamua (npumep 74)
l Nap™ (1,1r). Boixog 1,1 .
. NN m/e 522 (M+17, 100%)
'H AmP (D6-OMCO) & 8.07 (1H, dd), 7.92 (1H,
dd), 7.85 (1H, s), 7.78 (1H, s), 7.60-7.50 (3H, m), 7.37
(1H, 1), 5.40 (2H, s).
Br
Mpumep 104

MeTunosbiit acmp 3-[6-xrop-3-(2,3-auxnopbeHzoncynspoHUNamMuHo)-2-

MUPA3UHUNOKCUMETUN]OEH3OMHOW KUCNOTbI
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N-[3-(3-BpomcbeHwnmeToxcw)-S-xnopQ-
nMpaawHwn]-Q.S-wanop6eHaoncynbd)ouawh
(npumep 103) (1,0 r n Avxnopua
buc(tpudennndoctun)nannagus 04 1) 8
MmeTaHone . (15 Mn) ©  TpuaTUnamuHe (7 Mﬁ)
Harpesanu npu 100°C B aTmoccepe MoHoOKcuaa
yrnepoga (6 bBap). Hepes 20 4 aty cmech
unbTpoBany U Beinapueanu. OcraTok pacTsopanu
B 3TUnaueTate. OpraHn4eckuit pacTeop NPOMbIBany

pacconom, BOAHOW NUMOHHOW  KuchoTow,

Boiywmsann  (MgSO4) w»  sBbinapusanu. B pesynbrate Xxpomarorpacun Ha

cunukarene, ANNPYysa CMecamu 3TwnaueTaTa/M30reKcaHa, nony4yunu coeguHerue,

yKa3aHHoe B 3aronoske, B BUAe Genoro TBepaoro eewecTsa (0,6571).

m/e 503 (M+17, 100%)

'H AAMP (D6-AMCO) 5 8.11 (1H, s), 8.05 (1H, dd), 7.95 (1H, d), 7.90 (1H, dd)
7.84 (1H, 5), 7.80 (1H, d), 7.60-7.50 (2H, m), 5.46 (2H, s), 3.88 (3H, s).

T.nn. 175-176°C.

MNpumep 105

3-[6-Xnop-3-(2,3-Auxnop6eﬂaoncynb¢ouunaMMHo)-Z;

NUPA3MHUNOKCUMETUN]OEeH30NHAA KUucnoTa

cl
cl
O=?=O
N NH
L
~
c N 0

CMecb MeTunosoro adupa 3-[6-xnop-3-(2,3-

AVXNOpOEH30NCY b OHNNAMUHO)-2-NMPA3UHUAOKCH-

MeTUn|OeH30MHON KkncnoThl (npumep 104) (0,3 rN un
rMapaTa rMapokcuaa nuTus (0,2 1) B BOAe (5 mn) u
MeTaHone (5 Mn) nepemelunMBanyu NpU KOMHATHOIA
Temnepatype. Yepes 3 4 pobaBnanu  consHylo
kucnoty (2 M) ans nogkucneHnus cmecwu, .M TBEPAbLIA
NPOAYKT cobupanu dunbTpoBaHuem u '_BblcyLDMBanM
(0,25 7). |

m/e 489 (M+1*, 100%)

Crpanuua: 77



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

'H AMP (D6-AMCO) & 13.10-13.00 (1H, br s), 12.00-11.80 (1H, br s), 8.10
(1M, 5), 8.05 (1H, dd), 7.85-7.95 (2H, m), 7.82 (1H, ), 7.76 (1H, d), 7.54 (2H, 1), 5.46

(2H, s).

T.nn. 218-224°C, pa3naraetcs.

Npumep 106

2,3-11uxnop-N-[5-xnop-3-(3-ru.qpoxcuMeTund)eHunmechu)-Z-
NUPasuHun]oeHsoncynbhoHamun

a) 2,3-,[114xnop-N-{S-xnop-3-[3-(TeTparM,qpo-Z-nmpaHmnoxcmmemn)cbeHwn-
MeToKCU]-2-nupasuHun}oeH3oncynbgorHamug

Cl

0=8=0

N NH
AT
oW N g

(o1}

L

Monyunnu cnoco6om npumepa 31, ucnonbays [3-
(TeTparm,qpo-Z-nwpanmnoxcmme*rwn)¢eHmn]MeTaHon
(1,99 ) n 2,3-;1v1xnop-N-(3,5-nmxnop-2-nwpa3MHmn)-
BeHsoncynscoHamug (npumep 74) (1,0r). Bbixog 1,0 r.
Wcnonb3osanu HenocpeacTBEHHO.

6) 2,3-ﬂMXﬂ0p-N—[5-Xﬂ0p-3-(3-I’WJ,pOKCMMBTVU'ICbeHMﬂMETOKCM)-Z-HMpastMﬂ]-
BeHsoncynbhornamua

0=5=0

|
N NH
/[ \I
~
cl N 0

Bellectea (0,6 r).

Cl

C

2,3-[uxnop-N-{5-xnop-3-[3-(TeTparugpo-2-
nmpaHmnOKcmmeTmn)dJeHmnMeTOKcm]—Z-nMpaqumn}GeHson-
cynboHamng (npumep 106a) (1,0 r) B YKCYCHOI KucnoTe
(40 mn), Bope (10 mn) u TeTparnapodypare (20 mn)
Harpeesanu npu 45°C B Teyenuwe 16 u, u aToT pacTeop
BbiNapueanu Ao CyxocTu. B pesynbTate xpomaTtorpacui
Ha cunukarene, antoupys cMecamu
3TUnauyeTtaTa/msorekcaHxa, nony4unnu coeaunHeHve,

yKa3aHHOe B 3aronoske, B Bwae ©Oenoro TBEepaoro

m/e 475 (M+17, 100%) »
'H AMP (D6-OMCO) & 8.05 (1H, dd), 7.91 (1H, dd), 7.82 (1H, s), 7.55 (1H, 1),
7.43 (1H, s), 7.40-7.25 (3H, m), 5.39 (2H, s), 4.52 (2H, s).
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T.nn. 162-163°C.

Npumep 107

2,3-£1uxnop-N-[5-xnop-3-(3-M9mnaMuHomeTunq)eHunmeTOKcu)Q-

nupasuHun]6ensoncynbgoHamug

a) 2.3-£1wxnop-N—[5-xnop-3-(3-cbopancbeHmnMeroxcw)-Z-nmpaawHwn]Geﬂson-

cynbthoramug

2,3-Anxnop-N-[5-xnop-3-(3-ruppokcumeTundenun-
MeTOKcu)-Z-nMpaéwHMn]6eH30ncynbcb0HaMm,q (npumep  106)
(0,6 r) v anokeua mapranua (1,0 r) 8 TeTparngpodypaxe (5 mn)
nepemelunBanit npu KOMHaTHOW TemnepaTtype 8 Teyenve 16 u.
3Ty cmech pa3basnanu AMXNOPMETaHOM W UNLTPOBANU Yyepes
uenut. PactBop BbinapuBanuM A0  CyXocTW, u npoaykT
Kpuctannusosanu  u3  guatunosoro  adwmpa (04 ).
Wcnonb3osanu HenocpeacTaeHHo.

6) 2,3-[1wxnop-N—[5—xnop-3-(3—memnaMMHomeTmﬁdJeHmnMeTOch)-2-
nupasuHnn]berHsoncynbhoHamMug -

Z

a
0=$=0
o
o W

Cmece  ° 2,3-puxnop-N-[5-xnop-3-(3-hopmun-
cbeHwnmeTOKcu)-Z-nwpa:MHMn]GeHsoncynbcbOHaMvma
(npumep 107a) (0,1 r), MeTunamuHa (2 mn 2 M :
pacTeopa B TeTparuapodypaHe) U YKCYCHOM KVICJ'IOTbI-
(0,2 mMn) B meTtaHone (2 mn) nepemewwusanu npu
KOMHaTHOA TemnepaTtype. Yepes 2 4 po6asnsnu
unaHobopruapua Hatpus (0,03 ). Yepes 0,5 y
nobaenanu Bogy (2 Mn), n cmech Bbinapuean Ao

cyxoctn. B pesynbraTte xpomarorpadmw Ha cunukarene, anwounpya CMeEcAMU

MeTaHona/,qunopmeTaHa, nony4unu coeguHeHue, ykasaHHoe B 3aronoske, B Buae

Benoro TBepporo sewectsa (0,035 r).

m/e 487 (M+1*

, 100%)
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'H AAMP (D6-AMCO) & 8.90-8.60 (2H, br s), 8.02 (1H, d), 7.90-7.80 (1H, m),

7.80-7.60 (1H, m), 7.59 (1H, d),
(3H, s).

T.nn. 167-168°C.

Mpumep 108

7.55-7.40 (4H, m), 5.40 (2H, s), 4.08 (2H, s), 2.59

2,3-ﬂuxnop-N-[s-xnop-3-{3-([2-ruapoxcuarunaMuHo]MeTun)-
theHunmeToKCU}-2-NUpaauHUn]6eHsoncynbdoHamMug

ci
Cl
0:?:
N .
o
s
Cl N o}
u/\/OH

T. nn. 196-198°C.

Mpumep 109

Nonyynnu cnocoBom npmmepa' 1076,
ncnons3ays 2,3-puxnop-N-[5-xnop-3-(3-
q)opmmaneHmnmeTOKcm)-2-nMpa3MHmn]6eH30n-
cynbcpoHamua (npumep 107a) (0,1 r) u 2-
amuHoaTtaHon (0,05 r). Beixoa 0,035 .

m/e 517 (M+1*, 100%)

'H AAMP (D6-AMCO) & 9.00-8.80 (2H, br
s), 7.93 (1H, d), 7.80-7.20 (7H, m), 5.28 (2H,
s), 5.21 (2H, 1), 4.20 (2H, s), 3.80-3.60 (2H, m),
3.05-2.95 (2H, m).

2,3-D,uxnop-N-[5-xnop-3-(4-ruApoxcuMe'runcbeuunmeroxcu)-2~
nupasuHun]6eHsoncynbdoHaMup,

cl.

o]
0=S=0

N A
/[\I

~
cl N '

Monyunnu cnoco6om npumepos 106a u
1066, ucnonbaysn [4-(TeTparugpo-2-
nupanunokcumeTun)perunlvetanon (2,0 r) n 2,3-
p,mxnop-N-(3,5-.umxnop-2-nmpa3mHl{ln)ﬁeHsonf
cynbcpoHamup (npumep 74) (1,0 r). Beixog 0,7 'r.

m/e 474 (M-1*; 100%) - |

'H AMP (D6-AMCO) & 8.05 (1H, dd), 7.91
(1H, dd), 7.83 (1H, s), 7.55 (1H, t), 7.46 (2H, d),
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7.33 (2H, d), 5.38 (2H, s), 4.51 (2H, s).

T.nn. 177-178°C.

MNpumep 110

2,3-Auxnop-N-[5-xnop-3-{4-([2-

FMAPOKCUITUNAMUHO]METUN)(DEHUNIMETOKCH)-2-

nupasuHun]éeHaoncynsdoHamug

a) 2,3-£1uxnop-N-[5-xnop-3-(4-cbopMMn¢eumnmeroxcm)-2~nwpaémHmn]6euaon-

CynsoHamung

N NH
—
a N™ "0

Monyunnu cnoco6om npumepa 107a,
ncnonb3ys 2,3-auxnop-N-[5-xnop-3-(4-ruapokcu-
METUNDEHNNMETOKCH)-2-NpasnHun]BeH3on-
cynbhoHamua (npumep 109) (0,65 r). Buixoq 0,64 r.
Wcnonb3osanu HenocpeacTeeHHO.

6) 2,3-[uxnop-N-[5-xnop-3-{4-([2- FM,quKCVISTVU‘IaMMHO]METMJ‘I)CbeHMJ'I-
METOKCW}-2-Nnpa3uHun]beHsoncynboHamug

Monyunnu cnoco6om npumepa
1076, ucnonbays 2,3-,QMXﬂOprN-[5-XhOp~
4-(3-cbopmundpeHnnmeTokcn)-2-
nwpastMn]6eH30ncynbcbOHaMmg
(npmmep 110a) (0,1 r) u 2- -aMWHO3TaHoN
(0,05 ). Bbixon 0,028 r.

m/e 517 (M+1%, 100%)

'H AMP (D6-AMCO) & 8.75 (2H, br

HN\/\OH :
s), 7.93 (1H, dd), 7.61 (1H, dd), 7.54 (4H,

s), 7.35 (1H, t), 7.26 (1H, s), 5.26 (2H, s), 5.18 (1H, 1), 4.18 (2H, s), 3.70-3.60 (2H,

m), 3.00-2.95 (2H, m),

T. nn. 202-205°C.
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RU 2312105 C9 (W1 C2)

2,3-Auxnop-N-[3-(4-ruapokcumetundenun MeTOKCH)-2-

nupasuHun]6ensoncynndoHamug

a) 2,3-fluxnop-N-{3-[4-( TeTparw,qpo -2- nmpaHMnoxcwMemn)cbeHmnMeToxcm] 2-

nupasuHun)GeHaoncynboHamug

2.3-,£lmxnop-N-(3-xnop-2-
nupasuHun)bexsoncynbdoHamug
(Npumep 28a) (0,1 r), [4-(TeTparuapo-2-
nmpaHm'noxcwMemn)dneHmn]MeTaHo‘n
(0.27 r) » mpem-6yTokeua kanus (2 mn
1 M pacrsopa 8 Tetparuapodypare) 8
N-metunnupponuguHore (1 mn)
nepemewwsanu npu 50°C. Yepes 2 y
AcBasnanu BogHyo NUMOHHY0
KUCNOTY, U CMeCb -axcrparwpoaanh
dTnnauetatom. OpraHuyeckuin pacTeop

NPOMbIBanu BoAOR U pacconom un

BbiNapueanu no cyxocty. Ucnonbsosanu HENOCPEeACTBEHHO.

6) 2,3-Ouxnop-N-[3-(4- I'IA.upOKCMMeTMnd)eHVInMeTOKCM) 2-nupasvHun]6exson-

cynbdoHammng
Cl
No}
=S=0
N NH

(L

BewecTsa (0,022 r).
m/e 440 (M+1

2,3-Anxnop-N-{3-[4-(teTparngpo-2-n npaHun-

OKCVMETUN)(DEHNTMETOKCH]-2-NUPa3UHNA}EEH30N-
cynschoHamung (npumep 111a) B ykcycHol kucnote (10
Mn), BoAe (2,5 mn) u TeTparuapodypaHe ('5 Mmn) -
Hkarpéaanm npu 45°C B. Tétﬁeﬁ.me. 1'6 v, " 3be pacteop
BbINapuBanu 4o cyxocTu. B pesynsTaTe

Xpomarorpaduu Ha cunukarene, anoupys CMeCIMu

", 100%) -

aTvnauyeTaTa/M3orekcaHa, nony4vnnun coeguHeHue,

yKasaHHoe B 3aronoske, B Buae bHenoro Teepaoro
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'H AMP (D6-AMCO) & 8.08 (1H, dd), 7.91 (1H, dd), 7.90-7.70 (1H, br s), 7.70-

7.60 (1H, br s), 7.55 (1H, 1), 7.42 (2H, d), 7.31 (2H, d), 5.39 (2H, s), 5.20-5.05 (1H, br
s), 4.49 (2H, s).

T.nn. 160-161°C.

MNpumep 112

2,3-ﬂuxnop-N-[5-xhop-3-(2-ru,qpoxcmMe*rund)eﬂun MeTOoKCH)-2-
nupa3uHun]6eHsoncynndoHamun

o
2,3-[1v1xnop-N-(3,S-gwxnop-2-nmpaamwn)-
ol BeHsoncynsdoHamua  (npumep  74) (0,15 1), (2-
o=:|=,=o ruapokcumeTundeHun)metason (0,27 r) u mpem-
’N\ NH Oytokema kamms (3 mn 1 M pacTsopa s
o N o TeTparugpodypaHe) B N-MeTMhnmpponMAMHoHe (2
MN) ‘nepemewmBani ‘npu KOMHaTHON TEmneparype.
HO Hepes 1 4 gobasnsnu BoaHyio NUMOHHYIO KUCNOTY, U

CMECb JKCTparuposanu aTunaueTaTom. OpraHuyeckmii

PacTBOp NpoMbIBanU BOAOW W pacconom u Beinapueany 40 cyxocTu. B pesynsTaTe
XpomaTtorpadun Ha cunukarene, 3INKUPYR CMecsmu aTUnaueTara/MsorekcaHa,
Mony4Mnu coeanHeHne, ykasaHHoe B 3aronoske, B Buae 6enoro TBepLoro BelecTsa
(0,027 1).

m/e 474 (M+1%, 100%)

'H AMP (D6-OMCO) & 8.06 (1H, dd), 7.90 (1H, dd), 7.81 (1H, s), 760 7.40
(3H, m), 7.37 (1H, 1), 7.29 (1H, 1), 5.45 (2H, ), 4.64 (2H, s).

T.nn. 145-146°C.

Mpumep 113

Metunosbiu acup 5-(2,3-auxnop6eH3oncynLhoHnnammuto)-6-

MeTOoKCUNupasnH-2-kap6boHOBON KUCNOTLI
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al N-(S-Epou-3-meroxcw-2-nMpaamHmn)-2,3-
AuxnopbeHsoncynedonamug (npumep 8) (6,5 rwu

cl afaykT ,amxno_p[1 1'-Buc(ancherundocdmHo)-

0=S8=0 theppouen]-nannaguir (11) Auxnopmetad (0,7 r) 8

yrnepoga (6 bBap). Yepes 5 4 ‘aty cMech
GuUnbTpoBanNM ¥ Bbinapueanu. OpraHuyeckun
PacTeop nNpoMbisanu pacconoM, BOAHOW NUMOHHOW KUCNOTOM, BbICYLIMBANu

N h[lH meTaHone (30 Mn) 1 Tpuatunamure (10 mn)

(L)’/[ :I Harpesanu npu 100°C 8 amoécbepe MOHOOKCHAa
. N T
o -

(MgSQy4) u Boinapusanu. B pesynbrare XpomaTtorpaduu Ha cunukarene, 3nUpys
CMECAMU aTUNaueTaTa/M3orekcana, NoNyYunu CoeauHeHne, ykazanHoe B 3aronoske,
B Buae Benoro Teepgoro sewectsa (4,8 r).

m/e 392 (M+17, 100%)

H AMP (D6-OMCO) 6 8.13 (2H, dd), 7.95 (1H, dd), 7.60 (1H, 1), 3.95 (3H, s),
3.82 (3H, s).

T. nn. 120-121°C.

MNpumep 114

2,3-Auxnop-N-[5-(1-rmapokcu-1-meTunaTun)-3-MeTokcu-2-
NUpasuHun]éensoncynLgoHamug

c Bpomug MeTunmarHus (3 ma 3 M pactsopa 8

AnaTnnosom acupe) nobasnsanm B TeyeHune 3 MWHYT
K nepemewaHHoMy pacTBopy MeTunosoro advpa 5-
NH (2,3-pnxnop6eHsoncynbdoHMNamMmKo)-6-MeTokeH-

% I nupasuH-2-kapboHoBoi chhon;l (npumep 113) '(0,3 r
- HO N/ 0 B TeTparuapodypate (10 Mn), oxnaxaerHomy B

| . GaHe nea/sopa. ELue yepe3s 5 MuHyT gobasnsnm

Cl

BOAHYO NIMMOHHYIO KUCIOTY, W CMECh 3KCTParMpoBanu aTunaueTaTom.
OpraHudeckuii pacTBop Beinapueanu Ao cyxocTty. B pesynsTaTe prmaTorpacbmw Ha
cunukarene, anUpys cCMeCAMU MeTaHona/quxnopmMeTaHa, NnonyYnnun coeauHenme,
yKa3aHHoe B 3aronoske, B Buae benoro Teepgoro setectsa (0,15 r).

m/e 392 (M+1*, 100%)
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'H AMP (D6-AMCO) & 11.40-11.30 (1H, br s), 8.07 (1H, dd), 7.93 (1H, d),
7.90-7.80 (1H, br ), 7.59 (1H, 1), 5.10-5.05 (1H, br s), 3.8 (3H, 5), 1.39 (6H, s).
T.nn. 192-193°C.

MNpumep 115

N-[5-(2-AmMuno3Tokcu)-3-MeToKCH-2-Npa3unun]-2,3-
Auxnop6ensoncynbgoHamun

. a) 2,3-,£1wxnop-N-[5-xnop-3-MeToxcm-Z-nmpasvmMn]-N-{[Z-(TpmMemncmnmn)-
aTokcu]meTun}beHsoncynbdoHamua

c Monyuwunu  cnocobom  npumepa  68a,
o “cnonbaya 2,3-puxnop-N-(5-xnop-3-mMeTokcu-2-
nMpa3nHun)bexsoncynboHamua (npumep 5) (7.0r).

=0
\/O\/\T,/ Bbixog 9,8 r. Ucnonb3osanu HenocpeacTBEHHO.
~

Ox

|

N N
e

6) N-[5-(2-AmuHoaToKCH)-3-METOKCU-2-NNpasiH vn]-2,3-guxnop6exson-
cynscoHamug

@i _ 2,3-Anxnop-N-(5-xnop-3-MeTokcu-2-
Otz c Apasnkun)-N-{[2-(TpumeTuncunun)atoken]-

N rlJH MeTun}oeHsoncynbdoHamMua (npumep 115a) (0,25
R
HN | I r) AoGaBnNANU K CMECK 3TaHONaMUHa (0,05 Mn) un
2 \/\0 N/

! rmapuaa Hatpua (0,035 r 60% aucnepcuu B macne)
B 1,2-aumeTokcuaTtaxe (15 Mn) Npu KOMHATHOI

Temnepartype. Hepes 2 4 3Ty cMech pacnpeaensnu MexXay BOAOW 1 3TWNaueTaTom.
OpraHuyeckuit cnoi NpombIBany pacconom, BbicywumBanu (MgSQOy) u Bblnépmsanm
AO cyxocTu. B pesynbTate xpomaTtorpaduu Ha cunvkarene, anovpys cMecamu _
MeTaHona/guxnopmeTaHa, NoNy4Yunm coeauHeHmne, ykasaHHoe B 3aronoske,
coaepxalliee sawmTHyto rpynny SEM ([2-(TpumeTuncunun)atokculmeTun), B suae
macna (0,14 r). Jobaenanu TpudTopykeycHyto knucnoty (1 Mn) v AanxnopmetaH (3

mn). Mocne 0,5 4 npu koMHaTHOW TemnepaType fAobasnsnm TONnyon, u pacTeop
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Bbinapusanu Ao cyxoctu. fJobasnanu HCI (4 M B anokcare), u cMech sbinapusany
“R0 cyxocTy. NpoAyKT KPUCTANANIOBANU U3 AU3TUAOBOrO acpupa (0,075 r).
m/e 393 (M+1*, 100%) |
'H AMP (D6-OMCO) 6 10.90 (1H, br s), 8.07 (2H, br s), 7.99-7.92 (2H, m),
7.56 (1H, 1), 7.49 (1H, s), 4.45 (2H, t), 3.84 (3H, s), 3.25-3.20 (2H, m).
T. nn. 200-205°C.

Mpumep 116

N-{S-[(Z-AMMHoa'run)mo]-6-xnop-3-meroxcu-2-nupaannun}-2,3-
Auxnop6eH3loncynocoHamug

Cl
Mony4unu cnocobom npumepa 1016,
O\?«O ci ucnons3ys 2,3-guxnop-N-(5,6-guxnop-3-meTokcu-
Cl N\ NH 2-[1Mpa3MHMn)-N-{[2-(TpMMeTMJ'ICMJ'IMD)GTOKCM]-
N I MeTunjbersoncynsdoramug (npumep 66a) (0,27
2NN N ). Boixog 0,055 r.

m/e 443 (M+1%, 100%)
'H AMP (D6-AMCO) & 8.09 (1H, d), 7.90 (1H, d), 7.58 (1H, t), 3.95 (3H, s)
3.33 (2H, 1), 3.14 (2H, t).
T. nn. 185-190°C.

Mpumep 117

MeTtunoBein  acup 3-[(5-{[(2,3-,quxnop¢e|-|un)cynbd)ouun]amuuo}-e-
MeTOKCU-2-NUPA3UHUN)TUO]NPONAHOBOW KUCTOTbI

Monyuunu cnocobom anMepa 1016,
Cl ucnonbays 2,3-guxnop-N-(5-xnop-3-

o METOKCK-2-nnpasnuun)-N-{[2-(TpumeTun-

O=g=0 cun Mﬂ)STOKCVI]MeTMﬂ}6eH30ﬂcynb.d)OHaM ng
l _ ,

N NH (npumep 115a) (0,25 r) u METMNOBbIA 3dup

0 X .
3-MepkanTonponnoHosomn kucnoTsl (0,06

AL panton -

o S N ? S Mn). Beixog 0,1r1. - -

m/e 452 (M+1*, 100%)
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'H AAMP (D6-AMCO) & 11.35 (1H, br s), 8.03 (1H, d), 7.93 (1H, d), 7.66 (1H,
$).7.57 (1H, 1), 3.90 (3H, 5), 3.58 (3H, 5), 3.29 (2H, 1), 2.72 (2H, 1).
T. An. 146-148°C,

Mpumep 118
2,3-ﬂuxnop-N-[5-6pom-3-merdxcu-G-Me'run-Z-nupasuHun]6eH30ncynbcb0HaMMA
a) 6-MeTtun-2-nupasuHamuH

O

AdumeTtunumuk (100 mn 2 M pacTeopa B Tonyone) gobasnsnu no Kannsm s
TedeHve 0,5 4 k nepemewanHoMmy pacTsopy 6-xnop-2-nupasuHamuna (12,9 N wu
xnopuga [1,3-6uc(gwd)eﬂwnd)occbmHo)nponaH]H'MKe_nﬂ (1) (5.4 r) 8 avokcane (200
Mn) B artmocdepe asora. Ity PEAKLUNOKHYIO CMecCb Harpesanu ¢ obpaTHbiM
XOMOANNbHUKOM B TeYeHue 18 4, 3aTem oxnaxganu 40 KOMHaTHOI TemnepaTypsbl #
OCTOPOXHO racunu nsonponaHonom (30 mn) u MeTaHonom (50 mn). Mocne yaanenus
PacTeopuTeNns B Bakyyme 0CTaTOK pacnpeAenanm Mexay ANXIOPMETaHOM BOAHbLIM
Xnopwaom ammonus. OpraHuyeckyio asy hunbTposany 4Yepes LUenuT, BoicytmBanm
(MgSQs), dunbTtposann u swinapusanu ¢ NONy4YeHNeM Cbiporo MpoaykTa 8 Buge
OPaHXEeBoro TBEpAoro seuwlectsa. B pesynbTaTe xpomatorpacduu Ha cunukarene,
3MoVpys CMecsMU 3TunaueTaTa/MeTaHona, NOMyYUnu coeamHeHue, yKasaHHOe B
3aronoske (5,1 r). Micnonb3osanu HenocpeACTBEHHO

6) 3,5-Anbpom-6-meTun-2-nupasnHamuH

JC

Pactsop Bpoma (1,85 r) B xnopodopme (5 Mn) goBasnsnn no kannsm K
NE€peMeLIaHHOMy pacTBOpy 2-amMuHO-6-MeTunnupasvHa (npumep 118a) (06 r) B
xnopodopme (50 mn). 3Ty peakunoHHYI0 CMechb nepemewinBanyt npu KoOMHaTHOW
TemMnepatype B Teuenne 0,5 4, 3aTem [Baxabl NPOMbIBANY BOAOW, BbICYLUMBAMM
(MgSO,), dunsTpoBanu v Beinapusanu ¢ nonyyewuem CbIpOro npogykra B Buae
OparxeBoro TeepAoro seulectea. B pesynsTaTe xpomartorpadmm Ha.cunukarene,
SNOUPYA [UXNopMeTaHoM, Nonyunnu coeanHeHue, ykasaHHoe B 3aronoeke (0,95 ).

Wcnonbsosanu HENOCPenoCTBEHHO.
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8) 5-bpom-3-meTokcu-6-meTun-2-nupasuHaMuH

X

Pacteop 3,5-gubpom-6-meTun-2-nupasnHamuna (npumep 1186) (0.9 1)
RobBasnanu k pacrsopy Hatpus (0,39 r)'a MetaHone (30 mn) u Harpesanu ¢
oBpaTHbiM XxOnoAWMNLHUKOM B TeyeHwe 18 4. MMocne yAanexus pacTteopuTens s
Bakyyme 0CTaTok pacnpedensnyu Mexay BOAOW W AUXNIOpPMETaHOM, U Opranuyeckyio
®dasy sbicywusanu (MgSOs), dunbTpOBaNM U BbiNapusanu ¢ nony4yeHuem
COEAMHEHUA, yka3aHHOro B 3aronogke, B suae BneaHo-xenToro TBep,D,O..rO BeujecTea
(0,58 r).

m/e 218/220 (M+1%, 100%)

'H AMP (CDCly) 5 4.70 (2H, brs), 3.97 (3H, s), 2.40 (3H, s).

r 2,3-ﬂMXnOp-N—[5-6pOM-3-MeTOKCM-6-M8TMﬂ-2-l'lMpa3l/1HMﬂ]GeH:iOﬂcynbd:)OH-
amug

Mapug Hatpus (0,5 r 60% gucnepcuu 8 macne) pnobasnsnu k pactsopy 5-
Bpom-3-meTokcu-6-meTun-2-nupasuHamMunHa (pumep 1188) (055 ) B N-
MeTunnupponuanHoHe (25 mn). TlonydyeHHbit B pesynbTaTe TemHbIN pacrtsop
NepemelmBany npu KOMHaTHOW TemnepaType B TeuyeHwe 0,5 4, nocne uero
AODaBMAAM MO KannsM  pacTeop 2,3-puxnop6ensoncynsgonunxnopuga 8 N-
MeTUnmUpponnanHoHe (S Mn). 3Ty peakUMOHHYK CMech nepemMelLnBani npu
KOMHATHON TemnepaType B TeYeHne 3 4, 3aTeM racunu BogHbLIM XNOPUAOM aMMOHUS
W pacnpeaenand mexay 3TunauetatoM U BOAHLIM XNOPUAOM aMMOHUSA (x5),
OpraHuyeckyto dasy sbicylumsanu (MgSOy), cunbTpoBann u BbiNapuesanu ¢
nonyyeHWeM cbiporo npogykra. B pesynbTaTe . XpomaTtorpathvu Ha cunvkarene,
Snionpys  AuxnopmeTtaHoM/yKeycHow kucnoton (200:1), nonyunnn coeawHeHwue,

ykasaHHoe B 3aronoeke, B Buae GneaHo-XenToro TBEPAOro BellecTsa (0,38 ).
m/e 424/426/428 (M-17, 100%)
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'H AMP (CDCly) 5 8.29 (1H, d), 7.69 (2H, d), 7.41 (1H. 1), 4.01 (3H, s), 2.27
(3H, s).

T.nn. 146-148°C.

MNpumep 119
MeTtunossii achup 5-(2,3-Auxnop6euaoncynbcbouunaMuuo)-G-Meroxcu-3-
MeTUANUPa3UH-2-KapEOHOBOM KMCNOTBI
Cl

Mony4unu  cnocoGom  npumepa 113,
Oxd=0 c ncnonb3ayn 2,3-puxnop-N-[5-6pom-3-MeTokcu-6-
N r!JH MeTunnupasmHunlbeHsoncyneorHamug  (npumep
MeO\’I :[ 118) (0,35 r). Bbixog 0,27 r. |

N ? | m/e 404/406 (M-1', 100%) | -

O "H SIMP (CDCly) & 8.32 (1H, br's), 8.10 (1H,
br's), 7.70 (1H, d), 7.42 (1H, t), 4.06 (3H, s), 3.90 (3H, s), 2.50 (3H, br s).
T. nn. 149-150°C.

Mpumep 120
2,3-Ainxnop-N-[5-(ruapokcumeTun)-3-MeTokcU-6-MeTUn-2-
nUpasuHun]6exsoncynbhoHamug

° K nepemelsaHHomy pactsopy MeTwnosoro

Cl acdupa 5-(2,3-,qwxnop6eH3on'cynb<b0HmnaMMHo)-ES-

O§|;O - METOKCU-3-MeTUNnMpasmnH-2-kap6oHOBO M KM-CI‘IOTbl

N\ NH (npumep 119) (0,19 r) B TeTparnapodypare (10 mn)
HO\IN/IO B aTMocdepe asota A0BaBnsnM  pacTBOp

| TpuaTunGopruapuaa nutus (1,7 Mn 1 M pacteopa 8
TeTparnapodypare). IJTy PeaKkUMOHHYI0 CMEeCb NepemelinBanid Npu KOMHATHOW
TeMnepaType B TeyeHue 1 4, Mocre 4ero racunu BOAHBIM XITOPUAOM aMMOHUA U
IKCTparnposanu B AuxnopmeTaH. OpraHudeckyo d)a's)'/ Bbicywunsanu (MgSQ,),
duUnbTPOBanU U Bblnabmsanm C nonyyYeHnem Cbiporo npoaykra B Buae HectBeTHoro

Macna. B pesynbTate = xpomatorpadmu  Ha  cunukarene,  3novpys
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AvxnopmMeTaHom/aTunaueTaToMm/yKCyCcHOM KucnoTowu (150:50:1), nony4Yunu
coeauHenue, ykalaHHoe B 3aronoske, 8 Buge 6enoro Teepaoro sewectsa (0,38 r).

mie 378 (M+1*, 100%) - | .

'H AMmP (CDCl3) 6 8.31 (1H, br d), 7.77 (1H, br s), 7.68 (1H, d), 7.41 (1H, 1),
4.55 (2H, d), 4.03 (3H, s), 3.12 (1H, br s), 2.3 (3H, br s). "

T. nn. 175-177°C.

Npumep 121 .

2,3-ﬂuxnop-N-[5,6-,qunop-3-(3-nupu.quHunmeToxcu)-2-
nupasuHun]beH3oncynbgoHamua

a) 5,6-[nxnop-3-(3-NUpUANHUNMETOKCH)-2-Npa3vHaMUH

-

I

N

DO GRS

c NZ NH,

K nepemewanHoit cycnenaun ruapuaa HaTpus B CYXOM gumeTokcumeTaHe (40
Mn) pobasnsnu nupwauH-3-metaHon (2,18 r) 8 1,2-gpumeTokcumeraHe (10 Mn).
Monyuyennylo B pesynsTate cycneHswio nepemewwsani npu  KOMHaTHOMR
Temnepatype B TeveHue.0,5 4, a 3atem gobasnsnu 3,5,6-Tpuxnop-2-aMmHonupasuH
(1,2 1), u a3ty cmech nepemewnsanu npu 70°C B TeueHue 4 q. PeakunoHHyl cMmech
Oxnaxpaanu v octopoxHo fobasnsanu k soae (100 mMn) u Heiltpanusosanu 2 M
CONsiHOW Kncnoto#. CMech 3KCTparMpoBany aTunaueTaTom (2250 Mn), 'BblemuBanm
(MgSQ,), dunetposann v koHueHTpuposanu. OCTaTok ounani XpomaTorpacweil
Ha cunvkarene, annpys aTunaueTaToMm, ¢ NoMyYeHUeM COEANHEHNS, YKa3aHHOro B
noasaronoeke, B.BuAe benoro Teepaoro setectsa (0,29 r).

'H AMP (CDCly) 5 8.73 (1H, s), 8.63 (1H, d), 7.8 (1H, d), 7.35 (1H, dd), 5.42
(2H, s), 4.92 (2H, br s).

6) 2,3-lexnop-N-[5,6-p.|4xnop-3-(3-nMpm,qlemnMeTOKcm)-2-nMpa3mHmn]GeHaon-
cynbdoHamug .
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o] N\ o} o
I I O“ ’o
Z .87
cl N u

Mony4unu cnocobom npumepa 1 (peakuwo NpPoBoOAUAY npy¥ KOMHaTHOW Tem-
nepaType), UCNONb3ys 5,6-anxnop-3-(3-NMpuanHUNMETOKCH)-2-NMpasuHamMut  (npu-
mep 121a) (0,27 r) u 2,3-puxnopbensoncynsorunxnopua (0,27 r). Beixog 0,17 r.

m/e 479 (M+1", 100%)

'H AMP (D6-AMCO) & 8.8 (1H, s), 8.63 (1H, d), 8.11 (1H, d), 8.06 (1H, d),
7.58-7.52 (2H, m), 5.41 (2H, s).

Mpumep 122

3-Xnop-N-(5-xnop-3-meroxcu-2-nupaauHun)-2-<bTop6eH30ncyn bdoHamua

c Monyuunu  cnocobom  npumepa 1
\[ I \\ ’O (peakunio  NPOBOAMNAM  MPU  KOMHATHOIA
Temnepartype), ucnonb3ys 5-xnop-3-meTokcu-2-
nMpasnHamMuH (0,16 r n 3-xnop-2-
dTopbeHsoncynsdonnnxnopua (0,27 r). Buixog 0,22 .
m/e 354, 352 (M+1*, 100%)

'H AAMP (D6-AMGO) & 7.94-7.86 (2H, m), 7.82 (1H, s), 7.43 (1H, dt), 3.92 (3H, ).
T. nn. 156-157°C.

Npumep 123
3-Xnop-2-¢prop-N-[3-(3-nupuanHunmetoxcu)-2-
nupasuHun]6eHloncynbgoHamug

a) 3-(3-NMupuanHnnMeToKCH)-2-NMpasuHaMmmH

N

N 0
(L
: =
N NH
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Monyuunu, kak ans npumepa 121a, ucnonsays 3-xnop-2-amMuHonupaaud (0,5
r), NupuanH-3-metaxon (0,42 r) u ruapua HaTpUs (0,31 r 60% aucnepcun B macne) s
N-metunnupponuauHoHe (5 wmn), ¢ nony4YeHuem COeAUHEHWURA, YKa3aHHOro B8
noAsaronoske, 8 suae Teepaoro sewecrea (0,62 r).

'H AMP (CDCl3) 5 8.73 (1H, d), 8.6Q (1H, d), 7.78 (1H, d), 7.60 (1H, d), 7.42
(1H,d), 7.32 (1H, dd), 5.43 (2H, s), 4.77 (2H, br). '

T. nn. 120-122°C. '

6). 3-Xn0p-2-(bTOp-N-[3-(3-ﬂMplﬁﬂlﬁHMHMeTOKCM)-Z-nMpa3MHMﬂ]6eH30n-

cynboHamun
&
N
(sl

K nepemewanHomy pactsopy 3-(3-NMMPNANHUNMETOKCH)-2-NMpa3uHaMuHa
(npumep 122a) (0,404 r) B auxnopmeTtaxe (5 Mn) u nupuavHe (1 mn) fobasnanu
usobytunxnopcopmuar (0,3 MA), M nonyyeHHsit B ‘pesynbTate pacrsop
nepemelmeany 8 Tedenue 20 4. Ty peakuMoHHylo CcMech Hanueanu e Bogy (20 Mn)
W 3KCTparposanu B atunauetat (2x20 mn). O6vbegwHeHHbie  IKCTPaKTLI
Bbicywwsann (MgSQy), qmanpoaaﬁm W KOHUEHTpUpoBanu c nonyyYeHnem macna
(0,51 ), KoTopoe ucnonssosanu 6e3 ganbHENLWEN OYUCTKY. Mopuuto octatka (0,15 1)
pacTeopsanu B 1,2-gumMeTokcumeTaHe (2 mMn) u aobaensanu rvapua Hatpusa (0,030 r
60% nmchepcwm B macne). I'IonyhleHHyro B pe3ynbTaTe CyCcneH3vuo nepemetuvsanu s
TedyeHne 15 MuHyT, a 3atem gobasnsnu 3-xnop-2-tropbeHsoncynsdoHunxnopua
(0,137 r) B paumeTokcumetarne (1 mn). MonyyeHHbin B pesynbTaTte pacTtsop
nepemelnsanu npy KoMHaTHOW TemnepaTtype B TeuyeHne 6 u. JTy peakuUMOHHYH
CMech Hanueanu B Boay (20 M) u akcTparuposanu B 3TunaueTaTt (2x20 mn).
OBbeanHeHHble  3KCTPaKTbl BbICyLUMBAMN (MgSO4),_ dhuneTpoBanU "
KOHUEHTpUpOoBanu ¢ nony4YeHMeM macna, KoTopoe pacTeopsnu B meTaHone (5 mn) u
BoAe (2 mn) n poGasnsanu rm,qpokcm,u HaTpus (0,04 r). 3Ty cmeck Harpesanu o 60°C
B Te4éHvne 1 vaca, oxyaxganu u Hanueanu B eogy (20 mn) u 3KCTpamposanm B
stunauetar (2x20 wmn). O6beAWHEHHblE 3KCTPaKTb BeicylmBany.  (MgSOsa),

cbwanposanm W KOHUEHTpUpoBann C nonydYenuem macna, KoTopoe ouuuianm
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Xpomarorpacueid Ha cunukarene, aNKOUPYs CMECAMU 3TUNaLeTaTa/MaorexcaHa.
3aTem aTunayeTaToMm, C NonyYeHMeM COEAVHEHWUR, YKA3aHHOrO B 3aronoske (0,067
r), 8 Buae 6enoro Teepaoro sewecTsa.

m/e 395, 397 (M+17, 100%)

'H AMP (CDCls) 5 8.69 (1H, s), 8.62 (1H, d), 8.06 (1H, t), 7.78 (1H, d), 7.68
(1H, d), 7.69-7.60 (2H, m), 7.34 (1H, dd), 7.26 (1H, dd) 5.43 (2H, s)

MNpumep 124

MeTtunossit acup 3-{[(2,3-auxnopdenun)cynsdonunlamurolnupazun-
2-Kap60Hoaoﬁ KMCNOTbI

nepemMeLwaxrHomy pacTeopy 2,3-

E nwxnopGeHaoncynbcbOHMnxnopmga (0,246 r) n meTnn-3-
amuHonupasuH-2-kapbokcunara (0,153 ) 8 1.2-

AUMeTokcumMeTaHe (3 mMn) fobasnanu nopumsamu rmapuna

HanMH r 60% pawcnepcun B Macne) 8 TeyeHwe 1 yvaca. - 3Ty cMmech
NEépemelmsany npu KOMHaATHON Temneparype B Teyernue 20 4, HanWeany B BoAy (20
MN) W 3KcTparwposanu B aTunauetaT (2x20 mn). OBvennHeHHble  aKCTpaKTh
BoicywwuBanu (MgS0O,), dunbTposanu u KOHUEHTpMpoBanu ¢ nonyyYyeHnem macna,
KOTOpOE o1nwanu xpomaTtorpachueit Ha cunukarene, anioupys AWXNOPMETaHOM, G

nofydeHnem coeanHenus, ykasanHoro B 3aronoske (0,085 r), B Buge Genoro
TBEPAOro BelwjecTsa.

m/e 362/364 (M+1*, 100%)

'H AMP (CDCl3) 5 10.97 (1H, S, 8.32 (1H, dd), 8.31 (1H, d), 8.25 (1H. d), 7.68
(1H, dd), 7.42 (1H, t), 4.08 (3H, s).
T. nn. 177-178°C.

Mpumep 125

N-(5-Bpom-6-xnop-3-MeToKCU-2- -NUpasuHun)-2, 3-.quxnop6eu30ncynbd)on-lamup.
a) 3-MeTokcu-5- 6p0M G-xnop-2-nupasmHamuH

Br N O
I
o
(o] N™ °NH
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NepemelwanHsi  pacTaop 2-aMmuHo-6-xnopnupaauHa (20 ) wu  N-
OpomcykuuHumuaa (13,71 1) 8 xnopogopme (100 mn) Harpesanu fo oBpa3osaHus
dnerMel 8 Teyenne 20 4acos. JTY PpeaKkuuoHHYy CMech oxnaxganu w
KOHUEHTpUpoBanu Ha cunukarene (20 r), U ocTaTok 3arpyxanu Ha KONOHKY
cunukarens (5 CMX2 CM), U KOMOHKY 371lOMpOBanit AUxXnopmeTaxom. B pesynbTaTe
KOHUEHTPUPOBAHWA  NONyYUnu 3,5-anbpom-B-xnop-2-amuHonupasus, KOTOPbLIA
pacteopanu 8 metaHone (200 mn) u aobaBnsnu meTokcua HaTpws (32 r 25%
pacTsopa B meTaHone). ATy peakunoHHylo CMeCb Harpesanu nb 70°C B Tevenne 1,5
4, OXnaxganu u KOHUeHTpuposanu npumMepHo Ao 50 Mn obbema. 3Ty peakunoHHyo
CMeCb Hanusanu s BoAy (200 mMn), u afAyKT, ykasaHHblil B nog3aronoske (2,0 n),
cobupanu s Buae 6enosaToro TBEPACro BewWecTsa.

m/e 235, 237 (M+17, 100%)

6) N-(5-EpOM-6-Xn0p-3-MeTOKCM-2-l’IMpa3MHMJ'I)-2,3-}.‘J,MXJ'|Op6eH30ﬂcynbeOHaMMA

MeToauka, kak ans npumepa 1 (peakuwio
I I 20 npoBoAnNU npv KOMHaTHOW Temneparype),
ci \©’ nenone3ys 3-metoken-5-6pom-B-xnop-2-nupasuHamun
(Npumep 126a) . . (05 . n .»m  23-
Anxnopbensoncynbonunxnopus (2,21 r). Buixoa 3,2 T.
mle 445, 447 (M-1*, 100%)
'H AMP (CDCl3) & 8.32 (1H, dd), 7.79 (1H, br), 7.72 (1H, dd), 7.45 (1H, 1),
4.05 (3H, s).
T.nn. 177-178°C.

Mpumep 126 B -
Metunosbin acup 3-xnop-5-{[(2,3-p.uxnopq)eHun)’cynbcbonun]amuno}-S-

MeToxcunupa3MH-2-Kap60Hoaoﬁ KUCNOTbI

Jﬁ\/ \fo . " Nonyuunu chbboGoM;'np’m'Mépa' 113, vcnonbays
&y N-(5-6pom-6-xnop-3-meTokcunupaauH-2-un)-2,3-
AnxnopbeHsoncynsdoHamug (npumep 125) (1,0 ).

Beixog 0,92 r. .
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m/e 426, 428 (M-1", 100%)
'H AMP (CDCl,) & 8.36 (1H, dd), 8.05 (1H, br), 7.73 (1H, dd), 7.47 (1H, 1),
4.09 (3H, s), 3.92 (3H, s).
T. nn. 200-201°C.

Mpumep 127

2,3-D.uxnop-N-[G-xnop-5-(m,qpoxcuMemn')-3-MeTOKcunupa3MH-2-
un]deHsoncynbdoHamug | _
| ’ Monyuunnu, kak 8 npumepe 120, wcndnbayﬂ

| N 0, o Cl METUNOBLIN 3cpup 3-xnop-5-{[(2,3-auxnop-
N ”,:s(@/cn derun)CynbhoHUN]aMUHO}-B-MeToKCUAMPa3NH-2-
-kapboHOBOW kucAoTLI (Npumep 126) (0,105 r.

Bbixog 0,072 1.

mie 397, 399 (M-1*, 100%)

'H AMP (CDCl3) & 8.34 (1H, dd), 7.84 (1H, br), 7.74 (1H, dd), 7.45 (1H, 1),

4.63 (2H, d), 4.07 (3H, s), 2.83 (1H, t).
T. nn. 145-147°C.

Mpumep 128
2,3-}J,uxnop-N-{3-[(6-meTOKcu-3-nupunuHun)MeToxcu]-Z-

nupasnmHun}6exHsoncynsgoHamug

Z ] ~ Mony4yunu cnocobom npmmepé 286,
N ncnonbays 2,3-anxnop-N-(3-xnop-2-nupasuHun)-
BensoncynsdoHamug (npumep 28a) (0,338 rw (6-

20 MeToKeu-3-nupuauHun)meTarHon (0,21 r) BbIXOJJ
I ' 0,23,

m/e 439, 440 (M-1*, 100%)
'H AMP (CDCl3) & 8.28-8.26 (2H, m), 7. 70 7.65 (3H, m), 7.60 (1H br), 7.39
(1H, 1), 6.80 (2H, d), 5.36 (2H, s), 3.97 (3H, s).
T.nn. 187-188°C.
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Mpumep 129
2,3-}Juxnop-N-[G-xnop-3-MeToxcu-5-(me1'oxcumerun)-2-

nupasuHun]6ensoncynsgpoHamug

\Q/IN\:[% . Q K nepeMeLaHHoMy pacTtsopy 2,3-
ol N N:S<b/Cl Anxnop-N-[6-xnop-5-(rugpokcumeTun)-3-
H METOKCUNUPa3unH-2-un)BeH3oncynb@ox-

' . amuaa (npumep 127) (0,1r) e
TeTparnapodypane (3 mn) gobasnanu guokeua Mapranua (0,131 r), 1 NONYYEHHYIO B
pesynbTaTe cycneHsuio nepeMelunsany 8 Teuerne 20 4, bunbTpoBany u
KOHUeHTpuposanu. OcTaTok pacTeopany B MeTaHone (3 MN) W YKCYCHO KUCNOTE
(0.1 mn). K aTomy pactsopy aobaensnu ruapoxnopug atunamura (0,081 ) u
unaHoBopruapua Hatpus (0,051 r). MonyyeHnyto 8 pesynbTaTe cMech
nepemewwusanu 8 Tevyerune 20 4 1 KOHUEHTPUPOBANU Ha cunuKarene (1 f) w
3NOUpOBanu CMeCAMU METaHONA/ANXNIOPMETaHA C nonyquheM coeanHeHus,
yKa3zaHHoro B 3aronoske (0,029 r), 8 Buae 6enoro TBepaoro sewecTea.

m/e 412, 414 (M-1*, 100%)

'H AMP (CDCl3) & 8.35 (1H, dd), 7.72 (1H, d), 7.45 (1H, t), 4.45 (2H, s), 4.05
(3H, s), 3.43 (3H, s).

T.nn. 193-196°C.

Mpumep 130 o L

2-Xnop-N-(5-xnop-3-MeT0Kcu-2-nupasuHm1)-3-
¢pTopGeHsoncynngoHamug,

a) N—(S-Xnop-B-meTOKcm-Z-nMpaamHMn)-3-dJTop6eHsoncyan:0HaMm,q
Mony4nnu cnocoboM, onUcaHHbIM B npumepe 1

- -

(peakuuio NPOBOAUAN NPU KOMHATHOM TemnepaType),

\[ I .20 ncnonbays 5-xnop-3-mero+<cm-2-nmpa3MHaMMH (0,798
U r) v 3-dpropbeHsoncynedonnnxnopug (1,17 r). Beixog
0,64r. T
m/e 316 (M-17, 100%)

0) 2-Xnop-N-(5-xnop-3-meTokcn-2-nupasuHur)-3-hTopber3oncyribdoHamus
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TIS%,

Pacteop  N-(5-xnop-3-meTtokcu-2- -nupas3uHun)-3- ¢T0p6eH30ncyan>OHaMM;xa
(npumep 130a) (0,159 r) B cyxom Tetparugpodypare (3 mn) gobaensnu K
NepemMeliaHHomMy  pacTeopy — Auu3onponunamuaa  nuTus (nonydenHoro w3
Avumsonponunamura (0,181 r) u  H-Bytunnutma (25 M 8 rekcaHax)) s
TeTparnapodypare (7,0 mn) npu -78°C. TMonyyeHHbin B8 pesynsTate pacTeop
nepemewmsanu npu -78°C 8 Teuerue 15 MUHYT, a 3aTem gobasnanu rekcaxnopaTan
(0,472 r) B Tetparugpodypare (2 MN), 1 3ToN CMeCM Aasanu AOCTW-{b KOMHaTHOW
TemnepaTypel B Te4YeHUe 5-4acosoro nepuopa. PeaKuMOHHle cMecs racvnu
AocBaenexuem 1 H. consHom KUCAoTsl (10 Mn) n SKCTparnposanu 8 atunauetar (2x20
Mn).  OBbeauHeHHble éKCTpaKTbI BoiCywmsanu  (MgSQOs), cunstposanu u
KOHLIEHTpUpOBan ¢ nony4eHuem macna, KoTopoe ouuwanu xpomartorpaduein Ha
cunukarene, anwUpys  CMecAMM  aTunauertaTa/m3orekcaHa, ¢ nonyyYeHuem
Co€AnHeHns, ykasarHoro 8 3aronoske (0,086 r), 8 suge enoro TBEPAOro BelecTsa.

m/e 350, 352 (M-1%, 100%)

H amp (CDCl3) & 8.16 (1H, dd), 7.81 (1H, br), 7.62 (1H, s), 7.48-7.37 (2H,
m), 4.06 (3H,s).

T.nn. 159-159,5°C.

Mpumep 131
2-Xnop-3-cbrop-N-(3-MeToxcu-2-nupasuann)ﬁeusoncynbcbouamu,q

a) 3- (DTOp N—(3 -MeTOKCU-2- nMp33MHmn)6eH30ncynbcbOHaMw,u

E I > ’\O: _F

Monyunnu cnocobom, onucaHHsIM B Npumepe 1 (peakuuilo MpoBOAUMAM npu
KOMHaTHOW TemnepaType), wcnonb3ys 3-xnop-2-nupasuHamud (1,29, N, 3-
PropbeHzoncynecdonunxnopng (2,13 ). ‘Cblp.OIﬁ ~ NPoAykT  noasepranu

B3aVMOAENCTBMIO C PacTBOPOM MeTokcuaa Hatpus (10 mn 25% pacTsopa B
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MeéTanone) 8 MetaHone (20 MA) C nonyyeHuem coeauHeHws, yKa3aHHoro 8
noasaronoeke (2,36 r), B BUAE TBEPAOTro BellecTsa.

m/e 284 (M+1°, 100%)

T.nn. 142-143°C.

6) 2-XI‘IOp-3-CbTOp-N—(3-M€TOKCM-2-ﬂMp83MHMﬂ)6éH30ﬂCyﬂbeOHaMMﬂ

Monywinwn, «kak pans  npumepa 130, w3 3-tbTop-N-(3-meTokcu-2-
ApasnHun)bensoncynsoHamuaa (npumep 131a) (0,283 f), Auusonponunamuga
nnTUA (nonyyYeHHoro U3 guusonponunamuxa (0,30 r) v H-ByTunnutua (0,96 mn 2,5 M
pacTeopa 8 rekcaHax)) u rekcaxnopataxa (0,994 r) 8 6e3sogHOM TeTparuppodypaxe
(20 Mn) nonyuunu coeanHeHue, ykasaHHOE B 3aronoBke (0,092 r), B Bupe Genoro
TBEPAOro BewecTsa nocne nepekpucranusaumm us  mpem-ByTUAMETNNOBOrO
adupa.

m/e 318, 320 (M-1%, 100%)

'H AMP (CD;OD) &-8.11-8.08 (2H, m), 7.57 (1H, d), 7.57-7.50 (3H, m), 4.0
(3H, s).

T. nn. 144-145°C.

Mpumep 132

2-X11op-3-meToxcu-N-(3-MeToxcM-2-nupaauﬂun)Geusoncyn bdoHamua
a) 3-MeTokcu-N-(3-meToken-2-nupasuHun)bersoncynshoHamug

I
0

N\
[ IO“S”O 0
At
H

Monyunnu cnocoBom, onvcaHHbIM B NpuMepe 1 (peakuwio nNposoauny npwu
KOMHaTHOW™ TemnepaType), wcnonbays 3-xnop-2-amwHonupaaud (0,83 r), 3-
meTokcubeHsoncynsdonunxnopua (1,44 ). Cbipon  npopykT ~ nogsepranu

B3aUMOAEWCTBMIO C PacTBOpPOM MeTokcuaa Hatpus (10 mn 25% pacrtsopa B
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MeTtaHone) 8 MertaHone (20 Mh) C nonyquMe'M coe,queHmn, yKa3anHoro 8
noasaronoske (1,41 r), B BuAe TBEPAOro BewecTsea.

m/e 296 (M+1", 100%)

T. nn. 133-134°C,

6) 2-Xnop-3-MeT0Kcm-N-(3-MeToxcmnmpaawH-Z-mn)GeusoncynbeOHaw,q

Nonyuunu, «kak Ans npumepa 130, wu3 3-meToken-N-(3-meTokcu-2-
nupasuHun)bensoncynsoHamMuaa (npumep 132a) (0,295 r), auuaonponunamuaa
nvTvs (nonyYeHHoro 13 guusonponunamuna (0,30 r) u H-ByTunnuTus (0,96 Mn 2,5 M
pacTeopa B rexkcaHax)) 1 rekcaxnopatada (0,994 r) s BessogHom TeTparngpodypane
(20 mMn) nonyuunu coeauHeHve, ykasaHHOE B 3arorfoBke (0,152 r), 8 Buge Benoro
TBEPAOro BewecTsa nocne nepekpucTaniusaumm w3  mpem-6yTUnMeTUnosoro
adhupa.

m/e 328, 329 (M-17, 100%)

'H AMP (CDCl3) & 7.97 (1H, d), 7.92 (1H, br), 7.65 (1H, d), 7.60 (1H, d), 7.41
(TH, 1), 7.15 (1H, 1), 3.99 (3H, s), 3.91 (3H, s).

T.nn. 151-152°C.

Mpumep 133
N-[5-Bpom-3-[(2 S)-2-nupponuanHunmeTokcu]-2-nupasuHun]-2,3-
Anxnop6eH3oncyngoHamMua

C Tunpna Hatpua (0,026 r 60% aucnepcun B

ol mMacne) paobasnanu k cmecw 2,3-guxnop-N-(3,5-gu-

“S"O Bpom-2-nupasuHun)bexsoncynedoHamuaa  (npumep

31a) (0,1 r) 1 mpem-ByTunosoro acpupa 2-rmapokcu-

/E I MeTUNNupponnauH-1-kapboHOBOW KNCNQTbI (0',0'88 ry

B 1,2-pumMeTokcunataHe (2 mn). Yepes. 0,5 y aTy
KL) PEakUMOHHYKD CMECh pacnpegensnu mexay 2 H.
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CONAHOW KUCNOTOW 1 3TUnauetatoM. OpraHuyeckuil pacreop sbicylmsanu (MgSO,)
“ Bbinapusanu. B pesynbTate xpomarorpacuu Ha cunukarene, aniouUpys cMecamu
dTunauerata/vuaorekcaHa, MOMyYMNM COEGAMHEHWE, YKa3aHHOE B  3arofoske,
33U.1I/1L1.1éHHO€ rpynnoé BOC (mpem-Byrokeukapbonun) (0,11 r) 8 Buae macna. dtot
NPOAYKT pacTsopsnu B auxnopmerare (6 mMn) u TpmchopyxcyCHoﬁ kucnote (2 mn).
Yepes 2 4 gobasnsnu TONyon, U pacTeop Bbinapusanu [o cyxoctu. B peaynbrate
Kpucrannusauuv u3 AUITUNOBOrO 3cupa nonyynnu npoayicr 8 8suae 6enoro
TBepaoro sewlecrtsa (0,083 r). S '

m/e 482 (M+1", 100%)

'H AIMP (D6-OMCO) & 8.99 (1H, br), 8.65 (1H, br s), 8.13 (1H, d), 7.95 (1H, d),
7.84 (1H, s), 7.59 (1H, t), 4.57 (1H, dd), 4.39 (1H, 1), 4.0 (1H, br s), 3.3 (2H, d), 2.20-
2.05 (1H, m), 2.05-1.90 (2H, m), 1.85-1.75 (1H, m).

T. an. 199-200°C.

Mpumep 134

MeTtunosbin acup 5-(2,3-auxnop6ensoncynsdoHunamuno)-6-(3-
MUPUAUHUNMETOKCU)NUPA3UH-2-KAPGOHOBOW KUCMNOTbLI

cl Monyunsn, kak B npumepe 113, ucnonb3ys N-
[5-6pom-3-(3-nupnanHunmetokcu)-2-nupasunun}-2,3-
AvxnopbexsoncyneoHamug (npumep 34) (0,2 nwu
N b“H anxnopug, Guc(tpudennndocdun)nannaams (1) (0,1
/[j: r). Beixog 0,14 r.

MeO,C™ "N” 7O  m/e 469 (M+1*, 100%)
] 'H AMP (D6-OAMCO) 5 8.83 (1H, s), 8.61 (1H,
N d), 8.15-8.05 (3H, m), 7.90 (1H, d), 7.60-7.50(2H, m),

5.48 (2H, s), 3.82 (3H, s).

Cl
Q=8=0

/

\

T. nn. 209-210°C.

Mpumep 135
5-{[(2,3-Anxnopcderun)cynugonun]ammto}-6-(3-nupuamHmMnmeTokcu)-2-
nupasnHkapbokcamug
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G
MeTunoseii acup 5-(2,3-amxnop-
c BeHzoncynbdorunamuHo)-6-(3-nupuamHnn-
-S o METOKCU)NUpa3uH-2-kapBoHOBON KUCAOTbI

I (npumep 134) (0,05 r) Harpesanu npv 60°C 8 7 M
HzN

amMmuake B MeTaHone B TedeHne 4 cyTok. PacTseop
h BbiNApusanu 4o CyxocTu, 1 NpoaykT '. ‘
_ KpucTannulosanu u3 MetTunaueTara. Boixoa
N 0,027 r.
m/e 453 (M-17, 100%)
'H AMP (D6-AMCO) & 8.72 (1H, s), 8.52 (1H, d), 7.99 (1H, d), 7.90 (1H, d),

7.83 (1H, s), 7.66 (1H, d), 7.56 (1H, 5), 7.45-7.35 (2H, m), 5.49 (2H, s).
T.nn. 174-178°C.

Mpumep 136

2,3-Auxnop-N-[5-(4-nupnannnn)-3-(3- nupunuuunMeToxcu) 2-
nupasuHun]6eHsoncynLgoHamun ‘

a) 2-Metunnponunosbii®  acup [5-6pom-3-(3-nupuanHunmeTokcu)-2-
nnupasuHun][(2,3-auxnopdeHnn)cynbdoHun]kapBamMuHOBOM KUCNOTbI

“ Fuapwa Hatpus (0,045 r 60% ancnepcuu B
cl ' ~ Macne) fobaensnu k N-[5-6pom-3-(3-nupugunun-
‘S—O . MEeTOKCH)-2-nMupasnHun]-2,3-quxnopbeHson-
cynbdoHamugy (npumep 34) (0,5r) 8 1,2-au-
/[ I MeTokcnaTane (3 mn). Jobasnsnu n3obyTun-
xnopd)othaT (0,15 mn). Yepes 2 y 3Ty
| /N PEaKLIMOHHYIO CMeCh pacnpenengnm_me»qqy

. .Bopomn n atunauetatom. OpraHuyeckuin cnoii
BbICYLLUMBANN (Na2804) W BblNapueanu ¢ nonyquweM npoaykta (0,65 r).

WUcnon b3OBaJ"IM HEenocpeancCTBEHHO.

6) 2,3-[inxnop-N-[5-(4-nupuaununn)-3-(3-nupuanHunmeTokem)-2-
nupasuHun]bersoncynbgoHammng ’
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c 2-MeTunnponunoseiit achup [5-6pom-3-(3-
o1 AUPUAUHUNMETOKCH)-2-Npa3uHun]((2,3-anxnop-

N 0=E:9 heHun)cynsorun]kapbaMUHOBOMN KUCAOTbI (npumep

| \j[ 136a) (0,11 r), 4-TpubyTuncTanHanunnupuant (0,087
N, ~ Nig rw mempakuc(rpwcbeHmnq)occqu)nanna,qmﬁ (O}
Z l X (0,05 r) 8 Tonyone (3 Mn) Harpesanu npu'95°C &
N7 TeyeHue 16 4. B pesynbTate xpomartorpachum Ha

Chnvkarene, anievpys CMeCaMi ITunayeTaTa/aTaHona, NoNyynni CoeAMHEHE,
yKka3aHHoe B8 3aronoske, 3alluuleHHoe rpynnou 2-metunnponunkapGonun (0,09 r).
970 coeguHeHune Harpesanu npu 60°C B MeTaHone (2 Mn) u 1 M rugpokcuge HaTpus
(0,36 mn) B TeyeHue 1 4. ITOT pacTeop Bbinapveanu. OuucTky nposoaunu

npenapaTneHON XWAKOCTHOW XpOMaTorpaduer BLICOKOro AaBNeHVs ¢ obpalyeHHomn
asoir. Beixog 0,015 .

m/e 488 (M+1", 100%)
'H AMP (D6-OMCO) & 9.05 (1H, s), 8.85 (2H, d), 8.78 (1H, d), 8.62 (1H, s),

8.44-8.39 (3H, m), 8.17 (1H, dd), 7.96 (1H, dd), 7.87-7.80 (1H, m), 7.64-7.57 (1H; m),
5.74 (2H, s). |

T.nn. 210°C (pasnaraertcs).

Mpumep 137

2,3-.[1uxnop-N-[5-(ru.qp0Kcumemn)-S-(B-nupu,uuHunmeroxcu)-Z-
nupasuHun]6eHsoncynncgoHamup

¢ Antomorngpua nutus (0,85 mn 1 M

e pacTBop B TeTparnapocypaHe) aobasnanu no
O‘—”?:O . Kannam K MeTunosomy adpupy 5-(2,3-guxnop-
N\ NH 6exsoncynbdoHUNaMnHo)-6-(3-nupuanHun-

HO\/[NIO _ - METOKCM)HMpéSh'H-é-Kapﬁdéi'oébVi KMCTOTbI

(npumep 134) (0,2 r) B TeTparugpodypaHe (10
B : M), OXNaXaeHHOMY A0 -65°C. OToiA
N7

PeaKUNOHHO CMEeCU AaBanit HarpeTbes A0
KOMHaTHOIt TemnepaTyps! U NepeMellnsany B TeueHue 1 4. Jo6asnsnu BoaHyo

YKCYCHYIO KVCIOTY, U CMEChL 3KCTparnposanu atunauetatoM. OpraHnyeckuin pacTeop
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Bbicywmsanu (MgSO,) v Beinapvsanu. B'peaynbrare‘ xpomarorpachuu Ha
cunukarene, anonpys cMecaMu atunaueTata/MeTaHona, NoNyYunu coequHeHue,
ykasaHHoe B 3aronoske (0,08 r).

m/e 441 (M+1*, 100%)

'H AMP (D6-AMCO) & 8.73 (1H, 5), 8.55 (1H, d), 8.06 (1H, dd), 7.95-7.85 (2H,

m), 7.65 (1H, s), 7.56 (1H, t), 7.64-7.57 (1H, m), 5.41 (2H, s), 5.36 (1H, t), 4.41 (2H,
d). ‘ ' ' '

Mpumep 138
2,3-Anxnop-N-[5-(ruapokcumeTtin)-3-metokcu-2-
nupasuHun]oeHsoncynboHamua

- .« -

Cl

Monyuunu, kak 4na npumepa 120, ncnonbays
c MEeTUNoBbLIA 3cup 5-(2,3-auxnopBeHsoncynbdonun-

0=9=0 aMWHO)-6-MEeTOKCUNNPA3NH-2-KapBOHOBON KUCAOTbI
\/[ I (Npvmep 113) (0,84 r). Buixog 0.5 r. -
"o mie 364 (M+1°, 100%) . .
"H AMP (D6-AMCO) 5 8.21 (1H, dd), 7.79 (1H, dd),
7.59 (1H, s), 7.51 (1H, 1), 4.50 (2H, s), 4.01 (3H, )
T. nn. 160-161°C.

Npumep 139
N-(5-Annunokcu-3-meTokcu-2-nupasnnun)-2,3-
,quxnopGeHaoncynbcbouaMM,q
Cl
MeToauka, kak ans npmmepa 115, MCHOJ’Ib3yﬂ
c N-(5-xnop-3-meToken-2-nupasvxun)-2,3-auxnop-N-({2-

O=?=O [(Tpmmemncmnmn)oxcw]sToKcm}MeTmn)fSeHsoncynbd)o

N NH
%]\ /[ \:[ Hamug (npumep 115a) (0,25 r), annunoswit cnupTt
0 N/ o (0,06 1) u ruppua Hatpusa (0,035 r 60% Avcnepcun B
macne) B N,N-gumetundopmamuge (5 wmn),

NepeMelMBaeMbIe NPU KOMHATHOW Temnepatype B TeuyeHue 5 cytok. OuucTky

nposoaunu XpomaTorpaduen Ha cunukarene, anoupysn cMecsMu
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3Tunauetata/ulorekcaHa, ¢ NONyYEHUEM COBAUHEHUS, YKAa3aHHOTO 8 3aronoBKe, ¢
npucoeguHerHon SEM rpynnoi. Beixog 0,18 r. 310 coeguHenuve pacTeopsnu B
AvxnopmeTaHe (4 mn) u Tpmcpropyxcyc:Hoﬁ kucnote (1 mn). Yepes 2 4 gobasnsanu
Tonyon, u cmech Bhinapueanyt Ao CyxocTu. O4YUCTKy NPOBOAUNK XpomaTorpadueit Ha
cunvkarene,  3NKWPYR  CMECAMM  aTUnaueTaTa/v3orekcaHa, ¢ NONyYeHnem
COSANHEHWA, YKa3aHHOro B 3aronoske. K'pwcrannm'so_eanm n3 -cmecm “,qmsmnoeoro
acpupal/vsorekcaHa. Boixog 0,026 .

m/e 390 (M+1", 100%)

'H AMP (DB-AMCO) 5 10.81 (1H, s), 8.0-7.9 (2H, m), 7.53 (1H, t), 7.49 (1H,
s), 6.07-7.02 (1H, m), 5.38 (1H, dd), 5.26 (1H, dd), 4.80 (2H, d), 3.82 (3H, s).

T. nn. 120-121°C.

Mpumep 140
2,3-Auxnop-N-{3-meTokcu-5-[(nupasuHunokcu)merun]-2-

nMpasnHun}oeHsoncynbgoHaMua

a ' Mmapua Hatpus (0,022 r 60% Aucnepcuu 8
- macne) Aobasnsnu K 2,3-auxnop-N-[5-
0=S=0 (rnppokcumeTun)-3-MeTokeu-2-Nnpasunun]Bexson-

\/[N\I&H cynbdoHamuay (npumep 138) (0,05 r) B N-
[N\j/o NZ (,) mMeTunnupponuauHoHe (2 mn). “Yepes 0,5 y
N7 AoBasnanu xnopnupasumd (0,013 mn), u cmecs
Harpesanu npu 60°C B TeueHue 3 4. [oBasnsnu BogHYio YKCYCHYK KUCNOTY, ¥ 3Ty
CMECb 3KCTparuposanu atunaueratoM. OpraHWYeckuil pacTBOp BbICYLUMBANM
(NazSQ4) n seinapvBann. B pesynstate xpomatorpachuv Ha cunukarene, anounpys
CMeCAMM 3TunaueTaTa/M3orekcana, NonyYunu coeauHeHne, ykasaHHOe B 3arofnoske
(0,012 ). , '
m/e 442 (M+1%, 100%)
"H AMP (D6-OMCO) & 8.36 (1H, s), 8.23 (2H, d), 8.06 (1H, d), 7.87 (1H, d),
7.68 (1H, s), 7.54 (1H, t), 5.26 (2H, s), 3.86 (3H, s). '
T. nn. 155°C (pasnaraeTcs).
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Mpumep 1441
2,3-Anxnop-N-[5-(3-ruapokcu-1-nponunun)-3-metokcu-2-
nupasvHun]6ensoncynbdoHamua
Cl

Cmech N-(5-6pom-3-MeToKcu-2-nUpasuHun)-
2,3-;1Mxnop-N-[{2-(TpmemncwnaHmn)3T0Kcm}Memn]-
BeHsoncynsdonammaa  (npumep 55a) (0,52 ),

I Pponapmnoaoro chpTa (0,223 mn), oauaa meau n
(0, 05 r) v xnopuaa 6uc(Tpmd)eHwnd30ccpMH ynannaausa
(1) (0,1 r) 8 TPMatunamure (3 MN) nepemMewmnsanu

Npy KOMHaTHOW TemnepaType u 8 aTmocdepe a3oTa

B TedeHune 16 4. Pacrsoputens sbinapusanu. B pesynbTarte xpomarorpaduu Ha

Cl
-S-O

cunukarene, anwUPys CMECAMM 3Tunauerarta/m3orekcana, nonyuunu coeaunHeHue,
yKa3anHoe B 3aronoske, codepxaliee  3aUTHYIO ~rpynny  SEM  ([2-
(TpumeTuncunun)atokculmeTun) (0,38 r). 0,074 r atoro coepurieHus pacTsopanu 8
AvnxnopmeTane (2 Mn) u TPUTOPYKCYCHOMN KucnoTe (2 Mn). Yepes 1 4 pacTteoputens
Bbinapusanu. B pesynbTate xpomaTorpaduu Ha cunukarene, 3NoUpys CMecsmMu
dTunauertaTa/v3orekcana, NONyYUnu CoeauHeHne, yKaaaHHoe B 3aronosxe (0,043 r).

m/e 386 (M-1%, 100%)

'H AMP (D6-OMCO) 6 8.07 (1H, d), 7.93 (1H, d), 7.72 (1H, s), 7.58 (1H, 1),
4.29 (2H, s), 3.90 (3H, s).

Mpumep 142
N-{3-[(5-5pOM-3-nupu.quHun)MeToxcu]-S-xnop-Z-nupasunun}-2,3-
AuxnopGeH3oncynbhoHamug,
cl |
Monyyunu cnocobom npumepa 31, ncnonb3ys

Cl (5-6pom-3-nupuannaun)meTtaron (0,2 r) v 2,3-gu-

—S-O xnop-N-(3,5-Anxnop-2-nupasnHnn)beHsoncynbdo-

/E I amua (npumep 74) (0,25 r). Buixoa 0,17 r.

cl : m/e 523 (M-1*, 100%)

Br "H AMP (D6-IMCO) & 8.77 (1H, d), 8.71 (1H,
' d), 8.28 (1H, s), 8.07 (1H, dd), 7.92 (1H, d), 7.85

Y

\

Crpanuua: 105



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

(1H,'s), 7.55 (1H, 1), 5.43 (2H, 5).

T.nn. 199-201°C.

Mpumep 143

2,3-ﬂuxnop-N-[5-xnop;3-{[6-(runpoxcuMemn)-2-nupunuuun]meroxcu}-z-
nupasuHun]6exnsoncynbgoHamug

Cl
c
O=?=O
N NH
LX
~
Ci N~ O

N

] AN
==

Monywunu  cnocoBom npumepa 31,
ucnoneays 2,6-6uc(ruapokcumeTun)nupugun (0,11
N w 2,3-nwxnop-N—(3,5-Amxnop-2-nmpaamwn)-
BeHzoncynedoramug (npumep 74) (0,11 r) 8 N-
MeTUnnUpponuauHoHe (2 mn). Beixog 0,043 r.

m/e 475 (M+1", 100%)

'H AMP (D6-AMCO) & 7.97 (1H, d), 7.83
(1H, t), 7.68 (1H, d), 7.43-7.35 (4H, m), 5.44 (1H,

OH

s), 5.32 (2H, s), 4.58 (2H, s).

T. nn. 220°C.

Mpumep 144

2,3-.E1Mxnop-N-{5-xnop-3-[(2-MeTun-4-0Kca30nun)meroxcu] -2-
nupasunHun}beHsoncynsgoHamug

a

Cl
O;S=O

N
AL
O

T.nn. 172-173°C.

Monyunnu cnocobom npumepa 316, ncnone3ys (2-
MeTun-4-okcasonun)metadon (0,08 r) u 2,3-auxnop-N-
(3,5-auxnop-2-nupasnHun)GeHsoncynsoHamma (Npumep
74) (0,26 r). Boixog 0,083 .

m/e 449 (M+1*, 100%)

'H AMP (D6-AMCO) & 8.09 (1H, s), 8.03 (1H, dd),
7.94 (1H, dd), 7.85 (1H, s), 7.55 (1H, t), 5.23 (2H, s), 2.45
(3H, s).
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MNpumep 145

2,3-Auxnop-N-{3-[(2-meTun-4-okcazonun)meTokcu]-2-
nupasvHun}bexsoncynsdoramug

d

Mony4unu cnocobom npumepa 28, ncnonbays (2-
meTun-4-okcasonun)metaron (0,3 r) v 2,3-auxnop-N-(3-
xnop-2-nMpastmn)6eHaoncynbd)dHaMMA (0,88 ).

N\ NH

[ I Beixop 0,035 .
s
N~ "0

m/e 412 (M-1*, 100%) ‘
.\[N\>___ 'H AMP (D6-AMCO) & 8.06 (2H, dd), 7.92 (1H,
g dd), 7.85 (1H, br s), 7.70 (1H, br s), 7.56 (1H. t), 5.23
(2H, s), 2.41 (3H, s). |

C‘ .
O=?=O

T. nn. 207-209°C.

Mpumepebl 146-165 6Linu nonyueHsl, ucnones3lyn npuae.qeuaﬁo HUXe
MeToaANKY:

K pacTtBopy N-(3,5-gubpom-2-nupasunun)-2,3-guxnopbexsoncynsdoHamuaa
(Npumep 31) (0,003 r) n nepeuuHoro cnupta (0,026 ma 0.5 M pacteopa B N-
MeTUnnupponuauHorne) B N-metunnupponuavHoke (0,1 mn) pobasnanu mpem-
Bytokeua kanusa (0,050 mn 1 M pacTsopa B TeTparMapodypare). Itomy pacTeopy
AaBanu CTOATL B TeYeHWE 24 4acoB. Ty PeakUMOHHYI0 CMeCh Pa3BaBmnsanu yKCyCHO
kucnoton (0,010 mn) v sogowt (0,10 mn), u pacteoputenu sbinapusanu. OcTaTok
NOBTOPHO pacTeopsnv B AumeTuncynbdgokenae (0,5 Mn) v oynwanu XvMakoCTHOMR
Xpomarorpaduen aglcoxoro AasneHuss no macce. PacTBoputent Bbinapueanu -c

nony4YeHvem TBEpPAOro BeLlecTsa.
Mpumep 146

N-[5-Bpom-3-(cheHunmerokcu)-2-nupasnuuni-2,3-

AunxnopbeHsoncynbgoHamug
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Cli
Cl
O=§=O
o
&.-N/ 0]

ﬁ m/e 489 (M+1°, 100%)

N-[S-Spom-3-(2-uuKnonponunaroxcu)nupasuuun]-Z,S-

MNpumep 147

Auxnop6eHsoncynsgoHamug

Cl

Ci
0=s=0

)
N NH
r
-~
.Br N o}

m/e 467 (M+1°, 100%)

Mpumep 148
N-[5-Sp0M-3-(3-TueHvmMeTOKcu)nupasuHun]-2,3-
AnxnopbeHsoncynbchoHamug
c

Ci
0=8=0

]
Ny -NH
Br/[N/IO |

mle 495 (M+1*, 100%)
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Mpumep 149
N-{5-Bpom-3-[(2-MeTun-3-hypanun)Merokcu]-2-nupasnnun}-2,3-
Auxnopﬁénsoncynbcbouamun
cl

Cl
O=?=O

. N MH
X
G
B N o)
770

N-{5-Bpom-3-[(3-dbypanunimerokcu]-2-nupaszunun}-2,3-
AuxnopbexsoncynbgoHamug
cl

m/e 493 (M+1°, 100%)

Mpumep 150

Cl
- 0=8=0

N _RH
LX
2
Br N o]
~r
= m/e 479 (M+17, 100%)

Mpumep 151
N-{5-Bpom-3-[(4-bTopcdeHun)merokcu]-2-nupasunun}-2,3-

AuxnopbeHzoncynndoHamug
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ci

c
0=8=0

N NH
LX
. ~
Br N (o)

o,

Npumep 152

mle 507 (M+1°*, 100%) *

N-{S-EpOM-3-[(3-¢TopqaeHun)MeToxcm]-Z-nMpaauHun}-2,3-
AuxnopbeHsoncynsgoHamua

o
| :(\ :c:
' 0=§=0

)
—
8r N 0

o8

Mpumep 153

m/e 507 (M+1*, 100%)

N-{5-Ep0M-3-[3-(2-nupunuuun)nponoxcu]-2—nupaauHun}-2,3~
Auxnop6eHsoncynkhoHamug

m/e 518 (M+1*, 100%)

Crpanuua: 110



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1C2)
Npumep 154
N-[5-BpoM-3-(neHTunokcu)-2-nupasuHun)-2,3-
AuxnopGeH3oncynsgoHamua
Cl

Ct
O=?=O
H

N N

X
~

Br N 0O

m/e 469 (M+1%, 100%)

Npumep 155
N-[5-Bpom-3-(nponunokcu)-2-nupa3unun]-2,3-
AuxnopbensoncynscgoHamun
| _Cr

Cl
0=8=0

|
N NH
r
=
Br N @)
H m/e 441 (M+1*, 100%)

Mpumep 156

N-[5-Bpom-3-(2-meToKCU3TOKCH)-2-NUpa3nHun]-2,3-

Anxnop6eHsoncynsgoHaMua
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Mpumep 157

N-[5-Bpom-3-(2-3ToKkcH3TOKCU)-2-NUpa3nuHun]-2,3-auxnop6ensoncyn bdoHamua

c

Cl
0=S=0

l
N NH
X
' y
Br N (I)ﬁ

o

RU 2312105 C9 (W1 C2)

m/e 457 (M+1*, 100%)

7 " mle 471 (M+1*, 100%)

Npumep 158

N-[5-Bpom-3-(2-chTopaTokcu)-2-nupa3unun]-2,3-auxnopbeHsoncynbhoHamus

O=§=O
N NH
_ :
B N Cl)ﬁ

F

Ci

Cl

m/e 445 (M+1*, 100%)
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Mpumep 159
N-{5-Bpom-3-[2-(1H-umupa3on-1-un)atokcu}-2-nupaannun}-2,3-

AnxnopbeHsoncynndoHamua
Qa

ct
O=?=O

&/l[N:I::
L
I

m/e 493 (M+1%, 100%)

Mpumep 160
N-{S-Epom-3-[3-(3-nupnnuuun)nponoxcu]-z-nupasuﬂv_m}-2,3-

Auxnop6eHsoncynbdoHamua,
c

: c
=?=
N _NH
\ -
B N o) ,
~
m/e 516 (M-17, 100%)
Mpumep 161

N-[5-Bpom-3-[2-(meTunamuHo)aTokcul-2-nupasznHun]-2,3- -

AnxnopobeH3zoncynbdoHamun
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u\

m/e 456 (M+1", 100%)

MNpumep 162
N-{5-Bpom-3-[3-(4-ruapokcudcen unjnponokcu]-2-nupasuuun}-2,3-
Auxnop6eH3oncynsgoHamug

Cl

‘ d
=S,,=o
Jog
Z
Br N O

m/e 533 (M+1%, 100%)

Mpumep 163
N-[5-Bpom-3-(2-heHoKcUITOKCH)-2-NUpa3nHUn]-2,3-
AnxnopbeHsoncynbdoHamua

al

cl
0=8=0

<

“mle 517 (M-1*, 100%)
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N-[5-Bpom-3-(uuknonponunmetokcu)-2-nupaaunun]-2,3-

Auxnop6ensoncynngoHamug

Cl

c
O=?=O

N NH
X
~
Br N 07

MNpumep 165

m/e 453 (M+1", 100%)

N-[5-Ep0M-3-(3-cbeH0Kcunponoxcu)-Z-nMpasuHun]-Z,B-

AuxnopGeHsoncynbdoHaMus

& -
o]
O=§ =0
o
’ s
Br N o]
| kLO

3

Mpumep 166

m/e 531 (M-1*, 100%)

2,3-Auxnop-N-(5-3ToKCU-3-MeTOKCH-2-NUpPa3uHUN)GeH3oncyn bcbouéiw ua

Monyunnu, kak ans npumepa 56, ncnonsays N-
(5-6pom-3-meTokeu-2-nupasnHun)-2,3-guxnop-N-[{2-
(TpuMeTUnCUnanun)aTokeMeTUn]6eH30NCy NbdoH-
amung (npmmep 95a) (0,3 r) u atokcug Hatpus (5 mn

0,5 M pactsopa B ataHone). Boixog 0,1 r.

m/e 378 (M+1%, 100%)
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'H AMP (CDCly) & 8.22 (1H, d), 7.65 (1H, d), 7.49 (1H, s), 7.34 (1H. t), 7.30
(1H, s), 4.24 (2H, q), 3.95 (3H, s), 1.36 (3H, 1).
T. nn. 96-97°C.

MNpumep 167 :
2,3-Auxnop-N-[3-meTokcu-5-([1,2,4]-1-Tpnasonun)-2-

nupasuHun]benzoncynbdoHamua

NN O
\[ \:[ % o Monyuinwu, «kak ans  npumepa 1016
N n’.s ct (PeakuuoHHylo cMecb Harpesanu npu 50°C),
@-cy mcnons3ys N-(5-6pom-3-MeTokeu-2-nupasnHun)-2,3-
AMXHOp-N—[{Z-(TpMMeTMHCMnaHMH)GTOKCM}MGTMD]-
beHsoncynbdonamua  (npumep 55a) (025 1) w (1.2, 4]tpwason (0,1 r).
MpomexyTo4HbIN NPOAYKT, copepxalwnm rpynny SEM (2-
[TpumeTuncunun]atokcumeTun),  ounanu xpomartorpacduen Ha cunukarene,
Snionpys CMecamu aTunaueTata/v3orekcaHa. B pesynbTate yganenus sawmTbi kak
Ans npumepa 1016, nony4wunu coeanHexue, ykasanHoe 8 3aronoske. Boixoa 0,035 .
m/e 401 (M+1%, 100%) -
'H AMP (CDCl3) & 8.92 (1H, s), 8.34 (1H, d), 8.24 (1H, s), 8.08 (1H, s), 8.01
(1H, brs), 7.72 (1H, d), 7.43 (1H, 1), 4714 (3H, 1).
T. nn. 248-249°C.

Mpumep 168 |
2-[5-(2,3-Auxnop6eH3oncynbhoHNNIaMUHO)-6-MeToKCU-2-

nupasunHuncynbdanun]-N-meTunaueramug

o .
< /l\ Monyunnu, kak gnsa npumepa 1016,

ncnonesysa N-(5-6pom-3-meToken-2-nupasmtHunn)-
\[ I w0 | 2,3-puxnop-N-[{2-(TpumeTuncunasun)aTokcu}-
‘ meTun]6eHsoncynbhoHamMug (Npumep 55a) (0,4

@ r) n 2-mepkanTo- N—MemnaueTaMM,q (O 1r).

- MNpomMeXyTouHbIN MPOAYKT, co,qepn(aumm rpynny SEM (2—

[TpuMeTUnCMNUN}aToKCUMETHN), CYULLany XpomaTtorpaduen Ha cunukarene,
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3Noupya CMecAMU aTunaueTarta/msorekcana. B pesynoraTe ynanexus 3awuTsi, kax
Ans npumepa 1016, nonyynnu coeauHerue, ykasanHoe 8 aaronoske. Beixog 0,05 r.

m/e 437 (M+1°, 100%)

"H AMP (CDCl3) 5 8.25 (1H, dd), 7.76 (1H, s), 7.68 (1H, dd). 7.58 (1H, s), 7.40
(TH, 1), 6.62 (1H, brs), 3.99 (3H, s), 3.69 (2H, s), 2.86 (3H, d)

T. nn. 150-152°C.

Mpumep 169

2-[5-(2,3-AnxnopbeHzoncynLoHUNaMUHO)-6-MeToKeH-2-

nupasnHuncynbdaHun]auetamug
o . .. .

H.‘,NJH J) Monyuunu, kak gns npumepa 1016,
S{NI % o ncnone3ys N-(5-6pom-3-meTokeu-2-nupasuHun)-
N -

N nzs’ a 2,3-,qunop-N—[{2-(TpwmemncmnaHmn)a'roxcm},-
@—-m MeTun]6eHsoncynsdoHamug (npumep 55a) (0,2 1)
u 2-mepkantoaueTtamug (0,05 r). MpomMexyTouHbIN
APOAYKT, conepxalui rpynny SEM, ounutanu xpomatorpaduein Ha cunukarene,
SMOVpys CMEcsMW aTunaueTaTa/msorekcaHa. B pesynbrarte yganeHus sawmThl, kak

Ansa npumepa 1016, nonyunnu coeguHerue, ykasaHHoe B 3aronoske. Beixog 0, 03 r.
m/e 423 (M+1%, 100%)

'H aMmp (CDCl3) 5 7.98 (1H; dd), 7.75 (1H,-d), 7.46-7.42 (3H, m), 7.06 (iH, s),
3.83 (3H, s), 2.59 (2H, s).
T. nn. 163-164°C.

Mpumep 170
2,3-,D.uxnop-N-[S-(4-¢'rop6en3uncynbcbaum1)-3-meroxcu-2-
nupasmHun]éensoncynsdoHamun

F Nonyynnu, xak ans npumepa 1016, -
| | ncnonbays N-(5-6pom-3-MeToKCH-2-Nnpasvkn)-
\[ \:E o 2,3-,qunop;N-[{2-(TpMMemncwnaHMn)sTOKcm}-

N uzs’ a meTunjbensoncynsgoramug (npumep 55a) (0,4
<\ />—c|

r) v (4-dropdperun)meTtantumon (0,13 r).
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MpomexyTouHbIi NpoaykT, coaepxawumi rpynny SEM, ouniany xpoMmatorpaduei
Ha cunukarene, aniovpys CMECAMY aTUnaueTaTta/lorekcana, B peaynsrarte

yAaneHus sawuTel, kak ana npumepa 1016, nonyyunu coegurenue, YyKa3aHHoe B
3aronoske. Boixog 0,2 r.

mie 474 (M+1°, 100%)

'H AMP (CDCl) & 8.25 (1H, dd), 7.73 (1H, ), 7.67 (1H, dd), 7.51 (1H, s), 7.38
(1H, 1), 7.27 (2H, m), 6.92 (2H, m), 4.24 (2H, s), 4.01 (3H, s).

T. An. 119-120°C. -

MNpumep 171

2,3-Auxnop-N-[5-unaHoMeTuncynsdanun-3-metokcu-2-
NUupasuHun]densoncynbcoHamug

m/e 403 (M-1%, 100%)
'H AMP (CDCl5) & 8.28 (1H, dd), 7.84 (1H, s),

\ /O
u 7.89 (1H, dd), 7.63 (1H, s), 7.38 (1H, t), 4.11 (3H, s),
@» 3.78 (2H, s).

T. nn. 158-159°C,

|N : © lonyuenve cm. hpumep 172.
Ul N 3

Mpumep 172
2,3-,E1lenop-N-[3-MeTOKcu-5-([1,2,4]-3-0Kca.uuasonunmemncynbd)auun)-
2-nupa3uHun]6eHsoncynngonamun
=Y
o S L . S
. N MNMonyunnu, kak ans npumMepa 1016, ncnoneays

\[ I ) o N-(5-6pom-3-meTokeu-2-nupasnHun)-2, 3-auxnop-N-
87

[{2-(TpuMeTUncunanun)aTokeumMeTUn]GeH30N-
G* cynschoHamug (npumep 55a) (0,4 r), [1,2,4]-3-okca-

,qwaéonmnMeTaHTmon (0,15 r) u kapbonaT uesus (0,5
r) NPU KOMHaTHOW TemnepaTtype B TedeHue 16 u. MNpomexyTouHble NPoayKThl,
coaepxatuve rpynny SEM (2-[tpumeTuncunun]atokcumeTun), ounwanm

XpomaTorpadmeit Ha cunukarene, anioupys CMecaMm aTWnaueraTa/msorekcaHa. B

pesynbTaTe yaaneHus sawmTel, kak Ans npumepa 1016, nonyunnu coeauHeHne,
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yka3sarHoe 8 3aronoske (0,09 r), u 2,3-auxnop-N-[5-unanomeTuncynsdanun-3-
METOoKCK-2-nupa3vxun]6ersoncynsdoHamua (npumep 171) (0,1 r), koTOpbI
OTAeNANU xpomaTtorpaduen Ha cunukarene, aNKOUPys ANXNOPMETAHOM.

m/e 448 (M+1", 100%) ‘

"H AMP (CDCl3) 8 8.64 (1H, s), 8.26 (1H, dd), 7.76 (1H, s), 7.67 (1H, dd), 7.57
(1H.'s), 7.37 (1H, 1), 4.39 (2H, s), 4.04 (3H, 5).

T. nn. 154-156°C.

Mpumep 173

N-[5-(2-AMuHoamncynbcbauun)-:i-meroxcu-z-nupaam-lun]-2,'3-
Auxnop6eH3oncynbgoHaMun

NH,
‘\ l ' Monyunnu, kax ans npumepa 1016, ncnonb3ys
S\[N\IOO\\ 6 N-(5-6pom~3-meTo+<cu-2-nmpaamnwn)-Z,3-nmxnop-N-
NZ S77 « [{2-(prMemncmnaHmn)aToKcm}MeTmn]GeHson-

¢ CynbdoHamug (npumep 55a) (0,45 r) u rmapoxnopug
2-amuHoaTtaHTuona (0,2 r). Beixog 0,03 1.
m/e 409 (M+1", 100%) ’ .
"H AMP (D6-AMCO) & 8.02-(1H, dd), 7.94 (1H, dd), 7.87 (1H, s),-7.70 (iH, s),
7.58 (1H, 1), 3.93 (3H, s), 3.48 (2H, brs), 3.28 (2H, t), 3.10-3.03 (2H, m).
T. nn. 189-190°C.

Mpumep 174

2,3-[uxnop-N-[3-meTokcun-5-(5-MeTun-3-usokcasonun MeTOKCH)-2-
nupasuHun]éeHsoncynbgoHamua

= ‘ Monyunnu, kak Ans npumepa 1156, ucnonb3ys
0
‘N | N-(5-6pom-3-meTokeun-2-nupasuHun)-2, 3-auxnop-N-
0\["\:[00 0 [{2-(TpIAMeTMﬂCMJjaHMﬂ)eTOKCM}‘MeTMﬂ]6eH30n- '
80 ‘ et S S SRS
Ol

cynbdoHamug (npumep 55a) (0,3 r) u (5-meTun-3-
G‘@' okcazonun)metaHon (0;13 r). MpomexyTodHbli
NPOAYKT, coaepxalyuvt rpynny SEM (2-[tpumetuncunun]atokcumerun), ounwany

xpomaTorpacbmeﬁ Ha cunukarene, sanoupys CMecsiMu aTunauertarta/msorekcada. B
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Pe3ynbTate yaanexun sawumTsl, kak ans npuMepa 1156, nonyuunu coeaurerue,
yKa3aHHoe B 3aronoske. Boixon 0,2 r.

mie 445 (M+1*, 100%)

'H AMP (CDCl3) 5 8.22 (1H, dd), 7.66 (1H, dd), 7.59 (1H,s), 7.38 (2H, t), 6.01
(1H, 1), 5.31 (2H, 5), 3.97 (3H, ), 2.43 (3H, 5). ‘

T.nn. 142-143°C.

MNpumep 175

2,3-,Eluxnop-N-[S-(S-AumemnaMMHomemn-2-¢ypaﬁunMeToxcu)-3-

MeTOoKCu-2-nupa3uHun]6erHsoncynsgoHamug

\
A o : ' : Monyuunu, kak Ans npumepa 1156, |
= » ncnonbays N-(3-Opom-3-meToken-2-nupasnHun)-
O\ENIéox‘ o 2.3-,qunop-N-[{2-(TpmMemncwnaHmn)aToxcm}-
N st’ a MeTun]BeHsoncynsdoHamug (npumep 55a) (0,3 r)

@ u (S-aumeTunamuHoMeTun-2-bypanHun)MeTanHTon

(0,2 ). Mocne yganerus rpynnsl SEM (2-[tpu-
METUNCUNMN]ITOKCUMETUN) COEAUHEHWE, YKA3aHHOE B 3arONoBKe, O4MLLani

Xpomarorpaduen Ha cunukarene, 3nNUPYs CMecaMn MeTaHona/guxnopmMmeTana.
Boixog 0,23 r.

m/e 487 (M+1%, 100%) .

'H AIMP (CDCls) 5 8.21 (1H, dd), 7.66 (1H, dd), 7.37 (2H, 1), 6.39 (2H, s), 5.20
(2H, 5), 4.00 (3H, 5), 3.84 (2H, 5), 2.51 (BH, ).

T. nn. 114-115°C,

Mpumep 176
N-[5-Bpom-3-(5-aumeTnamuHomMeTUn-2-cbypanun MeTOKCH)-2-

nupasuHun]-2,3-guxnopbeH3oncynkgoHamung

/
O{N\ Monyuunu cnoco6oM npuMepa 31, ncnonebays
,)%/ (5-aumeTvnamuHomeTun-2-cypaHun)metanon (0,2 r)
Bre _N. O u 2,3-p,mxnop-l_\l—(3,5-,qm6pom-2-ninpa3wHmn)6eHaon-
\[ :I c’)\\s,/o a cynspoHamung (npumep 31a) (0,2°r). Ounyanu
N7 N
H
o
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XxpoMarorpaduei Ha cunukarene, aNIOMPYR CMECAMIA MeTaHona/anxnopMeTaHa, v
nepexkpucTannuiosanu U3 ayerToHuTpuna. Boixop 0,058 r.

m/e 535 (M+1%,100%)
'H AMP (D6-AMCO) & 7.92 (1H, dd), 7.63 (1H, dd), 7.36 (2H, t), 6.71 (1H, d),

6.68 (1H, d), 5.22 (2H, s), 4.37 (2H, d), 2.75.(6H, s).
T. nn. 206-207°C.

Mpumep 177

2,3-Aunxnop-N-[5-(2-ruppokcustuncyn bthaHun)-3-meTokcu-2-

nupasuHunl}bensoncynbgoHamug

OH o . .
H Monyuunu, kak ans npumepa 1016,
S N cl) ncnone3ys N-(5-6pom-3-meTokeu-2-nupasunun)-2,3-
\[ :I /\\S -0 - Anxnop-N-[{2-(tpumeTuncunanun)atokcu}metun)-
H BeHsoncynbdoramug (npumep 55a) (0,2 rw2-

Cl mepkanToataron (0,2 r). Mocne yaaneHus rpynnbl
SEM (2-[rpumeTtuncunun}atokcumeTun)
COoeauHeHne, ykasaHHoe B 3aronoBke, 04MLan xpomarorpacuen Ha cunukarene,
anonpys cMecsimu MeTaHona/auxnopmeTtana. Boixog 0,015 r.
m/e 410 (M+1%, 100%) _
'H AMP (CDCl3) 5 8.27 (1H, dd), 7.78 (1H, s), 7.67 (1H, dd), 7.61 (1H, s), 7.39
(1H, 1), 4.04 (3H,s), 3.83 (2H, 1), 3.24 (2H,1). T
T. nn. 180-181°C.

Mpumep 178

2,3-D.Mxnop-N-{5-[2-(3Tuhypeu.qo)3mncynbcpaHun]-3-me1'oxcv|-2-
nupasuHun}6eHsoncynbdoHamug

o . . -
/\u/{LNH Jtunusoumanar (0,016 r) gobasnsnu K
N-[5-(2-amuHo3TUNCYNB D aHNN)-3-MeToKeH-2-

S. N é nwpaawHMn]—2,3-gmxnop6éH30ncynbcbOHaMMAy

(npumep 173) (0,08 r) B guxnopmeTare (5 mn).

0
L .
_s70
n G_ Yepes 1 4 aTy peakunoHHyto cmech
a
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Bbinapusanu Ao cyxocTu. Ouuwanu xpomatorpaduven Ha cunukarene, anovpysa
cMecaAMU mMeTaHona/guxnopmeTtana. Boixog 0,015 r.

m/e 480 (M+1%, 100%) . : .

"H AAMP (CDCl,) 5 8.27 (1H, dd), 7.68 (1H, dd), 7.56 (1H, s), 7.39 (1H, t), 4.60
(1H, br s), 4.18 (1H, br s), 4.04 (3H, s), 3.40-3.30 (2H, m), 3.30-3.2 k2H, m), 3.25-
3.20 (2H, m), 1.15 (3H, 1).

MNpumep 179
2,3-Auxnop-N-[3-(5-aumeTunamuHomeTun-2-cbypat UnMeToKcu)-2-

nupasuHun]éernsoncynbgoHamug,

/
N\ Mony4unu cnocoGom npumepa 28, ncnonbays (5-
- \\ p_.uMemnammHomemn-Z-Q)ypaHMn)MefaHon (0,2r)u 2,3-
Ne O Avxnop-N-(3-xnop-2-nupa3nHun)BeHsoncynsdoramug
[ I Q, e | (npumep 28) (0,4 r). Ounwanu xpomaTorpacuen Ha
Nig H’s c cunukarene, aNtOUPys CMECAMU MeTaHona/auxnopmeTaHa.

Ci  Bwixop 0,2 r
m/e 455 (M-1%, 100%)
'H AMP (D6-OMCO) 6 7.96 (1H, dd), 7.66 (1H, dd), 7.40 (1H, t), 7.30 (1H, d),
7.24 (1H, d), 6.65 (1H, s), 6.64 (1H, d), 5.23 (2H, s), 4.25 (2H, s), 2.66 (6H, s).

MNpumep 180

2,3-JJ,uxnop-N-[G-xnop-3-(5-,u,uMeTunaMMHomeTun-Z-cbypaHnnme'Toxcu)-2-
nupasuHun]oeHsoncynbdoHamug,

Mony4unu cnocoGom npumepa 31,
MCrons3ys (5-aumMeTunamMuHoMeTUN-2-chypaHun)-
metaHon (0,2 r) u N-(3-6pom-6-xriop-2-nupasunun)-
2,3-puxnopbexsoncynshoHamug (npumep 98) (0,3

r). Ouvwanu xpomaTtorpaduen Ha cunukarene,

3aNKKUpyst CMECAMU MeTaHoNa/guxnopMeTaHa.
Beixog 0,11 r.

m/e 491 (M+17, 100%)
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'H AMP (D6-AMCO) 6 8.01 (1H, dd), 7.66 (1H, dd), 7.39 (1H. t), 7.11 (1H, s),
6.69 (1H, d), 6.67 (1H, d), 5.20 (2H, s), 4.39 (2H, 5), 2.76 (6H, s).
T. nn. 209-210°C.

Mpumep 181
2,3-L1Mxnop-N-[G-xnop-3-(5-memn_aMuHoMe'mn-z-cpypanunmeroxcu)-2-
nupasuHun]oeHsoncyngoHamua

/
0\ n Mony4unu cnocobom npumepa 31,' ucnonbays
= (5-meTunamuHomeTun-2-hypanun)metaron (0,3 rNu
cl l N\j:Oo\ . 2,3-auxnop-N-(3,5-auxnop-2-nupa3aurun)benson-
877 @ cynsoHamua (npumep 74) (0,4 r). Ounwianu
a XpomaTorpacuei Ha cunukarene, anoupys

cMecamMu MeTaHona/guxnopmetana. Boixog 0,03 r.
m/e 477 (M+1%, 100%) : '
'H AMP (D6-AMCO) & 8.98 (2H, br), 7.92 (1H, d), 7.63 (1H, d), 7.35 (1H, t),
7.29 (1H, s), 6.67 (1H, d), 6.64 (1H, d), 5.20 (2H, s), 4.25 (2H, s), 2.59 (3H, s).
T. nn. 211-212°C.

Mpumep 182
2,3-ﬂuxnop-N—[S-xnop-3-(5-p.uMeTunaMMHomeTMn-Z-cbypaHunmeToxcu)-2-
nupasuHun}éeHsoncynbhoHaMmug
) Mony4unun cnocobom npumepa 31, ucnonbays

: N/ (5-anmeTunamuHomeTun-2-cbypanun)meraron (0,3 r)

0 A " 2,3-,umx‘n‘op-.l\__/-(3,5-,qv1xnop-2-nwpaanmn)GeHson-
= : cynbcpoHamua (npumep 74) (0,4 r).. Ouuwanu
al N o Xxpomarorpaduen Ha cunukarene, ankMpya cMecaMmu
\[, ::[ Q\S .0 g MeTaHona/guxnopmeTaHa. Boixog 0,30 r.
N H/ m/e 491 (M+1%, 100%)
cl 'H AMP (D6-OMCO) & 7.93 (1H, dd), 7.65 (1H,

dd), 7.36 (1H, t), 7.32 (1H, s), 6.71 (1H, d), 6.69 (1H,
d), 5.23 (2H, s), 4.38 (2H, 5), 2.75 (6H, s). s
T. nn. 209-210°C.
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MNpumep 183

2,3-D.uxnop-N-[3-(5-MeTunaMuHomeTun-Z-cbypaH UNMEeTOKCH)-2-

Nupasaunnun]éensoncynbhoHaMua

MNonyuunu cnocobom  npumepa 28,

N/ ncnonbays (5-meTunamuHomeTua-2--

S\ ypanun)metaron (0,2 r) un 2,3-puxnop-N-(3-xnop-

X 2-n1pasnHun)BeH3oNn-cynbdoHamusg (npumep 28)

N Oo (0.4 r). Qumwianu xpomarorpachuett Ha cunukarene,

[N/:EN,“S’/O al SNKOUPYA  CMecAMU  MeTaHona/auxnopmeTana.
H a. Bbixog 0,12 r.

m/e 443 (M+1*, 100%)
'H AMP (D6-OMCO) & 8.99 (2H, br s), 7.95 (1H, d), 7.62 (1H, d), 7.35 (1H, 1),

7.24 (1H, d), 7.15 (1H, d), 6.88 (1H, d), 6.63 (1H, d), 5.20 (2H, s), 4.24 (2H, s), 2.58
(3H, s).

T. nn. 198-199°C.

Mpumep 184

- N-(5-5pom-3-me'roxcunuba:mHMn)-2-uuauo6eu30ncyan)onamun

Monyannun  cnocoGom  npumepa 1 (peakuuo

CN  MpoBOAMAM NPWU KOMHATHOW TemmnepaType), ucronb3ys 5-

O\ //O
- \? 6pom-3-meTokeK-2-NnpasuHamuH (0,2 r) " 2-
' /‘IN\INH uuaHobersoncyneorHunxnopug (0,24 r). Beixog 0,059 r.
* Yoy
Br N OMe . m/e 369/370 (M+17), 307/309 (100%)

"H AMP (D6-OMCO) & 8.14 (1H, d), 8.09 (1H, d),
7.93-7.82 (3H, m), 3.93 (3H, s). '
T. nn. 190-191,5°C.

Mpumep 185

N-(5-Bpom-3-meTokcunupasnHun)-2,3-auxnop-4-

¢hTopGeHsoncynsdoHamug
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a) 2,3-Auxnop-4-dropbeHsoncynsdornnxnopua
F .
Ci

Cl
0sl-0

ed

|
Ci

XnopcynsdoHoByto kucnoty (12,1 mn) gobasnanu no Kannam k pacteopy 2,3-
Auxnop-4-chtopbersona (5,0 ) s pvxnopmeraHe (12 mn) npu -40°C. 3romy
PacTeopy fasanu MEANEHHO HarpeTbCsl A0 KOMHATHOW  TemnepaTtypsi U
NEpeMeLnBan B Te4EHNME 3 CYTOK. ITOT PacTBOP HaNWBaNU Ha KOMNOTbI nep/soay,
SKCTparMposanu 8 AWXNOPMETaH U KOHUEHTPUPOBANU NPU MOHUKEHHOM AABAEHUU.

Ovunwanu xpomartorpaduen Ha cunukarene, anoupys CMEecsamu
AnxnopmeTaHa/uaorekcaHa. Boixog 4,2 r.
m/e 262/264 (M"), 163 (100%)

6) N—(S-5pom-3-meT0KcmnMpasmwm)-Z,3-Amxnop-4-dnop6eH30ncynbd30HaMM,q

Mony4unu cnocobom npumepa 1 (peakuyuio NPOBOAUNW NMPU KOMHATHOW
Temneparype), ucnosnb3sys 5-6pom-3-meTokcu-2-nupasuHamun (0,2 1) u 2,3-auxnop-
4-hTopBeHsoncynbdoHUxnopua (npumep 185a) (0,031 r). Bbixog 0,042 r.

m/e 430 (M-17, 100%)

"H AMP (DS-OMCO) & 8.16-8.12 (1H, m), 7.81 (1H, s), 7.68-7.64 (1H, m), 3.92

-(3H, s).

T. nn. 208-211°C.

NMpumep 186
2,3-Anxnop-N-[3-meTokcu-5-(4-moponuHunmeTun)-2-
nupasnHun]beHsoncynbgoHamug

a) 2|3-DMXJ’IOp-N—(5-CbOpMMﬂ-3-MéTOKCM-2-nMp33MHMn)6€H30ﬂcynbeOHaMM,q

Crpanuua: 125
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Monyuunu, kak Ans npumepa 107a, ucnonbays 2,3-

Cl ,qunop-N—[S-‘(rmnpoxcmMemn)-3-MeTo»<cm-2-nMpaav1HMn]~

6eHaoncynsdonamua (npumep 138) (0,6 r). Boixog 0,53 r.
Wcnonb3osanu HENOCPEACTBEHHO.

=S=0

’ N
£
0

NH
7
10 '

6) 2,3-Ouxnop-N-[3-meTokcu-5- (4-Mopcboanwnmemn) 2 ﬂMpa3MHMﬂ]68H30ﬂ-

.5 Cynbdonamug
o
@u Mony4nnu, kak ans npumepa 1076, nucnoneb3ys 2,3-
0=8=0 Avxnop-N-(5-chopmun-3-MeTokeu-2-nupasuHun)GeH3on-
20 ]
AN cynbdoHamma (npmmep 186a) (0,26 r) u mopdonun (3,7
I mn). Beixog 0,057 r.

|
A,
N m/e 433 (M+1*, 100%)

'H AMP (D6-IMCO) & 8.12 (1H, d), 7.94 (1H, d).
7.59 (1H, 1), 4.20 (2H, s), 3.96 (3H, s), 3.85-3.65 (5H, m).

25

30
Mpumep 187

N-(3-Annunoxcu-S-xnop-Z-nupaavmm1)-2,3-.quxnop6eHsoncynbcbon-laMMA

35

Hl ‘ Mony4unu cnocobom npumepa 31, ucnons3ys
o Ne O annvnossid cnnpT (10 Mn) B KavecTee pacTeopuTens u
w T :I O\\s”o g 2,3-anxnop-N-(3,5-auxnop- 2 ﬂMpa3MHVIJ'I)6eH3OJ'l-
N l{j{/ cynsdoHamug (npumep 74) (0.35 r). Beixog 0,32 r.
¢ m/e 393 (M-1*, 100%)

'H AMP (D6-AMCO) 5 11.80 (1H, br s), 8.08 (1H,
dt), 7.96 (1H, dd), 7.82 (1H, dd), 7.58 (1H, t), 6.10-6.00 (1H, m), 5.49(1}4, dddd),
5.29 (1H, dddd), 4.86 (2H, dddd). | |
T. nn. 145-146°C.

45

50
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Npumep 188

2,3-11uxnop-N-[5-xnop-3-(2-nponMHunoxcu)-z'-nupasviHun]Genson-
cynbcoHamua

l Nonyyunu cnocoBom npumepa 31, wcnonbays
C’\[N\\Aroo\ o nponaprunoselid cnvpt (0,3 1) u 2,3-amxnbp-N—(3,5-
N N 7 a .gwxnop-2-nMpaamHmn)6eHaoncynb¢>0HaMmg (npumep
H o 74)(0.357). Buixon 0.2 .
m/e 390 (M-1", 100%)
'H AMP (D6-AMCO) & 8.08 (1H, dd), 7.95 (1H, dd), 7.86 (1H, s), 7.58 (1H, 1),
5.02 (2H, d), 3.65 (1H, t).
T. nn. 138-139°C.

Mpumep 189

2,3-fluxnop-N-[3-(2-n ponuHuNoKcu)-2-nupasunun]6eHsoncynsdoHamug

HH : Monyyunu - cnocobom npumepa 28, “cnone3ys

N .0 NponaprinoBbLIN CMPT B Ka4YecTBe pacTBopuTens (3 mn),
[ :I CE\S,,O o 2,3-gwxnop-N—(3-xnop-2-nMpa3MHmn)6eH3oncynbd)OHaMMA
: N H (npumep 28) (0,3 r) v rugpug HaTpus (0,2 r 60% Avcnepcun

B Macrne) npu KOMHaTHON TeMnepaTtype B Tederue 16 u.
Beixon 0,27 r. '

m/e 356 (M-1*, 100%)

'H AMP (D6-AMCO) & 11.67 (1H, br s), 8.10 (1H, dd), 7.94 (1H, dd), 7.85 (1H,
br), 7.72 (1H, br), 7.59 (1H, t), 5.01 (2H, d), 3.56 (1H, 1).

T.nn. 153-154°C.

Mpumep 190

2,3-Auxnop-N-(5-una Ho-3-MeT6Kcu-2-nupa3MHun)Geﬂaoncyn bhoHamMug

o
N\[N\Ioo o MNonyyunu, kak anst npumepa 78, ucnonsays N-(5-
NP . _ ‘
N 6pom-3-meTokeu-2-nupasuHun)-2, 3-auxnopBenson-
H '

cn‘ - cynbcoHamug (npumep 8)+(0,1 r): Boixop 0,034 r.
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m/e 357 (M-1°, 100%) _ o . ,
'H AMP (DB-IMCO) § 8.15 (1H, s), 8.14 (1H, dd), 7.95 (1H, dd), 7.59 (1H, 1),
3.96 (3H, s).
T. nn. 239-240°C.

Mpumep 191

Mapoxnopug 2,3-puxnop-N-{3-meTokcu-5-[(2S)-nupponuanH-2-
WnMeToKcu]-2-nupasnHun}GensoncynshoHamuaa

(Nj\/ - -MeTtoauka, kak Ans npmmepa 115,

ucnons3ys N-(5-6pom-3-meTokcu-2-
nMpa3uHun)-2,3-guxnop- N-({2-[(TpumeTun-
cunun)okeu]aTokeuimeTun)6eHaoncynbdora
Mua (npumep S5a) (0,5 r), mpem-6ytun-(2S)-2- -(rMapokcuMeTn)-NupponuanK-1-
kapGokeunar (0,603 r) v ruapwg Hatpus (0,12 r 60% Aaucnepcun 8 macne) s N-
MeTUnnupponuavHoHe (20 mn). 3awmTy angykta yaananu HCI (4 M s AVoKcaHe) ¢

nony4eHnem anfykra, ykasasHoro B 3aronoske (0,241 r), 8 suge 6enoro Teepaoro
BellecTsa.

m/e 433, 435 (M-HCI+1*, 100%)

'H AMP (D6-AMCO) 5 10.92 (1H, s), 9.45 (1H, br), 8.93 (1H, br), 7.98 (1H. d),
7.93 (1H, d), 7.57 (1H, d), 7.52 (1H, d), 4.53 (1H, dd), 4.37 (1H, dd), 3,94-3.86 (1H,
m), 3.85 (3H, s), 3.22-3.18 (2H, m), 2.13-2.08 (1H, m), 1.99-1.86 (2H, m), 1.76-1.67

(1TH, m).
Mpumep 192

Mmapoxnopua 2,3-puxnop-N-{6-xnop-3-metokcu-5-[(2R)-2-
nu pponu,quHvmMeToxcu]-Z-nMpasuHun}6eH30ncynbcbouaMMAa

i Vs = MeToauka, kak ans npumepa 115,

@ ucnons3ays 2,3-guxnop-N-(5,6-auxnop-3-
Cl
METOKCU-2- nmpaammn) N-{[ (Tpmmemn-

Cmnmn)3T0Kcm]MeTmn}6eH30ncynbq:JOHaMMp, (anMep 66a) (0, 29 r), mpem-6ytun-
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(25)-2-(ruapokcumeTun)nupponuaun-1-kapbokeunar (0,15 r) u rugpua HaTpua (0,04
r 80% aucnepcuu B Macne) B N-MeTUNNUPPONUAUHOHE (20 mn). 3awuTy apayxTa
yaananu HCI (4 M 8 anokcane) ¢ nonyueHnem apAyKTa, yKaldaHHOro B 3aronoske
(0,2r), 8 BUAE Benoro TBEPAOrO BellecTsa.

m/e 464 (M+H", 100%)

'H AMP (DB-AMCO) & 11.24 (1H, br s), 9.46 (1H, br s), 8.99 (1H. br s), 8.01
(1H, d), 7.96 (1H, d), 7.59 (1H, m), 4.61(1H, dd), 4.46 (1H, dd), 3.95 (1H, br s), 3.85

(3H, s), 3.19 (2H, br s), 2.16-2.07 (1H, br s), 2.03-1.94 (1H, br s), 1.92:1.85 (1H, br
s), 1.81-1.72 (1H, br s).

T. nn. 200-204°C.

Mpumep 193

fmapoxnopua 2,3-p.|4xnop-N-[3-MeToxcu-5-(2-nupnp,uwnmeroxcu)-z-
nupasuHun]éeHsoncyneoHaMmuaa

= | \ : MeToauka, kak ans npumepa 115,
\N 0 N\ o ucnonbaya N-(5-xnop-3-metokcu-2-
Q.0
\[ i )\s" cl nupasunHun)-2,3-guxnop-N-({2-[(Tpu-
N ﬁ MeTUNCUNUN)OKCU]aTokCUMeTUN)BeH3on-
Cl

cynsdoHamua (npumep 115a) (0,5 r),
nupuavH-3-meTaxon (0,11 r) v ruapua
HaTpus (0,05 r 60% aucnepcuun B macne) B N-metunnupponuavHoHe (5 mn). Beixog
0,23r.

m/e 438 (M-1*, 100%)

'H AMP (D6-OMCO) d 10.9 (1H, br s), 8.7 (1H, br s), 8.12 (1H, t), 7.99-7.92
(2H, m), 7.74 (1H, ), 7.61 (1H, 5), 7.63-7.53 (2H, m), 5.54 (2H, 5), 3.73 (3H, 5)

T. nn. 180-183°C.

MNpumep 194

2 3-ﬂuxnop-N-(3-meToKcu-S-MeTun-2-nupasuHun)GeﬂaoncynbcbouaMu,q
a) 3-MeTtokcu-6-meTvn-2-nMpasuHaMuH

T
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K pacteopy 5-6pom-3-MeTokcu-6-MeTun-2-nupa3mHamuxa (npumep 1188) (0.8
r) v dopmuata ammonus (0,4 r) 8 MetaHone (20 mn) poBasnanu nannagwit Ha
yrnepoge (0.2 r), ¥ 3Ty peaKkuMOHHyld CMeCb Harpesanu ¢ obpaTHbIM
XONOAUNLHUKOM B Teuyenue 5 4. Mocne OXNaXAEHUA N0 KOMHATHOA TemnepaTypbi
PEaKLMOHHYI0 CMeCk PuUnbTPOBany Yepes cnow uennuTa, v dunsTpar BbiNapusanu.
OcraTok pacnpegensnu Mexay AvMXNopMeTaHoM M BOgGOR. U opraHuyeckyo tasy
Bbicywmeanu (MgSQy), dunbTposanu u Bwinapusanu ¢ nonyqumeM" COeAuHEeHUS,
yKkasaHHoro 8 3aronoske, B suae 6enoro Teepaoro sewectsa (0,44 r).

"H AMP (D6-AMCO) & 7.10 (1H,s), 6.15 (2H, brs), 3.83 (3H, s), 2.14 (3H, s).

6) 2,3-£lmxnop-N-(3-MeT0ch-6~MeTMn-2-nMpasvmmn)6eH30ncyan30HaMM,q
Cl

5 Cl
xe=0
?

N\ NH
T

Pactesop 3-meTtokcu-6-meTun-2-nupasmHamuna (npumep 194a) (0,050 r) n 2,3-
AuxnopbeHsoncynsdoxunxnopuaa (0,098 r) 8 nupuamte (0,3 MIT) nepemellnsany
NPy KOMHATHOW TemnepaTtype B TeuyeHue 18 4. Pacteoputens FBbsnapmsanw c
NONyYeHWem ocTaTka, KOTOpbIA ouuwanu xpomarorpacbméﬁ Ha ~cunukarene,
ANOVMPYA  ANXNOpMETaHOM/3TUNaueTaToM/YKCYCHOR  kuchoToin  (200:4:1), ¢
MONy4eHNEM COEOMHEHWs, yKasaHHOro B 3aronoske, B Buae BneaHO-opaHXesoro
TBepaoro seuwlectea (0,071 r).

m/e 348/350 (M+H", 100%)

'H AMP (D6-AMCO) & 11.44 (1H, brs), 8.14 (1H, dd), 7.92 (1H, dd), 7.65 (1H,
brs), 7.61 (1H, t), 3.85 (3H, s), 2.07 (3H, br s). ‘

T. nn. 50-60°C.

Mpumep 195

2,3-Anxnop-N-[3-meTokcu-5-(1H-1,2,4-Tpnason-1-unmeTnn)-2-
nupasnHun)6eH3oncynbdgoHamug

a) 2,3-Avxnop-N-[5-(rmapoxcumeTun)-3-meTokcu-2-nupasunmnn]-N-{[2-
(TpUMeTUNCUNUN)aToKCH]MeTUN}BEH30NCYNboHaMUA
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C K cycnenauu 2,3-guxnop-N-{5-(ruapokcu-
ol MeTUN)-3-MeToKCH-2-NnpasuHun)beH3oncynbdoH-
Oxg=0 amuaa (1,0 r) 8 auxnopmetare (100 mn)
i
Na NW Aobasnsnu auuzonponunatunamun (0,57 mn) v 2-
-l (TpuMeTuncunun)aTokcumeTUnxnopua (0,58 mn).
HO N o o]
' | \L 3Ty peakUMoHHyI0 CMeCh nepemeLLrsani npu
SIMe,  komHaTHo TemnepaType B Teuenve 0.5 u, 3aTem

npombisany Boaod. OpraHudeckyo dasy sbicywmsanu (MgSO,), unsTposanu u
BbiNapuBani ¢ NOMy4eHNeM XenToro macna. 3To Macno o4uLany xpomatorpaduers
Ha Cunnkarene, anlupys CMecamn AuxnopMeTaHa/aTunagerTarTa, ¢ nonyYeHnem
COeAMHEHUSA, yKasaHHoro 8 noasaronoexe, B suae becuseTHoro Macna (0.87r).

"H AMP (CDCl3) 5 8.04 (1H, s). 7.99 (1H, d), 7.66 (1H, d), 7.28 (1H, 1), 5.27 (2H,
s),4.74 (2H, d), 3.90 (3H, s), 3.78 (2H, m), 2.58 (1H, t), 0.85 (2H, m), 0.00 (9H, s).

6) 2,3-,£1v1xnop-N-[3-MeTOKcm-5-(1H-1,2,4-Tpmaaon-1-MnmeTmn)-Z-nwp33MHmn]-
6eH3oncynsdoHamug
K pacteopy 2,3-guxnop-N-[5-(ruapokcumeTun)-
Cl 3-meToken-2-nupasuHun]-N-{[2-(TpumeTuncunun)-

3aTokcUu]meTun}GeHsoncynsoHamuaa (npumep 195a)

e
Oxg=0 (0,1 r) n TpuaTunamuxa (0,056 mn) B auxnopmeTtaxe (5
<N Ny :LH mn) npu 0°C Acbasnsanu MeTaHcynboHUNXNopus
N\\/r‘\‘ | _ (0,019 M), 1 3Ty peakUMOHHYIO CMECb NepemeLLnBanu
N 0

| npv 0°C B TeyeHne 1 4 v Npu KOMHATHOM Temnepartype
B TedeHue 1 4. 3TOT pacTsop vnbLTPOBanM Yepes Cnoit UennnuTa, NpomMblisas
TUnaueTaToMm, U KOHUEHTPUPOBanu B BaKyyMe C nonyyeHnem 6ecuyseTHoro Macna
(0,082 r). 310 Mmacno paCTsopﬂﬁM 8 N,N-nmmemncbobmaw,ne (0,5 mn) u pobasnsnn
1,2,4-tpuason (0,013 r) v kap6owaT HaTpus (0,026 r). Jty PeakKUNOHHYI0 CMecCh
Harpesanu npu 60°C B Teuexne 18 u, 3aTeM pacnpeaensnu Mexay sTUnaueTaToM 1
HacbilLl€HHbIM BOAHBLIM XNTOPUAOM aMMOHUs (5X). Opranndeckyo cpaay_ablcymmaanm
(MgSQy), hunbTposanu u Beinapueanu. OCTaTok PacTBOPSNW B TPUPTOPYKCYCHOM
kucnote (2 mn) u guxnopmeTaxe (2 mn). Yepes 20 MuH B peaynETaTe yaaneHus
pacTBoOpuTENs B BaKyyMe Nony4unit 0cTaTok, KOTOpbIN ouYnLanin xpomatorpachuen

Ha cunukarene, aMNoVpys CMeCAMU 3TUMALETaTa/yKCyCHOW KUCMOTbI, C NOMyYeHneM
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coeguHeHuns, yKa3aHHOro B 3aronoske, 8 suje 6ﬂeAHO-)KeﬂTOI'O TBEPAOro sewiecrsa
(0,011 1).

m/e 413/415 (M-H’, 100%) o | |

'H AIMP (CDCls) & 8.27 (1H, m), 8.0 (1H, br s), 7.94 (1H, s), 7.68 (1H, d), 7.58
(1H, brs), 7.41 (1H, t), 5.25 (2H, s), 3.97 (3H, s). |

T. nn. 95-105°C.

Mpumep 196

N-(3-(5-A~mHomeTun-Z-daypaHunmeroxcu)-s-xnop-z-nupaauHun)-Z,B-
Auxnopbex3oncynbgoHamua

N, Monyunnu cnocobom npumepa 31, ucnons3ys
OIS (5-amuHomeTun-2-cyparun)mertaron (0,2 rn23-
X anxnop-N-(3,5-auxnop-2-nupasuHun)Genaon-
C[\[N\Ioo\ 5 cynbchoHamug (npumep 74) (0,3 r). Ouvwanu
N
= N,S’ Cl xpomarorpadueii Ha cunukarene, snKUPys
H cl CMecAMU MeTaHona/guxnopmeTana. Beixog 0,1 r.

m/e 463 (M+1*, 100%)
'H AMP (D6-AMCO) & 8.25 (2H, br s), 7.92 (1H, dd), 7.61 (1H, dd), 7.35 (1H,
), 7.27 (1H, s), 6.66 (1H, d), 6.57 (1H, d), 5.19 (2H, s), 4.14 (2H, s) '
T. nn. 201-202°C.

Mpumep 197

N-(3-(5-AmMuHomeTun-2-cbypaHunmMeTokeu)-2-nupasutun)-2,3-. -

Anxnop6eH3oncynbdpoHamua

, N, MNonyuunn cnocobom npumepa 28, wucnonbays (5-
0" amuHomeTun-2-cpypaHunimetaron (0,2 r) un 2,3-guxnop-N-
> (3-xnop-2-nupasuHun)bensoncynsdoramus  (npumep  28)
[N:IOO\\S,,O o (0,3 1). Ounwanu xpomatorpachueit Ha cunukarene,
N ﬁ/ anunpys cmecamy MeTaHona/auxnopmeTana, Beixog 0,2 T.
a m/e 427 (M-17, 100%)

"H AAMP (D6-IMCO) 3 8.40 (2H, br s), 7.96 (1H, dd),
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7.60 (1H, dd), 7.35 (1H, t), 7.24 (1H, d), 7.15 (1H, d), 6.64 (1H, d), 6.57 (1H. d). 5.20
(2H, s), 4.13 (2H, s).
T. nn. 199-201°C.

ﬂpumep198
2,3-Aiuxnop-N-[3-meToKCU-5-(2-NnponuH-1-unokcu)-2-

nupasuHun]oeHsoncynsgoHamug

. |

= 0. _N_ _O
2~ \[ \:[ Metoauka, kak ans npumepa 115, ucnonsays

N7 NH

2,3-,qunop-N—(5-xnop-3-meTOch-2-nmpaavn-wm)-N-({Z-
- 0=$=0

f o [(TpvMeTUnCUnun)okcujaTokCuMeTUN)BEHIONCY NbTDOH

amug (npumep 115a) (0,25 r), nponaprunossii cnupT
Cl (0,025 mn) v rugpua Hatpus (0,035 r 60% Aucnepcuu
B mMacne) B N,N~,qmmemncbopmawge (5 mn). Bbixog 0,05 r.
m/e 388 (M+1*, 100%)
H AMP (D6-AMCO) 6 10.90 (1H, s), 7.98-7.94 (2H, m), 7.55 (1H, 1), 7.51 (1H,
s), 4.97 (2H, d), 3.85 (3H, s), 3.56 (1H, t).
T.nn. 110-112°C.

Mpumep 199

Metunosein acpup {[5-(2,3-anxnopderHuncynsdoHunammHo)-6-meTokcu-
2-NMpa3sMHUN]OKCU}YKCYCHON KUCTOTbI

9 | Metoauka, kak gns npumepa 115, ncnonbays
~ Jk/o N 8]
o \[ I 2,3-pnxnop-N-(5-xnop-3-MeTokcu-2-nnpasvnHun)-N-
_ i .
. N7 "NH _

\ ({2-[(TpumeTunCcunun)okcu]aTokcuimeTn)BeH30N-
0=S=0

o CyﬂbdDOHaMM,b, (npumep 115a) (0,26 1),
mMeTunrnukonaT (0,075 mn) v rngpug HéTpVIR (0,035
ci r 60% aucnepcuun B macne) 8 N,N-

Anmetundopmamuge (5 mn). Boixog 0,1 r.

m/e 422 (M+1*, 100%)

'H AMP (D6-OMCO) 6 10.89 (1H, s), 7.99-7.92 (2H, m), 7.58-7.53 (2H, m),
4.92 (2H, s), 3.75 (3H, s), 3.68 (3H, s). '
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T.nn. 185-190°C.

Mpumep 200

N-[5-(2,3-uuxnoptbenuncynb(bouunamuno)-G-meToxcu-Z-nupasuuun]-2-
rmapokcuaueramug

Ho,\ﬂ/'ﬁf Ny c,> MeToguka, kak Aﬂﬂ- npmmgpa 115, UcNonb3ys

0 \[I 2.a-nmxnop-N-(5-xn'opv-3-meTokcw-2_-nmpaame'n)-N-
N o=z:o ({2-[(TpumeTuncunun)okeu)atokcuimeTun)6eH3on-

cl cynbhoHamua (npumep 115a) (0,25 r), rnukonamug

(0,066 r) v ruapun HaTpusa (0,035 r 60% gucnepcuu

8 Macne) 8 N,N-qumetuncopmamuge (5 mn).

cl

Bobixog 0,075 .

m/e 407 (M+1%, 100%)

'H AMP (D6-OMCO) 6 11.23 (1H, br s), 9.77 (1H, s), 8.36 (1H, s), 8.05 (1H,
dd), 7.94 (1H, dd), 7.58 (1H, t), 4.04 (2H, s), 3.86 (3H, s).

T. nn. 153-155°C.

Mpumep 201
Metunosstit acoup 6-(2,3-auxnopderuncynsbhoHnnammno)-5-merokcu-2-
NUPa3MHKapboHOBOW KUCNOThI

a) 6-Xnop-3-MeToKeH-2-NupasuHamMuH
|
N._ O .
X
| 2
Cl N NH,

Cmece 5-Opom-6-xriop-3-MeTokeu-2-NupasuHaMuna (npumep 125a) (0,6 ),
Tpuatunamura (0,72 mn), 10% nannagua Ha yrnepoge (0,05 r) v atunauetata (50
Mn) rugporexnsuposanu npu 0,5 Bap A0 3aBeplUeHUA peakunn,. O 4em Cyaunu no
3axBaTy Bogopoaa. PeakumoHHylo cMecb unbTpoBanu v npombiBanu sogoin (25
Mn), Beicywmsanu (MgSO4), unbTpoBanW U BbiNapueann ¢  NOMyYEHWEM

coeauHeHus,  ykasaHHoro B noasaronoske (0,33 1), Wcnonb3osanu

HENOCPEeACTBEHHO.
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6) MeTtunosblit acup 6-aMuHO-5-meToKCUNUPA3UH-2-kKapBOHOBOM KUCNOTLI

| Nao O
PP
\([N NH,
0
Monyunnu, kak Aana npumepa 113, ucnonmbays  6-xnop-3-mMeTokcu-2-

nupasuHamuH (npumep 201a) (0,35 r), Harpesas npu 120°C B TeveHue 3-4. Bbixog
0,3r. ‘ ' o

mle 184 (M+1*, 100%)

B) MeTunoseid 3aup 6-(2,3-auxnopdernncynboHNaMNHO)-5-MeTOKCH-2-
NnUpa3nHkapboHOBOK KUCNOTbI

N 0
PP
0 =
N l;JH
(o) 0=8=0
Cl
a

Monyunnn cnocobom npumepa 1 (peakuwio . NpPoBOAUAN NpY . KOMHATHOVA
TeMnepartype), UCnonb3ys MeTUnosblil  3aup  B-aMUHO-5-MeToKCMNUpasuH-2-
kapboHosoi kucnotel (npumep 2016) (0,3 r) m 2,3-puxnopbeHsoncynsdoHUNXnopua
(0,4 r). Beixon 0,15 .

m/e 392 (M+1*, 100%)

'H AMP (D6-AMCO) & 8.39 (1H, s), 8.25 (1H, dd), 7.93 (1H, dd), 7.65 (1H, 1),
3.99 (3H, s), 3.77 (3H, s).

T. nn. 90-92°C.

Mpumep 202

2,3-Aunxnop-N-[6-(rnapokcuMeTun)-3-MeToKCcU-2-

nupasuHunl]éensoncynbdoHamMug
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| \:[ Monyunnu, kak ans npumepa 120, ncnonbays
HO\/[N/ NH MeTunosbin acup 6-(2,3-guxnopdernncynsdoHun-
o=s'=6 aMWHO)-5-MeToKCU-2-NUpa3nHKkapBOHOBOM KNCNOT!

c (npumep 201) (0,12 r). Buixon 0,03 .
m/e 364 (M+1", 100%)
"H AMP (D6-OMCO) & 11.5 (1H, br s), 8.13 (1H, dd),
7.92 (1H, dd), 7.77 (1H, br s), 7.5¢ (1H, 1), 5.25 (1H, br s), 4.19 (2H, s), 3.87 (3H, s).
T. nn. 153-155°C.

Cl

Mpumep 203
2,3-Aunxnop-N-(5-MeTaHCyNbgoHUN-3-MeTOKCH-2-

nUupasnHun)GeHszoncynsoHamua

0]
~ .
O,,S ,N\ 00 OkcoH (nepokcumoHocynsdart kanus) (0,6
- \[ /:[ /‘\S’/O al r) AoGasnsmm K 2,3-auxnop-N-(3-meToxcn-5-
ﬁ MeTUNCynbaHun-2-NupasuHun)bexson-

cl cynbhoHamugy .(npmmep 80) (0,3 r) B MeTaHone

(40 mn) u Boge (10 mn), u 3Ty cMeck HarpeBanu
npu 50°C B TeveHuwe 4 4. Mocne OXNaXOeHus CMech cbmanpoéanw U Bbinapuasanu.
Ounwianu xpomarorpadueit Ha cunukarene, ANUPYS cMecamu
dTUnaueTaTa/usorekcaHa, cofepxawmmin 1% yKCyCHYI KUCHOTY, C NofyYeHrem
COefVHEHWs, yKa3aHHOro B 3aronoeke. Brixog 0,2 r.

m/e 411 (M-17, 100%)

'H AMP (CDCl3) & 8.33 (1H, s), 8.30 (1H, s), 8.23 (1H, br s), 7.72 (1H, dd)
7.47 (1H, 1), 4.14 (3H, s), 3.11 (3H, s).

T. nn. 237-238°C.

Mpumep 204
2-[5-(2,3-AunxnopGeH3oncynboHUNaMuUHo)-6-MeToKkCU-2-
nupasuHunokcu]-N,N-guatunauneramug
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5% ¢ ucnonbays N-(5-6pom-3-meTokcu-2-
@-—O nmpaamnmn)-2,3-Amxnop-N-[{2-(TpmMemn-
CUnaxun)aTokcuimeTun]6eH3oncynboHamug
(npumep 55a) (0,35 r) # N,N-aunatun-2-rugpokcuayetamug (0,13 r). Beixopn 0,2 r.
m/e 463 (M+1°, 100%) .
'H AMP (CDCl3) 6 8.22 (1H, dd), 7.68 (1H, dd), 7.52 (1H, s), 7.46 (1H, s), 7.37
(1H,1),4.88 (2H, s), 3.92 (3H, s), 3.38 (2H, q), 3.30 (2H, q), 1.20 (3H, t), 1.11 (3H, t).
T.nn. 117-118°C. | - |

0
L !
N/U\/O\ENIOO Nonyuwnu, kak Ans Nnpumepa 1156,
\
/l N/ u’

Mpumep 205

2,3-Ainxnop-N-{5-[2-(an MeTUNaMUHO)3TUNCYNbdaHun)-3-meTokcu-2-
nupasnHun}bensoncynngoHamua

: l
MNonysunu, kak ana npumepa 1016,
A NPENGLN Oo . y AN npumep
] | v O ucnonb3ys N-(5-6pom-3-meTokeu-2-
. N/ N,S Ci

nupasuxun)-2,3-auxnop-N-[{2-(TpumeTun-
G‘C’ | cunaxun)aTokeumeTun]beHsoncynshoHamug
(npumep 55a) (0,3 ) u-rugpoxnopug, 2;
(AumeTunamuHo)aTaHTona (0,2 r). Beixog 0,25 .
m/e 435 (M-1*, 100%)
'H AMP (D6-OMCO) 6 8.05 (1H, dd), 7.95 (1H, dd), 7.71 (1H, s), 7.58 (1H, t),

3.98 (3H, s), 3.47 (2H, m), 3.28 (2H, m), 2.7 (6H, s).
T. nn. 117-118°C.

Mpumep 206
2,3-D.Mxnop-N-(S-,qudaTopmeTMn-S-MeTOKcu-Z-nupa:muun)6en30ncynbcb0HaMu,q
. F | TpudTtopua (nwamnaMMHo)cgpbl (DAST)
e Ny 00 .o (0,15 1) n 2,3-AMXﬂQp-N-(5-§PQpMVIJ'I-S‘-METO'KCM-Z’-
' l' N;[ ,‘\s”o cl nupasuHun)bexsoncynshoramug (npumep 186a)
N
H

ol (0,3 r) B guxnopmeTaHe (20 mn) nepemelunBani

NpyY KOMHaTHOW TemnepaType B TedyeHue 4 4, a
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3aTem seinapvsanu. Ounwany xpomatorpadueit Ha cunukarene, anoUPys CMecamMu

dTUNaueTaTta/u3orekcaHa, C NONYYEHWEM COEAUHEHUS, YyKa3aHHOro 8 3aronoske.
Boixog 0,06 r.

m/e 382 (M-17, 100%) |

'H AMP (D6-AMCO) & 8.14 (1H, dd); 7.96 (1H, dd), 7.84 (1H, s), 7.60 (1H, 1),
6.80 (1H, ), 3.95 (3H, s). |

T.nn. 117-118°C.

MNpumep 207
2,3-Lluxnop-4-cp'rop-N-(3-MeT0Kcu-2-nupasuuun)Genaoncyan)onaMvm
Mvopua Hatpusa (0.4 r 60% ancnepcuu 8
N (’)C! cl Macne) pobasnanu Kk pacTeopy  3-MeToKCM-2-
(I s D/F nupasuHamuHa (0,25 r) 8 N-meTunnupponuauHoHe
N= H/“S\\ (10 mn). Yepes 0,5 4 poBaenanu 2,3-pguxnop-4-
0

dropbeHsoncynsdorunxnopus (npumep  185a)
(0,63 r). Mocne 16 4 npu KOMHATHOR TEMNEPATYpe 3Ty PEaKLMOHHYIO CMECh racunu 2

M BogHoi# HCl, akcTparuposann aTunaueTaTtom, Boicywmsanu (MgSQy) wu

Bbinapusanu. O4ncTky npoBoAUNM xpomatorpaduein Ha cunukarene, anoWpys
cMecamu aTunaueTara/maorekcaHna. Beixoq 0,16 r.
m/e 350/352 (M-1", 100%)

"H AMP (D6-OMCO) 5 8.16 (1H, dd), 7.78 (1H, br s), 7.68 (1H, t), 7.62 (1H, br
s), 3.9 (3H, s).
T.nn. 192-194°C.

Mpumep 208

2,3-Aunxnop-N-{5-xnop-3-[1 -(uMknonponun)aTokcu]-2-nupasmHun}oexson-

cynbdoHamung
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. MNonyuunu cnocobom npumepa 316, ucnonbays
1-(unknonponun)atadon (0,1 r) u 2,3-auxnop-N-(3,5-

Auxnop-2-nupasunHun)beHsoncynshoHamua (npumep

/[ \:l: 74)(0,1r). Beixoa 0,04 .
o = m/e 422 (M+1°, 100%)

B 'H AMP (D6-AMCO) & 11.70-11.50 (1H, br s),
)\v 8.07 (1H, dd), 7.94 (1H, dd), 7.77 (1H, s), 7.59 (1H, 1),
4.60-4.50 (1H, m), 1.33 (3H, d), 1.1-1.0 (1H, m), 0.6-0.3 (4H, m).
T.nn. 161-162°C.

Mpumep 209
2,3-Anxnop-N-[5-xnop-3-(5-hopmun-2-chypaHunmetokcu)-2- -
nupa3wuun]6eu30ncynbdapuamnn

a) [5-(1,3-OumeTun-2-umngasonuannun)-2-cdypanunimetaHon
\
o 17\
i
S5-MnapokcumeTundypar-2-kapbansaerna (5,0 r) u N,N-gumeTtunsran-1,2-
AvamuH (3,8 1) B Tonyone (100 mn) Harpesanu ¢ oBpaTHbIM XONOAUNBHUKOM,

ncnonb3ys annapat [vHa-Ctapka. Yepes 12 4 Tonyon BbiNapusanu ¢ nonyquweM

macna. Beixog 8,3 1. Vlcnonbaosanw HenOCpeACTBeHHO

6) 2,3-,£lv1xnop—N-[5—xnop-3-(5-cbopan-2-cbypaHmnMeTOKcm)-Z-nMpastmn]-
BeHzoncynbdoHamug, ’ '

o\ = Mony4unu cnocotom npwmep.a 316
X | (peakunoHHY0 cMecb Harpesanu npu 60°C B TevyeHue
Ci Nx OO 4 y4), ucnoneays [5-(1,3-AumeTnn-2-uMuaa30NNaNHNI)-
\[: I %6#° 2-cpypaHun]meTaron (2,3 r) v 2.3-guxnop-N-(3,5-
- AUXNop-2-NupasuHun)beHsoncynsoHamng (npumep

74) (3,0 r). PeakunoHHyio cMech racunn 2 M consiHoiA |
KUCNOTON 1 ocTasnanu Ha 16 4. Teepabii NpoaykT cobupanu. Ouunwanu -
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XpomaTorpaduent Ha cunukarene, anNUPys CMECAMU 3TUNaLeTaTa/u3orekcana, ¢

NONy4YeHneM CoefnHEHUs, yKka3arHoro B 3aronoske. Beixog 2,5 .

m/e 460 (M+1%, 100%)

'H AMP (DB-AMCO) & 9.64 (1H, s). 8.06 (1H, dd), 7.94 (1H, dd), 7.87 (1H, s),
7.57 (2H, d+t), 6.93 (1H, ), 5.47 (2H, d).

MNpumep 210

2,3-Auxnop-N-[5-xnop-3-(5-uuknonponunaMmHoMeTun-2-

thypaHunmMeToKCcH)-2-Nupa3nHun]beHloncynbgpoHamug,

(4H, m).
T.nn. 175-176°C.

Mpumep 211

Monyuunu cnocobom npumepa 1076,
ncnonb3ays 2,3-auxnop-N-[5-xnop-3-(5-dbopmun-2-
ypaHuUnMeTokcu)-2-nupasnHun)6eH3oncynbhoH-
amua (npumep 209) (0,3 r) u umknonponunamut (0,1
r). Beixog 0,1 1.

m/e 503 (M-1%, 100%)

'H AMP (D6-OMCO) & 7.93 (1H, dd), 7.63
(1H, dd), 7.36 (1H, t), 7.30 (1H, s), 6.66 (1H, d), 6.63
(1H, d), 5.21 (2H, s), 4.34 (2H, s), 2.71 (1H, m), 0.76

N-[5,6-6uc-(T'mapokcumeTun)-3-MeTokcu-2-nupasnnun]-2,3-

AuxnopbeHsoncynegoHamua

a) 2,3-Auxnop-N-(5,6-anumano-3-MeToKeu-2-NupasuHnn)6eH3oncynbhoHamMmus

Monyunnun  cnocobom,  onucaHHbIM B
npumepe 1, ucnonb3ysa  S5-aMuHO-6-xnop-2,3-
AvUuMaHONNpasuH (1,8 r) V| 2,3-
avxnopbersoncynsdonunxnopug (2,7 r). Apgykr
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noaseprany s3aumopfencTemio Cnocobom, onucanHeiM B npumepe 316, ucnonbays
METOKCUA HaTpus, C NOMyYEHUEM COEAWHEHUN, YKA3aHHOrO B NOA3aronoske,
KOTOpOe McNonNb30Bany HENOCPEACTBEHHO.

m/e 382, 383 (M-1", 100%)

6) OumeTunoseit  adup 5-{[(2,3-anxnopenun)cynboHmn]amuno)-6-
MeTOoKCcUnNupasuH-2,3-aukapboHosoit KUCNOTE

o -
| ] ]
MeO l N\ % 3 o Cblpoi NPOAYKT U3 ONUCaRHOM BbILL(l)e
MeO P :S// cl cTaguu (npumep 211a) pacteopsnu 8 10%
N {)‘4 BOAHOM pacTBOpE ruApoKCUMAA HAaTpus ©
° Harpeesanu ¢ o0OpaTHLIM XOMNOAWNLHUKOM B
TeveHne 10 vacos. 3Ty peakyMoHHYI cMechb oxnaxpanu, KOHUEeHTpuposanu, u
octatok obpabaTeisanu TuoHunxnopugom (30 MA) M KUASTUAM C obpaTtHbIM
XOnoauneHWKOM B TeyeHWe 1 4aca, oXMaw[anu v KOHUEHTPUPOBAnW, Nonyyas
43€0TPONHYD CMeCb C CyXMM Tonyonom. [lonyyYeHHbln B pesynbTaTe ocTaToK
pacteopsanu B MeTaHone (30 mn), gasanu CcTosTb B TedeHue 10 4acos u
KOHUEHTpUpoBanu ¢ nonyquweM coeAMHeHué,.ykaaaHHoro B nbnsaronoaKe,
KOTOpOe NCMNonb3oBanu HENOCPEACTBEHHO.
m/e 448, 450 (M-1, 100%)

B) N-[5,6-6uc-(TmapokeumMeTun)-3-MeTokeu-2-npasuHun]-2,3-auxnopBeHson-

cynbdoHamuna
OH !
| N\I%\\ o Cl | K pactsopy ,qmmervmosoro acbmpa'S-{[(2,3-
NSNS Cl' guxnopdennn)cynbdoHn]amMnHo}-6-MeTokeu-
OH H N1Pa3uH-2,3-A1kapBoOHOBOI KUCNOTHI (npmMep 2116,

- 0,5r), pacTBoperHoro B 6€3804HOM -
TeTparnapodypane (20 mn) npu 0°C gobasnsnu pacteop Tpustunboprnapunaa
nutua (Super hydride®) (5,55 mn 1 M pactsopa B TeTparugpodypane), u
Nony4eHHsbI B pesynbTaTe pacTBop NepemMellBani B TedeHue 1 yaca.
PeakunoHHyto cMeck racuny pobasneHuem 1 H. COnNsHOM KUCNoThl (10 MA) n

skcTparuposanu B aTunauetar (2x20 mn). O6beguHEHHbIE 3KCTPaKTbI BbICYLLMBANN
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(MgS04), hunbTpoBanu u koHueHTpUpPOBany ¢ NonyyeHueM macna, KOTOpoe
Ouuwanu xpomarorpacmen Ha cunukarene, anKUPYs cMecamu

aTUnayeTaTa/4UxnNopMeETaHa, C Nory4YeHUeM COEANHEHSA, YKa3aHHOrO B 3aroNoBKe
(0,201 r), B BUAE NeHbl.

mle 392, 394 (M-1°, 100%)
"H AMP (CDCl3) 5 8.30 (1H, d), 7.91 (1H, br's), 7.71 (1H, d), 7.46 (1H, 1), 4.59
(2H, s), 4.50 (2H, s), 4.0 (3H, 5.

Mpumep 212 '
N-[3-[(2-AMuH0-4-okcasonun)meTokcu]-5-xnop-2-nu pa3uHun]-2,3-
AuxnopbeH3oncynbgoHamua

a) mpem-Bytunosbiit acbup (4-ruapokcumeTun-2-okcasonun)kapbamMuHoBoM
KNCNOTbI '

HO |
AN
AN 0
o
0
0
Nonyunnu cnocobom npumepa 120, ucnonb3ys 3TWNOBbIN acup 2-{6uc[1,1-

AvmMeTunaTokcu)kapboHun]jammHo}-4-okca3zonkapboHOBON  KUCMOTbI (065 1) wn

TpuaTunGopruapung Hatpus (5,5 mn 1 M pacTsopa B TeTparngpodypare). Boixog
0,24 r. cnonb3osanu HenocpeacTBEHHO.

0) N-[3-[(2-AMMHO-4-OKC&13OJ‘IMﬂ)MeTOKCM]-5-Xﬂ0p-2-HMpa3MHVU'I]-2,3-

AvxnopBeHson-cynshoHamug
cl

o Monyunnu cnocobom npumepa 112, ucnonbays

o=§=o mpem-0yTUnossbii achup (4-rvppokcumeTun-2-

AN okcasonvn)kapbamnuHoBoIt KUCNOTLI (Npumep 212a) (0,12

C,/[NIO r n 2,3-puxnop-N-(3,5-auxnop-2-nupasuHun)-

k(\o BeHsoncynbdoramua (npumep 74) (0,21 r). Ounctky

N§< nposoAunu xpomMatorpacduen Ha cmnM-Karene, anoupysa

NH, CMecsMM  aTunauetata/msorekcaHa, ¢ NOMyYeHWeM

COEAVHEHNs, YKa3aHHOro B 3aronoBeke, ¢ npucoeguHeHHon rpynnoi BOC (mpem-
ByTunkapborun) (0,11 r). ITo coegunHeHne pacTBOPANU B TPUPTOPYKCYCHOW KUCNOTE

(1,5 mn) u anxnopmeTaHe (1,5 mn). Yepes 2 4 3TOT pacTaop éblnapmsanm. OuuncTtky
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nposoauNU xpomMartorpacuen Ha cunuxarene, anoupys CMECAMMU
3TUNaueTarta/usorekcaHa, C NONyYEHUEM COELUHEHWR, YKa3aHHOro B 3aronoske.
Beixon 0,08 1.

m/e 450 (M+1*, 100%) |

'H AMP (D6-AMCO) & 8.04 (1H, dd); 7.91 (1H, dd), 7.80 (1H, s), 7.55 (1H, t),
7.49 (1H, s), 6.71 (2H, br s), 5.10 (2H, s).

T.nn. 137°C.

®apmaKonoruyeckuit aHanus

AHanua ceA3bIBaHWS Ha Uenbix Knetkax FMAT

KneTku

KneTtku CHO-K1, crabunsHo aKcnpeccupyowme yeroseYveckun
pekombuHaHTHbIA ~ peuentop  CCR4  (Euroscreen;  Brussels, Belgium)
kyneTusuposanu 8 cpege NUT MIX.F_12(HAM) ¢ rnytamakcom-1, coaepxawen 10%
(06/06) peTanbHoM Bbluben cbiBOPOTKM U 400 MKr MN™' reHeTUUMHA.

Knetkn cobupanu npumepro npu 70% KOHDNKEHTHOCTV NyTem oBpaboTku
Oydepom pauccoumauuu «knetok u  Bbicesanu npu  5x10°  kneTow/100 mkn
KyNbTypanbHOW cpedbl B fyHKUM YepHbIX 96-MyHOUYHbIX MUKPOTUTPOBAMbHBIX
NNaHWeToB C npo3pavHbiM aHoM vpmMbl Costar. MnaHweTbl uHkyBuposanu B
TeveHve Houu npu 37°C 8 5% CO, u Mcnonbaosanm’Ha cnegylouwnue CyTKu.

AHANNS

Mepeg ucnonb3oBaHUeM NNaHWeTh! C KeTKkaMu NpOMbIBanN ABaXAb 100 mxn
cbanaHcuposaHHoOro conesoro pactsopa XaHkca (HBSS). 3atem B KaXAYH0 - NyHKY
noGasnsnu 65 mkn HBSS, 10 mxkn 10% AMCO B HBSS + TecTupyemoe coeanHenve,
a 3atem 25 mkn 2,8 HM FB-MDC (Applied Biosystems). 31y chnyopecueHTHyto npoBy
rotosunn 13 10 MkM wucxogHoro pactsopa B 0,08% (06/06) TOY/16% (06/06)
aueToHuTpuna, passeaeHHoro s HBSS.

Mocne AByx 4Yacos wHkyGauuv B TEMHOTE NMpWU KOMHATHOW TemnepaType
nnaHWweTbl aHanuavposanu B cuyuThiBawweM yctponctee FMAT8100 (Applied
Biosystems) Ans wu3amepenus dnyopecueHuuun, Kotopas Obina cBs3aHa  co
ceasbliBaHMeM FB-MDC c¢ kneTtkamu. AKTUBHOCTb coeauHerusa onpeaensnu kak plCsg

[log(koHueHTpPauus  CoeAuHEeHUs,  pesynbTaToM  KOTOPO#  sBNSieTCH 50%

Crpanuua: 143



170

15

20

25

30

35

40

45

50

RU 2312105 C9 (W1 C2)

MHrubuposaHue)] no cpasHeHWo ¢ dnyopecueHumed 8 KOHTPONbHbLIX U (DOHOBbLIX
nyHkax.

TunuyHbie AaHHbLIO

<DnyopecueHL_mﬂ (koHTponsb) = 1200
®nyopecueHuus (poH) =0
Bce coeauHenuna npumepos umenu plCsp Bhiwe, Yem 5.0.

ﬂaHHble ANA KOHKPETHbIX COegUHEHUN npueeaeHbl HUXeE.

CpegHee
Mpumep 112 piCso 9,5
Mpumep 119 pICso 7.2
Lﬂpmmep 186 pICso 6,2

dopmyna n3obpeTeHus

1. CoeanHenune dopmynbl (1) unu ero papmaLeBTUYECKM NpUemnemast Corb Ui ConbBaT:
R1 0
Il

=
Rz 6
N N R
R: g ‘ RN
2
Ré N RS

(I)

roe R', R? u R® HezaBucumo npeacTaBnawT coboin Bogopoa, ranoreH, unaHo, CF3, OCF;,
OC_gankun unu C,_gankun;

R* npeactaenset coboii ranoreH, CO,R "2, C, gankokcu, rae ankunbHas rpynna MoxeTt
obpasoBatb 3-6-4neHHoe HacbIWeHHOe KOMbLOo MM MOXeT ObITb 3aMelleHa 1-3 atomammn dTopa
UIn LUmMaHorpynmnowm;

Cs.gankeHnnokey unm Cz ganknHUIOKCK, KOTOpble MOTyT ObiTb, BO3MOXHO, 3aMeLLEeHbI
rugpokeu, nméo NR'R15;

0OC,_gankun-X-C4_gankun, rae ankurbHble rpynnbl MoryT obpasoBaTb 3-6-4neHHoe
HacblILLEeHHOe KOnbLO;

OCgankunR " unu OC, gankun-X-R"", roe ankunbHas rpynna moxet o6pasoBathb 3-6-
YrEeHHOe HacbILLEeHHOE KOMbLO U, BO3MOXHO, 3ameLleHa 1-3 rpynnamu, BoIbpaHHbIMY 13
ruppokem, ranoreHa, NR™R %, SR™3, S(0),R"3, S(O)R" unn COR™3;

OC,ankunR’é;

R°® 1 R® HesaBucumo npencrasnsioT coboii Bogopoa, LumaHo, ranoreH, CO,R'2, CONR™R'®;

C1.6anKun, BO3MOXHO 3amMeLleHHbli rugpoken, NRR ' unn 1-3 atomamn dropa;

C1.gankunR" unu XCH(R')C4_gankun unn XCH(R'®)C4_sankun, roe ankunbHas rpynna
MOXeT BbITb, BO3MOXHO, 3amellieHa 1-3 rpynnamu, BbiGpaHHbIMU 13 ruapoken n NR™R®;

NR™R™; N(R'R'; X-(CH2)(NR™R; (CH,),NR'R"®; NHC(O)C4_sankun, BoaMoxHo
3aMeLLEeHHbI OaHONM nnmn 6onee Yem OgHON MMOPOKCUTPYMNMOWN,

CsgankmHnn unu Cs gankeHun, BO3MOXHO, pa3BeTBNEHHbIE U, BO3MOXHO, 3amMeLleHHble 1-3
rpynnamu, BblbpaHHbIMW U3 TMAPOKCHU, LnaHo, ranoreHa un =0;

R": X-R"; X-R"%; X-C,gankunR'®; X-R'6; X-(CH,),CO,R'?; X-(CH,),CONR'“R"; X-
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(CH2) R ™; X-(CH2)4CN; X-(CHy)qOR%; (CH,),OR % (CH,),-X-R"; X~(CH2){NHC(O)NHR'?; X-
(CH2){NHC(O)R"; X-(CHy)NHS(0),R 2 X-(CH,)NHS(0),R""; X-C3 sankerun; X-Cj gankuHum;

n paeHo 1, 2, 3, 4 nnu 5;

g paBHo 2, 3, 4, 5 unu 6;

X npepctaensiet coboii NR'3, O, S, S(0), S(O),;

R" npencrasnseT coboii apunbHyio rpynny unn 5-7-4neHHoe reTepoapoMaTyeckoe KormbLIo,
cogepxatlee 1-4 retepoaTomMa, BblOpaHHbIE N3 a30Ta, KUCITOPOAA UMK CEPbI, KaXX40e U3 KOTOpbIX
MOXET ObITb, BO3MOXHO, 3ameLleHo 1-3 rpynnamu, BblOpaHHbIMKU U3 ranorexa, C(O)NR14R15,
C(O)OR", rugpoken, =0, =S, CN, NO,, COR™, NR™R®, X(CH,)NR™R"®, (CH,),NR™R"®,
(CH,),OH, SR'3, S(O)R'3, S(0),R"3, C,_gankun-X-C,_gankun, C4.gankun unu C4_gankokcu, roe
ankunbHas rpynna mMoxeTt obpasoBaTtb 3-6-4neHHOe KOMnbLOo UMnn, BO3MOXHO, 3amelleHa 1-3
rpynnamu, BeIBpaHHLIMK 13 ruapokey, ranoreHa, NR™R % SR3 S(O)R™3, S(0),R'3;

R' 1 R"3 HesaBucuMo npeacrasnsioT coboit Bogopoa unu Cq.gankun, rae ankunbHas
rpynna MoxeT ObiTb 3amelleHa 1-3 aTomamum ptopa unm obpasoBaTtb HacklLWeHHOe 3-6-4neHHoe
KOnbLO;

R™ 1 R'® HesaBucumo npeacrasnsioT coboii Bogoposn Cq.gankun, Cs gLMKNoankun unm
(CH,),OH

nm6o R n R'® BmecTe ¢ aTomMom a3oTa, k KOTOPOMY OHU MPUCOEAMHEHbI, 06pa3yioT 4-8-
UneHHOoe HachbILEeHHOEe KomnbLo, cogepxallee 1-3 retepoatoma, BeibpaHHbIE N3 a30Ta,
KMCNOPOAa 1 Cepbl, U, BO3MOXHO, 3ameLleHHoe Cy_gankunom, Cq_ganknn-OH nnm rugpokcu um

R'® npeactaBnsiet coboit 4-8-uneHHoe HacbllLeHHoe KomnbLo, codepxallee 1-3 retepoaTtoma,
BblOpaHHble N3 a30Ta, KUCNopoaa Unu cepbl, U, BO3MOXHO, 3amelleHHoe 1-3 rpynnamu,
BbIOpaHHbIMW 13 TMAPOKCH, LMaHo, ranoreHa n =0,

npw yCroBuK, 4To:

koraa R* npeacraensiet coboit ranoren unu C4_4ankokeu n R® npeacrasnset coboit Bogopoa,
ranoreH, Cy4ankun, Cq_ankokcu, Cyankuntno, TpuddTopMeTUN UM 3TUHUI U Korga ogmH
n3 R', R?2 unn R npeacrasnseT coboit Cy_gankun unm Cq_sankokcn 1 HaxoamuTcs B
METanNoNOXEHNN K CyrnbGOHaAMUOHON rpynne, Toraa rpynna B OPTOMNOSOXEHNN Kak K
cynboHaMmnaHowm rpynne, Tak u kK rpynne Cq_gankun unm C,_gankokcun npeacraBnseT cobon He
BOOOPOA;

koraa R* npencrasnseT coboii ranoren unu C,_sankokeu 1 R® npeagcrasnseT coboit Bogopoa,
ranoreH, Cq_4ankun, Cq_ankokcun, Ci_,ankuntmo, TPUTOPMETUI NN STUHUI M KOrda OAWH
n3 R', R?2 unn R npeacrasnseT coboit Cy_gankun unm Cq_sankokcn 1 HaxoamuTcs B
OpPTONOMNOXeHUN K cynbdoHaMngHoOK rpynne, Torga rpynna B opTononoxeHun k Cq_gankuny
unu C,_gankokcu, a Takke B METANOMNOXEHUN K CynNbOHaMUAOHON rpynne npeactaBnsgeT cobon
He Boaopos;

Korga gsa us R1, R2 unm R® npeacTaensAlT coboin BOAOPOA, a Apyron npeactasnsaet cobon
METUMBHYIO rPYNMy B NapanornoxeHun k cynbdoHamuay, a R* npeactaensiet coboii MeTokem,
Toraa R® He npencrasnsieT coboit Bogopoa unu 6pomo, u,

korna R® npeacraBnsdeT cobon MeTun u R6 npeacraBnseT cobon METOKCK, a OAMH U3 R' R?
nnn R3 npeacTaensieT coboii 6pomo unu iogo, a ABa Apyrve oba npeacTaBnsaoT coboit
BOAOpPOA, Toraa rpynna OpomMo nnm nogo HaxoamuTCs HE B OPTOMONOXEHUN K CyNbOHaMUAHON
rpynne, un

koraa R® npeacraensieT coboit metun n R* npeacraenser coboit meTokeu 1 ognH 13 R, R?
nnn R3 npeacTaensieT coboii 6pomo unu oo, a ABa Apyrve oba npeacTaBnsaoT coboit
BOAOpPOA, Toraa rpynna Opomo nnm nogo HaxoamuTCs HE B OPTOMNONOXEHUN K CyNbOHaMUAHON
rpynne.

2. CoegunHeHue no n.1, B KOTOPOM OOUH U3 R' R?2uR? npencraenseT cobon Bogopoa, a
apyron npegcrtasnset cobon xnopo, 6poMo nnm meTun.

3. CoeanHeHne no n.2, B KOTOPOM R'uR? npeacTaensaioT coboi XNopo B NONOXeHUsX 2 n 3
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2, a R npegcraBnset coboit MeTun B nonoxeHnn 3 pernnbHoro konbua, u R® npeactaenser
cobor Bogopoa.

4. CoeguHeHue no n.1, B KOTOpoMm R* npeactaendeT cobon C,_gankokcu, Takyto Kak
METOKCH, 2-chypaHnnmMeToKkcKn, 6pomMo, Xrnopo, 2-METOKCUITOKCH, (5-meTnn-3-

N30KCa30nun)MeToKCcH, MMPUANNIMETOKCH, 3-NUPULA3ZUHUNIMETOKCH, 2-(1-MMNOa30nNun)aTokeK, (2-

MeTuI-4-0KCa3onun)MeToKCH U 4-MeTOKCUDEHNNTMETOKCH.

5. CoeanHeHne no n.4, B KOTOPOM R* npeacTaBnsaeT cobon MeTOKCH.

6. CoeauHeHve no no6omy 13 nn.1-5, B kotopom R® npeacrasnset coboit Bogopoa,
ranoreH, Takon kak 6pomo n xrnopo, denHnn, C4_gankun, Takon kak metun, CH,OH, ymaHo un 2-
aMMUHO3TAHTHON.

7. CoepuHeHve no no6omy 13 nn.1-5, B kotopom R® npencrasnsiet coboii
Bogopoa, C, sankun, CH,OH u ranoreH.

8. CoeanHeHne no n.1, KOTOPOE NpeacTaBnsieT CoboM:

2,3-Ounxnop-N-(3-meTokcn-5-meTunn-2-nnpasnHmnn)-6eHsoncynbdpoHamma,

N-(6-Xnop-3-meTokcn-2-nnpasmHun)-2,3,4-tpudhtopbeHsoncyneoHammng,

3-Xnop-N-(6-xnop-3-meToKcu-2-nmpasnHun)-2-metunbdeHsoncynsgoHamug,

2,3-Anxnop-N-(6-xnop-3-meToKkcu-2-nnpa3nHmnn)beHsoncynbpoHammna,
2,3-Ouxnop-N-(5-xnop-3-meToKkcu-2-nupasnHmnn)beHsoncynsoHammng,

N-(5-Bpom-3-meToKcn-2-nnpasmHun)-2,5-gmxnopbeHsoncynsgoHamug,

N-(5-Bpom-3-meTokcn-2-nupasmHun)-3,5-gmxnopbeHsoncynsdoHammna,

N-(5-Bpom-3-meToKkcn-2-nnpasmHun)-2,3-gmxnopbeHsoncynsgoHamug,

N-(5-Bpom-3-meToKcn-2-nnpasnHun)-2,4-gmuxnopbeHsoncynsgoHamug,

N-(5-Bpom-3-meTokcn-2-nnpasnHun)-3,4-gmxnopbeHsoncynsgoHamug,

N-(5-Bpom-3-meTokcn-2-nupasnHun)-4-xnopbeHsoncynegoHamug,

N-(5-Bpom-3-meTokcn-2-nupasnHun)-3-xnopbeHaoncynegoHamug,

N-(3-MeTokcu-5-meTnn-2-nupasmnHun)-2-gpropbeHsoncynshoHammng,

N-(3-MeTokcu-5-meTnn-2-nupasmHun)beHsoncynbsoHamma,

N-(3-MeTokcu-5-metun-2-nupasnHunn)-3-pTopbeHsoncynspoHammns,

2-[[(3-MeTokcn-5-meTun-2-nupasnHmnn)ammHo]cynboHnN]6eH30HUTPUN

N-(5-Bpom-3-MeToKCcU-2-NnpasmHun)beHsoncynspoHamma,

N-(5-Bpom-3-meToKcn-2-nnpasmHmn)-2-nogdeH3oncynspoHammng,

2,3-Anxnop-N-[3-(2-dpypaHnnmeTokcn)-5-meTnn-2-nmpasmHun]oeHsoncynspoHammna,

2,3-Ouxnop-N-[5-meTun-3-(5-meTun-3-n3okcasonnnMeToKCu)-2-nmpasnHus]
©eHsoncynsdoHamng,
2,3-Ouxnop-N-[5-meTun-3-(2-nMpuamHMNIMeToKcn)-2-nupasnHnn]6eHsoncynboHamma,
2,3-Ouxnop-N-[5-meTun-3-(6-MeTnn-2-NMpUanNHNIMETOKCH)-2-NMPasnuHUI]
©eHsoncynsdoHamng,
2,3-Ouxnop-N-[5-meTun-3-(3-nMpuamHMnIMeToKcn)-2-nupasnHnn]6eHsoncynboHamma,
2,3-Ouxnop-N-[5-meTun-3-(4-nMpuamHMIMeTOKCH)-2-NnupasnHnn]6eHsoncynbooHamma,
2,3-Ouxnop-N-[5-meTun-3-(3-mMeTun-2-NMpUaANHNIMETOKCK)-2-NUPasnuHuUI]
©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[5-meTun-3-(3-nMpnaasmHUIMeTOKCH)-2-NnupasnHnn]beHsoncynsgoHamug,
2,3-Ouxnop-N-[3-(2-nnpnanHnnmeTokcu)-2-nnpasmHun]oeHsoncynsgpoHamma,
2,3-Ouxnop-N-[3-(3-nnpnanHnnmeTokcu)-2-nnpasmHun]deHsoncynsgpoHamma,
2,3-Anxnop-N-(3-meTokcu-2-nnpasuHnn)deHsoncynspoHammns,
N-[5-Bpom-3-(2-nnpasnHmnnmeTokcn)-2-nmpasnHun]-2,3-anxnopbeHsoncynspoHamma,
N-[5-Bpom-3-(1-meTun-6-okco-1,6-anrnapo-3-nMpuanHUIMeToKCH)-2-nmpasnHmnn]-2,3-

anxnopbeHaoncynbhoHamma,

N-[5-Bpom-3-(3-nupnaasmHUIMeToKcn)-2-nmpasnHun]-2,3-guxnopbeHsoncynsgoHamma,
N-[5-Bpom-3-(3-nnpnanHnnmeTokcu)-2-nnpasmHmn]-2,3-auxnopbeHsoncynsgpoHamma,
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N-[5-Bpom-3-(5-nupnMmnanHnnmeTokcu)-2-nupasmHun]-2,3-anxnopbeHsoncynsgoHamug,
N-[5-Xnop-3-(3-nupnanHmunmeTokcu)-2-nnpasvHnn]-2,3-amxnopbeHsoncynsgoHamma,
N-[5-Xnop-3-(5-nnpnMnamMHMnIMeToKcn)-2-nupasnHnn]-2,3-gmuxnopbeHsoncynsgoHammn,
2-Xnop-N-(6-xnop-3-meTokcn-2-nnpasmHmn)6eHaoncynspoHamma,
4-Xnop-N-(6-xnop-3-meTokcu-2-nnpa3nHmnn)beHsoncynspoHammna,
N-(6-Xnop-3-meTokcn-2-nnpasnHun)-2,4-gmuxnopobeHsoncynsgoHamug,
N-(6-Xnop-3-meTokcn-2-nnpasnHunn)-3,4-gmxnopbeHsoncynsgoHamu,
3-Xnop-N-(3-meTokcu-5-metnn-2-nupasmHun)-2-metundeHsoncynspoHammna,
2-Xnop-N-(3-meTokcu-5-meTnn-2-nmpasnHun)benHsoncynsoHamma,
3-Xnop-N-(3-meTokcu-5-metnn-2-nupasmHun)deH3oncynsgoHammug,
4-Xnop-N-(3-meToKkcu-5-MeTnn-2-nnpasmHmn)6eH3oncynsoHamma,
2,4-[Inxnop-N-(3-meTokcn-5-meTun-2-nupasnHmnn)beHsoncynshoHammng,
3,4-Ounxnop-N-(3-meTokcu-5-metnn-2-nupasmHun)beH3oncynegoHamug,
N-(5-Bpom-3-meToKcu-2-nmpasnHun)-2-TpudTopMeTokCnbeH3oncynegoHamug,
3-Xnop-N-(5-xnop-3-MeToKCK-2-NMpasnHun)-2-meTundeHsoncynspoHammg,
2-Xnop-N-(5-xnop-3-meTokcu-2-nnpa3nHmnn)beHsoncynboHammna,
3-Xnop-N-(5-xnop-3-meTokcu-2-nmpasunHun)beHsoncynsoHamma,
4-Xnop-N-(5-xnop-3-meTokcu-2-nnpa3nHmnn)beHsoncynboHammna,
N-(5-Xnop-3-meTokcn-2-nnpasmHun)-2,4-gmuxnopbeHsoncynsgoHamug,
2,3-Ouxnop-N-[3-meTokcu-5-(4-mopdonmHun)-2-nupasnHmnn]bensoncynbsdoHamma,
2,3-Ouxnop-N-[3,5-aumeTokcun-2-nupasnHnn]6eHsoncynbdoHamma,
2,3-Anxnop-N-[3-meTokcn-5-(1-nupponuHun)-2-nupasmHun]6eHsoncynsoHamma,
3-Xnop-N-(5,6-amxnop-3-MeToKCU-2-NMpasmHn)-2-MeTunbeHsoncynbpoHamma,
2,3-Anxnop-N-(5,6-anxnop-3-meToKkcun-2-nupasuHun)beHsoncynsoHamua,
2-Xnop-N-(5,6-anxnop-3-meToKkcu-2-nmpasnHun)beHsoncynsoHamma,
3-Xnop-N-(5,6-amxnop-3-meTokcu-2-nupasmHun)beHsoncynsgoHammug,
4-Xnop-N-(5,6-gmxnop-3-mMeToKCcn-2-nnpasnHmun)deHsoncynspoHammg,
2,4-Ounxnop-N-(5,6-anxnop-3-MeToKCK-2-nupasnHmnn)beHsoncynboHammng,
3,4-dnxnop-N-(5,6-amxnop-3-mMeToKkcu-2-nnpasnHmun)deHsoncynbgpoHamma,
2,3-Anxnop-N-(3-meTokcu-5,6-gumeTnn-2-nupasmHun)oeH3oncynsgoHamug,
2,3-Anxnop-N-(6-xnop-3,5-anmeTokcn-2-nupasvHun)beHsoncynsoHamu,
2,3-uxnop-N-[6-xnop-3-meTokcn-5-(4-mopdonnHmnn)-2-nmpasnHun]deHsoncynsgpoHamma,
2,3-Ouxnop-N-[6-xnop-5-(2-ruapokcmMaTnnamMmHo)-3-mMeToKCU-2-NnpasnHun]

©eH3oncynbdhoHamng,

2,3-Ouxnop-N-[6-xnop-5-anmeTnnammHo-3-MeToKCU-2-NMpasnHun]deHsoncynsgpoHamma,

2,3-[unxnop-N-[6-xnop-3-MeTOKCU-5-(2-METOKCUITOKCH)-2-NnpasnHun]6eH3oncynboHammng,

2,3-Ouxnop-N-[6-xnop-5-rnapokcu-3-meTokcn-2-nmpasmHun]deHsoncynbgpoHamma,
2,3-Anxnop-N-[6-meTokcn-5-([2,2']ovnupasmHunn)|oeHsoncynsgoHammng,

4-[5-(2,3-AnxnopbeH3oncynbOOoHNNTaMMNHO)-6-MeTOKCU-2-NNPa3NHUITOKCU]OEH30MHYO KUCIOTY

2,3-Ouxnop-N-(3,5-anxnop-2-nupasnHmnn)beH3oncynsoHammng,
2,3-Ouxnop-N-{6-xnop-3-meToKCn-5-([2-MeTOKCMITNN)aMNHO}-2-NNpPasnNHn}

©eH3oncynbdhoHamng,
N-{2-[3-Xnop-5-(2,3-amxnopbeH3oncynbqHoHNNaMUHO)-6-MEeTOKCU-2-NNPasnNHUNaMUHO]aTMN}
auyetamumg,
2,3-Ouxnop-N-[5-(4-rmgpokcumeTun-1-nunepnanHnn)-3-meTokcu-2-nnpasmHun]
©eH3oncynbhoHamng,
2,3-Anxnop-N-[5-ymaHo-3-(3-NnpnanHUIMeToKCn)-2-NnpasnHun]deH3oncynsgoHamug,
2,3-unxnop-N-(6-xnop-3-MeTOKCK-5-MeTUNaMUHO-2-Nnpa3nHun)6eH3oncynbpoHamma,
2,3-Ouxnop-N-(3-meTokcn-5-meTuncynbhaHumn-2-nmpasnHun)beHsoncynsgoHamug,
2,3-Ouxnop-N-[5-(2,4-ondTopheHnn)-3-MeToKCH-2-nMpasnHnn]6eHsoncynbpoHamma,
MeTtnnoBein acpmp [5-(2,3-anxnopbeH3oncynbHoHNIaMMUHO)-6-MeTOKCU-2-
NUPasuHUNCYNbMaHU]yKkCyCHOW KUCMNOThI,
[5-(2,3-OnxnopbeHaoncynbgoHMnaMmmnHo)-6-MeToKCU-2-NMpasnHUICYbgaHmn]ykcycHas
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Kucnota
2,3-Anxnop-N-[5-(2-xnop6eH3nncynbdannn)-3-MeToKCU-2-NnpasmHun]6eHsoncynsoHamma,
2,3-Ouxnop-N-[6-xnop-5-(3-rnapokcu-1-a3eTnamHun)-3-MeToKCn-2-NnupasnHmnn|

©eHsoncynsdhoHamng,
2,3-Anxnop-N-[5-meTun-3-(1-okcn-3-nnpasmHNIMETOKCH)-2-NnupasmHun]6eHsoncynsgoHamMmma,
2,3-Ounxnop-N-[5-xnop-3-(4-NMpUANHUIMETOKCH)-2-NMpasnHun]6eHsoncynbpoHamma,
2,3-Ounxnop-N-[5-xnop-3-(1-okcn-4-NMpUANHUIMETOKCK)-2-NMpPasnHu]6eH3oncynbpoHamma,
2,3-Anxnop-N-[5-xnop-3-(2-NMpMaNHUNIMETOKCH)-2-NMpas3nHu]6eH3oncynsoHamMmna,
2,3-Anxnop-N-[5-xnop-3-(2-meTnncynbgaHunaToken)-2-nnpasuHnn]beH3oncynegoHammug,
N-(3-ByTokcu-5-xnop-2-nnpasunHnn)-2,3-guxnopbeH3oncynegoHamug,
2,3-Ounxnop-N-[5-xnop-3-(2-meTnn-3-NMpnanHNNIMeToKCK)-2-nnpasmHun]deHsoncynsgoHamma,
2,3-Ounxnop-N-[5-xnop-3-(6-mMeTnn-2-NMpnanHNNIMeToKCK)-2-nnpasmHun]deHsoncynsgoHamma,
2,3-Anxnop-N-[5-xnop-3-(1-okcn-2-NMpnanHUIMeToKCH)-2-Nnnpa3nHun]deH3oncynegoHamug,
3-Xnop-N-[5-xnop-3-(3-nMpuanHnnmeToKcu)-2-nupasmHun]-2-metTunbdeH3oncynsgoHamug,
3-Xnop-N-[5-xnop-3-(3-nnpnanHnnMeToKkcm)-2-nnpasmHun]-2-ptopdeHsoncynspoHamma,
2,3-Anxnop-N-[5-xnop-3-(4-meTokcMdPEHNNTMETOKCH)-2-Nnpa3nHnn]beHsoncynsoHamma,
N-[5-Bpom-6-xnop-2-nupa3nHun]-2,3-guxnopbeHsoncynsoHamuma,
2,3-Anxnop-N-(6-xnop-3-(3-nupnanHunmeTokcn)-2-nnupasunHnn]beHsoncynshoHamug,
2,3-Ouxnop-N-[6-xnop-3-(2-NMpMANHUIMETOKCH)-2-NMpasnHu]6eH3oncynspoHamma,
N-[5-(2-AMUHO3TUNCYNbGaHNN)-3-(2-NMPUANHNIIMETOKCK)-2-NNpasnHun]-2,3-

aunxnop6eHsoncynehoHamng,
2,3-Ouxnop-N-[5-xnop-3-(6-meTokcH-3-NMPUANHUIIMETOKCH)-2-NMUPasnuHUI]
©eH3orncynbdhoHamng,
N-[3-(3-BpomeHnnmeTokcm)-5-xnop-2-nupasmHun]-2, 3-guxnopbeH3oncynegoHamua,
MeTunosein agup 3-[6-xnop-3-(2,3-guxnopbeH3oncynsoHMNIaM1HO)-2-

NMPa3nHUIOKCMMETUN]OEH30NHON KNCNOThI,
3-[6-Xnop-3-(2,3-anxnopbeH3oncynbgpoHMNnaMmmnHo)-2-nMpasnHNIOKCUMETUIT|OEH30NHY O

KUCIOTY,
2,3-Ounxnop-N-[5-xnop-3-(3-ruapokcnmeTnndeHNIMETOKCH)-2-NMPasnHUI]

©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[5-xnop-3-(3-meTnnammHoMe TUNPEeHNNIMETOKCH)-2-NNPasnHuI]

©eHsoncynsdhoHamng,
2,3-Ouxnop-N-[5-xnop-3-{3-([2-rnapokcnaTunaMmmHolMeTun)peHNNMETOKCU}-2-NNPasnHUI]
©eH3oncynbdhoHamng,
2,3-Ounxnop-N-[5-xnop-3-(4-ruapokcnmeTMndEeHNIMETOKCH)-2-NMMPasnHNUI]
©eHsoncynsdoHamng,
2,3-Ouxnop-N-[5-xnop-3-{4-([2-rnapoKcnaTUNaMmMHOIMEeTUN)PEHNNTMETOKCU}-2-NNPA3NHIUI]
©eH3oncynbdhoHamng,
2,3-Anxnop-N-[3-(4-rmgpokcmMmeTundeHMIMETOKCH)-2-NpasnHun]oeH3oncynsgoHammns,
2,3-Ounxnop-N-[5-xnop-3-(2-ruapokcnmeTMndeHNIMETOKCH)-2-NMPasnHNUI]
©eHsoncynsdoHamng,
MeTunosein acpup 5-(2,3-gmxnopbeHsoncynbHOoHNNaMMNHO)-6-MEeTOKCUNMpPa3snH-2-KapOoHOBOW

KMCROTbI,
2,3-Ouxnop-N-[5-(1-rmgpokcun-1-metTmnaTnn)-3-MmeTokCu-2-nnpasmHmun]6eH3oncynegoHammng,
N-[5-(2-AMMHO3TOKCM)-3-METOKCU-2-NnpasnHmnn]-2,3-guxnopbeHsoncynshoHammng,
N-{5-[(2-AMNHO3TN)TNO]-6-XxN0OpP-3-METOKCU-2-NNpa3unHmnn}-2,3-guxnopbeHsoncynsoHamug,
MeTtnnosbin acpup 3-[(5-{[(2,3-anxnopceHunn)cynbpoHUjaMmHo}-6-MeToKCU-2-

NMPasvHWUI)TMO]NPONaHOBOW KUCIOTbI,
2,3-Ouxnop-N-[5-6pom-3-MeTOoKCK-6-MeTUN-2-nnpasnHun]6eH3oncynsgoHamua,

MeTtunoBbin acmp 5-(2,3-anxnopbeH3oncynbOOHNNAMMHO)-6-METOKCU-3-MeTUNNNPa3nNH-2-

KapOOHOBOW KNCIOTbI,
2,3-Ouxnop-N-[5-(rnapokcnmeTnn)-3-mMeToKCU-6-meTUn-2-nupasnHnn]6eHsoncynboHamua,
2,3-Ouxnop-N-[5,6-guxnop-3-(3-NMpManHnIMeToKcn)-2-nmpasnHu]éeHsoncynbpoHamma,
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3-Xnop-N-(5-xnop-3-meTokcu-2-nmpasnHun)-2-propbeHsoncynscoHamma,
3-Xnop-2-g1op-N-[3-(3-nMpuanHnnmeToKcu)-2-nupasmHun]oeHsoncynsoHamma,
MeTtunosbin acpmp 3-{[(2,3-amnxnopdeHunn)cynbgpoHmn]ammHo}nnpasmH-2-kapboHOBO
KMCNOTbI,
N-(5-Bpom-6-xnop-3-meTokcu-2-nupasnHmnn)-2,3-guxnopobeHsoncynsgoHamuma,
MeTtunoBbin acpmp 3-xnop-5-{[(2,3-anxnopdeHnn)cynboHnn]ammHo}-6-meToKkCcMnupasnH-2-
KapOOHOBOW KNCIOTbI,
2,3-Anxnop-N-[6-xnop-5-(ruapokcumeTnn)-3-MmeTokcMnupasmH-2-nnjbeHsoncynshoHamug,
2,3-Anxnop-N-{3-[(6-meToKCU-3-NMpuanHNN)MEeTOKCU]-2-NupasmHun}oeH3oncynsgoHamug,
2,3-Anxnop-N-[6-xnop-3-meTokcu-5-(MeTokcMmMeTun)-2-nupasmHun]6eHsoncynsgoHamma,
2-Xnop-N-(5-xnop-3-meTokcn-2-nnpasmHun)-3-gpTopbeH3oncynsgoHamu,
2-Xnop-3-gpT1op-N-(3-MeToKCn-2-nnpasnHmnn)deHsoncynsoHammng,
2-Xnop-3-meTokcn-N-(3-meTokcn-2-nnpasnHnn)deHsoncynsoHammng,
N-[5-Bpom-3-[(2S)-2-nnupponuanHnnmeTokcm]-2-nnpa3uHmnn]-2,3-guxnopbeHsoncynbgoHamua,
MeTtunnosein acpup 5-(2,3-anxnopbeH3oncynbPOHNIaMMUHO)-6-(3-NMMPUANHNIMETOKCU)NMMPa3UH-
2-KapOOHOBOW KMUCNOTHI,
5-{[(2,3-AnxnopdeHnn)cynsdoHnnjaMmHo}-6-(3-NMpMaMHUIMETOKCH)-2-NpasnHkapbokcamu,
2,3-Ouxnop-N-[5-(4-nnpnanHnn)-3-(3-NMpUanNHUIMETOKCK)-2-NMpasnHunI]
©eHsoncynsdoHamng,
2,3-Ouxnop-N-[5-(rnapokcmmeTn)-3-(3-NMpUaMHUIMETOKCH)-2-NNpPasnHnm|
©eHsoncynsdoHamng,
2,3-Anxnop-N-[5-(rnapokcumeTnn)-3-meTokcu-2-nnpasnHnn]beHsoncynshoHamug,
N-(5-Annunokcu-3-meToKkcu-2-nmpasunHun)-2,3-guxnopbeHsoncynsgoHamma,
2,3-Anxnop-N-[5-(3-rmgpokcu-1-nponuHmn)-3-MeTokcu-2-nnpasnHnn]beHsoncynegoHamua,
N-{3-[(5-BpoM-3-nMpuanHMN)MeTOoKCH]-5-xnop-2-nnpasmHun}-2,3-
anxnopbeHsoncynegoHamua,
2,3-Ounxnop-N-[5-xnop-3-{[6-(rnapokcumMeTnn)-2-NMpUanHNNIMETOKCU}-2-NNpasnHun]
©eHsoncynsdoHamng,
2,3-Ounxnop-N-{5-xnop-3-[(2-meTnn-4-okcasonumn)MeToKCH]-2-NMpasnHu}
©eH3oncynbdhoHamng,
2,3-Anxnop-N-{3-[(2-meTunn-4-oKkcasonum)MeToKCu]-2-Nnpa3nHnn}oeH3oncynboHamuma,
N-[5-Bpom-3-(cbeHunmeTtokcun)-2-nupasnHnn]-2,3-gmxnopobeH3oncynsgoHamua,
N-[5-Bpom-3-(2-umknonponnnaTokcn)nnpa3uHmnnl-2,3-gmuxnopbeHsoncynsoHammna,
N-[5-Bpom-3-(3-TueHnnmeTokcm)nmpasnHmn]-2,3-guxnopbeHsoncynsgoHamuma,
N-{5-Bpom-3-[(2-meTnn-3-dypaHun)meTokcu]-2-nupasnHnn}-2,3-gnxnopdeHsoncynspoHammg,
N-{5-bpom-3-[(3-cbypaHnn)meTokcu]-2-nmpasnHun}-2,3-guxnopbeHsoncynehoHammn,
N-{5-bpom-3-[(4-bTOopdheHnn)meTokcn]-2-nnpasmHun}-2,3-gmxnopbeHsoncynsgoHamug,
N-{5-Bpom-3-[(3-bTopdeHnn)meTokcn]-2-nnpasmHun}-2,3-guxnopbeHsoncynsgoHamua,
N-{5-Bpom-3-[3-(2-nupnanHmn)nponokcu]-2-nnpasuHnn}-2,3-guxnopobeHsoncynsoHamma,
N-[5-Bpom-3-(neHTunokcmn)-2-nnpasmHmn]-2,3-guxnopbeH3oncynsoHammng,
N-[5-Bpom-3-(nponunokcu)-2-nnpasmHmn]-2,3-guxnopbeHsoncynsgoHammng,
N-[5-Bpom-3-(2-MeTOoKCUITOKCH)-2-Nnpa3uHnnl-2,3-gmuxnopbeHsoncynsoHammna,
N-[5-Bpom-3-(2-aToKkcmaToken)-2-nmpasnHun]-2,3-gmuxnopbeHsoncynsdoHamma,
N-[5-Bpom-3-(2-dpTopaTokcn)-2-nmpasnHun]-2,3-auxnopbeHsoncynbgoHammi,
N-{5-Bpom-3-[2-(1H-nmungason-1-un)aTokcn]-2-nupasnHun}-2,3-guxnopbeHsoncynsoHammng,
N-{5-Bpom-3-[3-(3-nupnanHmn)nponokcu]-2-nnpasuHnn}-2,3-guxnopobeHsoncynsoHamma,
N-[5-Bpom-3-[2-(MeTnnamMmHo)aTokcu]-2-nmpasnHun]-2,3-guxnopobeHsoncynsoHamma,
N-{5-bpom-3-(3-(4-rngpokcnceHmnn)nponoKkcu]-2-nmpasnHun}-2,3-
aunxnop6eHsoncynbhoHamng,
N-[5-Bpom-3-(2-cheHokcnaTokeK)-2-nnpasnHun]-2,3-anxnopbeHsoncynsgpoHamma,
N-[5-Bpom-3-(unknonponunmMeTokcu)-2-nnpasmHmn]-2,3-auxnopbeHsoncynsoHammng,
N-[5-Bpom-3-(3-dheHokcmnnponokcn)-2-nmpasnHun]-2,3-anxnopbeHsoncynsgpoHamma,
2,3-Ounxnop-N-(5-aTokcn-3-meToKken-2-nnpasnHmun)deHsoncynspoHammg,
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2,3-Anxnop-N-[3-meToKCK-5-([1,2,4]-1-Tpmasonun)-2-nupasnHnn]beHsoncynshoHamug,
2-[5-(2,3-AnxnopbeH3oncynb(oHUNamMmnHo)-6-MeToKcK-2-NnpasnHuncynbgaHun]-N-
MeTunayetTamma,
2-[5-(2,3-AnxnopbeHsoncynbgoHMNIaMmnHo)-6-MeToKCH-2-NMpasnHuncynbgaHmnjauetammg,
2,3-Anxnop-N-[5-(4-dpTopOeH3nncynbhaHnn)-3-MeToKCU-2-NMpasmHuN]6eH3oncynboHamuma,
2,3-Ouxnop-N-[5-LnaHometnncynsganunn-3-mMeTokcu-2-nmpasnHnn]éeHsoncynsgpoHamma,
2,3-Ouxnop-N-[3-meTokcn-5-([1,2,4]-3-okcagmasonmnmeTnncynbaHun)-2-nmpasmHun]
©eH3oncynbdhoHamng,
N-[5-(2-AMuHO3TUNCYNbthaHun)-3-MeToKCU-2-nmpasnHun]-2, 3-guxnopbeHsoncynegoHamug,
2,3-Ouxnop-N-[3-meTokcn-5-(5-MeTun-3-M30KCcasonmMnMeToKCn)-2-nupasnHmnn|
©eHsoncynsdhoHamng,
2,3-Ouxnop-N-[5-(5-gumeTnnammHomeTnn-2-ypaHnIMETOKCH )-3-METOKCU-2-NNPasnHnA]
©eH3oncynbdhoHamng,
N-[5-Bpom-3-(5-gumeTnammHomeTnn-2-oypaHUIMeToKeu)-2-nupasnHmn]-2, 3-
aunxnop6eHsoncynbhoHamng,
2,3-Anxnop-N-[5-(2-rmgpokcmatuncynbdaHnn)-3-MeToKCcU-2-nnpa3nHnn]beHsoncynsoHamug,
2,3-Ouxnop-N-{5-[2-(aTunypenao)atuncynstaHnn]-3-MeTokCu-2-nupasnHmun}
©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[3-(5-gumeTnammHomeTnn-2-ypaHnIMETOKCH)-2-NMpasnHn]
©eHsoncynsdoHamng,
2,3-Ouxnop-N-[6-xnop-3-(5-anmeTnnaMmmHoMeTnn-2-pypaHnnmeToKCn)-2-nMpasnHn|
©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[6-xnop-3-(5-meTnnaMmmHoMeTun-2-pypaHunmeToKCH)-2-nmpasnHus]
©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[5-xnop-3-(5-anmeTnnaMmmHoMeTnn-2-pypaHunmeToKCn)-2-nmpasnHnn|
©eH3oncynbdhoHamng,
2,3-Ouxnop-N-[3-(5-meTunammHomMeTnn-2-pypaHnIMeToKCH )-2-NnpasnHun]
©eHsoncynsdoHamng,
N-(5-Bpom-3-meTokcnnmpasmHmn)-2-LmaHobeHsoncynspoHamma,
N-(5-Bpom-3-meTokcunupasnHmn)-2,3-gnxnop-4-gpTopoeH3oncynsgoHamug,
2,3-Anxnop-N-[3-meTokCcK-5-(4-MmopdonMHUNIMeTUN)-2-NnupasmHun]6eHsoncynsoHamMma,
N-(3-Annunokcun-5-xnop-2-nupasmHun)-2,3-guxnopbeH3oncynsgoHammng,
2,3-Anxnop-N-[5-xnop-3-(2-NponuHmnnoKcm)-2-nmpasmHun]oeHsoncynsgoHammna,
2,3-Anxnop-N-[3-(2-nponuHnnokcm)-2-nupasnHun]oeHsoncynsoHammus,
2,3-Ouxnop-N-(5-unaHo-3-mMmeToKcK-2-nMpasnHun)6eHsoncynsoHamua,
M'mapoxnopug 2,3-guxnop-N-{3-meTokcn-5-[(2S)-nmpponnanH-2-MnmeToKCcn]-2-NMpasnHus}
©eHsoncynbhoHamnaa,
M'mapoxnopug 2,3-gmuxnop-N-{6-xnop-3-meTokcu-5-[(2R)-2-nnpponnanHnnmeTokcu]-2-
nupasuHnn}oeHsoncynboHamuaa,
M'mapoxnopug 2,3-guxnop-N-[3-meTokcn-5-(2-NMpnanHNIMEToKCK)-2-NMpasnHnI]
©eHsoncynbhoHamnaa,
2,3-Anxnop-N-(3-meToKkcu-6-meTnn-2-nmpasnHun)beHsoncynegoHamua,
2,3-Ouxnop-N-[3-meTokcun-5-(1H-1,2,4-tpnason-1-unmetun)-2-nmpasnHun|
©eHsoncynsdhoHamng,
N-(3-(5-AMUHOMETUN-2-OY PaHUITIMETOKCH )-5-XMN0p-2-NMpasnHuns)-2,3-
anxnopbeHsoncynegoHamua,
N-(3-(5-AMurHOMeTUN-2-pypaHUnMEToKCH)-2-npasnHmn)-2, 3-gnxnopbeH3oncynegoHamu,
2,3-Ouxnop-N-[3-meToKkcKu-5-(2-nponnH-1-nnokcn)-2-nmpasnHnn]éeHsoncynsoHamma,
MeTtunosein acpump {[5-(2,3-auxnopdeHnncynbgoHnnaMmmnHo)-6-MeToKCu-2-NMpasnHUn]okcn}
YKCYCHOW KMCROThI,
N-[5-(2,3-OuxnopdeHnncynbpoHMNnamMmmnHo)-6-MeTOKCU-2-NMPa3NHUI]-2-TMapoKcMaLeTamma,
MeTtunoBbin acdhmp 6-(2,3-auxnopdeHnncynbPoHNIaMmMHO)-5-MeTOKCU-2-NMpasnHKapboHOBOM
KMCNOTbI,
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2,3-Anxnop-N-[6-(rnapokcumeTnn)-3-MeTokcu-2-nnpasnHnn]beHsoncynshoHamug,
2,3-Anxnop-N-(5-meTaHcynbGOHW-3-MEeTOKCU-2-NMpasnHun)beH3oncyneoHamma,
2-[5-(2,3-AnxnopdeHnncynboHnIaMmMHo)-6-meToken-2-nupasnHmnokcn]-N, N-
anatunauetamug,
2,3-Ouxnop-N-{5-[2-(anmeTnnammHo)aTuUncynbgaHun]-3-meToKCn-2-NnnpasmHun}
BeHsoncynbgoHamug,
2,3-Ouxnop-N-(5-andropmeTnn-3-meTokcn-2-nnpasmHmn)beHsoncynspoHamma,
2,3-Anxnop-4-cpTop-N-(3-MmeToKCU-2-NnpasnHmun)6eH3oncynbpoHamua,
2,3-Anxnop-N-{5-xnop-3-[1-(umknonponunn)atokcul-2-nmpasuHun}beHsoncynspoHamug,
2,3-Anxnop-N-[5-xnop-3-(5-popmun-2-chypaHmnmeTokcn)-2-nnpa3nHnn]deHsoncynegoHamma,
2,3-Ouxnop-N-[5-xnop-3-(5-unknonponunaMmmHoMeTnn-2-pypaHnmMeTOKCK)-2-NMPasnHUI]
BeHsoncynbgoHamug,
N-[5,6-6uc-(I'mgpokcmmeTun)-3-meTokcn-2-nupasmHun]-2,3-anxnopbeHsoncynsgoHamng,
N-[3-[(2-AMuHO-4-0KCa3onun)MeTokcu]-5-xnop-2-nnpasnHnn]-2,3-amxnopdeHsoncynsgoHammng
n nx dpapMaLeBTUYECKN NpueMnemMble CONN 1 ConbBaThl.
9. Cnocob nony4yenunsi coegmHenuns (1) no n.1, npu kKoTOpom
noasepratoT B3anmogencteuio coegmHeHune copmynbl (11)

R5 N R4
| X
/
R6 N NH,
(IT)

roe R%, R% n R® aenstoTcs Takumu, kak onpegeneHo B oopmyne (I), nnbo npeacraBnsoT
coboli nx 3aluLLEeHHbIE NPON3BOAHbIE,
¢ coeguHeHnem cgopmynsl (I11)

0
|
[ —

LG

Rl

0
RZ
RS
(II1)
roe R', R? n R3 asnsioTca Takumm, kak onpeaenero B opmyne (1), nubo npeactaensioT
coboWi nx 3awmiLeHHble NponsBoaHble, a LG npeactaBnseT cobow yxoasLlyto rpynny, unm

1, BO3MOXHO, NOCre 3Toro

yAansaoT nobble 3almTHble rpynnbl,

npespaLlaT coeanHeHne cdopmynesl (1) B cneaytowlee coeguHeHne opmynesl (1) nnu

obpasyoT papmaLeBTUYECKM MPUEMITIEMYIO COSb.

10. Cnoco6 nonyyeHnsa coeguHeHns doopmynbl (1) no n.1, Npm KOTOPOM ANst COEANHEHWI, Tae
R* npencraBnset coboit Cqcankokcu, rae ankunbHas rpynna MoxeT o6pasoBaTh 3-6-uneHHoe
HacbILLLEHHOE KONMbLIO NN MOXET ObITb 3amelleHa 1-3 atomammn pTopa N LUaHrpynnou;

Cj_gankeHnnokem unu Cs ganKnHUITOKCK, rae nodas n3 rpynn MOXeT ObiTb, BO3MOXHO,
3amelueHa rugpokeu nnn NR™R1S;

OC . gankun-X-C,_gankun, rae ankubHble rpynnbl MOryT obpasoBaTb 3-6-4neHHoe
HacblleHHoe konbLo; OC, gankunR" unn OC, ganknun-X-R", roe ankunbHas rpynna moxet
obpasoBatb 3-6-4neHHOe HacbIWEHHOE KOMbLo U, BO3MOXHO, 3aMeLleHa 1-3 rpynnamu,
BbIGpaHHLIMK 13 rapokey, ranoreda, NR™R ™, SR, S(0),R "3, S(O)R™ unm

OC,ankunR';

obpabatbiBatoT coeamHenne dopmynsl (V1), rae LG npeacrtaBnset cobor yxoadiyto rpynny:
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5 N LG
R 3
/
RS N I\|JH
0=—5=—0
Rl
R2 R3
(VI)
coeanHeHneM copmynbl (V)
RiH (V)

B MPUCYTCTBUMN MNOAXOASALLEr0 OCHOBAHWS, U, BO3MOXHO, NOCMe 3TOro

yaansoT nobble 3alMTHbIE rPpynnbl,

npespaLlaroT coeguHeHne dopmynel (1) B cneaytowee coeanHeHne dopmynsl (1) nnm

obpasyloT hapmaLeBTUYECKM NPUEMITIEMYIO COSlb.

11. Cnocob nony4yennsi coegmHenns copmynei (1) no n.1, npn KOTOPOM ANst COeOUHEHWI
ctpykTypsl (1), rae R® npeacraesnseT coboit BO3MOXHO 3aMeLLeHHOe apuibHOe 1nn
retepoapurbHoOe KofbLo, Kak onpeaerneHo Bhille, noasepralnT B3aMMOO4eNnCTBUIO COeAMHEHNEe
dopmynel (VII), rae LG npeacraensaet cobon yxoaailyto rpynny, ¢ apun- unm
retepoapundopoHOBON KUCIIOTOW B NPUCYTCTBMM NannagneBoro katanmsaTopa M nogxogsiero
OCHOBaHUS Mpu MOBLILLEHHOW TeMneparype:

RS 0] R4
e N\ R ’ 2
- — P
R N NH k& N |H
o:slzo 0=5—0

Rl R

RZ R3 R2 R3

(VII) (I

1, BO3MOXHO, MOCIe 3Toro

yaansoT nobble 3alMTHbIE rpynmbl,

npespaLlaT coeanHeHne cdopmynesl (1) B cnegytowlee coeguHeHne popmynesl (1) nnu

o6pa3syloT hapmMaleBTUYECKU NPUEMITEMYIO COflb.

12. dapmaueBTUYecKast koMnoanuus, obnagaroLas akTMBHOCTbIO MOAYNATOPA akTUBHOCTHU
peuentopa xemoknHoB CCR4, cogepxawan coeamHeHune dopmynbi (1) nnun ero
hapmaLieBTUYECKM NPUEMIIEMYIO COSb UMM COMbBAT Mo M.1 B coyeTaHuu ¢ hapmaLeBTUYECKN
NpYeMneMbIM agbloBaHTOM, pa3baBuTenem nnm HOCUTENEM.

13. Cnocob n3rotoBneHns dapmMaueBTUYECKOM KOMNO3ULMK No n.12, npyu KOTOPOM
CMelumBaloT coeuHeHue dopmynbl (1) nnu ero phapmaueBTUHECKM NPUEMIEMyo Cofb Unu
conbBaT no n.1 ¢ hapmaLeBTUYECKN NMPUEMIIEMbIM aablOBaHTOM, pa3baBuTenem unm
HocuTEnem.

14. CoeguHenne copmynsl (1) no n.1 nnu ero hapmaveBTUHECKN NpUEMIEMas COMb UMK
conbBaT Ans NPUMEHEHUS B Ka4eCcTBE MOLYNATOpPa akTUBHOCTM peLenTtopa xeMokmHoB CCR4.

15. NpumeHeHne coegmHeHus dopmynel (1B)
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R 0
|
i
R? N 3| RE
B3 i I\
e
Rd N RS
(IB)

B koTopoii R', R? n R® HesaBucumo npeacrasnsioT coboit Bogopoa, ranoreH, umaHo, CF,
unn C4_gankun;

R* npencTaensieT coboii ranoreH, CO,R'?,

C1.6anKoKcu, rae ankurbHas rpynna Mmoxet o6pa3oBaTh 3-6-UneHHOe HaCbILLEHHOE KOSbLIO
“nu Moxert BbiTb 3aMellieHa 1-3 aTomammu Topa Unu LMaHorpynnoii;

C3.gankeHUnoKken nnm Cs_gankuHUIOKCU, KOTOPble MOTYT BbiTb, BO3MOXHO, 3aMeLLieHbl
rugpokeu, nm6o NR'R15;

0OC,_gankun-X-C4_gankun, rae ankurbHble rpynnbl MoryT obpasoBaTb 3-6-4neHHoe
HacCblLLeHHOE KOMbLO;

OCankunR" unn OC, gankun-X-R'", roe ankunbHas rpynna moxeT o6pasosaTth 3-6-
YrIeHHOE HacbILLEeHHOE KOMbLO U, BO3MOXHO, 3ameLleHa 1-3 rpynnamu, BobibpaHHbIMK 13
ruppokeu, ranoreHa, NR™R ', SR'3 S(0),R"3, S(O)R"3;

OCgankunR’®;

R® 1 R® HesaBucumo npenctasnsioT coboii Bogopoa, LmaHo, ranoreH, CO,R'2, CONR™R'S;

C1.6ankus, BO3MOXHO 3aMeLleHHbii rugpoken, NR'R"® unu 1-3 atomamu dropa;

C1sankmnR" unn XCH(R'C4_gankun unn XCH(R'®)C4_sankun, roe ankunbHas rpynna
MOXeT 6bITb, BO3MOXHO, 3ameLlieHa 1-3 rpynnamu, BoibpaHHbIMK 13 ruapoken n NR™R1S;

NR™R™; N(R'R'; X-(CH)(NR™R?; (CH,),NR™R™;

Cs_ganknHunn nnn Cs_gankeHus, BO3MOXHO pa3BeTBEHHbIE N, BO3MOXHO, 3aMeLleHHble 1-3
rpynnamu, BblbpaHHbIMW U3 TMAPOKCHU, LnaHo, ranoreHa un =0;

R'; X-R"; X-R'?; X-C4_gankunR'¢; X-R'6; X-(CH,),CO,R"?; X-(CH,),CONR™R"S; X-
(CH2),R™; X-(CH2)4CN; X-(CH2)qOR % (CH,),OR % (CH,)-X-R"!; X-(CH2)qNHC(O)NHR'?; X-
(CH2){NHC(O)R"; X-(CHy)NHS(0),R2; X-(CH,){NHS(0),R""; X-C3 sankerun; X-Cs gankvHum;

n pasHo 1, 2, 3, 4 nnn 5;

g paBHo 2, 3, 4, 5 unu 6;

X npenctaensiet coboit NR'3, O, S, S(0), S(O),;

R" npencraBnsieT coboii apunbHYi0 rpynny Unn 5-7-4neHHoe reTepoapoMaTyeckoe KombLIo,
cogepxatlee 1-4 retepoaTomMa, BblOpaHHbIE N3 a30Ta, KUCIOPOAA UMK CEPbI, KaXX4oe U3 KOTOpbIX
MOXeT BbITb, BO3MOXHO, 3aMeLLeHo 1-3 rpynnamu, BeibpaHHbIMM 13 ranoreHa, C(O)NRM™R ™S,
C(O)OR', rugpoken, =0,=S, CN, NOz, NR™R'®, X(CH2),NR™R ', (CH,),NR™R"®, (CH,),OH,
SR'3, S(O)R'3, S(0),R'3, C4_gankun-X-C4_gankun, C4_gankun unu Cq.sarnkokcu, rae ankunbHas
rpynna MoxeT obpa3oBaTtb 3-6-4neHHOEe KOMbLO Ui, BO3MOXHO, 3amMeLleHa 1-3 rpynnamu,
BbIGpaHHbIMK 13 ruapoken, ranoreHa, NR™R° SR™3, S(O)R'™3, S(0),R"3;

R' n R HesaBncumo npeacrasnsioT coboit Bogopoa unu Cq.gankun, rae ankunbHas
rpynna MoxeT ObITb 3ameLyeHa 1-3 atomamu Topa unu obpasoBaTtb HacblLeHHOE 3-6-4neHHoe
KOnbLO;

R' 1 R'® HesaBucuMo npeactasnsitoT coboit Bogopos, Cqgankun, Cs gLMKMNOANKUN UK
(CHz)qOH,

nm6o R'* 1 R'® BMecTe ¢ aToMom a30Ta, kK KOTOPOMY OHM MPUCOEeAUHEHBI, 06pa3ytoT 4-8-
YneHHoe HachblLEeHHOe KomnbLo, cogepxallee 1-3 retepoatoma, BeibpaHHbIE N3 a30Ta,
Kucropoga u cepbl, U, BO3MOXHO, 3aMeLleHHoe Cq_gankunom, Cq_gankun-OH nnun rugpoken, n

R'® npencraBnsieT coboii 4-8-uneHHoe HacbILLEHHOE KOMbLO, coAepxallee 1-3 reTepoatoma,
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BbIOpaHHble U3 a30Ta, KUCIIOPOAa UM Cepbl, 1, BO3MOXHO, 3amellieHHoe 1 -3 rpynnamu,
BbIOpaHHbIMW N3 TMAPOKCH, LnaHo, ranoreHa n =0, nnu ero hapMaLeBTUYECKN NPUEMIEMON
COMv Unu conbBaTa B NPON3BOACTBE NeKapCTBEHHOro cpeacTBa Ans nedeHus 3abonesaHus,
onocpenoBaHHoro CCRA4.

16. NpumeHeHne coeamHeHuns popmynel (IB), kak oHO onpegeneHo B nN.15, unu ero
hapmaLieBTUYECKM NPUeMremMor Conu nnu conbBaTta B NPOU3BOACTBE NekapCTBEHHOro cpeacTea
ANSA neyeHns BocnanuTenbHOro 3abonesaHus y naumMeHTa, cTpagatolwero ykasaHHbIM
3aboneBaHVEM UMM MMEKLLIErO PUCK YKa3aHHOro 3abonesaHus.

17. MNMpumeHeHne no n.16, rae 3aboneBaHne NpeacTaBnsieT cobon acTmy.
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