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SAMEIIEHHBIE BHIIUKIAYECKAE TETEPOINKIAYECKHAE COEJUHEHUS B KAYECTBE
HHTUEATOPOB HAJL®H-OKCHIA3LI

HEPEKPECTHAA CCBHLIIKA HA POJACTBEHHBIE 3AABKHW

JaHHas 3a9BKA 3a4BJACT NPUOPUTET NMPEABAPUTEIBHON 3asaBKU HA mateHT MHamm HOmep 201721015787

noxaHHo# 4 Mas 2017; xoTopast BKIIOUCHA B JAHHBIH JOKYMEHT B TOJHOM 00BEME MOCPEACTBOM CCBHLIKH.

OBJACTDb TEXHUKH
JlanHoe W300pCTCHHE OTHOCHTCA K  3aMCIICHHBIM  KOHJCHCHPOBAHHBIM  TI'CTCPOAPHIBHBIM  H
TCTCPOLUKIMICCKIM COCIUHCHUAM, NMPUTOJAHBIM B KAYCCTBC HHTHOWTOPOB HUKOTHHAMHUI AJCHHH THHYKICOTHU
(pocar oxcumaser (marHONTOPH HA JIOH-0KCHIa38H), CTIOCO0aM HX MOTYUYCHHSA, (PAPMALCBTHUCCKUM KOMITOZUITUAM,
COJCPKAIMM JAHHBIC COCAUHCHHA, W NPHMCHCHHIO JAHHBIX COCAMHCHUH WM KOMIO3HUIMH B JICUCHHU HIH

MPEAYMPEKACHUH PA3TUYHBIX 3a00JCBaHUM, COCTOSIHUH H/HJIH pacCTPOHCTB, onocpeaosanHbx HA JIOH -oxkcumasoii.

YPOBEHDb TEXHUKH

B cemeiicteo NOX HAJI®H okcuaa3 (HHKOTHHAMHI-aACHUH-IHHY KICOTHA-(poc(aT OKCHAA3a) BKITIOYACT
CeMEHCTBO (PePMEHTOB, MPOAY IMPYIOINHX aKTHBHBIC (hopMbl kucaoposa (ADK), koTopeie BCe yalne MPU3HAIOTCS B
KauecTBEe HCTOYHHKA OKHCIHMTEIBHOTO CTPecca BO MHOTHX mapaMerpax Oosiesneil. B to Bpemsa xak NOX2 (taxxke
H3BECTHBIH Kak gp9lphox), (paroumrapHas okcuia3a, ObLIa H3BECTHA B TCUCHHE HECKOJBKHX JCCATHICTHH Kak
(hpepMEHT, OTBETCTBEHHBIH 32 OKHCIHTCIBHBIH B3PBIB M CBA3AHHYIO C 3THM OAaKTCPHLUIHYIO aKTHBHOCTb, JPYI'HE
YWICHBI JAHHOTO CEMEHCTBA IeHOB OBUTH HACHTH(HIUPOBaHBI THIIbs HeaasHO. CemelictBo NOX B HacTosmee Bpems
cocrout u3 cemu uieHoB (NOX1, NOX2, NOX3, NOX4, NOX5, DUOX1 u DUOX2), KaKmplii CO CBOHM
pactpenencHieM B TKaHAX. [lociae OTKpwITHA Toro, uto pacmpenciacHue NOX ()epMEHTOB HE OTPaHHYHBACTCS
OeTBIMH KPOBAHBIMH KJICTKAMH, SKCIIOHCHIHATBHBIA POCT HAYYHBIX JOKIAJO0B MOKa3biBacT, kak NOX (epMeHTHI
OTBCUAOT 34 NMOBBINICHHYH) TCHCPALIUIO A®K IIPA MHOTOYHCJICHHBIX IMATOJIOTHYCCKHX COCTOAHHUAX, TAKHX KAK
BOCTIAJICHHC, THIICPTOHHA, HIICMUs/peniepdy3us, THAOCT, CCPACTHO-COCY AUCTHIC 3a00ICBAHUA H HCHPOACTCHEPAIIHH
(Lambeth u ap., Semin Immunopathol 30: 339-363, 2008). ITossmunerHoe mpoxayuuposanne ADPK cess3biBamm ¢
maroOHONIOTHEH MHOTHX 3 AaHHBIX cocrosumii (Lambeth u np., Semin Immunopathol 30: 339-363, 2008).

HAJI®H-okcua3a reHepupyeT CyNepoKCH T Iy TeM IiepeHoca 3eKTpoHOB 0T HAJI®H BHY TpH KIICTKH Hepe3
MeMOpaHy H COCOMHCHHE HX C MOJCKYJUIPHBIM KHCIOPOJOM C TOJNYYCHHEM CYNCPOKCHA-aHHOHA,
PEaKIHOHHOCTIOCOOHOTO CBOOOAHOTO paxukana. CynepoKCHI MOKET ObITh MPOAYIMPOBaH B (harocoMax, KOTOpPhIC
COZCPKAT MOTJIOICHHbIC OAKTCPHH M TPHOBL, WM OH MOKET OBITh NPOAYLHPOBAH BHE KICTKH. B (parocome
CYNEPOKCHI MOXXET CaMOIPOH3BOIBHO OOPA30BBIBATE IEPEKHCh BOJOPOAA, KOTOpas OyAeT IOABEPraThCs
JATBHEHIINM PEAKIHAM JUIL TeHEpaly akTHBHBIX (popM kucmopoaa (ADPK).

AxTuBHBIC (DOPMBI KHCIOPOJA TPSACTABIAIOT COOOH NMPOW3BOAHBIC OT KHCIIOPOAA MAJBIC MOJCKY B,
BKITIOYAA KHCITOPOTHBIC pamukamel [cymepokcua (O;™), ruapokcun ("OH), mepokcmn (RO;") m amxokcun (ROY)| u
HCKOTOPBIC HC-PAOHUKATIBI, KOTOPBIC ABJIAIOTCSI JUO0 OKHCJIHMTC/IBHBIMH ATCHTAMH H/HIH JICTKO MPEBPAIIAOTCA B
pamHKanbl, TAKHE Kak xaoproBaructas kuciota (HOCI), osom (Os), cumrmerssni kucmopox (*O) H IEpPEKHCH
pogopoza (H.O,). AsoTcomepskaniue OKUCIHTCITH, TAKHC KAK OKCHI a30Ta, HA3BIBAKOTCA AKTHBHBIC (DOPMBI a30Ta
(AD®A). Tencpamma ADK mpeacrapmaeT co0oO#, Kak MPABHIO, KAaCKad PCAKOHi, KOTOPHI HAYHHACTCA C

POy LHPOBAHKS Cy epokcuaa. CynepokCH OBICTPO AUCIPOIIOPLHOHHPYET B ICPSKUCH BOAOPOAA MU0 CIIOHTAHHO,



0COOCHHO mpu HU3KOM pH 0 KaTtamm3upyeMo CynepOKCHATUCMYTA30H. JIPyTHe 3CMEHTHI B KACKAAC TCHCPAINH
A®K BKIFOUAIOT PEaKIHUI0 CYNEPOKCHIA C OKCHAOM a30Ta C 00pa30BaHHEM INECPOKCHHHTPHTA, KATAIU3ZHPYEMOS
MIEPOKCHIA30H 0Opa3oBaHUE XJIOPHOBATHCTOH KHCIOTHI H3 NEPEKHCH BOJAOPOAA, W KATATH3HPYEMYIO >KEIC30M
peaxmro OeHTOHA, MPUBOAAIIYIO K 00Pa30BaHUIO THAPOKCHIbHOTO paxukana (Klebanoff w ap., Ann Intern Med,
1980, 93: 480-489; Thannickal u np., Am J Physiol Lung Cell Mol Physiol, 2000, 279: L1005-L1028). A®K akxrusHO
B3aUMOJCHCTBYIOT C OOJBIIHM KOJHYECTBOM MOJICKYJI BKIIFOUAs! APYTHE MAJIbIC HEOPTAHUYCCKUE MOJICKY JIbL, a TAKKE
JHK, Genxu, TUIUABL, YTICBOAB! H HY KJICHHOBBIC KUCIOTHI. [laHHAS IEPBOHAYATBHAS PEAKIMS MOKET TCHEPHPOBATh
BTOPOH paiauWKalg, TakuM 00pa3oM, YMHOXAd NMOTCHOHATBHBIC MOBPCKACHHA. A®K y4acTBYIOT HE TOJIBKO B
KJICTOYHBIX TOBPSKICHUAX W YOWHCTBE NMATOTCHOB, HO U B OOJBIIOM KOJUYCCTBE OOPATHMBIX PETYJIATOPHBIX
mporeccax MPAaKTUYECKH BO BCEX KIETKAX M TKAHAX. TeM He MEHee, HeCMOTps Ha BakHOocTh ADK B perymiuuu
(p)yHIAMEHTAJIBHBIX (PH3HOJOTHYECKUX MpoueccoB, mpoayuuposanue ADK taxxe MokeT HCOOPaTHMO YHHUTOKUTD
WM H3MCHHTh (PYHKUHIO MOJEKyJbl-MumeHH. CrnenosarenpHo, ADK Bce uame ompenensercs Kak OCHOBHOH
BKJIQTYHK B OBPCKIACHHC OMOTOTHICCKUX OPraHU3MOB, TaK HA3BIBACMBIH «OKHCIHTCIBHBIN CTPECC).

Bo Bpemsa Bocmancumi HAJIOH-okcupmaza SBIICTCA OJHHM W3 HauWOOJCEC BAKHBIX HCTOYHHKOB
mpoayuupoBaHusi ADK B kireTkax cocyaos npu BocnamuTeabHbIX coctostHuaX (Thabut u ap., J. Biol. Chem., 2002,
277:22814-22821). B nerkux TKaHH NOCTOSHHO MOABEPTralOTCA BO3ACHCTBHIO OKHCIUTEICH, KOTOPBIC TCHEPHPYIOTCA
MO0 3HIOTCHHO META0OIHYCCKHMH PEAKUMAMH (HAMPHMEP, MHTOXOHIPHANBHBIM JBIXAHHEM HJIH AKTHBAIHCH
HAOMPAEMBIX BOCTIAIHTCIBHBIX KJICTOK) HITH SK30TCHHO B BO3AYyXC (HAMPUMEP, CHTAPCTHBINH JbIM HJIH 3arPsA3HHTCIIH
BO3ayxa). KpoMe Toro, nerkue, KOTOPBIC MOCTOAHHO MOABEPKCHBI BO3ACHCTBUIO BRICOKUX JABICHHI KHCIOPOJA 1O
CPaBHCHHIO C JPYI'HMH TKAHAMH, HMCIOT 3HAYMTEIBHYIO IIOMIAAb IIOBEPXHOCTH H KPOBOCHAOMKCHHUE, SBILTIOTCS
0COOCHHO BOCHPHUMYHBBIMH K TpaBMaM, omocpemoBaHHbIM A®K (Brigham, Chest, 1986, 89(6): 859-863).
3aeucumas or HAJI®OH -okcumazsl reneparms AOK 6buta onucanHa B JISTOYHBIX YHAOTCIHATBHBIX KICTKAX H KICTKAX
IAAKOH MycKyIaTypbl. CunTanock, uro aktusaus HA JIOH-0kCHAA3bI B OTBET HA CTHMYJIBI MPHHUMACT YYACTHC B
PA3BUTHH PCCIHPATOPHBIX 3a00JICBAHME, TAKUX KAK JICTOYHAS THIOCPTCH3HSA U TMOBBINICHUC JICTOYHOI
pazokoHcTpukuud (Djordjevic u ap., Arterioscler. Thromb. Vase. Biol, 2005, 25, 519-525; Liva u ap., Am. J. Physiol.
Lung, Cell. Mol. Physiol, 2004, 287: L111-118). Kpome Toro, (puOp03 JETKHX XapaKTEPH3Y CTCS BOCTIAJICHHEM JICTKUX
u upesmepHo# reneparmeii A@K. OcTeoknacTbl, KOTOPBIC SBISIOTCA MaKpo(ara-mogoOHBIMHU KICTKAMH, KOTOPBIC
HTPAOT KJIOYCBYID PONb B KOCTHOM KPYyrooOOpoTe (HATpHUMEP, KOCTHOH pe3opOumm), reHepupyror ADK
Mexaru3Mamu, 3aBucuMbiMu 0T HA JI®OH-okcuaaser (Yang u ap., J. Cell. Chem., 2002, 84, 645-654). TnabeT, Kak
H3BECTHO, MOBBINACT OKHCIHMTEIBHBIN CTpecc (HampuMep, MOBBINCHHOE oOpazosanne A®K aBTOOKHCICHHEM
TJIFOKO3bI) B OPTaHH3ME YCJIOBEKA W KUBOTHBIX, H OBIIO IIOKA3aHO, YTO YBEIMUCHHE OKHCIHTEIFHOTO CTPECCA HTPACT
BA)XKHYIO POJTb B PA3BHTHH AHAOCTHYCCKUX OCIOKHCHUH. BHUTO MOKA3aHO, YTO YBEIMUCHHE JIOKATH3AHH IIEPOKCHIAA
H TUC(YHKIMU SHIOTETHANBHBIX KICTOK B ICHTPAIBHON CETYATKE AHAOCTHUCCKHUX KPBIC COBMAACT C 00JACTIMHU
aktusHOCTH HAJI®H-okcHaassl B sHmoTeHANBHEIX KieTkax cetyatku (Ellis w ap., Free Rad. Biol Med., 2000,
28:91-101). Kpome Toro, OBIIO BBICKA3aHO MPCAMOJIOKCHHC, YTO KOHTPOJIb OKHUCIUTCIHHOTO crpecca (ADK) B
MHTOXOHIAPHUAX /WA BOCTIAICHHH MO>KST OBITH TIOJIC3HBIM TTOAX0M0M 1t ieucHua quadeta (Pillarisetti u ap., Fxpert
Opin. Ther. Targets, 2004, 8(5):401-408).

A®K Taxxe CHIIBHO 3aACHCTBOBAHBI B TATOTCHE3C aTCPOCKICPO3a, KICTOUHOH MPOTH(PepaIiid, THIICPTOHIH
H CCPACUHO-COCYINCTHIX 3a00/ICBAaHIAX penep(y3HoHHOTO ToBpexkacHmA B enoMm (Cai u ap., Trends Pharmacol.
SeL, 2003, 24:471-478). Mamo TOTO, 4TO MPOAYIHPOBAHHWC CYNCPOKCHOA, HAMPHMEP, B APTCPHANBHONW CTCHKC,

YBCIHUIUBACTCA BCeMH (DAKTOpAMH PHCKA Pa3BUTHA aTCPOCKicpo3a, HO ADK Takke BBIBBIBAOT MHOKCCTBO



«IPOATEPOTCHHBIX» KICTOYHBIX PEakLuii in vitro. beno oOHapyskeHo yeenmueHue akrusHoCTH HA JIOH-0KCHIa35! B
CTCHKE COCYIOB Iocie 0amoHHOTO moBpexkacHus (Shi u ap., 2001, Throm. Vase. Biol, 2001, 21, 739-745).

C‘II/ITaeTC}I, YTO OKHCJIHTCIIHbHBIH CTPECC HUITH MOBPCIKACHUC CBOGOI[HBIMI/I PAAUKATAMHA TAKXKE SBIACTCA
OCHOBHBIM IIPHYUHHBIM (JaKTOPOM ITPU HEHPOICTCHEPATHBHAIX 3a00I€BaHISX. Takue MOBPEKICHHS MOTYT BKJIFOYATh
MHUTOXOHJIPHANbHBIC HAPYIICHHA, HCHPOHHYIO [EMHCIMHH3ALUIO, amoNTO3, THOCIh HEHPOHOB M CHIDKCHHC
KOTHHTHBHBIX (DYHKI(HH, YTO NMOTCHIHAJIBHO NMPUBOAMT K PA3BHTHIO IPOTPECCHPYIOIIMX HEHPOJACTCHEPATHBHBIX
paccrpoticte (Nunomura u ap., J. Neuropathol Exp. Neurol, 2001, 60:759-767; Girouard, J. Appl Physiol., 2000,
100:328-335).

Taxum o6pazom, ADK, momyucuneic u3 HAJIOH-okcHmasel BHOCAT BKJIAA B IATOTCHE3 MHOTHUX
3a001eBaHU, 0OCOOCHHO CEPACTHO-COCY JUCTHIX 3a00I€BaHHI HIIH PACCTPONHCTB, PECTUPATOPHOTO PACCTPONHCTBA HITH
3a0oncBaHmA, 3a00JCBAHMH WM PACCTPOHCTB, BIMAINHX HA METa0OMW3M, KOCTHBIX 3a00JICBaHUM,
HEWPOJCTCHEPATUBHBIX  3a00JICBAaHMH, BOCTAJIHMTCIBHBIX 3a00JCBAHUM, paccTpoiicTBa MM 3a00JCBaHUSA
PCIPOIYKTUBHOW CHUCTEMBI, OOJIM, paka W OOJIC3HH HIIH PaAcCTPOHCTBA KEIyAOYHO-KHINCUHOTO TpakTa. Takum
00pa30oM, OBLTO OBI KpaifHE KEIATCIHHO Pa3paboTaTh HOBBIC AKTUBHBIC arCHTHI, C(POKYCHPOBAHHBIC HA CHTHAIBHOM
kxackane ADK, ocobenno va HA JI®H-okcugaze (NOX).

Hexotopble HaTeHTHBIC 3ajABKH OTHOCATCH K DPA3IUYHBIM CKEICTHBIM (PparMEHTaM H COCTUHCHHAM,
NPHIOAHBIM B KadecTBe HHruouTopoB HAJIDOH-okcumassl. MexayHapoansie myOmukammu Ne WO2008113856,
W02010035217, WO02010035219, WO02010035220 u WO02010035221 oONHCHIBAIOT HHPA30J0 IPOH3BOIHBIC
nHpHAWHA B KadyectBe HHruoutopos HAJIOH-okcumazel B JICUEHHH CEPACYHO-COCYAUCTHIX 3a00JICBaHMIL,
peCIUpaTOPHBIX 3a00ICBAHHN H PACCTPOICTB, BIMSIOIHX HA META00IN3M, KOXKHBIX /WM KOCTHBIX 3a00JICBAHMHIA,
HCHPOJCTCHEPATUBHBIX 3a00JicBaHWi, 3a00JCBAHWN TOYCK, HAPYLICHWH PENPOXYKUHH, BOCHIAIUTCIBHBIX
3200JICBAHUI H PaKa.

OOBCKTOM JAHHOTO H300PCTCHHSA SBIACTCS TAKKS MPCIIOKCHHC COCIHHCHHEA B KAUCCTBC MHTHOHTOPOB
HUKOTHHAMH aICHUH JTUHYKJICOTHI OKCHaa3sl (MHruouTOphl HA JIOH-0KCHAA3H) B ClIOCO0Y MPHMCHCHHS TAHHBIX
COCIMHCHUI B JICUCHUH MM OOJICTYCHH 3a00JICBAHUS WIIH PACCTPOHCTBA, IPH KOTOPOM TPEOYETCS HHTHOUPOBAHHC

HA I®H-oxcuaassl.

KPATKOE OTMCAHUE CYIIMHOCTHU U3OGPETEHWA

B oxHOM acmekTe, JaHHOE W300PETEHUE OTHOCHTCS K coetnHEHUEO (popmysr (1)

WM er0 (PAPMALICBTHYUCCKH MPHCMIICMOT COJTH HITH CTCPCOH30MEPY,

rac
MY HKTHPHASA JITHAS [----] BHYTPH KOJbIA MMPEACTABILIET COO0H HEOOA3aTEIbHY IO OJHHAPHYIO CBSI3b;
X mpeacrasager coboit NH wmm O;

R BrI6pan m3 Bogopona, Ci.s amxuma u -C(O)R7;



Z: mpeactasmaet codoit CH mwm S;

Z, mpeactasiiet codoit CH;

Zzmpeactasiriet codoit CH mm N,
Zsmpeactasiriet codoit CH;

Zs mpeacrasiiet codoi CH mm 0TCyTCTBYET;

KOJIBLO A BBIOpaHO U3

; TA€ X H Y IPSACTABILIOT COOOH TOUKY MPUCOSTHHCHHUS,

B K2KIOM KOHKPETHOM Cllydae, R! He3aBHCHMO BBIOpAH M3 rajgoreHa, aMuHo, ruapokcuia, Ci.g ankuna, Cg
anxoxcH, Cr.g amkokcu-Ci.g ankokcu, rano-Cig amkuna, rano-Cig amkokcs, -(CH2)mNR’C(O)RS, -(CH2)mOR?, -
(CH2)mNRS(O)pR8, C.14 apua u o1 5- 10 14- unennoro rerepoapuia; rae Ce.14 apHI HEOOA3ATEIBHO 3aMEIICH
OJHUM HJIH 00JIee 3aMECTHTEISIMY, BEIOPAHHBIMHE 13 TasioreHa i Ci.g alKuia;

B KOKIOM KOHKpETHOM ciyuae, R? me3aBHCHMO BHIOpaH u3 Bomopoxa, Cigs amkunia, ramo-Cis aakia,
ruapokcu-Ci.g amkuna, -(CHz)mNR3C(O)NR®, -(CH2)mOR?, 0T 3- 10 15- YNEHHOrO reTeponMKInia, oT 3- a0 15-
YJICHHOTO reTepolmkini-Ci g anxuia, Cs.14 apuna u Cs.14 apui-Ci g alKmia; rae o1 3- 10 15- uieHHbIH reTepoLUKInI,
oT 3- 10 15- uneHHbIH reTeponukIiiI-C.g akui, Ce.14 apui ¥ Ce.14 apuia-Ci-g ATKAT HCOOA3ATCIHHO 3aMCIICH OTHIM
U GoNee 3aAMECTUTEAMH, BHIOpaHHBIMH M3 ramoreHa, Cig amkmma, rago-Cis amkuma, -(CHz)mS(O)pRE, Cin
LUKJIOAIKHUIA U OT 3- 10 15- WICHHOTO reTepOIHKIHIIA;

B KaKIOM KOHKPETHOM clyuae, R® HezaBucumo BeIOpaH 3 Bomopoxa, Cis ankuma, rano-Cis aukuia,
ruapokcu-Cis ankuna, -(CH2)mOR?, -(CH):N(RY),, ~(CH2)mS(O)pR?, Cs.12 mukmoankuna, ot 3- 10 15- 4ieHHOTO
TCTCPOLHUKIINIIA, OT 3- 10 15- uwneHHOTO TeTepounkmi-Ci.g ankuna, Ce.14 apuna, Ce.14 apun-Cig ankuma, ot 5- g0 14-
YICHHOTO TeTepoapwia W oT 5- A0 14- wieHHOTO Tretepoapuin-Cig amkmna; rae Cs.p DHKIOANKHWI, 0T 3- 10 15-
yneHHBIH TeTepomKInaI-Cig ankwi, Cs.14 apun 0 Ce.14 apuin-Ci.g ATKAT HEOOA3aTCIBHO 3aMCIICH OJHUM HTH 00JIce
3aMCCTHTCIAMH, BRIOPAHHBIMH U3 TAJI0TCHA, 0KCO, Ci.g anmkmna u Ci-g AIKOKCH,

B KOKIOM KOHKpETHOM cryuae, R* Hesasucumo BoiGpan u3 Bogopona u Ci.g amkuia;

B KKJIOM KOHKPETHOM ciyuae, R> He3aBruCHMO BBIOpaH 3 Boaopoaa u Ci.g ATKKIIA;

B KKJIOM KOHKPETHOM cryuae, RS HezaBrucuMO BBIOpaH 3 Boaopoaa u Ci.g ATKUIIA;

B KKJIOM KOHKPETHOM cryuae, R7 He3aBHCHMO BBIOpaH 3 Boaopoaa u Ci.g ATKUIIA;

B KKJIOM KOHKPETHOM cryuae, R® HeszaBrcumo BbIOpaH w3 Bomopoa u Ci.g ATKUIIA;

«my MPEACTABIACT COOO0 1emoe yncio B quamna3oHe ot 0 10 4, 00a BKIFOUHTCIBHO,

«1» MPSACTABIACT COOOH eI0¢ YHCI0 B quamna3oHe ot 0 10 5, 00a BKIIOUHTCIBHO, H

«p» MpeacTaBIACT COO0H mesoe ynueo B quanazoHe o1 0 10 2, 06a BKIFOUHTEIBHO.

Coenuaenns (popmy sl (I) MOTYT BKIIFOUATH OAHH MK OOJIEE BAPHAHT peau3aliy H300peTeHusI. BapnanTsl
peamm3amun w3o0percHua (opmyas! (I) BkmrouaroT coemuHCHHA (Gopmynbl (II), kKak OMHCAHO HIHKC B JAHHOM
JOKYMCHTC. Cne/:[y €T TDNOHHMATh, YTO MJAHHBIC BAPHAHTHI PCATH3ALHHA I/1306peTeHI/I}I HIDKC ABJIIHOTCA

WITFOCTPATHBHBIMHA IS JAHHOTO W300PCTCHHUA W HE MPSIHAZHAYCHBI I OTPaHMUCHHUA (DOPMYIIBI H300PCTCHUA 10



KOHKPETHBIX BAPHAHTOB PCATH3ALNH H300pETECHIS, MPUMEPBI KOTOPHIX MMPHBEACHBI. KpoMe Toro criexyer moHuMars,
UTO BAPHAHTEI pCATU3alHA I/1306pCTeHI/I}I, ONpPECACICHHBIC B JAHHOM JOKYMCHTC, MOTYT OBITH MPUMCHCHBI HC3ABUCHMO
WM B COUCTAHHH C JTFOOBIM OIPEICICHACM JIFO00TO APYTOT0 BAPHAHTA PCATH3ALUN W300PCTCHHUA, ONPCACTICHHBIM B
JAHHOM JoKyMeHTe. Takum 00pa3oMm, [JAaHHOC H300PCTCHHC OXBATHIBACT BCEC BO3MOYKHBIC KOMOWHALHH U
TICPECTAHOBKH PA3JIMYHBIX BAPHAHTOB PCATH3AIIMH H300PCTCHHUS, OMMUCAHHBIX HE3aBUCHMO APYT OT Apyra. Hampumep,
JAHHOC W300PETCHHE OTHOCHTCA K coeauHeHUAM (popmy sl (1), Kak ompeaencHo Bhime, Tae R mpeacrasmaeT coboit
pogopox, metwi wim —C(O)CH3 (B COOTBETCTBHH C BAPHAHTOM PCATH3ALHN H300PSTCHHUSA, OMPEACICHHBIM HIDKE), X

npeacrapisier cob6oit NH man O (B COOTBETCTBHH C APYTHM BAPHAHTOM PEATH3ALUH H300PETCHHUS, ONPEACICHHBIM

\g. ’O%
Hwke), R! mpeacrasaser coboit F, Cl, NH,, OH, metun, metokcu, -OCH,CH,OCH;, CF;, OCF;, 7™

L b HD
\ <~ — -
D s
v H . H

R i 1H-umMupazon-1-un (B COOTBETCTBHH C €IIC OJHHM BapHAHTOM

>

peanu3anuy H300peTeHUS, ONPEICICHHBIM HIKE).

CornacHo 0HOMY BapHAHTY PEeaTHU3aLH H300PETCHHA, B YACTHOCTH, ITPEIOKCHBI COCTHHCHUS (DOPMYJIBI
(D), rae R mpeacTasaseT co6oit Bogopoa, Ci.s amxua uma —C(O)R”.

CoriacHo ApYroMy BapHaHTY PEaIM3allHy H300PETCHNS, B YACTHOCTH, IIPEIIOKCHBI COSTHHEHHA (DOPMYJIBI
(D, rme R mpeacrasmger coGoit Bomopon, Cis amkun (Hampumep, metn) wid —C(O)R’. B maHHOM BapHaHTe
peanuzanuu uzoopercHust, R7 npencrasmset co6oit Ci-g alKuiI (HAMpUMEDP, METHIT).

CoriacHo emme OAHOMY BApPHAHTY pealH3alMUd H300PETEHHA, KOHKPETHO IPEITOKCHBI COCAMHCHUA
¢opmymer (I), tme R mpeacraBmser coGoii Bomopox, merwn wik -C(O)R7. B 1aHHOM BapuHaHTE peaTU3ALHH
u306perenus, R7 mpeacrasaget coboii METHIL.

CorjacHO cIe OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHUA, KOHKPETHO MNPCITOKCHBI COCAUHCHHS
¢opmyasl (I), tae R mpeacraemaer coboit Bogopoa, metit wm —C(O)CHs.

CoriacHo APYroMy BapHAHTY PCATH3ALMA H300PESTCHHSA, B YACTHOCTH, MTPCIIOKCHBI COCTUHCHHES (DOPMYJIBI
(1), rme R mpeacrasmgeT co6oif BOIOPOI.

CornacHo cIe OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCAWHCHHS
¢opmyasl (I), tae R mpeacrapmaet coboir Ci-g aaKiT (HampuMep, MCTHI).

CornacHo cIie OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCOUHCHUS
¢opmyasl (I), tae R mpeacrapmiet coO0H METHIL

CornacHo cIie OJHOMY BAPHAHTY PCATH3ANMH H300PCTCHHA, KOHKPECTHO MNPCITOKCHB COCIWHCHUS
(popmynsl (1), rae R npeactasmser coboit -C(O)R’. B manrOoM BapHanTe peammsanun m300pererms, R’ npeacrapmact
co00ii Ci_g aaKUT (HATPUMEP, MCTHIT).

CornacHo cIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHA, KOHKPSTHO MNPCITOKCHB COCIUHCHUS
¢opmys (1), rae R npeacrasiser coboit -C(O)R’. B naHHOM BapuaHTe peanu3anuu u300perenus, R’ npencrasser
CO00M MCTHIL.

CoriacHo cIe OAHOMY BAPHAHTY PCATH3ANHMH H300PCTCHHA, KOHKPETHO MNPCITOKCHB COCIWHCHUS
(popmyms! (I), rae R mpeacrasier codoii -C(O)CHs.

CornacHo cIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCIWHCHUS
(popmyasl (I), tae X mpeacrasager codoit NH wm O.

CormacHo cIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHA, KOHKPETHO MNPCITOKCHB COCIWHCHUS

(popmyasl (I), tae X mpeacrasageTr coboit NH.



CornacHo cIie OAHOMY BAPHAHTY PCATH3ALMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCIUHCHUS
(popmyasl (I), tae X mpeacrasmaer coboit O.

CormacHo eIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCIWHCHUS
(opmyasl (1), roe Z; mpeacrasmaet codoit CH wm S, Z, nmpeacrasiier coboit CH, Z; nmpeacrasiser codoii CH mm
N, Z4 mpeacrasmer codoit CH u Zs npeacraser codoit CH mim 0TCyTCTBYET.

CormacHo eIe OAHOMY BAPHAHTY PEATH3AMU H300PCTCHHA, KOHKPETHO MNPEITOKCHBI COCIUHCHUS
(popmyasl (1), tae Z: mpeacrasaster codoit CH, Z, mpeacrasiser codoii CH, Z; mpeacrasmiet coboit CH wmm N, Z,4
npeacrasiaet codort CH u Zs mpeacrasmsaer coboit CH.

CormacHo eIme OAHOMY BAPHAHTY pEATH3AMU H300PCTCHHA, KOHKPETHO MNPEITOKCHBI COCIUHCHUS
¢opmyasr (I), toe Z1 mpeacrasmaer coboit CH, Z, mpeacrasmser coboii CH, Zs mpeactasmier coboit CH, Z4
npeacrasiaet codort CH u Zs npeacrassaer coboit CH.

CoriacHo eIme OAHOMY BAPHAHTY pEATH3aMU H300PCTCHHA, KOHKPETHO NPEITOKCHBI COCIUHCHUA
(¢opmynsr (I), toe Z: mpeacrasnsger coboit CH, Z, mpeacraemser coboit CH, Z; mpeacraBmsaer coboit N, Zy
npeacrasiaet codoit CH u Zs npeacrasmster coboit CH.

CoriacHo eIme OAHOMY BAPHAHTY pEaNH3alMUd H300PCTCHHA, KOHKPETHO NPEITOKCHBI COCAUHCHUA
(popmysi (), roe Z, mpeacrasiseT codoii S, Z, npeacrasiset codoit CH, Z; npeacrasiser codoii N, Z, mpeacTaBisieT
co6oit CH u Zs 0TCyTCTBYET.

CoriacHo eIme OAHOMY BApPHAHTY pEalH3alMUd H300PSTCHHA, KOHKPETHO NPEITOKCHBI COCAUHCHUA
(popmyasi (1), rae Z, mpeacrasmser codoit CH.

CoriacHo emme OAHOMY BApPHAHTY pealH3alMU H300PETCHHA, KOHKPETHO IPEITOKCHBI COCAMHECHUA
(popmymsl (1), rae Z, mpeacrasset codoi S.

CorjacHo cIe OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCAWHCHHS
(popmyasl (I), tae Zs mpeacrasmaet codoit CH.

CoriacHo cIie OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCAUHCHHS
(popmyasl (I), tae Zs npeacrasmaet codoit CH.

CoriacHo cIe OJHOMY BAPHAHTY PCATH3ALHMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCAWHCHUS
(popmyasl (I), tae Zs mpeacrasnaet codoit N.

CoriacHo cIe OJHOMY BAPHAHTY PCATH3AMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCIUHCHHS
(dopmyms! (I), rae Zs OTCYTCTBYET.

CornacHo cIie OJHOMY BAPHAHTY PCATH3ANMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCOWHCHUS
dopmy s (1), tae R! npeacrasnser coboit ranoren (wanpumep, F, Cl, wii Br), amuno (sanpumep, NH»), ruapokcun
(mampumep, OH), Cis amxun (mampumep, mMeTin), Cig amkokcu (Hampumep, MeTokcH), Ci.g ankOKCH-Ci.g aTKOKCH

(mampumep, —OCH>CH,OCH3), ramo-Cis ankun (Hanpumep, CF3), ramo-Cis amkokcn (mampmmep, OCF3), -

. (@)
“~
,\ ’o \/A \\\ N%<
(CH)»OR® (mampumep, -~ ), -(CHy)xNR’C(O)R® (mampumep, * H ), (CH2)mNR’S(O):R®

\
,

(Hampumep, H CH; ), Co.14 apun (Hampumep, (CHIT), HCOOA3ATCABHO 3AMCINCHHBIM OJHUM WIH 007ce

3aMECTUTEIIMH, BBIOpaHHBIMH m3 ranoreHa (Hampmumep, Cl, F wmm Br) m ot 5- no 14- wieHHOro rerepoapmia

(manpumep, 1H-mvMunaszon-1-wn). B manEOM BapHAHTE peammsamun H300peTeHns, R npeacrapmaer co6oil BOTopoT



\\/A
), R® mpencrasnser coGoit Cis ankun (HampuMmep,

.
.
:
3
v
'

wm Cs.qp EKTOATKHI-Cr.s aNKAT (HAPHMED,
HpeacTaBIIeT coboit Bogopon, R mpencrasmser co6oii Ci-s ki (HAMPHMED, METH), €P» PABHO

2 1 «m» paBHO 0 man 1
(mampumep, OH), Cig amkun (Hampumep, mMeTin), Cig amkokcu (Hampumep, Metokcn), Ci.g ankokCH-Ci.g aTKOKCH
, -
O

H3C CH3 ), R7
CormacHo eIe OAHOMY BAPHAHTY PEATH3AMU H300PCTCHHA, KOHKPETHO MNPEITOKCHBI COCIUHCHUS
(mampumep, —OCH2CH,OCH3), ramo-Ci.s amkun (sampumep, CF3), ramo-Cig ankxokcu (Hampumep, OCF3)
N

(dopmysi (I), rae R! npeacrapiser co6oii ranored (Hanpumep, F, Cl, wmi Br), amuno (sanpumep, NH;), THIpOKCH

\/A) (CH,)xNRSC(O)R® (nampumep, H& (CH2)uNRS(O)pR®

(CH2)mOR® (mampumep, ) “ , -
O 1
oo lo - F
I S\
(gampumep, H CH3) Co.14 apun (Hampuvep, F ) uu 0T 5- A0 14- uneHHBIN reTepoapuI (HanmpuMmep,
1H-umMuga3071-1-1w1). B maHHOM BapuaHTe pealM3aluH H300peTeHHs, R> mpemcraBiser coGOH BOJOPOIN HIH
’\,/’ CH3
R’ mpenacrasaser coboii Bomopon, R® mpeacrasmser coboit

l
'
3
'
'

\\/A
. R® mpencrasmger coboit H,C  CH; ,
METHII, «p» PaBHO 2 U «m» paBHO O mmm 1.
CoriacHo emie OXHOMY BAPHAHTY PEaTH3al{H H300PCTCHHUS, KOHKPETHO IPEITOKCHBI COCIMHCHUS
¢opmyaer (I), roe R! mpencrasnser coboit F, Cl, NH,, OH, merun, merokcu, -OCH,CH,OCH;, CF;, OCFs;,

II _O - F
wm 1 H-aMunazon-1-mr

v
EEN J&< g
H CH3 F
CornacHO e€me OTHOMY BAPHAHTY PCATH3ALMH HW300PCTCHHUA, KOHKPCTHO NPCITOKCHBI COCTHHCHHUA

(popmyms! (I), rae «n» paBro 0, 1, 2 wwm 3.
CorigacHo eIie OAHOMY BApPHAHTY pEalH3alUU H300PETCHHA, KOHKPETHO IPEITOKCHBI COCAUHCHUA
CorigacHO eIie OAHOMY BApPHAHTY pEalH3alUU H300PETCHHA, KOHKPETHO IPEITOKCHBI COCAMHCHUA

(popmyms! (I), rae «n» pasaO O
CorigacHO eIie OAHOMY BAapPHAHTY pEalH3alUU H300PETCHHA, KOHKPETHO MPEITOKCHBI COCAMHCHUA

(popmyms! (1), rae «n» paBHO 1
CorigacHO eIie OAHOMY BAapPHAHTY pEalH3alMU H300PCTEHHA, KOHKPETHO MPEITOKCHBI COCAMHCHUSA

(opmyms! (I), rae «n» paBHO 2
CorigacHO eIie OAHOMY BAapPHAHTY pEalH3alUMU H300PETCHHA, KOHKPETHO MPEITOKCHBI COCAMHCHUA
,

F

(popmyasl (I), tae «n» pasHO 3
dopmynsr (1), roe R! mpeacrasmaer coboit F, Cl, NH,, OH, metun, metokcn, -OCH,CH,OCH;, CF;, OCF;,
-
wm 1H-umugazon-1-un u «o» pasuo 0, 1, 2 unu 3.
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CH,
>
CormacHo cIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCIUHCHUS

(popmyasl (I), tae koo A mpeacTaBaieT coooi
7



um R’

CoryacHo emie OJHOMY BapHaHTY peaiH3alid H300PCTCHUS, KOHKPETHO IIPEUIOKCHBI COCIMHCHMA
(popmysi (1), rae R? npeacrasiser co6oit Bogopos, Ci.s ATKAI (HATPAMEDP, METHIL, STHJL, H30MPOIIHI HIIH H300y THII),
rano-Cig agkun (Hampumep, TpudropMerun win gupropmermwn), ruapokcu-Cig anxun (wanpumep, —CH,OH), -
(CH)mOR® (mampmmep, —CH,OCH3), -(CH2)mC(O)NRR® (mampumep, —C(O)NH,), ot 3- mo 15- wicHHBIA
H;C 2O

257
(d
0 o) o
[ j Q Q F3C>\
N
_N__ __________ N\ -~ N ,’
TCTCPOLUIJINT (HAIIPUMED, ! , | , | HIH / ), oT 3- a0 15- uncHHBIH

B M
O SO O
_\r' a" N\
\_/ “\ H;C \ F

rereporuimn-Cr.g  ankuia  (Hampumep,

> s ’\ R ’/\ )
B /™
/ 0\ /\ N N—/\ .
I>—N N—/\ O<>—N N— N N— HyC )—/ X
X ,,(I,F_/_ v/ X HC .
F
Cos apun (nanpiviep, ! ) i Ce1q apun-Cis ankwi (HampuMep, B [ -

). rae ot 3- mo 15- WICHHBI TCTCPOIMKIAN, OT 3- 10 15- uwneHHBH rereporuiiui-Cig ankui, Ce 14
apun U Ce.14 apun-Ci.g ATKAT HCOOA3ATCTBHO 3aMCIICH OJHAM HIH 00JICC 3aMCCTHTCIIIMHI, BRHIOPAHHBIMHA W3 TATIOTCHA
(aanpumep, Cl, F wm Br), Cis ankmna (HampuMep, MCTHIA, 2-MCTHINPOTIAIA WM Tpon-2-uia), rano-Cig amkuia

(manpumep, TpHpTOpMEeTHIA, TpH(TOps THIa HaH (ropstma), -(CH2)mS(O)pR® (mampmmep, —S(0)CH;), Ciiz



LUKJIOQIKHIA (HAMpUMEP, LHKJIOMPOIIIIA) U OT 3- A0 15- wIEHHOTO reTepOLHKInIa (HampuMep, OKceTaHa). B nanHOM
BAPHAHTE pPeaNH3amuH m300peTeHms R® mpenctasmser coboit Bogopon mma Cis ankun (HAampuMmep, MeTHn), RO
MPSACTABIACT COOOH BOTOPO, «p» PaBHO 2 M «m» pasHO O mwm 1.

CormacHo eIe OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCIUHCHUS
¢dopmysl (1), rae R? npeacrasnser co6oit Bogopon, Ci-s alku (HAMPHMEDP, METHJL, STHI, H30IPOIIKII HJIH U300y THIL),
ramo-Cig agkun (Hampumep, TpudropMerun win aupropmermn), ruapokcu-Cig anxun (wampumep, —CH,OH), -

(CH2)mOR?  (mampumep, —CH,OCH3), -(CH2)mC(O)NRR® (mampumep, —C(O)NH,), ot 3- mo 15- wicHHbIH
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TETCPOLMKINA (HAIpUMED, I , | , | 1381071 N / ), oT 3- g0 15- uneHHBIN
B/
/\ >—N N N—/™.,
0] N_\ . \ / _\’/’ ,’\
\_/ 2 H3C N\ F
rereporuiini-Cig  aIKuI  (Hampumep, AT , ,
H;C,
g N CH;
-
N N /X e 7\
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F3C -\ H3C ,’\, \_/ ”\’
B M
—\ N N
I>— N N H C>_ _'\'\’
N N . 0 N N . —\._- 3
_,\\' , _,\( ,F—/_ A H;C ),
F
Cs.14 apun (Hampumep, I ) wm Cei4 apun-Cig amkun (Hampumep, T , U g

). rae ot 3- mo 15- WICHHBIH TCTCPOIMKIAN, OT 3- 10 15- uwneHHBH rereporukiuia-Ci.g ankui, Ce 14
apun u Ce.14 apun-Cr.g QTKHT HCOOA3aTCITFHO 3aMCIICH OJHUM WH 00jiee 3aMecTuTesaMu, BeiOpanHbiMEA w3 Cl, F,
MCTHIA, 2-MCTHINPONIIA, TpudTopMeTnia, Tpudropatuna, propatuna, —S(0).CHs, muxronponmia u okcerana. B
JAHHOM BAPHAHTE peammsanuu u306peTenns R> npencrasnser coboii Bomopox wm MeThi, R® npencrasnser coboit
BOJOPOJ; «P» paBHO 2 H «m» paBHO O mim 1.

CormacHo emie OXHOMY BapHAHTY pealH3alil H300PETCHUS, KOHKPETHO IIPEUIOKCHBI COCAMHCHMUSA

¢opmyner (I), toe R? mpencrasnser coGOM BOIOPOM, METHIN, 3THI, HM3ONPOIMI, H300YTHI, TPHPTOPMETHIL,
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CorjacHO cIe OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHUSA, KOHKPETHO MPCITOKCHBI COCAUHCHHS
¢opmyasl (1), rme R’ mpencrasnser coboit Bomopoa, Cis alkuia (HADPHMEP, METHJ, STHJ, MPOIMJ, H3OMPOIIHIL,
H300yTHII MM U30NEHTHI), Tano-Ci.s ankun (Hanpumep, Tpudropstia), —(CH2)mOR> (wanpumep, ~CH,CH,OCH;
uma —CH,CH,CH,OCH;), ruapokcn-Cis amxun (mampumep, —CHCH,OH or —~CH,CH,CH,OH), -(CH):N(R),

|



N
CH; ymy H ). Ce4 apunm (mampmmep, F , OCH3 F |F ,

Him

0
S

-(CH2)mS(O)pR?® (HanpnMep, O ); tae Cs.12 DUKIOATKE, OT 3- 10 15- wicHHSIH reTepouukimi-C.g

ankui, Ce.14 apua 0 Ce.14 apui-C.g QTKHIT HCOOA3ATCIHFHO 3aMCIICH OTHAM HITH 00JICC 3aMCCTHTCIIIMHE, BRIOPAHHBIMHE
u3 rajorcHa (Hampumep, Cl, F wmm Br), okco (Hampumep, =0), Cis ankmina (HampuMep, MeTmia Wi 3Tama) U Cig
AJIKOKCH (HANPHMEP, METOKCH). B maHHOM BapuaHTe peanusamuu u300peTenus R npencrasmser co6oii Ci.g aNKuII
(mampumep, metun); R® npeactapnser coboii Ci.s aTKaI (HAMPEMEDP, METHIT); M PABHO 2 UK 3 H «P» PABHO 2.
CornacHo cIue OJHOMY BAPHAHTY PCATH3ANMH H300PCTCHHA, KOHKPETHO MNPCITOKCHBI COCOUHCHUS
¢dopmynst (1), rae R® mpeacrasmger coboit Bomopox, Cis amkua (HAMPHMED, METH, 3THI, IPOIMHI, H30IPOIHIL
n300yTHI WM H30HeHTHI), rano-Ci.s ankun (manpumep, Tpudropsta), —(CH2)mOR® (manpumep, —CH2CH,OCH;
wm —CH,CH,CH>OCH3), ruapokcu-Cis amxun (manmpumep, —CH,CH,OH or —CH2CH2CH20H), -(CH):NR>),

N

YICHHBINA TeTCPOIUKITHT (Hanpumep, O ), o1 3- 10 15- wieHHbI#H reTepouukini-Ci.g aTKuI (Hampumep, Q
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N 20 [N]
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), Ce1a apun (mampumep, F |

N\ / ) wiu
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N ), oT 5- 1o 14- uneHHBIH rerepoapui-Ci.g ANKHI (HATPHMEP

YICHHBIN reTepoapui (HampuMep,
O
|

). tae Cs.12 DUKITOATKE, OT 3- 10 15- wicHHSBIH reTepouukmmi-Ci.g
e

S
/\/g\CH3

(CH2)nS(O)»R? (Hanpumep,
ankun, Ce.14 apui 0 Ce.14 apui-C.g QTKHT HCOOA3ATCITHFHO 3aMCIICH OTHAM HITH 00JICC 3aMCCTHTCIIAIMHE, BRIOPAHHBIMHE
u3 Cl, F, =0, MeTuna, 3THIA H METOKCH. B TAaHHOM BapHaHTE peanusaluH u300peTeHus R> mpencraeinser coGoii

> > = > 2
meTHiT, R® npencragnser coGoi METHIT, «M» PABHO 2 MK 3 U «P» PABHO 2
CorigacHO eIie OAHOMY BAapPHAHTY pEalH3alUMU H300PETCHHA, KOHKPETHO NPEITOKCHBI COCAMHCHUSA
>
[

;
¢dopmynsr (1), toe R® mpeacraemaer coboif BOAOPOA, METHIL, 3THJ, IPOMMN, H3ONPONHI, H300YTHI, H30ICHTHIL

EEH0E G
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CornacHo eme OJHOMY BAPHAHTY PEAM3ALHH HM300PETEHHA, KOHKPETHO NPEIJIOKEHBI COCTHHEHUS
(opmy s (1), tae R* mpeacrasser co6oit BOAOPO.
CornacHo €I OXHOMY BAPHMAHTY PEATM3ANMH H300PCTCHHA, KOHKPETHO IIPEIUIOKEHBI COCTHHCHHUS

(popmys! (1), rae koapno A mpeacTaBsieT coO00H

wm R’ . B nammom Bapmante peammsarmmu m300peTeHms, R? mpencraBiser coboit
pogopoxn, Cig ankuia (HAOPUMEP, MCTHI, 3THJ, HW30MPONWT Wi wu300yTwi), ramo-Cig amkua (Hampumep,

tpudropmetin wma  gupropmetin), ruapokcu-Cis anxun (Hampumep, —CH>OH), -(CH,)nOR® (mampumep, -

.

CH,OCH3), (CH2)nC(O)NRRS (mampumep, —C(O)NH,), 0T 3- 10 15- uicHHbIH reTepouuKInT (Hanpumep, |

H;C{ .0
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__________ N‘ /)\/NI/\

R I R I HITH /), ot 3- go 15- uncHHbNI rerepoumkma-Cig aTKUI (HampuMep,

13



C o N
3 / \ / \ “\.-
/ \ N N N—/.,” N N \_/ -\
- \ _\'z ,I\ /_ \ ; _\"¢ \\
\_/ - \ H3C 7\ F 3C -\ H3C
CH;
of . N N/ N N—/ . O<>—N N— .
a'\’ , -\ , \_/ /’\’ , \_/ /’\’ ,
F
BN
>—N N—/ .

N N—\ . L
F—/_ \_/ r’\’ WM H3C . l

) wm Ce.14 apI/IJ'I-C1.g

anKuI (HAIpUMED, o ' wm I ); R® npencrasaser co6oit Bomopos, Ci-s aTKuI
(HampuMep, METHJ, OTHJ, TPOMHJI, H30MPONII, H300yTHJI HWIH HW30HMCHTHI), rano-Cig amkun (Hampumep,
tpudropstun), —(CH)mOR®> (manmpumep, —CH,CH,OCH; wmu -CH,CH,CH,OCH;), ruapokcu-Ci.s amkuin
(manpumep, —CH,CH,OH wnmn —CHQCHQCHQOH), -(CH);N(R>), (manpumep, —CH,CH,N(CH3)), Cs-12 UHKIOATKHIT

e L
(Hammpumep, A t @ @ wm F F), ot 3- 10 15- wWiCHHBII reTCPOMUKIHT (HATIPHMEP, (Oj ), OT

""" |
| ______
'/ H;Cy, (\N/\/\/i '/
N (0]
L L Y )
/\:>_> HC CH; H,CY "CH CH, O



Co.14 apun (Hampmmep, F , OCH3, F F , F um F ), Co-14 apun-Ci.3 ankui

s 3

(mampumep, am F ), OT 5- 10 14- uneHHBIN reTepoapuI (HampuMmep, ), OT 5- 1o 14-
_-_I___
ﬁ 0
{ 's'
yieHHbIH reTepoapun-Ci.g ATkl (HampuMep, \ ) uma ~(CH,)mS(O)pR® (Hampumep, 0 ); R*

MPEACTABILIET cOOOH BOAOPOI, «m» paBHO 0, 1, 2 wmu 3, ¥ «p» paBHO 2.
CoraacHo elie 0THOMY BAPHAHTY PEAIH3ALUH H300PETCHHSA, KOHKPETHO NMPEAI0KSHBI COCMHECHHA

(opmysl (I), rae xonpIo A mpeacTaBIICT cO00i

wm R’ . B nmamHOM BapuaHTe peanuzauuu u300peTeHus, R? mpeactasiser coGoi
BOJOPOJ, MCTHJI, 3THJ, H3ompommwt, u300yTua, Tpudropmermw, mudropmermwn, —CH,OH, —CH,OCH3, —C(O)NH,,
H;C__ 2O

15



H,C /\ F Cl
H3c>_N)4N_><’ i ©; Cﬁ ©\

H N
sC ' ! ' wm I R® mpeacrapmaer coboit

BOJOPOXA, MCTWJI, OSTHJ, NPONHN, H30mpommwi, u300yTwn, wu3oneHtwi, Ttpugropstun, —CH,CH,OCHs, -

E‘j ﬁ? [Zj .o [Zj O/\:>_,\;’ H3CJ:OJ\CH3

/
’ N
T O o
C ) N
H,cY Yo '//CH3 CH; F 'F CH, CH;, ,

O O G-
YO O 9P 4

>

TpeCTaBIsieT co00H BOOPOox;, «m» pasHO 0, 1, 2 wimm 3, 1 «p» pasHO 2.

CornacHo eme OJHOMY BAPHAHTY PCaTH3AlMH W300PCTCHHA, KOHKPECTHO MPCITOKCHBI COCTHHCHHSA

(popmyasl (I), tae xoapmo A mpeacTaBaIeT coooi

16
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CormacHo cIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHB COCIWHCHUS
(popmysr (I), e
R mpeacraemaer codoit Bogopoa, merm wm —C(O)CHs;

X mpeacrasitet coboit NH nm O;

19



Z: mpeacrasisieT codoit CH wm S, Z, mpeacrasmsaer codoit CH, Zs mpeacrasmser codoit CH wmm N, Z4

npeacrasiaet codoli CH u Zs mpeacrasmaet codoit CH umt 0TCyTCTBYET;

R! mpeacrasaser coboit F, Cl, NHz, OH, metun, metokcu, ~-OCH,CH,OCH;, CF;, OCF;, 7™
O

.0 o - F
,“"\N& \lI\N‘S\/ 1
\H S H CH; F

KOJIBLIO A mpeacTaBiaeT co6oit

>

W 1H-uMuna3on-1-ur,

HC

20
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«» paBuo 0, 1, 2 umm 3;
COrnacHo €Ie OMHOMY BAPHAHTY PEATH3ALME H300PETCHHS, KOHKPETHO MPEII0/KEHBI COCTHHCHHUS
(popmyasl (1), Tae
R mpeacragiaeT coGoii BOIOPO;
X mpeacrasiger coboit NH;
Z' npencrasmaer coboit CH, Z? mpenctasmser coboit CH, Z° mpencrasmser coboit CH wmu N, Z*

npeacrasyseT coboit CH u Z° npeacrasmuser coboit CH;
p:

,o\/A
R! mpencrasaser coboii F, Cl, NH,, OH, metun, metokcu, ~OCH,CH,OCH3, CF;, OCF;, 7™

O
o K )r

23
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/ o\// H;C
| HC CH, N 3 CH,
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«n» paBro 0, 1, 2 umu 3;

CoryacHO OAHOMY BapHAHTY PEATH3aLUH H300PETCHHUS, KOHKPETHO MPEUTOKEHBI cOeTUHEHUS (hopmy bl (1),
co sHaucHHeM ICso meree 1100 HM, mpeamoututeibHO MecHee 100 HM, Goyiee mpeamoyTHTSIbHO MeHee 50 HM,
KacareIpHO akTuBHOCTH HHrHOuTOpa HA JIOH -0KCHAA3EL

JIOTIOTHHTEIHHBIC BAPHAHTHI PEATM3AME H300PETCHHS, OTHOCAIMHecd K rpymiam X, RY, R2, R3, Z!, 72, 73,
Z' Z°, xomblly A W N (¥ TPyNI, ONPEACICHHBIX B HUX) OMHMCAHBI HW)KE B JAHHOM JOKYMEHTE B OTHOLICHHH
coenuHeHuit popmyisl (II). Creayer mOHHMATH, UTO TAHHBIC BAPHAHTHI PEATH3ALHN H300PETCHHUS HE OTPAHHUYUCHBI
U1 IpuMEHEeHH B couetanud ¢ (opmynoi (II), HO MPUMEHSIIOTCS HE3aBHCHMO APYT OT APYyra W HHAWBUIYAIBHO K
cocauacHAAM (popmy sl (I). Hampumep, B BapHAHTE PCaTH3ANMHA, OMMHCAHHOM HIDKC B JAHHOM JOKYMCHTC, JAHHOC
m300PETCHUE, KOHKPCTHO OTHOCHTCA K coeauHcHmM (opmynsl (I1), B kotopoit X mpeactasmsaer coboir NH, u,
CJICIOBATCIIFHO, CYIICCTBYCT TAKKe MPEANIOKeHHOE coeauHeHHE (hopmy sl (I), B koTopoit X mpeacTaBmsaeT coOoM
NH.

Januoe wm300peTeHHE TakKe OTHOCUTCA K coemmHeHHIo (popmyunsr (II), koTopoe sSBIIETCS BAPHAHTOM
peamu3arin coeauaeHU popmy et (1).

B cooTseTcTBHE € 3THM JaHHOE H300pPETCHUE OTHOCHTCA K coeqUHEHHIO (hopmy sl (11)

WM er0 (PAPMALICBTHYUCCKH MPHCMIICMOT COJIH HITH CTCPCOH30MEPY,

rac
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Z3 mpeactasmaet codoit CH mm N;

B KAYKIOM KOHKPETHOM ciydac, R! He3aBHCHMO BEIODAH U3 TATOTCHA, aMHHO, THAPOKCHIA, Cis ankmma, C.g
amkokcH, Cr.g ankokcH-Cig amkokcw, rano-Cig amxmma, rano-Ci.s ankokch, -(CHz)mNR3C(O)RS, -(CH,)OR>, -
(CH2)mNR’S(O)pR8, Cs.14 apuna u ot 5- mo 14- unennoro rerepoapuia; rae Ce.14 aPHI HEOOA3ATCIBHO 3aMCIICH
OJHHUM HIIH Oonee 3aMCCTHTCIIIMH, BI>I6paHHI>IMI/I "3 TaJIOTCHA H Cl.x AJIKHIIA;

B K&KIOM KOHKPETHOM ciyuae, R? He3aBHCHMO BbIOpaH 3 Bomopoxa, Cis ankuma, ramo-Cis aJkuia,
ruapokcu-Cis anxuna, -(CHz)mNR>C(O)NRS, -(CH2)mOR3, oT 3- 10 15- 4I€HHOTO TeTEpOLMKIMIA, OT 3- A0 15-
wieHHBIN reTeponuki-Ci.g amkuna, Ce.14 apuna u Ce.14 apun-Cig aMKuIQ; TAC OT 3- 70 15- WICHHBIH IeTCPOLHKITHIL,
ot 3- 10 15- unennsIit rereponukania-Ci.g amkud, Ce.14 apui U Ce.14 apuin-Cig ATKUIT HCOOA3ATCTHHO 3aMEIICH OTHIM
U GONee 3AMECTUTEISIMH, BHIOpaHHBIME m3 ramoreHa, Cis amkmma, rano-Cis amkmma, -(CH)mS(O)eRE, Cinn
LUKJIOQIKHUIA U OT 3- A0 15- WICHHOTO reTepOIMKINIIA;

B KKIOM KOHKPETHOM ciydae, R® mesasucumo BhIOpaH m3 Bomopoda, Cis amkuia, ramo-Cis aakuia,
ruapokcu-Cis ankuna, -(CHz)mOR?, -(CH):N(R®),, ~(CH2)mS(O)pR?, Cs.12 mmkmoankuna, ot 3- g0 15- wieHHOTO
TeTCPOLUKIINIA, OT 3- 10 15- wicHubIH rereporukmi-Ci.g ankuna, Ce.14 apuna, Ce.14 apui-Ci.g akuia, ot 5- 10 14-
YWICHHOTO reTepoapuia u ot 5- 1o 14- wieHnsii rerepoapui-Ci.g ankuna; rae Cs.1p MUKIOATKHT, OT 3- 10 15- wieHHbIH
rereporuimii-Cr.g amkun, Ceiq apun U Ce.s apun-Cig ankuia HEOOS3aTCIPHO 3aMCINCH OJHHM WIH OoJiee
3aMECTUTCIIIMH, BBIOPAHHBIMH U3 TaJIOr¢Ha, 0kco, Ci.g amkuna u Ci.g AIKOKCH;

B KKIOM KOHKPETHOM ciyuae, R® He3aBHCHMO BBIOpaH u3 Boaopoaa u Ci.g anKuia;

B KKIOM KOHKPETHOM ciyuae, R® HezaBucHMO BBIOpaH u3 Boaopoaa u Ci.g anKkuia;

B KKIOM KOHKPETHOM cryuae, R7 He3aBHCHMO BBIOpaH u3 Boaopoaa u Ci.g aTKuia;

B KOKIOM KOHKPETHOM ciyuae, R® HezaBrcuMO BBIOpaH u3 Bogopoaa u Ci.s alkuia;

«my MPEACTABIICT COOOH 1EI0e YHCI0 B quamna3oHe ot 0 10 4, 00a BKIIFOYHTCIIHHO,

«N» MPSACTABIACT COOOH IEI0¢ YHCI0 B qramna3oHe ot 0 10 5, 00a BKIIOYHTCIBHO, H

«p» TMpeacTaBIICT CO00H mesoe ynucio B quamna3oHe ot 0 10 2, 00a BKIIOUHTEIIBHO.

Coenunenns Gopmyast (1) MOTYT BKIIFOUATh OJMH WITH OOJICE BAPHAHT peanm3anun n3ooperenus. Creayer
TIOHUMATh, YTO AAHHBIC BAPHAHTHI PCATU3ALUH I/I306peTeHI/I$I HIOKC ABJLIFOTCA HIITFOCTPATHBHBIMH 1A JAHHOTO
H300peTCHUSI W HE NPCAHA3HAUCHBI A OTPAHHYCHHS (POPMYJIbl H300pPCTECHHS MO0 KOHKPETHBIX BAPHAHTOB
peamu3anun  W300PCTCHUA, TPHUMCEPBHI KOTOPHIX NPHBCACHBL KpoMe TOro cieAayer MOHWMATh, YTO BapHAHTHI
peamuszanun H306pCTeHI/I}I, ONPCACIICHHBIC B OJAHHOM OOKYMCHTC, MOTYT OBITH MOMPUMCHCHBI HC3ABUCHMO HJIIH B
COYCTAHUH C TFOOBIM ONPSACICHUCM TFO00TO APYTOTO BAPHAHTA PCaTH3aHU H300PCTCHIA, ONPCACICHHBIM B JAHHOM
JokymeHTe. TakuMm 00pa3oM, JAaHHOE H300PETCHHE OXBATHIBACT BCE BO3MOKHBIC KOMOWHALMH H TMCPSCTAHOBKH
Pa3TUYHBIX BAPHAHTOB pealH3alii H300PCTCHUS, ONMHCAHHBIX HE3AaBHCHMO APYr OT apyra. Hampumep, manHOE
H300PETEHAE OTHOCHTCA K coeauHeHIaM (opmysl (II), kak ompenencHo Beime, rae Z> npeacrasaget codoi CH (8
COOTBETCTBHH C BAPHAHTOM PEANH3ANHH H300PCTCHHA, ONPCACICHHBIM HEKE), Z° mpeacTaBmaeT coboir N (B
COOTBCTCTBHH C JPYTHM BAPHAHTOM PCaTH3aLHU W300PCTCHUA, ONMPCACICHHBIM HIKES). «n» paBHO 0, 1, 2 wmm 3 (B
COOTBETCTBHH C CIIC OJHHUM BAPHAHTOM PCATH3AMHH H300PESTCHHS, OTPEICICHHBIM HHKCE).

CoriacHo OJHOMY BAPHAHTY PCATH3ALUH H300PCTCHUS, KOHKPETHO MPEAIOKCHBI COCTUHCHUS (POPMY JIbI
D), rae Zs mpeacraensaet codoit CH.

CoriacHo APYroMy BAPHAHTY PCaNU3ALMU H300PCTCHUS, KOHKPETHO MPEIOKCHBI COCTUHCHUS (DOPMY JIbI
D), rae Z; mpeacrapmaeT codoi N.

CormacHo emie OJHOMY BapHAHTY PEATH3aLUH H300PCTCHHUS, KOHKPETHO TPCTOKCHBI COCAMHCHHUS

(opmynsi (1), toe R! npeacrapmaeT co6oi ranoren (manpumep, F, Cl, wmm Br), amuno (manpumep, NH»), rHapokcun
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(mampumep, —OCH2CH,OCH3), ramo-Cis amkun (sampumvep, CF3), ramo-Cig amkokcnm (Hampumep, OCF3)
(@)

,“r\

(CH2)mNR’S(O)pR?®

,o\/A N
(CH2)OR® (mampumep, -~ ), -(CH2)mNR’C(O)R® (mampmmep, ), -

(aampumep, OH), Cis amkun (mampumep, meTtin), Cig amkokcn (Hampumep, Metokch), Ci.g ankoKCH-Ci.g aTKOKCH
, -
AY
\‘ H

CH3) Ces.14 apun (mampumep, (PeHIII), HEOOA3AaTCIPHO 3aMCIICHHBIA OJHHM WIH OOJIce

O
oo dz0
AN
H , .
3aMECTUTEILIMH, BBIOpaHHBIMU H3 rajoreHa (Hampumep, Cl, F wim Br) u ot 5- g0 14- wieHHOro rerepoapmia
(manpumep, 1H-uMuna301-1-mwi). B taHEOM BapHAHTE peammsamud H300peTeHns, R npencrasiser co6oil BOTOpoT

(Hampumep,
\%
), R® mpeacrasnsier co6oit Cis amkmi (HampuMep,

wm Cs.p mukaoankuia-Cig aakuil (Hampumep, -
npeacTaByseT coboit Bogopoa, R® npeacrasmser co6oi Ci.s KT (HAPAMED, METHIT), «P» PABHO

" _CH;

H3C CH3 ), R7
CormacHo emie OJHOMY BapHAHTY PEATH3ALUH H300PCTCHUS, KOHKPETHO TPCUIOKCHBI COCIMHCHHUS
(opmysr (IT), rae R! npenctasaser coboit ranoren (manpumep, F, Cl, umu Br), amuno (Hanpumep, NH»), THIPOKCHT

~.7
.
-

2 u «m» pasHO 0 1 1
(manpumep, OH), Ci anxkun (Hampumep, Metmn), Cig ankokcu (Hampumep, MeTokcH), Cig ankokCH-Ci.g aTKOKCH
(manpumep, —OCH,CH,OCH3), rano-Ci.s ankun (sampumep, CF3), ramo-Cis ankokcu (Hampumep, OCF3)
) 0
N
ﬁ ), ~(CH2)nNR’S(O)pR®

(CH2)nOR® (manmpumep, - ), -(CH2)uNR’C(O)R® (mampumep,
O
) wm ot 5- 10 14- uneHHbIH reTepoaput (Hampumep,

,/ II
S
H CH3) Ce.14 apun (Hanpuvep, F
1H-umunas0a-1-u). B JaHHOM BAPHMAHTE PEANM3ALMH H300PETEHHd, R® IpeacTaBiaser coOOM BOAOPOM MIIH

.
.
.

(HaanMep,
< _CH;
R npencraenser coboit Bomopon, R® mpencrasmser coboii

l" N
\‘l
. R® mpencraenser coboii H;C  CHs ,
CornacHo eme OHOMY BapHAHTY PEANU3ANHMH H300PETEHUs, KOHKPETHO IPEMIOKEHBI COCIUHEHUS
,

METHI, «P» PaBHO 2 U «m» pasHO 0 mmm 1
¢dopmynsr (1), tme R! mpeacrapmaer coboit F, Cl, NH,, OH, metun, metokch, ~OCH,CH,OCH;, CF3, OCF;,

- F
1
F w1 H-umunazon-1-umn.

BEN )§<
H CH3
COrmacHO eme OJHOMY BAPHAHTY PEANH3AIMH H300PETCHHA, KOHKPETHO MNPEIIOKECHBI COCIMHCHHA

(dopmyms! (I1), rae «n» pasHo 0, 1, 2 wm 3.
CorigacHO eIie OAHOMY BAapHAHTY pEalH3alUU H300PETCHHA, KOHKPETHO MPEITOKCHBI COCAMHCHUS
CorigacHO eIie OAHOMY BAapPHAHTY pEalH3alUMU H300PETCHHA, KOHKPETHO MPEITOKCHBI COCAMHCHUSA

(popmyasl (I1), rae «n» pasaO

(popmyasl (I1), rae «n» pasro 1
28



CoriacHO eIl OAHOMY BAapPHAHTY pEalH3alMUd H300PCTCHHA, KOHKPETHO MPEITOKCHBI COCAMHECHUA
(dopmyms! (II), roe «n» pasHo 2.

CorigacHO eIl OAHOMY BAapPHAHTY pEalH3alMU H300PCTCHHA, KOHKPETHO MPEATOKCHBI COCAMHCHUA
(dopmyms! (II), roe «n» pasHo 3.

CoriacHO eIie OJHOMY BApPHAHTY pEalH3alMUd H300PCTCHHA, KOHKPETHO MPEATOKCHBI COCAMHECHUA

¢opmyaer (I), roe R! mpencrasmser coboii F, Cl, NH,, OH, metun, metokcn, - OCH,CH,OCH;, CF;, OCFs;,

O 1
2 Lo
0 v N - N ch
7 ., +H H 3, F umn 1 H-uvMuna3om-1-w1 u «ny» pasro 0, 1, 2 wm 3.

CormacHo eIme OAHOMY BAPHAHTY pEANH3aMU H300PCTCHHA, KOHKPETHO NPEITOKCHBI COCIUHCHUS
(opmyer (I1), rae R? mpeacrasiser co6oii Bomopo, Ci-s K (HAMPHMED, METHJL, STHJI, H30TPOITKI HIIH K300y THT),
rano-Cig agkun (Hampumep, TpudropMerun wid gupropmermwn), ruapokcu-Cig anxun (wampumep, —CH,OH), -

(CH2)mOR®  (mampumep, —CH,OCH3), -(CH2)mC(O)NRR® (mampumep, —C(O)NH,), ot 3- mo 15- wicHHbIH

H;C{ 20
25
0 o 0
[ j Q Q F3C>\
N
N 20
_————— 2 i N\ ’*/NI/\
| I I N / - - i
TCTCPOLUIITH  (HAIpUMeEp, R R HITH ), oT 3- mo 15- ujcHHBII
H;C /—\
/o \ >—N N—/, N—
0] N_\ . \ / P A\
\_/ /" H3C -\ F
rerepornn-Crg  aakua — (Hampumep, AT , ,
H;C,
/ \ CH;
7\ X he~
N N\ S 0C>—\ 3 N N/
F;C \—/ -\ H;C h% \_/ N
VAR
—_— >—N N—/\ .
| >N N 0<>_N N N N/ H;C )_/ =
_\ P _\ i vl
s X s X F_/_ /X _— H;C )
F
CC L
Cs-14 apu (HaTTPEMED, I ) mma Ce.14 apun-Cig ATk (HanmpuMep.,, TV T ); TOC OT

3- mo 15- uncHHBIH reTepouukIm, ot 3- 10 15- uncHHBN rerepormkmn-Cig amkun, Cesi4 apun U Ce.14 apum-Ciog
ANKHJI HeoOA3aTEIHHO 3aMEICH OTHHM HITH 00JIee 3aMECTHTEIIIMHE, BRIOPAaHHBIMHE 13 TaoreHa (Hampumep, Cl, F wmu
Br), Cis ankunma (HampuMmep, MCTHIA, 2-MCTHWINPONHIA WIH mpom-2-wina), ramo-Ci.g amkuna (Hampumep,
tpudropMeTuna, TpudropsTHaa wik Qropstuaa), -(CH2)mS(O)pR® (Hanpumep, —S(0)2CH3), Ci12 HHKIOAIKHIA
(HampuMep, IUKIONPONuUaIa) U OT 3- A0 15- WIEHHOTO reTepOUUKINIa (HanpuMep, OKCeTaHa). B JaHHOM BapuaHTe
peammzanum m3o0peTenna R® mpeacrasnger coboit Bomopon wm Cis ankmn (HanpuMep, MeTin);, R® mpencrasmser

c000# BOIOPOT;, «p» PaBHO 2 U «m» pasHO O wmm 1.
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CormacHo eIie OAHOMY BAPHAHTY PCATH3ANMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCIWHCHUS
(opmy st (II), rae R? mpeacrasnget co6oit Bogopo, C- alKiI (HATPEMED, METHIL, STHJL, H30IPOIHI HIH H300yTHI),
ramo-Cig agxun (HampuMmep, TpudropMerun win audropmermn), ruapokcu-Cig anxun (wanpumep, —CH,OH), -

(CH)mOR® (mampmmep, —CH,OCH3), -(CH2)nmC(O)NRR® (mampmmep, —C(O)NH,), ot 3- mo 15- wicHHBIH

H;C( 20
25
0 N 0
E j Q Q F3C>\
N
N
S A S N N/
TETCPOLMKINA (HampuMep, I , | , I HITH N / ), oT 3- A0 15- uneHHBIN
H;C —\
/ \ >—N N N—/™.,/
O N_\ . Voo 2\
\/ X° HC — N F
rereporuionul-Crg  aakuia  (Hampumep, AN , >
H;C,
—\ O N s
—\.
N N — = o/\:>—\ e N N
¢ — X H,C X _><'
SN
N N—/\ .
/ N\ /N H,C <
D—N N—/_. O N N—/ . _/—N N—/\ . 3
< A F N H;C )s
F
Cs-14 apu (HaTPEMED, I ) wma Ce.14 apun-Ci.g aNKHI (HampuMep.,, TV T ); TOC OT

3- m0 15- uacHHBIH TETCPONUKIHI, OT 3- 10 15- uncHHBNA rerepormkmiin-Cig ankun, Ce.14 apun U Ce.14 apun-Ciog
AJIKIIT HCOOA3aTCIFHO 3aMCIICH OTHAM HITH O0JICe 3aMeCTHTESIAME, BeIOpaHHbIMH U3 Cl, F, MmeTHna, 2-MeTumponia,
Tpupropmermna, TpupropaTHma, (ropatmma, —S(0O),CHs, mukmompommia W okceTaHa. B maHHOM BapuaHTe
peamusanuu n306peTennsa R> mpeacrasiser co6oit Bogopoa wim MeThT, R mpeacTapiseT cob0i BOTOPOT; «P» PABHO
2 1 «m» paBHO 0 mm 1.

CormacHo emie OXHOMY BapHAHTY peaH3aliH H300PCTCHUS, KOHKPETHO IIPEUIOKCHBI COCAMHCHMUS

¢opmyaer (II), tme R? mpencrasnser coGOM BOOOPOA, METHJ, STHJ, H30IPONHI, H300YTHJ, TPH(TOPMETHIL,

HiCs 20
0% 0
0 N
[ j F5C
N >/\ N
L L VN N\ )\/NII’\
mudropmernn, ~CH:OH, —CH,OCH;, —-C(O)NH.., ' | ., 1 N o
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N
A

H
N—/\ . '3
-\ H3C
CormacHo emie OJHOMY BapHAHTY pPEaTH3alUH H300PCTCHUS, KOHKPETHO TPCUIOKCHBI COCIMHCHMUS
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YICHHBIN reTepoapui (HanmpuMmep, ), OT 5- 10 14- uneHHsIH rerepoapmi-Ci.g ATKUI (HAIpUMeEp, ) win
O
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~N
-(CH)mS(O)rR® (HarrpnMep, O ); tae Cs.12 THKI0ATKHI, OT 3- A0 15- wineHHbIH reTeponukini-Ci.g

ankui, Ce.14 apuit 1 Co.14 apuin-Ci.g ATKIIT HEOOS3aTSIBHO 3aMEINCH OJHUM HTH 00JIee 3aMECTUTCIISIMHE, BEIOPAHHBIMHU
u3 ranoreHa (Hanpumep, Cl, F umm Br), okco (manpumvep, =0), Ci.s amkuna (HanpuMep, MeTHiIa Wi 3tuia) U Cig
AIIKOKCH (HAmpUMep, METOKCH). B maHHOM BapmaHTe peamusauuu W300peTenns R npeacrasmser co6oi Cig amkun
(manpumep, meTun); R® npencrasmser co6oit Ci-s aNKUI (HAPUMEDP, METHIT); I PABHO 2 UM 3 M «P» PABHO 2.
CorjacHO cINe OJHOMY BAPHAHTY PCATH3ALMH H300PCTCHHSA, KOHKPETHO MNPCITOKCHBI COCAWHCHHS
dopmynst (1), rae R® mpeacrasager coboit Bogopon, Ci.s aTKuia (HAMPHMED, METHI, THJ, HPOIHJ, M3OIPOIMI,
n300yTHA MM H30HeHTHI), rano-Ci.s ankun (manpumep, Tpudropstn), —(CH,)mOR> (manpumep, —CH,CH,OCH;
wm —CH,CH,CH>OCH3), ruapokcu-Cis amxun (Hanpumep, —CH,CH,OH or —CHzCHgCHzOH), -(CH):N(R),

N
YICHHBIN reTepormkmt (Hanmpumep, O ), ot 3- 1o 15- wneHHbIH reTepouukini-Ci.g aTKAI (HApuMep, Q
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ankui, Ce.14 apua 0 Ce.14 apuii-C.g QTKHT HCOOSA3ATCIHFHO 3aMCIICH OTHAM HITH 00JICC 3aMCCTHTCIIIMHE, BRIOPAHHBIMHE
u3 Cl, F, =0, mMeTuna, 3THIA H METOKCH. B TaHHOM BapuaHTe peanusauuu u300peTeHus R3 mpencraemser coGoii

meTut, R® mpenctasiser coGoi METHIT, «IM» PABHO 2 HJIH 3 M «P» PABHO 2.

CormacHo emie OXHOMY BapHAHTY pealH3aliH H300PCTCHUS, KOHKPETHO IPEUIOKCHBI COCAMHCHMUS
¢dopmynsl (II), tne R® mpeactasaser coboii BOAOPOA, METHI, STHJI, MPONMJ, H30MPOMEJ, H300yTHJ, H30ICHTHIL

WG
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«1» paBHO 1, 2 nnum 3;

CoryacHO OTHOMY BapHAHTY pEATH3ALUH H300PETCHHUSA, KOHKPETHO MPEIOKCHBI COCAUHCHUA (DOPMYJIBI
D), co 3nauenuem 1Cso mernee 1100 HM, mpeamourutensHo MeHee 100 HM, 6onee mpeanoututeabHo MeHee 50 HM,
KacareIbHO akTuBHOCTH HHruOHuTOpa HA JIOH-0KCHAa3bL

Crenyer monmmatb, uto (opmyisl (I) u (II) CTPYKTYpHO OXBATBHIBAIOT BCE I'€OMETPHYCCKHE H30MEPHI,
CTEPEOU30MEPbI, SJHAHTHOMEPHI H TUACTEPECOU30MEPDI, N-OKCHIBI H (PapMALICBTHUCCKH NPHEMIIEMBIC COJTH, KOTOPbIC
MOTYT OBITh OIIMCAHBI XHMHYECKOH CTPYKTYPOH KJIACCOB, ONHCAHHBIX B JAHHOM JOKYMCHTE.

CoryiacHO OTHOMY BapHAHTY peaiam3aluu H300pereHus, coeauHeHus Gopmynsl (I) (rae X mpexacraBiseT
co6oii NH) mmm popmy sl (II) (rae X npeacrasier coboii NH), CTpyKTypHO OXBATHIBAOT BCE TAy TOMEPHBIC (POPMBI,
BHE 3aBHCHUMOCTH, CYIIECTBYET JIH JAaHHBIH TayTOMEP B PABHOBECHH HJIH IPSHMYIIECTBEHHO B 0JHOH (popme. Takas
TayToMepHasa (opMa MOKET OBITh OTJIMYHOH, MM TOH K€, KOTa JAHHOE COCIUHCHHE CBS3BIBACTCA C (PePMEHTOM

HA I®H-oxcuaasoii.

tautomerism

Jannoe wm300peTeHHE TakKe OTHOCHTCS K (hapMaLCBTHUCCKOH KOMITO3ZHIHH, KOTOPAas COACPKHUT II0
MCHBIICH MEpe OHO COCAMHCHUE, OMMMCAHHOC B JAHHOM JOKYMCHTE, HIH €r0 (PapMaleBTHIYCCKH MPACMICMYIO COJTb
H TO MCEHbIICH Mepe OAHO (papMaIeBTHYECKH NPHEMIIEMOE BCIIOMOTATEIbHOC BEINECTBO (TAKOE Kak
(apMALICBTHYCCKH TPHCMIICMBIH HOCHTCIIb WM paz0aBUTCIB). [IpeaAmOYTHTCIFHO, JaHHAA (DapMareBTHUCCKASA
KOMITO3HIMS COACPKUT TEPANCBTHYCCKH 3(P(PEKTUBHOE KOTMYECTBO IO MCHBIICH MEpe OJHOTO COCIMHCHHA,
OTHCAHHOTO B TaHHOM JokyMeHTe. COeIHHCHHS, ONMMCAHHBIC B JAHHOW 3a4BKEC HA MATCHT, MOTYT OBITh CBS3AHBI C
(papMaLEeBTHYECKH MPUEMIICMBIM BCIIOMOTATEIbHBIM BEINECTBOM (HANPHUMEP, HOCHTEIEM WM Pa30aBHTEICM) HITH
OBITH pa30aBICHB HOCHTEIIEM, HJIH 3aKJIFOUYCHBI B HOCHTEb, KOTOPBIH MOKET OBITh B (DOPME KAICyJIbl, camie, Oymara
HJIH APYTOTrO KOHTEIHepa.

CoenuHeHns W (papMaALIEBTHYCCKHE KOMITO3HIUH 0 JAHHOMY H300PETCHHIO MOTYT OBITH IIPHMECHEHBI T
uHruOnposanua akTusHOCTH HA JIOH, KoTOpas cBsI3aHa C pa3IHIHBIMA COCTOSHHIAMH OOJNC3HH.

JlaHHOC W300pCTCHUE Takke OTHOCHTCA K cmocoOy wmHrmOmposaHmst HAJI@H-oxcwmasel v CyOBCKTa,
HYKJAIOIIETOCS B 3TOM, IyTEM BBEACHHS JTAHHOMY CYOBEKTY OJHOTO HIIH O0JIce COCTHHCHHUI, ONMHCAHHBIX B JAHHOM

JOKYMCHTC, B KOJHUCCTBE, 3(p(ekruBHOM, 11 mHTHONpOoBaHmst HAJIOH.

HOAPOBHOE OINMCAHUE CYINHOCTHU U3OGPETEHWUA
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Onpeneenns

TepMUHBI «TaOTCH» WITH «TaJI0» 03HA4arT (Top (PTopo), xmop (xmopo), Opom (Opomo) wm Hox (1010).

TepMUH «aJKHD» OTHOCUTCA K PAIUKaNy IHHCHHOH WIH PA3BETBICHHON YIICBOAOPOJIHON MU, KOTOPBIH
COZCPKUT MCKIFOUHTEIFHO aTOMBI YIJIEpO/ia H BOAOPO/IA B OCHOBHOH IIETH, HE COCPKUT HCHACHIICHHBIC CBI3H U
COJZCPKUT OT OJJHOTO 10 BOCBMH aroMoB yriiepoja (T.e. Ci.g aJKuiI), H KOTOPBIH NMPHCOSIUHEH K OCTAJbHOH YacTH
MOJIEKYJIbI OJHHAPHOH CBA3BI0. «Cis ANKHUI» O3HAYACT ANKHIBHYIO I'DYIILy, KOTOpas uMeeT oT 1 g0 6 aromos
yraepoaa. HeorpaHnuuBaromme NMpUMEPH! ANKWIBHBIX TPYNI BKIIOYAIOT METHI, 3THJ, H-IIPOIHJ, 1-METHITHII
(u3omponm), H-OyTmi, 2-mMeTwimponmmi (uW300yTwna), H-meHTWI, 1, l-guMerwmtan (Tper-Oytwm), u  2,2-
JUMETHIIPOITHIL.

TepMHH «aIKOKCH» O3HAYACT AJIKHIBHYIO IPYIITy, MPUCOCIUHEHHY IO Yepe3 JTHHKEPHBIH aTOM KHCIOpoJa K
ocTabHOH yacTu MOJEKy sl (T.€. Ci.g amkokcu). MmocTpaTHBHBIC MPUMEPHI TAKHX IPYII MPEACTABILIOT COO0H -
OCH; u -OC,Hs.

TepMHH «aNKOKCHAJIKOKCH» O3HAYACT AaJKOKCH TIPYNILy, INPHCOCAMHCHHYIO uepe3 JMHKCPHBIH aroM
KHCJIOPOAa K OCTadbHOM yacTu MOJeKydsl (T.€. Cig ankokcu). IIpuMepsl TakMX aJIKOKCHATKOKCH (PparMeHTOB
BKJTIOYAIOT, HO He orpaHmumBaichk umH, -OCH>-CH,OCH; u —OCH,CH,OC:Hs.

TepMUH «TaoaJIKUID OTHOCHTCA K 10 MEHBIICH Mepe OAHOI ranoreHHoi rpynme, (piopanHoii u3 F, Cl, Br
um 1), CBA3aHHOHW C AJKWIBHOW TPyNNoOiH, Kak ompeaciacHo Beimie (T.e. ramo-Ci.g amkum). [Tpumepsl Takoro
TaJOANKUIBHOIO (PparMeHTa BKIIOYAKOT, HO HE OTPAHMYMBAAICH HMH, TPUPTOPMETHIBHYIO, TPUPTOPITHIBHYIO,
JH(PTOPMETHIBHYIO H (JTOPMETHIBHYIO TPY IIIIBL

TepMHUH «TaJoaJIKOKCH» OTHOCHTCS K QJIKOKCHJIBHOH TpyIe, 3aMEIICHHOH OJHUM HIH 0ojiee aToOMaMHu
ragoreHa (1. ¢. ramo-Cig ankokcu). [IpuMepsl «raJOr€HATKOKCH» BKIFOUAKOT, HO HE OTPAHHYHBASICH HMH,
(propMeTOKCH, TUPTOPMCTOKCH, TPUPTOPMCTOKCH, 2.2,2-TPH(PTOPITOKCH, MCHTAPTOPITOKCH, ICHTAXJIOPITOKCH,
XJIOPMCTOKCH, TUXJIOPMETOKCH, TPHXJIOPMETOKCH U 1-OpOMAITOKCH.

TepMHH «THIPOKCHATIKHUIY OTHOCHTCS K AJIKHJIBHOH IPyIIe, KaK OMPEACICHO BBIIIE, TAC OT OJHOTO J0 TPEX
aTOMOB BOAOPOJA HA PA3THYHBIX aTOMAX YIJIEPOJa 3aMCHCHBI TMAPOKCHIBHBIMH TPymmaMu (T.€. THAPOKCH-Cig
anxm). [IpuMepbl THIPOKCHATKHIBHOTO (PparMeHTA BKITFOUAKOT, HO HE orpanntumBasicy uvmu, -CH,OH, -C,H,OH u —
CH(OH)C,H4OH.

TepMHH «OHKJIOATKHIY O3HAYACT HEAPOMATHUCCKYEO MOHO- HJIH NMOJHIMKIHICCKYIO KOIBLECBYIO CHCTEMY,
HMEIOIIYI0 OT 3 A0 O0Ko110 12 aroMoB yraepoaa, Hampumep, Cs.12 MAKITOATKIII, TAKYIO KaK MUKJIOTMPOIIHIY, HHKJIOOYTHII,
OUKJIONICHTINT WM IHUKIOTEKCHI. [IpuMepsl MOMHIMKIHYCCKHX [UKIOATKHIBHBIX TPYNN BKIFOUYAIOT, HO HE
OTPAaHWYMBAIOTCA HMH, TCPrHAPOHA(PTHIBHYIO, ANAMAHTHIBHYID W HOPOOPHHIBHYIO TPYIIBI, MOCTHKOBBIC
IUKJIMYECKHE TPY I HIIH CITHPOOHIUKIIMUYECKHE TPYIITBI, HAanpuMep, crupo(4,4)HOH-2 -1

TepMHH «IHKJIOATKAIATKIID OTHOCHTCS K [UKIHYECKOMY KOJIBIICBOMY PATHKAJy, HMCIOIIHIA OT 3 10 OKOJIO
8 aroMoB yIJIepoJa, HEMOCPEACTBEHHO MPHCOCANHCHHOMY K alKHIBHOW rpymme, HanmpuMmep, Cs.g mukimoankmi-Ci.g
ankui. [{uK1oaKHIaTKAIbHAS TPYIIA MOKET OBITh MPHCOCAWHCHA K OCHOBHOW YACTH MOJICKYJIBI TFOOBIM aTOMOM
YIJIEepOAa B AIKAJIBHOH I'PYIIIE, YTO MPHBOIAUT K CO3JAHHIO CTAOMIBHON CTPYKTYPhL. He orpaHnunBaronme mpuMepsl
TaKUX IPYII BKIFOYAKOT NHKIOTPOIIIMETHIL, ITHKIO0Y THIISTHIT M IIUKJIONCHTHIISTHIL

TepMuH «apu» OTHOCHTCS K apOMATHYECKOMY PafKaIly, HMEomeMy oT 6 1o 14 aromos yraepoza (t.e. Ce.
14 APHJT), B TOM YHCIIE MOHOIMKIMYCCKHM, ONIUKIHICCKAM H TPHIUKIHYCCKAMH APOMATHYCCKHM CHCTEMAM, TAKHM
Kak (peHUI, HAQTHIL, TCTPArHAPOHAPTII, HHIAHIT H ON(PCHI.

TepMuH «apHIATKHI» OTHOCHTCS K ApUIIBHOM TPYTINE, KaK ONPE/ICICHO BIIIC, HETOCPEICTBCHHO CBA3AHHON

C aJKWJIBHOW TPYIIOH, KaK ompenencHo Bome, T.¢. Ce.14 apun-Ci.g ankui, Takoi kak -CHyCeHs m -CoH4CeHs.
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TepMHH «TETEPOLMKINID) HIIM «TECTCPONUKIAYCCKOE KOIBIO», €CIH HE YKA3aHO HHOE, OTHOCHTCA K
3aMCIICHHOMY HIIH HE3aMEIIEHHOMY HEAPOMATHYECKOMY OT 3- 10 15- 4IeHHOMY KOJBLEBOMY PAgUKATy, KOTOPBIH
COCTOHMT U3 aTOMOB YIJIEpPOJa H OT OJHOTO 10 ILITH TETEPOAaTOMOB, BBIOPAHHBIX U3 a30Ta, ocdopa, Kucropoaa u
cepbl. [eTeponnKImIeckoe KOIbICBON PAIUKAT MOYKET OBITH MOHO-, OH- HITH TPHLIUKIMICCKOH KOTBIICBOH CHCTCMOTH,
KOTOPAasA MOIKCT BKIHOYATH KOHACHCHPOBAHHBIC, MOCTHKOBBIC HJIH CHHPO-KOJIBLCBBIC CHCTCMBI, H ATOMBI a30Ta,
(ocopa, yriaepona, KHCIOPOAA UK CEPI B TETCPOIUKIMICCKOM KOJIBIICBOM PAJHKaJIC MOTYT ObITh HEOOI3aTEIbHO
OKHCJEHBI J0 PAa3IHYHBIX CTENncHeH okucieHmsa. Kpome TOro, aroM azora MOKET OBITh HEOOA3aTEIBHO
KBaTCPHU30BAH; TAKXKE, CCIH HE OTPAHMYCHO ONPEICICHHEM, I'€TCPOLHKINUECKOE KOJBLO WM TETECPOLMKIHI
HEOOA3aTCITFHO MOKET COACPKATh OTHY HIIH O0JIce 0JIC(PHHOBYIO CBA3B(CBA3H). [[pHMEpBI TAKHX TCTCPOLHKITHICCKHX
paauKaNoOB BKITIOYAIOT, HO HE OTPAHWYHBAIOTCA MMM, a3CIIUHUJ, a3CTUAMHIII, OCH30IHOKCOIHI, OCH30JHOKCAHUIL,
XPOMAHWI, AUOKCOJAHWNT, AUOKCA(POCHOIAHII, ACKATHAPOU3OXMHOIWI, WHIAHWI, HHIOIHHIJI, H3OHHIOTHHILI,
H30XPOMAHUJ, H30THA30IUANHIII, H30KCA30IUANHIIIL, MOP(QOIHHUI, OKCA30IMHI, OKCA30IUINHUI, OKCATHA3Z0IIIII,
2-OKCONUMNEPA3HHUI,  2-OKCONHNEPHAUHMUI, 2-OKCOMHUPPOJHIMHHI,  2-OKCOA3CHMHHHJI,  OKTATHAPOMHIOIHIL,
OKTaruAPOU3OMHIOMHUI, HEPTUAPOA3CTHHI, MNHICPA3HHWI, 4-MHNCPUIOHWT, IHPPOIMAMHII, ITUICPUAMHILI,
(peHOTHAZHHUIL, (peHOKCA3HHHI, XHHY KITHIHHUIL, TETParuAPOH30XHHOIHIL, TeTparuaApoQypanu,
TETPATUAPONUPAHU, THAROIHHII, THA30MUAWHWI, THaMOp(onuHui, THAMOP(QONMHUI Cyab(okcHn U
THAMOP(POoTHHII CYTb(POH. [ eTEPOMKIHUCCKHI KOTBLIEBON PaIHKAT MOKET OBITh MPUCOSAWHECH K OCHOBHOH YacTH
MOJICKY JIbI JIFOOBIM I'€TEPOATOMOM HIIM aTOMOM YIJIEPOa, YTO IIPHBOAHUT K CO3NAHHIO CTAOMIBHOM CTPYKTYPBL

TepMHH — «TCTCPOLMKIMIAIKHAIY  OTHOCHTCA K  TCTCPOLMKIMYCCKOMY  KOJNBLECBOMY — pPaJHKaiy,
HEMOCPEACTBCHHO CBS3aHHOMY C QTKHIBHOH rpymmoi (T.e. rerepounukimi-Cig ankum). [ eTeponuKImIa KuIbHbIH
paguKan; MOKET OBITh MPHCOCIHHEH K OCHOBHOM YACTH MOJICKYJIbI JEOOBIM aTOMOM YTJICPOAA B AJIKHJIBHON TPYyIIIE,
YTO MPUBOIHT K CO3IAHHIO CTAOUIbHON CTPYKTYPHI.

TepMuH «TeTepoapwiyy, ECIIM HE YKA3aHO HHOE, OTHOCHTCS K 3aMCINCHHOMY HJIH HE3aMEIICHHOMY OT 5- 110
14- wWICHHOMY apoOMaTHYCCKOMY TETCPOLHKIHYCCKOMY KOJNBICBOMY paguKaly C OJHHAM WiIH Oosee
TeTCPOATOMOM(TCTCPOATOMAMH), HE3aBHCHMO BBIOpaHHBIMA W3 N, O wmm S. JIaHHBIN TeTePOapriI MOKET ABIATHCA
MOHO-, OM- WM TPHULUMKIMYCCKOW KOJBIECBOH CHCTEMOH. ['eTepoapuibHBIN KOJBLEBOH PAagWKal MOKET OBITH
TMPUCOCOAUHCH K OCHOBHOW YaCTH MOJICKYJIBI JIFOOBIM TE€TEPOATOMOM HJIH aTOMOM YIJIEPOJA, YTO HPUBOAMT K
CO3MAHUKO CTAOWIBHOH CTPYKTYpHL [IpHMEpHI TakuX TCTCPOAPHIBHBIX PATUKANOB BKIIOYAKT, HO HC
OTPAHWYMBAKOTCA HWMH, OKCA30JMJI, W30KCA30JIWJ, HMHUAA30JWI, (DYypri, HHAOUI, HW30HMHIONHWI, HHPPOIIHII,
TMUPA30IWI, TPHA30MWI, TPUA3HHWI, TETPA3OJIHI, THCHII, THA30JII, HW30THA30JWI, IHPHIAWI, NHPHIHHILL,
TMUPUMHAIWHAN, THPASHHAT, MTHPHIASHHAL, OCH30(ypaHWN, OCH30THA30I, OCH30KCA30IHI, OCH3HMHIA30JIHIT,
OCH30THCHIIT, OCH30NHPAHWNT, KApOA30NHWi, XWHONHHHN, W30XWHOIWHWI, XWHA30JWHHJ, I[WHHOJIWHII,
HAQTHPUAWHKUT, TTCPHIMHWI, MYyPHHHI, XHHOKCAJIWHHIJI, XHHOJIWI, H30XHHONWI, THAJAWA3O0IHI, WHAA3O0III,
HHIOJIHU3WHHII, aKPUAWHIT, (DCHA3HHUI U (PTaTa3HHIIL.

TepMHH «TeTepOapUIANKHID) OTHOCHTCSI K I'ETEPOAPHIBHOMY KOJIBIICBOMY PAaJUKANY, HEMOCPEICTBCHHO
CBA3aHHOMY C QNKHIBbHOW rpymmoii (T.c. rerepoapun-Cis amkmi). ['eTepoapHIaTKuIbHEIA PATHKAT MOXCET OBITH
TIPUCOCINHEH K OCHOBHOH YAaCTH MOJICKYJbI JIFOOBIM aTOMOM YVIJIEPOJA B AIKWIBHOH TPyIIEC, YTO NPHBOIUT K
CO3JAHHUIO CTAOWIIBHOM CTPYKTYPBI.

TepmuH «(hapManeBTHUCCKH HpPHEMIIEMas COJIb» BKIFOYACT COJH, IONYUCHHBIC H3 (PapManeBTHUCCKH
TIPUEMIIEMBIX OCHOBAHUH MM KHCIIOT, BKJIFOYAs HEOPTAHHUCCKHIE WIIH OPTaHHYCCKHE OCHOBAHHA M HCOPTAHHICCKHE
WM OPraHu"CcCKUC KHCIIOTHI. HpI/IMepBI TAaKUX COJICH BKJIFOYAKOT, HO HC OTPAHUYIMBAKOTCA HMH, ancTar,

OcH30/CY Tb(hOHAT, OCH30aT, THAPOKAPOOHAT, THAPOCYIR(AT, THAPOTAPTPAT, Oopat, Opomua, kaMmpopcys(poHAT,
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KapOOHAT, XJIOPHA, KIaBYJAHAT, UTPAT, TUTHAPOXIOPHI, SACTAT, SAU3UIAT, 3CTONAT, I3MWIAT, (PyMapar, TIIOICHTAaT,
[JIFOKOHAT, TIyTaMaT, TIHKOUIMIAPCAHWIAT, TCKCHIPC3OPIHHAT, THAPAOAMHUH, THAPOOPOMHI, THIPOXIOPHI,
THOPOKCHHA(TOAT, HWOAWMI, H30THOHAT, JIAKTAT, JAKTOOHWOHAT, JAypaT, Majar, Majiear, MaHACJIAT, MC3HIAT,
METHJIOPOMU, MCTHIIHHTPAT, METWICYIb(aT, MyKaT, HAIICHJIAT, HUTPAT, aMMOHHEBAA CONMb N-MCTHITTIOKAMHUHA,
oJiear, oKcamar, mamoar (3MOOHAT), MATBMHUTAT, MAHTOTCHAT, (pocar, mudocdar, moaHraIaKTyPOHAT, CATHIUIAT,
cTeapar, cyb(at, cydarerar, CYKIHHAT, TAHHAT, TAPTPAT, TCOKJIAT, TOSHIIAT, TPUHOAHN U Baiepar. [IpuMepsr corei,
TOJTYUCHHBIX U3 HCOPTaHHICCKUX OCHOBaHPIfI, BKJIFOYAKOT, HO HC OrPaHUYHBAKOTCA UMH, COJTH A TFOMUHUA, aMMOHHA,
KaIbIMA, MCIH, TPSXBAJICHTHOTO >KEJic3a, JBYXBAJCHTHOTO JKCJIC3a, JIMTHA, MATHUSA, TPEXBAJICHTHOTO MApPTaHIA,
ABYXBAJICHTHOTO MapTraHIa, KaJTusd, HATPUA U IUHKA.

TepMuH «ICUHTE» WIH «JICUCHHC)» 3a00JICBAHHSA, PACCTPOHCTBA WIH COCTOSHHSA BKIIIOYACT: (a)
MPSIOTBPALLCHUC WITH 3aCPIKKY IOSIBICHUA KIHHUYCCKHX CHMITOMOB 3a00JICBAaHUA, PACCTPONCTBA HITH COCTOSHHUSA
PA3BUBAIOINCTOCA Y CYOBCKTA, KOTOPBIH MOKET OBITH MOPAKCHHBIM HJIM IPSAPACIIONOKCHHBIX K 3a00JICBaHUIO,
paCCTpOfICTBy HJIA COCTOAHHIO, HO CIIC HC HCIBITBIBACT HJIH ITOKA3BIBACT KIMHHYCCKHX HJIH Cy6KJ'lI/IHI/I‘I€CKI/IX
CUMIITOMOB 3a00JICBAHUSA, paccTpoiicTBa Wi coctosHud; (b) MHrHOHWpoBaHHE 3a00JICBAaHUSA, PACCTPOUCTBA HIH
COCTOSHHUSA, T.€. OCTAHOBKY MM OCJNAa0JCHHE pa3BUTHA 3a00JICBAHHUS WM, MO KpaHHEH Mepe, OJHOTO M3 €ro
KIIMHHYCCKUX WM CYOKTHHHYCCKUX CHMITOMOB; WM (C) ocnabiicHue 3a00JICBaHuS, T. €. MPUBEICHUC K PETPECCHH
3a00JICBAHAS, PACCTPOHCTBA WM COCTOSHHS WM, N0 KPAWHEH Mepe, OJHOTO M3 €ro KIMHHYCCKUX HITH
CYOKTHHHYICCKUX CHMIITOMOB.

TepMuH «CyOBEKT» BKIHOYACT MJICKOMHTAIOMMX (OCOOCHHO IIOACH) M APYTHUX JKUBOTHBIX, TAKHX KaK
JIOMAIITHUE YKUBOTHBIC (HAPHMEP, JOMAIIHHUE YKUBOTHBIC, BKIIOUYAsA KOIIEK H CO0AK) M HE JOMANIHUX >KHBOTHBIX
(Takux Kak auKas (payHa).

TepMuH «TepaneBTHUCCKU I(PPCKTHBHOEC KOJIHUYCCTBO» O3HAYACT KOJHYCCTBO COCAMHCHHSA, KOTOPOC NMPH
BBCIACHHH CYOBCKTY I JICHCHHA 3a00JCBAHHA, PACCTPOWCTBA WM COCTOSHHSA, SBIDICTCA AOCTATOYHBIM UL
OCYINCCTBICHHUS Takoro JjcucHus. «TepameBrwuecku 3(P(eKTHBHOEC KOIHUESCTBO» OYAET BAapbHPOBATECA B
3aBHCHMOCTH OT COCTUHCHUSA, 3a00JICBAHUA W €TO TSDKCCTH, W BO3PACTa, MACCHI TCNA, (PH3HUCCKOTO COCTOSHHA H
OT3BIBUHBOCTH Y CYOBCKTA, MOJICIKAIICTO JICUCHHIO.

CocauHCHHE, OMHUCAHHOC B JAHHOH 3a4BKC HA IMATCHT, MOXKCT 0OpPA30BBIBATH COH. HeorpaHHUMBArOIIHC
mpuMeps! (PapMALCBTHYCCKH MPHEMIIEMBIX COJICH, 00pa3yIOMIHMX YacTh JAHHOH 3asBKH HA MATCHT, BKIFOYAOT COJIH,
TIOJTYUCHHBIC U3 HCOPTaHHICCKUX OCHOBaHHfI, COJIH OPTaHUICCKHX OCHOBaHHﬁ, COJIH XHUPAJTbHBIX OCHOBaHI/IfI, COJIH
TPHPOAHBIX AMHHOKHCIIOT H COJIM HCTIPUPOIHBIX AMHUHOKHCIIOT.

HexoTopsle coeauHCHAS TaHHOH 3asgBKH HA MATEHT CIIOCOOHBI CYHIECTBOBATh B CTEPEOH30MEPHBIX (popmax
(HampuMEp, THACTCPCOMEPHI H SHAHTHOMCPHI). B OTHOIICHWH COCIMHCHWA, OMUCHIBACMBIX 00meit (opmymnoir (I)
JAHHAS 3a7BKA HA MATCHT PACIPOCTPAHACTCS HA TAHHBIC CTCPCOM3OMCPHBIC (POPMBI B UX CMECH. B HEKOif CTCTcHH, B
MPSIMICCTBYIOMCM YPOBHC TCXHHKH W3BCCTCH CHHTC3 HITH PA3ACICHHC OTACTBHBIX CTCPCOM3OMCPOB, PAa3JTHUHBIC
cTepeomn3oMepHbIe (JOPMBI B JAHHOM 3asABKE HA MATCHT MOTYT OBITh OTACIEHBI IPYT OT APYyTa CIIOCOO0M, H3BECTHBIM
B JAHHOW OONACTH TCXHHKW, WIH JAHHBIH H30MCP MOKCT OBITH MONYUCH NMYTEM CTCPCOCHCHH(PUUCCKOTO HITH
ACHMMCTPHICCKOTO CHHTE3a. TayTOMEPHBIC (POPMBI H CMCCH COCTMHCHHH, ONMCAHHBIC B TAHHOM JOKYMCHTC, TAKKS
BKITIOUArOTCA. KpoMe Toro crieayer moHHMAaTh, YTO COCAWHCHHSA MO JAHHOMY H300PCTCHHIO MOTYT CYIICCTBOBATH B
COTBBATHPOBAHHBIX (PopMax (HAMpPHMEP, THAPATHI), a TAKKC B HCCONBBATHPOBAHHBIX (OpMAX, W UYTO JAHHOC

H300PETCHUE OXBATHIBACT BCE TAKHE (JOPMBL

DapvanesTmiaeckne Kovmozummm
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CoenmHEHHUS O TaHHOMY H300PETCHUIO KAaK MPABHJIO BBOJAT B (popMe (papMareBTHUCCKOH KOMITO3HIIHH.
Taxwe KOMITO3UIUH MOTYT OBITh OJTyYCHBI C MPHMEHEHHEM METOIUK, XOPOIIIO H3BECTHBIX B 00IaCTH (JapMaLieBTHKH,
W COJEpPKaT, 0 MCHBIIECH Mepe, OJJHO COCAMHCHHUE TI0 JAHHOMY H300peTeHuI0. PapManeBTHIECKAs KOMITO3HIHS I10
JAHHOM 3aiBKE HA MATCHT COACP)KUT OHO HIH OOJIce COCIUHCHHH, ONMMCAHHBIX B JAHHOM JOKYMEHTE, H OJHO HIIH
6onee (papMarieBTHUECKH MPHEMIIEMBIX BCIIOMOTATEIbHBIX BenecTs. Kak mpasuio, GapManeBTHHIECKH IPHEMIIEMbIC
BCIIOMOTATEIIbHBIC BEHICCTBA, ABJIIIOTCS OAOOPECHHBIME PETYIHPYIOIHMMH OPTaHAMH WITH, KaK MPABHIIO, CUUTAIOTCS
6€30TacHBIMHU JJIS HCIIOJTb30BAHUS YECJIOBEKOM HITH JKUBOTHBIM. DapManeBTHUECCKH MPHEMIIEMBIC BCTIOMOTATEIbHBIC
BCINECTBA BKIIOYAOT, HO HEC OTPAHMYMBAIOTCS HMH, HOCHTCIH, Pa30aBHTEIH, CKOJB3SIIUE H CMa3bIBAIOIIHC
BCINCCTBA, KOHCEPBAHTHL, Oy(EpHBIC AarcHTHI, XCIATHPYIOIIME AarcHThHI, IOJHUMEPBL TIeIcO0pa3yIOIUe AarcHTHI,
3aryCTUTEIIH, PACTBOPUTEIH U TOMY NOAOOHOE.

ITpumeps!l TPUTOIHBIX HOCHTEICH BKIFOUAIOT, HO HE OTPAHHYHBAIOTCA HMH, BOJY, COJICBBIC PACTBOPBHI,
CIMPTHI, MOJHATHJICHIIHKOIN, ApAaXHCOBOC MACO, OJIMBKOBOC MACIO, JKCJIATHH, JIAKTO3Y, KAOJHH, Caxaposy,
JEKCTPUH, KapOOHAT MATHUS, caxap, aMHJIO3y, CTEapaT MarHusd, TajbK, JKCJIATHH, arap, NEKTHH, TYMMHApaOUK,
CTCapPHHOBYIO KHCJIOTY, HU3IINE AJKWIbHBIC 3(DUPBI LEIUTION03bI, KPEMHHUEBYIO KUCIIOTY, SKUPHBIC KHCIIOTBI, AMUHbI
SKHPHBIX KHCJIOT, MOHOTJMIECDHABI M JUIVIMLECPHAB! JKHPHBIX KHCJIOT, CIOXKHBIC S(PHPHI KUPHBIX KHCIOT H
TIOJTMOKCHATHJICH.

Jannas (papmarieBTHUCCKAad KOMIO3HIUA MOXKST TAKoke BKIIOYATh OJWH WM Oosee (papMaLeBTHUCCKH
MPUEMIIEMBIX BCIIOMOTATCIIPHBIX ArCHTOB, CMAYMBAIOIIUX ArcHTOB, CYCICHAHPYIOIIUX AarcHTOB, KOHCEPBAHTOB,
Oy (epoB, moacIaCTUTEICH, ApOMATH3aTOPOB, KPACUTEICH HITH TIOOYH0 KOMOWHAIMEO BBINICTICPCUUCICHHOTO.

Jauuble (hapMaleBTHUCCKHE KOMIIO3HI[HH MOIYT OBIThb B OOBIMHBIX (popMax, Hampumep, Kancynax,
TabJIeTKAX, pacTBOpax, CYCIEH3HAX, HHBEKIMAX MM MPOAYKTAaX III MECTHOrO npuMmeHeHus. Kpome Toro,
(hapMaLCBTHYICCKAS KOMIIORHIHS MO JAHHOMY H300PCTCHHIO MOYKCT OBITh COCTABIICHA TAaKUM 00Pa30M, YTOOBI
00ecTieUnTh JKEIACMBIi IPO(PHITb BHICBOOOKICHHSL.

BBencHne coenuHCHHH MO JAHHOMY H300pPETCHHIO, B YHCTOM BHAC WM B BHIC COOTBCTCTBYIOIICH
(papMaLCBTHYCCKOH KOMIO3HIMH MOXKET OBITh OCYHICCTBICHO C NMPHUMCHCHHEM JIFOOOTO W3 NMPUEMIICMBIX IyTCH
BBCACHUSA (PapMALICBTHUCCKUX KOMIO3HIHH. Coco0 BBEACHHA MOKET PSACTABIIATE OO0 000 CIIOco0, KOTOPBIH
3(p(PEeKTUBHO TPAHCHOPTUPYET AKTHBHOEC COCIMHCHHE MO JAHHOH 3ajdBKE HA NMATCHT K COOTBETCTBYIOIUEMY MM
TpebyeMoMy MecTy AeHCTBHSA. [IpHroaHbie CiocoOB!I BBEACHHS BKIFOYAKOT, HO HE OTPAHHYHBAIOTCS HMH, OPATBHbIMH,
HA3aJbHBINA, OYKKAIbHBIH, KOYKHBIH, BHYTPHKO)KHBIH, YPCCKOKHBIH, MAPCHTCPAIBHbIA, PEKTATbHBIH, MOAKOKHBIH,
BHY TPUBCHHBIH, HHTPAYPETPATbHBIN, BHY TPHMBIIICYHbBIH WJIH MECTHBIH.

Trepaple mepopaabHbIC COCTABBI BKIIFOYAOT, HO HE OTPAHHYIHBAKOTCS HMH, TA0ICTKH, KANCYJIbl (MATKHE HIIH
TBEPABIC KECTATHHOBBIC), IPAKE (COACPIKAIUE AKTHBHBIH HHIPEAUCHT B BUAC MOPOIIKA HJIH IPAHyJd), MACTHIKH H
JICCHIBL.

XKugkne cocraBsl BKIOUAIOT, HO HE OTPAHUYMBAIOTCS MMM, CHPOIBI, 3MYJbCHH H CTCPHIBHBIC
HHBCKIMOHHBIC KUIKOCTH, TAKHE KaK CYCIICH3HUH HIIH PACTBOPHI.

MecTHble O3MPOBAHHBIC COCTABBI JAHHBIX COCIMHCHHH BKIIFOYAIOT MAa3W, TACTBI, KPEMBI, JIOCHOHBI,
TIOPOIIKH, PACTBOPHI, TIJA3HBIC WM YINHBIC KAIUTH, HMIPETHAPOBAHHBIC TIOBS3KH, H MOIYT COJCP)KATh
COOTBETCTBYIOIIHE OOBIYHBIC JOOABKH, TAKHC KaK KOHCEPBAHTHI, PACTBOPHTEIH, CIOCOOCTBYIOIIEE IIPOHHKHOBEHHIO
JIEKapCTBCHHOTO CPE/CTBA.

@®apManeBTHUCCKHE KOMIIOZHIMH IO JAHHOW 3afBKE HA MATEHT MOTYT OBITh MOJYUYCHBI OOBIYHBIMH
criocobamu, HanmpuMep, Kak onucano B Remington: The Science and Practice of Pharmacy, 20° W31, 2003 (Lippincott
Williams & Wilkins).
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[MpurogHpic 10361 MAHHBIX COCAWHCHHI I TPHUMCHCHHA B JICUCHHH 3a00JICBAHWI W PACCTPOWCTB,
ONMUCAHHBIX B JAHHOM JOKYMCHTE, MOTYT OBITh ONPSACICHBI CINCUHATHCTAMH B JAHHOW OOJACTH TCXHHKH.
TepamesTHyecKHe 10361, KaK MPABHUIIO, ONPEICIHIIOT B XO/IC HCCIICAOBAHUS AHANA30HA 03 UL YeI0BEKAa HA OCHOBE
NPCIBAPUTCIBHBIX JAHHBIX, MOTYYCHHBIX OT MCCICIOBAHWI HA KUBOTHBIX. [l03bI JOIKHBI OBITH JOCTATOYHBIMHU,
YTOOBI MPUBECTH K XKETACMOH TEPAaNeBTUUECKOH IOJIb3e, HE BBI3BIBAA HEXKEIATeIbHbIC MOOOUHbIE 3 dekTsr. Ciocod
BBCICHUS, JO3UPOBAHHBIC (JOPMBI M IPUTOJHBIC (PApMALCBTHYESCKHE BCIOMOTATEILHOES BEIECTBO MOTYT OBITh TAKKS
HCTOJTB30BAHbBI H CKOPPESKTHPOBAHBI CIICLHATHCTAME B JAHHOH 00JIACTH TCXHUKH. BCe H3MEHEHUS W MOAU(HKALIAH

MPEAYCMOTPSHBI B IpeAciaX 00beMa TaHHO! 3asBKH HA MATCHT.

Crnioco0b1 JieueHnst

CoenuHEHHUS IO NaHHOW 3adBKE HA MAaTCHT MHTHOHPYIOT akTuBHOCTH HAJI®H-okcHma3sl (HUKOTHHAMHL
ancHUH AuHyKIeoTHa (pocaT OKCHIA3BI), T.€. OHU NMPEAOTBPAIIAIOT Wi NmoAaBsoT Acticteue HA JIOH-okcuaassl
W/ BBI3BIBAIOT MO Xy upyromuif g dext HA JIOH-okcHaassl, TeM CaMbIM CHIKAS TCHEPHUPOBAHHUE AKTHBHBIX (hopM
xuciopoaa (ADK). CoenuHeHHA IO JAHHOMY H300PETCHHIO, SBIIIIOTCS, TAKHM 00pa30M, MOJIC3HBIMH NPH JICUCHHH
pasmuuHbIX 3a001¢BaHUI U paccTpoicTs, onocpeaoBaHHbIx ADK, nonyuennsivu u3 HA JIOH-oxcuaassl.

OskuaaeTcs, 4To COSIUHCHHA IO JAHHO! 3a4BKE HA MATEHT, TAKHM 00pa30oM, Oy AyT MOJC3HBIM IIPHU JICUCHUU
001, BOCHIATHTEIbHBIX 3a00JICBaHUH, 3a001€BaHUI KOCTCH, ay TOMMMYHHBIX 3a00JICBAHUM, CEPACYHO-COCY IUCTHIX
pacCTpOHCTB, SHAOKPHHHBIX PACCTPONCTB, PECIUPATOPHBIX PACCTPONCTB, HAPYLICHHH OOMCHA BEINECTB, KOXKHBIX
paccTpOWCTB, HEHPOBOCHATHTCIBHBIX H/MJIM  HEHPOJAETCHEPATHBHBIX PACCTPOMCTB, 3a00JICBAaHHI  IOYCK,
PETPOAYKTUBHBIX PACCTPOHCTB, SHAOKPHHHBIX PACCTPOHCTB, 3a00JICBaHUMH, MOPAKAIOIUX I71a3 H/HIU XPYyCTATIHK
H/MJTH COCTOSHUM, BIUSIOMUX HA BHYTPEHHEE YXO, 3a00I€BaHUI ICUCHH, PaKa, aJUIEPTHIECKHX PACCTPOHCTB, TPABM,
CCNITHYECCKOTO, TEMOPPArHYeCKOro W AHA(HIAKTHYCCKOTO INOKA, 3a00JICBAHWEA WM PAcCTPOMCTB HKEJTyIOUHO-
KHIOICYHOIO TPAKTa, AHTHOTCHEC3a, AHTHOICHE3-3aBHCHMBIX COCTOﬂHHﬁ, a TaKKe I/[H(I)GKI.[I/II/I JETKHUX, OCTpPOTO
TIOBPEKACHHUS JICTKUX, JICTOYHONW apTePHANBHOH THICPTCH3HH, OOCTPYKTHBHBIX 3a00JICBAHUH JETKuX, (PHOPO3HOTO
3200JICBAHKA JICTKUX, H PAKa.

TepMuH «007b» BKIIIOYACT, HO HC OTPAHUYHBAACH HMH, HOIHICITHBHYIO O0JTb, 3yOHYI0 00Jb, CCPACUHY IO
00J1b, BOSHUKAMOIIYIO 0T HIIEMHYCCKOTO MHOKapaa, O0Ib BCICACTBHE MHUTPEHH, OCTPYIO 0O0JIb, XPOHHUCCKYIO OOITB,
HCBPOTIATHYCCKYIO OOJb, TOCICONCPALIMOHHYE) O0Jb, OONb WM3-32 HCBPAITHH (HANPHMEP, MOCTTCPICTHUCCKOM
HEBPAJITHH WIH HEBPAITHH TPOHHUYHOTO HEPBA), O0JIb B CBA3H C THAOCTHUCCKOMW HEBPOTIATHEH, OOTb HIDKHEH YacTH
CIIHBI U TICH, TUCMCHOPCIO, TOJNIOBHYIO OOTb, MHTPCHB (OCTPYIO M MPO(HIAKTHUCCKOC JICUCHHUC), 3YOHYIO OOIIb,
pacTsokeHHA W AC(opMaIiH, OCTPBIC, MOJOCTPHIC W XPOHHYCCKAC CHHAPOMBI KOCTHO-MBITIICHHOH OOTH TaKWe KAk
OypCHT, 07KOTH, TPaBMBI, 00ITb MOCIIE XUPYPrUYECKUX (TIOCTICOTEPANOHHA O0JIb) H CTOMATOIOTHICCKUX MPOLIEAYP,
a TAKOKE MMPEBESHTUBHOE JICYCHUE XHPYPrUIeCKOi 00TH, OOTH IPH pake M BOCHAIUTEILHBIX OOJC3HEHHbBIX COCTOSHHIH,
TaKHX KAK MHO3UT, CHHOBHT, OCTpasd NOAArpa, AHKIJIO3HPYIOIUI CIIOHJWINT U apTPHT (BKIFOYAS PEBMATOHIHBIN
apTPHT, FOBCHIWIbHBIN PCBMATONIHBIN APTPUT H OCTCOAPTPHT).

TepMI/IH «BOCHAJIHTCIIBHOC 3a00JICBAHHUCY BKJIFOYACT, HO HC OTPAHUYIMBAACH 3THM, BOCHAIATCIIHBHBIC
3a00J1CBAHAS KUIICYHAKA, CCTICUC, CENTHYCCKUH NIOK, CHHAPOM PACCTPONCTBA JBIXAHUS Y B3POCIHBIX, ITAHKPEATHT,
IIOK, BBI3BAHHBIH TPaBMOH, acTMy, OpPOHXHANBHYIQ AacTMy, AJUICPTHYCCKHH PHHHT, PEBMATOMIHBIA AapTPHT,
XPOHHYCCKHUH PEBMATONIHBIN apTPHT, aTEPOCKICPO3, BHY TPHMO3TOBOEC KPOBOH3IHMIAHIE, HH(PAPKT TOJOBHOTO MO3Ta,
CEpACYHYIO HEJOCTATOYHOCTD, HH(APKT MHOKApAa, ICOPHA3, KUCTO3HBIH (prOpo3, (HOpO3 MeueHH, HHCYJIBT, OCTPBIH
OpPOHXUT, XPOHHIECKUI OPOHXUT, OCTPHIH OPOHXHOIUT, XPOHHUCCKUH OPOHXHOIUT, OCTCOAPTPHT, IIOJATPY, MHCIIHT,

AHKUJIO3UPYHOIKI CHOHIIINT, CHHAPOM Peiitepa, mcopraTHIeCKHi apTPUT, CIOHAWIOAPTPHT, FOBEHUIBHBIN aAPTPUT
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WM FOBCHUJIbHBIH aHKHJIO3HPYIOIMHA CIOHAMIINT, PEAKTHBHBIH apTPHUT, HH(OECKIMOHHBIH aPTPUT WIIH APTPHUT IIOCIIC
HH(pCKIUY, TOHOKOKKOBBIH AapTpHUT, CH(pWIMTHUCCKHI apTpur, Oone3Hp Jlaiima, apTpuT, HHAYIHPOBAHHBIN
«CHHOPOMOM aHTHHTA», Y3CIKOBBIH IIOJIHAPTCPHHUT, AaHA(HIAKTHYCCKUH AaHTHHT, TIpaHyleMaro3 JlyreHeka,
PEBMATOHIHYIO TIOJHMHANTHIO, PEBMATU3M KJIECTOK CYCTaBOB, APTPHT OTJIOKCHHH KPHCTAUIOB KAJBIWA,
TICEBAONOAArPY, HEAPTPUTHBIH PEBMATH3M, OYPCHT, TCHAOBATHHHT, HAJBBIPOCTOBOC BOCHAJICHHE (TCHHHCHBIH
JIOKOTh), KHCTEBOH TYHHEIBHBIH CHHAPOM, TPaBMY IOBTOPSIOIIMXCSA HATPY30K (NIECYATaHHUE), CMEHIAHHYIO (hopMy
apTpuTa, HEBPOIATHYCCKYIO AapTPONATHIO, I'EMOPPArMYECKU apTPHT, MEIHO03 COCYJOB, THIEPTPOPHUCCKYIO
OCTCOAPTPONIATHIO, MHOTOOYATOBBIH  PETHKYJOTHCTHOLIMTO3, apTPHT, HHIYIHPOBAHHBIH CHEIM()HUCCKHIMHI
3a00JICBAHUAMHY, IMTMCHTAIMIO KPOBH, CEPIIOBHIHO-KICTOYHY IO aHEMUIO H IPYTYIO aOHOPMAaJIbHOCTh TEMOTIOOHHA,
THIICPJIUIIOIPOTCHHEMHUIO, JUCTaMMArIo0y JHHEMHIO, THIICPIIAPATUPED3, AKPOMETAITHIO, CEMCHHY IO
CPEM3EMHOMOPCKYIO JIHXOPaaKy, Ooje3Hb bexuera, CHCTEMHOE ayTOMMMYHHOE 3PHTEMATO3HOE 3a00JCBaHMC,
paccesHHBIN ckiepo3 W Oone3Hb KpoHb! mim 3a00ieBaHMA, TAKHE KAK PELUIUBHPYIOMMH MOJUXOHAPHUT HIIH
XPOHHYCCKHE BOCTIATUTEIbHBIC 3a00eBanms kumeuHnka (B3K).

TepMuH «ayTOUMMYHHBIC 3a00JICBaHHA» OyJCT NOHATCH CINCIMAINCTAM B JAHHOHW 0ONACTH TEXHUKH A
0003HAUCHUA COCTOSHHA, KOTOPOC IMPOMCXOIHUT, KOTJAa HMMMYHHas1 CHCTEMa OINHOOYHO AarakyeT M paspyliacT
300POBBIC TKAHH TENA. AyTOMMMYHHOE 3a00JCBaHHC MOJKET IMPHUBECTH K PA3PYIICHHIO OJHOTO HJIH HECKOJBKHX
THUIIOB TKAHEH Tela, aHOMAJIbHOMY POCTY OpPTraHa M H3MCHCHHIO B (JyHKIMH OpraHa. AyTOHMMYHHOE 3a00JCBaHUE
MOJKCT MOBIMATh HA OJUH MM HECKOJBKO OPTraHOB HJIM TKAHCH THIA, KOTOPBIC BKIOYAOT B ceOA, HO HE
OTPAaHHYMBAIOTCA HMH, KPOBCHOCHBIC COCYIBl, COCAHHUTCIBHYIO TKAaHb, OHIOKPHHHBIC JKCIC3bl, TAKHC Kak
MUTOBUIHAA YKEJIC3a HIIH IO KTy JOTHASA HKETIE3a, CyCTaBbl, MBIIIIBI, KPACHBIC KPOBAHBIC KICTKH, H KOXKY . [IpuMepsl
AyTONMMYHHBIX (HJIH CBA3QHHBIX C ayTOMMMYHHBIMH) PAaCCTPOMCTB BKIIIOYAKOT PACCEAHHBIA CKICPO3, ApTPHT,
CKJICPOJCPMHIO, PEBMATOHIHBIA apTPUT, mNCopua3, Ooyie3Hb KpoHA, IKEIyJOUHO-KHIICTHOES PAcCTPOWCTBO,
BOCHATUTCIbHOS 3a00JICBAHUC KHIICYHWKA, CHHAPOM Pa3IpPaKCHHOTO KHINCYHHWKA, KOJMT, S3BCHHBIH KOIHT,
cuaapoM [lerpena, aTonmuUecKuil IEPMATHT, HEBPHT TJ1a3HOTO HEPBA, PECIIHPATOPHOE PACCTPOHCTBO, XPOHHUYCCKY IO
oOCTpyKTHBHYIO 0071¢3Hb Jerkux (XOBJI), actmy, nuabet Tuna I, ONTHKOHCBPOMHUCTHT, MHACTCHHUIO | aBHC, YBCHUT,
curapomM [mitcHa-bappe, mcopuaTuyueckuii apTpuT, 6a3¢I0BY O0IC3HD, ANICPTHIO, OCTCOAPTPHT, O0e3Hb KaBacakwy,
JCHIIMAHWO3 CIH3HCTOH OOOJOYKH, THPCOWAWT XaNIMMOTO, ICPHHIMO3HYI) AaHEMHIO, OOJC3Hb AIIHCOHA,
CHCTEMHYIO KPaCHYIO BOTYAHKY, ICPMAaTOMHO3HT, CHHAPOM Illerpena, KpacHYH BOJMAHKY, TSDKEIYEO MHACTCHHIO,
PCAKTUBHBIA APTPUT, LETHAKUIO - CTIPIO (TJIFOTCH-UYBCTBHTCIIBHYEO YHTCPONATHIO), 0a3e0BY OO0JIC3Hb, THMOTIIO33 1
BOTYAHKY.

TepmuH «3a007€¢BaHHE KOCTEH» BKIIOYACT, HO HE OTPAHHYHMBASICh HMH, OCTEONOPO3, OCTCOCKIICPO3,
TICPHOIOHTHUT M THIICPIAPATHPEO3.

TepMHH «CepACHHO-COCYAMCTHIC 3a00JCBAHMA) BKIIOYACT ATEPOCKICPO3, OCOOCHHO 3a00NCBAHMA HITH
paccTpoicTBa, CBS3aHHBIC C SHAOTCIHANBHONH AUC(YHKIMEH, BKIIOYAs, HO HE OTPAHHUIHBASCH HMH THIICPTOHHIO,
CCPACYHO-COCYIUCTHIC OCIOKHCHHA mpH auadete tuma | wmm 11, runepria3sHio WHTHMBI, HIICMHAYCCKYIO OOJIC3Hb
cepAma, MO3TOBOH, KOPOHAPHBIH WM AapTEPHANBHBIN Ba3ocmazM, JUCQHYHKIUIO SHAOTENHS, CEPACUHYIO
HEJOCTATOYHOCTh, BKJIFOYAS 3aCTOMHYIO CEPACUHYI0 HEAOCTATOUHOCTbH, 3a00seBaHmE NepH(EpHUCCKHX apTEpHi,
PECTEHO3, TPaBMY, BBI3BAHHOH CTCHTOM, HHCYJIBT, HOIEMHUCCKHH MPHCTYTI, OCJIOKHECHHUS COCY/IOB, TAKHE KaK MOCIe
TPAHCIIJIAHTAIUH OPTaHoB, HWH(APKT MHOKAPJA, THICPTOHHIO, OOpAa30BaHHE AaTECPOCKICPOTHUYCCKHUX OJIIICK,
arperanyi0 TPOMOOLMTOB, CTCHOKAPAHMIO, AHEBPH3MY, PACCIOCHHE aOPThHl, HINICMHYECKYIO OONEC3Hb CEpALa,
THICPTPOQHIO CCPAIA, JICTOYHYH) 3MOOJHI0, TPOMOOTHYCCKAC COOBITHA, B TOM YHCIC TPOoMOO3 TIyOOKHX BCH,

TIOBPCIKACHAC, MPUYUHCHHOC IOCJIC WINCMHHU BOCCTAHOBJICHHCM KPOBOTOKA WM AOCTABKH KHCJIOPOJA, KAK IIPH
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TPAHCIIJIAHTAMH OPTAHOB, OIICPALIH HAa OTKPBITOM CEPALE, INIACTHICCKON ONEpainyl Ha COCY 1aX, FEMOPParniecKoM
MIOKE, AHTHOIUTACTHKE HIICMHYCCKHUX OPraHoB, B TOM YHCJIC CEPALA, TOJIOBHOIO MO3ra, nNC4YCHHU, MOUCK, CCTYATKH H
KHIICYHHUKA.

TepmuH «pecmupaTopHbIC 3a00JCBAHUS» BKIOYACT, HO HE OrPAHWYMBAACH HMH, AacTMy, Kamlelb,
OpOHXHATBHYIO AaCTMy, OpOHXHT, AaJUICPTHYCCKHH PHHHT, OCTPbIH PECHHPATOPHBIH JHCTPECC-CHHAPOM,
MYKOBHCITHI03, BHPYCHYH) HH(CKIHIO JCTKHX (TPHIN), JCTOYHYIO THIICPTCH3WIO, WIAHONATHYCCKHH JICTOYHBIH
(pubpo3, XpoHuUeckue oocTpykTuBHBIC Oone3HH aerkux (XOBJI) u o6octpenus npu XOBJL

«ANnepruyeckoe paccTpoHCTBO» BKIIOYACT, HO HE OTPAHMYMBASCH HMH, KAIICIb, IIOJUIMHO3 M acTMY.
«Hapymenne oOMEHa BEHIECTB» BKIIOYACT, HO HE OTPAHHYHBASICH MMH, OXKUPCHHE, METAOOIHMUYCCKUH CHHAPOM U
quaber tuma II. «3a0oneBaHue KOXKHM» BKIIOYACT, HO HE OTPAHHYUBAACH HMH, IICOPHA3, 3K3EMy, JACpPMATHT,
3KUBJICHHC paH U (popMupoBaHHE pyoOLa.

«HeiipoaerenepaTuBHOe 3a00JI€BaHHE» BKIIOYACT 3a00JCBAHHE HIH COCTOSHHE, XapaKTepH3ylomeecs
JICTCHEepaIieH WM H3MECHCHHEM IICHTpaIbHOH HepBHOIT cructemsl (LIHC), 0co6¢HHO Ha YPOBHE HEHPOHOB, TAKOE KAk
GonesHs Anbureiivepa, OonesHb IlapkuncoHa, G0ne3Hb ['eHTHHITOHA, OOKOBOM aMHOTPO(UYCCKHUH CKIEPO3,
SMWIencHA H MblmeyHas Auctpoduia. Kpome TOro, AaHHBIH TEPMUH BKIIOYACT HEHPOBOCHIATUTCIBHBIC H
JEMHCTHHU3HPYIOIUE COCTOAHHA MM OOJE3HH, TakHe Kak JelikosHuedanonaruu u Jieiikoguctpopuu. TepMuH
«JCMHCIMHU3HPYIOIUI» OTHOCHTCS K COCTOAHHMIO WM 3a00JCBAaHMIO ILICHTPAJBbHOH HEPBHOH CHCTEMBI,
BKITIOYAMOLICMY JCTPAJalui0 MHCIHHA BOKPYT akCOHOB. [Toapa3yMeBacTCs, YTO B KOHTCKCTE JAHHOTO H300PETCHUS
TEPMHH JCMHCTHHH3HPYIOIAad OONE3Hb BKJIFOYAET COCTOSHUS, KOTOpPBIC BKIIOYAKOT IIPOLECC, KOTOPBIH
JEMHCTHHH3HPYET KJICTKH, Takodl Kak pacCesHHBIH CKJIEpO3, IPOTPECcCUpYIomas MyJIbTH(OKAIbHASL
neiikosHueamonarus (IIMJI), muenonaruy, 060 HEHPOBOCTATHTESIBHOE COCTOSIHUE C YHACTHEM ayTOPECAKTHBHBIX
neiikoruToB B [THC, BposKOCHHOS META0OTHYCCKOS PACCTPOHCTBO, HEBPONATHA C AHOMAJTBHOH MHUCITHHH3ALMCH,
JACMHUCIHHA3AOMA, HWHAYLOHPOBAHHAA JICKAPCTBCHHBIMH COCOWHCHHAMH, ACMHCIMHH3ALMWA, HWHIYUIHAPOBAHHAA
00JyyeHHEM,  HACICACTBCHHOC  JCMHCIHHH3HPYIOIICE  COCTOSHHE, JACMHCIHHH3ZUPYIOHNICE  COCTOSHEC,
HHOYOHUPOBAHHOC NPHOHAMH, ACMHUCITIHHH3ALWA, WHIY HHPOBAHHAA SHL[C(i)aI[I/ITOM WA TpaBMa CIIHHHOI'O MO3ra.
[IpeamoYTHTEIBHO, JAHHOS COCTOSHHC MPSACTABIACT COOO0M PACCCHHBIA CKIICPO3.

«3aboneBaHue MOYCK» BKIOYACT, HO HE OTPAHMYHBASCH UMH, THAOCTHUCCKYIO HE()PONATHIO, OUYCTHYEO
HEJOCTATOYHOCTh, IJIOMEPYJIOHC(PHUT, HEPPOTOKCHYHOCTh AMHHOTJIMKOZHAOB M COCAWHCHHH IUIATHHBI U
THIICPAKTHBHBIH MOUYCBOH My3bIph. B KOHKPETHOM BAapHAHTE PEANH3ALMH H300PETCHHS JAHHBIH TEPMHH COTJIACHO
JAHHOMY H300pPETCHUI0 BKJIFOYACT XPOHHYCCKHE 3a00JICBAHHS HMIHM PAcCTpoHcTBA MOUEK. «PaccTpoiicTBoO
PEIPOAYKIHIY BKIOYACT, HO HE OTPAHHYHBAICH MMH, SPCKTHIBHYIO AUCPYHKIHIO, HAPYIICHHS (DEPTHIBHOCTH,
runepTpo (U0 MPEACTATEIBHOHN JKeJIe3bI H JOOPOKAUYCCTBCHHYO THIICPTPO(HIO MPEACTATETbHOHN SKEIIC3BL.

«3aboneBaHue, NOPAKAOMICE I71A3a W/HIH XPYCTAINK) BKJIIOYACT, HO HC OTPAHWYHBASCH HMH, KaTAPAKTy,
BKITFOYAs AWAOCTHUYCCKYH KAaTapakTy, NMOBTOPHOE NOMYTHCHHE XPYCTAlIWKA IOCIE XHPYPTHH IIPH KaTapakte,
THAOCTHUCCKYO W Apyrue (opMel peTHHOMATHH. «3a00JICBAHHC, MOPAKAOIICS BHYTPCHHEE YXO0» BKIFOUACT
CTApUCCKYHK) TAYyXOTy, IIyM B ymax, Oome3Hb MeHbepa W Ipyrue mpoOIeMBI PABHOBECHS, YTPHKYJIOJIUTHA3,
BECTHOYJIPHYI0O MUTPEHb, IIOTEPs CIIyXa, WHAYLHPOBAHHAS IOYMOM M TIOTEPS CIyXa, HHIYIMPOBAHHASL
JICKAPCTBCHHBIMHU COCAUHCHUAMH (OTOTOKCHYHOCTD).

TepMuH «pak» BKIOYACT, HO HE OTPAHWYHMBAAICH HMH, KapouHOMY (Hampumep, (udpocapkoMy,
MHKCOCAPKOMY, JIHIIOCAPKOMY, XOHAPOCAPKOMY, OCTCOTCHHYIO CapKOMY, XOPAOMY, AHTHOCAPKOMY, CApKOMY
SHAOTCANA, JuM(AHTHOCAPKOMY, JTHM()AHTHOSHAOTCIHOMY, OCTCO(HT, ME30TCIMOMy, omyXoims FOwmra,

TeHOMHOCAPKOMY, PaOIOMHOCAPKOMY, KAPLUHOMY TOJICTOH KHIUKH, PAK IOUKEIYIOYHOM JKeNe3bl, PaKk MOJOYHOM
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JKENIE3bl, PaK JIETKUX, HEMENIKOKICTOUHBIH PaK JIETKOTO, PaK IPOCTaThI, PaK SHYHHKA, PAK MOYKH, KAPIHHOMY
MIPOCTATHI, IJIOCKOKJICTOYHBIH pak, 6a3aauoMy, aICHOKAPIMHOMY, KAPIIHHOMY ITOTOBBIX >KENIE3, KAPIUHOMY CaIbHOH
JKENE3bl, MAMWLLIPHYXO KApPLHHOMY, NAMALIAPHYIO aACHOKAPHHHOMY, LHCTAACHOKAPLHHOMY, MEAyUIAPHYIO
KapIuHOMY, OPOHXOTCHHYIO KAPIIHOMY, IIOUCYHO-KICTOYHYIO KAPIIHHOMY HJIH I€TIaTOLC/UIIOIPHY IO KapIIHHOMY .

TepmuH «O0JEC3HN IEYCHID BKIIOYACT, HO HE OTPAHUYHBASICH HMH, TENATUT, (PHOPO3 IICUCHH, ATKOTOJIbHYIO
00JIC3HDP IICUCHHW, JKAPOBYHK) OOJIC3HB IICUCHH, HCATKOTOJNBHYIO JKHpPOBYIO ©Oone3up meucHH (HAXKBIT),
HeankorousHbIi creatorenarut (HACT), nepBuyHBINH OMIHAPHBIN MUPPO3 NICUCHH HITH LUPPO3 NICYCHH.

CoeauHEeHH N0 JAHHOH 3as4BKC HA IATCHT SBJLIEOTCS IOJIC3HBIMH TIPH JICUCHHH 3a00JCBAaHUH HIH
paccrpoticts, omocpenosanabix AOK mpoussogusix ot HA JIOH-okcHIa3bL.

CoenuHEHUS N0 JAHHOH 3asBKE HA NMATCHT SBJLIFOTCA MOJC3HBIMHU IIPH JICYCHHH OOJIH, BOCHAIMTEIbHbIX
3aboseBaHuii, 3a00NcBaHUMH KOCTEH, CEpPACYHO-COCYAMCTBIX PpACCTPOHCTB, OSHIOKPHHHBIX PacCTPOICTB,
PEeCIHPATOPHBIX PACCTPOICTB, HAPYIICHIIT 0OMCHA BEINECCTB, KOYKHBIX PACCTPOMCTB, HCHPOBOCHAIUTCIBHBIX H/HITH
HEHPOJCTCHEPATUBHBIX paccTpPOHCTB, 3a00JCBaHHH MOYEK, PENPOAYKTHUBHBIX pPACCTPOMCTB, SHIOKPHHHBIX
paccTpoicTs, 3a00JICBaHUH, TOPAKAOIUX IJ1a3 W/HUIH XPYCTAIHK H/WIH COCTOSHUMH, BIMAIONINX HA BHY TPCHHEE VX0,
3a0071CBAHUI TE€YCHHW, paKa, QUICPTHYCCKHX PACCTPOHCTB, TPaBM, CENTHYCCKOTO, TEMOPPATHYECKOTO H
aHa(PMIAKTHYCCKOTO INOKA, 3a00JCBAHHH WM PACCTPOHCTB JKEIIyIOUYHO-KHIICYHOTO TpPAaKTa, AaHTHOTCHE3a,
AQHTHOTCHE3-3aBHCHMBIX COCTOSHHUH, a Talke HHQCKUMH JIETKHX, OCTPOr0 IOBPEKICHUA JICTKHX, JECTOYHOMH
apTepUATbHONH T'HICPTCH3HH, OOCTPYKTHBHBIX 3a00jeBaHUil JerkuX, (uOpo3HBIX 3aboneBaHuii, (PHOPOZHOIO
3a00JICBAHMUS JICTKAX, H PaKa.

B onmHOM BapmaHTe peanmzaliiy H300pPETCHUSA COCAMHEHHA IO JAHHOH 3adBKE Ha IATCHT SBILIFOTCA
TOJIC3HBIMY TIPH JICUCHUH OOJH, BKITIOYAS, HOULICITHBHYIO 00J1b, 3yOHYI0 00J1b, CEpACHHYIO 00Jb, BO3HHKAIOIIYEO
0T HOIEMHYESCKOTO MHOKApAa, 0Ok BCICACTBHE MHTPEHH, OCTPYIO OO0JIb, XPOHHUYCCKYIO OO0Jb, HCBPONATHUYCCKYIO
60J1b, IOCTICOTIEPALMOHHY FO 00J1b, 00JIh H3-3a HEBPAJITHH (HATIPHMED, TOCTICPIICTHYCCKOH HEBPAITHH HTH HEBPAITHH
TPOHHUYHOTO HEpBa), O0Ib B CBA3H C AHAOCTHUCCKONW HEBpPOMATHEH, 3yOHYH0 00Ib, 60T HIDKHEH YaCTH CITHHBI U
IICH, TUCMCHOPCIO, TOTOBHYIO 00JTb, MHTPCHB (OCTPYIO H MPO(HUIAKTHUCCKOC JICUCHHC), 3yOHYH 00JTh, PACTAKCHHA
u aedopMalmy, OCTpBIE, MOAOCTPHIC U XPOHMYCCKHE CHHAPOMBI KOCTHO-MBIIICYHOH OOJTH TaKHe KaK OYPCHT, O/KOTH,
TpaBMBI, OONb MOCTE XHPYPIHUYCCKUX (TMOCICOTEPAlOHHAsS OOJb) W CTOMATOJIOTHUYCCKHX MPOLECAYP, a TAKKe
MPSBCHTHUBHOC JICUCHHUC XHPYPruieckoil 00H, 60H MPH Pake W BOCTIATHTCIBHBIX OOJIC3HCHHBIX COCTOSHHM, TAKHX
KaK MHO3UT, CHHOBHT, OCTpas NOAArpa, aHKWIOZHPYIOIHN CIOHAWINT H apTPUT (BKIIOUYAs PEBMATOMAHBIN apTpPHT,
FOBCHHJIBHBII PEBMATOUIHBIN aPTPUT H OCTCOAPTPHUT).

B apyrom BapmaHTe peanw3anii H300PETCHHS COCAWHCHHS IO JAHHOH 3a4BKC HA TATCHT SIBILTIOTCS
TMOJIC3HBIMU TIPH JICUCHHH OONH, BOCHATHTCIBHBIX 3a00JICBAaHWIL, AyTOMMMYHHBIX 3a00JICBAaHWI, CCpPACYHO-
COCYIHCTBIX PACCTPONCTB, PCCHHPATOPHBIX PACCTPOICTB, HAPYIMICHHA OOMCHA BCHICCTB, KOXKHBIX 3a00JICBAHUM,
3a00eBaHUH MOYCK, 32a00ICBAHMUI IICUCHN HITH AJUICPTHYCCKAX PACCTPOHCTB.

B apyrom BapmaHTe peanw3anii H300PETCHHS COCAWHCHHS IO JAHHOH 3a4BKC HA TATCHT SIBILTIOTCS
TIOJIE3HBIMY TTPH JICUCHAN OOJH HITH BOCTIAJICHHSL.

B eme omHOM BapmaHTE peanw3aniii H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIFOTCS
TIOJIC3HBIMH TIPH JICUCHUH OOJIH.

B eme omHOM BapmaHTE peanw3aniii H300PETCHHSA COCIHHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIIOTCS
TOJIC3HBIMU TIPH JICUCHHH XPOHUUCCKOM OOH, OCTPOil OO WiTH HCBPOTIATHUCCKOH OOIH.

B eme omHOM BapmaHTE peanw3aniyii H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIIOTCS

TIOJIC3HBIMH ITPH JICUCHUH BOCHATUTCIBHBIX COCTOSTHHI OOJTH.
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B eme omHOM BapmaHTe peann3anui H300PETCHHSA COSIWHCHHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMY ITPH JICUCHHH BOCTIATUTEIBHBIX PACCTPOICTB.

B eme omHOM BapmaHTe peanu3aniii H300PETCHHSA COCIHHCHUS IO JTAHHOH 3asBKE HA IIATCHT SIBILIIOTCS
TIOJIE3HBIMH ITPH JICUCHUY HAPYIICHUI 0OMEHA BEINECTB.

B eme onHOM BapmaHTE peanu3aluy H300PETCHHSA COSAMHCHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIE3HBIMH TIPH JICUCHUU JHA0ETA.

B eme onHOM BapuaHTe peaau3aliiy H300PETCHUSA COCIMHCHUS IO JAHHOH 3asBKE HA IATCHT SBILIIOTCS
MOJIE3HBIMY ITPH JIcUeHUH auadera tuma II.

B eme onHOM BapuaHTe peaau3alud H300PETCHHSA COCAMHCHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMU TIPH JICUCHUH PECITUPATOPHOTO PACCTPOHCTBA.

B eme onHOM BapHaHTE peaau3aluH H300PETCHHA COCAMHCHUS IO JAHHOH 3asBKEC HA IATCHT SBILTIOTCS
TIOJIC3HBIMU TIPH JICYUCHUH MYKOBHCI[HI03a, KAIlIA, aCTMBI, HIHOMATHYECKOTO JIETOYHOTro (hHOpPO3a, XpPOHUUCCKOH
o0cTpykTuBHOMH Oone3Hu nerkux (XOBJI) nimm o6ocrpenus npu XOBJL.

B eme omHOM BapHaHTE peaau3alud H300PETCHHA COCAMHCHUS MO JAHHOM 3asBKEC HA MATCHT SBILTIOTCS
MOJIC3HBIMU NPH JICUCHHH MyKOBHCIIH03a HIIM HIAMOTATHICCKOTO JIETOYHOT0 (pudpo3a.

B eme omHOM BapuaHTe peaau3alud H300PETCHUA COCIAMHCHUS IO JAHHOH 3asBKE HA IATCHT SABJLIIOTCS
MOJIC3HBIMU NPH JICYCHUU HAUOIIATHIECKOTO JIETOYHOTO (hprubpo3a.

B eme omHOM BapHaHTE peaau3aluH H300PECTCHHA COCAMHCHHUS MO JAHHOM 3asBKEC HA MATCHT SBILIOTCS
TOJIC3HBIMU TPH JICYCHHUH AIICPTHYECKHUX 3200 ICBAHUH.

B eme oaHOM BapHaHTE peamu3alud H300PETCHHA COCAMHCHHUS IO JAHHOH 3ajBKE HA IATCHT SABJLIFOTCS
MOJIC3HBIMH NPH JICUCHUH aCTMBL.

B eme omHOM BapWaHTE peanu3auny H300PESTCHHS COCAHHCHHUS MO JAHHOH 3asBKEC HA MATCHT SBISIOTCS
TIOJIC3HBIMY TTPH JICUCHUH KALILTSL.

B eme omHOM BapmaHTE peanu3aunyi H300PETCHHS COCAMHCHHUS MO JAHHOH 3asBKEC HA MATCHT SIBISIOTCS
TIOJIC3HBIMY ITPH JICUCHUH Ay TOMMMY HHBIX 3200/ 1CBaHHH.

B eme oxHOM BapmaHTE peanw3anyiy H300PETCHHSA COCIWHCHUS IO JAHHOH 3asBKE HA MATCHT SIBILIIOTCS
TIOJIC3HBIMY TTPH JICUCHAH CKICPOACPMHUML.

B eme omHOM BapwaHTE peanu3anud H300PETCHHS COCAWHCHHUS MO JAHHOH 3asBKEC HA MATCHT SIBIITIOTCS
TIOJIC3HBIMY ITPH JICUCHUH PACCTPONCTBA ITOUCK.

B eme omHOM BapmaHTE peanw3aniy H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA MATCHT SIBILTEOTCS
TIOJIC3HBIMY TTPH JICUCHUH THabeTHUECKOH He(pomaTuy.

B eme omHOM BapmaHTE peanw3aniiy H300PETCHHSA COCIWHCHUS IO JAHHOH 3asBKE HA IATCHT SIBILIFOTCS
TIOJIE3HBIMY ITPH JICUCHUH OOJH NpH AuabeTHuecKoi He(ponaTum.

B eme omHOM BapmaHTE peanw3aniii H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIIOTCS
TIOJIE3HBIMY TIPH JICUCHUH 3a00JICBaHUS KOCTCH.

B eme omHOM BapmaHTE peanw3aniii H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIIOTCS
TIOJIE3HBIMH ITPH JICUCHUH OCTEOIIOPO3a.

B eme omHOM BapmaHTE peanw3aniii H300PETCHHSA COCIWHCHUS IO JTAHHOH 3asBKE HA IATCHT SIBILIFOTCS
TMOJIC3HBIMU TPH JICUCHHWW 3a00JICBAHHN WM COCTOAHWI OOJC3HH, TaKHX Kak 001b, IHA0CT, MYKOBHCIHIO3,
OCTCOTOPO3, acTMa, KaIeiab, XPOHMYCCKUC OOCTPYKTHBHBIC OONC3HH JeTKuX, obocTtpeHma mnpu XOBJI,
HEMEJIKOKJICTOYHBIH PaK JIETKOTO, PaK MOJIOYHOM JKEJIE3bI, PaK MPOCTATHI, HEAIKOTOIbHAS KUPOBAst O0JIC3Hb IICUCHH,

HCAJIKOTOTEHBIN CTCATOTCIIATHT, TICPBUYHBIA OMTHAPHBIN HPPO3 MICUCHA HIH LHPPO3 MICUCHH.
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B eme omHOM BapmaHTe peann3anui H300PETCHHSA COSIWHCHHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIE3HBIMH TIPH JICYCHHH MYKOBHCI[HI03a, KaIlIA, aCTMBI, HIMOMATHYECKOTO JIETOYHOTO (hHOpPO3a, XPOHUUCCKOH
0OCTPYKTHBHOH O0Jne3HHM Jierkux wiu odocTperns npu XOBJL.

B eme omHOM BapmaHTE peanu3alui H300PETCHHSA COSIMHCHHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMH IPH JICYCHUH HEATKOTOIbHOH )KHPOBOH OOJIC3HH IICUYCHH, HEATKOTOJIbHOTO CTEATOTEIATHTa, IEPBHYHOTO
OUIMapHOTO NHPPO3a MIEYCHH MM HUPPO3a MCUCHH.

B eme onHOM BapmaHTe peanu3alui H300PETCHHSA COSAMHCHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMY IIPH JICUCHUH HEAIKOTOIbHOHN KUPOBOH OOJIC3HH IICUCHH.

B eme onHOM BapuaHTe peaau3alud H300PETCHHSA COCAMHCHUS IO JAHHOH 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMU TIPH JICUCHUH HEAJIKOTOJIBHOTO CTEATOICIAaTHTA.

B eme onHOM BapuaHTe peaau3aluH H300PETCHUSA COCIMHCHUS IO JAaHHOH 3asBKE HA IATCHT SBJLIIOTCS
TIOJIC3HBIMY IIPH JICUCHUHU NIEPBUYHOTO OMIIMAPHOTO IUPPO3a NECUCHH.

B eme onHOM BapuaHTE peaau3alud H300PETCHUA COCIMHCHUS IO JAaHHOH 3asBKE HA IATCHT SBJLIIOTCS
TMIOJIC3HBIMY IIPH JICUCHUU LUPPO3a NMCUCHH.

B eme omHOM BapHaHTE peaau3aluH H300PETCHHA COCAMHCHUS MO JAHHOM 3asBKEC HA MATCHT SBILTIOTCS
TIOJIC3HBIMU TIPH JICUCHHU HEMETKOKICTOYHOTO PAKa JIETKOTO, PaKa MOJIOYHOH KEJIE3bI MM PaKa IMPOCTATHL

B eme omHOM BapuaHTe peaau3alud H300PETCHUA COCIAMHCHUS IO JAHHOH 3asBKE HA IATCHT SABJLIIOTCS
TIOJIC3HBIMU TIPH JICUCHHH PAaKa JETKOTO.

B eme omHOM BapuaHTe peaqu3alud H300PETCHHA COCIAMHCHHUS IO JAHHOH 3asBKE HA IATCHT SABJLIIOTCS
TMOJIC3HBIMU TIPH JICUCHUH HEMETKOKICTOYHOTO PaKa JICTKOTO.

B eme oxHOM BapHaHTE pealH3allH H300pPETCHUA COSIUHEHMA IO JAHHOH 3asBKE Ha MATCHT SBILIIOTCA
TIOJIC3HBIMY ITPH JICUCHUH PAKa MOJOUHOH JKEIIC3bl.

B eme omHOM BapWaHTE peanu3aunyd H300PETCHHS COCAMHCHHUS MO JAHHOH 3ajBKEC HA MATCHT SBISIOTCS
TIOJIC3HBIMY TTPH JICUCHUH PaKa MPOCTATEL

JlaHHAs 3asBKA HA MATCHT OTHOCHTCS K NMPHMCHCHHUIO TAHHBIX COCAWHCHUH B MOJIYyUCHHUH JCKAPCTBCHHOTO
CpeAcTBa AT JicucHU 3a00eBanmid, onocpeaoBaHHex A@K npomssogabmv o1 HA JIOH-0kCHAA3HL

CoenuHCHUS TIO JAHHOH 3asBKC HA MATCHT YKA3aHBI H B TCPANICBTUUCCKOM HW/HJIH B NMPO(PHIAKTHYCCKOM
JCUCHUH BBIUCYKA3aHHBIX COCTOSHWH. [ BBINCYNMOMSHYTHIX TCPANCBTHYCCKHX NPHUMCHCHHH BBOIWMAS 1032
OyzneT, KOHEYHO, BapbUPOBATh B 3aBHCHMOCTH OT NPHMCHIEMOIO COCIUHCHHS, Croco0a BBEACHHS, TPEOYEMOTO
JCUCHUS W YKA3aHHOTO paccTpoiictea. CyTOYHAS 1032 COCAWHCHUS IO JAHHOMY H300pPETEHHIO MOKET HAXOIUTHCS B

muamna3one ot 0,05 mr/xr 7o 100 Mr/kr.

Oomue Metoab! [oJryieHnst
CocauHCHAA, OMUCAHHBIC B JAHHOM JOKYMCHTC, BKIOUAas coeamHeHua obomeit gopmymsr (1), (II), u

KOHKPCTHBIC MPUMCEPBDI, IMOJIYUCHBI MCTOOAMH, H3BCCTHBIMHA CIICIIUATTACTAM B IlaHHOfI obmactu TCXHHKH, HA OCHOBC
TIOCIIEIOBATEIPHOCTEH peaknuii, N300paKeHHBIX HA cxemax 1-20, a tawke apyrumm Merogamu. Kpome Ttoro, B
CICOAYIOIINX CXEMAX CHHTC3d, B KOTOPBIX YIIOMHHAKOTCA KOHKPCTHBIC KHUCJIOTBI, OCHOBAHUWA, PCATCHTHI, ArCHTHI JJIA
KanmjTiHra, paCTBOPUTCTIA U T. 4., CICAYCT MOHUMATD, YUTO APYTHC MPUTOAHBIC KACJIOTHI, OCHOBAHUS, PCATCHTHI, ATCHTHI
A1 KaltTMHra | T.4., MOTYT OBITh HCIOJL30BAHBI U SBISIOTCS BKIFOUCHHBIMH B IPEacibL oOBeMa JAHHOI'O
n300pereHus. CoeIUHEHHS, MOJNYYCHHBIC C NPHMCHECHHEM OONMX ITOCICIOBATECIBHOCTCH pEaKkmuii MOTYT OBITH
HCOOCTATOYHO YHMCTBIMH. I[aHHI)Ie COCOAUHCHUSA MOTYT OBITH OYHIICHBI C MPUMCHCHUEM JF000T0 U3 CIIOCOO0B OUHUCTKH

OPraHnICCKux COGI[I/IHGHI/I?I, HU3BECTHBIX CIICIUATHCTAM B JAHHOM obmactu TCXHHUKH, HANIPUMED, I(pI/ICTaJIJII/ISaL[I/Ieﬁ
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HJIH KOJIOHOYHOH XpoMatorpa(pu ¢ HCIOIb30BAHUEM C CHITHKATEIICM HITH OKCHIOM ATIOMHHHS C HCTIOTb30BAHHCM
PasIUIHBIX paCTBOpI/ITCHeﬁ B MOAXOAAIIHUX COOTHOILICHHUAX.

O6muii MOIXOM M CHHTE3a MHPa3010[3,4-b | muprauronos obmeit Gpopmy s (11a) [roe Z3, R, RY, R%L R¥u
«1» MPEACTABIAIOT COOOH OMPEaCICHHBIC B cocauHCHHUH (popmy el (11)] m300paskeH HA cxeme CHHTE3a 1.

Cxema Cunresa 1

Rll\‘JlHNHZ R CO,R

0] MeO CH 0 R’ Tnaponu3
RSN+ R AL o AN CH _EOH A Ra S i, —2
CH. MeOH CN CH mm ee . OcHoBanue
MeO  CH; 3 RNHNHyHX R’

8y (2) (3) (3 (6)

0

X ca 2 =
2 J_ 1y RY O —Za_ 1
R),—\S(‘:OOH ‘2:@% (RDn ),\/(‘\0/\(@ RDn Lnknuzauna
NN NH, N, © A
R3 OcHoBaHwe, PacTBoputens 4
) R )

Peaximst ankun nuanHoarierata (popmyuisl (1) ¢ COOTBETCTBYIOMMM aneTaneM (opMyJisl (2) B MPUTOTHOM
pacTBOpHTETIC IPH IOBBIMICHHONH TEMIICPATyPE MPHBOAUT K IOJIYUYCHHIO COOTBETCTBYIOLIECTO CHaMHHA (hopMy ibI (3).
B ognoM BapHaHTe peanm3aluu H300PCTCHHA JAHHYIO PCAKIHI0 MOYKHO NMPOBOAHTH B NMPHCYTCTBHM IIPHIOTHOTO
pactBoputens. B omHOM BapmaHTe peaiam3alliy H300PETCHHSA JAHHBIH IPUTOAHBIH PACTBOPHTEIb MOXKET OBITH
BBIOpaH W3 3TaHoNa, MeTaHoia 1 JIM®A. B o1HOM BapHaHTE peanu3anud H300PETCHHS COOTBETCTBY FOIIHI AliCTab
(opmyssl (2) MoxeT OBITH BBIOpaH W3 AuMeTHianeTand N N'-mumermndopmMaMuna u aumerwianerart N,N'-
JUMCTHIALETaMHUIa. B OJHOM BapWaHTE peanu3alud H300pPETCHHS JAHHYIO PEAKIMI0O MOYKHO MPOBOIUTH IPH
MOBBIICHHOH Temmeparype. B 01HOM BapuaHTe peanu3aliiy H300peTCHU JaHHAA MOBBIIICHHAS TEMIIEPATypa MOKET
HaxoauThca B muamazoHe oT 50 °C mo 150 °C. MeKMONCKYJpHAS LHKIH3ausa cHamMuHA (opmynsl (3) ¢
TOAXOASIIIM 00Pa30M 3aMCINCHHBIM THAPA3HHOM (POPMYJTBI (4) B IPHTOTHOM PACTBOPHUTEIC MMPHBOIUT K IOJTY HCHHUFO
CIOKHOTO >(pupa aMHHOMHpPA30aa (popMy sl (6). B 01HOM BapHaHTE peamu3aliu H300PCTCHUSA TAHHYIO PCAKIIHIO
MO’KHO MPOBOIUTH B PUCY TCTBUH MPHUTOTHOTO PACTBOPUTEIIA. B 0THOM BapHAHTE peaTH3alliu H300PCTCHHA JAHHBIH
TMPUTOHBIA PACTBOPHUTCITE MPCACTABIACT COOOW 3TaHON. B 0JHOM BapHaHTC peaTH3alUH H300PCTCHHA JAHHBIA
TIOAXOAAIIM 00pa30M 3aMCINCHHBIN THAPA3HH MPEACTABISIET COOOH METHITHAPA3HH. B amsTepHATHBHOM BapHaHTE,
CIOKHBIH 3(up aMuHOTHPA307a (GOPMYIHI (6) MOXKET OBITh IMONYUCH MCKMOJICKYJIIPHOH IUKIH3ANHCH CHAMIHA
(opmMyms! (3) C COTMBIO MOAXOTAMAM 00Pa30M 3aMEINEHHOTO THApa3uHa (opMys! (5) B MPUCYTCTBUH IPHTOTHOTO
OCHOBaHWA. B 0ZHOM BapmaHTe peanu3alyu H300PETCHHUS JAHHYIO PEAKIHI0 MOYKHO IPOBOAHTH B IPHCYTCTBHHU
TIPUTOHOTO OCHOBAHMA. B 0THOM BapmaHTe peanu3anyu H300PETEHHU TaHHOE MPUTOTHOC OCHOBAHUE MOTYT OBITH
BBIOpaHO 3 N, N-THM30NpPONAITHIAMAHA, TPHITHIAMHHA, THAPOKCHAA HATPHA W THAPOKCHAA Kammsa. B omHOM
BAPHAHTE pCANM3ANUH H300pPETCHHSA MJAHHYK) PEAKOHI0O MOKHO NPOBOAWTh B NPHCYTCTBHH HPUTOTHOTO
pactBopuTena. B oHOM BapmWaHTC peaNu3alidl W300PCTCHUSA JAHHBIA MPUTOTHBIA PACTBOPUTCIH MOXKCT OBITH
BBIOPaH W3 CyXOT0 3TaHOJIA M CYXOTr0 MeTaHosa. B oqHOM BapmaHTe peanm3anuy H300pPETCHUS JAHHBIH MPUTOIHBIH
pacTBOpHTEIb NPEIACTABIICT cOOOH CyXoi 3TaHON. B ogHOM BapmaHTe peamm3aiy HW300pETEHHS JaHHAS COJb
TMOAXOAAIMM 00pa30oM 3aMCIICHHOTO THAPA3WHA TPSACTABIICT C000# cynpar merwirmapaswHa. [ wapomms
CIOKHOTO 3(pupa amMuHOTHPa30aa (PopMyIel (6) ¢ MPHMCHCHHECM MPHTOJHOTO OCHOBAHHA B CMCCH TPHTOTHBIX
PACTBOPHUTEICH MPHBOAUT K IMOTYUCHHIO COOTBCTCTBYIOIICH AMHHOMMAPA30IKAPOOHOBOH KHCIOTHI (popmy sl (7). B

OJHOM BapHaHTC PCANM3ANHA W300PETCHUA JAHHYH PCAKIMEO MOYKHO IPOBOAUTH B NMPUCYTCTBHH MPHTOIHOTO
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OCHOBaHMIA. B 01HOM BapmaHTe peann3anmn H300pETCHHA JAHHOE IIPHTOJHOEC OCHOBAHUE MOSKET MPEICTABIIATE COO0H
THAPOKCH KK WM THAPOKCHI HATPU. B oXHOM BapmaHTEe peann3aluy H300pETEHHUS JAHHYIO PEAKIHIC MOKHO
MIPOBOJUTH B PHUCYTCTBHU CMECH ITPHUTOIHBIX pACTBOPHUTENICH. B 0HOM BapmaHTe peanm3anuy H300peTeHHA TaHHASL
CMCCh MPHUTOIHBIX PACTBOPHUTCICH MPESACTABIACT COO0H BOMY M 3TAHOJ, WM BOAY W MCTAHOJ B OmHOM BapuaHTe
peanmzaiyy H300pETCHUA JAHHAS CMECh NMPUTOTHBIX PACTBOPHTENCH HAXOAMTCA B MOJXOIMUX MPOTOPIHIX. B
OIHOM BAPHAHTC PEATH3ALUN H300PETCHHA COOTBETCTBYIONIME MPOTOPIMH cocTaBmmoT 1:3. Peakmms kpocc-
COUCTAHUA AMHHONHPA30IKAPOOHOBOH KHCIOTHI (popmynsl (7) ¢ moaxomamuM 00pa30oM 3aMCINCHHBIM
(enatmaranoreHu oM (opMmyssl (8) C HCIONB30BAHHEM IPUTOJHOTO OCHOBAHHUS B IPHCYTCTBHH ITPHIOJHOTO
PACTBOPHUTEIIA MPUBOAUT K MOJIYUCHHIO coeauHCHHA (popmysisl (9). B omHOM BapmaHTe peamm3anuu H300pPCTCHHUS
JAHHYIO PEAKI[HI0 MOXKHO IPOBOAMTH B NMPHCYTCTBHH IPHTOJHOTO OCHOBAHMA. B OJHOM BapHaHTE peald3alud
H300pETEHUsT AAaHHOE IPUTOJHOE OCHOBAHHE MOXKET NPEACTABIIATH coO0i (ropun kamusa. B ogHoM Bapuante
peanu3aliy H300pETCHUS JaHHY IO PEAKIHIO MOYKHO IIPOBOIUTD B IIPHCY TCTBHU NPUTOJHOTO PAacTBOPHUTEI. B otHOM
BApPHAHTC peaTH3alud H300PCTCHUSA MAHHBIH NPHTOJHBIH PACTBOPUTEIh MOXKET MPEACTABIATH co0o0it N,N -
auMeTuiagopmaMua. BHYTpEUMONIEKY IIpHAs LWHMKIH3ALUA COCAUHCHHA (opMys! (9) ¢ MPHMCHEHUEM IIPUTOJHOTO
JCTHAPATHPYIOIETO arcHTAa MPUBOAMT K mupasofo|3,4-b|mupuaunony obmeii Gpopmyns (I1a). B ogHoMm BapuanTte
peanm3anuy H300pETCHHUA JAHHBIH MPUTOAHBIN JSTHAPATHPY FOIUH areHT MOXET ObITh BHIOpaH U3 MoaH(poCHOopHOIt
KHCJIOTBI, IEHTOKCHAA (pocopa, XIOPHIA IIUHKA H CCPHOI KHUCIIOTBL

Jlpyroii OAXOM A CHHTE3a MUPa30J10[3,4-b|mupuauronos o6meit gopmyss (11a) [rae Z3, R, R, R2L R u
«N» MPEACTABILIOT Co00H ompeaecHube B coexuHeHuH (popmy el (11)] u300paxkeH Ha cxeme cuHTE3a 2.

Cxema Cuntesa 2

® o
R COR
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R
(10) 1y ~ MeOH A ©6)

X
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R ' \ 2 (8) - 23 (R )n )ITILO S (R )“ UUKNU3alna
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Ny 2 - 1\&\1 NH, 0 A I\&\I

~

R? OCHOBaHWe, pacTBopUTeNb 4
R
(7) 9

KonaeHcanunsa moaxoasamumM 00pa3oM 3aMEIICHHOTO CIIOKHOTO 3(upa popmy et (10) 1 aIKiI MHAHOAICTATA
(opmyms! (1) c MPUMEHECHHEM NPAUTOTHOTO OCHOBAHHS MIPUBOIHT K ITOJYYCHUIO COOTBETCTBYIOLICH HATPHECBOH COH
HCHACHIIICHHOTO ruapokcmyupa Gopmymsr (11). B ogHoM BapuaHTe peamu3anuy W300PCTCHUA JAHHYE) PCAKIIHIO
MOYKHO TIPOBOJMTH B MPHCYTCTBHU IPHTOJHOTO OCHOBAaHWA. B OHOM BapmaHTE peanw3anuy W300pETEHHS JAHHOC
TIPUTOHOE OCHOBAHHE MPEACTABIACT COOO0M STHIAT HATPHA HIIM METHIIAT HATPHA. MEKMOJICKY JBIPHAS IUKIH3ALUS
coenmHeHUS Gopmys! (11) ¢ conpro noaxoasmmM 0Opa3oM 3aMEIEHHOTO rHapa3uHa (popMy el (5) B IPHCYTCTBHA
TpU(PTOPYKCYCHOH KHUCIIOTHI H IIPHTOXHOTO PACTBOPUTEIS MPHBOAUT K MOJIYUCHHIO CIOKHOTO 3(pHpa aMHHOIIHPA30J1a
(dopmynsl (6). B ogHOM BapmaHTe peanw3auuy W300PETCHHA MAaHHASA COJb IMOAXOIIAM 00pa3oM 3aMEIICHHOTO
THIPA3WHA TMPCACTABILICT COO0H Cynb(aT MCTHIITHAPA3HHA. B 0THOM BapHaHTE peamu3aliiy W300PCTCHHA JAHHYHO
pEaKkIMI0 MOXKHO IPOBOJUTHh B IPHCYTCTBHH NPHTOAHOTO PpacTBOpUTEII. B OJHOM BapHaHTE peanu3anuu
H300pETCHUST MAHHBIH TPHTOAHBIH PACTBOPHTENIb MOSKET IIPEJACTABIATh COOOH  AUITHIKAPOOHAT WM

muMmeTHikapboHar. ['mapoma3 cnoxHOTO 3(mpa amwHOMHMpasoyia (GopMyisl (6) ¢ TPUMCHCHHECM MPHTOJHOTO
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OCHOBAHMA B CMECH TNPUTOJHBIX  PACTBOPHTEICH  NPHBOAUT K  HOIYYCHHIO  COOTBETCTBYIOLICH
AMUHOTIHPA30TKapOOHOBO M KUCIOTHI (popmy.tel (7). B 0THOM BapHaHTE peann3aliy H300PETCHHA JAHHYHO PCAKIIHEO
MO’KHO TPOBOIUTH B MPUCYTCTBHH MPUTOJHOTO OCHOBAHHA. B OHOM BapHAHTC PCaTM3alHH H300PCTCHHA JAHHOC
MPUTOJHOE OCHOBAHME IPEACTABICT COOOW THAPOKCHA HATPHSA WIH THAPOKCHA Kanusd. B oxHOM Bapuante
peamu3anuy H300PCTCHAA JAHHYE) PCAKIUI0O MOYKHO MPOBOJUTH B MPUCYTCTBHH CMCCH MPHTOIHBIX PACTBOPHTCIICH.
B oxsHOM BapmaHTe peanm3alui H300PETCHUS JaHHAS CMECh IPHIOIHBIX PACTBOPHTENCH MPEACTABIIET COO0H BOAY
W 3TaHOJ, WIH BOAY M METAaHOJI. B omHOM BapmaHTe peanm3anuu H300pPETCHHSA JAaHHAS CMECh ITPHIOJHBIX
pacTBopuTEICH HAXOAWUTCA B MOAXOMAINX MNPONOPIMAX. B OZHOM BapHaHTEC peaTH3alUH H300PCTCHHUA
COOTBCTCTBYIOIUC MPONOPIHH COCTABILIOT 1:3. Peakimsa Kpocc-couCTaHHA aMHHONMHPA30JIKAPOOHOBOI KHCIIOTHI
(Qopmynsl (7) ¢ mogxomamuM 00pa3oM 3aMEHICHHBIM (PeHALMITaJoreHHAoM (opMmyisl (8) B IPUCYTCTBHH
MPUTOTHOTO PACTBOPHTCIA C HCIOJB30BAHHECM INPHTOJHOTO OCHOBAHHA NPUBOJUT K TOJYUCHHIO COCIHHCHHA
(opmysl (9). B oxHOM BapuaHTe peanmu3anuu H300PCTCHUSA JAHHYIO PCAKIUI0 MOYKHO IIPOBOJUTH B NMPHCYTCTBHH
MPUTOJHOTO OCHOBaHHA. B OMHOM BapHaHTE pealH3aliH H300pETCHHs AAHHOEC MPUTOJHOC OCHOBAHHE MOYKET
MPEACTABIATh coOOM (ropua kamua. B ogHOM BapHaHTE PealU3alMU H300PCTCHUS JAHHYIO PEAKLIHIO MOYKHO
MPOBOIUTh B NPHUCYTCTBHH INPHUTOJHOTO PAcTBOpHUTCIA. B OZHOM BapHaHTE peatu3aldi H300PCTCHHUS JAHHBIH
TMPUTOAHBIA  PACTBOPUTEIb MOXKET MPEACTABIATH Cco00H N, N’-mumeTtwiadopmamua. BHyTpuUMOICKy IpHAS
OUKTU3A0As COeAUHCHU (PpopMyibl (9) ¢ MPHMECHCHHEM HPHUTOJHOTO JCTHAPATHPYIOIICTO AarcHTa HPHUBOAMT K
MOJTyuCHHIO coexuHeHUs oomeit opmytst (11a). B oxHOM BapHaHTe peanu3aiuu H300PCTCHUS JAHHbIA MPUTOTHBIH
JCTHAPATHPYIOIIHI ar¢HT MOYKET OBITh BEIOpaH 13 MOIU(PoCcHOPHOIT KHCIOTHI, MEHTOKCHAA (pocopa, XTopuaa IHHKA
H CEPHOH KHCIOTBL

JIpyToii MOAX0M ISt CHHTE3A IHPa30.i0[3,4-b|mupunusonos obmeit popmyst (I1a) [rne Z3, R, RL R2L R u
«N» MPSACTABIIOT COOOH OMpeacICHHBIC B cocauHeHHH (hopmy bl (11)] u300paskeH HA CXeMe CHHTE3A 3.

Cxema Cunresa 3
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Peakums anxum mmanoamerata (Gopmynsl (1) ¢ Tpuankuia opTompou3BoaHbM (popmymer (12) [roe «R»
npeacrasisieT co0oi Ci.4 aTKUII| ¢ HCTIOIB30BAHUEM NMPUTOTHOTO PEAareHTa MPHBOIUT K ITOJIYUCHUIO aJKHI 2-IIHAHO-
3-amkokcuakpunata (popmymsr (13). B omHOM BapmaHTe peanm3annd H300PCTCHUSA JAHHYEK) PCAKIUIO MOKHO
MPOBOJWTH B NPHTOJAHOM pearcHre. B OZHOM BapHaHTE pealn3alMy W300PETCHHS JAHHBIN IPHTOTHBIH PEarcHT
MPSACTABIACT COO0T YKCYCHBIHT aHTHAPHA. MEKMOICKY JIIPHAS TUKIH3ANAA CoOeauHCHIA (popmy el (13) ¢ ankwr umm
apWJI THAPA3HHOM HITH €TO COJIIMHE, TAKHMHE KaK CYJIb(aT Witd TuApoxaopua Gopmyst (5) B PHCY TCTBHH MPUTOTHOTO
OCHOBAHMS NPHBONT K MOJIYUCHHEO CJIOKHOTO 3(hmpa amuHONTHpa3oia Gpopmy sl (6). B omHOM BapnaHTe peann3anuu
H300pETECHNUS TAaHHYI) PEAKIMI0 MOYKHO NMPOBOJUTH B MIPHCYTCTBHH HMPUTOHOTO PAacTBOPHUTETA. B omHOM Bapuante

peamm3anun H300PCTCHAA JAHHBIN TPUTOMHBIA PACTBOPHTCIIF MPEACTABIACT COOOH 3TaHON. B omHOM BapmaHTe
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peamm3anmuu  W300PCTCHUA MJAHHBIH MOAXOAAMAM 00pa3oM 3aMCIICHHBIN THAPA3HH NPCACTABIACT COOO0i
MCTHITHAPA3HWH. [ HAPOIH3 CI0KHOTO 3(hHpa aMHHOMIHPA30.1a (PopMy Tl (6) C MPUMCHCHHEM MPHTOTHOTO OCHOBAHUSA
MIPUBOANT K MOJIYUCHHIO COOTBETCTBYIOIICH aMHHOTIHPA30IKapOOHOBOH KHUCIOTH! (hpopMmys! (7). B oaHoM Bapuante
peanmzaiyy H300pETCHHA JAHHYIO PEaKIHI0 MOXKHO IIPOBOJUTH B MPUCYTCTBUH IPHTOJTHOTO OCHOBAaHUA. B oxHOM
BAPUAHTE PEATH3ALMU H300PETCHHUA JAHHOEC NMPUTOJHOC OCHOBAHHCE IPEJCTABILICT COOOH THIPOKCHI HATPHA HIIH
THIPOKCHA Kamusd. Peakimsa Kpocc-COUCTaHHsA aMHHOMHUPA30IKApOOHOBOH KUCIOTHI (hopmy sl (7) ¢ TOIXOIALIIM
00pa30M 3aMCIICHHBIM (DCHALHITATOTCHUIOM (POPMYJIHI (8) C HCIIOIb30BaHHECM IMPHUTOTHOTO OCHOBAHUA MPHUBOIUT K
TMOMYUYCHHIO coeauHeHHA (popmyisl (9). B omHOM BapmanTte peanmsanuu W300pETCHHS JAHHYH) PECAKLIHIO MOYKHO
MIPOBOJUTD B IIPUCY TCTBUU IIPHTOTHOTO OCHOBAHHA. B 0/THOM BapHaHTe peaim3aluu H300peTeHI JAHHOE PUTOTHOE
OCHOBAHHC MOJKCT NPCACTABIATH COO0H (hTopHa kKammi B ogHOM BapmaHTe peanm3alMid HW300pETCHHS NAHHYIO
peakUUI0 MOXKHO IIPOBOJUTh B IPHUCYTCTBHH IPHTOAHOTO PpAcTBOpUTENL. B OJHOM BapHaHTE peanu3anuu
u300PCTCHUA JAHHBIH NPUTOAHBIM PACTBOPHTCIh MOXKET NPEACTABIATH C000# N, N ’-muMeTumpopmMamuz.
BHyTpUMOIEKYJLIpHAS MUKIH3ALUSA COCAUHCHUS (opMysl (9) ¢ MPUMEHEHHEM IPUTOAHOTO JCTHAPATUPYIOLICTO
arcHTa MPUBOIUT K IMOTYYCHUIO cCoeaquHeHUA o0meit (popmy sl (I1a). B omHoM BapuaHTe peanu3anuy H300peTeHUA
JAHHBIH TMPUTOIHBIH ACTHAPATHPYIOIHI ar¢HT MOXKET OBITH BHIOPAH W3 MOJH(OCHOPHOH KHUCIOTHI, MEHTOKCHIA
(ocopa, XTOpHIA IIUHKA U CCPHOI KUCIIOTBHL

AJBTEPHATHBHBIN MOAXO AJI CHHTE3A MHPa3010[3,4-b|mupuuaonos o6mei gopmyas (Ila) [roe Z°, RY,
R?, R? 1 «n» IPeACTaBIAIOT cO00it OnpeacneHnbIE B coenuneHnu (popmyst (I1)] H306pakeH HA CXeMe CHHTE3A 4.

Cxema Cuntesa 4
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Hcxonnpnii mMatepuan (14) MOKET OBITH MONYUCH H3BCCTHBIM CIIOCOOOM pPCaKIUCH MaJOHOHUTPHIIA C
IOAXO0 AAITHM 06p330M 3aMCIICHHBIM XJIOPAHTHAPUAOM KHCJIOTBI C HCIOJB30BAHHCM NPUTOAHOIO OCHOBAHHA B
TIPUTOHOM pacTBOpHUTENe. METHINPOBAHHE THAPOKCHANIHAHOATHICHA (14) ¢ HCTIOIB30BaHIEM JUMETHICY Ib(aTa
W MCTHIIHOAWAA B MNPHCYTCTBHH MNPUTOAHOIO OCHOBAHHA MNPHBOAUT K TMOJYUCHHK) COOTBCTCTBYIOLICTO
MCTOKCHAWIHAHO Tpou3BOTHOTO (hopmymsl (15). B ogHOM BapmaHTe peanw3anud W300PCTCHHUS JAHHYIO PCAKIIHIO
MOYKHO TIPOBOJMTH B MPHCYTCTBHU IPHTOJHOTO OCHOBAaHWA. B 0HOM BapmwaHTE peanw3anuy W300pETEHHS JAHHOC
TPUTOJHOE OCHOBAHHE MOXKET IPEACTABIATH COOOH THAPOKCHA HATpUsA. MEXMONEKySIpHAsT IUKIH3aLus
coenmHEeHUS GopMmys! (15) ¢ compro noaxoaammM 00pa3oM 3aMEIEHHOTO rHapa3uHa (popMy el (5) B IPHCYTCTBHA
TIPUTOHOTO OCHOBAHMA U ITPHTOXHOTO PACTBOPHUTEISI PHBOIUT K MOJYYCHHIO 5-aMHUHO-4-IHAHOMHPA3071a (Gopmy bt
(16). B ogHOM BapHAHTE PCaTA3AIIUH H300PCTCHHA JAHHY IO PCAKIIHIO MOYKHO MMPOBOJUTD B MPUCYTCTBHH IPHTOTHOTO
pacteoputens. B oxHOM BapmaHTe peanm3anii H300PSTCHUS NAHHBIH NPUTOJHBIH PACTBOPHTENH IMPEACTABIACT
coboii sTaHoN. B 0tHOM BapmaHTe peanm3anyy H300PETCHHS JAHHOE MPHIOAHOE OCHOBAHHCE JUI JAHHON PeaKkIuy

MOKCT OBITH BBIOPAHO W3 N, N-IWH3OMPONHISTUIAMUHA WM TPHITHIAMHHA. B OZHOM BapHWaHTC pPeaM3aIiiu
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H300PCTCHUSA AAHHBIH MTOAXO0AAIINM 00pa30M 3aMCINCHHBIN THAPA3HH MPSACTABIACT COO0H MCTUITHAPA3HH. B0 HbIH
THOPOTH3 COCOUHCHHA (opmynbl (16) ¢ HCMONB30BAHHEM MPHTOAHOTO OCHOBAHUSA NPHBOAWT K MOJYUCHHIO
UPAa30TKAPOOHOBOH KUCIIOTH (popmy sl (7). B omHOM BapuaHTe peanm3anun H300PCTCHUA JAHHYEO PCAKIHIO MOYKHO
MPOBOAUTD B MPUCY TCTBHH MPHTOAHOTO OCHOBAHHS. B 0JTHOM BapHAHTE peaTu3aliii W300PETCHHS JAHHOC MPUTOTHOC
OCHOBAaHHWEC NPEACTABIIET COOOH THAPOKCHIA HATPHA MWIH THAPOKCHA Kammsa. Peakmmsa Kpocc-COUCTaHUS
MTHPa30IKapOOHOBOH KHCIIOTHI (7) C MOAXOAAIIHM 00pa30M 3aMEIICHHBIM IaJOTeHHAOM (hopMyisI (8) B IPUCYTCTBHHU
MPUTOJHOTO PACTBOPHTEISI C HCTOJIB30BAHHCM IPHTOJHOTO OCHOBAHHUS NPHBOAUT K TOJIYYCHHIO COCIMHCHUS
(opmysl (9). B ogHOM BapuaHTe peanu3anuy H300PCTCHUSA JAHHYIO PCAKIUI0 MOYKHO IPOBOJUTH B IMPHCYTCTBHH
NPHIOXHOTO OCHOBAaHHA. B OZHOM BapHaHTE peaNu3aliH H300PETCHHA JAHHOC NPHIOJHOC OCHOBAHHE MOYKET
MPEACTaBIATh COOOH (propun kamusa. B ogHOM BapmaHTe peanu3aldl H300PCTCHHS JAHHYIO PCAKIHIO MOKHO
MPOBOIUTh B NMPUCYTCTBHH INPHTOJHOTO PACTBOPHTCIA. B OXHOM BapHaHTE peatu3alldiil H300PCTCHHUS JAHHBIH
MPUTOAHBI PACTBOPUTCITH MOXKET MPEACTABIATH C000H N, N -mumetwnpopmamun. BHyTpuUMOIEKyIIpHAL
OUKIH3AnUA coeTuHCHUS (popMyJibl (9) B NMPUCYTCTBHH IPHUTOJHOTO JCTHAPATHPYIOLICTO arcHTa INPHBOAUT K
TOMYUCHUIO CoeauHeHU o0mei (popmy sl (Ila). B oxHOM BapuaHTe peamu3aliy H300PSTCHU JaHHBIH MPUTOXHBIH
JCTHAPATHPYIOIIHI ar¢HT MOYKET ObITh BRIOpaH 3 MOHU(POCHOPHOIT KHCTIOTHI, MEHTOKCHAA (pocopa, XTopuaa IHHKA
U CEPHOH KUCIOTHI

Jpyro#i moaxoa A/ CHHTE3a HPa300[3,4-b|mupuausonos o6meit popmy sl (I1a) [rae Z°, R, R%, R3 u «n»
MPEeACTABILIIOT OO0 ompeaeicHHbIC B coeauacHuA (popmy sl (11)] n300pakeH HAa cXeMe cHHTE3a 5.
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Peakumsa moxxomsmmM 00pa3oM 3aMCIICHHOTO anbacruga (Gopmynsl (17) ¢ MaTOHOHHTPHIOM C
HCTIOJB30BAHHEM IPHTOTXHOTO OCHOBAHHS C MOCICAYIOICH MEXMOJICKY HIPHOW IUKIH3ANHCH C HCHOJIb30BAHHCM
COJH MOAXOIAIIM 00pa30M 3aMEIICHHOTO THApa3HHA (OPMYIIHI (5) B MPHUCYTCTBUH HOJA MPUBOAHT K ITOJTYYCHHUIO
S-amuHO-4-nHaHOTIHpasoa (16). B oqHOM BapHAHTE pean3aiuy H300PCTCHIA JAHHYHO PCAKIUIO MOKHO MPOBOJAHUTD
B MPUCYTCTBUH MPHTOHOTO OCHOBAHMS. B 0/THOM BapHaHTe peann3auun H300pETeHIS JAHHOE MPUTOTHOEC OCHOBAHHC
MPSACTABIACT CO00I THAPOKCHI HATPHA WM THAPOKCHA Kaawd. B OZHOM BapHAHTC peaim3alii H300pCTCHHA
JAHHBIA TOXO0IAIIAM 00pa30M 3aMCIICHHBIN THAPA3HH MPEACTABIIICT COO0H MCTHITHAPA3HH. BoxHbIH ruapomms 5-
aMuHO-IIMaHONUpaszona (16) ¢ HCHONB30BAHHEM OCHOBHBIX IJIM KHCIBIX YCJIOBHH NPHBOAUT K IOIYUCHHIO
MU0 TKAPOOHOBOH KUCIOTH (popmymsl (7). Peakumsa Kpocc-COUCTAHHSA MHPA30NIKAPOOHOBOH KHCIOTH (7) ¢
TMOAXOAAIIMM 00pPa30M 3aMCIICHHBIM TAJOTCHHAOM (PopMyisl (8) C HCHOAB30BAHHCM NPHTOJHOTO OCHOBAHHA
MPUBOJHT K MOTYUCHHUIO COCAMHCHUS (popMy il (9). B oqHOM BapHaHTe pearn3ay H300PCTCHUA JAHHYE) PCAKIIHEO
MOYKHO TIPOBOJMTH B MPHCYTCTBHHU IPHTOJHOTO OCHOBAaHWA. B OHOM BapmaHTE peann3anuy W300pETECHHA JaHHOC
MPUTOTHOC OCHOBAHHC MOJKCT MPCACTABIATH CO00H (propua kammsa. B ogHOM BapHAHTC pPeaam3alud H300PCTCHHA

JAHHYHO PCAKIHIO MOYKHO MPOBOAWTHE B MPHUCYTCTBHH NMPHUTOAHOTO PACTBOPHUTECIIA. B ogHom BAPHAHTC PCATU3AIIHHA
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W300PCTCHUA JAHHBIH TPHUTOOHBI PACTBOPHUTCIh MOJKCT NPCACTABIATE CO000# N, N ’-muMeTumpopMamu.
BHyTpuMOIeKyIIpHAs DUKIM3AIMA coeauHEHUS (Gopmynsl (9) B NPHCYTCTBHH NPHTOJHOTO ACTHAPATHUPYIOLICTO
arcHTa MPUBOIUT K MONYYCHUIO CocauHCHMA 00meit (popmy sl (I1a). B omHOM BapmaHTe peanm3anuy H300pCTCHUA
JAHHBIH TIPUTOTHBIH ACTHAPATHPYIOIMH arcHT MOXKET OBITH BHIOpaH W3 MOIH(OCHOPHOH KHCIOTHI, MEHTOKCHIA
(pocopa, xmOpHUAa ITMHKA U CCPHON KUCIIOTHL

CHHTETHYCCKUH MOAXO AU CHHTE3a 3aMEIICHHBIX 5-THIPOKCH-0-apHiamupaHo|2,3 -clmupaszon-4(1/4)-oHoB
o6meit popmyasl (Ia), [rae R, R% R? u «n» SBIAIOTCA TAKMMH, KAK ONPEIEICHO MO OTHOIICHHIO K COCIHHEHUIO
(popmysl (I)], m300paskeH HAa CXeMe CHHTE3A 6.
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Peaximst mpon3BogHOTO B-KETOCIOKHOTO d(upa (opmyisl (18) ¢ moaxomsmum 00pa3oM 3aMEINCHHBIM
ruapasuHoM  (opMyiel (4) B IPUCYTCTBHH IPUTOJAHOTO OCHOBAHMA INPHBOAHT K IOJYYCHHIO IPOHM3BOJHOC
nupasonona Gopmyisl (19). B ogHOM BapHaHTe peanu3alyy H300PETCHUS JAHHYIO PEAKIHIO MOYKHO IPOBOJUTH B
MPUCYTCTBUH MPUTOJHOTO OCHOBAHUA. B 0QHOM BapHaHTE peaam3alii H300PETCHIA JAHHOE MPHIOJHOC OCHOBAHHUC
MpEeACTaBIseT COOO0H THAPOKCHA HATPHSA WM THAPOKCHI Kammsi. B OXHOM BapHaHTE peaam3aiiu H300pCTCHUS
JAHHYI0 PEAKIHI0 MOKHO MPOBOXUTH B NMPHUCYTCTBHH IOIXOMAIIAM 00pa30M 3aMCHICHHOTO THApasuHA. B oxHOM
BApPUAHTE peaau3aliy W300PCTCHUS JAHHBIH MOAXOJAIIM 00Pa30M 3aMCINCHHBIN THAPA3HH MPEACTABIACT COO0
MCTHITHAPA3WH. Peakima mporu3BOJHOTO MHPA3010HA (popMybl (19) ¢ MCTOKCHALCTHIXIIOPHAOM B MPUCYTCTBHH
MPUTOAHOTO OCHOBAHUA IPHUBOAUT K IMOJYUCHHIO IPOM3BOJHOTO IHPA30J0-2-MeTOKCH3ITaHOHA (20). B ommom
BAPUAHTE PEANTH3ALNH W300PCTCHHS JAHHYIO PCAKIHME0 MOKHO IPOBOJHUTH B MPHCYTCTBHU MPUTOJHOTO OCHOBAHHSL.
B oxgHoM BapmaHTe peamm3anyu H300pPETCHHSA JAHHOC NMPHTOJHOC OCHOBAHHE NPEICTABIICT COOOHW THIPOKCHI
kamprus. Konnmencamms Kimtiizena mwmpazono-2-metokcusTanoHa (20) co crnokHpM 3(upoM aprikapOOHOBOI
KHCTOTHI (pOPMYJTBI (21) B MPUCYTCTBUH MPHTOIHOTO OCHOBAHHS MPUBOAHT K MOJYYCHHIO S-THAPOKCH-TIHPA30JI0-2-
MCTOKCH-3-apummponan-1,3-auona gpopmysr (22). B ogHOM BapHaHTe peaTn3aluy H300PCTCHUA TAHHYIO PCAKIIHIO
MOYKHO TPOBOJWTH B MPHCYTCTBHU IPHTOJHOTO OCHOBAaHWA. B 0HOM BapmaHTE peanw3anuy W300pETECHHS JAHHOC
MPUTOAHOC OCHOBAHUC TPCACTABIACT COOOH ruaApHa HaTpud. BHyTpuMmonekymaapHas mmkmm3amus (22) ¢
HCHOJIb30BAHUEM MPUTOJHBIX PEArCHTOB MPUBOAUT K MOJIYUYCHHUIO 5-METOKCU-G-apuimupano|2,3-cloupason-4(1H)-
oHa (23). B omHOM BapmaHTEe peanu3anuy H300PETCHHSA JAHHYIO PEAKIHI0 MOXKHO IIPOBOJHTH B IPHCYTCTBHH
TPUTOAHBIX PCATCHTOB. B OJHOM BAPHAHTC pPCaTU3allHN I/1306pCTCHI/I}I JAAQHHBIC MPHUTOAHBIC PCArCHTBI MOTYT
MPSACTABIATE COOOH CMCECh CCPHOI KHCIIOTH H YKCYCHOM KACITOTHL. JICMCTHIMPOBAHAC COCTUHCHUS (popmy sl (23) ¢
HCTIOJIB30BAHHEM ITPHTO/THOTO PEarcHTa MPHBOAUT K MOJIYUCHHIO S-THAPOKCH-6-apuimupaHo|2,3-c|mupasona oomeit
(opmyasl (Ia). B ogHOM BapHaHTe peanu3alud W300PCTCHHUA JAHHYH PCAKIUI0 MOKHO MPOBOJUTH B MPUCYTCTBHA
TPUTOAHBIX PCATCHTOB. B OJHOM BAPHAHTC pPCaTU3allHN I/1306pCTCHI/I}I JAAQHHBIC MPHUTOAHBIC PCArCHTBI MOTYT

MPSACTABIATH COO0H TpHOpPOMHUI 6OPa WK BOJHYIO OPOMHCTOBOIOPOIHYHO KHCIIOTY.
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OGmuii IOAXOA AT CHHTE3A 3AMEMECHHBIX IHPa30.0|3,4-b]|mapuauronos o6meii popmy s (IIb) [rme Z°,
R!, R® m «n» mpeactassnoT coboii onpenencuusie B coequucaunn Gopmyst (11), u rae «R» mpeacrasnser coboit H,
F, Cl, Cis ankun, u T. 1.] H300pa’keH HA CXEME CHHTE3a 7.
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I'uapoKCHIMAHO MPOMEKYTOUHOE COCAUHCHHE (GOpMyIsI (25) MOKET OBITH JIETKO MOJYyYCHO peakimei
STHIIHAHOAIETATa C IOAXOAAMMM OO0Pa3oM 3aMCINCHHBIM CIOKHBIM 3(upoM ¢opmyns! (24) B NPUCYTCTBHH
MPUTOJHOTO OCHOBAHUA. B OJHOM BAapHAHTE PEANU3ALMH H300PCTCHHA AAHHYIO PCAKIMIO MOXKHO IPOBOAMTH B
MIPUCYTCTBUH IMPUTOJHOTO OCHOBAHUA. B 0AHOM BapuaHTe peaam3aliy H300pETCHIA JAHHOE PUTOJHOC OCHOBAHHUE
MOKET TPEACTABIITh COOON THAPOKCHA HATPHSI HIH TpudTWIAMuH. Peakmms (25) ¢ okcuxmopuaom (ocdopa
TMPUBOJMT K MOJYHUCHHIO COOTBETCTBYIOIMIETO XIopuaa (popmMyist (26). MekMOICKY JIIPHAS UKTH3ALHS COCTHHCHUS
(hopMmyIsl (26) C aNKWUJT WIM apHI THAPA3HHOM HJIM €TO COJLIMH, TAKHMH Kak CyJIb(aT MIH I'HAPOXIOPHI (hOpMYIbI
(5) B IPUCYTCTBHHU NPUTOJAHOTO OCHOBAHHUS IPHUBOJUT K IOJIYUYCHHIO CIOKHOTO 3(upa aMHHOMHpa3oia (hopmy bl
(27). B oaqsOM BapuaHTe peatu3aluy H300PETCHHUS JAaHHYF PEAKIHEO MOYKHO MPOBOIUTH B MPHCYTCTBHH IPHTOTHOTO
pacteoputens. B omHOM BapmaHTe peanM3aniH H300PCTCHHUS NAHHBIH NPUTOJHBIH PACTBOPHTENb MPEACTABISCT
coboii sTaHo1. B 0ZHOM BapuaHTe peanu3anuy H300PCTCHUS JAHHYIO PEAKIHIO MOYKHO MPOBOIMUTH B MPHCYTCTBHU
TPUTOTHOTO OCHOBAHMA. B OHOM BapuaHTe peanu3aly H300PETCHUS JAHHOC MPUTOJHOC OCHOBAHHC AU JAHHOM
peakuy MOKET OBITH BHIOPAHO W3 N, N-TUH30 MPONMMI3THIIAMIHA HIH TPUITHIAMHHA. B 0HOM BapuaHTe peann3anuu
H300PETCHUS TaHHYFO PEAKIHIO MOKHO MPOBOAUTH B MPHCY TCTBHH MOAXOAAIIIM 00Pa30M 3aMEIICHHOTO THAPA3HHA.
B oxHOM BapnaHTe peanu3alyy H300PSTCHUS JAHHBIH MOAXOASIIM 00pa30M 3aMCIICHHBIN THAPA3HH NMPEACTABIICT
co00# MeTHITHAPa3HH. [ HAPOIH3 CIOKHOTO d(pupa aMHHOTHPA30a (27) ¢ MPUMCHCHACM MPHUTOTHOTO OCHOBAHHA
TMPUBOAMT K MOJYYCHHUIO NMPOM3BOAHOTO aMHHONHPA30JIKApOOHOBOH KHCIOTH (popmyer (28). B ogHOM Bapuante
peanmzaryy H300pETCHHA JAHHYIO PEAKIHI0 MOYKHO MPOBOIUTH B MPUCYTCTBUH IPHTOTHOTO OCHOBAaHUA. B oxHOM
BAPUAHTE PEATH3aLMA H300PETCHUA JAHHOC MPUTOJHOC OCHOBAHHE IPEICTABILICT cOOOH THIPOKCHI HATPHA WM
THAPOKCHA Kalmus. Peakuus Kpocc-coueTaHus MPOU3BOIHOTO AMHHOITAPA30IKAPOOHOBOH KHCIOTHI (hopMy sl (28) ¢
TMOAXOASAIIM 00pa3oM 3aMEHICHHBIM  (peHAIMITANIOTCHAIOM (opMmynsl (8) C HCHONB30BAHHEM HPHTOJHOTO
OCHOBaHMS NMPHBOAWT K MOJYyYCHHIO coenumHeHus (Gopmynsl (29). B omHOM BapmaHTe peanu3auuyd H300pETCHUS
JAQHHYH0 PCaKLHI0 MOKHO NPOBOJAWUTH B NMPUCYTCTBHH NMPUTOJHOTO OCHOBaHHA. B OJHOM BapHaHTE peaau3aluu
H300pETEHNUS JAHHOE NMPUTOJHOC OCHOBAHHE NPEACTABIIET coOoii (ropua kamusa. B ogHOM BapmaHTe peamn3anuu
H300pETECHNUS NAaHHYI) PEAKIHI0 MOYKHO NMPOBOUTH B MPHCYTCTBHH HMPUTOHOTO PacTBOpHUTETI. B omHOM Bapuante
peamm3anuu W300PCTCHUA JAHHBIH MPHTOTHBIN PACTBOPHTCIP MPCACTABIACT C000i N, N’ -muMeTnmpopMaMuz.
BHyTpuMOIEKyIpHAS DUKIN3ANAA COCTUHCHIA (opMyms! (29) C MPEMEHEHHEM TIPHTOIHOTO JETHAPATUPYIOMIETO

arcHTa MPUBOIUT K TMOJTYUCHHIO CoeauHCHUA o0mei (opmyner (I1Ib). B ogroMm BapmaHTe peamm3anuy H300pCTCHUA
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JAHHBIH TIPUTOTHBIH ACTHAPATHPYIOIMH arcHT MOXKET OBITH BHIOpaH W3 MOIH(OCHOPHOIH KHCIOTHI, MEHTOKCHIA
(ocopa, XTOpHIA IIMHKA HITH CCPHON KHCIIOTHL

JpyTOii MOAXO. A CHHTE3A COCAMHCHHMI MHpa30710|3,4-b |mapuauronos o6mei (opmy s (1Ic) [roe Z°, R,
R® u «n» mpeacTaBIsmoT co0ol ONpeaeIcHHEIE B coeauacHIH (popmysl (I1)] n306pakeH HAa CXEME CHHTE3A 8.
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2-[6UC(METHUITHO )MCTHIICH|MATTOHOHUTPHI MOKET OBITh JIETKO IIOJIy4eH peakuuel MaJOHOHUTPHTIA C
CCpPOYIIICPOIOM H METHJI HOAWIOM C HCHOJB30BAaHHEM (PTOPHIA KaHs B KAUCCTBE OCHOBAHHUS B CyxoM [IM®A.
Peakiust 3amerneHus 2-[OUC(METHITHO )METHIICH |MAJTOHOHUTPHIA ¢ aMUHOM (opmyisl (30) ¢ HCTIOIB30BAHHEM
NPHIOJXHOTO OCHOBAHHUS M PACTBOPHTEIA NPHBOJUT K IOJYyYCHHIO OHC-HHTPHIBHOTO coeauHeHus (opmyist (31).
MexMomeKyIpHas IMUKIH3auusd coequHeHusS (opmyiasl (31) ¢ COMbI0 MOAXOMAMEM 00pa3oM 3aMEHICHHOTO
rugpasuHa (popMyJsl (5) B NPHCYTCTBHH HPHUTOJHOTO OCHOBAHUS W MPHTOJHOTO PACTBOPHTENS MPHUBOAUT K
MOJTYUCHHUIO S-aMuHO-4-1imaHommpasona (popmyisl (32). B ogHOM BapmaHTe peanu3aliid H300PETCHHUS JAHHYEO
PCaKLMI0O MOYKHO IPOBOJUTh B MNPHCYTCTBUH INPUTOTHOTO PACTBOPUTEIL. B OZHOM BapuHaHTE peaTu3aluu
H300pETCHUS JAHHBIH TMPHUTOJHBIH PACTBOPUTENb MPEACTABISIET cOOOW 3TaHON. B 0aHOM BapuaHTE peamu3anuy
H300pETCHUSI [JAHHOC NPHTOJHOC OCHOBAHWC JUIA JAHHOH pEakmWd MOXKET OBITh BBIOPaHO u3 N, N-
JUABOMPOTTHISTHIIAMHHA WJIH TPHITHIAMWHA. B OJHOM BAPHAHTC pCaTH3alHH I/I306p€T€HI/I$I I[&HHLII:I IIOAXO0aIHM
00pazoM 3aMCINCHHBIN THAPA3HH MNPEACTABILCT COOOW METHATHAPA3WH. | MAPOIHM3 LHAHOTPYNIBI COCIHHCHUS
(¢opmyasl (31) B NPUCYTCTBHH NPHTOJHOTO OCHOBAHHA B CMCCH C TPHTOJHBIM PACTBOPUTCICM MPHBOIUT K
MOy UCHHIO KapOOHOBOH KACTOTHI (popMyiel (33). B oqHOM BapHaHTE peann3aniy H300PCTCHAA TAHHOC MPUTOTHOC
OCHOBAHHC IS PEAKIIIH MOYKET MPEACTABITh COOOH THAPOKCH HATPHS WM THAPOKCH Kamwust. B oxHOM BapuanTe
peanmzay H300pETEHU JAHHYIO PEAKIII0 MOKHO MPOBOIUTD B MMPHCYTCTBHH CMECH ITPUTOJHBIX PACTBOPHUTEICH.
B oxsHOM BapmaHTe peanmm3anui H300pETCHUS TAHHAS CMECh IPHTOTHBIX PACTBOPHTENCH MPEACTABIIET COO0H BOAY
W 3TAaHON, WIH BOJAY W METAaHOI. B omHOM BapmwaHTe peanm3anuu H300pPETCHHS JAHHAS CMECh IPHTOJHBIX
pacTBopuTENCcH HAXOJWTCA B MNOAXOIIMUX NPONOPHUIX. B OJHOM BapwaHTE peaam3aliH H300pETCHUS
COOTBCTCTBYIOIUC MPOTIOPIUH COCTABILIOT 1:3. Peakmus KpPoCc-COUCTaHHA MHPA30IKApOOHOBOH KHCTOTH (33) ¢
TMOAXOAAIINM 00pa30M 3aMCIICHHBIM TAJOTCHHAOM (opMyisl (8) C HCHOAB30BAHHCM NPHTOJHOTO OCHOBAHHA
TMPUBOIHT K MOJIYUCHHUIO COSTMHCHUA (popmyiel (34). B 0THOM BapHaHTS peaTn3aiii H300PCTCHHA JAHHYFO PCAKIIHIO
MOYKHO TIPOBOJMTH B MPHCYTCTBHHU IPHTOJHOTO OCHOBAaHWA. B 0HOM BapmaHTe peann3anuy W300pETECHHA JAHHOC
MPUTOTHOC OCHOBAHHC MOJKCT MPCACTABIATH CO00H (propua kammsa. B oqHOM BapHaHTC pPeaam3alud H300PCTCHHA
JQHHYI0 PEAKLHI0 MOYKHO MPOBOAMTH B MPHCYTCTBHU MPUTOJHOTO PAacTBOPHTENAL. B OQHOM BapHaHTE peanu3aluu
W300PCTCHUA JAHHBIH TPHUTOAHBI PACTBOPHTCIh MOJKCT NPEACTABIATE CO000# N, N ’-muMerumpopmMamu.

BHyTpuMOneKyHIpHAs IHKIH3anus coequHeHIA (hopmyrel (34) B MPHCYTCTBHH HPHUTOJHOTO JETHIPATHPYIOMIECTO
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arcHTa MPUBOJUT K MONYUYCHHIO coeauHeHnA o0mei Gpopmyist (IIc). B oxHOM BapmaHTe peanmzanum H300peTCHUS
JAHHBIH TIPUTOTHBIH ACTHAPATHPYIOIMH arcHT MOXKET OBITH BHIOpaH W3 MOTH(OCHOPHOH KUCIOTHI, MECHTOKCHIA
(ocopa, xTOpHUAA ITMHKA W CCPHON KUCIIOTHL

JpyToii MOAXOA A1 CHHTE3a IUPa30o[3,4-b|mupuauronos o6mei (popmysr (Ib) [rme Zs, R, R, R, R* u
«1» MPEACTABIAIOT COO0M OMPEACICHHBIC B cocauHCHIH (popmy sl ()] m300pakeH HA CXeMe CHHTE3a 9.

Cxema Cunresa 9

. ——-
OCHOBaHWE, PacTBOPUTEND ; N | —-(RY), ocHoBaHWe, pacTBOpUTENb
R, R =
3

37 (Ib)

Peaxuust amusOTpy s B coeauHeHIH (hopmysl (11a) ¢ mu-Tper-Oy Tunaukapdonarom (Boc-anruapuaom) B
MPUCYTCTBUH IPUTOJHOTO OCHOBAHUA B INPHTOZHOM PACTBOPUTEIC NPHUBOAUT K MOJYYCHHIO COCAHHCHHA C
3AIIUINCHHOW aMHHOTPY IO (popmysl (35). B ogHOM BapuaHTe peann3aniy H300PETCHHUS JAHHY O PEAKIHI0 MOYKHO
MPOBOJUTH B PHCY TCTBHU IIPHTOAHOTO OCHOBAHIA. B 0THOM BapHaHTe peanu3aliu H300PETCHIA JAHHOE PUTOHOC
OCHOBaHHC TMpeacTaBisieT co6oit DMAP. B oqHOM BapHaHTe peanH3alui H300PETCHUS JAHHYKO PEAKIHI0 MOIKHO
MPOBOJWTh B NMPHUCYTCTBHH HPHIOJHOTO PACTBOPHTEISL. B OZHOM BapHaHTE peaaum3alii H300pCTCHHS JAHHBIH
TPUTOIHBIH pacTBOpUTENIh mpeacraBmier coboit TI'®. O-amkunuposanue coeauHCHHA (35) C HCIOIB30BAHHEM
COOTBCTCTBYIOIICTO amkmiranmorcHuaa ¢opmyisl (36) [rae R mpeacrasmaetr coboit Ci.s ankmi, u X MPEeACTABIACT
coboit Cl, F wmm I] B nmpuCYTCTBHH NPHIOAHOTO OCHOBAHHS B IMPHIOJHOM PACTBOPHUTENIC HMPUBOAMT K MOJYUCHHIO
cocauacHUA (popmyisl (37). B ofHOM BapHaHTE pean3aiiy H300PCTCHHA JAHHYH PCAKIHIO0 MOYKHO MPOBOIUTH B
TPUCYTCTBUH MPUTOHOTO OCHOBAHYS. B oaHOM BapnaHTe peanm3aiy H300peTCHH JAHHOE PUTOTHOS OCHOBAHHUC
MPSACTABIACT COOOW KapOOHAT Kamma. B OTHOM BapHaHTC peaNu3aldd H300PCTCHHA JAHHYK) PCAKIHI0 MOKHO
MPOBOIUTh B NMPUCYTCTBHH TNPHTOTHOTO PACTBOPHTCIA. B OJHOM BapHAHTC pPCaTH3alUH H300PCTCHHUS JAHHBIA
TIPUTOTHBIH PAaCTBOPHUTENb NMpeACTaBieT coOoit N, N -aqumernnpopmamun. CHIATHE 3aIMUTHON IPYIITBI COCAHHCHUS
(opmyasl (37) ¢ HCTIOIB30BAHHEM TPH(PTOPYKCYCHOH KHCIOTHI B MPHUTOJHOM PACTBOPHUTCIC B KUCIBIX YCIOBHAX,
TMPUBOIUT K MOy UCHHUIO coeauacHuUA (popmysl (Ib). B omHOM BapraHTe peamm3ain H300PSTCHHA JAHHY O PCAKIIHIO
MO’KHO MPOBOIUTH B MPUCY TCTBUH MPUTOJHOTO PACTBOPHUTEIIA. B 0THOM BapHAHTES peaTu3aliii H300PCTCHUA JAHHBIH
TIPUTOIHBIH PACTBOPUTEH MPEACTABILIET COOOH TUXIOPMETaH.

OO0muit moaX0x AT CHHTS3a 3aMCHICHHBIX MHPa30io|3,4-b|mupuauHoHOB 00mIcH (opmyasr (Ic), [rae Zs,
R!, R%, R u «n» ABIIOTCA TAKHMH, KAK ONMPEACICHO IO OTHOMCHHUIO K COeTHHCHHIO (hopmy sl (1)], m300pakeH HA
cxeme cunTes3a 10.

Cxema Cunresa 10
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@0

R2
R? 0O R*> O
POCl, RNHNH,HX (5) ﬁcozm ruaponn3
HO)‘\‘KU‘O"Me—— CI Y 0" Me - Rll\&, N
CN A CN OCHOBaHMe 2
(38) (39 (@0)
0
X 2 0
RZ /I_Z(Rl)l'l R2 O ’\(@(Rl)ﬂ R\
R3- )-.ICOOH (8) 3 RiN;‘fLO X UMKAN3aLs Rll\&q‘ 1
NH: ocHoBaHue, pacTopuTenb NH, A "Z'E‘(R o

41 (42) (Ic)

Hcxomusni matepuan (38) MokeT OBITh MOJMYUCH PEAKIHEH 3THI HHAHOALETATa C MOAXOMAIIUM 00pa3oM
3aMCEIICHHBIM XJIOPAHTUAPHIOM KHCIOTHI C HCIOJIB30BAaHHEM IIPUTOJHOTO OCHOBAHMS B IIPHTOJHOM PACTBOPHTEIC.
B onHoM BapmaHTe peanm3aliiu H300PCTCHHUS JAHHYIO PCAKIHI0 MOYKHO NMPOBOAUTH B NMPHCYTCTBHM ITPHIOTHOTO
pacteoputeni. B omHOM BapuaHTe peanH3alUH H300PETCHHA JAHHBIH IIPUTOMHBIH PACTBOPHUTEIDL MOXKET
mpeacTaBIATh coOolt N, N ’-mumermndopmamun wm TI'®. Peakuusa ruapokcunuanodpupa (38) ¢ OKCHXIOPHIOM
(pocpopa mMpHUBOAUT K MOJYUCHUIO COOTBETCTBYIOINETO Xyopuaa (Gopmyist (39). MexMoIeKy IpHA IUKIH3AIHA
coequHEHUS (PopMYIBI (39) C aTKHII I apHJI THAPA3HHOM HIIH €TI0 COJUIMH, TAKMMHE KaK CyJIb(aT WM THAPOXJIOPH
(popmyuisI (5) B IPUCYTCTBHH IPUTOAHOTO OCHOBAHHSA NMPUBOJUT K ITOJIYUCHHIO CIOKHOTO 3(upa aMHHOIMpA30ja
(opmysl (40). B ogHOM BapHaHTe peamn3aniy H300PETCHUS JAHHYIO PEAKIHIO MOYKHO MPOBOJHUTH B MPUCY TCTBUH
MPUTOJHOTO PACTBOPHTEII. B OMHOM BapHaHTE peanu3alMd H300PCTCHHA JAHHBIH HPUTOJHBIM PACTBOPHTCIH
MpeACTaBsIeT Co00it 3TaHon. B 01HOM BapHaHTE peanm3anuy H300PSTCHHS JAHHYH PEAKIUIO MOYKHO IMPOBOAUTH B
MPUCYTCTBUH IPUTOJHOTO OCHOBAHUA. B 0XHOM BapHaHTE peaam3alii H300PETCHIA JAHHOE PHIOJHOC OCHOBAHHUC
MOXKET MNPEACTaBIATh COOOH TPHUITHIAMHH HIH N, N-IHH30NPONWISTHIAMHH. B OXHOM BapHaHTE peantu3anuH
H300PETCHUS JAHHYEO PEAKIHIO MOKHO MMPOBOAMTH B MPHCY TCTBHH MOAXOSAINHM 00Pa30M 3aMEIICHHOTO THAPA3HHA.
B oxHOM BapuaHTe peanu3alyy H300pSTCHUS JAHHBIH MOAXOASAIIM 00pa30M 3aMCIICHHBIH THAPA3HH NMPEACTABISCT
coboit MmeTmarnapasuH. [ Hapoau3 CrokHOTO (pupa aMmuHOMHPa30aa (40) ¢ IPHMEHEHHEM IIPHTOAHOTO OCHOBAHHUS B
CMECH NPUTOTHBIX PACTBOPUTCICH MPHBOAWUT K MOJTYUCHHIO MPOHM3BOJHOTO AMHHONHPA30JIKAPOOHOBOH KHCIOTHI
(opmysl (41). B ogHOM BapHAHTE peaTH3alHA H300PCTCHUA JAHHYIO PCAKIHEO MOYKHO MPOBOINTE B MPHCY TCTBHA
TMPUTOTHOTO OCHOBaHHA. B OXHOM BapwaHTE peanm3anyi W300pETCHHS AAHHOC MPUTOJHOC OCHOBAHHE MOKET
MPSACTABIATh COOOH THAPOKCHI KATHA WA THIPOKCHA HATPHA. B OZHOM BapHAHTC pPCaNH3allii H300pPCTCHHA
JIAHHYI0 PEaKLMI0O MO>KHO NMPOBOJUTH B NMPUCYTCTBHH CMECH NPHTOAHBIX pacTtBoputencii. B omHoMm BapuaHTe
peanm3ayy H300PETCHHS JAHHAS CMECh IPHTOTHBIX PACTBOPHTENICH NPEACTABISIET COO0H BOAY W 3TAHOI, HJIH BOAY
H METaHON. B oaHOM BapmaHTe peanu3anuy H300PETCHUS JAHHAS CMECh IMPHTOJHBIX PACTBOPHUTEICH HAXOIUTCA B
TMOAXOINUX TPONOPIMAX. B OZHOM BapWaHTE pEANTH3ALMH H300PETCHHS COOTBETCTBYIOINHME IPONOPIHHI
cocraBmaroT 1:3. Peakums kpocc-coueTaHuUs MPOU3BOAHOTO AMHHOIHMPA30IKAPOOHOBOH KHCIOTHI (hopmyisr (41) c
TMOAXOASAIIM 00pa3oM 3aMEHICHHBIM  (peHAIMITANIOTCHAIOM (opmynsl (8) C HCHONB30BAHHEM HPHTOJHOTO
OCHOBAaHMS NPHBOAWT K MOJYYCHHIO coenumHeHUs (opmynsl (42). B oxHOM BapmaHTe peanu3auuy H300pETCHUS
JAQHHYI0 PCaKILHMI) MOKHO NPOBOJAWUTH B NMPUCYTCTBHH NPUTOJHOTO OCHOBAHHA. B OJHOM BapHAHTE peaau3aluu
H300pETEHNUS JAHHOE NMPUTOJHOC OCHOBAHHE NPEACTABIIET coOoii (ropua kamusa. B oxHOM BapmaHTe peamn3anuu
H300pETECHNUS NAaHHYK) PEAKIHI0 MOYKHO NMPOBOJUTH B MIPHCYTCTBHH HMPUTOHOTO PacTBOpHUTETA. B omHOM Bapuante
peanmzanyy W300pPCTCHHUA JAHHBIH IPHTOMHBIH PACTBOPHTENh INPEACTABIIET coboit N, N ’-aumerniapopMaMuz.
BHyTpuMOIEKyHIpHAS DUKIN3ANMI COCTUHCHUA (GopMyms! (42) C MPHMEHEHHEM TIPHTOTHOTO JETHAPATHPYIOMIETO

arcHTa MPHBOANT K MOJYUCHHIO coeauHeHuA o0meii (popmymsr (Ic). B ogHOM BapuaHTE peamw3anud W300PCTCHUA
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JAHHBIH TIPUTOTHBIH ACTHAPATHPYIOIMH arcHT MOXKET OBITH BHIOpaH W3 MOIH(OCHOPHOIH KHCIOTHI, MEHTOKCHIA
(ocopa, xTOpHa IIMHKA U CCPHOH KUCIIOTHI.

ATBTCpPHATHBHBIH MOIX0A JUIA CHHTE3a 3aMCIICHHBIX MHPa30.10[3,4-b|mupranHoHOB 00meiH Gopmy st (Ic),
[tme Zs, R, R%, R w «n» ABISIOTCA TAKMMH, KAK OTPENEICHO MO OTHOMIEHHIO K coemuueHuro (opmyast (1)],
m300pakeH Ha cxeme cuHTe3a 11.

Cxema Cunresa 11

/\N-N 3 2

R. )\rcozR (43) R3N)\rCOZR _EOH/HCI _ )TCOZR ruaponu3
Tonyon, A PhoN CN - a TocHoBaHMe
(13} (44) (40)
= Rl R JI(RI) e
= COH 8) 7z K 3 oY " yMKnU3aLma RlNN-
i Ny, 0 — > g
*~NH, ocHoBaHue, pacTBOpUTENb NH, A | 3( In
1) (42) (Ie)

Peaximst 3tun 2-umano-3-ankokcuakpmiata (popmynst (13) [roe R mpeacrasmsier coboit Cig amkmi| ¢
NOAXOJAINM 00Pa30M 3aMEIICHHBIM THAPa30HOM (hopMy sl (43) MPHBOJUT K MOTYYCHHIO COCAHHECHHUS (DOPMYJIBI
(44). Hpxmzanusa (44) B KHCIBIX YCIOBHUSAX, MPHBOAUT K MOJYUCHHIO CJIOKHOTO 3(upa amuuommpazona (40),
KOTOPBIH IPH THAPOJH3E CIOKHOTO 3(Hpa, Kak OMHCaHO B cxeme 10, MPUBOAUT K IOJYYEHHIO IPOH3BOJHOIO
AMHHOTIPA30aKapOOHOBO# KuCIOTHI (41). Peakuus kpocc-coueTaHWs MHPA30aKkapOOHOBOH KucioTel (41) C
TMOAXOASAIMM 00pa3oM 3aMEHICHHBIM  (DCHAIMITANOTCHAIOM (popmysisl (8) C HCHONB30BAHHEM IPHTOJHOTO
OCHOBaHMS NMPHBOAWT K MOJYUCHHIO coeauHEHUs (popmynsl (42). B omHOM BapuaHTe peamu3aumd H300pCTCHUS
JIAHHYI0 PEaKIMI0 MOKHO IMPOBOJUTH B NMPUCYTCTBHH MPHUTOJHOTO OCHOBAaHHA. B OJHOM BapHaHTE peaTu3aluu
H300pETCHUST AAHHOEC TPUTOJHOC OCHOBAHME MOXKET MPEACTABILITH CO00# (ropma kammsa. B ogHoM Bapuante
peanmzaIiy H300pETCHUS JAaHHY F0 PEAKIHIO MOYKHO MPOBOIUTH B IPHCY TCTBHH IPUTOJHOTO PAaCTBOPHUTEIL. B otHOM
BAPHAHTC pPCaTH3alUd HW300PCTCHUSA MAHHBIA NPHTOTHBIA PACTBOPHTCIH MOJXKCT MPCACTABIATH co0oit N, N -
muMeTrapopmamua. BHyTpHMOICKy TApHAS NUKIA3ALMS COCTUHCHHS (DOPMYJIIBI (42) C IPHMECHECHHEM ITPHTOTXHOTO
JETHAPATHPYIOIIETO arcHTa NPHUBOAMT K IOJIYYCHHIO coequHeHHs oOmeil (opmynsr (Ic). B omHoMm Bapmante
peanmzaiyy H300peTCHUS JAHHBIN MPUTOAHBIN ICTHAPATHPYOMHN areHT MOYKET OBITh BHIOpaH u3 moardocdopHOit
KHCJIOTHI, ICHTOKCHAA (hoc(opa, XTOPHAA IHHKA H CCPHON KHUCITOTHL

O6muit IoAX0M IS CUHTE3A THEHO[2,3-b [mupuauHonoB o6mel Gopmyasr (Id), [roe Zs, R, R?, R* u «n»
SABIDIFOTCS TAKAMH, KaK OTPSICICHO O OTHOIICHHIO K coeanHCHUEO (popmy sl ()], m300pakeH Ha cxeme cuHTe3a 12.

Cxema Cunresa 12

O
Q EtOJl\’CN RY CO.Et R* CO,H
2 2
ROSR g , IMOA/EtOH ITE B
i - Rzl;\&NHz - - RQZ;S"NHZ
(45) TA _ OCHOBaHUE
(46) @7
0
X _(pl i 0 vy R} O
w7ZRhn R ’\(Q RY,
(8) R22/f\ O wknmzagns R2 ]
- ST, © R Y
0CHOBaHMe, PaCTBOPUTENb A 22, o m
(48) (Id)
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Crnoxubiii 3¢gup 2-ammHOTHO(QCHA (QopMmyns! (46) momyuamn peakmued coenuHeHHA (opMyisl (45) ¢
STUIHAHOAIICTATOM C HCTOJIb30BAHHEM MOPOIIKA CEpbl. [ Hapomm3 ClokHOTO 3(upa 2-aMHHOTHO(EHA (HOPMYIBI
(46) ¢ WCHOIB30BAHHEM NPHIOJHOTO OCHOBAHHA IPHBOJHT K IOJYUCHHIO AMHHOTHO(EHKAPOOHOBOH KHCIOTHI
(opmysl (47). B ogHOM BapHaHTE peaaH3aluy W300PCTCHUA JAHHYIO PCAKIIHIO MOYKHO MPOBOINTEH B MPHCYTCTBHA
NPHIOTHOTO OCHOBAaHHA. B OJHOM BapHAHTE PeANM3aLHH H300PCTCHHSA JAHHOC NPHTOJHOC OCHOBAHHEC MOYKET
NPeaCTaBIATh cOOOH THIAPOKCHT JTUTHS, THAPOKCHA KANHA WM THIPOKCHI HATPHUA. B 0IHOM BapHaHTe peann3anum
H300PETCHNUS JAHHY 0 PEAKIHIO MOKHO MPOBOIHUTE B PHCYTCTBHU PACTBOPHUTEIS, TAKOTO KAK 3TAHOJ, H30IMPOMAHOT
u T. A Peakmua kpocc-coueTaHUSA THO(PCHKAPOOHOBOW KHCIOTHI (47) ¢ MOAXOIAMUM 00pa3oM 3aMCIICHHBIM
(peHamuaranoreHuaAOM (Gopmysisl (8) C HCIOIB30BAHHEM NPHTOAHOTO OCHOBAHHA NPHBOAMT K IOJYUCHHIO
coequueHUA (popmyiisl (48). B ogHOM BapmaHTe peanu3aniuy H300pETCHUA JAHHYHO PEAKIHI0 MOYKHO IMPOBOJUTH B
NPHCYTCTBUH IPUTOJHOTO OCHOBAHIA. B 0HOM BapHaHTe peaH3aliy H300peTCHHA JAHHOE PHTOTHOS OCHOBAHUE
MOKET MPEACTABIATH CO00H (pTOpHI Kamua. B oaHOM BapHaHTE peaau3aliy H300pEeTCHUA JAHHYEO PEAKITHIO MOYKHO
MPOBOIUTh B NMPUCYTCTBHH INPHTOJHOTO PAcTBOPHTCIA. B OZHOM BapHaHTE peatu3alldil H300PCTCHHUS JAHHBIH
TMPUTOAHBI PACTBOPUTEIH MOXKET MPEACTABIATH C000H N, N -mumetwnpopmamuza. BHyTpuMOIEKyIpHAL
OUKTH3A0As COCOUHCHHS (HopMybl (48) C MPHMEHEHHEM MPUTOJHOTO ACTHAPATHUPYIOLICTO Ar¢HTA MPHBOIUT K
MOJTyuCHHUIO THEHO[2,3-h | mupuaunona obwmei popmyst (Id). B ogHOM BapuaHTe peanu3anuu H300pSTCHHUS JAHHBIH
MPUTOIHBIH ACTHAPATHPYIOINMI arcHT MOYKET OBITH BBHIOpAH W3 MOMH(POCPOPHOH KUCIOTHI, MEHTOKCHAA (pocdopa,
XJIOPHJIA IIUHKA U CEPHOH KUCJIOTBL

OOmmit moAX0 A/ CHHTE3a 3aMEINCHHBIX MHPa30.10|3,4-b|mupuauaonos obmeit popmyisl (Ie), [tae Zs,
R!, R?, R® u «n» ABIAOTCSA TAKHMH, KAK ONPEAEIEHO MO OTHOMEHHIO K CoequueHII0 (hopmy bl ()], u306paskeH Ha
cxeMme cuHTe3a 13.

Cxema Cunresa 13

R3
00 1%

H R* O 9 \
A OB HNTR NWL OE! so4, NaOH ij)\ OH ko, Hy80, I@I)kOH
49 o pacTBOpUTENb R? (s51) WOHLHNO; g2 NO,

R s0)

O
X A R? 0 ,Y@(Rl)n 3 0 “ ,Z(Rl) 3 O
> NO —_— =y N O —_——

2 N = pl
OCHOBaHWE, pacTBOpUTENb R2 TMAPUPOBAHNE 2 H, WKIMsauMs g2 H | =5 RD:

(53) (54) (Ie)

(52)

Huxmmzamusa nukerosdupa Gopmyast (49) ¢ moaxoasmuM 0Opa3oM 3aMEIICHHBIM THAPA3HHOM (POPMYIIbI
(4) mpUBOOWT K MOJYYCHHIO MHPa30i-3-kapbokcumara (opmyast (50). Tmapomms crmokHOTO 3(Hpa mHPA30I-3-
kapbokcmmara (50) ¢ HCTONB30BAaHWEM IIPHTOJHOTO OCHOBAHHWS TPHBOJUT K IOJNYUCHHIO COOTBETCTBYIOIICH
HPa30TKapOOHOBOH KHCIOTH (popmyisl (51). B ogHom BapmanTe peanm3anmu W300PCTCHHA TAHHYIO PCAKIIHIQ
MOYKHO TPOBOJMTH B NMPHCYTCTBHH IPHTOJHOTO OCHOBAaHWA. B 0HOM BapmaHTe peanm3aniy H300pETCHHA TaHHOCS
TIPUTOHOE OCHOBAHHWC MPEACTABIICT COOOH T'MIPOKCHI HATPHUS WM THAPOKCHA Kammsa. HuTpoBaHWe coenxmHECHUS
(opmyasl (51) ¢ HCMOTB30BAHUECM KOHIICHTPHPOBAHHONW CCPHON KHUCITOTHI M JBIMAIICH a30THOH KHCIOTHI MPHBOINT K
TIOJTYUCHHUIO COOTBETCTBYFOIIETO MPOU3BOIHOTO 4-HUTPO-1/7-mupaso.r-5-kapOoHOBO# KHCTOTHI (52). Peakiusa kpocc-
COYCTAHUA HATPOMTHPA30IKAPOOHOBOH KHCIOTHI (52) ¢ MOAXOAAIIM 00pa3oM 3aMCIICHHBIM (DCHALMITATOTCHHIOM
(opmysl (8) ¢ HCTIOTB30BAHACM MPHTOTHOTO OCHOBAHUSA MPHBOJUT K IONYUCHHIO MPOU3BOTHOTO HAUTPOMTHPA30JIa
(opmyasl (53). B ogHOM BapHaHTE peaan3anuy W300PCTCHUA JAHHYIO PCAKIIHIO MOYKHO MPOBOINTH B MPHCY TCTBHA

TIPUTOAHOTO OCHOBAHHUA. B omHOM BAPHUAHTC pPCaTA3alA I/I306peTCHI/I$[ JAAQHHOC NPHUTOAHOC OCHOBAHHEC MOKCT
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MPEACTABIATE COO0H (propua kammsa. BoccTaHOBICHNIE HATPOTPYIIBI MPOH3BOTHOTO CIIOKHOTO 3(pupa mupazona (53)
KAaTaIMTHICCKUM THAPHPOBAHHCM B COOTBCTCTBYIOIICM PACTBOPHUTCIIC, NMPHBOAUT K MOJYyYCHHIO IPOH3BOIHOTO
CI0’KHOTO 3(pupa amuHOMHpas3ona popmynst (54). B ogHOM BapHaHTe peanH3aluy W300PCTCHUA JAHHYE) PCAKIIHIO
MO’KHO TIPOBOJUTh B NPHCYTCTBHH PACTBOPUTEIA, TAKOTO KAaK JTAHOJN, METAHOJ, OJTHIANeTaT H T. .
BHyTpHMOIEKyJIIpHAS IUKIH3ALIS CIOXKHOTO 3(hupa amMuHONHpas3oia Gopmysr (54) ¢ IpHMEHEHHEM ITPHTOTHOTO
JCTHAPATHPYIOLICTO ar¢HTA MPUBOINT K MOJYUCHHIO mHpa3070[4,3-b|miprnanHona o6mei Gopmysr (Ie). B ogHOM
BAPUAHTEC PEATU3ALMU H300pPETCHUA JAHHBIH NPHIOAHBIA JCTHAPATHPYIOIMMI arcHT MOXET OBbITh BBIOpaH H3
mor(ocPopHOIT KUCIOTHL, TEHTOKCHAA (Pocdopa, XIOPHIA IHHKA U CCPHOM KHCIOTHL

O6muii oAXOA AIA CHHTE3a THA30J0[35,4-b|mapuausonos obmeii Gopmynst (If), [roe Zs, R, R? u «o»
SABIIFOTCS TAKUMH, KaK OTPEICICHO O OTHOIICHHIO K coeauHeHHIO (popmy sl ()], m300pakeH Ha cxeme cuHTE3a 14,

Cxema Cunresa 14

0 0O o
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AnummpoBaHue 3THII 2-aMHHO-2-I[HAHOAIETaTa C COOTBETCTBYIOINMM aHruapuaoM (opmymsr (55) B
MPUCYTCTBUH OCHOBAHHA NMPHBOJHUT K MOJYyYCHHIO ALMI-NPOM3BOAHOTO 2-aMHHO-2-IHaHoauerara (56). B omHoM
BapHAHTE PeaaH3alMy H300PETCHIA JAHHYIO PEAKI[HIO MOYKHO NPOBOJUTH B IPHCYTCTBHU IPHIOJXHOTO OCHOBAHMSL
B oaHOM BapmaHTe peanm3anuy H300PCTCHHS JAHHOC MPUTOJHOC OCHOBAHHEC MOXKET NMPEACTABIATH COOOH CyXOi
mapuAnH. [[UKIH3a0usa amIaMHHO-TTPOH3BOTHOTO (popMy sl (56) ¢ HCIOIB30BAHUECM pearcHTa JIOyCoHA MPHBOIUT
K MOJYUCHHIO 5-aMHHO-2-aTKHITHA301-4-kapOokcmmara (57). B oqHOM BapHaHTE peaTH3alui H300PCTCHUA TAaHHYIO
PCaKIUI0 MOYKHO MPOBOJHUTH B MPHCYTCTBHU PACTBOPHUTEIAL. B OZHOM BapHaHTE peaim3anuy H300PECTCHUSI JAHHBIH
TIPUTOTHBIH PACTBOPUTETb MOXKET OBITh BHIOpAH M3 MUPHIAMHA, TOAyona, TI'® u 1. x. ['mapomas cioskHOTO 3(Hpa
coequHeHus (57) ¢ UCTIOIB30BAHUEM IPUTOJHOTO OCHOBAHHA NMPHBOAUT K MOIYUCHHIO 5-aMHHO-2-aNKUITHA30T-4-
KapOoHOBO#H KucnoTH! (58). B ogHOM BapmaHTe peanmzanuy H300PETCHHSA JAHHYIO PEAKIUIO MOYKHO NMPOBOIMTH B
TPUCYTCTBUH MPUTOHOTO OCHOBAHMS. B oxHOM BapnaHTe peanm3aiiy H300peTeHH JAHHOE PUTOTHOS OCHOBAHHUC
MOYET NPEACTABIATE COOOH THAPOKCHUT JIUTH S, THAPOKCH KAIUS HITH THAPOKCH HATPHsL. Peakums kpocc-coueTanus
AMHHOTHA30IKapOOHOBOM KHCIOTHI (58) ¢ moaxo M 00pa30M 3aMeIIeHHBIM (DeHAITMITATOTSHIUIOM (popMy s (8)
C HCTIOJTb30BaHHEM ITPUTOTHOTO OCHOBAHHS MPHUBOIHUT K ITOJTyUCHHUIO coexuHEeHHS (popmy el (59). B oxHOM BapuanTe
peanmzaryy H300pEeTCHHA JAHHYIO PCAKIHI0 MOYKHO MPOBOJUTH B MPUCYTCTBUH IPHTOXHOTO OCHOBAaHUA. B oxHOM
BAPHAHTE PEATH3aIllH W300PETCHHS JAHHOE IPHTOTHOE OCHOBAHHE MOXKET NPEACTABIATH CO00H (ropma kamms.
BHyTpuMOIeKyIIpHAS DUKIN3ANHI COCTUHEHIA (popMyms! (59) C MPHMEHEHHEM TIPHTOTHOTO JETHAPATHPYIOMIETO
arcHTa TMPHBOAUT K TMOIYUCHHIO THA30JO0[5.4-b|mupuann-7(4H)-ora odmed popmynsr (If). B oxmom BapmanTte
peanmzary H300peTeHIS JAHHBIH PUTOAHBIN IETHAPATHPYONIHH areHT MOYKET OBITh BHIOpaH u3 moardocdopHOit
KHCTIOTHI, ICHTOKCHAA (hocopa, XT0pHAa IHHKA WITH CCPHOH KHCIIOTHI.

CuHTeTHYECKHH MOAXO0 I CHHTE3a 3aMEINCHHBIX O-THAPOKCH-3-METHI-5-apuiI mupaHo| 3,2 -c|mupasonr-7-
oHoB 00meit (popmynsl (Ig), [rac R!, R® m «n» ABIMIOTCA TAKHMH, KAK ONPEACICHO II0 OTHOIICHHIO K COCTHHCHHIO

(popmyasl (I)], m3obpakeH Ha cxeme cuHTE3a 15,
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Cxema Cunresa 15

O
0 HJ\©>_ (RY),

H
0 N, 3
B Ay BN R @) Rlpfgl‘:‘ﬁ (61)
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O YKCYCHaA KACNOTa H OCHOBAHWeE, paCTBOPUTENTb
H,C
60
0
= LUKNIU3auua
th%\lj z \,—(Rl)n _
H
H,C ©
(62) (Ig)

IIpousBonnoe 4-ruapokcu-3-aneTwimupaszoga (opmyasl (60) MokeT OBITH MONYUCHO peakimei
MCTHITJIHOKCANIA C MOJXOJAIUM 00pPa30M 3aMCIICHHBIM THAPA3HHOM (OopMyasl (4) B NPHCYTCTBHU YKCYCHOM
KHCJIOThL. Peaknus 4-ruapokcu-3-anerunnupasona (60) ¢ 3aMEHICHHBIM apOMATHYCCKHM anpaeruaoM (61) B
MPUCYTCTBUH TIPHTOJHOTO OCHOBAHMA NMPHUBOJUT K IIOJYUYCHHIO 3aMCHICHHOTO IPOH3BOJHOTO IHPA30JOXATIKOHA
(popmysl (62). B oaHOM BapuaHTe peaaH3aluy H300PETCHUA JAHHYIO PEAKIHIO MOYKHO IMPOBOIUTh B IPHCYTCTBUH
MPUTOJHOTO OCHOBaHHA. B OMHOM BapHaHTE pealH3aliH H300pETCHHS AAHHOC MPUTOJHOC OCHOBAHHE MOYKET
NPECTaBIATh COOOH THAPOKCHI KaNHS WM THAPOKCHI HaTpHi. B omHOM BapmaHTe peanu3anyu H300peTCHUA
JAHHYIO0 PEAKIHI0O MOYKHO IPOBOJUTh B IPHCYTCTBHH PACTBOPUTEIA, TAKOTO KAaK 3TaHON, MeTaHou, TI'O,
H30IPOIAHON U T. . BHYTpHUMOICKYIAIpHAS MHKIH3ALUA COCAUHEHIA (POPMYIIBI (62) ¢ HCIOIB30BAaHUEM NEPEKUCH
BOJOPOJA H MPUTOTHOTO OCHOBAHHA IPUBOIUT K MOJIYUCHHIO 6-THAPOKCH-3-METHI-S-apuinupaHo|3,2-cmupa3oa-7-
oHa oOmei (opmyist (Ig). B ogHoM BapuaHTe peanm3anuy H300pETCHHS JAHHYIO PEAKIMIO MOKHO NMPOBOIMTH B
MPUCYTCTBUH MPUTOHOTO OCHOBAHMS. B 0aHOM BapuaHTe peanm3aiiy H300peTCHHI JAHHOE PUTOTHOS OCHOBAHHUC
MOXKET MPEACTABIATH COO0H THAPOKCHA KATHs HIIH THAPOKCH HATPHSL.

OO0muit moaX0d A1 CHHTE3a S-THIPOKCH-0KCA3010[5,4-b |mupuauH-4-0HOB 001mei (opmy sl (Ih), [rae Zs,
R!, R? 1 «n» ABIAIOTCA TAKAMH, KAK OIIPEAECIEHO MO OTHOIIEHHIO K COETUHEHHIO (popMy bl ()], H306paskeH HA CXeMe
cuHresa 16.

Cxema Cunresa 16

2 R2
NC__ R’  NH,OH.HCl ~rCOR - rupponus ﬁ:COOH
— = e - P N — .
RO,C  OR OCHOBAHHE, pacrsopmenbh&) NH, NO NH;
(13) (63) 64)

2

O

X = R2 0 /A(RI) R

8) I_(Rl) 3 g " |

@ Kz %  © X LMKAM3aLma %
NH, *

(65) (Th)

OCHOBaHWE, PaCTBOPUTEND

OtHn  5-aMUHO-3-aNKHIH30KCa30-4-kapookcmwnaT  (opMyisl (63) MOKeT OBITh MONYUYCH peaKIucH
TMPOU3BOJHOTO 2-IUAHO-3-3TOKCHAIKHI-2-¢HoaTta (13) ¢ ruApoXJIOpuAOM THUAPOKCHIAMHHA C HCHOJIb30BAHUEM
NPHIOJXHOTO OCHOBAHHSA H PACTBOPHTEIA. B OXHOM BapHaHTE pealn3aliyl H300PCTCHHS JAHHYIO PCAKIHIO MOYKHO
TPOBOJMTH B MPUCY TCTBHH MPUTOAHOTO OCHOBAHMA. B 0THOM BapHaHTE peanH3aluy H300PETCHHA JAHHOC PHTOTHOS
OCHOBAHHC MPCACTABIACT co00# (propua kamwsa. B omHOM BapHaHTE peaaw3alid W300PCTCHHUS JAHHYIO PCAKIIHEO

MOYKHO TIPOBOJAMTH B IPUCY TCTBHH IPHUTOTHOTO PACTBOPHUTEISL. B 0THOM BapHAaHTE peanu3anuy H300pSTCHUS JAHHbBIH
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TIPUTOHBI PACTBOPUTENh TPEACTABIICT coOoii N, N’ -mumermndopmamun. BoxmHbIii OCHOBHBIN THAPOIH3
coeauHcHASA (PopMyIsI (63) MPHBOAWUT K MOJYUYCHHI) COOTBCTCTBYIOINCH AMHHOW30KCA30JIKAPOOHOBOW KHCIIOTHI
(opmyasl (64). Peakuusa Kpocc-coUCTaHHA aMHHOM30KCA30KAPOOHOBOH KHCIOTH (PopMyIsl (64) ¢ TOIXOIATIHM
00pa30M 3aMCINCHHBIM (DCHALMITATOTCHUIOM (HOPMYJIHI (8) C HCIIOIb30BAHHECM MPHUTOTHOTO OCHOBAHUA MPHUBOIUT K
TMOMYUCHHIO COCTUHCHUA (popmy sl (65). B ogHOM BapmaHTe peanw3anuy W300PCTCHHUS JAHHYIO PCAKIHI0 MOKHO
MIPOBOAUTD B PHCY TCTBHU IIPHTOXHOTO OCHOBAHIA. B 0THOM BapHaHTe peanm3aluy H300pETEHIA JAHHOE MPUTOTHOE
OCHOBAHHC MPEACTABIICT Co00# (propua kammsa. BHYTpUMOICKYIApHAS UHKIH3ALMA COSAUHCHHUS (PopMyIsl (65) ¢
MPUMECHCHHEM MPHTOJHOTO JCTHAPATHUPYIOINIETO AareHra MPHBOAUT K IOIYYCHHIO S-THAPOKCH-OKCa301[5,4-
blmupuaun-4-ona obmei (Qopmynsl (Th). B omsoM Bapuante peanuzanuu H300pETCHUS JAHHBIA ITPUTOTHBIH
JCTHAPATHPYIOLIHIT aTCHT MOKET OBITH BRIOPAH U3 MOTH(POC(HOPHOH KHCIOTHL, MEHTOKCHAA (pocopa, XIopuaa MUHKA
U CEpPHOH KUCIOTBL

OGmuii HOAXO/ /I CHHTE3a HMHAA30 (4, 5-b|nupunun-oH0B 06meit popmysr (1i), [rae Zs, R, R%, R® u «n»
SBILIFOTCS TAKUMHU, KaK OTPEICICHO IO OTHOIICHHIO K coeauHeHHIO (popmy sl ()], m300pakeH Ha cxeme cuHTe3a 17.

Cxema Cunresa 17

R%(OR),
H,NCOOE (12) R 4NICOzCzH5 OCHOBaHHe Rz_(,NICOOH
CN R>-NH,, ocHoatne N~ NH, rgpon3 3/N NH,
-
66) A 7 R (68)
O
X & 0 V7P
\)K'%(Rl)n N O/YQ R yukanzauma R2_<,N
(8) R*< | S — "N
» N"'NH, 7
OCHOBaHWe, pacTBopUTENL R R

(69) (I

S-aMHHOMMHAA30 -4 -KapOoKcHIaT (opMy sl (67) MONyHaTH PEAKIHCH KPOCC-COUCTAHMSA 3THIT 2-aMUHO-2-
[MAHOAIIETATa C aMHHOM (POpMy JTBI (66) H TPHAIKAI OPTOMPOH3BOAHBIM (popMyTbI (12) MpH KUIISTUYCHHH C 0OPATHBIM
XOJIOAUIBPHAKOM C HCMOJNB30BAHHCM IPHTOJHOTO PACTBOPHTENI. B OXHOM BapHaHTE pealu3allld H300pPCTCHUS
JAHHYIO PCAKIHI0 MO’KHO MPOBOJUTH B MPHUCYTCTBHH IMPUTOTHOTO PACTBOPHTENL. B 0JHOM BapHaHTE peanu3anuu
H300PCTCHUSA TAHHBIA MPUTOMHBIA PACTBOPUTEIIH MPSACTABIACT COOOH ANCTOHHUTPHI. [ HAPOHM3 CIOKHOTO 3(pupa
coequHeHuA (67) C HCHOJIB30BAHHEM IPHTOJHOTO OCHOBAHMA NPHBOJHT K NOJIYYCHHIO COOTBETCTBYIOLICH
KapOOHOBOH KHCIOTHI (popMyel (68). B oZHOM BapHAHTC pCaTH3aUH H300PCTCHHA TAHHYIO PCAKIHIO MOKHO
TPOBOJUTD B PHCY TCTBHH IIPHTOXHOTO OCHOBAHHA. B 0THOM BapHaHTe peanm3ay H300peTeHIS JAHHOE MPUTOTHOC
OCHOBAaHHC MO’KCT INPEACTABIATh COOOW THUIPOKCHI KaNWs WM THAPOKCHA Hatpusa. Peakmms Kpocc-coueTaHus
KapOOHOBOW KHCIOTH (PopMyssI (68) ¢ moaxomamuM OOpa30oM 3AMCIICHHBIM TaJOTCHHUAOM (opmyrsl (8) ¢
HCTIOJB30BAHHEM MPHTOIHOTO OCHOBAHUS MPHBOIUT K MOJIYUCHAIO coeTuHEHU (popMys! (69). B ogroM Bapuante
peanmzaryy H300pEeTCHUA JAHHYIO PEAKIUI0 MOYKHO MPOBOJUTH B MPUCYTCTBUH IPHTOTHOTO OCHOBAaHUA. B oxHOM
BAPHAHTC PCATH3ALMA W300PCTCHASA JAHHOC NPHTOAHOC OCHOBAHHC NPCACTABIACT CO00W (hTOpHI Kamus.
BHyTpuMOIEKyHIpHAS DUKIN3ANMI COCTUHCHIA (PopMyIs! (69) C MPHMEHEHHEM TPHTOTHOTO JETHAPATHPYIOMIETO
arcHTra TpPUBOAMT K MOIYyYCHHIO mMHUAa3o[4,5-b|mupuawmn-7-oma obmeit Qopmynsr (Ii). B ommom Bapumante
peanmzaiy H300peTEHUS JAHHBIH PUTOXHBIN IETHAPATHPYONIHH areHT MOKET OBITh BHIOpaH u3 moardocdopHoit

KHCTIOTHI, ICHTOKCHAA (hoc(opa, XTOPHAA IMHKA U CCPHON KUCITOTHL
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CuHTeTHUCCKAT TIOAXO0A A1 CHHTE3a THA3010[4, 5-h [mupuiH-3 -kapdokcamMuaos oomeit popmy et (1), [rae
Z3, R! 1«0 ABIOTCS TAKAMHE, KAK OTIPEACICHO II0 OTHOIIEHHIO K COCTHHCHHIO (hopMy b (1)], H300paskeH HA CXEME
cuHTe3a 18.

Cxema Cunresa 18

0
H,N O HN O
NC’ HO HS\)LO/\CH OW()AOEt 0CHOBaHME Oy_lh)LOH
TsoN  NH ocvosanve, pacraoprens [>—-NH NS mgpois  [>-NH NS
(70) (70) (72)

0

X |
Rl),, W(Rl)ll
(8) JIL _ UMKAM3aUU

0CHOBAHWE, PACTBOPUTEND ¢y

(73) (1)

2-(IMKJIO PO MUIAMHUHO ) -2 -0KCO-N-(TO3HIOKCH)aneTUMH IO 11 HaHuA (70) MO>KeT OBITH MOJYUCH PeaKIUucH
2-mmano-N-mmkronponuianeraMuna ¢ NaNO; U3 B IPUCYTCTBHH YKCYCHOH KHCJOTHI H BOZBI C ITOCIICAYIOIHM
TO3WJIMPOBAHUEM C HCIOJIb30BAHHEM IIAPa-TOJYOJICY Tb(POHIIXIOPUIA B NPUCYTCTBHH IIPHTOJHOTO OCHOBAHHA.
Peaxuus 2-(IUKIONMPONHIAMUHO )-2-0KCO-N-(TO3HIOKCH)-aleTHMHUAONT HaHuaa (70) ¢ 3THI 2-MEpKaNTOAneTaToM
B TNPHCYTCTBHH  IIPHTOZHOTO  OCHOBAHWA  IPHUBOAMT K  MNOJYYCHHIO  3TOKCHMETHI  4-aMHMHO-3-
(umkronmponmakapdamomnn)-1,2-ruazon-5-kapookcunara (71). B ogHOM BapHaHTe peanu3aluy H300PCTCHUS JAHHY IO
PEAKIHIO MOYKHO NMPOBOAMTH B MPHCYTCTBHH IPHIOJHOTO OCHOBAHMS. B 0HOM BapuaHTe peaau3aluu H300peTCHUS
JAHHOC TPHIOAHOC OCHOBAHHE MOXKET NMPEACTABIATH COOOW mumepuauH wim MopdoymH. B ogHOM BapmaHTte
peanuzay H300PETCHUS JAHHYK0 PEaKIUI0 MOKHO MPOBOAUTH B MPHCYTCTBHH MPHTOJHOTO PACTBOPHTEIS, TAKOTO
Kak 3TaHoJ, MeTaHOT i TT'®, u T. A ['uapoams crnosxHOTo 3(upa coeaureHuUA (7 1) ¢ HCIOIb30BaHHECM IPHTOTHOTO
OCHOBAHHS MPHBOJUT K MOJYUYCHHIO COOTBETCTBYIOMICH KapOOHOBOH KuCIOTHI (popmyisl (72). B ogHoM Bapuante
peanmzayy H300pETCHHA JAHHYIO PCAKIHI0 MOYKHO MPOBOJUTH B MPUCYTCTBHH NPHTOIHOTO OCHOBAaHUA. B oxHOM
BAPUAHTE PEaTH3aIMy H300PCTCHUS JAHHOC MPUTOTHOC OCHOBAHHE MOSKET MPEIACTABIATh COOOH THAPOKCHA KAIUs
WM TUAPOKCHA HaTpusa. B OXHOM BapHaHTE peanm3aliyd H300pCTCHHS JAHHYIO PEAKIHI0O MOYKHO NPOBOIMTH B
TMPUCYTCTBUH PACTBOPHTEIIL, TAKOTO KaK 3TAHOJN, W3OMPONMAHOT W T. X. Peakmus Kpocc-coueTaHHs KapOOHOBOI
KUCTOTHI (hopMyIBI (72) ¢ TMOAXOMAIHM OOpPa3oM 3aMCHICHHBIM TAJOTCHHUAOM (PopMyIsI (8) ¢ HCHOIB30BAHHCM
MPUTOTHOTO OCHOBAHWA MPHBOAMUT K TONYUYCHHUIO coeauHCHHUA (opmyns! (73). B ogHOM BapmaHTC peammsaliin
H300pETCHUS TaHHYIO PEAKIMI0 MOYKHO IPOBOJAWTH B IPHCYTCTBHH IPHTOJHOTO OCHOBAaHHA B oxHOM BapuaHTe
peanmzaiy H300peTeHHS JAHHOE MPUTOIHOEC OCHOBAHHE MMPEACTABILICT COO0H (ropua Kamusa. BHy TpEMOTIeKy IpHAsL
OUKJIN3a0AsA coeTuHEHHS (popMybl (73) C MPHMEHEHHEM HPUTOJHOTO JCTHAPATHUPYIOMICTO arcHTa NMPHBOIUT K
TIOJTYUCHUIO THA3070[4,5-b |mupuane-3-kapookcamuma obmeii ¢opmynsr (Ij). B oxHom BapmanTe peamusaumu
H300pETCHUS JAHHBIH MPHTOAHBIA ACTHAPATHPYIOIMHA ar€HT MOKET OBITh BBIOpaH u3 moym(pocHopHOi KHCIOTHI,
meHTOKCHAA (hocopa, XITOPHIA IIWHKA U CCPHOH KUCIOTHL

OO6IHil OAX0A JUI CHHTE3a MHPas3oo[3,4-bmupununonos obmei Gopmynst (Ile) [rme Zs, RY, R3 u «n»
MPSACTABIAIOT COO0MH OMpPeaAcICHHBIC B cocauHeHUH (popmy il (11)] m3o0parkeH Ha cxeme cuHTe3a 19.

Cxema Cunresa 19
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-NHNH X o~ CN Yo CO,H
OH AumeTuncynbdat OCH,4 5 TMaponu3 —\,—\S\ ?
CN——— % CN —— NH ——

/OJ\gN UCHOBaHme,paCTBopM{eﬂb CN UCHOBaHf,PaGBOPMTEﬂb ]5'{3 OCHOBaHWe 2 NH,
(74) (75) (76) {77
O l," \\
X\)KC (R) ’\’(C R, -" B /NH
) 1‘& G
0CHOBaHMWe, pacTeopuTens 4 R3 PPh;,DIAD
(78) (IId) PactBapuTent

Ucxonuenii matepuan (74) MOKET OBITH HMONYUCH H3BECTHBIM CIIOCOOOM peakuueii MaTOHOHUTPHIA C
METOKCHAIICTIIIXJIOPUAOM C HCIOIb30BAHUEM IIPUTOTHOTO OCHOBAHHSA B IIPHTOJHOM PacTBOPHTEINIC. METHIMPOBAHUE
THAPOKCHANIMAHOITHICHA (74) C HCHONB30BAaHHEM JUMETHICYIb(aTa HWIM METHIHOAWAA B IIPUCYTCTBHH
MPUTOHOTO OCHOBAHHS IPHBOJMT K MONYUCHHIO 2-(1,2-THMETOKCHITHIHACH)MANTOHOHUTPIIA (opmyist (75). B
OJHOM BAPHAHTE PEATH3ALMH H300PETCHHS AAHHOC NPHTOJHOE OCHOBAHHE MOXKET MPEACTAaBIATh COOOH IrHapuA
HATpus, TPeT-OyTHIAT Kaausd Wi TpeT-OyTuiar Hatpusa. Llumxmsanus coenuneHus (75) ¢ moaxoaammM oOpa3oM
3aMEINCHHBIM THAPA3HHOM IJIH €r0 COJIBE0 (popMyuisl (5) B MPHCYTCTBHU IPHTOJHOTO OCHOBAHHSA U IIPHIOJHOIO
PacTBOpHTENS MPUBOIUT K MONYUECHHUIO S-aMHHO-4-IHaHonHpasoa (popMmysl (76). B oqHOM BapHaHTE peaau3alul
H300pPETCHNUS NAHHYK) PEAKIMIO MOYKHO MPOBOIUTH B MPHCYTCTBHH HMPUTOTHOTO PAacTBOPHUTEIL. B omHOM BapuaHTe
peamu3aun H300PCTCHAA JAHHBIN MPUTOMHBIA PACTBOPUTCIIF MPCACTABIACT COOOH 3TaHON. B OxHOM BapHaHTE
peanmzayu W300PETCHUS JAHHOC NMPHTOJAHOC OCHOBAHHC I JAHHOH PEaKUWH MOKET OBITH BBIOpaHO 3 N,N-
JUABOMPOTTHISTHIIAMHHA WJIH TPHITHIAMWHA. B OJHOM BAPHAHTC pCaTH3ALHH I/I306p€T€HI/I$I ﬂaHHBIfI MOAXOIALIHM
00pazoM 3aMELICHHBIH THAPA3HH NMPEACTaBieT co00i MeTmruapa3suH. BoaHsIN ruapom3 coeanHeHH (PopMyIIbI
(76) c ncoOMB30BAHHEM METOIMKH, OMMCcaHHOH B Cxeme 4, MPUBOAUT K IMOJYUYCHHUIO ITHPA30IKAPOOHOBOH KHCIIOTHI
(opmysl (77). Peakims kpocc-CoUeTaHUS MHPA30IKAPOOHOBOH KHCIIOTHI (77) C MOAXO0IAIHM 00Pa30M 3aMCIICHHBIM
rajgoreHHA0M (popMyJis! (8) B MPHUCYTCTBUH MPHTOTHOTO PACTBOPHTEIS C HCIOIb30BAHHEM MPUTOTHOTO OCHOBAHUS
TIPUBOANT K MOJIY YECHHIO coequHEHUS (popMyTb (78). BHY TpHMOIICKY IIpHAS UKIIM3AMHSI COSAUHEHAUS (hopMmy sl (78)
B IPHCYTCTBHU HPUTOJHOTO ACTHAPATHPYIOIIECTO arcHTAa NMPHBOAWT K IOJYYCHHUIO COCIWHCHUS OOmeH (opMmyIbl
(IId). B ogaoM BapmaHTE peanw3aliid H300PETCHHS MAHHBIA INPHTOMHBIN JCTHIPATHPYIOIMME arcHT MOXKET OBITh
BBIOpaH w3 moym(pocPopHOil KHCTOTH, MEHTOKCHAA (ocdopa, XIOpHAa HHWHKA W CCPHOH KHCIOTHL Peakims
MunyrOOY coeaurcHuU popmy st (I1Id) ¢ coequrerreM (opmyst (79) [rae xomsro B npeacrasmser codoii ot 3- 10
15- uncHHBIH TeTepounKIMI-Cig ANKHI, HCOOA3AaTCIPHO 3aMCHICHHBIH OTHWM WIH OO0JCC 3aMCCTHTCIHIMH,
HE3aBHCHUMO BhIOpaHHBIME U3 rajoreHa, Ci.s ankuia, rano-Ci.s ankmia, -S(0),CHs, Cs.12 mukIoaikmia u ot 3- 10 15-
YIICHHOTO TSTCPOIUKITHIIA | TPHBOIUT K MOJIYUCHHUEO THPAa3010[ 3,4-b|mupuamaona Gopmy st (Ile). B oqHOM BapnaHTe
peanmzaniy  W300PETCHHS [MaHHBIH INPHTOMHBIH PEAreHT /U1 JAHHOH pEaKIUH MOKET OBITh BBIOpaH U3
tpupeHmpochuna u turTHnazoukapooxcmnara (DEAD) wmm aumzonpormnazoaukapbokcunara (DIAD). B oxroMm
BapUAHTE PEaTH3aLuy H300PETCHHUS JAHHBIH IPUTOAHBIN PACTBOPUTEND I JAHHOH PEAKIMH MOYKET OBITH BEIOpAH

w3 TT®, IM®A nnu tnokcaHa, u T. 1.
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OGmuii MOIXOA AL CHHTE3a MHPa30710|3,4-b|mapumuronos obmeit popmynst (1) [rae Zs, R, R, R, R u
«1» MPSACTABIAIOT COO0M OMpeaeicHHbIC B cocauHeHUH (popmy sl (11)] m3o0paskeH Ha cxeme cuHTE3a 20.

Cxema Cunresa 20

0]
X 7 2
i RZ O
R? CO,R R2 COOH ~ Zs ®RY, 2
7\ I (3)
NN NH, —— NN NH, I\EN NH,
R R R®

(6" (7 ) D
Cnoco0 momyucHus coeauaeHus (opmynsr (II) mmm ero (apmaneBTHUCCKH NPUEMIICMOH COJIH,
BKJTFOYAOLIUH:

(1) ruxposu3 coequHEHUA (opMyIHI (67) C MOy YECHHEM COCTHHCHUA (PopMy sl (77);

R?> CO,R R? COOH
)l \S 1 \
NN NH2 NN NI—I2
R R
(6" 7

(ii) mpuBeACHHE B KOHTAKT coeauHEHHS (popmysl (7°) ¢ coeauHeHHEM (POPMYJIBI (8”) C MOTyUCHUEM
coequHeHU (hopMyJIBI (97);
0)

X 2N 2 0 7
R2 COOH Agz ®)n o“n/Q R
at 8) |

NIN\ NH, W NH, ©

' 3
R3 , R 9'
(iii) TTpeobpaszoBanue coeauacHAA (Popmy Tl (97) ¢ momyucHHEM coeaquHCHUA 00mei popmy sl (11a);
R? O 7 Zs
Sl

z\fko ST RY,
I\iﬁ NH, ©
R3

)] an

(iv) HeoOs3aTenmpHO, mpeoOpa3oBaHWe coeauHCHHA oOmei (opmymsr (II) B ero (papmManeBTHUCCKH
TOPHEMICMYIO COJTb.

B ogHOM BapmaHTe peamu3aniu W300PCTCHHA TAHHYH PCAKIHIO COCTWHCHHA (POpMYIEI (6°) MPOBOAAT B
MPUCYTCTBHH IIPUTOJHOIO OCHOBAHUA.

B nmpyrom BapuaHTe peanw3alud H300PCTCHHS JAHHOC MPHIOJHOC OCHOBAHHC MPSACTABICT COOOM
THAPOKCHUI KAJTUA WA THAPOKCHI HATPHA.

B eme onHOM BapuaHTe peanu3anuy H300pETEHHS TaHHYEO PEAKIHIO COeTHHEHNUS (popMy Il (6°) IPOBOAAT
B IIPUCYTCTBHH CMECH IIPUTOIHBIX PACTBOPHTEICH.

B emie oxHOM BapuaHTe peaau3aluy H300PETCHHA JAHHAS CMECh MPHTOAHBIX PACTBOPHTEIICH MPESACTABIACT
co00ii BOXY W 3TAHOJ, HJIH BOAY H MCTAHOI.

B emme oaHOM BapHAHTE PeaTH3alliA H300PSTCHHA JTAaHHAY CMECh MPUTOIHBIX PACTBOPHTEICH HAXOAUTCA B
MOAXOJAIIUX MPOIOPIUAX.

B eme oxHOM BapuaHTe peann3anuy H300PETEHISI COOTBETCTBYIONINE ITPOTIOPIIHH COCTABILIOT 1:3.

65



B emie 0tHOM BapHAHTE peaTH3aliy H300PCTCHUS TAHHYI0 PCAKIUIO COCIUHCHHA (hpopMy eI (7°) MPOBOAAT
B IIPUCYTCTBHH IIPHIOTHOIO OCHOBAHHMI.

B eme oxHOM BapmaHTe peanm3alii H300PETCHHS JAHHOC IPHTOJHOC OCHOBAHUE MPEICTABIICT COOOH
(ropux xanus.

B emie 01HOM BapHAHTE peaTH3aliy H300PCTCHUSA TAHHYI0 PCAKIUI0 COCIUHCHUA (popMy sl (7°) MPOBOAAT
B IIPUCY TCTBHH IIPHUTOTHOIO PACTBOPHTEILA.

B emie o1HOM BapHaHTE pearn3aluy H300PCTCHUS JAHHBIN MMPUTOTHBIN PACTBOPUTEIIb MPSACTABIACT CO00T
N, N’-gumerunopmamu.

B eme o1HOM BapHaHTE PeaTH3aLHU H300PCTCHUA TAHHYI0 PCAKIUI0 COeAUHCHHA (hopMyIs (9°) mpoBOaAT
B IIPUCY TCTBHH IPHTOIHOIO JACTHAPATHPYIOIIETO areHTa.

B eme omHOM BapuaHTEe peaNM3alUH H300PECTCHHA MAHHBIH NPHTOAHBIH ACTHAPATHPYIOIIUH arcHT

mpeacTaBIAeT coO00H Mo (pOCPOPHYIO KHCIOTY, ICHTOKCH (poc(hopa, XJIOPHI IMHKA WIH CCPHYIO KHCIIOTY.

JKCIEPUMEHTAILHAS YACTH
Ecmu He yka3aHO WHOE, MPOMBIBKA O3HAYACT CICAYIOINC ONCPALUH; PACTPEACICHHE PEAKIIHOHHONH CMECH

ME)KAy OPraHWUYECKO W BOJHOH (ha30i, pa3AcIcHHE CIOCB, CYHIKYy OPTaHHYCCKOTO CIOs HaZ CYJIb(paToM HATpus,
(pUIBTPOBAHUE W YIIAPHBAHHE OPraHHYECKOTO pacTBopuresd. Ecim He yka3aHO HHOE, OYHCTKA O3HAYACT OUHCTKY C
NOMOINBI0  XpOMATOrpaUueckux METOJOB Ha CHJIHKAreile, Kak IPaBHIO, C HCIOJb30BAHHEM CMECH
STHIIALETATA/IETPOICHHOTO H(pupa MOaXOAAMIEH TOIAPHOCTH B KAUECTBE MOABH)KHOM (pa3bl. B TekcTe HCIOIB3YIOTCA
crenyromue coxpamenus: JIMCO-ds: rexcaneirepomumeTuicyispokcus, JIM®PA: N, N-mumetrwapopmavun, 'H
SIMP: Ilpotonnstii SAnepueiit Marautaeiii Pesonanc; MC: Macc-cniexrp; Ip.: Ilpumep; CDCls: JlelirepupoBaHHbIi
xmopodopm; CD3;COCDs;: JleiitepupoBanssiii anetoH, TI'®: TerparuapodypaH; J: KOHCTAaHTA CIHH-CITHHOBOTO
B3aumoaeiicteus B eaunumax ['w; KT wm kt: komHaTHas Temmeparypa (22-26 °C); 1. yac (J4acel); MHH. MHHYTa
(MI/IHYTI)I); HCXOZ[HI)IC MATCPHAJIBI, HCTTIOJIB3YCMBIC B JAHHOM OJOKYMCHTC, ABJIIFOTCS KOMMEPUCCKH JOCTYITHBIMH HITH
OBLIH IOJTyYCHBI CIIOCOOAMH, H3BCCTHBIMH CIICIIHAIHCTAM B JAHHO W 001ACTH TCXHHUKH, HITH CIIOCOOAMH, OTIHCAHHBIMH
B TAHHOM JOKYMCHTC.

HpOMe)KyTO‘IHBIe COCOAUHCHH A, OITHCAHHBIC HHIKC, ObLIH TMOJYUCHBI C HCIIOJIB30BAHUEM CXCM CHHTC3a OT 1
110 20, W300paKCHHBIX BHIIIC,

NPOMEXYTOUYHBIE COEAUHEHUA

TIpoMesxkyvTOUHOE COSTHHEHHE 1

2-(2-xnopQeHnI)-2-0KCOITHI S-aMHHO- 1 -MeTH-1 /-nupason-4 -kapOokcuiar

H;C
Cragusa 1: Otun 2-unano-3 -(IUMC THIAMIHO )TPOTI-2 -CHOAT
Cwmech atur mmanoanerara (10,0 r, 88,40 mvonp) u numerwnanerang N, N-mametunpopmamuaa (15,31 mo, 114,92
MMOJIb) KHITATHIH C 00 PAaTHBIM XOJIOWILHUKOM B CyXoM MeTaHoute (100 M) B TeueHme 3 4acoB. PeaknnoHHy 10 cMeCh
OXJKJATH A0 KOMHATHOH TeMIEpaTypbl W YHAPUBANIH NPH MOHWKCHHOM JAaBicHHH. [lodyueHHBIH OCTaTOK
Ppa30aBIAIH BOAOH W SKCTPATHPOBATH 3THIANCTATOM (2 X 250 MIT) W OpraHWYCCKUI CI0H CYIIMIM HAX OC3BOTHBIM

cymb(paToM HaTpusA. PacTBOp ymapwBaid NMpH MOHIDKCHHOM JABJICHAHM W TIOJTYYCHHBIN OCTATOK OYHINATH (Da3im-
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xpomaTorpaueii Ha CHIMKArene ¢ MONyYeHHEM 15,2 T mpoAykTa B BHAEC TBEPAOro Bemecta. 'H SIMP (300 MI'w,
CDCl3): 3 130 (t,J=7.5T1, 3H), 3.21 (s, 3H), 3.38 (s, 3H), 4.22 (q, /= 6.9 'y, 2H), 7.69 (s, 1H).

Cragua 2: 3tun 5-amuHO-1-MeTnn-1/7-mupasosn-4-kapOokcunar

Cmech mpomexyTouHoro coeamacHmt Cramuu 1 (6,0 T, 35,670 mmois) u metmruapasusa (1,9 i, 35,670 Mmoms)
KHILITUTH C 0OPaTHBIM XOJIOJMIBHHKOM B CYyXOM 3TaHouIe (60 MIT) B TEUCHHE HOYH. PEaKIIHOHHY IO CMECh OXJIK AN
JI0 KOMHATHOM TEMIIEPATyPh! ¥ YIAPHBAIH IIPH MOHM)KEHHOM JABJICHHUH U MOJYUYCHHBIH OCTATOK Pa30aBisuIH BOAOH
(150 mum). Boansni cnofi 3xcTparuposany stwnanetatoM (3 x 150 mur). OOBCIUHCHHBIC OPTAHUYCCKUC 3KCTPAKTHI
mpoMbIBaH Boxoi (150 Mur) u cymmmm Hax Oe3BOIHBIM Cyab(paToM HaTpua. PacTBOp ymapusaiu mpd NOHHKCHHOM
JIABJICHUU U TIOJIy YCHHBIH OCTaTOK OYHINATH (udm-xpoMaTorpadueii Ha cuimkarese ¢ noxydeHueM 4,82 r nmpoaykra
B BUJC TBepHOro Bemectsa. 'H SIMP (300 MI'y, IMCO-de): 8 1.23 (t, J=7.5 Ty, 3H), 3.52 (s, 3H), 4.15(q, /= 6.6
I'm, 2H), 6.19 (br s, 2H), 7.41 (s, 1H).

Cragus 3: 5-amuno-1-MeTun-1//-mmupa3o1-4-kapOoHOBAsA KUCIIOTA

K mepememmBacMoMy pacTBOpy mpoMeKyTouHOro coeauneHus Craguu 2 (4,8 T, 28,37 MMoub) B 3TaHosc (28 M)
no0aBm BOOHBIN pacTBOp ruapokcuna kamus (2,0 M, 28 mu, 42,555 MMOJTb) M PEaKIIMOHHYIO CMECh KHUIIATHIIH C
00OpaTHBIM XOJOJUIBHUKOM B TCUCHHEC HOYH. PEakIMOHHYIO CMECh OXJIKIATH A0 KOMHATHOH TEMIICpPaTypbl,
VIApUBATIH [IPH NOHIDKCHHOM JapieHuH. OctaTok nepemenmsamy B 1,0 H pactBope mumonHOH kuciaoTsl (80 mur).
OcaKIeHHOE TBEPIOE BEWECTBO OT(HIBTPOBBIBAIM H CYIUMIH C TOMyUYeHHeM 3,59 T mpoaykra.'H IMP (300 MIw,
JIMCO-de): & 3.51 (s, 3H), 6.13 (br s, 2H), 7.38 (s, 1H), 11.74 (s, 1H).

Cranus 4: 2-(2-x10peHIT)-2-0KCOATII S-aMHHO-1-MeTHI- 1 [-nupa3o-4-kapOokCHiIaT

K mepememmBacMoMy pacTBopy mpomexyTouHoro coenuHeHus Craauu 3 (800 mr, 5,666 MMob) B cyxoMm JIM®DA (8
MJI) TpH KOMHATHOH Temmeparype nobasmsum 2-6pom-1-(2-xmopdenum)sranon (1,32 1, 5,666 Mmomp) C
mocaeayromuM godapicHueM (Qropuaa kamusa (500 mr, 8,499 MMONB) W TONYUCHHYIO PCAKIHOHHYIO CMECh
MCPEMEITUBATH B TCHCHHC HOUH. CMech racymm Bogoi (75 ) u stmnaneratoM (30 mur). Cou pa3acIsig | BOTHBIH
CJI0it SKCTparupoBamm dTIaaneTaroM (3 x 100 mur). OO0bc IMHCHHBIC OPTAHHYCCKHC CIIOW MPOMBIBAHA BOIO# (2 % 100
MJI) W CyIIWUIM HaA OC3BOMHBIM CyJb(pAaTOM HaTpus. PacTBOpPHTENb OTTOHSAIH NPH NOHMKCHHOM JABICHHH H
TIOJTYUCHHBIH OCTAaTOK Ounmanmy (hrim-XpoMarorpaduedt Ha CHIHMKareiae ¢ moJayueHueM 912 Mr mpoAaykTa B BHIC
TBepmoro Bemectsa. H SIMP (300 MT'n, JIMCO-de): & 3.54 (s, 3H), 5.31 (s, 2H), 6.31 (s, 2H), 7.43-7.53 (m, 1H),
7.55(,J=48Tu, 1H), 7.77 (d,J= 7.5 T, 2H), 7.95 (s, 1H).

TIpoMeKVTOUHOE COSTHHCHHE 2

2-(3-xmopdeHnI)-2-0KCOITHI S-aMHHO- 1 -MeTH-1 /-nupason-4 -kapOokcuiar

0 [ J
g O Cl
N/YL
N O

N™NH,
HsC

JlaHHOC TPOMCKYTOUHOC COCAWHCHHC TONYHATH MO PCaKUWH S-aMHHO-1-meTwi-1/-mupason-4-kapOoHOBOH
kucnoTsI (700 mr, 4,93 MMomb) ¢ 2-0poM-1-(3-xnopdernm)sranoHom (1,38 1, 5,92 mMop) ¢ mpumeHeHHEM (ropraa
kamug (430 mr, 7,40 mmoap) B cyxom JIM®@A (7,0 M) B COOTBCTCTBHH C MCTOAWKOW, ommcaHHOW B Cramnu 4
TIpOMEKYTOYHOTO COemMHEnHs 1 ¢ moay4yeHreM 680 Mr IMPOAYKTa B BHAE TBEpAOro Bemectsa. 'H IMP (300 MI 1,
CDCls): 6 3.64 (s, 3H), 5.08 (brs, 2H), 5.42 (s, 2H), 7.45 (t, J=7.8 Ty, 1H), 7.60 (d, J=8.7 'y, 1H), 7.71 (s, 1H),
7.83(d,J=7.8Tmu, 1H), 7.93 (s, 1H).
ITpOMEKVTOUHOE COCANHEHHE 3
2-(2,4-muxnoppeHmT)-2-0KCOITHIT S-aMHHO- 1 -MeTHI- 1 /7-TTHpa30 1-4-KapOOKCHIAT
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ﬁﬂ«@

NH,
HyC

JlaHHOE TPOMEKYTOUHOC COCAWHCHHC TONYYATH MO PEaKUHWd S-aMHHO-1-metwn-1/-mupason-4-kapOoHOBOH
kucaoTel (800 mr, 5,66 MMoab) ¢ 2-6pom-1-(2.4-muxmop@penmn)sranonom (1,81 r, 6,77 MMOIb) ¢ TPHMCHCHUEM
¢ropuza kamus (494 mr, 8,49 mmois) B cyxom JJM®@A (8,0 Mi1) B COOTBETCTBHH ¢ METOAMKOH, onucanuoii B Craaun
4 TIpomexky TOuHOTO coenuHenus 1 ¢ monyuenuem 1,18 r mpoaykra B Brae TBepaoro semectsa. 'H IMP (300 MIn,
CDCls): 6 3.54 (s, 3H), 5.30 (s, 2H), 6.32 (s, 2H), 7.47 (s, 1H), 7.61 (d, J= 8.4 'y, 1H), 7.81 (t, J=8.7 'y, 1H), 7.95
(s, 1H), 7.95 (s, 1H).

TIpoMeKyTOUHOC COCTHHCHHC 4

2-[4-drop-3-(TpudpTopMeTHIT) PeHUINI]-2-0KCOITHI S-aMHHO- 1 -MeTun-1/-nmupa3on-4-kapOokcHaaT

fy@

NH,
HsC

JlaHHOE TPOMEKYTOUHOEC COCAMHCHHEC IONyYaIH @O peakuud S-aMuHO-1-MeTmi-1/-mupason-4-kapOoHOBOH
kucnotsl (500 mr, 3,54 mmons) ¢ 2-6pom-1-[4-¢prop-3-(tpudropmernn)penmn]|sranonom (1,21 1, 4,24 Mmoip) C
mpuMmeHeHueM (ropuaa xamst (309 mr, 5,31 mMoms) B cyxom [M®A (5,0 Mi1) B COOTBETCTBHH C METOIUKOH,
omucanHOH B Craxuu 4 ITpomerxy TouHOro coequHeHus 1 ¢ moxy4yeHneM 597 Mr mpoyKTa B BHIE TBEPAOTO BEILECTRA.
H AMP (300 MT', IMCO-ds): 3 3.55 (s, 3H), 5.57 (s, 2H), 6.31 (s, 2H), 7.52 (s, 1H), 7.74 (t,J = 9.6 T, 1H), 8.31
(d,J=7.5Tm, 1H), 8.35-8.43 (m, 1H).

TIpoMeKVTOUHOE COSTHHEHHE 5

2-(2-xm0p-6-(ropheHmT)-2 -0KCOITHN 5S-aMUHO- 1 -MeTHII-1 [ -THpazon-4-kapOoKCHIar

ﬁxp

NH,
HyC

JIaHHOC TPOMCEKYTOUHOC COCOAWHCHHC TONYHATH MO PCAaKUHH S-aMHHO-1-MeTwi-1/H-mupason-4-kapOoHOBOH
KuCIoTHI (650 Mr, 4,60 Mmonb) ¢ 2-6poM-1-(2-xn0p-6-Propdermm)sranonom (1,3 1, 5,52 MMOIB) C MPUMCHCHHEM
¢ropuma kamug (401 mr, 6,90 mymois) B cyxoMm JJM®@A (6,5 Mi1) B COOTBETCTBHH ¢ MCTOAUKOI, onucanuoii B Ctaaun
4 TIpoMeKy TOUHOTO CoeMHEHns 1 ¢ omyueHHEM 670 MT MPOAyKTa B BHAE TBEPAOTo BemecTsa. 'H SAMP (300 MI1,
CDCls): 3 3.63 (s, 3H), 5.17 (br s, 2H), 5.51 (s, 2H), 7.08 (t, /= 8.7 'y, 1H), 7.21-7.28 (m, 1H), 7.30-7.45 (m, 1H),
7.62 (s, 1H).
ITpOMEKYTOUHOE COCAUHEHHUE 6
2-(2-xnopQeHnT)-2-0KCO3ITHI S-aMuHO-1-(2,2.2-Tpu¢ropatm)-1/7-mupasor-4-kapOoKcunaT

O
NTLO X ;
O d
Z‘I NH,
CF;
Cragua 1: Otun S-amuao0-1-(2,2,2-Tpudropatmn)-1//-nupa3oa-4-kapOOKCHIAT

JlaHHOE MPOMEKY TOUHOE COSAMHECHHIE MOMYYaIH M0 PEAKIMH S3THI 2-IHAHO-3 -(IMMETHIAMUHO )IIPOT-2-¢HoaTta (2,5

1, 14,86 mMmos) ¢ (2,2,2-Tpuropatrm)ruapazuaoM (1,69 1, 14,86 MMOIIB) B CYyXOM 3TAHOIE (25 MIT) B COOTBCTCTBHH
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¢ MeroaukoH, onmcaHao#d B Crammm 2 [IpomexxyTounoro coeamHeHHs 1 ¢ momyuennem 1,42 r mpoaykra B BHIC
TBeporo Bemectsa. 'H SIMP (300 MI'u, CDCL): & 1.34 (t,J=7.5Tn, 3H), 4.28 (q, /= 6.6 'y, 2H), 4.56 (q, J=8.7
I'm, 2H), 6.20 (br s, 2H), 7.70 (s, 1H).

Cragusa 2: 5-amuso-1-(2,2,2-TpudropaTin)-1//-nupa3o-4 -kapOOHOBAT KHCIOTA

JlaHHOE TIPOMEXYTOYHOE COCAMHCHHE MONYYATH IO PEaKIUH THAPOJH3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coequucHuA Cragmu 1 (1.4 1, 5,902 MMOITB) C IPHMEHCHHEM BOJHOTO PAcTBOpa THApPOKcHaa kamus (2,0 M, 6 mm,
8,853 MMOIB) B COOTBETCTBHH C MCTOAWKOM, onmrcaHHOH B Ctaauu 3 TTpoMe:KyTOYHOTO COCIUHCHHA | C oIy YCHIEM
680 Mr mpoaykra B Buae TBepaoro Bemectea. 'H SMP (300 MI'n, IMCO-ds): 8 4.90 (q, J = 8.7 T'u, 2H), 6.56 (s,
2H), 7.51 (s, 1H), 11.90 (s, 1H).

Cragus 3: 2-(2-xa0pPeHn)-2-0kCco3TII S-amuno-1-(2,2, 2-rpudropatn)-1//-nupa3on-4 -kapOokcuiar

JlaHHOE IPOMEIKY TOUHOE COCIMHCHHE TTOJIY YA 0 PEAKIHH MPOMEKYTOUHOTO coeauneHus Ctaguu 2 (650 wmr, 3,10
MMOJIB) C 2-0poMm-1-(2-xnopenmn)sranoHoM (724 mr, 3,10 MMouTs) ¢ mpuMeHeHHEM (ropuaa kamug (270 mr, 4,66
MMOJ) B cyxoM JIM®A (6,5 mu) B cOOTBeTCTBHH ¢ MeToaukoH, ommcaHHON B Cramuu 4 ITpomesKyTOUHOTrO
coemuueHnst 1 ¢ moaydyenuem 410 Mr mpoaykra B Buae TBepAoro semectsa. 'H SIMP (300 MI'n, JIMCO-ds): 8 4.93
(q,J=8.7Tn, 2H), 5.34 (s, 2H), 6.75 (s, 2H), 7.44-7.52 (m, 1H), 7.55-7.63 (m, 3H), 7.79 (d, J=7.2 Ty, 1H).

IIpoMEKVTOUHOE COSTHHEHHE 7

2-(2,6-muproppernm)-2-0kco3THA S-aMuHO- 1-(4-(pToppheHmn)-1/H-mupa3oa-4-kapOoKCHaaT

2
NTLO()F

N™"NH,

F
Cragus 1: Otun (2E)-2-nuaH0-3-3TOKCH-2-€HOAT
K mepememmBaemomy pacteopy 3t muanoanerara (10,0 r, 88,40 mmons) B ykcycHoMm aHruapuae (100 ) mpu
KOMHATHOM TeMneparype nooasmsuim TpusTaiaoprodopmuat (16,7 v, 97,24 Mmons). PeakioHHYH0 CMECh HarpeBam
mpu 90 °C B TeucHue 18 yacoB. PCakIHOHHYIO CMECh OXJTKAATH OO0 KOMHATHOHW TCMIICPATYPBI, PACTBOPHTCIIH
VHApHBANH TPH TMOHIKCHHOM JABICHUH M MOJYYCHHBIH NPOAYKT OYHINATH KOJOHOYHOH Xpomatorpaduei Ha
CHJIMKAreJie ¢ nojxydcHueM 8,0 I mpoaykra B BUIAE TBepaoro Bemectsa. 'H SIMP (300 MI'u, CDCls): 8 1.30 (t, J=7.2
I'u, 3H), 1.42 (t, J=7.2 Ty, 3H), 4.20-4.36 (m, 4H), 7.99 (s, 1H).
Cramusa 2: Otun 5-amus0-1-(4-propdermn)-1H-mupa3on-4-kapOooKkCHuaT
K mepememmBaecmMomy pacTBopy nmpoMexxyTouHoro coeaunenus Cramum 1 (2,0 T, 10,14 Mmons) B 3tanose (20 mi)
mpH KOMHATHOW Temmeparype noOaBmsumm ruapoxiopun 4-¢propdermnruapazmra (1,97 r, 12,17 mmomp) u
PCAKIMOHHYI0 CMECh MepeMenmBamy B TeucHue HOuH mpu 110 °C. PeakimoHHY 0 CMECh OXTKIATH 10 KOMHATHOH
TEMIIEPATYPBL, PACTBOPUTEIb YNAPHBAIH NPH MOHIDKCHHOM JABJICHHH H OCTAaTOK MOAINCIAYHMBAIH HACHILNCHHBIM
BOJHBIM PacTBOPOM ruapokapOonara Hatpusa mo pH 9-10. Cmecs 3kcTparmposam stwaaneratoM (100 M x 2).
Opranmyeckuii crnoif cymmuan Haj Oe3BOXHBIM CyIb(aToM HATPHSA W YNAPHBAIH NPH TOHIKCHHOM JABJICHHH.
[Nony4eHHBIH MPOAYKT OYNINAIN KOJIOHOYHOH Xpomarorpadueii Ha CHIHKAareje ¢ MoIyueHHeM 2,65 T Mpoaykra B
Buze TBepmoro BemecTsa. ‘H AMP (300 M, IMCO-de): 8 1.26 (t,J = 7.2 T, 3H), 421 (q, J = 7.2 T, 2H), 6.31
(s, 2H), 7.37 (t,J = 8.1 T, 2H), 7.54-7.57 (m, 2H), 7.69 (s, 1H); APCI (m/z) 250 (M+H)".
Cramus 3: 5-amun0-1-(4-Qropdenmn)- 1 //-mupa3o -4 -kapOOHOBAS KHCIOTA
K mepememmBacmomy pacTeopy mpoMmexyTouHoro coeamaeHmst Crammm 2 (2,6 T, 10,42 MMOIIb) B H30TIPOITHIOBOM

cnupre (35 M) TpH KOMHATHOW TeMmeparype Ao0apmim ruapokcux kamast (880 mr, 15,62 mmoss). Cmecs
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nepemermsay npu 80 °C B TeueHue 5 yacos. PacTBopuTens ynmapusany npH MOHWKEHHOM JABICHHH, H OCTaTOK
TIOAKHUCIIIIH a30THOH KkucnoToii 1o pH 2-3. OcaskaeHHOE TBEPAOE BEMECTBO OT(QHIBTPOBBIBAIM, IPOMBIBATIH BOAOH
(40 M1 X 2) W Cy M IO/ BAaKyyMoM ¢ monyueruem 1,80 r npoaykra B Buze TBepaoro semectsa. 'H AMP (300 MT'n,
JIMCO-de): 8 6.27 (s, 2H), 7.36 (t, J = 8.4 ', 2H), 7.54-7.60 (m, 2H), 7.66 (s, 1H), 12.07 (br s, 1H); APCI (m/z) 220
M-H)-.

Cramus 4: 2-(2,6-nuropdpernn)-2-0Kkco3THa S-aMuHO- 1 -(4-proppenmn)- 1 //-mupa3o-4 -kapOOKCHIAT.

JlaHHOE COETMHEHHE TIOTYYAITH IT0 PEAKIMH IIPOMEKY TOUHOTO coenuHeHuA Craamu 3 (800 mr, 3,62 MMouIb) ¢ 2-Opom-
1-(2,6-aurop permmwn)stanonom (1,02 r, 4,34 mmop) ¢ mpumeHeHHEM (Ppropuaa kamus (316 mr, 5,42 MMOITb) B CyXOM
JM®A (8 mu1) BCOOTBETCTBHE C MCTOAUKOM, omucaHHO# B Ctaauu 4 [TpoMe yTOUHOTO COSITMHCHUA 1 ¢ moTyUcHIEM
1,05 Mr npoaykra B BUae TBepaoro semectsa. 'H AMP (300 MI'u, JIMCO-de): 8 5.27 (s, 2H), 6.43 (s, 2H), 7.28 (t.J
=7.8Tu,4H), 7.38 (t,J=8.1 'y, 2H), 7.56-7.75 (m, 2H); ESI (m/z) 374 (M-H)".

TIpoMeKyTOUHOE COCTHHCHHIC 8

2-(2-xnopQeHmn)-2-0KCo3THNA S-aMuHO- 1 -(4-proppeHmn)-1//-mupa3on-4-kapOokcuiar

2o
7 O
T
Nong, O C

F
JlaHHOE CoeqUHEHHE MOJIydaId MO peakuuu S-amMuHO-1-(4-(ropdenmn)-1H-mupa3on-4-kapborosoii kucrorst (800
Mr, 3,62 MMOTIB) C 2-0poM-1-(2-xnopderma)sraHoHoM (1,0 r, 4,29 Mmmob) B mpucyTcTBHH (propraa kamus (315 mr,
5,41 mmoms) B cyxom JIM®A (8 M) B COOTBETCTBHH ¢ MeTOAMKO#, omucanHO# B Ctamuu 4 TIpomMeskyTOYHOTO
coenuueHns 1 ¢ monyuenueM 1,05 r mpoaykra B BHae TBepaoro semectea. 'H SAMP (300 MT'u, IMCO-ds): 3 5.39 (s,
2H), 6.43 (s, 2H), 7.38 (1, J = 8.7 'y, 2H), 7.50-7.60 (m, 5H), 7.76-7.83 (m, 2H); APCI (m/z) 372 (M-H)".

TIpoMesKyTOUHOE COSTHHCHHE 9

2-(2-xmop(peHNT)-2-0KCOITHI S-aMHuHO-1,3-mumeTn- 1 /-mupa3oa-4-kapOoKkcuiar

H,C ©O
’ ¢}
T
0O «Cl
N™"NH,
H;C

Meron I

Cragua 1: Otun 2-unano-3 -(ITHMC THIAMIHO )0y T-2-CHOAT

JaHHOE MPOMEXKYTOUHOE COCAWHCHHE NOJy4Yaldu MO peakumu 3Tuia nuanoanerara (3,0 r, 26,52 MMomab) ¢
maMmermnaneramem N, N’-mumerundopmamuna (5,0 mn, 34,47 mmome) B mpHCYTCTBHH MeTaHona (30 M) B
COOTBETCTBHUH C MeTOANKOH, onmcanuoi B Ctazuu 1 [TpomexyTounoro coeauHeHA: 1 ¢ momyueHnem 5,1 T mpoaykra
B BHAE Macaa. 'H AIMP (300 MT'w, CDCLs): 8 1.32 (t,J = 6.9 T, 3H), 2.49 (s, 3H), 3.11 (s, 3H), 3.26 (s, 3H), 4.18 (q,
J=72Tn, 2H).

Cranua 2: 3tun 5-amuHO-1,3-muveTwi- 1 //-mupason-4-kapOokcunar

JlaHHOC TIPOMEKYTOYHOC COCAHMHCHHIC TOTYYATH IO PCaKIHH MPOMEKy TOUHOTO coemuHeHna Craaum 1 (5,0 1, 27,43
MMOJb) ¢ MeTiaruapasuHoM (1,5 mui, 27,43 MMOJIb) ¢ MPUMEHEHUEM CYXOro 3TaHona (50 mil) B COOTBETCTBHH C
MetoaukoH, ommcanHol B Crammm 2 TlpomexyTounoro coeamHeHWs 1 ¢ moiydeHHeM 1,66 T mpoaykra B BHIC
TBepaoro semecrsa. ‘H AMP (300 M, JIMCO-d): 3 1.34 (t, J = 7.2 T, 3H), 2.33 (s, 3H), 3.56 (s, 3H), 427 (q, J
=7.2Tu, 2H), 5.07 (s, 2H).
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Cramus 3: 5-amuno-1,3-mumMetnn- 1 //-mapa3onn-4-kapOOHOBAT KHCIOTA

JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKIUH THAPOJHM3Aa CIOXHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHua Craauu 2 (1,6 T, 8,73 MMOJIB) C MPEMEHCHHAEM BOTHOTO PacTBOpA ruApokcHaa kammg (2 M, 8,7 mu, 13,10
MMOJIB) B 3TaHONC (9,0 MJT) B COOTBETCTBHH C MCTOANKOH, onrcanHO# B Cramgmu 3 [IpoMeKyTOUHOTO coeauHCHHSA 1
C IOy UCHHEM 563 MT IIPOAYKTA B BHAC TBepaoro semectsa. 'H SIMP (300 MI', CDClL): 8 2.12 (s, 3H), 3.43 (s, 3H),
6.09 (s, 2H), 11.69 (s, 1H).

Cramus 4: 2-(2-x70pPpeHm)-2-0KCOITHI 5-aMuHO-1,3-qumetnn-1//-mmpa3onn-4 -kapOoKcuiar

JlaHHOE TIPOMEIKY TOUHOE COCIMHCHHE TTOJIY YAl 0 PEaKIHH MPOMEKyTOUHOTO coequaeHu Ctamuu 3 (550 wmr, 3,54
MMOJIB) C 2-0poMm-1-(2-xnopermn)sranoHoM (826 mr, 3,54 MMoutp) ¢ mpuMeHeHHEM (propuaa kamus (308 mr, 5,31
MMONB) B cyxom JIM®A (6,0 mu) B cooTBeTCTBHH ¢ MeToaukoH, ommcaHHOW B Crammu 4 ITpomesKyTOUHOTrO
coemuneHus 1 ¢ momyyeHueM 604 Mr IpoaykTa B BHAC TBEpaoro semectsa. 'H SIMP (300 MI'u, IMCO-ds): 3 2.12
(s, 3H), 3.46 (s, 3H), 5.30 (s, 2H), 6.25 (s, 2H), 7.45-7.53 (m, 1H), 7.55-7.64 (m, 2H), 7.77 (d, J = 7.8 T'y, 1H).
MeTtoa 11

Cragus 1: (E)->Tii 2-iuaHo-3-3TOKCH-2-€HOAT

JlaHHOE MPOMEXKyTOYHOE COCAHHCHUE MOy YAl Iy TeM HAarpeBaHus cMecH 3Tua nuanoanerara (50,0 r, 442 MMoib)
u TpusTHIIOpToaneTata (86,0 r, 530 mmours) mpu 110 °C B TeueHne 2 yacoB. ITaHO, 00pA30BABIIMICA B PCAKIHH,
OTTOHSIH IIPH NOHIKCHHOM JABJICHHH, T00ABILLIH TPHITHIOpTOoaneTar (86,0 r, 530 MMOJIB) M CMECh HATPEBATH IIPH
130 °C B TeueHune 4 uyacos. IloayuyeHHBIH MPOAYKT OUYHMINAIN KOJOHOYHOH Xpomartorpadueil ¢ HCIOIb30BAHHEM
neTpoieiHOTO ddHpa-srrmanerara (90:10) ¢ momydernrem 40 r mpoaykra B Buae mMacia. 'H SIMP (300 MI'y, CDCl):
5132 (t,J=69Tu, 3H), 1.43 (t,J = 7.2 T, 3H), 2.61 (s, 3H), 3.11 (s, 3H), 4.15-4.35 (m, 4H).

Cranusa 2: Otun S-amuHO-1,3-mumeTni- 1 H-mupason-4-kapooxcunaT

JlaHHOE TIPOMEKY TOUHOE COCTHHCHHE TTOJTyYaJTH Iy TEM HATPEBAHUS CMECH MPOMEKYTOYHOTO coeauHeHus Craaun 1
(170 r, 92,79 mmomp) ¢ cyabpatom wmerwirHapasmHa (13,3 1, 92,79 MMOAB) C TpPUMCHCHHEM N, N-
mumonponmTiiamMuHa (31,7 mi, 185,53 Mmouts) B cyxom stanosie (175 Mir) pu TeMmeparype KHICHHs C 00paTHBIM
XOJIOAUIBPHAKOM B TeucHHMEe HOuYW. W30BITOK 3TaHONA yHApHBATH TNpPH NOHIKCHHOM [JaBicHud. OCTaTtok
MOAINCIAYNBATH HACBIMICHHBIM BOJHBIM PAacTBOpPOM ruapokapOoHata Hatpus (100 Mu1) W SKCTparmpoBaId
srunaneraToM (150 M x 3). Opranuyeckuii cioi cymui Hax O€3BOIHBIM CYJIb(aTOM HATPHUS W YIAPHBATIH IPH
TIOHIKCHHOM AaBiicHUH. OCTaTOK OYHINATH KOJOHOUYHOH Xpomarorpadueil Ha crimkarene ¢ moiaydeHuem 14,1 ¢
HPOAyKTa B BHAE TBEPAOTo Bemectsa, 'H SIMP (300 MI'n, JIMCO-de): & 1.34 (t, J = 7.2 T, 3H), 2.33 (s, 3H), 3.56
(s, 3H),4.27 (q,J = 7.2 'y, 2H), 5.07 (s, 2H).

Cramus 3: 5-amun0-1,3-mumMetnn- 1 //-mpa3onn-4-kapOOHOBAd KHCIOTA

K mepememmBaemomMy pactBopy mpomekyTouHoro coeauHeHus Craguu 2 (1,6 1, 8,734 MMoub) B 3ranose (8,7 mi)
mo0aBiam BOAHBIH pacTBOp ruapokcuaa kams (2,0 M, 8,7 mu, 13,101 MMo7b) B pCaKIHOHHYE) CMECh KHTIATIIIH C
O0OpaTHBIM XOJOAWJIBHUKOM B TCUYCHHEC HOYH. PEaKIHOHHYIO CMECh OXJIAKIANH 1O KOMHATHOH TEMIEPaTyphl,
YHapHBaJIH NPH MOHIKCHHOM AapicHuH. Octarok nepememmsany B 1,0 H pacteope mumonHOH kuCaoTH (80 Ml).
OCaKICHHOE TBEPIOE BEMIECTBO OT(UIBTPOBBIBAJIM H CYIIMIIH C mOIyueHHeM 560 Mr npoaykra. 'H SIMP (300 MI 1,
CDCls): 8 2.12 (s, 3H), 3.43 (s, 3H), 6.09 (s, 2H), 11.69 (s, 1H).

Cramus 4: 2-(2-xa0ppeHnn)-2-0kco3THI 5-aMmuHO-1,3-qumetrn-1//-mmpa3onn-4 -kapOoKCHIaT

JlaHHOE TIPOMESKY TOUHOE COCIMHCHIE TTOJTYYaJIH 0 PEaKIIH MPOMEKyTOUHOTO coequaeH Ctammm 3 (550 wmr, 3,54
MMOJB) C 2-0poM-1-(2-xmopdenmnm)sranoHoM (826 mr, 3,54 MMomb) ¢ mpumeHeHHEM (ropuaa kamms (308 mr, 5,31

MMOJB) B cyxoMm [IM®A (6,0 mu) B COOTBETCTBHH ¢ MeToAmKol, ommcaHHOW B Crammu 4 [IpomesKyTOUHOTO
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coenuueHns 1 ¢ momyueHueM 604 Mr mpoaykra B Buae TBepaoro Bemectsa. 'H SIMP (300 MI'n, JIMCO-ds): 8 2.12
(s, 3H), 3.46 (s, 3H), 5.30 (s, 2H), 6.25 (s, 2H), 7.45-7.53 (m, 1H), 7.55-7.64 (m, 2H), 7.77 (d, J=7.8 'y, 1H).

TIpomeskyTouHOE coeauucHuE 10

2-(2,4-auxmop(PeHIIT)-2-0KCOITHI S-aMuHO-1,3-auveT- 1 //-mmpa30 -4 -kapOoKCHiaT

al
BC R ﬂ\/@/
~0
N%
NNy, O C

i

H;C
JlaHHOE COEAMHCHME IOJIyYadH IO PeakuuH S-amMuHO-1,3-mumernn-1/-nupa3on-4-kapOoHoBoi kuciaoTs! (700 Mr,
4,51 mmoib) ¢ 2-6pom-1-(2,4-muxaoppermn)sranoroM (1,2 r, 4,51 mmoue) ¢ mpumeHeHHEM (propuaa kamus (393 wr,
6,76 Mmmoib) B cyxoM [IM®A (7,0 M) B COOTBETCTBHH ¢ METOAUKOH, omucanHO#W B Cramuu 4 [TpomeskyTOUHOTO
coenuneHus 1 ¢ monydyeHueM 716 Mr mpoaykra B BHAE TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-d): & 2.12
(s, 3H), 3.46 (s, 3H), 5.29 (s, 2H), 6.25 (s, 2H), 7.60 (d, J = 8.1 T', 1H), 7.75-7.86 (m, 2H).

IIpomexyTouHOE coequHeHHE 11

2-(2-xnop-4-propheHnn)-2-0KkCOITHA S-aMUHO-1,3-aumMeTHI-1//-nmupason-4-kapooxkcunar

F
H3C O ﬂ
g O
NTL
N NH, O Cl
H;C

JlaHHOE COCAMHCHHE MOJIYYadH MO PeakuuH S5-aMuHO-1,3-mumernn-1/-nupa3on-4-kapOoHoBOH KHCIOTHI (600 Mr,
3,86 MMou1B) € 2-6poMm-1-(2-xmop-4-proppermn)staHoHoM (1,16 T, 4,63 MMOITB) ¢ MpuMeHEHHEM (proprIa Kamis (336
MT, 5,79 MmMo1p) B cyxoM JIM®A (6,0 M) B COOTBETCTBHH C METOIMKOH, omucanHOH B Crazun 4 TTpoMeKy TOUHOTO
coemuneHM 1 ¢ monyueHHEM 743 Mr mpoaykTa B BHAE TBepaoro Bemectsa. H SAMP (300 MI'n, CDCls): 3 2.31 (s,
3H), 3.57 (s, 3H), 5.13 (br s, 2H), 5.32 (s, 2H), 7.09 (t, J=9.0 T, 1H) 7.19 (d, J=8.1 Ty, 1H), 7.74 (t, J=8.7 I'y,
1H).

TTpoMesKyTOUHOE COSTHHCHHUE 12

2-(2,6-muroppermm)-2-0kco3ITHI S-aMuHO- 1,3 -mumeTnn-1 /-nupason-4-kapOokcuiar

5 A
Nk\fko 0 F
N™NH,
HsC
JlaHHOE COEAMHCHHE MOJIyYaldH IO peakuuH S-amuHO-1,3-mumernin-1/-nupa3on-4-kapOooHoBoit kucaoTs! (600 Mmr,
3,86 MMoumB) ¢ 2-0poM-1-(2,6-mudropdermn)sranonom (1,09 r, 4,63 mMoue) ¢ npuMeHeHHEM (ropuaa kamus (337
Mr, 5,80 Mmmomp) B cyxom JJM®A (6,0 MiT) B COOTBCTCTBHH C MCTOAUKOH, omucanHOH B Ctagnu 4 [TpoMesKy TOUHOTO
cocmuHeHns 1 ¢ momyycHHEM 825 MT IIPOAYKTa B BHAE TBepHoro emectsa. H SIMP (300 MI'm, IMCO-dg): & 2.11
(s, 3H), 3.45 (s, 3H), 5.18 (s, 2H), 6.25 (s, 2H), 7.26 (t,J = 8.4 'y, 2H), 7.64-7.69 (m, 1H).

TIpoMeskyTOUHOE cCOeaHHCHHUE 13

2-(2,4-muroppernm)-2-0kcodTHa S-aMuHO- 1,3 -muMeTnn-1 //-nupason-4-kapOoxcuiar

F
g O
T
NoNp, O F
H5C
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JlaHHOC COCOMHCHHUE MOJIyYal M IO PEakuuu S-amuHO-1,3-mumerwn-1//-mupa3on-4-kapooHoBoii kucioTsl (500 mr,
3,22 mmoap) ¢ 1-[(6pomoxcu)kapbormn]-2.4-gudropdberzonom (757 mr, 3,22 MMOAb) ¢ MPHMCHCHHEM (propuaa
kamg (280 wmr, 4,81 mmoap) B cyxom JIM®PA (5,0 mi1) B COOTBCTCTBHH C MCTOIWKOW, ommcaHHON B Cramnu 4
TIpoMeKyTOIHOTO cocauHeHEs 1 ¢ moayderneM 520 Mr mpoayKTa B BHAE TBEpAOro Bemectsa. 'H SIMP (300 MIm,
JIMCO-ds): 8 2.17 (s, 3H), 3.47 (s, 3H), 5.33 (s, 2H), 6.25 (s, 2H), 7.29 (t, J=8.1 Ty, 1H), 749 (t, /= 8.7 'y, 1H),
7.95-8.03 (m, 1H).

TIpomeskyTOUHOC cocauHCHUE 14

2-(3,4-auMeTIIT)-2-0KCOITHI 5-aMuHO-1,3-gumeT- 1 //-nupa3oi-4-kapooKcuuar

CH

S % /Y@ 3
N)'TLO ’ CH,
N™NH,

/

H;C
JlaHHOE COCAMHCHUE MOJIYYadH IO PeakuuH S-amMuHO-1,3-mumernin-1/-nupa3on-4-kapOoHoBoH kucaoTsl (600 Mr,
3,86 mmomb) ¢ 2-6poMm-1-(3,4-mumetunderun)sranonom (1,05 r, 4,64 Mmoutp) ¢ mpuMeHeHHEM (propuaa kamus (337
Mr, 5,80 mmoms) B cyxoMm JJM®A (6,0 Mi1) B COOTBETCTBUH C METOAUKOH, omucanHOH B Ctagun 4 [TpoMesKy TOUHOTO
coequuenus 1 ¢ momyuenuem 730 Mr mpoAykra B Buae TBepaoro semectsa. 'H SIMP (300 MI'u, CDCls): 3 2.38 (s,
9H), 3.57 (s, 3H), 5.23 (br s, 2H), 5.46 (s, 2H), 7.23 (s, 1H), 7.67-7.72 (m, 2H).

ITpoMeKVTOUHOE COSTUHEHHE 15

2-[3-(prop-4-(TpupTropmMeTOKCH)(PSHUIN]| -2-0KCOITHI S-aMuHO-1,3-mumetnn-1/H-mupa3oa-4-kapOokcuiar

HyC N/@OC&
I 2

H;C
JlaHHOC COCOMHCHHUC MOJYYAIH IO PCAKUuHU S-aMHHO-1,3-muMeTwi-1/-mupa3onn-4-kapOoHoBoi KucioThl (500 mr,
3,22 mMomb) ¢ 2-0poMm-1-[3-¢prop-4-(TpudropmerokcH)permn]|3ranoroM (878 mr, 2,91 MMOIB) ¢ MPHMCHCHHCM
¢ropuma kamus (280 mr, 4,81 mymois) B cyxoMm JJM®@A (5,0 Mi1) B COOTBETCTBHHE ¢ MCTOAUKOH, onucanuoil B Ctaauu
4 TIpoMeKy TOUHOTO coequHenus 1 ¢ momyueHreM 710 Mr npoaykTa B BHAE TBEpAOro BemecTsa. 'H SIMP (300 MI1,
JIMCO-ds): 8 2.17 (s, 3H), 3.50 (s, 3H), 5.53 (s, 2H), 6.26 (s, 2H), 7.71-7.77 (m, 1H), 8.13 (d, J = 7.2 T, 2H).

TIpoMesKvTOUHOE COSTHHCHHUE 16

2-(3,4-muroppermm)-2 -0kco3THI S-aMuHO- 1,3 -mumeTwnn-1 /-nupason-4-kapOokcuiar

F
F
NTO 0
N""NH,
H;C

JlaHHOC COCOMHCHHUC MOIYYaIH IO PCakuuu S-amMuHO-1,3-muMmetwn-1//-mupa3on-4-kapOoHoBoH KucIoTH (600 MT,
3,86 mMoItp) C 2-0pom-1-(3,4-mudroppermm)stanonom (1,1 r, 4,63 MMoITB) C MpEMECHEHHEM (propuaa kamms (336 mr,
5,79 mmomp) B cyxom JIM®A (6,0 M) B COOTBCTCTBHH C MCTOAMKOH, omucanHOH B Crammu 4 [TpomMe:KyTOUYHOTO
coenuueHns 1 ¢ moayueHneM 698 Mr mpoaykTa B Buae TBepaoro Bemectsa. 'H SIMP (300 MI'u, IMCO-ds): 8 2.17
(s, 3H), 3.47 (s, 3H), 5.50 (s, 2H), 6.26 (s, 2H), 7.60-7.70 (m, 1H), 7.85-7.90 (m, 1H), 8.07 (t, J= 9.3 ', 1H); ESI
(m/z) 310 M+H)".

IIpomexyTouHOE coeiuHeHUE 17

2-(2-xmop-4-MeTOKCH(DCHAIT)-2-0KCO3THI S-aMIHO-1,3-aumeTnin- 1/ -tmpazon-4-kapOokcuiar
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JlaHHOE COEAMHCHME IOJIyYal H IO peakuuH S-amMuHO-1,3-mumernn-1/-nupa3on-4-kapOooHoBoii kucaoTs! (500 Mr,
3,22 MmMoITB) C 2-0poM-1-(2-X10p-4-MeTOKCH(PCHIT)3TAaHOHOM (847 M, 3,22 MMOJIB) C MPHMECHECHHEM (PTOPHAA KATHA
(280 wmr, 4,82 mmoms) B cyxom JM®A (5 mi) B COOTBCTCTBHH C MCTOAMKOW, ommcanHoii B Cramum 4
TIpOMEIKYTOUHOTO COeMMHEHHsA 1 ¢ moydueHHeM 690 MT POAYKTa B BUAE TBEPHOro BemecTsa. 'H AMP (300 M,
JIMCO-de): 6 2.14 (s, 3H), 3.46 (s, 3H), 3.95 (s, 3H), 5.31 (s, 2H), 6.25 (br s, 2H), 7.05 (d, /= 8.1 I'y, 1H), 7.15 (s,
1H), 7.85 (d,J =8.4 'y, 1H).

TIpomMeskyTOUHOC CoOcTHMHCHUE 18

2-(2-(prop-4-MeToKCH(PECHUT)-2-0KCOITHI S-aMuH0-1,3 -aumeTnn-1H-nmupa3on-4-kapookcuiar

OCH
HC O }

NN, O F
H;C

JlaHHOE POMEKYTOUHOE COCAMHEHNE MOIyYaid 0 peakuu 2-6pom-1-(2-rop-4-merokcupennn)sranona (1,52 r,
6,18 Mmmoutp) ¢ S-amuno-1,3-qumeTni-1/-mupa3on-4-kap6oHoBoi kuciaotToi (800 mr, 5,15 MMOIB) ¢ MPUMEHEHHEM
¢ropuna xamus (449 mr, 7,73 mmons) B cyxom IM®A (8,0 M) B COOTBETCTBHH C METOAMKOM, omucanHOH B Ctaauu
4 TIpOMesKyTOYHOTO coequHeHust 1 ¢ monyueHrem 670 Mr poayKTa B BHAE TBepaoro Bemectsa. 'H SIMP (300 MIw,
JAMCO-ds): 6 2.17 (s, 3H), 3.47 (s, 3H), 3.87 (s, 3H), 5.29 (br s, 2H), 6.26 (br s, 2H), 6.92-7.05 (m, 2H), 7.86 (t, J =
8.1 I'u, 1H); ESI (m/z) 322 (M+H)".

TIpoMesxvTOUHOE COeTHHCHUE 19

2~(2,5-mquxnoppeHnT)-2-0KCOITHA S-aMuHO-1,3-mumeTw- 1 H-mipa30a-4-kapOokcuiar

Cl
G i /\‘/@
O
e
N NH, O Cl
H,C

JlaHHOE TIPOME)KYTOUHOE COSAMHCHHUC MOJYYaid IO peakuuu 2-6pom-1-(2,5-muxnopdernnm)stanona (860 mr, 3,22
MMOJIb) C S-amuHO-1,3-mumMeTnn-1/H-mpa3on-4-kapOoHoBoit kuciaoToi (500 wmr, 3,22 MMOIb) C NPHMCHCHHCM
¢ropuma kamus (280 mr, 4,82 mvmois) B cyxoMm JJM®@A (5,0 Mi1) B COOTBETCTBHH ¢ MCTOAHKOI, onmcanuoii B Ctaaun
4 TIpOMEKYTOYHOTO coeuHEHuA 1 ¢ monyyenueM 510 Mr npoaykTa B Buae TBepaoro semectsa. 'H SIMP (300 MI1,
JIMCO-de): 8 2.12 (s, 3H), 3.45 (s, 3H), 5.29 (s, 2H), 6.26 (br s, 2H), 7.60-7.66 (m, 2H), 7.87 (s, 1H); ESI (m/z) 342
M)™.

IIpomeskyTouHOE coeTuHCHHE 20

2-|2-dprop-4-(TpudpTopmeTrn)peHNT]-2 -0KCOITHI S-amuHO-1,3-aumeTn- 1/ -upa3on-4-kapOokcuiar

CF
AT
0
N)f( O F
N7"NH,
H,C

JlaHHOC COCAWHCHUC TONYYa H MO peakumn 2-0pom-1-[2-¢prop-4-(Tpudropmernm)permn]|sranona (881 mr, 3,09

MMOJI) C S-amuHO-1,3-mumMeTnn- 1/ -mmpa3on-4-kapOboHoBo#t kuciaoTol (400 Mmr, 2,57 MMOIB) C NPHMCHCHHCM
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¢ropuma kamusg (224 mr, 3,86 mmois) B cyxoMm JJM®@A (4,0 Mi1) B COOTBETCTBHH ¢ MCTOAMKOH, onucanuoii B Craaun
4 TIpoMeKyTOUHOTO coeuueHns 1 ¢ monyyenrem 485 Mr npoaykTa B BUaE TBepaoro semectsa. 'H AMP (300 M1,
JIMCO-d¢): 6 2.16 (s, 3H), 3.47 (s, 3H), 5.38 (s, 2H), 6.28 (brs, 2H), 7.77 (d, /= 8.4 'y, 1H), 7.96 (d, J = 10.8 'y,
1H), 8.05-8.10 (m, 1H); ESI (m/z) 360 (M+H)".

IIpomexxyTouHOE coeauHeHuE 21
2-[3-¢prop-4-(TpudpropMeTHIT) PSHIT] -2 -OKCOITHA S-aMUHO- 1,3 -aumeTHT- 1 /7 -upa301-4-kapOokcumaT

N">NH,
HsC

JlaHHOE COEAMHCHME TOJIYYadH IO PeakuuH S-amMuHO-1,3-mumerun-1/-nupa3on-4-kapOoHoBoi kuciaoTs! (500 Mr,
3,22 mMMmomnb) ¢ 2-0poM-1-[3-¢rop-4-(tpudropmerin)penmialsranonom (912 mr, 3,22 MMOJb) C NPHMCHCHHEM
¢ropuma xamua (280 mr, 4,83 mmoib) B cyxoM [IM®A (5,0 M) npu KOMHAaTHOH TEMIEpaType B COOTBETCTBUU C
MeToauKoH, onucaHHoi B Cramuu 4 ITpomexyTouHOro coeauHeHHA 1 ¢ mosyueHHeM 613 Mr mpoAykTa B BHAC
TBepmoro BemecTra. 'H SIMP (300 MI', JIMCO-de): 8 2.17 (s, 3H), 3.47 (s, 3H), 5.55 (s, 2H), 6.28 (br s, 2H), 7.95-
8.00 (m, 2H), 8.02-8.12 (m, 1H); ESI (m/z) 360 (M+H)".

ITpoMEKVTOUHOE COSTUHCHHUE 22

2~(2-X70p-5-MeTOKCH(DCHIIT)-2-0KCOSTHA 5-aMHHO- 1,3 -aumeTin-1/-mipa3o-4-kapOoKCHiIaT

OCHs
H,¢ O

0
L
NN, 0 dl
H,C

JaHHOE CoeTMHEHHE TIOTyYaId o peakuuy 2-6pom-1-(2-xmaop-5-meTokcudpenmn)stanona (843 mr, 3,20 Mmmob) C 5-
amMuHO- 1,3 -mumeTnn-1/H-nupazon-4-xkapOoHoBoil kuciaotoit (350 mr, 2,25 MMOJIb) B IPUCYTCTBUH (PTOPHIA KK
(280 wmr, 4,83 mMmoxnp) B cyxom JIM®A (3,5 M) mpu KOMHATHOH TeMmIiepaType B COOTBETCTBHH C METOIHKOM,
ommcanHO# B Craauu 4 [TpoMexy TOUHOTO coequHEHH | ¢ mosyueHHeM 387 Mr MpoIyKTa B BUIC TBEPAOTO BEIECCTBA.
H AMP (300 MI'u, IMCO-ds): & 2.12 (s, 3H), 3.45 (s, 3H), 3.80 (s, 3H), 5.29 (s, 2H), 6.25 (brs, 2H), 7.13-7.17 (m,
1H), 7.28 (s, 1H), 7.47 (d, /=8.7 T', 1H).

TTpoMesKVTOUHOE COSTHHCHHUE 23

2-[4-xm0p-3-(TpudTropMeTHI) (PSHUI|-2-OKCOITHI S-aMUHO- 1,3 -aumeTwi-1 H-nupa301-4-kapOoKCHiaT

N)/\/lfko o CF;
N7"NH,

H,;C
JlaHHOE TIPOMEKYTOYHOE COCOMHCHHC IMOJYYAIH MO PEaKuud S-aMHHO-1,3-muverwin-1/7-nupason-4-kapOoHOBOH
KkucaoTH (413 Mr, 2,66 MMoB) ¢ 2-Opom-1-[4-xmop-3-(TpudropmeTin)perun]rranorom (800 mr, 2,66 MMOITB) C
mpuMcHeHHEM (Propuaa kamms (231 mr, 3,99 mmoms) B cyxom IM®PA (4,0 mu1) B COOTBSTCTBHH C MCTOJHMKOH,
ommcanHo# B Ctaaum 4 [TpoMexy TOUHOTO coeIUHEHHSA | ¢ mosrydyeHHeM 513 MT MpoIyKTa B BUJE TBEPJOTO BEIECCTBA.
'H AIMP (300 MI', JIMCO-ds): 8 2.17 (s, 3H), 3.46 (s, 3H), 5.56 (s, 2H), 6.26 (s, 2H), 7.95 (d, J= 8.1 Ty, 1H), 8.25-
8.31 (m, 2H); ESI (m/z) 376 (M+H)".
ITpoMeKVTOUHOE COCANHEHHE 24
2-(4-xmop-2-¢proppeHnn)-2-0kCo3THI S-aMuHO-1,3-aumeTnn-1 /7 -nupazon-4-kapooxcunar
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JlaHHOE TIPOMEKYTOYHOE COCAMHCHHE MOJYyYAIH IO PEaKUMU S-aMHHO-1,3-muMeTwi- 1/ -nmupason-4-kapOoHOBOH
kucnoTs (600 mr, 3,86 MMoib) ¢ 2-0poM-1-(4-xmop-2-proppermn)sranorom (1,16 1, 4,63 MMOIIB) C PUMECHEHHEM
¢ropuza kamus (335 mr, 0,33 mmois) B cyxoMm JJM®@A (6,0 Mi1) B COOTBETCTBHH ¢ METOAMKOH, onmcanuoii B Craaun
4 TIpoMesKy TOUHOTO coeuuenust 1 ¢ momyuernem 850 Mr mpoaykTa B BHAE TBEpAOTO BemecTsa. 'H SIMP (300 MIn,
CDCls): 6 2.36 (s, 3H), 3.56 (s, 3H), 5.09 (s, 2H), 5.34 (d, J=3.9 T, 2H), 7.26 (t,J =8.7 ', 2H), 7.95 (t, J=7.8
I'u, 1H).

TIpoMeKYTOUHOC COSTHHCHHUE 25

2-(2-xnopQeHm)-2-0KCOITUT S-aMUHO- 1 -3THI1-3 -MeTHa-1 //-mupa3o -4 -kapookcuiar

A N/@
’ (0]
N,:\KL 0 Cl

NH,

(CH3
Cranus 1: Otun 5-amuHO-1-3THI-3-MeTHI- 1/ -IIMpa3o1-4-kapOoxcuiar
JlaHHOE COCTUMHECHUE MOMYYAM MO PEAKIUH 3TUI 2-ITHaHO-3-(AUMETHIIAMHHO )0y T-2-¢Hoarta (2,5 r, 13,71 MmMomm) ¢
okcaymatoM sruaruapasusa (2,0 r, 13,71 MmMoab) ¢ npuMeHeHHEM TpHITUIaMuHa (3,8 mi, 27,42 MMOTIB) B CyXOM
sraHone (25 MJI) B COOTBETCTBHHM C METOMuKOH, omucaHHOW B Cramuu 2 IIpoMe)kyTodyHOro coeauHeHus 1 c
noxydycHaeM 980 Mr mpoaykra B Buae TBEpaoro semectsa. 'H SIMP (300 MT'u, CDCls): 8 1.35 (t, J = 7.2 T, 6H),
2.34 (s, 3H), 3.86 (q, J=7.2 T, 2H), 4.26 (q, /= 7.2 'y, 2H), 5.08 (s, 2H).
Cramus 2: 5-aMuHO-1-3THIT-3-MeTHI- 1 //-TTHpasoi-4 -kapOOHOBAS KHCIOTA
JlaHHOE COCTMHCHHE TOIYYAIH 10 PEAKIMU THAPOIH3A CIOKHOTO 3(hupa mpoMekyTouHOTo coeauaeHust Craquu 1
(960 mr, 4,86 MMOJIB) C MPUMEHEHHEM BOJTHOTO pacTBopa ruapokcuia kamud (1,25 M, 7,30 mmous) B 3tanone (16
MIT) B COOTBCTCTBHH C METOAHMKOH, omucanHoi B Ctamuu 3 [IpomexyTouHOTo coenuHeHus 1 ¢ monyueHnem 720 Mr
npoayKkTa B BUIAE TBepaoro eemectsa. 'H SIMP (300 MI'y, IMCO-d): & 1.18 (t, J = 7.2 T, 3H), 2.14 (s, 3H), 3.83
(q,J=72Tmn, 2H), 6.12 (brs, 2H), 11.69 (br s, 1H).
Cramus 3: 2-(2-x10p(peHAT)-2-0KCOITUI S-aMHHO-1-3THII-3-MeTH- 1 //-Tapasoi-4-KapOOKCHIAT
JlaHHOE COCAMHECHHE TOTYHAITH IT0 PEAKIHH ITPOMEKy TOUHOTO coeauHeHns Crazuu 2 (470 mr, 2,78 MMoutb) ¢ 2-Opom-
1-(2-xmopdermm)sranonom (779 mr, 3,33 mMmounp) ¢ mpumereHHeM (ropuaa xamust (243 mr, 4,17 MMOIB) B CyXoM
JIM®A (5,0 mm) B cooTBeTCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TlpomexyTouHOro coeamHcHHS 1 ¢
nonyuenreM 720 Mr mpoaykra B BHAE TBepaoro Bemectsa. 'H AMP (300 MI'u, CDCls): 8 1.38 (t, J = 7.2 'y, 3H),
2.30 (s, 3H), 3.88 (q, /=7.2 Ty, 2H), 5.08 (br s, 2H), 5.34 (s, 2H), 7.39-7.40 (m, 1H), 7.45-7.46 (m, 2H), 7.65 (d,J =
7.2Tm, 1H).

TIpoMesKVTOUHOE COCTHHCHHUE 26

2-(2-xmopQeHNI)-2-0KCOITHI S-aMHHO-3-MeTHI-1-(2,2,2-TpudTopsTn)-1H-mpa3on-4-kapOokcuiar

Cragua 1: 3tun 5-amuHO-3-MeTHn-1-(2,2,2-rpuropstun)- 1 H-nupaszon-4-kapOokcuiar
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JlaHHOE COCIMHCHHC MONYYAM O PCAaKIUH STHI 2-IIHAHO-3-(AUMCTHIAMIHO )0y T-2-cHoarta (2,5 r, 13,71 MmMomp) ¢
(2,2, 2-rpudropsrum)ruapasusom (70 % B Boze, 2,2 T, 13,71 MMoITs) B 3TaHOIC (25 MIT) B COOTBETCTBHU C MCTOIHOM,
ommcanHo# B Craauu 2 [TpomexyTouHoro coeauHeHuU: 1 ¢ monydyerneM 1,12 r mpoaykra B BHAC OCCIBETHOTO MACA.
'H AMP (300 MI'u, CDCls): 8 1.34 (t,J=7.5 T, 3H), 2.34 (s, 3H), 4.25 (q,J= 6.6 ', 2H), 4.50 (q, J= 8.7 'y, 2H),
5.31 (brs, 2H).

Cragua 2: 5-amuHO-3-MeTHA-1-(2,2,2-Tpudropatim)- 1 //-mupa3on-4-kapOoHOBas KHCIOTa

JlaHHOE COCTUHCHHE MOTYYaiH IO PEaKIMU THAPOIIH3a CI0KHOTO 3(Hpa MPOMEKyTOUHOTO coeauncHus Craxuu 1
(1,1 1, 4,37 MMOJB) C IPUMEHEHUEM THAPOKCHAA Kamms (367 mr, 6,56 mmoas) B Boae u 3taHoae (1:1, 9,0 M) B
COOTBETCTBUH C MeTOAuKOH, ommcaHHod B Cramuu 3 IlpoMexyTouHoro coequHeHHi 1 ¢ mosydeHueM 720 Mmr
npoayKTa B BUIE TBepaoro Bemmectsa. 'H SIMP (300 MI'u, CDCls): 8 2.35 (s, 3H), 4.28-4.35 (m, 2H), 5.28 (br s, 2H).
Crazgus 3: 2-(2-xa0pPeHnT)-2-0KCOITUI 5-aMIHO-3-MeTHII-1-(2,2, 2 -Tpu(Top3Tn)- 1 /{-mupa3o1-4-kapOOKCHIAT.
Peaxkuus nmpomesxytounoro coeauaeHua Cramuu 2 (700 mr, 3,13 mmous) ¢ 2-xmopgermn opomuaom (731 mr, 3,13
MMOJIb) C TpuMcHeHHEeM (ropuna kamus (273 wmr, 4,69 mMomp) B cyxom JIM®PA (7,0 Ma) B COOTBETCTBHH C
MetoaukoH, omucanHod B Cranuu 4 IIpomeskyTouHOoro coeauaeHusA 1 masama 319 mr mpoaykra B BHAC TBEPAOTO
semectea. 'H AMP (300 MI'u, JIMCO-dg): 3 2.16 (s, 3H), 4.80-4.87 (m, 2H), 5.32 (s, 2H), 6.55 (br s, 1H), 6.69 (br
s, 1H), 7.49-7.52 (m, 1H), 7.55-7.60 (m, 2H), 7.75-7.78 (m, 1H).

IIpoMEKYTOUHOE COSTUHECHHUE 27

2-(2-xnop¢eHnIT)-2-0KCOITHI 5-aMHHO-3 -MeTHI-1 -(Iponan-2-mwi)- 1 H-mupa3oa-4-kapOoKCHIaT

RS e

N;\lﬁ:i 0

RE

Cragus 1: Otun 5-amuHO-3-MeTH- 1 -(Iponas-2 -u)- 1 H-mupa3oa-4-kapOokcuiar

JaHHOE COCAMHEHHUE TMOIYYaTH MO PEAKUUU 3TUI 2-0HAHO-3-(IUMETHIIAMUHO)OYT-2-eHoaTta (2,5 1, 13,71 mmoub) €

THAPOXJIOPHAOM H3omponuaruapasusa (1,51 r, 13,71 MMos) ¢ mpuMeHeHEEM TpudTHIaMuHA (3,82 M1, 27,42 MMOJTB)

B CyXoM 3TaHoje (50 MIT) B COOTBSTCTBHH C MCTOOHUKOM, onmrcaHHOH B Craauu 2 [IpoMeKyTOUHOTO COCTUHCHUA 1 ¢

noaydeaueM 1,87 r mpoaykTa B Buae Macaa. 'H SIMP (300 MI'n, CDCls): & 1.34 (t,J=7.2Tn, 3H), 1.45(d,J=6.9

I'm, 6H), 2.04 (s, 3H), 4.11-4.17 (m, 1H), 4.27 (q, J="7.2 T'y, 2H), 5.05 (s, 2H).

Cramus 2: 5-amuHO-3 -MeTHII- | -(Tponan-2-un)- 1 H-mupas3on-4-kapOoHOBAs KUCIIOTA

JlaHHOE COCIMHCHHE MOTYYaIH IO PEaKIHy THAPOIH3a CI0KHOTO 3(Hpa MpoMesKyTouHOro coeauacHust Craxuu 1

(1,8 1, 8,520 MMOJIb) C MPUMEHEHUEM BOJHOTO pacTBopa ruapokcuaa kamst (2,0 M, 8,5 mu, 10,21 MMmoJs) B 3TaHOIE

(8,5 M) B COOTBCTCTBHH ¢ MCTOAMKOH, omucaHHOH B Ctaguu 3 [TpoMesKyTOUHOTO COCTUHCHUA 1 ¢ monyucHueM 812

MT TPOAYKTA B BHAC TBepaoro BemecTra. & 1.25 (d, J = 6.9 I'u, 6H), 2.15 (s, 3H), 4.33-4.38 (m, 1H), 6.12 (s, 2H),

11.66 (brs, 1H).

Cramus 4: 2-(2-x10p peHUIT)-2-0KCOITUI 5-aMUHO-3-MCTHII- | -(IpomaH-2 -m)- 1 [/ -mupa301-4-KapOOKCHITAT.

JlaHHOE COEAMHEHHE TOTYHAITH IT0 PEaKIHH IMPOMEKy TOUHOTO coenuHeHn Craxmu 2 (800 mr, 4,36 MMouIb) ¢ 2-Opom-

1-(2-xmopdenmm)sranonom (1,01 1, 4,36 mmoas) ¢ mpumeHeHHeM (ropuaa kammsa (380 mr, 6,54 MMOJB) B CyXoM

JIM®A (8,0 mum) B cOOTBSTCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TlpomexxyTouHOro coeamHcHHs 1 ¢

nonyuenreM 1,03 r mpoaykra B BHAE Ba3koro maciaa. 'H SIMP (300 MI'u, IMCO-ds): 3 1.27 (d,J=6.3T'n, 6H), 2.14

(s, 3H), 4.36-4.42 (m, 1H), 5.30 (s, 2H), 6.25 (s, 2H), 7.49-7.51 (m, 1H), 7.55-7.60 (m, 2H), 7.77 (d,J=7.2 T'y, 1H).
IIpomexyTOUHOE COeIMHEHHUE 28

2-(2,6-murophermm)-2 -0kco3THI S-aMuHO- 1 -(4-MeTorcn(peHnN)-3 -MeTHII- 1 //-Tnpazon-4-kapOokcumar
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Cragua 1: Otun 5-amuHO-1-(4-MeTokcu(peHmN)-3-MeTHI- 1 //-iupa3o1-4-kapOokcuiat
JlaHHOE COCOWHCHHC MOMYYANId IO PEaKOWU 3THI 2-OUAHO-3-3TOKCHOyT-2-cHoara (2,0 r, 10,14 mmomp) ¢
THOPOXJIOPHAOM (4-MeTokcu(peHIT)ruapasuna (2,28 r, 13,05 MMo1p) ¢ mpuMeHeHHEM TpudTHIaMuHA (1,84 M, 13,05
MMOJIb) B CyXoM 3TaHojic (20 M) B COOTBETCTBHH C MeToamkol, ommcanHoil B Cramum 2 [IpoMexyTOUHOTO
coenuueHns 1 ¢ mosnydenuem 2,70 r mpoaykTta B BHAE TBepAoro semectsa. 'H SIMP (300 MI'u, CDCls): 8 1.36 (t, J
=7.2Tn, 3H), 2.40 (s, 3H), 3.84 (s, 3H), 4.30 (q, J = 6.9 I'ry, 2H), 5.23 (brs, 2H), 6.98 (d, J= 9.3 T', 2H), 7.40 (t, J
=8.7Tm, 2H).
Cragus 2: 5-amuno-1-(4-MeToKCH(peHILT)-3 -MeTHII- 1 /{-TTHpa301-4-kapOOHOBAS KHCIOTA
JlaHHOE COCIMHECHNUE MOTYYaaH IO PEaKI[HH THAPOIN3A CIOKHOTO d(pHpa MPOMEKyTOUHOro coenuneHusa Craauu 1
(2,651, 9,62 MMOTIB) C IPUMEHEHHEM TuApokcHaa kayms (808 mr, 14,43 mmoms) B Boae (12 mur) u sraHoae (36 M) B
COOTBETCTBHH C METOAMKOI, onucanHo# B Craquu 3 ITpomerxyTounoro coequneHus 1 ¢ monydyenueM 1,81 r npoaykra
B BHE TBepaoro sermectsa. 'H SIMP (300 MI'n, JIMCO-de): 8 2.22 (s, 3H), 3.79 (s, 3H), 6.12 (s, 2H), 7.04 (d, J = 8.7
I'y, 2H), 7.40 (d, J=8.7 'y, 2H), 11.98 (br s, 1H).
Cranus 3: 2-(2,6-mudropdenmn)-2-0kco3THa 5-aMuHO- 1-(4-MeTokcu(peHI)-3-MeTHI-1 /7 -11Hpa3o1-4-kapOOKCHIIAT.
Peaxrmust mpomexyTouHoro coeauneHus Craguu 2 (600 mr, 3,61 mmop) ¢ 2-6pom-1-(2,6-aupTop PeHIT)3TAHOHOM
(685 mr, 2,91 MmMouT) ¢ mpuMeHEHHEM (propuaa kamus (211 mr, 3,63 mmoue) B cyxom IM®A (6,0 M) B COOTBETCTBHH
¢ Meroauko#, onucanaoi B Craguu 4 [TpomexyTouHoro coeauHeHus 1 masama 710 Mr mpoaykra B BHAC TBEPAOTO
semectea. 'H AMP (300 MT'u, IMCO-de): & 2.21 (s, 3H), 3.80 (s, 3H), 5.25 (s, 2H), 6.25 (s, 2H), 7.06 (d, J=8.7 'y,
2H), 7.28 (t,J=8.4 'y, 2H), 7.40 (d, J= 8.7 ', 2H), 7.62-7.73 (m, 1H).

TTpoMesKvTOUHOE COSTHHCHHUE 29

2-(2-xnopQeHII)-2-0KCOITHI S-aMHHO- 1 -(UpHanH-2-11T))-3-MeTHI- | //-nupa3o.i-4-KapOOKCHIIAT.

Hi ¢ O
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Cramusa 1: Otun 5-amun0-3-MeTHI- 1 -(upuauH-2 -1)- 1 H-miupa30 1-4-KapOoKCHIAT

JlaHHOC COCOWHCHHC TOJNYYANH IO PCAKIMH 3THI 2-IHAHO-3-3TOKCHOyT-2-cHOata (1,5 1, 8,19 mMmomb) ¢ 2-
ruapazuHuImupuAnHOoM (1,07 1, 9,82 MMomb) ¢ npuMeHeHUeM TpusTuinamuHa (1,15 Mo, 8,19 MMOITB) B CYyXOM 3TaHOE
(15 M) B COOTBETCTBHH ¢ MCTOIMKO, omrcaHHO# B Ctamuu 2 TIpoMexyTouHOTO coeauHeHHA 1 ¢ momyucHHeM 2,02
T IIPOAYKTA B BHAE TBEPAOTo BemecTra. 'H AMP (300 MI'n, JIMCO-de): & 1.28 (t,J = 7.2 ', 3H), 2.29 (s, 3H), 4.20
(q.J=72Tm, 2H), 7.28 (t, J=6.9 T, 1H), 7.62 (brs, 2H), 7.81 (d, J = 8.4 'y, 1H), 7.94-7.99 (m, 1H), 8.42-8.44
(m, 1H); APCI (m/z) 247(M~+H)".

Cragusa 2: 5-amuHO-3 -MeTHII- | -(ApuauH-2 -1)- 1 FH-mupas3o1-4-kapOoHOBAA KHCIOTa

JlaHHOE COCTMHEHHE MOTYYaIH IO PEaKIHU THAPOIM3a CI0KHOTO 3(Hpa MpoMesKyTouHOro coeauacHust Craxnu 1
(2,0 r, 8,12 MMOJIB) C IPUMEHEHUEM THAPOKCHAA Kamus (682 mr, 12,18 MMomb) B Boae (6,5 M) u stanone (27 M) B

COOTBETCTBHUH C METOUKOH, onmcanHo i B Craguu 3 [IpomeskyTounoro coenuHeHus 1 ¢ moayueHueM 1,30 r mpoaykra
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B BUIE TBepOTO BemecTsa. 'H AMP (300 MI'n, JIMCO-de): 8 2.28 (s, 3H), 7.28 (brs, 1H), 7.57 (br s, 2H), 7.80-7.85

(m, 1H), 7.95-7.97 (m, 1H), 8.44 (brs, 1H), 12.07 (br s, 1H); APCI (m/z) 219 (M+H)".

Cragus 3: 2-(2-x710p peHUIT)-2-0KCOITHI 5-aMHHO-3-MeTHI- | -(apuanH-2 -11)- 1 F-tiipa301-4 -kapOOKCHIIarT.

Peakumsa mpomexyTounoro coenuHerna Cramuu 2 (800 mr, 3,66 MMots) ¢ 2-6poMm-1-(2-xmopdermm)sranorom (1,02

1, 4,39 MmMomp) ¢ mpuMeHeHHEM (propuaa kamms (318 mr, 5,49 mmoms) B cyxom JM®@A (8,0 M) B COOTBETCTBHH C

MeToaukoH, omucanHoi B Craamu 4 IlpomeskyTouHOoro coeauaeHUA 1 mapama 780 Mr mpoAyKTa B BHAC TBEPIOTO

semecta. 'H AMP (300 MI'u, JIMCO-de): & 2.27 (s, 3H), 5.41 (br s, 2H), 7.29-7.33 (m, 1H), 7.51-7.55 (m, 1H),

7.56-7.60 (m, 2H), 7.75-7.85 (m, 2H), 7.95-8.00 (m, 1H), 8.44-8.46 (m, 1H); APCI (m/z) 371 (M+H)".
IIpomesxxyTouHOE coenuHeHueE 30

2-(2-xnopdeHmn)-2-0kco3Tua S-aMmuHo-1-(3,4-qudpropPenunn)-3 -merun-1/7-mmpa3o -4 -kapOOKCHIAT

G X ﬂ@

NSy, O C
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Cranus 1: Otun S-amuHo-1-(3,4-nudropdennn)-3-metui-1/7-nupa3zon-4-kapOookcuiar

Jannoe coequneHue monydanu mo peakuuu (3,4-gupropdenuwm)ruapasuna (1,7 r, 13,64 mmons) ¢ stun (27)-2-
OUaHO-3-MeTOKCHOyT-2-eHoaToM (1,9 r, 10,37 mmomap) ¢ mpuMeHeHHeM TpusTHaamuHa (1,87 v, 27,42 mMmoib) B
cyxoM 3taHoine (20 MII) B COOTBETCTBHH C METOAHMKOH, ormcanHoH B Cranuu 2 IIpoMeskyTOUHOTO coequHeHus 1 ¢
nosyuenueM 1,83 r npoaykra B Buae Macna. 'H SIMP (300 MI'n, CDCls): 8 1.37 (t,J= 7.5 T, 3H), 2.39 (s, 3H), 4.31
(q,J=7.5Tu, 2H), 5.39 (brs, 2H), 7.27-7.32 (m, 2H), 7.42 (t, J= 9.3 Tu, 1H); ESI (m/z) 282 (M+H)".

Cramus 2: 5-amuno-1-(3,4-qudropdennn)-3-meTmi- 1 H-mupa3o1-4-kapOoHOBAsA KUCIIOTA

JlaHHOE TPOMEKYTOYHOC COCAMHCHHE MONYYATH IO PEaKUH THAPOJH3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coenuHenus Craaun 1 (1,8 T, 6,40 MMOJIB) C IPIMEHCHHEM BOJHOTO PacTBOpa rHApoxcuaa kamus (626 mr, 11,18
MMOJIb) B 3TaHONC (9,0 MJT) B COOTBCTCTBHH C MCTOAMKOH, orrucanHOH B Ctammu 3 [IpoMeKy TOYHOTO COCTUHCHHSA 1
¢ moay4eHueM 1,5 r mpoaykra B BHAE TBepaoro BemecTsa. ESI (m/z) 254 (M+H)™.

Cranusd 3: 2-(2-xnopdeHmn)-2-0kcodTmn S-amuHO-1-(3,4-mudropdhernn)-3-metun-1 H-mupasonr-4-kapOoKCunaT
Peakuma mpomesxytouroro coeauacHuA Ctaauu 2 (600 mr, 2,37 MmMous) ¢ 2-0pom-1-(2-xmopdeHum)sTanoHoM (553
Mr, 2,35 MMOITh) C ipUMCHECHHEM (propuaa kamuda (206 mr, 3,55 Mmmoms) B cyxom IM®A (6,0 MiT) B COOTBCTCTBHH C
MeToaunkoi, omucanHoi B Cramuu 4 TTpoMeKyTOUHOTO CoeauHCHUA 1 maBama 626 MT MPOAYKTA B BHAC TBEPIOTO
semectea. 'H SIMP (300 MI'u, IMCO-ds): & 2.23 (s, 3H), 5.38 (s, 2H), 6.53 (s, 2H), 7.35-7.40 (m, 1H), 7.51-7.65
(m, 5H), 7.80 (d, J = 7.2 T'u, 1H); ESI (m/z) 406 M+H)*.

TIpomMeskyTOUHOE coeaHHCHHUE 31

2-(2,6-auprop PpeHIT)-2-0KCOITHN S-aMuHO- 1 -(4-propdermn)-3-meTnn-1/H-mupa3oa-4-kapOOKCuiaT
F,
4 Fane S
7 O
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Cragusa 1: Otun 5-amusO-1-(4-¢propdenmn)-3-meTun-1/7-nupason-4-kapooxcunar
JlaHHOC COCOWHCHHC MONYYANd IO PCaKIHU JSTHA 2-OUHAHO-3-3TOKCHOyT-2-cHoara (2,0 r, 10,91 mmoms) ¢

ruapoxyopuaoM (4-¢propdermmruapasuna (2,13 r, 13,09 mmonp) ¢ mpumereHneM TpuaTHaamuHa (1,9 Mo, 14,18
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MMOJIb) B CyXOoM 3TaHoNi¢ (20 M) B COOTBETCTBHH C METOAMKOH, ommcanHoil B Ctammm 2 [IpomMeKyTOYHOTO
coenuueHns 1 ¢ mosydyeHueM 2,68 r mpoaykTa B BHAE TBepAoro semecTea. 'H SAMP (300 MI'u, CDCls): 8 1.37 (t, J
=7.5Tn,3H),2.39 (s, 3H),4.31(q, J=7.5T1, 2H), 5.28 (br s, 2H), 7.18 (t, J = 8.7 I'y, 2H), 7.46-7.52 (m, 2H); ESI
(m/z) 264 (M+H)".

Cragus 2: 5-amun0-1-(4-pTopdenmn)-3-metun- 1 //-mupa3oi-4-kapOOHOBAA KHCIOTA

JlaHHOE COETUHEHHE MOTYYay IO PEaKIMU THAPOIIH3a CI0KHOTO 3(pHpa MPOMEKyTOUHOTO coeauacHusa Craauu 1
(2,6 1, 9,87 MMOJB) ¢ IpUMEHEHHEM TuApoKcuAa kamnus (829 mr, 14,80 mmois) B Boae (12 M) u staHoae (32 mi) B
COOTBETCTBUH C MCTOUKOH, onmcanHo# B Cragun 3 [IpomeskyTounoro coenuHeHus 1 ¢ nomyuenuem 2,01 r mpoaykra
B BHzE TBeproro Bemectea. ‘H SIMP (300 MI'y, IMCO-de): 8 2.24 (s, 3H), 6.26 (s, 2H), 7.33 (t, J = 9.0 Ty, 2H),
7.52-7.57 (m, 2H), 12.03 (br s, 1H); APCI (m/z) 236 (M+H)".

Cragus 3: 2-(2,6-nuroppeHmn)-2-0kco3THn S-aMuHO-1-(4-propdenmn)-3-meTun-1/-nupa3ona-4-kapOOKCHIIAT.
JlaHHOE COCTUHCHHE MOJYYa M IO PEAKIMU MPOMEXyTouHOro coeauneHus Cramuu 2 (700 mr, 2,97 Mmoms) ¢ 2.6-
pudropdperanmndpomMunom (701 mr, 3,36 MMomb) B npucyTCTBHH (propuaa kamua (259 mr, 4,46 mvmoms) B JIMDA
(7.0 MIT) B COOTBETCTBHH C METOAMKOM, onucanHoi B Ctaauu 4 IIpoMeKyTOUHOTO COSAUHEHHUA 1 ¢ moTyucHueM 756
MI IPOAYKTA B BUIE TBEpHOro Bemectsa. 'H SIMP (300 MI'n, IMCO-ds): 3 2.22 (s, 3H), 5.26 (s, 2H), 6.40 (s, 2H),
7.25-7.39 (m, 4H), 7.52-7.56 (m, 2H), 7.65-7.72 (m, 1H); ESI (m/z) 390 M+H)".

ITpoMEKVTOUHOE COSTUHCHHUE 32

2~(2-x10peHmT)-2-0KCOITHI S-aMuHO-1-(4-(Topdermn)-3 -meTui-1/7-npa3on-4 -kapOOKcuiaT

H;, O
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JlaHHOE COCIWHECHHE NOJy4Yald II0 pPeakuuu S-aMuHO-1-(4-¢ropdenmn)-3-meTnn-1/-nupason-4-kapOoHOBOMH
kucoTsI (800 mr, 3,40 MMoB) C 2-0poM-1-(2-xmopdermm)sTanoHoM (793 mr, 3,40 MMOJTb) C IPUMEHEHHEM (PTOpPHIA
kamuga (296 wmr, 5,11 mmomp) B cyxom JM®PA (8 M) B COOTBCTCTBHH C MCTOOWKOH, ommcanHoil B Cramuu 4
TTpOMEKYTOUHOTO COETMHEHH 1 ¢ monydeHreM 965 Mr MpoAyKTa B BHAE TBEpHOro BemecTsa. 'H AMP (300 MI,
JIMCO-dg): 82.23 (s, 3H), 5.38 (s, 2H), 6.40 (s, 2H), 7.36 (t,J = 9.3 'y, 2H), 7.50-7.60 (m, 4H), 7.80 (d, J=7.5 T,
2H); ESI (m/z) 388 (M)™.

ITpoMeKVTOUHOE COCTHHCHHUC

2-(2-xmopdeHm)-2-0KCo3THA S-aMuHO- 1 -(3-propperHmn)-3 -meTrn- 1 H-mmpa3o1-4 -kapOoKCHIIAT.
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Cragus 1: Otun 5-amuaO-1-(3-¢pTopdenmn)-3-meTun-1/7-nupason-4-kapooxcunar
K mepemenmBaemMoMy pacTeopy 3t (27)-2-mmaHo-3-MeTokcnoyT-2-eHoara (1,5 1, 8,18 mmoms) B stanone (15 mi)
pH KOMHATHOH Temmeparype modassumm 3-¢propdernmmruapasud (1,6 t, 9,82 mmoas) u TpustmwiamuH (1,5 v, 10,64
MMOJb). PEakIMOHHY 0 CMECh KHUILTIIIN C OOpaTHBIM XOJOAMJIBHUKOM B TeucHHe 18 uacos. PeakimonHy!O cMech
OXJTKIATH A0 KOMHATHOH TEMIICPATyphI U pa30asaaTy xonoaHo Boxoi (100 mm). OcakICHHOS TBEPIOC BEIICCTBO

OT()HIBTPOBBIBAIE W CYLIMIM MO BAKYYMOM ¢ Tojy4eHueM 1,82 r ykazauuoro coeauucuus. 'H SIMP (300 MI 1,
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CDCls): 6 1.37 (t,J=7.5Tu, 3H), 2.40 (s, 3H), 4.31 (q, J=7.5T1, 2H), 5.41 (brs, 2H), 7.02-7.08 (m, 1H), 7.30-7.36
(m, 2H), 7.40-7.48 (m, 1H).

Cragus 2: 5-amun0-1-(3-¢pTopdenmn)-3-metun- 1 //-mupa3oi-4-kapOOHOBAT KHCIOTA

K nmepememmsacMoMy pacTBopy npomeskyTouHoro coeauacHus Craauu 1 (1,8 1, 6,83 MMoits) B 3TaHOIC (22 MIT) TPH
KOMHATHOH Temmeparype A00aBIuIH pacTBOop ruapokcuna kammsa (574 wmr, 10,25 mmons) B Bome (8,0 mo).
PeakimoHHY0 CMECh KHIATHIM C OOPAaTHBIM XOJOJHJIBHUKOM B TeucHHE HOUHM. CMECh OXJIKIATH A0 KOMHATHOH
TEMIIEPATYPBI K 3TAHOJ OTTOHAIH NPU MOHHWKCHHOM JABICHUH. KOHICHTPHPOBAHHY K0 BOAHY IO CMECh MOAKHCIIAUH 1
H mumonHoi#t kucnoroit 10 pH 2-3. OcakaeHHOS TBEPAOS BEMICCTBO OT(DIIBTPOBBIBATH U CYIIHIH IO BAKYYMOM C
nonyuenreM 1,31 r mpoaykra. 'H IMP (300 MI'n, JIMCO-de): & 2.23 (s, 3H), 6.43 (s, 2H), 7.20 (brs, 1H), 7.39-7.42
(m, 2H), 7.50-7.54 (m, 1H), 12.12 (br s, 1H); ESI (m/z) 236 (M+H)".

Cramgus 3: 2-(2-x70ppeHnn)-2-0kco3Tu 5-amuno-1-(3-proppernn)-3-metun-1H-mupazon-4 -kapbokcunar

JlaHHOE COeMHECHHUE IOIydaJH MO PEaKUHH MPOoMEXyTouHoro coeauncHus Craguu 2 (800 mr, 3,40 MMomb) C 2-
xnoppeHanunopomuaoM (935 mr, 4,08 mmomnb) ¢ mpumeHeHHEM (Topuma xams (296 mr, 5,10 MMOJIB) B CyXOM
JIM®A (8,0 mum) B cooTBeTCTBHU ¢ MeToaukoi, ommcanuoii B Crammu 4 IlpomexyrouHoro coemamueHus 1 ¢
noxydycnuem 1,1 r mpoxyxkra B Buae Macia. 'H SIMP (300 MI'u, CDCL): 3 2.38 (s, 3H), 5.39 (s, 2H), 5.48 (br s, 2H),
7.10 (t,J=8.7T'n, 1H), 7.32-7.41 (m, 3H), 7.42-7.48 (m, 3H), 7.67 (d, J = 7.8 T'u, 1H); ESI (m/z) 388 (M)".

IIpoMEKVTOUHOE COSTUHCHHUE 34

2-(2,6-muproppenmm)-2-0kco3THA S-aMuHO- 1-(3-(proppheHmn)-3-MeTra- 1 H-nmupazon-4-kapOoKCUiaT
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JaHHOE COCIWHECHHE NOJy4Yald IO peakuun S-aMuHO-1-(3-¢ropdenmn)-3-meTnn-1H-nupasor-4-kapOOHOBOMH
kucnoTsl (500 mr, 1,97 MMous) ¢ 2,6-mudropperammnopomumom (557 mr, 2,36 MMOIB) B MPUCYTCTBHH (PTOopHAa
kamas (172 mr, 2,96 mvoms) B JIM®PA (5,0 MiI) B COOTBETCTBHH C METOOHKOH, ommcanHoii B Crammum 4
TTpOMEKYTOUHOTO COETMHEHHA 1 ¢ mosydeHHeM 660 M MPOAYKTa B BHAE TBEpAOro BemecTsa. 'H AMP (300 MI,
CDCls): 3 2.38 (s, 3H), 5.25 (s, 2H), 5.50 (br s, 2H), 7.01 (t, J = 8.4 'y, 2H), 7.05-7.13 (m, 1H), 7.31-7.36 (m, 2H),
7.43-7.51 (m, 2H); ESI (m/z) 390 (M+H)™.

TTpoMeKVTOUHOE COSTHHCHHUE 35

2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMHHO-3 -MCTHI- | -(TupuAuH-2 -11)- 1 F/-mapason-4 -kapOokcuiat
F
R PeS

G/
JlaHHOE IPOMEKYTOUHOES COCAUHCHHE MOIYyYald MO PEAKUMH 5-aMHHO-3-MeTHI- 1 -(mupuaus-2-un)-1/7-nupa3zon-4-
KapOOHOBOH KHCIOTSHI ¢ 2-0poM-1-(2,6-mudropdermm)sranonom (1,1 1, 4,67 MMOIB) C IPUMEHCHAEM (PTOPHIA KATHS
(340 wmr, 5,83 mmomp) B cyxom JM®PA (8,5 ma) B COOTBCTCTBHH C MCTOAWKOMH, ommcaHHOW B Cragmm 4
TIpoMe:KyTOYHOTO coenunenus 1 ¢ nomydyenuem 1,08 r mpoaykra B BHae TBepaoro semectea. 'H SAMP (300 MI 1,
JIMCO-dg): 8 2.65 (s, 3H), 5.26 (s, 2H), 5.51 (br s, 2H), 7.24-7.29 (m, 3H), 7.67-7.83 (m, 4H).
ITpoMEKVTOUHOE COCTUHEHHE 36
2-(2,6-muroppermnm)-2-okcodTHa S-amuHO- 1-(3,4-mudropdhermn)-3 -merun- 1 //-nupazon-4-kapookcuuar
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JlaHHOE COeNMHCHHE IONyYadH MO peakuuu S-amuHO-1-(3.4-mudpropdenmn)-3-meTun-1/-nmupason-4-kapooHOBOH
kucnotsl (800 mr, 3,16 MMoums) ¢ 2,6-mudroppenanunopomunom (743 mr, 3,16 MMoap) B mpucyTcTBHH (hropuaa
kamug (275 wmr, 4,73 mmoas) B cyxom [IM®@A (8,0 M) B COOTBSTCTBHH C METOAWKOM, omucanHow B Cramum 4
TTpoMesKyTOYHOTO CoequHEHHUS 1 ¢ momyyeHueM 767 Mr mpoAyKTa B BHAE TBepaoro Bemectsa. 'H SIMP (300 MIw,
JIMCO-de): 8 2.22 (s, 3H), 5.27 (s, 2H), 6.53 (s, 2H), 7.28 (t, J = 7.8 ', 2H), 7.35-7.40 (m, 1H), 7.55-7.72 (m, 3H);
ESI (m/z) 408 (M+H)".

TIpomMerxkyTOUHOC CocaMHCHUE 37

2-(2-(prop-4-MeToKCH(PEHUT)-2-0KCOITHI S-amuH0-1-(4-propdenmn)-3-meTun-1//-nupa3oa-4-kapOokcuiar
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JlaHHOE COeTMHEHHUE MOJy YA H N0 peakiuu 2-0pom-1-(2-¢prop-4-metokcudpenmn)stanona (1,05 r, 4,25 mmos) ¢ 5-
amMuHO- 1 -(4-(rop permn)-3-meTrn-1H-nmupazon-4-kapoborHosoit kucinotoir (1,0 r, 4,25 MMOIB) C TPUMCHCHHEM
¢ropuna xamis (370 mr, 6,37 Mmmob) B cyxom JM®A (10 mi1) B COOTBETCTBHH C METOAUKOH, omrucaHHOi B Ctaauu
4 TIpOMEIKYTOYHOTO COSIMHCHHSA 1 ¢ moyYeHHEM 866 MT PoayKTa B BHAE TBepaoro semectsa. 'H SIMP (300 MT'w,
JIMCO-de): 3 2.28 (s, 3H), 3.88 (s, 3H), 5.36 (s, 2H), 6.40 (s, 2H), 6.95-7.05 (m, 2H), 7.36 (t,J = 9.0 T'y, 2H), 7.54-
7.59 (m, 2H), 7.88 (t, J = 8.7 ', 1H); ESI (m/z) 402 (M+H)".
IIpomexyToUHOE coeTuHEHHUE 38

2-(2-prop-4-meToxcu(peHnT)-2-0KCO3TII S-amuuo-1-(3,4-mudropdennn)-3-metun- 1 H-mupa3zon-4-kapookcuiar
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JlaHHOE IIPOME;KYTOUHOE COSANHEHHIE MOIYYaId MO peakimu 2-0pom-1-(2-prop-4-mMeTokcudermn)sranona (927 mr,
3,75 mMomnb) ¢ S-amuHO-1-(3,4-nudropdennm)-3-metnin- 1 H-tmpazon-4-kapdoHoBoH kucroToi (950 Mr, 3,75 MMOITB)
¢ mpuMcHeHHEM (propuna xams (327 wr, 5,63 mmoap) B cyxom [IM®A (10 M) B COOTBSTCTBHH C MCTOIHMKOM,
ommcanHo# B Ctamum 4 [TpoMexy TOUHOTO coeuHEHHS | ¢ mosyuyeHHeM 879 MT MpoIyKTa B BU/IE TBEPIOTO BEIECTBA.
H AMP (300 M, IMCO-ds): 3 2.28 (s, 3H), 3.88 (s, 3H), 5.36 (s, 2H), 6.53 (s, 2H), 6.94-7.05 (m, 2H), 7.39-7.42
(m, 1H), 7.59-7.65 (m, 2H), 7.88 (t,/=8.4 'y, 1H).
ITpomMexyTOUHOE coeauHEHHE 39
2-(2-xmop¢eHIT)-2-0KCOITHA S-aMUHO- | -MeTHII-3 <(Tpr(Top™MeTIIT)- 1 /7-MHpa30i-4 -kapOOKCHIAT
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Cragusa 1: Harpuii 3-mmano-4-s3tokcu-1,1, 1-rpurop-4-0kco0yT-2-¢H-2-0J1aT.
K nepemenmBaemoii cycnensuu Metamanueckoro Hartpus (1,18 r, 51,72 mmous) B sTanone (19 mun) npu KOMHATHOM
TEMIICPaType MCIVICHHO AOOABIIAUTH ST HuaHoaueTar (5,2 mit, 49,26 MMOJTB) B CMECh NICPCMCIIMBATH B TCUCHHC 1
yaca. K peaknunoHHO# cMecH 1o0aBumm 31Ul Tpudropanetar (7,0 T, 49,26 MMOIIb) H ICPEMEIIHBATH PH KOMHATHOH
TeMIeparype B TeucHue 3 yacoB. CMeCh YIapHBAIH IIPU MOHIDKCHHOM JABJICHHH U OCTaTOK PACTHUPATH C TEKCAHOM
(20 mur). PacTBOPHTEIb YIIAPHBAH O/ BAKYyMOM C moay4enuem 11,3 r mpoaykra B Buae macna. 'H SIMP (300 MI 1,
CD3;COCD3): 8 1.23 (t,J=6.9T1, 3H), 4.11 (q, J=6.9 'y, 2H).
Cragua 2: 31un-5-aMuHO- 1 -MeTHA-3 -(TpHpTOopMeTIIN)- 1 H-NTHpa30:71-4 -KapOoKkcHiIaT
K nepememmBacMoMy pacTBOpy mpoMexyTouHoro coeaumHeHms Crammu 1 (11,0 1, 47,59 Mmmomp) B
JuMeTHiakapoonate (90 mur) mpH KOMHATHOH Temmeparype modasisumu cyibdar mermwaruapasusa (13,72 r, 95,19
MMOJIb), MOJICKY JLIpHBIe cuta (12 r) u TpupTOpYKCYCHYIO KHCIOTY (3,64 Mi, 47,59 MMomb). PeakimoHHy0 CMech
KUIITHIN C OOPaTHBIM XOJOJWJIBHHKOM B TeucHHE HOuH. CMech OXNaKAAMM A0 KOMHATHOW TeMIEparyphl H
OT()HIBTPOBBIBATIH MOJICKY JIIPHbIC cUTa. PHIIBTPAT YIAPHBAIH IPH IMOHIKCHHOM JABJICHUH C MOJyueHHeM 3,87 T
HpOayKTa B BHAE TBepHOro Bermectsa. 'H SIMP (300 MI'u, CDCls): 8 1.32 (t,J = 6.6 T', 3H), 3.64 (s, 3H), 4.27 (q, J
=6.9In, 2H), 5.19 (brs, 2H).
Cranus 3: 5-amuHO-1-Metun-3 -(tpudropmernin)-1/7-nupazon-4-kapOOHOBAs KUCIOTA
K mepememmBacMoMy pacTBOpY mpoMeKyTouHOro coeauHenus Cramuu 2 (3,8 T, 16,02 Mmmons) B sranose (16 mi)
J00aBIsH BOJHBIN pacTBOp ruapokcuia kamus (2,0 M, 16 v, 24,03 MMOJb) B CMECh KUIATHIM C OOPAaTHBIM
XOJIOAUIBHAKOM B TCUCHHEC HOYH. PCaKIMOHHYIO CMECh OXJIKIATH 10 KOMHATHOW TEMIEPATYPhl, YIAPHBAIH IPH
MOHWYKCHHOM JABJICHUH H OCTATOK pa30asysuta Bomoi (5,0 mum). Boanyro cMech moakucsumy 1 H muMoHHO# KUCTOTOH
10 pH 3-4. Oca’kIeHHOE TBEPAOE BEMIECTBO OT(HILTPOBBIBATIH H CYINHIH C TONyYeHHeM 2,3 T npoaykra. 'H SMP
(300 MI', AIMCO-de): 3 3.60 (s, 3H), 6.53 (s, 2H), 12.40 (s, 1H).
Cranus 4: 2-(2-xnopQeHm)-2-0KCo3THI 5-aMuHO - 1 -MeTH-3 -(Tpu(pTopMeTHIN)- 1 H-nTHpa30a-4-kapOoKcuiaT
K mepeMenmBacMoMy pacTBOPY mpoMeskyTouHOro coeauHeHua Cragun 3 (900 wmr, 4,30 mmomp) B IM®PA (9,0 mim)
TIpY KOMHATHOH Temmeparype nodasmum 2-6pom-1-(2-xmopderunm)staroH (1,2 T, 5,16 mmons) u propux xamas (375
MT, 6,45 MMOITB). CMECH IEPEMCIIIMBAIH B TCUCHHC HOYH MPH KOMHATHOH TeMIieparype. PCakImoHHY 0 CMECh TaCHITH
Bomoit (20 mm). OcakaCHHOC TBSPAOC BCHICCTBO OT(MIBTPOBBIBAA W CYIIHIH TOX BaKyyMoM. HeouwmieHHOC
COCAMHCHAC OYMINATH KOJOHOYHOH Xxpomarorpadueii Ha cmmmkarene ¢ momyucHHeM 1,03 T yKa3aHHOTO
HPOMEKYTOTHOTO COCTHHCHHUS B BHAC TBEpAOro Bemectra. ‘H SIMP (300 MI'n, IMCO-ds): & 3.63 (s, 3H), 5.38 (s,
2H), 6.72 (s, 2H), 7.44-7.55 (m, 1H), 7.59 (d, /=3.9 'y, 2H), 7.80 (d, /= 7.8 T'w, 1H).

IIpomexyTouHoe coeauneHue 40
2-(2-dpropdenmm)-2-0kco3THa S-aMuHO- 1 -MeTHI-3 ~(TpHpTOpMETIIN)- 1 /{-TTHpa301-4-KapOoKcHiaT

N7"NH,
H,C

JlaHHOE COCIMHEHWE NONYYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudropmernn)- 1 /-nupason-4-kapOOHOBOH
kucaoTHI (500 Mmr, 2,39 MMmoIts) ¢ 2-0pom-1-(2-¢propdpeHmm)sTanoHOM (622 MT, 2,86 MMOJTh) C TPHMCHCHHEM (propHIa

kamug (208 wmr, 4,30 mmoas) B cyxom [IM®PA (5,0 M) B COOTBCTCTBHH C MCTOAWKOMW, omucanHoW B Cragum 4
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TIpOMEIKYTOMHOTO COCTUHEHHES 1 ¢ moaydeHHEM 642 MT OPOAyKTa B BHAE TBEpAOro Bemectsa. 'H SIMP (300 MIm,
JIMCO-ds): 0 3.64 (s, 3H), 5.40 (s, 2H), 6.72 (s, 2H), 7.35-7.47 (m, 2H), 7.67-7.75 (m, 1H), 7.90 (t, /=7.2 'y, 1H).

TIpomMeskyTOUHOC coeauHCHHUE 41

2-(4-dropdenmn)-2-0kco3THa S-aMuHO-1-MeTHI-3~(TpHpTOpMETIIN)- 1 -TTHpa301-4-KapOoKcHiIaT

ﬁf‘ﬂ/@

NH,

,.,

JlaHHOE COCIMHEHHE NONyYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudpropmerin)- 1/ -nmupason-4-kapOOHOBOH
kucnoTsI (500 Mr, 2,39 MMouIb) ¢ 2-6poM-1-(4-propdeHnm)3TaHoHoM (622 Mr, 2,86 MMOJIb) C IPHMEHEHUEM (ropHIa
xamiga (208 wmr, 3,58 mmoap) B cyxom JIM®PA (5,0 M) B COOTBETCTBHH C MCTOIUKOMH, ommcaHHOH B Cragnu 4
TIpOMEIKYTOUHOTO COSTMHEHHSA 1 ¢ MoTyYeHHEM 622 MT IPOAYKTA B BHAE TBEpHOro semectsa. 'H SIMP (300 MIw,
JIMCO-de): 8 3.64 (s, 3H), 5.58 (s, 2H), 6.71 (s, 2H), 7.41 (t, J = 8.7 I'rt, 2H), 8.04-8.10 (m, 2H).

ITpoMEKYTOUHOE COSTUHEHHUE 42

2-(4-xmopQeHmT)-2-0KCOITHA S-aMHHO- 1 -MeTHI-3 ~(Tpu(pTOp™METH)- 1 H-MTHpa30.1-4 -kKapOOKCHIAT

oD

NH2
H3C

JlaHHOEe COeqUHECHHE IIONYyYalIH IO PEaKIMH S-aMHHO-1-MeTwi-3-(TpupTopMeTii)-1/-nupa3on-4-kapOoHOBOH

kucioTsI (500 mr, 2,39 MMOB) C 2-0poM-1-(4-xmopdeHnT)3TaHOHOM (669 MT, 2,86 MMOJTB) C IPUMEHEHUEM (PpTOPHIAA

kamus (208 wmr, 3,58 mmoap) B cyxom [IM®PA (5,0 M) B COOTBCTCTBHH C MCTOIUKOM, omucanHoW B Cramuu 4

TTpOMEKYTOYHOTO COEMMHEHHs 1 ¢ moay4eHHeM 760 MI MPOAyKTa B BHAE TBepAoro semectra. 'H SIMP (300 MI'w,

JIMCO-ds): 6 3.63 (s, 3H), 5.57 (s, 2H), 6.71 (s, 2H), 7.64 (d, J = 8.4 I'u, 2H), 8.00 (d, /=8.7 ', 2H).
IIpomekyTOUHOE CoeIUHEHUE 43

2-(2-xmop-4-propPeHIT)-2 -0KCOITHIT 5-aMAHO-1 -MeTHI-3-(TprudTOp™METHN)- 1 [ -TTHPa301-4-KapOOKCHUIAT

5 AT
7 O
N;\Lﬁ;z 0 «l

HsC
JaHHOE COCIMHEHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudropmerni)- 1 /-nupason-4-kapOOHOBOMH
kucoTsI (600 Mr, 2,86 MMOb) € 2-0poM-1-(2-xmop-4-proppermn)sranorom (866 mr, 3,44 MMOIIB) C TPUMCHECHHEM
¢ropuma kamusg (250 mr, 4,30 mymois) B cyxoMm JJM®@A (6,0 Mi1) B COOTBETCTBHH ¢ MCTOAUKOI, onucanuoii B Craaun
4 TIpOMESKYTOYHOTO COeUHCHHSA | ¢ momyueHHeM 722 Mr IIPOAYKTa B BHZE TBEpaoro Bemectsa. 'H SIMP (300 MI'1,
JIMCO-de): 8 3.63 (s, 3H), 5.38 (s, 2H), 6.72 (5, 2H), 740 (t, /=63 T, 1H), 7.62 (d, J=6.6 'y, 1H), 7.93 (t, /= 6.6
I'u, 1H).

IIpomMeskyToUHOE coeTMHCHUE 44

2-(2-xm0p-6-pToppeHIT)-2 -0KCOITHT S-aMAHO-1 -MeTHI-3-(TprupTOop™MeTHN)- 1 [ -TTHPa301-4-KapOOKCHIAT

F
F,C O
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JlaHHOE COCIMHEHWE NONYYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudropmernn)-1/-nupason-4-kapOOHOBOH
kucnoTsI (700 mr, 3,34 Mmons) ¢ 2-6poM-1-(2-xn0p-6-propdernm)sranonom (1,0 r, 4,01 MMOIB) C IPUMECHEHHEM
¢ropuma kamus (291 mr, 5,02 mvmois) B cyxoMm JJM®@A (7,0 Mi1) B COOTBETCTBHH ¢ MCTOAMKOH, onucanuoii B Craaun
4 TIpOMEIKy TOUHOTO COeMHEHHs | ¢ IoyueHHEM 567 MT MPOAyKTa B BHAE TBEPAOTO BemecTsa. 'H SIMP (300 M1,
JIMCO-dg): 8 3.62 (s, 3H), 5.26 (s, 2H), 6.73 (s, 2H), 7.32-7.50 (m, 1H), 7.55-7.65 (m, 2H).

TIpoMe:KyTOUHOC COSTHHCHHUE 45

2-(3-xnoprupuAnH-4-11)-2-0KCO3THI S-aMuHO- 1 -MeTmn-3-(Tpudropmerin)- 1 //-mupazon-4-kapOokcunaT

FC Q Z N
N NH, O

H5C
JlaHHOE COCIMHEHHWE TONyYald IO PEaKIMH S5-aMHHO-1-MeTwi-3-(Tpudropmernin)- 1/ -nmupa3on-4-kapOoHOBOH
xucaoTs (1,0 1, 4,78 mmoup) ¢ 2-0pom-1-(3-xmopmupuaus-4-un)stranosoM (2,12 r, 4,78 MMO0JIb) C IPHMCHECHUEM
TpudTHIamMuHa (2,0 M1, 14,34 MMOJB) B atieToHUTpUIIC (24 MIT) B COOTBETCTBUH C METOAUKOH, onucanHoi B Ctaxuun
4 TIpomexky TOUHOTO coenuHenus 1 ¢ monyuenuem 1,06 r mpoaykTa B Brae TBepaoro semectsa. 'H IMP (300 MIw,
JIMCO-de): & 3.62 (s, 3H), 5.40 (s, 2H), 6.73 (s, 2H), 7.75-7.78 (m, 1H), 8.70-8.72 (m, 1H), 8.81 (s, 1H).

ITpoMEKVTOUHOE COSTUHECHHUE 46

2-(2-(rop-4-MeTOKCH(ECHIUIT)-2-0KCOSTHII 5-aMHHO- 1 -MeTHI-3 ~(TpUTop™MeTHIT)- 1 /H-nHpa30.1-4-KapOOKCHIaT

OCH
B i /YQ/ 3
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JaHHOE COCIMHCHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudpropmerni)- 1 H-nupa3on-4-kapOOHOBOMH
kucaoTel (950 wmr, 4,54 mMomp) ¢ 2-Opom-1-(2-prop-4-meTokcu(peHmm)dTaHOHOM (1,34 1, 545 MMOmB) C
mpuMcHeHHEM (ropuaa xamad (396 mr, 6,81 mMoms) B cyxom JJM®A (10,0 M) B COOTBETCTBHH C MCTOJHKOM,
ommcanHo# B Craguu 4 [TpomexyTouHOTO coeauHeHu: 1 ¢ monyuyerueM 1,01 r mpoaykra B BHAC TBEPAOTO BEILECCTBA.
'H AMP (300 MT', IMCO-ds): & 3.64 (s, 3H), 3.87 (s, 3H), 5.41 (s, 2H), 6.72 (br s, 2H), 6.94-7.04 (m, 2H), 7.88 (1,
J=8.7Tn, 1H); ESI (m/z) 377 (M+H)".
IIpomexyTouHOE coeauHeHueE 47

2-(2-xm0p-4-MeTOKCH()CHILT)-2-0KCOITHIT 5-aMHHO-1 -MeTHI-3-(TpruTOopMeTHN)- 1 H-MTHPa301-4-KapOOKCHUIAT

7 0

N;I:Hz 0 Cl
H;C
JlaHHOE COeIMHEHWE NONYYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudropmernn)- 1 /-nupason-4-kapOOHOBOH
kucaoTel (900 wmr, 4,30 mmoms) ¢ 2-6pom-1-(2-xmop-4-metokcupermn)sranonom (1,13 1, 4,29 mmomp) ¢
mpuMcHCHHEM (propuaa kamus (375 mr, 6,44 mmMoms) B cyxom JIM®A (9,0 M) B COOTBSTCTBHH C MCTOJHMKOH,
ommcanHo# B Ctaaum 4 [TpoMeXy TOUHOTO COeIUHEHHSA | ¢ mosTy4eHHEM 256 MT MPOyKTa B BU/IEC TBEPJOTO BEIECTBA.
H AMP (300 MT'u, IMCO-de): 3 3.63 (s, 3H), 3.82 (s, 3H), 5.40 (s, 2H), 6.71 (s, 2H), 7.04-7.07 (m, 1H), 7.16 (s,
1H), 7.89 (d, J = 8.4 T'u, 1H); APCI (m/z) 392 (M+H)".
ITpoMeKVTOUHOE COCAUHEHHE 48

2-(2-x70P-5-MeTOKCH()CHILT)-2-0KCOITHIT 5-aMHHO-1 -MeTHi-3-(TpruTopMeTHn)- 1/ -mHpa3oa-4-KkapOoKCHIaT
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JlaHHOE TTPOMEKYTOYHOE COCAMHCHHE MOIYYaId M0 PEakIuH S-aMuHO-1-MeTrir-3-(Tpudropmerin)-1 //-mupazon-4-
kapOouoBoit kucaoTsl (1,0 T, 4,78 MMomB) ¢ 2-0pom-1-(2-xmop-5-merTokcuperun)rtanornom (1,8 1, 4,78 Mmoup) ©
mpuMcHeHHEM (propuaa kamusa (416 mr, 7,17 mMomp) B cyxoMm JM®A (10 M) B COOTBETCTBHH C MCTOIMKOH,
ommcanHo# B Ctazuu 4 TIpomeskyToUHOTO coenuHeHu 1 ¢ mosrydyeHneM 1,2 T mpoayKTa B BHJE TBEPAOTO BEIECCTBA.
H AMP (300 My, AIMCO-de): & 3.63 (s, 3H), 3.81 (s, 3H), 5.39 (s, 2H), 6.72 (br s, 2H), 7.14-7.18 (m, 1H), 7.30-
7.32 (m, 1H), 7.48 (d, J = 8.7 'y, 1H).

TIpomMeskyTOUHOC CocaMHCHUE 49

2-(2,5-auxnop(peHm)-2-0KCOITHN S-aMUHO-1-MeTHI-3-(TpuTopMeTmn)- 1/ -mupa301-4-KkapOOKCHIIAT.
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JlaHHOE COCTMHECHHUE MOJyYaIH MO peakuuu 2-0pom-1-(2,5-guxnopdenmn)sranona (1,27 r, 4,76 Mmmonb) ¢ S-aMuHO-
1-meTmn-3-(rpupropmeri)-1/7-nmupa3on-4-kapbonopoit kucinoroi (1,0 r, 4,78 MMOIb) ¢ MpUMEHEHHEM (ropHaa
Kamus (416 mr, 7,16 mMoas) B cyxom [IM®A (10,0 mMi1) B COOTBETCTBHH C MCTOAMKOM, omucaHHo#l B Craguu 4
TpoMeskyToUHOTO coeauneHus 1 ¢ monyuennem 1,12 r mpoaykra B Buae TBepaoro Bemectsa. 'H SIMP (300 M,
JIMCO-dg): 8 3.63 (s, 3H), 5.38 (s, 2H), 6.73 (s, 2H), 7.60-7.67 (m, 2H), 7.89 (s, 1H).

TIpoMesxkyTOUHOE cCoeTMHCHUE S50

2-(2,4-AuMETOKCH(CHIIT)-2 -OKCOATHI S-aMHHO- 1 -MeTHI-3-(TpupTOpMeTHI)- 1 H-TIHPa301-4-KapOOKCHIIAT.

F3 C O YQ/ OCH3
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T
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JlaHHOE COCIMHCHWE NONYYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudpropmernin)- 1 /H-nupason-4-kapOOHOBOMH
kucaoTHI (750 Mr, 3,58 MMoB) ¢ 2-06poMm-1-(2,4-mametokcupermn)sranorom (1,11 1, 4,30 MMOITB) C TPUMCHCHHCM
TpusTHIAMIHA (545 Mr, 5,38 MMop) B aneroruTpriie (10 MII) B COOTBETCTBHE ¢ MCTOIUKOM, omucanHoi B Ctaaun
4 TIpoMeKy TOUHOTO coeuHenns 1 ¢ momydeHreM 940 Mr npoaykTa B BHAE TBEpAOro BemecTsa. 'H SAMP (300 MI1,
JIMCO-dg): 8 3.63 (s, 3H), 3.87 (s, 3H), 3.96 (s, 3H), 5.28 (s, 2H), 6.68-6.71 (m, 4H), 7.80 (d, J = 9.0 T', 1H); ESI
(m/z) 388 (M)*.
IIpomexyTouHOE coeauHeHue 51
2-(4-xm0p-2-proppeHIT)-2 -0KCOITHIT 5-aMAHO-1 -MeTHI-3-(TprpTOop™MeTHN)- 1 [ -TTHPa301-4-KapOOKCHIAT

F 1
N \m, O
H;C 2
JlaHHOE TTPOMEKYTOYHOE COCAMHCHHE MOIYYaId M0 PEakIH S-aMuHO-1-MeTrir-3-(tpudropmern)-1 //-mpazon-4-

KapOoHoBo# kmcmotsl (1,0 1, 4,78 MmMoup) ¢ 2-6pom-1-(4-xmop-2-¢propdenmn)sranonom (1,2 1, 4,78 Mmomb) C

mpuMcHeHHEM (ropuaa kxamusa (416 mr, 7,17 mMomp) B cyxom JM®PA (10 M) B COOTBETCTBHH C MCTOJHKOM,
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ommcanHo# B Ctaznu 4 TIpomeskyToyHOTO coetnHeHH 1 ¢ mosydyeHneM 1,3 T mpoayKTa B BH/C TBEPAOTO BEIIECCTBA.
'H AMP (300 MT'u, JIMCO-ds): 8 3.63 (s, 3H), 5.39 (s, 2H), 6.72 (s, 2H), 7.50 (d, J = 8.4 T, 1H), 7.72 (d, J = 9.0
I'y, 1H), 7.92 (1, J = 8.4 I'u, 1H); ESI (m/z) 402 M+H)".

ITpOMEKYTOUHOE COCAUHEHHE 52

2-(4-METOKCH(PCHIT) -2 -0KCOITHA S-aMIHO- 1 -MeTHI-3 -(Tpr(pTOp™MeTIIT)- 1 [ -IHpas01-4-KapOoKCcHIaT

FsC O pOCH3

N O
me N

JlaHHOE TTPOMEKYTOYHOE COCAMHCHUE MOIYYaIH MO PEakUuu S-aMuHO-1-MeTun-3-(Tpudropmern)-1 /-nupazon-4-
kapOoHoBO# KucioTel (2,0 T, 9,56 Mmomb) ¢ 2-O6pom-1-(4-mMeTokcu(peHmm)sTaHoHOM (2,2 T, 9,56 MMOIB) C
npuMcHeHHEM (propuma kamusa (833 mr, 14,34 mmons) B cyxom JM®A (20 M) B COOTBETCTBHH C MECTOIHKOH,
onucanHo# B Cragun 4 ITpoMexyTouHOTO coequHeHuU: 1 ¢ mosyyeHueM 2,31 r mpoaykra B BUAC TBEPAOTO BEIIECTBA.
H AMP (300 MT'y, IMCO-de): & 3.64 (s, 3H), 3.86 (s, 3H), 5.53 (s, 2H), 6.72 (s, 2H), 7.09 (d, J = 9.0 Ty, 2H), 7.97
d,J=9.0Tm, 2H).

ITpoMEKYTOUHOE COSTUHEHHE 53

2-[4-(1 H-umuaazon-1-um) peHmn] -2 -0KCo3THI 5-aMHHO- 1 -MeTHII-3 ~(TpudTopMeTHIT)-1/7-1Hpa30.1-4-KapOOKCHIIAT

N
4 i /p
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JaHHOE COCIMHCHWE NONYYald IO PEaKIMH S5-aMHHO-1-MeTmi-3-(Tpu(propmernin)- 1 H-nupa3on-4-kapOOHOBOMH
kucaoTel (1 1, 4,78 MMoms) ¢ ruapoOpomuaoM 2-0pom-1-[4-(1H-umuna3on-1-wr)denmn]stanona (1,65 r, 4,78
MMOJb) C NMpUMEHEHHEM TpusThiaamuHa (5,33 mu, 38,24 MMmonb) B aneroHutpuie (24 M) B COOTBETCTBHH C
MetoaukoH, onrcanHO# B Cragmm 4 ITpomexyTouHOro coeawHCHHs 1 ¢ mosyueHHeM 286 Mr MpPOAyKTa B BHIC
tBepaoro Bemectra. 'H AMP (300 MI', IMCO-de): & 3.64 (s, 3H), 5.62 (s, 2H), 6.73 (s, 2H), 7.16 (s, 1H), 7.88-7.93
(m, 3H), 8.13 (d, /= 8.7 'y, 2H), 8.47 (s, 1H).

TIpoMesKkvTOUHOE COSTHHCHUE 54

2-0KcO-2-(MAPUIUH-4-HT)ITHI 5-aMAHO- | -MeTHI-3~(Tpu(pTOpMETHN)- 1 H-TIHPa301-4-KapOOKCHIIAT.

"G Ao
Né\lﬁko 0 S
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H;C
JlaHHOE COCIMHEHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudropmernin)- 1 //-nupason-4-kapOOHOBOH
kucaoTel (600 mr, 2,86 MMomp) ¢ 2-Opom-1-(mmpuauH-4-mwn)sTanoHoM (803 wmr, 2,86 MMOJB) ¢ MPUMCHCHHCM
TpusTHIAMuHA (3,2 M1, 22,95 MMoms) B atieToHUTpIIIC (15 MIT) B COOTBSTCTBHH ¢ MCTOAMKOH, onmcaHHOH B Ctaaun
4 TIpOMESKYTOYHOTO coequHCHHA | ¢ monyueHueM 358 Mr mpoaykTa B BhzE TBepaoro semectsa. 'H SIMP (300 MI 1,
JIMCO-dg): 8 3.63 (s, 3H), 5.61 (s, 2H), 6.73 (s, 2H), 7.85 (d, /= 5.7 T', 2H), 8.85 (d, /= 6.0 I'zy, 2H).

ITpoMEKVTOUHOE COCANMHEHHE 55

2-(2-xmoppeHI)-2-0KCOITHT S-aMUHO-3-3THII- | -MeTHA-1 //-mipa3o -4 -kapOOKCHIAT
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Cramus 1: OTHi 2-1iHaHo-3-3TOKCHIIEHT-2 -€HOAT
K mepememmBacmMomy pacTBopy 3THa mua”oauerara (6,0 r, 53,04 Mmmoib) B yKCyCHOM aHruapuzae (60 mm) mpu
KOMHATHOH TeMmieparype no0asmsuiu TpudTHiopronponuoHar (11,73 i, 58,34 MMOIb) M PEaKIMOHHYIO CMEChH
Harpesanu npu 140 °C B TeueHue Houn. CMech yNMapHBA M NPH MOHWKCHHOM JaBicHHU. [10JydeHHBIH OCTAaTOK
OUHMIIAIH KOJOHOYHOI XpoMaTorpaueii Ha CHIIMKATEIC ¢ TOJIyuCHHEM 5,1 T IPOAYKTA B BHAC BA3KOM sKHAKOCTH. 'H
SAMP (300 MI', CDCls): 8 1.19 (t,J=7.8Tn, 2H), 1.30 (t,J=7.2Tu, 2H), 1.42 (t, J=7.2T1, 2H),2.99(q,J=7.8
I'm, 2H), 4.21 (q,J=7.2T1, 2H), 4.31 (q, /= 7.8 'y, 2H).
Cragua 2: 31un 5-aMuHO-3-3TWI-1-MeTHI-1 /7 -mupazoi-4-kapOoKkcuiaT
JlaHHOE COCAMHCHME MOJNYYalTH IO PEaKUuH IPOoMeKyTouHoro coemuHeHmsa Cramum 1 (2,7 1, 13,68 mMMomb) C
MeTuaTHApazuHoM (742 mi, 13,68 MM0IIb) B CyXOM 3TaHOJIC (27 MII) B COOTBETCTBHU C MECTOJUKOM, ONMHCAHHOH B
Cramuu 2 TIpomexyTo4HOTO coequucHus 1 ¢ momydenuem 1,71 r mpoaykra B Buae macia. ‘H SIMP (300 MI'w,
CDCl3): 8121 (t,J=7.8T, 2H), 1.35(t,J=72Tn, 2H), 2.75(q,/ = 7.8 Ty, 2H), 3.58 (s, 3H), 428 (q, /=78 'y,
2H), 5.04 (br s, 2H).
Cranus 3: 5-amuHO-3-3THI-1-MeTHi- 1/ -iupa3071-4 -kapOOHOBAA KHUCIOTA
JlaHHOE COoeaMHEHHE MOIYYAIH II0 PEaKIHU THAPOJIH3a CI0KHOTO 3(hHpa MpoMesKyTouHOro coenuneHus Cranuu 2
(1,7, 8,61 MMOIB) C MPUMEHEHHEM BOAHOTO pacTBopa ruapokcuaa kamus (2,0 M, 6 mu, 17,23 Mmmoutp) B 3TaHoe (17
MJI) B COOTBETCTBHH ¢ METOUKOH, onmucanuoi B Ctaguu 3 TIpomexyTounoro coequueHus 1 ¢ moayueHueM 1,51 ¢
npoaykra B Buae Macna. 'H SIMP (300 MI'n, CDCl3): 8 1.18 (t,J = 7.8 T, 2H), 2.51 (q, J = 7.8 'y, 2H), 3.60 (s, 3H),
5.86 (br s, 1H), 12.40 (s, 1H).
Cramus 4: 2-(2-x710p(peHUT)-2-0KCOITHI 5S-aMUHO-3-3THI- 1 -MeTHi-1 H-mtupaso -4 -kapOoKkcuiat
JlaHHOE COeTMHEHHE MOy YaIi 0 peakuuy mpoMexxyTouHoro coeauHernus Craxuu 3 (1,5 r, 4,30 Mmmonb) ¢ 2-OpoMm-
1-(2-xmopdermm)sranonom (2,48 r, 10,61 mmoms) ¢ mpumeHerneM (ropuaa kamus (780 mr, 13,30 MMOIB) B CyXoM
JIM®A (15,0 M) B COOTBSTCTBHH C MCTOAMKOH, omucanHoW B Crammm 4 IIpoMeKyTOWHOTO COCOWHCHHA 1 ¢
HOIyYeHHEM 650 MI POAYKTa B BHAE TBEpAOro Bemectra. 'H SIMP (300 MI'y, IMCO-ds): 8 1.24 (t, J=9.0 T, 3H),
2.70 (q,J =9.0 T'w, 2H), 3.55 (s, 3H), 5.09 (s, 2H), 5.33 (s, 2H), 7.30-7.50 (m, 2H), 7.64 (d, J=7.8 'y, 2H).

ITpoMexyTOUHOE COCTUHEHHE 56
2-(2-xmop¢peHm)-2-0KCOITHNA 3-aMHHO-5-(2-(pTopOeH3mn)-1-Metra-1H-mupazon-4-kapOookcuiar.

Cranua 1: 3run (27)-2-muaHo-4-(2-gpropdennn)-3 -ruapokcudy -2 -eHOAT

K mepememmisacmomy pacteopy (2-¢propdeHum)ykcycHol kucnaoTsl (5,0 r, 32,44 mmoms) B quxmopmerane (50 M)
mpu 0 °C nobasmamm okcamuaxiaopun (4,2 v, 48,61 MMOIIb) H PCAKIHOHHYE) CMCCh MICPSMCIIIMBAH PH KOMHATHOH
TEMIIEPATYPE B TCUCHHUE 3 YACOB. PEaKIIMOHHYKO CMECh YIIAPHBAJIM NPU MOHUKCHHOM JABICHUH C MOTyUCHHEM (2-
¢roppermmancTuxiopuaa (5,6 r, 32,45 mmoins). K mepememmsaemoii cycnieH3un ruapuaa Hatpus (60 % mac/mac,
2,6 T, 64,88 mvoip) B TT® (15 mur) modasmsm 3tra nraHoaneTar (3,46 mir, 32,53 MMOITB) H CMECh TICPSMCIITHBATTH
pu KOMHATHOH TeMmepaType B TeueHue 1 yaca. Cvecs oxnmakaam 10 0 °C 1 k peaknquoHHOH cMecH 100aBsumy (2-

¢roppernmanermmxmopun (5,6 r, 32,45 mmons). CMech nepeMeIIMBaIM P KOMHATHOH TEMIIEparype B TCUCHHUE
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Houu. PeakimonHy 0 cMech racuimi 2 H ceproit kucnotoit 7o pH 2-3. BogHy!o cMeCh SKCTParupoBaiy 3THAALETATOM
(2 x 300 M) m OOBCAMHECHHBIC OPTaHMYCCKHE CJIOM CYHIHNIH HAA cyib(daroMm Harpusa. PactBop ymapusaim mpu
TIOHIKCHHOM JIABJICHHU W OYHINAIN KOJIOHOYHOH Xpomartorpadueii Ha CHuMKaresne ¢ nmoiay4eHneM 7,02 T mpoaykra B
BHzE TBepaoro Bemectsa. 'H IMP (300 MI'u, CDCls): 8 1.37 (t, J = 6.9 T'u, 3H), 3.98 (s, 2H), 4.36 (q, J = 6.9 'y,
2H), 7.09-7.16 (m, 2H), 7.26-7.33 (m, 2H), 13.74 (s, 1H).
Cragusa 2: Otun 3-xa0p-2-unaHo-4-[2-(¢propmernn)peHmn|0yT-2-cHOaT
K nepememmBaemoMy pacTBopy 31w 2-1maHo-4-(2-¢propdennn)-3-ruapokcudyr-2-enoara (5,7 r, 22,88 Mmoin) B
quxjaopMeTane (57 MiT) mpu KOMHATHOH TeMIepatype mo0aBmum okcuxiaopux gochopa (2,3 v, 25,16 MMOIb) U
TpusTHIaMuH (4,78 M, 34,32 MMomb). PeakunonHy1o cMech Harpesaau npu 50 °C u nmepememmBaiu B TeucHue 18
4yacoB. PeakImMOHHYI0 CMECh OXJQKAAMH A0 KOMHATHOH TEMIEPAaTypsl M TACHJIHM HACHICHHBIM PAacTBOPOM
rugpokapoonaTa Hatpus (200 mur). Croit OTACTATH 1 BOAHBIH CIIOH 3KCTparupoBatu AmxyopMetanoM (3 x 250 mr).
Opranmueckuii cioi cymmm Hax O€3BOJHBIM CYJIb(aTOM HATPHUsA, (HIBTPOBAIH U YINAPHBATH NPU MOHIKCHHOM
JapycHuH. [TomydeHHBIH OCTaTOK OYMIIANH KOJIOHOYHOH Xpomarorpadueil Ha cuimkareie ¢ mojydeHueMm 1,96 r
OpoAyKTa B BHAE BA3Koit sxuakocTu. 'H AIMP (300 MI'y, CDCls): & 1.39 (t, J=6.9 T'n, 3H), 4.38 (q.J = 6.9 ', 2H),
4.56 (s, 2H), 7.08-7.15 (m, 2H), 7.21-7.32 (m, 2H).
Cragus 3: Otun 3-amuHO-5-(2-(TopOeH3mN)- 1 -MeThII- 1 H-iupazo-4-kapOokCuiaT
JlaHHOE CoeMHEeHHE MOy Yaly II0 PEAKIHH IPoMexyTouHoro coeauHeHus Ctamuu 1 (1,0 1, 3,73 MMOJIB) ¢ BOXHBIM
pactBopoM MeTmaruapaszuHa (86 %, 800 mxi, 3,73 mmois) B 10 % BOgHOM pacTBOpe ruapokcuaa Hatpus (10 mn) B
COOTBETCTBHUH C METOANKOM, onmucanHo# B Ctaquu 2 [TpoMe)KyTOUHOTO coequHEeHNU 1 ¢ moayyeHueM 1,2 r npoaykra
B Buze Macina. CoOeqHHECHUE HCIIOIB30BAIH B CICAYIOMICH cTaaun 0€3 OUHMCTKH HIIH ONHCAHUS.
Cranus 4: 3-amus0-5-(2-propben3mn)-1-merui-1/7-nupa3on-4-kapOoHOBaAsA KUCIOTA
JlaHHOE COCTMHCHHE MOy H MO PEaKIHU THAPOJH3A CI0KHOTO Y(PHpa MPOMEKyTOUHOTO coeauucHus Craxuu 3
(1,18 1, 4,25 MMOJTb) C IPUMEHEHUEM BOJHOTO pacTBopa ruapokcunaa kamus (4,0 v, 6,38 mmoutp) B 3Tanoe (4,0 vi)
B COOTBETCTBHH C METOIMKOH, omucaHHo#l B Cramuu 3 IIpomexxyTouHoro coequHeHus 1 ¢ moayueHueM 730 mr
HpOAyKTa B BHAC TBEpAoro Bemecta. 'H SIMP (300 MI', IMCO-ds): 8 3.60 (s, 3H), 4.27 (s, 2H), 6.90 (1, J = 7.2
Iy, 1H), 7.08-7.26 (m, 5H).
Cramusa 5: 2-(2-x70p(peHUT)-2-0KCOITHI 3 -aMHHO-5-(2-(pTopOeH3MN)- 1 -MeTHII- 1 H-ripa3on-4-kapOokcuiaT
JlaHHOE COCAMHECHHE TOTYHAITH IT0 PEAKIHH MPOMEKy TOUHOTO coenuHeHns Craauu 4 (730 mr, 2,92 MMoutp) ¢ 2-0pom-
1-2-xnmopdermn)sranorom (683 mr, 2,92 MMOJB) C MpuUMEHCHHEM (propuaa kamus (255 mr, 4,39 MMOTIB) B CyXoM
JIM®A (7,0 mu1) B COOTBSTCTBHH ¢ MeToamkol, ommcaHHOH B Ctagmum 4 TIpoMe:KyTOWYHOTO COCOWHCHHA 1 ¢
noaydcHHeM 446 MT IPOAYKTA B BHAE TBEpAOro BemecTsa. 'H SIMP (300 MI', CDCls): & 3.63 (s, 3H), 4.32 (s, 2H),
5.37 (s, 2H), 7.04-7.23 (m, 3H), 7.22-7.25 (m, 1H), 7.33-7.42 (m, 3H), 7.63 (d, J=7.2 T'w, 1H).

IIpomMexyToUHOE coeauHeHue 57
2-(2-xmopdeHm)-2-0KCO3THNA 3-aMUHO-5-(4-(proppeHmn)-1-meTrn- 1 H-mmpas3on-4-kapOoKCHaaT

Cragusa 1: 3tun 2-mmuano-3-(4-¢ropdennn)-3-rugpoKcHnpon-2 -eHoat
K mnepememmBacmMoMy pacteopy 4-¢ropbOemnzoiinoii kuciotrer (20 r, 14273 mmons) B IM®PA (5,0 mMn) u

muxaopmerade (200 mor) mpu 0 °C mobasnamm okcammmxmopun (25 v, 285,46 MMOIIB) H PCAKIHOHHYH) CMECh
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TIepeMEIINBAIN TIPH KOMHATHOH TEeMIIepaType B TCUCHHE 5 yacoB. PacTBopuTens ymapuBaad IPH MOHMKCHHOM
maneHnn. Ocratok paszdasmum TonyosnoM (300 mur). K cmecw nmpu KOMHATHOH TeMmmeparype I00aBisUTH 3THI
muanoauetat (8,07 r, 71,30 mmoms) u TpuaTuinamuH (20 v, 142,73 mmoms). CMeCh ICPEMCIIHBATH B TCUCHHUE HOYH
IIpy KOMHATHOH Temneparype. PeaknnoHHy0 cMech pa30asisum BoAoi (300 MiI) B SKCTparupoBaid STHUJIAICTATOM
(2 x 300 mum). Oprasuueckuii CJIoN CYIIMIA HAA OC3BOIHBIM CYIb(DATOM HATPHA H YIAPHBAIU IPH MOHIKCHHOM
JaBJIcHUH ¢ monyuyeHueM 17,25 r npoaykra B BuAC Maciaa. JJaHHOE MPOMEKYTOUHOE COCAUHEHUE HENIOCPEACTBCHHO
HCTIONIB30BAJH B CICAYIOIICH CTAIHU.

Cragusa 2: 3tun 3-xn0p-2-umaHo-3-(4-propdeHmn)npon-2-cHoaT

K mepemenmBacMoMy pacTBopy mpomexxyTouHoro coemmHeHums Cragum 1 (17,22 1, 73,21 MMOdB) B CyXOM
puxnopmerane (173 M) mpu KOMHATHOH TeMmepaType J00aBisutH okcuxinopun Gocdopa (7.4 mi, 80,53 Mmois) u
TpudTHamuH (15,5 mu, 109,81 mmons). Peakumonnyro cmech Harpesamu mpu 45 °C u nmepeMeIuBaIg MPH TOH XkKe
TeMIeparype B TeueHue Houn. CMech OXJIaXKaaau A0 KOMHATHOH Temneparyps! u noakucisutd 5,0 H HCI (100 mo).
CMech aKecTparupoBaId JUXIopMeTaHoM (2 x 200 mur). Opranudeckuii CI0#H MpoOMBIBATIH PACTBOPOM THApOKapOoHaTa
Harpud (200 M) 1 cymman Hag 6e3BOAHBIM Cyib(arom Harpusd. [lonHoe ynapueanue pactBopurent gasaio 7,0 v
MpoAyKTa B BHAC Macia. JJaHHOE MPOMEKYTOUHOE COCIMHCHHE HETOCPEIACTBCHHO HCIOJB30BATH B CICAYIOMCH
CTaHH.

Cranus 3: Otun 3-amuHO-5-(4-(propdenun)-1-metun-1/7-mupa3on-4-kapookcunar

K nepemenmBaeMoMy pacTBOPY NMpOMEKYTOUHOro coemuneHus Cramuu 2 (6,7 T, 26,41 mmoims) B 1,0 H BomHOM
pacTBope ruapoxcuaa Hatpus (67 mur) nodasmsumy cyib(par metwaruapasuna (3,8 T, 26,41 MMOJIb) H PECAKIIHOHHY O
CMECh TICPECMCINMBAIH TPH KOMHATHOW TeMmmeparype B TeueHHe 16 uacoB. Cmech paz0aBmsuti BOJOH U
skcTparupoBand srumaneratoM (3 x 150 mur). Opranmdeckuii cnoif cymiy Hax OS3BOIHBIM CYIb(ATOM HATpPHSL.
PacTtBop ymapuBaiu mpu MOHIKCHHOM JABJICHUH W MOJYUCHHBIH NMPOAYKT OuHMmamu (pum-xpomarorpadueii Ha
CHIMKaTeNe ¢ noTyueHueM 880 mr mpoaykra B Buae TBepaoro semectsa. 'H AMP (300 MT'n, JIMCO-de): 8 0.97 (t,
J=6.9Tn, 3H), 3.42 (s, 3H), 3.96 (q, /=6.9 'y, 2H), 5.45 (s, 2H), 7.30 (t, J=8.7 'y, 2H), 7.45 (t, /= 8.4 T'y, 2H).
Cramus 4: 3-amunO-5-(4-pTopdeHmn)- 1 -MmeTrn- 1 //-mapasoi-4-kapOOHOBAS KHCIOTA

JlaHHOE COCTUHCHHE MOTYYaIH IO PEaKIHH THAPOJIH3A CI0KHOTO 3(pHpa MPOoMeKyToUHOro coeauucHust Craauu 3
(870 mr, 3,30 MMOJIB) C MPUMEHEHHUEM BOJIHOTO pacTBOpa ruapokcuaa kamus (2,0 M, 3,3 v, 4,95 MMOJIB) B 3TaHOJE
(3.3 M1) B COOTBETCTBHH C MCTOAMKOH, onmucaHHOH B Ctagun 3 [TpoMe)KyTOUHOTO COCOUHCHUA 1 ¢ momyyucHHeM 699
MT IIPOAYKTa B BHAE TBepAoro Bemectsa. ‘H SIMP (300 MI'n, JIMCO-ds): 8 3.62 (s, 3H), 5.41 (s, 2H), 7.44 (t,J = 8.7
I'y, 2H), 7.66 (t, J = 8.4 T'w, 2H), 11.42 (br s, 1H).

Cramusa 5: 2-(2-x0p peHUI)-2-0KCOITHI 3 -aMHHO-5-(4-(pTOopdeHmT)- 1 -MeTHI- 1 //-ipa3oi-4-kapOOKCHIAT

JlaHHOE COeIMHCHNE TOYHaIH MO PEakIul MPOMEXXyTouHOro coeauaeHus Cramuu 4 (690 mr, 2,933 mMmous) ¢ 2-
6pom-1-(2-xnopdpernm)sranonom (821 wmr, 3,52 Mmomb) ¢ mpuMeHeHHEM (ropuaa kamms (255 mr, 4,40 Mmomb) B
cyxoM IM®A (7 M) B COOTBETCTBHH C MCTOAMKOMH, ommcanHOH B Ctammu 4 [IpoMekyTOUHOTO CocaWHCHHA 1 C
nonyueHreM 560 MI mpoxyKkTa B BuIE TBepaoro semectsa. 'H AMP (300 MI'u, IMCO-ds): 8 3.44 (s, 3H), 5.17 (s,
2H), 5.55 (s, 2H), 7.29 (t,J = 8.7 'y, 2H), 7.39-7.50 (m, 3H), 7.56 (d, J=3.9 T, 2H), 7.68 (d, /= 7.2 'y, 1H).

TIpoMesKvTOUHOE COCTHHCHHE 58

2-(2-xmop(eHNT)-2-0KCOITH 3-aMHUHO-1,5-1umeTnn- 1 //-nupaszon-4-kapOokcuiar

A ﬁ(@
0
H3C_I\I)\’fL

Ny, O ¢

Cragus 1: 1-0¢H3WIHACH-2-MCTHIITHAPA3HH
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K mepememmBacMoMy pacteopy OcHzampaeruaa (4,0 T, 37,68 MMoie) B cyXoM 3TaHONC (6,3 M) MPH KOMHATHOH
Temmeparype modasmumy MetwaraapasuH (2,0 mr, 37,68 MMOJIB) H PCAKIMOHHYIO0 CMCCh KHITATHIIA C OOpAaTHBIM
XOJOAMIBHHKOM B TcucHHE 1 uaca. PeakIMOHHYHO CMECh YNAPUBAJIU NPH MOHWKCHHOM JABICHHH H OCTATOK
pasbaemsum Bomoit (300 mur). BoxHyro cMechk skcTparupoBamm tmianeratoM (2 x 200 mur). Oprasuveckuii ot
CYIIMJTH HaJ O€3BOXHBIM CYyTb(DaTOM HATPHS H YIIAPHUBAIH IIPH IOHI>KCHHOM JABJICHUH C TTOJIy4EeHHEM 3,5 T IpoayKTa
B BHIE GecupeTHOro Macna. 'H SIMP (300 MI', CDCls): 3 2.98 (s, 3H), 4.98 (s, 1H,) 7.20-7.38 (m, 3H), 7.51-7.60
(m, 3H).
Cragua 2: 31un 2-11uaHo-3-3TOKCHOY T-2-€HOAT
IlepememuBaeMyo cMech 3Tua nuaHoanerara (10,0 r, 88,40 MMonas) u TpusTHIOpTOaneTara (17,90 ma, 96,77 MMob)
B YKCyCcHOM aHruapuze (100 mMur) KHIATHIH ¢ 0OpaTHBIM XOJIOAMWIBHUKOM B TeueHHE 24 yacoB. M30BITOK YKCYCHOTO
aHrHIpUAa YJALUIH HOA BAKyyMOM H OCTAaTOK OYHINAIM KOJOHOYHOH Xpomarorpaguell Ha CHIMKAresie c
noaydycHueM 2,7 T MpoaykTa B Buae mMacia. H SIMP (300 MI'u, CDCl3): 3 1.30 (t, J = 7.5 T, 3H), 1.42 (t,J=6.9
I'm, 3H), 2.60 (s, 3H), 4.15-4.35 (m, 4H).
Crazus 3: Otun 3 -amuHo-1,5-mumerwn-1/7/-nupa3on-4-kapookcunar
K nepememuBacMoMy pacTBOPY NPOMEKYTOUHOTO coeauueHusa Craquu 2 (2,7 1, 12,85 MMoiip) B cyxoM Tosyoe (11
MJI) TIPH KOMHATHOW TeMmeparype m00aBmsu mpomekyTouHoe coemuwnenue Cramum 1 (1,5 r, 11,17 mMmomam) u
PCAKIUOHHYI0 CMECh KUILATHIN C OOPATHBIM XOJIOAMIBHUKOM B TCHCHHE HOUYH. PEaKIIMOHHYIO CMECh OXJIAKAATH 0
KOMHATHOH TEMIeparypbl W YINAPHBAIM IPH IOHIKCHHOM AaBieHHH. OCTAaTOK KHIATWIM C OOpaTHBIM
XOJOAWIBHUKOM B CMECH 3TaHOJA (15 M) U KOHIEHTPHPOBAHHOMW COJLIHOM KuCHOTH! (1,5 Mi) B TeueHue 1 uaca.
PeaxkuuoHHy!0 cMeCh OXJIXKIATH A0 KOMHATHOH TeMIEpaTypsl ¥ yIIapHBaJId IPH MOHIKCHHOM JapieHud. OcTaTok
obpadarsmanu 1,0 H HCI (50 M) u skctparuposamu xmopodopmom (3 x 75 mur). OpraHuuecKuid CIoH CyIIHIH HaZ
OC3BOIHBIM CYTH(ATOM HATPHS U YIAPHBATIH IMPH MOHIKCHHOM JABJICHUH C MOJIy4YCcHHEM 730 MT POAYKTa B BHAC
tBepaoro emectsa. 'H SAMP (300 M, IMCO-ds): 8 1.25 (d, J = 6.6 T, 3H), 2.35 (s, 3H), 3.51 (s, 3H), 4.16 (q, J
=6.9 I'u, 2H), 5.22 (s, 2H).
Cramus 4: 3-amuHO-1,5-mumMe - 1 //-mapa3onn-4-kapOOHOBAS KHCIOTA
JlaHHOE COCaMHCHHE MOy H IO PEaKIHU THAPOIH3A CI0KHOTO (pHpa MPOMEKyTOUHOTO coeauacHust Craxuu 3
(720 mr, 3,93 MMOJIB) C IPUMEHEHHUEM BOJIHOTO pacTBOpa ruapokcuaa kamus (2,0 M, 3,9 m, 5,89 MMoJIB) B 3TaHOJE
(4,0 MIT) B COOTBETCTBHH C METOAMKOMH, omucanHo# B Ctaxuu 3 [TpomexyTouHOTO coenuHeHHs 1 ¢ momyueHneM 515
MT IPOAYKTA B BHAE TBepAOro Bemectsa. 'H SIMP (300 MI'n, IMCO-ds): 3 2.34 (s, 3H), 3.50 (s, 3H), 5.42 (s, 2H),
11.38 (brs, 1H).
Cramua 5: 2-(2-xnopdeHmn)-2-0kco3Tun 3-aMuHO-1,5-qumetwn-1/-mapa3on-4-kapookcunar JJaHHOS COCIWHCHIC
MOJMYYANH TO0 PCaKIHH MPOMEKYyTOUHOTO cocambHeHus Cramum 4 (500 wmr, 3,22 mmome) ¢ 2-Opom-1-(2-
xmopgpermm)sTanoHoM (902 mr, 3,86 MMOITB) ¢ mpuMeHeHHEM (Topraa kamus (280 wmr, 4,81 mmoms) B cyxom MDA
(5.0 M) B COOTBETCTBHH C MCTOAUKOH, onucaHHOH B Ctagun 4 [TpoMeKyTOUHOTO COCOUHCHUA | ¢ momyucHueM 260
MT IIPOAYKTA B BHAE TBEPAOro BemecTra. H SIMP (300 MI'm, IMCO-ds): 3 2.33 (s, 3H), 3.53 (s, 3H), 5.34 (br s, 4H),
7.41-7.50 (m, 1H), 7.58 (d,/J=3.9T1, 2H),7.79 (d,J=7.8 T, 1H).
IIpoMekyTOUHOE COeIUHEHUE 59
3-(2-xnopdenmm)-1-(4-ruapoxcu-1,5-mumernn- 1/ -mupazon-3-umnpon-2-¢H-1-0H
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Cragusa 1: 1-(4-ruppokcu-1,5-guvetn- 1 /-mupa30-3 -1i)3TaHOH
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K mepemenmBaemoii cmecu meturmokcan (40 % B Boze, 14,9 v, 83,24 Mmmoms), ykcycHOH kucnoTsI (1,2 v, 20,80
MMOJIb) U BOABI (22 Mur) mo0asyam cyas(ar metwaraapasuaa (2,0 T, 13,87 MMouis). PeakimoHHY 0 CMECh KUTIATHIIH
¢ OoOpaTHBIM XOJOAHMIBHUKOM B TeuyeHHE 3 yacoB. CMech OXNaKAanH A0 KOMHATHOH TEMIIEPaTyphl B Paz0aBisLIa
Bomoit (100 mur). Crrow pa3ae/suId U BOTHBIH PACTBOP SKCTPArHpoBamy dtwianetatoM (2 X 250 mum). OObeAHHCHHBIC
OpraHW4eCKHE CIOM CYINWIM HaZ OC3BOAHBIM CyIb(AaTOM HATPUS W YNAPHWBAIH INPH NMOHWKCHHOM JABJICHHU C
noxy4yenueM 1,70 r mpoaykra B BUAC TBepaoro semectsa. 'H SIMP (300 MI'm, CDCl): 3 2.19 (s, 3H), 2.51 (s, 3H),
3.79 (s, 3H), 7.83 (br s, 1H).
Cragus 2: 3-(2-xaopdenun)-1-(4-rumpokcu-1,5-qumernn-1 /-mupa3o-3 -ummpon-2-cH-1-0H
K mepememmnBaemomy pacteopy 2-xnopoenszampaeruna (380 M, 3,24 MMoutb) B cyxoM 3tasoue (5,0 yir) nobasisim
mpomeskyTouHoe coenuuaeHne Ctaauu 1 (500 mr, 3,24 MMOIB) B pacTBOP ruApokcuaa Hatpus (557 mr, 13,93 MMoITh)
B 3ta”oie (5,0 mu). PeakoHHYX0 CMECh NMEPEMEIIUBANIM NMPH KOMHATHOH TeMmeparype B TeueHue 18 wacos.
PacTeoputemu ynapusagu npH MOHIKCHHOM JABJICHUH W OCTaTOK paszbasisutu Boxoit (100 mum). BoxHsri pacTBop
JKCTparupoBanu stuianeraToM (2 x 100 mi). Opranuyeckuii ol cyImmIy Hax OS3BOAHBIM CyJIb(paToOM HATPHUI U
YIApHBAIH C MoJTydYeHueM 455 Mr npoaykra B BuAE TBepaoro Bemectsa. 'H SIMP (300 MI'u, CDCls): § 2.23 (s, 3H),
3.83 (s, 3H), 7.29-7.32 (m, 2H), 7.41-7.44 (m, 1H), 7.57-7.62 (m, 1H), 7.82-7.85 (m, 1H), 8.19 (s, 1H), 8.32-8.38 (m,
1H).

ITpomexyToUuHOE cocauHEHHE 60
2~(2-x10p(peHmT)-2-0KCOITHI 2-aMHHO-5-METHATHO(PEH-3-KapOoKCHIaT
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Cragusa 1: Otun 2-aMuHO-5-MeTHATHO (PeH-3 -KapOoKCHIaT

K mepememmuBaemoit cmecu 1w nuaHoanerata (10,0 r, 88,40 mmos), cepol (2,83 1, 88,40 MMOJIB) U TPUATHIIAMUHA
(12,5 m1) B cyxom IM®A (18 mut) mpu KOMHATHOM TEMIICPATYPE MCIJICHHO JOOABILLIH PACTBOP mpomaHams (7,0 v,
97,10 mmoiTs) B 3TaHONC (3,2 MiT). Peakimonnyro cmeck Harpesamu npu 60 °C B TeucHue 1 yaca. CMeCh OXNTaKIATH
JI0 KOMHATHOH Temmeparypbl ¥ racuau Bogoi (100 yur). BoagHy!o cMech 3KCTParupoBa STHIALETATOM (2 X 250 Mi).
Oprannyeckuii cI0ii Cymman HaJ OS3BOAHBIM CyIb(aToM HaTpus. PacTBOp ynapuBaiy MpH NOHIKCHHOM JABICHHT
¢ moay4yeHueM 12 T mpoaykTa B BUAE TBepAOro semectea. 'H SIMP (300 MI'ny, CDCls): 8 1.33 (t, J = 6.6 T'u, 3H),
2.26 (s, 3H), 4.25(q, J=6.9 ', 2H), 4.61 (br s, 2H), 6.62 (s, 1H).

Cramus 2: 2-aMuHO-5-MeTHITHO (PCH-3-KapOOHOBASA KACIIOTA

K mepememusacmoMy pacTBopy npomexyTouHoro coeauaeHust Cragnm 1 (2,5 1, 13,50 mmons) B TT'® (25 M), Boze
(8,0 M) w merarHone (16,5 mur) Tpu KOMHATHOH TEMICpaType A00AaBISLTH BOJHBIN PACTBOP THIPOKCHAA JHTHSA
[momyuyeHHBIN pacTBOpeHUEM ruapokcuia autus (2,83 r, 67,54 mmons) B Boze (42,5 m)]. PeakumoHHYIO CMECh
nepemermmBa mpu 85 °C B Teuenne 3 uyacoB. CMech ymapHBald NPH NMOHWKCHHOM JAaBICHHH U YIAJICHUS
opraruaueckoro pactsopurenas. Ocrarok pasdapmimm stumaneratoMm (100 mvom). Crnod OTACILIH W BOAHBIN CIIOH
noakucmn 1,0 H HC1 no pH 4.,0. OcaskaeHHOE TBEPIOE BEIIECTBO OT(QHIBTPOBBIBAIN U CYIIHIIH C mOTyucHueM 1,4
r mpoaykra. 'H AMP (300 MT', CDCL): 8 2.16 (s, 3H), 6.45 (s, 1H), 7.02 (br s, 2H), 11.74 (s, 1H).

Cramus 3: 2-(2-x10p peHUIT)-2-0KCOITHIT 2 -aMHHO-5-MCTHITHO (PCH-3 -KapOOKCHIAT

JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIMU MPOMEKyTouHOT0 coenmHeHusI Ctaqnu 2 (2,0 T, 12,72 Mmmos) ¢ 2-0pom-
1-(2-xmopdenmm)sranonom (3,56 T, 15,26 mmomns) ¢ npumeHeHHeM (Qropuaa kamus (1,1 v, 19,08 Mmoms) B cyxom

JIM®A (20 M) B COOTBSTCTBHU C MCTOAWKOW, omucanHo# B Cragmm 4 IIpomekyTouHOTO CcocamHCHHA 1 ¢
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nonyuenreM 3,05 I npoayKra B BHAE TBepaoro semecta. 'H SIMP (300 MI'u, IMCO-ds): & 2.26 (s, 3H), 4.62 (brs,
2H), 5.32 (s, 2H), 6.66 (s, 1H), 7.30-7.39 (m, 1H), 7.41-7.50 (m, 2H), 7.65 (d, /= 7.2 T'u, 1H).
IIpomexxyTouHOE coeauHeHuE 61

2-[4-drop-3-(TpudTopmMeTHIT) e HIIT]-2 -OKCOITHI 2-aMHHO-S-METHITHOPEH-3-KapOOKCHIAT
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JlaHHOE COCTUHCHHE TOJTY YaJIH IO PEAKIMHU 2-aMHHO-5-MeTHATHO (peH-3 -KapOoHOBOH KUCTOTHI (550 MT, 3,49 MMOITB)
¢ 2-6pom-1-[4-prop-3-(Tpudpropmermn)permn]3ranoHoM (998 mr, 3,49 MMoIB) ¢ mpuMeHeHHEM (propuaa kamms (305
Mr, 5,24 mmo1b) B cyxoMm JJM®A (6,0 Mi1) B COOTBETCTBHH C MCTOAUKOH, omucaHHOH B Ctaguu 4 [TpomMesKy TOUHOTO
coemuneHus 1 ¢ monydyeHueM 817 Mr mpoaykra B BHAE TBepaoro semectsa. 'H SIMP (300 MI'n, IMCO-ds): 3 2.20
(s, 3H), 5.57 (s, 2H), 6.56 (s, 2H), 7.20 (s, 2H), 7.74 (d, J = 9.3 T'y, 1H), 8.31 (d, J=6.3 ', 1H).
IIpomekyTOUHOE coeAuHEHHUE 62

(2E)-3-(2-xmoppenun)-1-[4-runpokcu-5-mermi-1-(mponan-2-un)- 1 -/-nupa3oa-3-wi|npon-2-cH-1-0H

0] Cl
H;C N AZ
H‘SI‘\/\@
H;C OH

H;C
Cranus 1: 1-[4-runpokcu-5-mMetun-1-(nponas-2-mun)- 1 //-nupa3o1-3-wi| STaHOH
K mepememmBacMoMy pacTBOpy ruzxpoxiopuga usompommwmuapasusa (1,0 r, 9,04 mmoms) B Boae (11 mum) mpu
KOMHATHOHW TeMmmepatype a00aBsUIH BOXHBIN pacTBOp Metwariamokcans (40 %, 10 mum, 54,29 mmoms) C
MOCICAYFOIUM JOOABICHUEM YKCYCHOH KHCTOTHI (776 MK, 13,57 MMoutp). PeakimoHHY 10 CMECh MEPEMENIHBATN TPH
110 °C B Teuenue 3 yacoB. CMech OXJIQXKAANH A0 KOMHATHOH TEMIICPATYPBI H AKCTparupoBamm stuaanerarom (100
Ma X 2). OpraHmdyeckue ciIoW OOBCIUHSIH, CYINHIH HaJ OC3BOJHBIM CyJb()aTOM HATpHS W YIAPHBAIH IPH
HOHIDKCHHOM JABICHHHM C IOIydeHHEM 715 Mr mpoaykra B Buae Macaa. ‘H SIMP (300 MI'u, CDCl;): 8 1.47 (d, J =
6.3 'y, 6H), 2.20 (s, 3H), 2.52 (s, 3H), 4.39-4.46 (m, 1H), 7.81 (s, 1H); APCI (m/z) 182 (M)*.
Cramus 2: (2E)-3-(2-xn0ppenmn)-1-[4-ruapokxcu-5-meTui- 1 -(mponan-2 -un)- 1 H-nupas3oa-3-mwi|mpon-2-¢H-1-0H
K mepemenmsaemomMy pacTBopy mpomexyTouHoro coequaeHmst Craquu 1 (360 mr, 1,97 mmoins) B 3taHone (3,5 M),
nobaemsmm 2-xnopbenzampaerun (277 mr, 1,97 mmons) u pacteop ruapokcuaa Hatpus (339 wmr, 8,49 mmoms) B
sranosnie (3,5 mi). PeakmuoHHYIO CMeCh NEpEeMEINIMBAIA NPH KOMHATHOH TeMmIeparype B TedueHHEe 18 Hacos.
PactBopuTens ynapusaiau mpH NMOHIDKCHHOM AapicHuH. Octarok pazdasmsutn Bogod (10 mur) W SKCTparnpoBaim
srunaneratoM (2 x 50 wur). Opramdeckuil ol cymmian Hax O0€3BOTHBIM CYJIb(ATOM HATPHSA H YHAPHBATH C
noaydycaueM 340 mr npoaykra B Buae Macaa. ‘H SIMP (300 MI'n, CDCls): & 1.52 (d, J = 6.3 ', 6H), 2.24 (s, 3H),
4.43-4.48 (m, 1H), 7.26 (s, 2H), 7.30-7.33 (m, 1H), 7.60 (s, 1H), 7.83-7.87 (m, 1H), 8.48 (s, 1H).
ITpoMeKYTOUHOE COCAMHEHHUE 63
(2E)-3-(2-xmoppernn)-1-(1-31in-4 -ruapokcu-5 -metwui-1 //-mapa3o -3 -wmnpomn-2 -¢H- 1 -0
0 Cl

H;C
K mepememmBacmomy pacteopy 1-(1-3THn-4-ruapokcu-5-mMerun-1//-nupas3on-3-un)stanoHa (500 mr, 2,97 MMOTIb) 1
2-xmopoer3ampaeruaa (350 mx, 2,97 mmomb) B 3TaHo ¢ (5,0 MIT) MPH KOMHATHOM TEMIICPATYPE T00ABIIIH PACTBOP

ruapokcuaa Hatpust (511 mr, 12,79 mmons) B 3tanone (5,0 M), © CMECh NEPEMCIIWBATH B TCUCHHE HOYH.
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PactBopuTens ymapueaim IpH HNOHIKCHHOM naaBieHuH W octarok moxkmcisum HCl no pH 3. Bomayro cmecs
SKCTparupoBan dTraanetaTtoM (50 Mir X 2) W opraHuyecKuii coi mpomsreaan Bogoi (100 mu x 2). OpranuyccKuii
pacTBOp YNApHBAMM IPH MOHIDKCHHOM [ABJICHHH W IOJYYCHHBIH OCTAaTOK oummamm (ism-xpomartorpadueii Ha
CHJIMKATEJIe ¢ moJIyveHueM 541 Mr mpoaykra B BHAE TBepaoro semectea. 'H IMP (300 MI'u, CDCls): 8 1.46 (, J =
7.5 T, 3H), 2.24 (s, 3H), 4.12 (q, J = 7.5 'y, 2H), 7.30-7.32 (m, 2H), 7.40-7.45 (m, 1H), 7.63-7.75 (m, 1H), 7.82-
7.87 (m, 1H), 8.20 (brs, 1H), 8.35-8.40 (m, 1H).

IIpomexxyTouHOE coenuHeHUE 64
6-(2-xnmopdenmn)-5-merokcu-1,3-qumernnmupano|2,3-clmupazon-4(1/4)-oun

Cragus 1: 1-(5-runpokcu-1,3-mumeTun- 1 //-mupa3oa-4-ui)-2-METOKCHITAHOH

K nmepememmBaemoii cmecu 2,5-gumeTHia-2,4-guruapo-3/-nupason-3-oua (2,6 r, 23,18 MM0Ib) H THAPOKCHAA
kampiua (6,9 1, 92,74 mMmomp) B cyxoMm 14-mmoxcane (60 M) mpH KOMHATHOM TeMmmeparype A00aBisLIH
MeTokcuateTuxiaopua (2,13 v, 23,187 mmouns). Peaknnonnyro cMechs nepemenmany npu 100 °C B TeueHue 18
yaco. CMech oXaxgaay A0 KoMHaTHOH temneparyps! 1 noaxucui 1 H HCI go pH 2-3. CMech SKkcTparupoBaiu
srunaneratoM (200 mMa x 2), cymwan Haa O€3BOJHBIM CyJIb(aTOM HATPHA W ymapusaiu. [IoJgyueHHOE TBEpHOCS
BEIIECTBO KPHCTAIM3UPOBAIH 3 dTHaaneTara (10 Mi1) u H-rexcana (5,0 M) ¢ monyyennem 2,2 r npoaykra. 'H SIMP
(300 MI', CDCls): 8 2.36 (s, 3H), 3.52 (s, 3H), 3.59 (s, 3H), 4.36 (s, 2H).

Cranus 2: Otun 2-xnopbeHzoar

K mepememmBacmMoMy pacTBoOpy 2-xa0pOeH30iHO#H kucaoThI (6,0 T, 38,32 MMob) B 3TaHO0e (60 MIT) TPH KOMHATHOH
TeMIepaType 100aBIUTH KaTaTHTHICCKOS KOJMYCCTBO CEPHOM KHCIOTHI W PEAKIMOHHYIO CMECh NEPEMCIIHBATH B
TE€4YCHUE HOYM. PacTBOpHTEIb YIAPHBAIK NPH MOHHKCHHOM JABJICHUH M OCTATOK NOJINETAYHBAIN HACHIICHHBIM
BOJHBIM pacTBOpoM ruxapokapOonata Harpusa (60 mur). Cmech 3kcTparmposamu stwmaneraroM (200 ma x 3).
Oprannyeckuii coi cymum Hag OS3BOAHBIM CyIb(aTOM HATPHS W YIAPUBATH C MOJYyYCHHEM 6.4 T YKa3aHHOTO
coenuuenud B BUAe Macia. 'H AMP (300 MI'u, CDCls): 3 1.40 (t,J = 7.5 T, 3H), 4.40 (q, J = 6.6 ', 2H), 7.26-7.34
(m, 1H), 7.42 (q,J=9.3 Ty, 2H), 7.81 (d, J=7.2 ', 1H).

Cranus 3: 1-(2-xnopdenmn)-3-(5-ruapokcu-1,3-numernn-1H-mmpa3on-4-nm)-2- MeTokcHnponas-1,3 -quon

K mepememmBaeMmoi cycnmeH3un ruapuaa Hatpusa (60 % mac/mac, 800 wmr, 20,01 mmoms) B TI'® (10 mm) mpu
KOMHATHOH TEMIICPATyPe AOOABIIAITH PAacTBOP MPOMEKyTouHOTO coeauHeHua Ctamuu 1 (920 wmr, 5,00 mmons) B TTD
(10 mm) u cmeck mepemermmpamn Tpu 50 °C B TeueHne 30 MuHYT. K peakunoHHOM CMecH T00ABIIATH POMEIKY TOUHOS
coequacHue Cragmm 2 (1,28 r, 7,02 MMoJb) W mepeMemmmBamy B TeucHAe Houd mpu 60 °C. CMech oXmakaamd 10
komHatHOW Temmeparypsl, mogkucsiin 1 H HCI mo pH 2-3 w skctparmpoBamu xiopogopmom (100 M x 4).
Oprasanyeckuii 3KCTPAKT CYIIMUIM Hax OE€3BOAHBIM Cyib(haroM Harpws, (puiabTpoBaau W ynapusard. [lomydeHHbBIH
MPOAYKT OUHINAIH KOJOHOTHOH XpoMaTorpadueii Ha CHIMKArelie ¢ moaydcHueM 447 MT YKa3aHHOTO COCIUHCHHSA B
BHzE TBepAOTO Bemectsa. 'H IMP (300 MI'u, CDCls): & 2.32 (s, 3H), 3.59 (s, 3H), 3.62 (s, 3H), 5.47 (s, 1H), 7.34-
7.38 (m, 1H), 7.40-7.45 (m, 2H), 7.50 (d, /J=7.8 T'm, 1H).

Cramus 4: 6-(2-xa0oppeHnn)-5-metokcu-1,3-quveruamupano| 2, 3-c|mpazon-4(1H)-ox

Pacteop mpomesxytounoro coeamraeHus Crammu 3 (435 mr, 1,35 MMOaB) B CMCCH CCPHOM KHCIOTHI M YKCYCHOH
KkucnoTsI (5,5 M, 1:10) mepememmpam B Teucrne Houn npu 120 °C. Cymech 0Xaskaain 10 KOMHATHOH TEMIIEPaTy Pl

u paz0asmsum Boxoii (30 mum). [IpoaykT sxkcTparuposam strmaneTatoM (50 M X 3) 1 0Obe IMHEHHBIC OPTAaHHICCKHAC
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CJIOM CYIIWTH Hax OC3BOAHBIM CyIb(paToM HaTpusa. PacTeop (WIsTpOBaIH, YHApWBAIH W MOJYYCHHBINH MPOAYKT
OUMIIAIH KOJOHOYHOH Xpomarorpadueli Ha cuamkaresie ¢ monyucHueMm 207 Mr yKa3aHHOTO COCIWHCHHSA B BHIC
TBepaoro Bemecta. 'H AMP (300 MI'u, CDCls): 8 2.58 (s, 3H), 3.77-3.82 (m, 6H), 7.40-7.56 (m, 4H); ESI (m/z) 305
(M+H)*.

TIpoMesKyTOUHOC COSTHHCHHUE 65

6-(2-xmopdpenmwn)-1-(4-proppennn)-5-MeTokcu-3 -MeTramupano|2,3-c|mupason-4(1H)-ou

Cragus 1: 2-(4-propdpenunn)-5-metun-2,4-quruapo-3 -mupa3oa-3-0H
JlaHHOE cCoOCAMHCHHE TOAyYaH MO pPEaKkIuud auneToykcycHoro s>¢umpa (6,3 1, 4840 mMoms) ¢ NN'-
quu3onponmiTHIaMuHOM (8,0 M, 49,12 MmMouns) u 4-proppenmnruapazunoMm (7,87 r, 48,40 mmous) B 3Tanone (35
MJI) IIpH KOMHATHOM TEMIICpaType B COOTBETCTBHH C MeTOAUKOH, omucanHOH B Cramum 2 ITIpome:xyTouHOTO
coemuneHus 1 ¢ moyuenuem 4,83 r mpoaykTa B BHAE TBepAoro semectsa. 'H SIMP (300 MI'u, IMCO-de): 5 2.08 (s,
3H), 5.33 (s, 1H), 7.24 (t,J = 9.3 I'y, 2H), 7.69-7.72 (m, 2H), 11.50 (br s, 1H); ESI (m/z) 193 (M+H)".
Cranus 2: 1-[1-(4-¢ropdeHmn)-5-runpokcu-3 -MeTiiI-1 //-nupa3on-4-mi) -2-MeTOKCHITaHOH
JlaHHOE COCOMHCHHE MOJNYYaJ d MO PEaKUuH MpoMekyTouHoro coeawHenms Crammum 1 (4,3 1, 22,37 MMoOmb) C
METOKCHALICTUIXIOPUAOM (2,0 MT) B IPUCYTCTBUH TUAPOKCHAA KambLus (6,63 T, 89,49 MMoItb) B cyxoM 1,4-1uoxcane
(60 MuT) B COOTBETCTBHH C METOMKOI, omrcaHHO# B Ctaguu 1 TIpomMeskyTOUHOTO COeTMHEHHS 64 C TOTyUYeHHEM 3,8
T IIPOAYKTA B BHAC TBepHoro semectsa. 'H SIMP (300 MI'y, CDCls): & 2.44 (s, 3H), 3.55 (s, 3H), 4.43 (s, 3H), 7.14
(t,J=8.7Tu, 2H), 7.74-7.78 (m, 2H).
Cramua 3. 1-(2-xnoppenmn)-3-[1-(4-propdenmn)-5-runpokcu-3-merun-14-nupazon-4-ui|-2 -MeTokcunponas-1,3-
JOH
K mepememmBaemoii cycmensun ruapuga Hatpus (60 % mac/mac, 1,21 r, 50,42 mmomp) B TT'® (38 M) mpu
KOMHATHOH TEMIICPaType T00ABILIH PACTBOP MPOMEKyTOUHOTro coeauacHusa Crammu 2 (2,0 T, 7,56 mmoims) B TT @
(10 mm) m peakumoHHyr cMmech mepememmsamd npu 50 °C B Teuenne 30 mmHyT. K cmecu mobasmsum st 2-
xnopoenzoar (1,94 r, 10,54 MMOIIb) B pEaKIIMOHHY IO CMECh IIepeMeInBaH B TeucHIE HOuH mpu 60 °C. PeakunoHHy 10
CMECh OXJIaKAAIH 10 KoMHaTHOH Temmeparypsl, moakucsuta 1 H HCl no pH 2-3 u skcTparuposaiy 3THIANCTATOM
(150 M x 3). OpraHuuccKril 3KCTPAKT CYIIIIH HAZ OC3BOIHBIM CYIb()aTOM HATPHUSA, (PHIBTPOBATH W YHAPHBAIH.
[Nomy4eHHBIH OCTAaTOK OYUINANY KOJOHOYHOH XpoMarorpadueil Ha CHIMKaresie ¢ moiaydeHueM 1,44 r yka3aHHOTO
COCTUHEHHS B BHAE TBepAoro semectsa. 'H SAMP (300 MI'n, CDClLs): 3 2.54 (s, 3H), 3.64 (s, 3H), 7.14 (t,J = 8.7 'y,
2H), 7.35-7.58 (m, 4H), 7.72-7.78 (m, 2H), 15.26 (br s, 1H); ESI (m/z) 401 (M-H)".
Cragus 4: 6-(2-x0ppernn)- 1-(4-proppermn)-S-meTokcH-3-MeTrmupano |2, 3-c|mipazon-4(1H)-ox
K mpomesxxyrounomy coenuaeHmto Crammu 3 (1,4 1, 3,47 MMOITB) IpH KOMHATHOH TEMIICPAType I00aBIAIH CMECh
CEPHOHN KUCIOTHI U YKCYCHOH KucioTs! (14 ma, 1:10). PeakiioHHY 0 cMeCh NEPEMEIIUBATN B TEUCHHE HOUW nipu 120
°C. Cmech pazbaemamm Bogoit (100 mm) m 3xcTparaposamy >tunanetatoM (250 v X 3). OpraHudecKuil HKCTPAKT
Cynmuim Hax Oe3BOJHBIM Cynb(aToM HATPHA W YNAPHBATH C MOJyYeHHEM 278 MTr NMpPOAYKTa B BHAC TBEPAOTO
Bemectsa. 'H SIMP (300 MI'u, CDCL): 8 2.67 (s, 3H), 3.80 (s, 3H), 7.15 (t, J=8.7 ', 2H), 7.40-7.58 (m, 4H), 7.78-
7.81 (m, 2H); ESI (m/z) 385 (M)".

IIpoMeKyTOUHOE COeTUHEHUE 66
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2-(2-xmoppeHIT)-2-0KCOITHT S-aMHHO-2-MCTHII-1,3-THa301-4-KapOOKCHIAT

LD
N—"0
“3C‘<'Sf 0 «

NH,
Cragusa 1: Otun 2-aneraMuno-2-0HaHOAIETAT
K nepeMenmpaeMoMy pacTBOPY 3THJI HHAHOTIHOKCcanar-2-okcuMa (10 1, 70,37 MMOIIb) B TeAAHOM YKCYCHOHM KHCIOTE
(50 mum) mobaeamu yxeycHbrf anruapur (18 mur, 190 MMOITR) ¢ IOCIC Y IOMMM JOOABICHHEM TUHKOBOI mbum (14,8
T, 225,8 MMOJIb) B PEAKIMOHHYIO CMECh NMEPEMEIINBAIN PH KOMHATHOH TeMmeparype B TeueHue 2 yacoB. CMech
YHapHBAIH TPH MOHMKCHHOM JABJICHUH, HCHTPAIH3HPOBAIH HACBIIICHHBIM PaCTBOPOM THAPOKApOOHATA HATPHA H
sKkcTparuposanu sruianeraroM (100 v x 3). Opranudeckuii cioi CyIIHan Haj O€3BOAHBIM CyJIb(aToM HAaTpHUSI U
YIapHBAIH IPU MOHWKCHHOM JaBJICHHH. [10Ty4eHHBIH OCTaTOK MEPEMEIIHBAIH C TEKCAHOM H OT(hUIBTPOBBIBAIH C
HoaydeHHEM 2,3 T MpoAyKTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-ds): 6 1.21 (t, J = 6.9 ', 3H),
1.92 (s, 3H), 4.19 (q, J=7.2 T, 2H), 5.71 (d, J=7.2 T, 1H), 9.18 (d, J = 7.2 Ty, 1H); APCI (m/z) 171 (M+H)".
Cranua 2: 3tun 5-aMuHO-2-MeTHI-1,3-THa3071-4-KapOoKkcunar
K nepememuBsaeMoMy pacTBOpy nmpoMexyTouHoro coeaureHus Craquu 1 (2,0 1, 11,75 MMou1p) B cyxoMm Tosyone (25
MJT) PH KOMHATHOI Temmeparype nodassuin peareHt JloycoHa (2,85 r, 7,05 mMouis) 1 cMech Harpesaau nipu 120 °C
B TeucHHE HOuH. CMech OXJIQKIAMIM [0 KOMHATHOH TeMIeparyphl M YIApUBAIH IPH NOHIDKCHHOM JABJICHHU.
TNoayueHHsIH ocTaTOK OounMmamy (pasmm-xpomarorpadueii Ha cuimkarene ¢ moiayueHueM 1,01 r mpoaykra B Buze
tBepaoro Bemectsa. 'H AMP (300 MI'w, IMCO-ds): 8 1.24 (t,J = 7.2 T, 3H), 2.38 (s, 3H), 4.18 (q. /= 7.2 ', 2H),
7.19 (br s, 2H); APCI (m/z) 187 (M+H)".
Cranus 3: 5-amuHO-2-MeTHI-1,3-THa3071-4-KapOOHOBAA KHCIOTA
JlaHHOE COCTMHCHHE MOTYYa H MO PEaKIHU THAPOIH3a CI0KHOTO (pHpa MPOMEKYTOUHOTO coeauHeHus Craauu 2
(1,0 r, 5,36 MMOJIb) C IPUMEHEHHUEM BOAHOTO pacTBopa ruapokcuia kammsi (2,0 M, 6.4 mi, 8,05 MM0OJIb) B 3TaHOIC
(18 MJ1) B COOTBETCTBHH C MCTOIHKOM, omucaHHO#W B Ctammu 3 [IpoMeKyTOUHOTO COCTHHCHHA 1 ¢ momyducHHeM 532
MT OpOAyKTAa B BHAC TBEpHOTo BemecTsa. 'H SIMP (300 MI'n, JIMCO-ds): 3 2.38 (s, 3H), 7.14 (brs, 2H); APCI (m/2)
159 (M+H)".
Cramus 4 2-(2-x70p (peHUI)-2-0KCOITHIT 5-aMHHO-2-MCTHI- 1,3 -THA30.71-4-KapOOKCHIAT
JlaHHOE COCAMHECHHE TOTYHAITH IT0 PEAKIHH MPOMEKy TOUHOTO coeauHeHns Crazmu 3 (500 mr, 3,16 MMoutp) ¢ 2-Opom-
1-(2-xmopdermm)sranonom (885 mr, 3,79 Mmounp) ¢ mpumereHHeM (propuaa xamust (275 mr, 4,74 MMOIIB) B CyXoM
JIM®A (3,0 M) B COOTBSTCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TIpomexyTouHOTO cCoeamHCHHA 1 ¢
noaydycHueM 483 Mr mpoaykra B BHAE TBepaoro semectsa. H SIMP (300 MI'm, JIMCO-ds): & 2.39 (s, 3H), 5.35 (s,
2H), 7.31 (s, 2H), 7.49-7.59 (m, 3H), 7.78 (t, J = 9.3 ', 1H); APCI (m/z) 311 (M+H)".

IIpoMeskvTOUHOE COSTHHCHHE 67

2-(2-xmopdeHm)-2-0KCO3THNA S-aMuHO-2-(TpuTopMeTIi)-1,3-THAa301-4-KapOOKCHIAT

Lo
N0
F3C‘<'SrL 0

NH,

Cragus 1: 3THa aMHHO(IIHAHO )alieTaT

K cycnmensnu 3tun nuasorauokcunar-2-okcuma (10 r, 70,37 mmomas) B Boae (60 M) pH KOMHATHON TeMIiEpaTrype
JOOaBISITM HACHILCHHBIH BOJHBIA PacTBOp ruapokapOoHata Hartpusa (30 M) C MOCHEAYIOmMM A00aBICHHEM
mutnoHara Harpud (34,30 r, 97,01 mMoap) u cMech nepememmBamy B TeucHAS 30 MuHYT. CMECh 3KCTPArHPOBATH

xnopogopmom (200 ma x 3). Opranmyeckuii CIoH CyIIWIM HAX OS3BOJHBIM CyIb(AaTOM HATPHA H YIAPHBAIH NPH
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TIOHIKEHHOM [JIaBJICHUU C MOJydeHHEM 3,85 r mpoaykra B Buae Macna. [1oayyeHHBIH MPOAYKT HEMOCPEACTBEHHO
HCIOJB30BATH HA CACAYIOIICH CTaAuN.

Cragusa 2: Otun mmaHo [ (Tpu(TOpaneTHI)aMAHO |aieTat

K mepeMenmBaemoMy pacTBOpy mpomMexyTouHoro coexmacHus Crammu 1 (3,75 1, 29,26 mmoms) B cyxom TT® (38
MJI) TpH KOMHATHON TeMmeparype N0 KamiaMm go0aBmsumd cyxod mupuamH (4,71 i, 58,52 Mmoms) u
Tpu(TOpyKCyCcHBIH aHrHaApuA (4,3 M, 30,73 Mmoms). CMech IEpeMEIINBAIH IIPH KOMHATHOH TEMITEPATYPE B TCUCHHC
HOuyH. CMeCh TMOINENIAYHBAIN BOJHBIM HACHIICHHBIM PACcTBOPOM THAPOKApOOHATAa HATPHUSA H OHKCTPArHPOBAIH
srunaneratoM (2 x 300 mon). OpraHmdyeckuil CI0H MPOMBIBAIN COJIEBBIM pacTBopoM (200 M) M CyIIWIH Haf
6e3BonHBIM Cyib(aTom HaTpua. CMmech yHapHBAJIH IPH IMOHIKCHHOM JaBJIeHUH ¢ moiydeHueM 4,01 r mpoaykra B
Buze TBeproro semectsa. 'H SIMP (300 MI'y, IMCO-ds): 8 1.22 (t,J=7.2 T, 3H), 425 (q, J = 7.5 T, 2H), 6.10
d,J=72Tmn, 1H), 10.99 (d, /= 6.9 'y, 1H).

Cranua 3: 3tun 5-amuHO-2-(Tpu(pTopMeTHN)-1,3-THA30-4-KapOOKCHIAT

K mepememmpacMoMy pacTBOpy IpoMeKyTouHOro coeauneHua Cramuu 2 (4.9 r, 21,87 mMoub) B Toyose (60 m)
IIpU KOMHATHOH TeMmeparype nodasmsum peareHT JloycoHa (5,30 r, 13,12 MMous) u cmech Harpesanu mpu 120 °C B
TeueHue Houd. CMech OXJIaXKIaIu 40 KOMHATHOH TeMIICpaTy phl U YIAPUBAIU NIPH MOHIKCHHOM JaBiacHUH. OCTaTok
ounmam (uam-xpomarorpadueil Ha cuaMKarene ¢ moaydenueM 1,20 T mpodykTa B BHIAE TBEPAOro BemecTra. 'H
SIMP (300 MTI', AMCO-de): 8 1.28 (t, J=7.2 'y, 3H), 4.26 (q, J =7.5 ', 2H), 7.89 (s, 2H).

Cranus 4: 5-amuHO-2-(Tpu(pTOpMeTHI)-1,3-THA30.1-4-KapOOHOBAA KHCIOTA

JlaHHOE COCIMHECHNUE MOYYaaH MO PEaKI[HU THAPOIIN3A CIOKHOTO d(pHpa MPOMEKyTOUHOro coenuneHus Craauu 3
(1,15 1, 4,79 MM071B) C MPHMEHEHHEM BOJHOTO pacTBOpa ruapokcuaa kamus (2,0 M, 5,7 mn, 7,18 MM0oIIb) B 3TAHONTE
(16 mu1) B COOTBETCTBHH C METOUKOI, omrcaHHO# B Ctagun 3 [IpomexyTouHOTO coequHeHus 1 ¢ momyueHueM 630
MT MPOAYKTA B BUIE TBEPAOTo Bemmectsa. 'H SAMP (300 MI'y, IMCO-ds): & 3.39 (br s, 2H), 7.81 (br s, 1H).

Cranus 5: 2-(2-xmopQeHmw)-2-0KCo3THI 5S-aMuHO-2-(TprropmeTin)-1,3-THazoa-4-kapookcuuar

JlaHHOE COCAMHCHHE TIOTYHAITH IT0 PEAKIMH IPOMEKY TOUHOTO coeauHeHus Craauu 4 (620 mr, 2,92 MMoIIB) € 2-0poM-
1-(3-xnmopdenmwn)sranorom (820 mr, 3,50 MMoJB) C mpuMEHCHHEM (propuaa kamusa (255 wmr, 4,38 MMOJB) B CyXoM
JIM®A (6,0 M) B COOTBSTCTBHU ¢ MeToaukoi, ommcaHuoii B Crammm 4 IIpoMe:KyTOUHOTO COCaWHCHHA 1 ¢
nonyuenreM 470 Mr mpoaykTa B BUAE TBEpAOro BemecTsa. 'H AMP (300 MI'u, IMCO-ds): 8 5.48 (s, 2H), 7.45-7.56
(m, 1H), 7.61 (d, J=4.5T1, 2H), 7.84 (d, J=7.8 'y, 1H), 8.02 (s, 2H).

TIpoMesKvTOUHOE COSTHHCHHUE 68

2-(2-xmop¢eHmT)-2-0KCOITHA S-aMUHO-3-MCTHII-1,2-0KCa301-4-KapOOKCHIAT

"5 Ao
7 (6]
N-?;I\HI:HQ o a
Cramus 1: 5-amun0-3 -MeTHII-1,2-0KCa3071-4-KapOOHOBAA KHCIIOTA

K mepemenmBaeMoMy pacTBOPY 3THII S-aMHHO-3-MeTHII- 1,2-0Kca30-4-kapookcnmara (1,66 r, 9,76 MMoIb) B 3TaHOICE
(30 M) mobaesamm 1,25 M BOAHBIH pacTBOP TUAPOKCHAA Kammd (8 mut, 14,64 MMOITh) TpH KOMHATHOH TEMIICPATypeE.
Cwmecp mepememmBany B TeueHHe HouH npu 90 °C. OpraHmuUecKHi pacTBOPHUTEIh YIAPHBAIN IPH MOHIKCHHOM
masneHny 1 octatok moakucasum 1 H HCI no pH 2. OcaxxaeHHOE TBEpIOE BEMECTBO OT(HIBTPOBBIBATH, IPOMBIBATH
B001 (100 MIT) H CYIIMIH HOA BAKYYMOM C IMOJTy4eHHEM 850 MI yKa3aHHOTO COCAHHCHUSA B BHAC TBEPAOTO BEIECTBA.
H IMP (300 MT'u, IMCO-ds): & 2.16 (s, 3H), 7.58 (br s, 2H); APCI (m/z) 143 (M+H)".

Cragus 2: 2-(2-x7a0p(peHMIT)-2-0KCOITHIT 5-aMHHO-3-MCeTHIT- 1,2 -0KCa3071-4-KapOOKCHIaT
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K xopomo mepeMermmBacMOMy pacTBOPY MpoMeKyTouHOTO coemmHaeHua Ctamun 1 (840 mr, 5,91 mmomns) B MDA
(9,0 M) IpH KOMHATHOM TeMmeparype aodasmamm 2-0pom-1-(2-xmoppermn)stanoH (1,66 r, 7,09 mmoas) u (ropua
kams (516 mr, 8,86 MMop). CMECh ICPEMEINMBAIN B TCUCHIC HOYH MPH TAKOH >ke Temmeparype. Peakiuro racumm
HACBHIIICHHBIM BOJHBIM pacTBOpoM ruapokapboHara Harpua (10 mm). OcaxIeHHOE TBEpAOE BCIIECTBO
oT(UIBTPOBRIBATH, TPOMBIBATH BOmOH (50 M) M CyHnmumM mOJ BaKyyMOM C moiaydeHHeM 1,35 T ykazaHHOTO
COCMUHEHHMS B BUAC TBepaoro semectsa. 'H SIMP (300 MI', IMCO-de): 8 2.17 (s, 3H), 5.33 (s, 2H), 7.51-7.60 (m,
3H), 7.78 (d,J =7.2 T'u, 1H), 7.85-7.88 (m, 2H); APCI (m/z) 295 (M+H)".

TIpomMeskyTOUHOC COCTHMHCHUE 69

2-[2-xn0p-4-(2-METOKCUITOKCH) (PCHHIT]-2-0KCOITHIT 5S-aMUHO- 1,3 -aume THII- 1/ -iupazon-4-kapOoKcuiar

HC O Ov~ocH,
lelﬁ‘\o

Ny, 0 O
H;C

K mepemenmBacMoMy pacTBOpY MpoMesKyTouHOro coeauHeHua 9 Cramuu 3 (250 mr, 1,61 mmoms) B cyxom MDA
(3 M) Tpu KOMHATHOI TemmepaTtype A00aBuH 2-0poM-1-[2-xmop-4-(2-MeTOKCHITOKCH)(PeHuI|3TanoH (490 mr,
1,61 mvonp) ¢ mocnexyronmM nodasncHueM (propuma kammst (140 mr, 2,42 MMOIb) W PCAKIHOHHYI) CMEChH
MCPEeMEIIMBATH IPH KOMHATHOH TEMIIEpAType B TCUCHHUE HOYH. PeakimoHHy 10 cMeCh paz0aBiuin sTuiaanerarom (30
MIT) 1 racuiu Bogo# (75 mur). Cmecs skctparuposaiu stuaneratoM (3 x 100 mur). OpraHuyeckuii CIoi MPOMBIBAH
BOJOH (2 x 100 muT) 1 CyIIHIH HAX OS3BOIHBIM CYIH(AaTOM HATPHSL. PACTBOPHTEIIb OTTOHSLIH MO BAKYYMOM H OCTaTOK
oumInamd (uom-xpoMatorpadueil Ha CHIMKAreIe ¢ moaydIeHHeM 360 M mpoayKTa B BHAE TBEPHOro BermecTsa. 'H
SIMP (300 MI'u, AMCO-de): & 2.14 (s, 3H), 3.30 (s, 3H), 3.46 (s, 3H), 3.66 (t, J = 4.5 T, 2H), 4.21 (t, J = 4.8 Iy,
2H), 5.29 (s, 2H), 6.24 (s, 2H), 7.05 (d, J = 8.1 'y, 1H), 7.16 (s, 1H), 7.84 (d, J = 9.0 T'y, 1H); APCI (m/z) 380 (M-
Hy.

TIpoMesxkvTouHOE coeuHCHUE 70

2-[2-(prop-4-(2-METOKCUITOKCH ) (DCHILT| -2 -OKCOATHIT 5-aMHHO-1-MeTHI-3-(TprU(pTOpMETHT) -1 H-THpas3o1-4-

e O Y@/O\/\ocm
0
NTL O F

N7 NH,
H,C

KapOOKCHIAT

JaHHOE COCIMHEHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudpropmernin)- 1 /-nupason-4-kapOOHOBOMH
kucaoTHI (800 mr, 3,82 MMomb) ¢ 2-0pom-1-[2-pTop-4-(2-meTokcuaTokcH)(peHmn|3ranoHoM (1,11 T, 3,82 MmoB) ¢©
mpuMcHeHHEM (propuaa kamms (333 wmr, 5,73 mmoms) B cyxom JIM®PA (8,0 mu1) B COOTBCTCTBHH C MCTOJHMKOM,
ommcanHo# B Cranun 4 [TpomexyTouHOoTO coeuHeHNU 1 ¢ mony4yeHneM 1,18 r mpoaykra B BHAC TBEPAOTO BEIECTBA.
'H AIMP (300 MI', IMCO-ds): & 3.32 (s, 3H), 3.66-3.70 (m, 5H), 4.23 (t,J = 4.5 Ty, 2H), 5.33 (s, 2H), 6.71 (s, 2H),
6.93-7.06 (m, 2H), 7.86 (t,J = 7.6 I'y, 1H).

IIpomMeskyTOUHOE cCoeaHHCHHUE 71

2-(2,6-auprop-4-MeTOKCH(PCHII)-2-0KCOITHI S-aMuHO- 1,3 -1uMeTwn- 1 //-mmpason-4-kapOokcumar

F OCH
Renorn
N)/\JH\O O F
N™>NH,
HsC
JlaHHOE TIPOMEKYTOYHOE COCOMHCHHC IMOJYYAIH IO PEaKumu S-aMuHO-1,3-muverwin-1/-nupason-4-kapOoHOBOH

kucaoTel (600 mr, 3,86 mmomp) ¢ 2-Opom-1-(2,6-mudrop-4-meTokcupermn)sranonom (1,02 r, 3,86 mmoip) ¢
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mpuMcHCHHEM (Propuaa kamms (336 mr, 5,79 mmoms) B cyxom IM®PA (6,0 Mi1) B COOTBSTCTBHH C MCTOJHKOM,
ommcanHo# B Ctaaum 4 [TpoMexXy TOUHOTO COeIUHEHHSA | ¢ mosyyeHHeM 579 MT MPoIyKTa B BUJE TBEPJOTO BEIECCTBA.
'H SIMP (300 MI'u, JIMCO-ds): 8 2.13 (s, 3H), 3.46 (s, 3H), 3.85 (s, 3H), 5.14 (s, 2H), 6.25 (s, 2H), 6.90 (d, J = 8.4
I'm, 2H).

TIpoMesKyTOUHOE COCTHHCHHUE 72

2-(2,6-mudropheHmT)-2 -0KCOITHI S-aMHHO- 1 -3THI-3-MeTHII-1 //-TIHpazon-4-kapOokcuuar

CH;,
K mepememmBacMoMy pacTBOpy S-aMuHO-1-3THII-3-MeTmi-1/-iupa3on-4-kap6oHoBoi kuciorel (500 wmr, 2,95
MMOJb) B cyxoM MDA (5,0 M) nmpu koMHaTHOH Temmeparype no6apmsum 2-6poM-1-(2,6-mudropherun)raHoH
(693 mr, 2,95 mmomp) u propun kamus (257 mr, 4,42 mMois). CMeCh IEPEMEIIUBATH B TCUCHHE HOYH IPH KOMHATHOH
Temmeparype. PeakiuoHHyro cMmech racuumm Bomoi (75 M) u akctparuposamm stmiameratoM (3 x 100 o).
Opranuueckuii coi mpoMsIBay BoAoi (2 x 100 mur) u cynmmm Hag 6e3BOXHBIM CyIb(paToM Hatpus. PacTBopurens
OTTOHAIH ITOJ, BAKYYMOM H NOJYYCHHBIH OCTaTOK OUHIIAmy (asnr-xpomarorpaduell Ha CHIIMKArese ¢ MOJIy4YCHHEM
912 mr mpoayKkTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-ds): 8 1.17 (t,J = 4.8 Ty, 3H), 2.10 (s, 3H),
3.82(q,J =6.9Tn, 2H), 5.17 (s, 2H), 6.25 (s, 2H), 7.24 (t, J = 8.4 T'y, 2H), 7.62-7.69 (m, 1H); APCI (m/z) 322 (M-
H).

ITpoMEKYTOUHOE COSTUHEHHE 73

2~(2-(prop-4-MeTOKCH(PCHUIT)-2-0KCOITIIT S-aMUHO- 1 -3THIT-3 -MeTHI- 1 -niupa3oi-4-kapOoKcHiaT

OCH
"N
(0]
N O F
CH.

3
JlaHHOE COCIMHCHUE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3TH-3 -MeTHII-1H-mupa30a1-4-kapOooHoBOH KUCIOTHI (600 MT,
3,54 mMoums) ¢ 2-6poM-1-(2-¢prop-4-mMeTokcupermm)sTaHoHOM (875 M, 3,54 MMOITB) C MPHMEHEHUEM (PTOpPHIA KA
(309 wmr, 531 mmomp) B cyxom JM®PA (6,0 M) B COOTBCTCTBHH C MCTOAWKOW, omucaHHOW B Cragmm 4
TIpOMEKYTOYHOTO COEMMHEN s 1 ¢ moay4yeHHeM 630 MI IPOAYKTa B BHAE TBEpAOro Bemectea. 'H IMP (300 MI 1,
JIMCO-dg): 8 1.20 (t,J = 4.5 T, 3H), 2.18 (s, 3H), 3.81-3.89 (m, 5H), 5.29 (s, 2H), 6.28 (s, 2H), 6.93-7.05 (m, 2H),
7.86 (t,J =8.1Tw, 1H).

TIpoMeskvTOUHOE COCTHHCHUE 74

2-(2-(prop-4-MeTOKCH(ICHILT)-2-0KCOITHI S-aMHUHO-3-MeTHA-1-(2,2,2-TpudTopaT)-1//-mupa30 1-4-kapOoKCHaaT

Ni:'ﬁ:}z o F
CF,
JlaHHOC COCOMHCHHC TONYHYATH 10 PCaKUHH S-aMHHO-3-MeTu-1-(2,2,2-tpudrop3Tn)- 1 H-mupason-4-kapOOHOBOH
kucaoTHl (1,3 1, 5,82 MmMoms) ¢ 2-6pom-1-(2-prop-4-meTokcupermm)stanoHoM (1,43 1, 5,82 MMOITB) C MPUMCHCHHEM
¢ropuma xams (507 mr, 8,73 mmoms) B cyxom IM®A (13 M) B COOTBETCTBHH C MCTOIUKOM, omucanHoi B Ctaaun

4 TIpoMeKy TOUHOTO coeuuennst 1 ¢ momyuernem 910 Mr npoaykTa B BuAE TBEpAOro BemecTsa. 'H AMP (300 M1,
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JIMCO-de): & 2.19 (s, 3H), 3.87 (s, 3H), 4.81-4.89 (m, 2H), 5.31 (s, 2H), 6.69 (s, 2H), 6.94-7.04 (m, 2H), 7.85-7.89
(m, 1H); APCI (m/z) 388 (M-H)".

TIpoMesKyTOUHOE COSTHHCHHUE 75

2-(2,6-mudropheHmT)-2-0KCOITHI S-aMHHO-3-3THI- 1 -MeTHI-1 //-Tnpazon-4-kapOokcumar

H,C o F

NNH, O F
HsC

Cragua 1: 3tun 5-amuHO-3-3TH1-1-MeTHI-1 /7 -THpazo 1-4-kapOoKcuiIaT

K nepeMenmBaeMoMy pacTBOpy 3THI (2Z)-2-muaHo0-3-3TOKCHNICHT-2-¢HoaTta (3,8 1, 19,3 MMoub) B 3TaHoIe (38 MIT)
IpH KOMHATHOH TeMmeparype noOapmsum cyiab(ar mermwaruapasuHa (2,8 r, 19,3 MMONB) ¢ HOCICIYIOIIHM
nobasieHueM N, N-muusonponuisTiamMuHa (6,6 M, 38,6 MMoup). CMeCh MEPEMEIIUBAIH B TCUCHUEC HOUH mpu 90
°C. OTaHoJ ymapusajau Opu NOHWKCHHOM JABJICHHH, H OCTATOK IOAIICIAYHBATH HACHIICHHBIM BOIHBIM PACTBOPOM
rugpokapOoHaTa Hatpus (40 ). BoaHyio cMech 3xcTparuposainy sruaneraroM (75 mi x 2). OpraHuvueckuii o
CYHIMIH HaJ OC3BOAHBIM CyJb(aTOM HATPHA H YNAPUBAIU NPH MOHIDKCHHOM JaBJICHMHU. [10dydYeHHBIH OCTAaTOK
OUMIIAIY KOJOHOYHOH XpoMarorpaueli Ha cCHIHKarese ¢ mojayueHueM 1,68 r mpoaykra B BHAC TBEPAOTO BEILECTRA.
H AMP (300 My, IMCO-de): 8 1.09 (t,J = 4.5 T, 3H), 1.24 (t, J = 4.8 Ty, 3H), 2.57 (q, J = 7.2 Ty, 2H), 3.45 (s,
3H), 4.15 (q, J = 6.9 T', 2H), 6.14 (s, 2H).

Cragus 2: 5-amuHO-3 -3THI-1-MeTHI- 1 H-mrpa30.1-4 -kapOOHOBAs KHCJIOTA

JlaHHOE COeaMHEHNE MOYYaaH IO PEaKI[HU THAPOJIH3A CIOXKHOTO d(upa MpoMexyTouHoro coequneHus Craxuu 2
(1,65 r, 8,36 MMOIIB) C MPUMEHEHUEM BOIHOTO pacTBOpa ruapokcuaa kamis (2,0 M, 6 mi, 16,73 MM07b) B 3TaHOTIE
(17 M) B COOTBETCTBHH C MeTOAMKOH, omucanHO#H B Ctaanu 3 TIpomesxyTouHOTO coequueHus 1 ¢ momyueHueM 3,1 r
HpOAyKTa B BUAC TBepaoro semectsa. 'H SIMP (300 MI'm, IMCO-ds): 3 1.06 (t,J = 7.2 ', 3H), 2.30 (q,J = 7.5 ',
2H), 3.40 (s, 3H), 4.99 (s, 2H), 5.07 (s, 1H).

Cramus 3: 2-(2,6-nuToppeHIT)-2-0KCOATHI 5-aMHUHO-3-3THI- 1 -Me THIT- 1 7 -TiHpa30.1-4-KapOOKCHUIAT

JlaHHOE COeIMHEHHUE MOyl 10 PeakIiy MpoMeKyTouHOTo coeauneHust Craguu 2 (1,0 r, 5,91 Mmmoim) ¢ 2-6pom-
1-(2,6-muproppermm)stanorom (1,39, 5,91 mmop) ¢ mpumeHeHHEM (propuaa Kamws (525 mr, 8,87 MMOITh) B CyXoM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAWKOW, omucanHoi B Crammum 4 TIpoMeKyTOUHOTO cocauHCHHA 1 ¢
nosyuerneM 840 Mr mpoaykra B BEAe TBepaoro semectsa. 'H SAMP (300 MTI'n, IMCO-de): 8 1.06 (t, J = 6.6 ',
3H), 2.53 (q, J = 6.6 T, 2H), 3.46 (s, 3H), 5.18 (s, 2H), 6.25 (s, 2H), 7.25 (t,J = 8.1 T'y, 2H), 7.63-7.68 (m, 1H).

TIpoMesKvTOUHOE COCTHHCHHUE 76

2-(2-prop-4-meTokcH(PeHIT)-2-0KCOITIIT S-aMUHO-3 -3THII- 1 -MeTHI- 1 //-niupasoun-4-kapOokcuiar

H;C 0 /\/Q/OCHQ’

HsC

JlaHHOE COeTMHCHHE TOJYHalH MO PEaKUuH 5-aMHHO-3-3THI-1-MeTni-1/-mpa3on-4-kapboHosoit kuciotsr (1,5 T,
8,87 Mmmomb) ¢ 2-6pom-1-(2-¢rop-4-meTokcupernm)sTanoHoM (2,2 T, 8,87 MMOIIB) C IPUMEHCHAECM (JTOPHIA KaTHA
(775 wr, 13,30 mmoms) B cyxom JM®PA (15 M) B COOTBCTCTBHH C MCTOAMKOH, ommcanHoii B Cragmm 4
TIpoMEKyTOIHOTO COeaMHEHAA 1 ¢ monyueHneM 1,7 T mpodykTa B BHAE TBepmoro semectsa. ‘H SIMP (300 MIm,
JIMCO-dg): 8 1.11 (t,J = 6.6 T'y, 3H), 2.60 (q, J = 6.6 T';, 2H), 3.48 (s, 3H), 3.87 (s, 3H), 5.29 (s, 2H), 6.27 (s, 2H),
6.92-7.03 (m, 2H), 7.87 (t, J = 8.1 T'u, 1H); ESI (m/z) 336 (M+H)".

ITpoMexyTOUHOE COeaUHEHHE 77
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2-(2-x1m0p-4-MCTOKCH(H)CHIIT)-2-0KCOITHIT 5-aMHHO-3 -3THII- | -MeTHIT-1 //-Tipa30 -4 -kapOOKCHIAT

H;C 0 ﬂOCHs
N

Ny, 0 d
HsC

JlaHHOE COCTUHEHHE TOJTY YAt IO PEAKIMH S-aMHHO-3 -3THI- 1 -MeTni-1H-nupa3on-4-kapooHoBoit kuciotsl (700 Mr,
4,14 mmoub) ¢ 2-6poM-1-(2-xnop-4-mMeTokcupenmm)stanonoMm (1,1 r, 4,14 MMoIb) ¢ MpUMEHEHHEM (PTOPHIA KAIUS
(360 wmr, 6,21 mMomp) B cyxom JM®A (7,0 mi) B COOTBCTICTBHH C METOAWKOH, ommcaHHOH B Cragmm 4
TpoMeKyTOIHOTO coemuHcHuA 1 ¢ moayuerneM 900 Mr mpoaykra B BHAC TBEpaoro semectsa. 'H SIMP (300 MIm,
JIMCO-d¢): 8 1.07 (t,J = 6.6 I'i, 3H), 2.55 (q, J = 6.6 'z, 2H), 3.46 (s, 3H), 3.83 (s, 3H), 5.30 (s, 2H), 6.24 (s, 2H),
6.99-7.04 (m, 2H), 7.83 (d, J = 8.1 'y, 1H); ESI (m/z) 352 (M)™.
ITpoMEKYTOUHOE COCAUHEHHE 78
2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMUHO-3 -METHI- 1 -(poman-2-mw)-1 //-mupasoi-4-kapookcuiart

F
NéfLO 0O F
N""NH,

HC N,

JaHHOEC COCOUHCHHE TOJYYalH IO PEaKUUH S5-aMHHO-3-METHI-1-(mpomaH-2-um)-1/-mupa3on-4-kapooHOBOH
kucnotsl (800 mr, 4,36 Mmomab) ¢ 2-6pom-1-(2,6-mudroppermn)sranornom (1,02 r, 4,36 MMOJIB) C PHUMCHCHHEM
¢ropuna xamusa (380 mr, 6,54 mmons) B cyxom IM®A (8,0 M) B COOTBETCTBHH C METOAWKOMH, omucanHOH B Ctaguu
4 TIpoMeKy TOYHOTO COEMHEHHs | ¢ moyyeHHeM 252 MT MPOAYKTa B BHAE TBEpAOro BemecTsa. 'H IMP (300 M,
JIMCO-ds): 6 1.27 (d,J = 6.3 'y, 6H), 2.13 (s, 3H), 4.36-4.42 (m, 1H), 5.19 (s, 2H), 6.28 (s, 2H), 7.23-7.30 (m, 2H),
7.63-7.70 (m, 1H).

TIpoMesKvTOUHOE COSTHHCHHUE 79

2~(2-xmopQeHmIT)-2-0KCOITH 3-aMHHO-5-H30MPOnHI- 1 -MeTHI- 1 [ -mupa3o 1-4-kapOoKCHiaT
CH,

Hch\fok ﬂ(@
= O

H3C'N —

N, 0

Cramua 1: Otun (2Z)-2 -1muaHo -3 -THAPOKCH-4-MCTHIIIICHT -2 -CHOAT

K cycnensuu ruapuaa Hatpus (60 % mac/mac, 3,75 1, 93,84 mmounp) B cyxom TT'® (78 mur) mpu 0 °C qo6aBmsing 3TUI
nua”oauetat (5 mi, 46,92 MMob). PeakKIIMOHHYIO CMECh IEPEMEIIHBATIH TPH KOMHATHOH TEMIIEPAType B TeUCHHE 1
yaca. PeaximonHyro cmech oxnaxkmamm 10 0 °C u k Helt mobasmsum m3o0ytupmixiaopun (5,0 T, 46,92 MMous).
PeakimoHHY0 cMeCh TIepeMEIHBAIH IPH KOMHATHOH Temneparype B TeucHue 18 yacos. Cvech racumm 2 H cepHoit
KHCJTOTOH W 3KCTparupoBaim 3tmmanetatoM (250 mi X 3). OpraHmdeckuil 3KCTpaKT CYIIHIH Haj O€3BOJHBIM
cymb(paToM HaTpus, PUIBTPOBATH U ynapueatd. [ToMyUeHHBIIH MPOAYKT OUHINAA KOJOHOYHOH XpoMarorpaducii Ha
CHITHKATETIE ¢ MOIyUICHHEM 8,9 T YKA3AHHOTO COSTHHCHHA B BHAE Macta. 'H SIMP (300 MI'u, CDClL3): 3 1.24 (d,J =
6.6 ', 6H), 1.37 (t,J = 6.6 ', 3H), 3.08-3.17 (m, 1H), 4.34 (q, J = 6.6 'y, 2H), 13.78 (s, 1H).

Cragusa 2: Otun (27)-3 -xmop-2-0quaHo -4 -MCTHMCHT-2 -CHOAT

K mepememmsacMoMy pacTBOPY mpoMeskyTouHOTO coeamacHus Craqum 1 (8.9 1, 48,58 MmMmous) B auxiiopmeTane (90
MJT) IPH KOMHATHOM TeMIepaType Ao0aBsumy okcuxiopua pocgopa (4,8 v, 53,43 mmons) u Tpustumamus (10,15
M, 72,87 mmoap). PeakmmorHyto cmech Harpesamd A0 50 °C u mepememmsamy npu 50 °C B TeucHne 18 wacos.

PeakunoHHYHO CMECh OXITAKAATH 0 KOMHATHOW TCMIICPATYPBI M TACHIIH HACHIIICHHBIM PACTBOPOM THAPOKapOoOHATa
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Harpud (200 mm). Crol oTACTIsUIH, W BOJHBIH CIOH 3KCTparupoBamy auxiaopmeradoM (3 X 250 mir). Opranmyecknii
cioif cymmin Hax OC3BOAHBIM CyIb(ATOM HATPHA, (DHIBTPOBANA W YINAPWBAIN NPH TOHIKCHHOM JABJICHHUM.
[Nomy4eHHBIH TPOIY KT OUUINAIN KOJOHOYHOH XpoMarorpaieli Ha CHIIMKaresie ¢ moxydeHueM 4,1 r mpoaykra B BUIC
macia. 'H IMP (300 MI'y, CDCL): 8 1.25 (d, J = 6.6 'y, 6H), 1.38 (t, J = 6.6 'y, 3H), 3.08-3.16 (m, 1H), 4.34 (q,
J=6.6Tm, 2H).

Cragus 3: 3-amuHO-5-m30mponmi- 1 -merwn- 1 H-nupa3on-4-kapOoHoBas KUCIIOTa

Cmech mpomeskyTouHOTo coeauaeHns Craamu 2 (4 1, 19,83 Mmmoup) u mermiruapasuaa (913 mxa, 19,83 mmons) B 10
% NaOH nepeMemmBamy IpH KOMHATHOH TEMICPATYPe B TCUCHHUC HOUH. PCaKIMOHHYIO CMECh OXJIAKIATH JIHAOM,
noakucawn 1 H HCI u noiyueHHOE TBEpAOE BEMIECTBO cOOMpaH (PUIBTPOBAHUEM C MOTy4YeHHEM 1,3 T mpoaykra.
'H SIMP (300 MI'y, IMCO-ds): 8 1.27 (d, J = 6.0 T'w, 6H), 3.10-3.19 (m, 1H), 3.60 (s, 3H), 11.11 (br s, 1H); APCI
(m/z) 184 (M+H)".

Cramgus 4: 2-(2-x7a0pPeHUIT)-2-0KCOITUI 3 -aMHHO-5-H30IpOTHI- 1 -MeTHI- 1 [/ -mupa30a-4 -kapOokCuiaT

JlaHHOE COCAMHEHUE TOTYHAITH IT0 PEAKIIMHU IIPOMEXKY TOUHOTO coeauHeHuA Craauu 3 (600 mr, 3,27 MMouIb) ¢ 2-Opom-
1-(2-xnopdenmn)aranonom (761 mr, 3,27 Mmonb) ¢ npuMeHeHHEM (propuaa xamus (285 mr, 4,91 MMoib) B cyxoM
JIM®A (6,0 m1) B cooTBeTCTBHU ¢ MeToaukoi, ommcanuoii B Crammu 4 IlpomexyrouHoro coemamueHus 1 ¢
HoJIyueHHEM 545 Mr mpodykTa B BHAE TBepaoro semectsa. 'H SIMP (300 MT'n, IMCO-d): 3 1.27 (d, J = 6.2 'y,
6H), 3.11-3.23 (m, 1H), 3.63 (s, 3H), 5.40 (s, 2H), 7.45-7.52 (m, 1H), 7.57 (s, 2H), 7.76 (d,J = 7.2 I'n, 1H); ESI (m/z)
335 M),

IIpomexyTouHoe coeauneHue 80

2-(2,6-mudpropdeHnn)-2-0kco3THI 5-aMUHO- 1-0eH3MII-3 -MeTHII-1 [-nHpa3oi-4-kapOoKCHIaT
F.
REPOS

Cragus 1: Otun 5-amuHO-1-0¢H31I-3 -MeTri-1 /-mupa3on-4-kapookcuaar

K mepememmBacmMomy pactsopy 3T (2Z)-2-umano-3-3Tokcudyr-2-eHoara (5,0 r, 27,3 mmoms) B stanone (50 m)
TIPH KOMHATHOM TeMrepaType 100aBLsuy Auruapoxaopu OeH3mwruapasusa (5,3 r, 27,3 MMOIIb) ¢ TOCICIYIOIIHM
nobaenerueM N, N-mumzonpommmtuiaamuaa (14 v, 81,9 MMmonp). PeaknnoHHYI0 CMECh MEPeMEIIHBAN B TCUCHHC
HOuH mpu 90 °C. DTaHON yJABUH YIIAPUBAHHUEM, U ITOJIYHYCHHBIH OCTATOK IOAMICIAYHBAIHA HACHIICHHBIM BOTHBIM
pactBopoM rtuapokapOoHata Hatpusa (50 mum). BomHyro cmechk skctparmposamd stmiaanetarom (100 mom x 2).
Oprannyeckuii CloW CyIIHIH Had OC3BOXHBIM CyIb(aTOM HATPHSA W YNAPHBAIH NPH NOHIKCHHOM JABJICHHH.
TMomyucHHBIH OCTATOK OUHINANK KOJOHOYHOH XpoMaTtorpaucii Ha CHIMKareae ¢ moayucHueM 4,45 T mpoaykra B
BuzE TBepaoro BemecTea. 'H IMP (300 MT'n, IMCO-de): 3 1.25 (t, J = 6.6 T, 3H), 2.16 (s, 3H), 4.16 (q, J = 6.6
I'm, 2H), 5.09 (s, 2H), 6.32 (s, 2H), 7.14 (d, J = 8.1 I', 2H), 7.23-7.35 (m, 3H).

Cramus 2: 5-amunO-1-0¢H3MI-3 -MeTHI-1 //-TTHpa301-4-KapOOHOBAA KHCIOTA

JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKIUH THAPOJM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coeauucHua Cragnu 1 (4.4 1, 16,9 MMOTB) C IPUMCHCHHACM BOJHOTO PAaCcTBOpa THApokcHaa kammg (2,0 M, 20 mm,
33,96 MMOIIb) B COOTBETCTBHH C METOAMKOM, omrcanHOH B Ctamuu 3 TIpoMesKyTOYHOTO COeAMHEHMS | C OJTyUeHHEM
3,3 T OpoayKTa B BUAC TBEPAOro BemecTra. 'H SIMP (300 MI'm, IMCO-de): & 2.15 (s, 3H), 5.07 (s, 2H), 6.30 (s, 2H),
7.15(d,J =7.8 T, 2H), 7.23-7.36 (m, 3H), 11.77 (br s, 1H); ESI (m/z) 232 (M+H)".

Cramus 3: 2-(2,6-nuroppeHnn)-2-0KCO3THI S-aMIHO- 1 -0eH3mI-3 -MeTH- 1 //-pason-4-kapOoKcuiar
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JlaHHOE CoeTMHEHHNE MOy YAl 10 Peaky MpoMeKyTouHoTo coeamuaeHns Cramuu 2 (1,0 1, 4,32 MMmo1b) € 2-Opom-
1-(2,6-guroppermmm)stanorom (1,05 r, 4,32 mmop) ¢ mpuMeHeHHEM (Propuaa kamus (380 mr, 6,48 MMOITb) B CyXOM
JIM®A (10 mu) B COOTBSTCTBHU C MCTOAWKOW, omucanHoi B Crammum 4 IIpomexyTouHOoro coeamHeHHA 1 ¢
nonyuenreM 1,45 r npoaykra B BHae TBepaoro semectea. 'H AMP (300 MI'u, IMCO-ds): & 2.13 (s, 3H), 5.10 (s,
2H), 5.20 (s, 2H), 6.45 (s, 2H), 7.14 (d, J = 8.1 'y, 2H), 7.22-7.35 (m, 5H), 7.64-7.69 (m, 1H); ESI (im/z) 386 (M+H)".

IIpomMeskyToUHOC coeauHCHHUE 81

2-(2-(prop-4-MeTOKCH(ICHIUIT)-2-0KCOSTHI S-aMHHO- | -O¢H3II-3 -MeTHIT-1 [/ -Tiipa30 -4 -kapOokcuIaT

OCH
HSC O /\'(Q ’
O
e
NS, O F

JlaHHOE COCIWHCHINEC MOTyYaIH MO PEaKIuH S-aMUHO-1-0eH3mn-3-MeTui- 1 //-mupa3on-4-kapoonosoit kucmotsr (1,0
r, 4,32 MmMoip) C 2-6poM-1-(2-prop-4-meTokcupermn)stanonom (1,07 r, 4,32 MMop) ¢ mpuMEHEHHEM (propuaa
xamug (380 mr, 6,48 mMoip) B cyxoM [IM®A (10 M) B COOTBETICTBUH C METOAMKOH, ommcanuoii B Cramguu 4
TIpOMEIKYTOUHOTO COeaUHEHHA 1 ¢ mostyueHueM 1,4 r mpoaykra B Buae Teepmoro semectsa. ‘H SIMP (300 MIw,
JIMCO-de): 8 2.19 (s, 3H), 3.87 (s, 3H), 5.11 (s, 2H), 5.30 (s, 2H), 6.46 (s, 2H), 6.94-7.04 (m, 2H), 7.17 (d, J = 8.7
I'y, 2H), 7.25-7.37 (m, 3H), 7.87 (t,J = 8.7 ', 1H); ESI (m/z) 398 (M)".
IIpoMesxyTOUHOE COCTUHECHHUE 82
2~(2-xnop¢eHmIT)-2-0KCOITHI 4-aMHHO-3 -( IUKTOTPOTHIKAPOaMO ) - 1,2-THA30 -5 -KapOOKCHIAT

H,N O
OMO
[>—NH NS 0 «l

Cramus 1: (2E)-2-nuaHo-N-DuKI0Ipo mHI-2 -(THAPOKCHHMAHO ) STAHAMHT

K mepememmBaeMoMy pactBopy 2-mmaHo-N-nuknonpormunaneramuia (5,0 r, 40,27 mmons) B ykcycHoM kuciote (10
mu) mipu 5-10 °C mo kammim 100aBsuTH pacTBOP HUTpUTA HATPHS (6,94 T, 100,6 MMOIB) B BoAE (70 Mu). PeakumoHHy 10
cMmecs mepememmBamy npu 10 °C B TeueHHe 8 yacoB W 3aTeM NPH KOMHATHOHW TEMIICPAType B TCUCHHC HOYH.
OcaskIeHHOE TBEPIOE BEIIECTBO OT(HIBTPOBBIBAIE U XOPOLIO CYNIWIH ¢ monaydenueM 1,53 T npoaykra. ‘H SIMP
(300 MI', AIMCO-dg): 8 0.56-0.68 (m, 4H), 2.71-2.75 (m, 1H), 8.59 (s, 1H), 14.64 (br s, 1H).

Cramus 2: (2E)-2-muano-N-nuknonpo -2 -({ [ (4-Me THI(hCHIT)CY Tb(DOHII | OKCH } HMHHOATAHAMHUT

K mepemenmBaemMoMy pacTeopy npomeskyTouroro coeauHeHus Cramum 1 (1,5 1, 9,79 Mmvons) B mupuauae (4,0 m)
nopumsaMu 1o6asmimy Tosmwrxiopun (2,01 1, 10,57 MMOIIB) B TOJNYUCHHYIO CMECh NIEPEMEIIIHBAIN B TCUCHHE HOUH
py KOMHATHOH Temmeparype. K BenmeykazanHO#H cMecn no0aBmsuy 31aHou (15 M), BRIMABIIEE B 0CAJOK TBEPAOC
BEIIECTBO OT(HUIBTPOBBIBAIA M XOPOIIO CYIIHIH C MOJy4YeHHEM 1,69 T MpoaykTa B BHIE TBEPAOTO BemecTsa. ‘H
SAMP (300 MI', JIMCO-ds): & 0.60-0.72 (m, 4H), 2.44 (s, 3H), 2.70-2.75 (m, 1H), 7.54 (d, J = 8.7 'y, 2H), 7.99 (d,
J=18.7Tmn, 2H), 8.98 (s, 1H).

Cragus 3: Otun 4-amuHO-3 -(uKTOTpoITAIKapOdaMon)-1,2-Tra301-5-kapOoKCHIaT

K mepememmBacMoMy pacTBOPY MPOMEKyTOUHOTO coeaumHeHmsa Cragum 2 (700 mr, 2,27 MMONB) W ITHA-2-
MepranroaneTara (300 mxr, 2,73 mvouns) B 3tasoe (3,0 vr) mpu 0 °C nobasstmn mopdomauH (300 mx, 3,41 MmMob).
[NonyueHHyto cmech mepeMemmbam TeueHue 30 muHYT. CMmech pazdasmsum Bomoit (10 mur) W SKcTparmpoBai
srunaneratoM (150 M x 4). Oprasuyeckuii cioi CyImuan Hax OE3BOJHBIM CyIb(aToOM HATPHUS W YIAPHBATH IPH

TIOHIKECHHOM J1aBieHHH. OCTAaTOK OYHINAIH KOJOHOYHOH Xpomarorpadueii Ha CHIHMKareie ¢ MoJydYeHHEM 678 Mr
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NpOAyKTa B BHIAE TBEPAOro BemecTea;, 'H AMP (300 MI'y, CDCls): 8 0.66 (q,J = 6.0 T'u, 2H), 0.85 (q, J = 6.0 I'ry,
2H), 1.34 (t,J = 6.8 ', 3H), 2.81-2.88 (m, 1H), 4.34 (q, J = 7.2 T'w, 2H), 7.26 (s, 2H); ESI (m/z) 256 (M+H)".
Cragus 4: 4-amuHO-3 -(IuKTonpoIIKapdaMomt)- 1,2-Tua30 - 5-kapOoHOBAA KHCIOTA

K nmepemenmBaemMoMy pacTBopy HmpoMesKyTodHOTo coenuHeHusI Craquu 3 (650 wmr, 2,54 MMous) B 3taHOmIe (2,5 M)
mobasmam pacTBOp ruapokcuga kamma (213 mr, 3,81 mmons) B Boae (2,5 mur). [Toay4eHHYIO CMECh KHITITHIIH C
0OpaTHBIM XOJOAUIBHUKOM B TEUYCHHE 3 4acOB, CMECh YIAPHBAIH IIPH MIOHWKEHHOM JaBICHUH, oxJaaxkaam 10 0 °C
u moakucsum 1 H HCl mo pH 2. OcaxacHHOE TBEpAOS BCINECTBO OT(MIBTPOBBIBATH H XOPOIIO CYIIHIH C
nonyueHreM 462 Mr IpoAykTa B BHAE TBepAOro Bemectsa. 'H SIMP (300 MI'u, IMCO-ds): 8 0.61-0.67 (m, 4H),
2.79-2.83 (m, 1H), 3.61 (brs, 2H), 7.59-7.64 (m, 1H), 8.77 (s, 1H); ESI (m/z) 226 (M-H)".

Cragus 5: 2-(2-x70ppeHmT)-2-0KCOITII 4-aMHHO -3 -(IKIOMpOoHIKapOaMomi)-1,2 -Tua3o 1-5 -kapOookcuiar

JlaHHOE COECAMHEHUE TIOTYYAITH IT0 PEAKIMH IIPOMEXKY TOUHOTO coeauHeHuA Craauu 4 (450 mr, 1,98 MmMoup) ¢ 2-Opom-
1-2-xnopdenmn)sranonom (552 mr, 2,37 MMOJb) C mpuMeHeHHEM (ropuaa kamusa (172 mr, 2,97 MMOIb) B CyXOM
JIM®A (5,0 mum) B cooTBeTCTBHU ¢ MeToaukoi, ommcaHuoii B Crammu 4 IlpomexyrouHoro coemmueHus 1 ¢
NOIyYEHHEM 565 Mr mpoAykTa B BHAE TBepaoro semecta. 'H SIMP (300 MI'u, CDCls): 8 0.67 (q, J = 6.0 'y, 2H),
0.85(q,J =6.0T', 2H), 2.81-2.86 (m, 1H), 5.41 (s, 2H), 6.74 (br s, 2H), 7.26 (s, 1H), 7.36-7.46 (m, 2H), 7.66 (t,J =
8.7 T'u, 1H); ESI (m/z) 380 (M+H)".

ITpoMEKVTOUHOE COSTUHEHHE 83

2~(2,6-muproppeHIIT)-2 -0KCOITHA S-aMHHO-3-METHI- | -pori- 1 H-mupa301-4-kapOoKCHiaT
ke
7 (0]
H3CA
Cramua 1: Otun 5-amun0-3-MeTHII- 1 -ponmw- 1 //-mupa3o Ji-4-kapOoKCHIAT
JanHoe coeIMHCHUE MOJy4Yadd Mo peakuuu 3Tun (2F)-2-muaHo-3-3TokcuOyT-2-eHoara (2,85 r, 15,6 mMMomb) ¢
npormwaruapazuaoM (1,38 r, 18,68 mMoup) ¢ mpumeHeHuem N, N-gumnzonpommwnTuiamuHa (5,5 i, 31,2 MMoms) B
sraHone (30 M) B COOTBETCTBHH C METOauKoi, ommcaHHOW B Crtammu 1 TIpoMeKyTOUHOTO COCOUHCHHA 75 C
nonyuenreM 3,15 r npoaykra B Buge Macaa. 'H SIMP (300 MI'u, CDCls): 8 0.94 (t, J = 7.2 T, 3H), 1.32 (t,J = 6.9
I'm, 3H), 1.82 (q,J = 7.2 T, 2H), 2.36 (s, 3H), 3.82 (t,J = 8.4 T'w, 2H), 4.27 (q,J = 7.5 'y, 2H), 5.15 (br s, 2H); ESI
(m/z) 212 M+H)".
Cranus 2: 5-amuHO-3 -MeTHII- 1 -poniu- 1 //-mupasor-4-kapOoHOBAs KUCIOTA
JlaHHOE TIPOMEXYTOYHOE COCAWHCHHE MONYYATH IO PEaKIUH THAPOJM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHua Cragnu 1 (3,1 1, 14,7 MMOTB) ¢ IPUMCHCHACM BOJTHOTO PACcTBOpa rHApokcuaa kammg (2,0 M, 20 mm,
29,44 MMOTIb) B COOTBETCTBHH C MCTOUKOH, onucanHoi B Ctaquu 3 TTpoMe)KyTOUHOTO COeTMHEHHS 1 C MoIyUeHIHEM
1,25 r mpoaykra B BUAe TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-ds): 8 0.81 (t,J = 7.2 T'w, 3H), 1.63 (q, J =
6.9 T, 2H), 2.13 (s, 3H), 3.73 (t,J = 7.2 T'w, 2H), 6.12 (br s, 2H).
Cragums 3: 2-(2,6-nuropheHmT)-2-0KCOITHI S-aMUHO-3 -METHI- | -ipomwT- 1 /7 -mupa30 1-4-kapOoKCuiaT
JlaHHOE COeTMHEHHE MOy YAl 10 PEaKIiy MPOoMeKyTouHOTo coeamuaeHnsa Crammuu 2 (1,2 1, 6,55 MMo1b) ¢ 2-Opom-
1-(2,6-auroppermmm)stanorom (1,85 r, 7,85 mmop) ¢ mpumeHeHHEM (Propuaa kKamus (570 mr, 9,80 MMOITh) B CyXoM
JIM®A (12 M) B COOTBSTCTBHU C MCTOAWKOW, omucaHHO#W B Cragmum 4 TIpomMekyTouHOTO cocamHCHHA 1 ¢

noxydycaueM 1,75 r mpoxykra B Buae Macaa. ‘H SIMP (300 MI'n, JIMCO-ds): 3 0.82 (t,J = 7.2 ', 3H), 1.63 (q. J =
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6.9 T, 2H), 2.12 (s, 3H), 3.76 (t,J = 7.2 T, 2H), 5.19 (s, 2H), 6.28 (brs, 2H), 7.26 (1, J = 8.4 T, 2H), 7.62-7.68 (m,
1H); ESI (m/z) 338 (M+H)".

TIpomMeskyTOUHOC cocMHCHUE 84

2-(2-xmop¢peHmT)-2-0KCOITHN S-aMUHO- 1 -[ 2 -(mumeTrumaMuHO )3Tri| -3 -MeTHT- 1 [/ -TiHpa30a-4-kapOokeuiar

RE S
Nm‘\i 0 «a
H3C_NCH3
Cragusa 1: Otun 5-amua0-1-[2-(TuMETHIAMHHO )3TH| -3 -MeTHI- 1 /1-mupa3oi-4 -kapOokcuiar

JlaHHOE COCOMHCHHUE MONyYaH 10 peakuuu 3tun (2F)-2-mmaHo-3-3Tokcudyr-2-cHoara (7,0 r, 38,20 mmMoump) ¢ 2-
TUApasuHUI-N, N-iuMeTun3TanaMuHOM (4,73 1, 45,85 MMoab) ¢ mpuMeHEHHEM N, N-Auu30 mpomuadTHaamuHa (13 mu,
76,41 MmmoIB) B cyxoM 3TaHone (70 M) B COOTBETCTBHH C METOAMKOH, omucanuoit B Ctaxuu 2 [TpomMesky TOUHOTO
coemuneHus 1 ¢ moyuenuem 7,0 T mpoaykTa B Buae Macaa. ‘H SIMP (300 MI'u, CDCL): 3 1.34 (t,J = 6.9 ', 3H),
2.31(s, 3H), 2.39 (s, 6H), 2.81 (brs, 2H), 4.11 (br s, 2H), 4.26 (q. J = 7.5 T'w, 2H), 6.34 (s, 2H); ESI (m/z) 241 (M+H)".
Cragus 2: 5-aMmuHO-1-[2-(AUMETHIAMUHO )3THI |-3-Me THI- 1 H-mupa3o 1-4-kapOOHOBAs KHCIOTA

JlaHHOE TPOMEKYTOYHOE COCAMHCHHE MOJNYYadH N0 PEaKUUH THAPOJIH3A CIOKHOTO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Craauu 1 (1,2 r, 4,91 MMOIIB) C MPEMEHEHHEM BOJHOTO PAacTBOPa ruapokcuaa kamus (2,0 M, 5 v, 9,82
MMOJIb) B COOTBETCTBHH C METOAUKOI, orucanHoi# B Craguu 3 [IpoMeskyTouHOTO coequHeHuA 1 ¢ momyueHueM 1,04
I IIPOAYKTa B BUAC JKUAKOCTH. JJAHHOE IMPOMEKYTOUHOE COCTUMHCHHE HCIIOJIB30BAIH HA CIEAYIOIEH cramuu 6e3
JIOTIOJTHUTETBHON OUHMCTKY M OTIHCAHUA.

Cramgus 3: 2-(2-xmop(peHUT)-2 -OKCOITHIT 5-amuHO-1-[2-(mumMeTHIAMHHO )3THI | -3-MeTHI- 1 F-Tupa301-4-
KapOOKCHIAT

JlaHHOE COeTMHEHHUE MOy YAy 10 PeaKIiy MpOoMEeKyTouHOTO coeauneHust Cranuu 2 (1,2 r, 5,65 MMmoib) ¢ 2-6pom-
1-(2-xmopdenmm)sranonom (1,3 r, 5,65 mmoins) ¢ mpumereHHeM ¢ropuaa kamus (820 mr, 14,12 MMOIB) B CYXOM
JIM®A (12 mm) B COOTBSTCTBHH ¢ METOAuKOW, omucanHo#W B Crammu 4 TIpoMekyTOUHOTO cocauHCHHA 1 ¢
noaydycHreM 890 Mr mpoAyKTa B BHAC Baskoi sxmakocTH. 'H SIMP (300 MI'w, CDCls): & 2.28 (s, 3H), 2.44 (s, 6H),
2.86-2.97 (m, 2H), 4.17 (br s, 2H), 5.32 (s, 2H), 6.46 (br s, 2H), 7.37-7.39 (m, 1H), 7.42-7.48 (m, 2H), 7.64 (d, J =
7.8Tm, 1H.

TTpoMesKvTOUHOE COSTHHCHHUE 85

2-(2,5-muroppeHnT)-2 -0KCOITHA S-aMHHO- 1 -3THI-3-MeTmiI-1 //-mpa3on-4-kapOokcuiar

F
" Y@
7 O

H;C

JlaHHOC COCTWHCHHUC TTOJTYYAH IO PCAKIHH S-aMUHO- 1 -3Tr-3 -MeTi- 1 //-mmupaso1-4-kapooHoBoil kucmoThl (700 mr,
4,13 mmoite) ¢ 2-0pom-1-(2,5-mudroppermm)sranorom (972 mr, 4,13 MmoIp) ¢ mpuMeHeHHEM (propuaa kamus (360
Mr, 6,20 Mmmo1b) B cyxom JJM®A (7,0 Mi1) B COOTBETCTBHH C MCTOANKOH, ommcanHOl B Ctagnu 4 [TpoMesKy TOHHOTO
coenuueHns 1 ¢ moayueHneM 660 Mr mpoaykTa B Buae TBepaoro Bemectsa. 'H SIMP (300 MI'n, JIMCO-ds): 8 1.20
(t,J=6.9Tn, 3H),2.18 (s, 3H), 3.85 (q, J = 7.2 'y, 2H), 5.34 (s, 2H), 6.28 (s, 2H), 7.48-7.54 (m, 1H), 7.61-7.68 (m,
2H); APCI (m/z) 322 (M-H)".

IIpomekyTOUHOE CoeIMHEHUE 86
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2-(2-(prop-4-MeTOKCH(ICHIIT)-2-0KCOITHI 5-aMHHO-3 -MCTHI- | -iporwi- 1 //-mupa301-4-kapOokcuiaT
OCH.
RESTOA

H3C
JlaHHOE COeAMHEHUE MOIYYald MO PEAKIUH S-aMHHO-3 -MeTHI- 1 -ipormit-1//-nupazon-4-kap6oHoBoi kucnotsr (1,0
r, 5,46 MMomb) ¢ 2-Opom-1-(2-¢prop-4-meTokcupenun)saTanoHoM (1,62 r, 6,55 MMomb) ¢ mpuMeHeHHEM (ropHIa
kamug (480 mr, 8,19 mmomp) B cyxom [IM®A (10 mMa) B COOTBETICTBUH C METOAMKOH, ommcanuoii B Cragmu 4
TTpoMesKyTOYHOTO CoeanHeHus 1 ¢ mojyueHueM 1,75 T mpoaykra B BHae TBepaoro semectsa. H SIMP (300 MI ',
JIMCO-d¢): 5 0.84 (t, J =7.2T'y, 3H), 1.65 (q,J = 7.2 ', 2H), 2.18 (s, 3H), 3.77 (t, J = 6.9 ', 2H), 3.87 (s, 3H),
5.29 (s, 2H), 6.28 (s, 2H), 6.93-7.05 (m, 2H), 7.86 (t, J = 8.7 ', 1H). APCI (m/z) 350 (M+H)".

IIpomerxyTo4yHOE cocauHeHue 87
2-(2-xnop(peHUI)-2 -0KCOITHI 4-aMHHO-1,3 -mumeTH- 1 //-nHpas3oa-5-kapOokcuiar
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Cranus 1: Otun 1,3-aumernn-1/4-nupason-5-kapOoxcuaar

K mepememmBaemomy pacteopy 3tia 2,4-auokcosanepara (5,0 r, 31,61 mmons) B quxiopmerase (50 mur) mpu 0 °C B
TeueHue 1 uwaca mo kKammiM aobasmuim MetwiruapasuH (85 %, 1,45 r, 31,61 mMoub). PeaknnoHHYRO cMech
MEPEMEIINBATH IIPH KOMHATHOH TeMmepaType B TeucHHE 24 4acOB M KUIATHIH C OOPAaTHBIM XOJOJUTbHHUKOM B
TeucHHUE eme 24 yacos. CMech ymapuBay, paz0aBisuId BOAOH (50 MIT) ¥ 3KCTPArHpOBAH STHIANCTATOM (250 M X
3). Opranmyeckuii COH CyIIMIM HA OC3BOAHBIM CYIb()aTOM HATPHS W YIAPUBAIN NMPH MOHWKCHHOM JIABICHHH C
moyucHueM 5.3 T mpoAayKTa B BHAC Macia. [IpoayKT MCHOIb30BATH HA CICAYIOIICH cTaauu 0e3 AOMOJHHTESIBHOM
OYHMCTKH W OTHCAHHU.

Cragus 2: 1,3-mumernn-1H-nupa30a-5-kapOoHOBAs KHCIIOTA

Cycnenzuro mpoMexyTouHoro coeauacHuS Ctaguu 1 (5,3 1, 31,52 MM01b) B BOZHOM PACTBOPS THAPOKCHAA HATPHA
(5 %, 32 M) XUNATAIH C OOPATHBIM XOJOJHIBHHKOM B TCUCHHC 4 4acoB. PecakoHHYI0 cMech oxmakaamu o 0 °C
u moakucaamyd koHI, HCl no pH 2-3. OcakacHHOS TBEPAOC BEHICCTBO OT(HIBTPOBBIBATH W XOPOIIO CYIIWIH C
noayycHdemM 3,67  mpoaykra. H IMP (300 MT'u, CDCLs): 8 3.87 (s, 3H), 4.13 (s, 3H), 6.61 (s, 1H), 6.71 (s, 1H).
Cramus 3: 1,3-gumeTun-4-HuTpo- 1 /H-mupa301-5-kapOoHOBAS KHCIIOTA

K mepememmBacmMoMy pacTBopy HmpoMeKyTouHoro coexuaeHHs Crammm 2 (3,6 T, 25,68 MMONB) B KOHII. CEpHOI
kucaoTe (26 M) mpu -5 °C 706aBIAIH KOHI. a30THYIO KACIOTY (2,3 mim). Cmecs mepememmsamm npu 0 °C B TCUCHNC
15 MUHYT ¥ TIpH KOMHATHOH TemmepaTtype B TeueHue 30 muHyT. CMech Harpesam npu 80 °C B TeueHHE 4 4acos.
CMech OXIaKaami 10 KOMHATHOW TCMIICPATYPBI U TaCHTH JieAsHO# Bomoi (30 mur). OCaKICHHOS TBSPAOC BEIICCTBO
OT(QHIBTPOBBIBAIH H XOPOIIO CYIIHIIH C TIONyYeHHEM 3,2 T cMecH npoaykros. 'H AMP (300 MI'n, CDCls): 3 2.57 (s,
3H), 4.18 (s, 3H), 7.07 (br s, 1H).

Cranus 4: 2-(2-xnopdennn)-2-okcodtun 1,3-mumernn-4-autpo-1//-mupazon-5-kapbokcuaar

JlaHHOE COeMHCHYE TOJIyYaldH M0 peakuuu cMecH, mouaydyeHHoiH Ha Cragum 3 (1,2 1, 6,48 MMois) ¢ 2-Opom-1-(2-
xmoppermm)sTanoHoM (1,8 T, 7,77 MmMoIp) ¢ mpuMeHECHHEM (ropraa kammd (564 mr, 9,72 mmoms) B cyxom IM®A

(12 M) B COOTBETCTBHH ¢ MCTOIUKOM, omrcaHHO# B Ctamun 4 TIpoMexyTouHOTO coeauHCHHA 1 ¢ momyucHueM 4,19
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I' CMECH MPOAYKTOB B BHIE TBepaoro emectsa. 'H AMP (300 MI'u, CDCls): 8 2.52 (s, 3H), 4.08 (s, 3H), 5.57 (s,
2H), 7.40-7.45 (m, 1H), 7.49 (s, 1H), 7.73 (d, J = 7.8 'y, 1H).

Cragusa 5: 2-(2-x0ppeHn)-2-0KCo3THI 4-aMuHO-1,3-qumeTrn-1//-mmpa3on-5-kapOoKcHuiar

K mepememmBacmMomy pacTeopy mpomexyTouHoro coenuHenus Cramun 4 (2,5 1, 7,40 Mmons) B sruanerare (25 mr)
JobGapmsm namtagui Ha yrore (10 %, 250 Mr) u cmech nepeMemuBany B atMocepe Boaopoaa B TeueHUE 24 4acos.
Cmech QmIbTpoBad, (PHIBTPAT YIAPUBATH H OUHINATH KOJIOHOYHOH XpoMaTorpadueii Ha CHIIMKAre ie ¢ Moy YCHHEM
569 Mr mpoayKTa B BHAE TBepAOro BemecTsa. 'H AMP (300 MI'y, CDCls): & 2.20 (s, 3H), 3.98 (s, 3H), 5.48 (s, 2H),
7.34-7.40 (m, 2H), 7.46 (d,J = 3.3 'y, 3H), 7.68 (d, J = 7.5 ', 1H); APCI (m/z) 308 (M+H)".

TIpomMeskyTOUHOC cCocTMHCHUC 88

2-(2,6-auprop PpeHIT)-2-0KCOITHI S-aMuHO-1-(4-propbeH3mn)-3-meTuii- 1 /7 -nupas3oa-4-kapOokcunaT
F
"o

Cragus 1: Otun S-amuHO-1-(4-(TopOeH3mn)-3-MeThi- 1 H-nupazon-4-kapOoKkcuiaT

JlaHHOE COeAMHCHHUE MOIYYaId 10 peakuuu 3T (27)-2-uuaHo-3-3TokcudyT-2-eHoara (1,65 r, 9,01 mmoms) ¢ (4-
¢ropbenzumruapazusom (1,5 r, 10,8 Mmomb) ¢ mpumeHeHHeM N, VN-mun3onpornuistwiamuna (3,1 v, 18,03 MMob)
B CyxoM 5TaHOJj¢ (20 MJT) B COOTBETCTBHH C METOIUKOH, omucanHOH B Craauu 2 TTpoMeKyTOUHOTO coeuHEHUS 1 ¢
noxydycuuem 2,40 r mpoayKTa B BUAE TBEPAOTo Bemectsa. 'H SIMP (300 MI'u, IMCO-de): 8 1.34 (t,J = 6.9 T'n, 3H),
2.36 (s, 3H), 4.26 (q, J = 6.9 'y, 2H), 4.89 (s, 2H), 5.06 (s, 2H), 7.00-7.13 (m, 2H), 7.15-7.27 (m, 2H).

Cranus 2: 5-amuHO-1-(4-(propbensmn)-3-merui-1/1-nupa3on-4-kapOoHOBasA KUCIOTA

JlaHHOE TPOMEKYTOYHOC COCAMHCHHE MOJIYYATH IO PEaKIUH THAPOJH3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
cocquucHua Cramuu 1 (2,35 r, 8,47 MMOIB) C MPHMCHCHHCM BOJHOTO PAcTBOpa THAPOKCHIA kamma (2,0 M, 5 wmu,
19,94 mMomp) u 3TaHoda (15 M) B COOTBETCTBHH C METOAMKOH, ommcaHHOW B Crammu 3 IIpomesKyTOYHOTO
coemuneHHs 1 ¢ monyuerneM 1,5 T mpoaykra B BUAC TBepAoro semectsa. 'H SIMP (300 MI', JIMCO-de): & 2.12 (s,
3H), 5.04 (s, 2H), 6.29 (s, 2H), 7.08-7.22 (m, 4H), 11.65 (br s, 1H); ESI (m/z) 278 (M+H)".

Cramus 3: 2-(2,6-muroppeHmT)-2-0KCOITHI S-aMUHO- 1 -(4-propOeH3mT)-3 -MeTHI- 1 H-THpa30 1-4-KapOOKCHIAT
JlaHHOE COeTMHEHHUE MOy YAy 10 Ppeakuyy MpoMeKyTouHoTo coeaunaeHmst Craguu 2 (1,0 1, 4,01 MMoib) ¢ 2-Opom-
1-(2,6-muroppermm)stanornom (1,15 r, 4,81 mmop) ¢ mpumeHeHHEM (ropuaa kamus (350 mr, 6,01 MMOITE) B CyXoM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAMKOW, omucanHoi B Crammum 4 TIpoMekyTOUHOTO cocawHCHHA 1 ¢
noaydycHueM 1,45 r npoaykra B Buae Macia. 'H SIMP (300 MI'n, IMCO-de): 3 2.34 (s, 3H), 5.08 (s, 4H), 5.20 (s,
2H), 6.95-7.08 (m, 4H), 7.14-7.27 (m, 2H), 7.43-7.48 (m, 1H); ESI (m/z) 404 (M+H)".

TIpomMeskvTOUHOE CoeTHHCHHE 89

2~(2-xnopQeHT)-2-0KCOITH S-aMuHO-3-(muropmeTrin)-1-meTun-1/7-mupazon-4-kapbokcunaT
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Cranusa 1: Harpuii (7)-3-1tmano-4-3rokxcu-1,1-mudrop-4-oxcodyT-2-eH-2-0aT
K mepememmuBaeMoi CycieH3uU METALTHUECKOTO HATpus (2,85 1, 124,01 MMoub) B 3TaHONE (26 MIT) PH KOMHATHOM

TEMIIEpaType MEAJICHHO M00aBmsum 3Tua ImaHoamerar (12,6 mo, 118,11 MMONB) W PEaKIHOHHYE) CMECh

MEPEeMEIINBATH MPH KOMHATHOH TeMnepaTtype B TeueHHe 1 yaca. K maHHOH CMeCH NMpH KOMHATHOM TeMIeparype
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no6aemsim Metmon gudropanerar (13,0 T, 118,11 MMOTIB) M peakIIMOHHYEO CMECh Jajice IEPEMEIINBAIH B TCUCHHE 3
4yacoB. PeakMoHHYO CMECh YITapUBAIH IIPH MOHIDKCHHOM JABJICHHUH U MOy YCHHBIH OCTATOK PACTHPAITH C TEKCAHOM
(75 mun). PacTBOPHTENh yITAPHBAIH MO/ BAKYYMOM C TOJTyueHHeM 23,3 T npoaykra B Buae Macna. 'H AMP (300 MTn,
JIMCO-d¢): 8 1.14 (t, J = 6.9T', 3H), 3.96 (q, J = 6.9 ', 2H), 6.83 (t, J = 55I'wy, 1H).

Cranua 2: 3tun 5-amuHO-3-(audropmeTnn)-1-merun-1/7-mupasonr-4-kapookcunar

K mnepememmiBacMoMy pacTBOpy mpoMeKyTouHoro coemmHeHus Crammm 1 (25,0 1, 117,30 mmomp) B
JuMeTHakapOoHaTte (25 M) mpu KOMHATHOH Temmeparype modasiumm cyibdar meruwaruapasusa (33,8 r, 234,62
MMOJIb), MOJICKYJLIpHBIE cuTa (25 1) U TpHPTOpYKCYCHYI0 KHcI0Ty (9,0 Mu, 1173 MMomnp). PeakunoHHyro cmech
KHILITUIH C OOpaTHBIM XOJOJWIPHHUKOM B TeucHHE HOUM. CMeCh OXJIKAATH OO0 KOMHATHOH TeMIlepaTtypel U
¢umpTpoBaH. PUIIBTPAT YHAPHBAIM ITPH MOHM)KCHHOM JABJICHUH C MOJy4eHHEM 8,1 T MpPOoAyKTa B BUAC TBEPIOTO
semmectea. 'H SIMP (300 MI'u, CDCls): 3 1.23 (t,J = 7.2 Ty, 3H), 3.58 (s, 3H), 4.21 (q, J = 6.9 Ty, 2H), 6.47 (br s,
2H), 6.96 (t,J = 54 'y, 1H).

Cragus 3: 5-amuno-3 -(audropmeTin)-1-metun- 1 /7-nmupas3oa-4-kapOoHOBAs KUCIOTA

JlaHHOE COCTUHCHHE MOTYYa M MO PEAKIMU THAPOIN3A CIO0KHOTO 3(Hpa MPOMEKYTOUHOrO coeauneHusa Craauu 2
(8,0 1, 36,52 MMOITB) C IPUMECHEHUEM BOJHOTO pacTBOpa ruapoxcuaa kamus (2,0 M, 43 mu, 54,79 MMob) B 3TaHONIE
(120 M) B COOTBETCTBHHE C METOUKOI, orucanHoi B Ctaguu 3 ITpoMekyTOUHOTO coeauHeH A 1 ¢ mosyueHueM 4,3
I IIPOAYKTA B BHAE TBEPAOro Bemectra. 'H SIMP (300 MI', JIMCO-ds): 8 3.56 (s, 3H), 6.36 (s, 2H), 6.96 (1, J = 55
I'm, 1H), 12.40 (s, 1H).

Cranusd 4: 2-(2-xnopdeHm)-2-0kcodTun 4-aMuHO - 1 -(aupropmeTrin)-3-MeTwa-1 H-mupa3oa-5-kapOoKCHiaT

JlaHHOE coeuHEHHE IOy YaIi 0 Peakiy MPoMeXyToUHOro coeauHenus Craauu 3 (2 1, 10,47 Mmousb) ¢ 2-6poM-
1-(2-xnopdenmm)sranonom (2,4 r, 10,47 mmouts) ¢ mpumeHeHHEM (propraa kamms (912 mr, 15,70 MMOIB) B CyXOM
JIM®A (20 M) B COOTBSTCTBHH C MCTOAMKOW, omucanHoW B Crammum 4 IIpoMeKyTOUHOTO COcOWHCHHA 1 ¢
noayderueM 3,31 r mpoAykTa B BHAe Tepaoro semectsa. ‘H SIMP (300 MT', IMCO-ds): & 3.60 (s, 3H), 5.37 (s,
2H), 6.55 (s, 2H), 6.97 (t,J = 54 T'y, 1H), 7.48-7.60 (m, 3H), 7.80 (d, J = 8.0 'z, 1H).

TIpomMesxvTouHOE coemuHCHUE 90

2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMUHO-3 -(Tu(pTOPMETHII)- 1 -MeTHIT- 1 H-mHpa301-4-KapOOKCHIAT
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JaHHOE€ COCOUHEHHE TOJNY4aad MO peaknud S-aMuHO-3-(audropmeTwn)-1-metnn-1/-nupason-4-kapOoHOBOH
kucaoTel (1,2 T, 6,28 Mmoime) ¢ 2-0pom-1-(2,6-mudropderun)sranorom (1,47 r, 6,28 MMOIB) C MPHMCHCHHCM
¢ropuma xams (547 mr, 9,42 mmoms) B cyxom JIM®A (12 M) B COOTBETCTBHH C MCTOIUKOM, omucanHoi B Ctaaun
4 TIpoMeKyTOUHOTO cocauHcHES 1 ¢ monyuerneM 1,41 r mpoaykra B BUAC TBEpAOro semectsa. “H SIMP (300 MI'w,
JIMCO-de): 8 3.59 (s, 3H), 5.25 (s, 2H), 6.57 (s, 2H), 6.96 (s, 1H), 7.23-7.30 (m, 2H), 7.63-7.73 (m, 1H); APCI (m/z)
344 M-H)".
ITpomexyToUHOE coeauHeHue 91
2-(2-xnopQeHIIT)-2-0KCOITHI S-aMHHO-3 -MeTHI-1 -(2-MopdoauHOITHT)- 1 //-TTHpa30a-4-kapOokcuiar
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Cragusa 1: Otun 5-amuHO-3-MeTHI-1-[2-(Mopdomus-4-un)stuil- 1 //-nupa3on-4-kapOokcuiar

JlaHHOE COCIIHCHHUE TOTyYaIH Mo peakiwn ST (2 F)-2-nuano-3-3tokcudyT-2-¢Hoara (18,5 1, 0,10 mmois) ¢ 4-(2-
rugpasuHWHTIMOpQoamHOM (17,58 1, 0,12 MMoue) ¢ mpumeHSHHEM N, N-quu3onponmwiTuiamMuHa (34,8 v, 0,20
MMOJIB) B CyXoM 3TaHoi¢ (185 mu) B cooTBeTCTBHH C METOAMKOH, ommcaHHOW B Cramum 1 [IpomexyTodHOTO
CoeMMHEHHS 75 ¢ momy4yeHneM 22,2 T MPOAYKTa B BuAE xKuaAKocTd. 'H SIMP (300 MI'u, IMCO-ds): 8 1.24 (t,J=7.2
I'm, 3H), 2.14 (s, 3H), 2.40-2.48 (m, 4H), 2.57 (t,J = 6.9 ', 3H), 3.50-3.63 (m, 4H), 3.92 (t,J = 6.3 'y, 2H), 4.15 (q,
J=172Tu, 2H), 6.25 (s, 2H); ESI (m/z) 283 (M+H)".

Cragus 2: 5-amun0-3 -MeTunI- 1 -[2-(Mopdomua-4-mm)3tui) - 1 //-mupa301-4 -kapOoHOBaAsA KUCIIOTA

K pacteopy mpomeskyrounoro coeamaeHus Crammu 1 (22 r, 0,07 mmons) B staHone (155 mur) mpu KOMHATHOM
TeMIeparype J00aBIIM BOJHBIN pacTBOp ruapoxcuia xams (2,0 M, 77 mu, 0,311 MMOIb) H CMECh KHUIIATHIH C
00paTHBIM XOJIOAMIPHUKOM B TCUCHHE HOYH, JONOJHUTEIILHO JOOABIAIH BOAHBIN pacTBOP rHApOKcHAA kamus (2,0
M, 77 M1, 0,311 MMOIb) M TPOJOHKANIN PEAKIIHIO PU TEMIIEPATYPE KUIICHHSA C 0OPATHBIM XOJIOJHIBHUKOM B TCUCHHC
eme 24 wvacoB. PacTBopuTens MOJHOCTBIO YIAPHBAIH, CMECh OXJAKIAIHM HA JeIHOHM OaHe, moakucmimm 2 H
pacTBopoM JUMOHHOH KuCTOTH (pH 6-7), sxcTparuposamu stunaneTaroM (3 X 300 1) U pacTBOPHUTENb YIAPHBAIH
¢ monmy4enneM 13,1 T mpoAyKTa B BHAE TUMKOTO TBEPAOTO BemecTtsa. 'H SIMP (300 MI'u, IMCO-dg): 5 2.11 (s, 3H),
2.37-2.48 (m, 4H), 2.55 (t, J = 6.3 T'y, 2H), 3.89 (t,J = 6.6 T'y, 2H), 6.20 (s, 2H), 11.89 (brs, 1H).

Cranus 3: 2-(2-x10p(eHmwT)-2-0KCOITHA 5-aMHHO-3-MeTHII- 1 -(2-MOppouHO3THIN)- | H-nHpa30i-4-KapOoKCHIaT
JlaHHOE COCTMHCHIE TTOJTYYaTH IO PEaKIHH MPOMEKyTouHOTo coexauueHust Craaun 2 (13 r, 0,051 MmMouts) ¢ 2-6pom-
1-(2-xmopdermm)sranonom (13,14 r, 0,056 Mmomb) ¢ mpumeHeHHEM (ropuaa kamus (4,46 T, 0,076 MMOIB) B CyXOM
JIM®A (130 M) B COOTBCTCTBHH C MCTOIWKOM, omucaHHOW B Crammm 4 TIpoMexyTouyHOro cocauHeHHA 1 ¢
noaydeHueM 15,1 T mpoAykTa B BHAC Ba3koi skmakoct. 'H SIMP (300 MI'n, AIMCO-ds): & 2.13 (s, 3H), 2.37-2.48
(m, 4H), 2.58 (t,J = 6.3 T'm, 2H), 3.48-3.61 (m, 4H), 3.94 (t, /= 6.3 'y, 2H), 5.30 (s, 2H), 6.37 (s, 2H), 7.46-7.54 (m,
1H), 7.58 (d, J=3.9 T'u, 1H), 7.77 (d, J= 7.8 T, 1H); ESI (m/z) 407 (M+H)".

TTpoMeKvTOUHOE COSTHHCHHUE 92

2-(2,6-auprop PeHIT)-2-0KCOITHI 5-aMHHO- | -OMUKIOMPOTTHI-3 -MeTHIT- | F/-TTHpa30 1-4-KapOOKCHIAT
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Cragusa 1: Stun 5-amuHO- 1 -nmkIonponmi-3-MeTui-1/-mpazon-4-kapbokcuaar

K IICPEMCIIMBACMOMY PACTBOPY 3THI (2 £)-2-1maHo-3-3TokcuOyT-2-¢HoaTta (5,0 r, 27,32 MMoI1B) B cyXoM 3TaHoIe (50
MIJI) IpH KOMHATHOW TeMIeparype A00aBIBLIH THUAPOXJIOpHA mukiIonpommumuapasuaa (3,0 r, 27,32 mMMoms) C
mocaeayromuM godasncHueM N, N-qumonponmmTaiamMaHa (14 v, 81,96 mvos) B 3taHoae (50 Mur). PeaknnoHHy 10
cMech Harpesamu 10 90 °C u mepeMemmBay MPH KOMHATHOH TEMIIEpaType B TCUCHHE HOYH. JTAHON YJAJSLTH IPH
TIOHIKCHHOM JTaBJICHUH W IOJIYYCHHBIH OCTAaTOK Pa30aBIsUIM HACBHINCHHBIM BOJHBIM PAcTBOPOM THApOKapOOHATa
Hatpud (50 M). BoaHYI0 cMeCh SKCTParupoBain STHIANETaTOM (2 X 100 MIT) H OPraHUYECKHUI SKCTPAKT CYIUHIH Hajg

0C3BOIHBIM CyIb(paToM HATpuA. PacTBOpHTEIH yIANAIM NPH MOHWKCHHOM JABJICHHH H TOJYYCHHOC COCIHHCHIC
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OYHMINAIH KOJOHOYHOM XpoMaTorpadueii Ha CHIMKaresie ¢ noaydcHueM 4,0 T mpoaykTa B Buae Macna. 'H SIMP (300
MTI, CDCl3): 8 1.05-1.09 (m, 4H), 1.33 (t,J = 7.5 ', 3H), 2.31 (s, 3H), 2.99-3.06 (m, 1H), 4.19-4.30 (m, 2H), 5.27
(br s, 2H); ESI (m/z) 210 (M+H)".
Cragusa 2: 5-amuHO- 1 -IIHKIOTPOTTHIT-3 -MeTHII-1 /7-Tpa3or-4-kapOOHOBAs KHCIOTa
K mepememmBaemomy pacTBopy nmpomMexxyTouHoro coexauHenus Crammm 1 (3,9 1, 18,85 Mmons) B sranose (30 mm)
IIpU KOMHATHOH TeMIiepaType J00aBIUIH BOAHBIH pacTBop ruapokcuaa kamud (3,0 M, 10 mu, 37,70 mmons). CMech
KHILITUIH C OOPaTHbIM XOJOAWJIBHUKOM B TCUYCHHE HOYH. JTAaHON YJALUIH IPH IOHIKCHHOM JaBICHUH H
TOYYCHHBIH OCTAaTOK pa30aBysuty Boao (25 ). BoaHyro cMecs mpoMbisamy stuanetatoM (2 x 100 mur). Bogusni
cioit moakucmsuin 1 H pactBopom mumoHHOH Kkuciotel 10 pH 3-4. OcakaCHHOS TBEPAOC BEHICCTBO COOHpPATH
(unsTpoBanueM ¢ moayuenueM 2,0 T mpoaykra. ‘H SIMP (300 MI'u, ZIMCO-de): 8 0.86-0.91 (m, 4H), 2.10 (s, 3H),
3.12-3.17 (m, 1H), 6.12 (s, 2H), 11.71 (s, 1H); ESI (m/z) 182 M+H)".
Cranusa 3: 2-(2,6-nudroppeHunn)-2-0kCOITHA 5-aMHUHO- 1 -IuKIoNponmiI-3 -MeThII- 1 F/-nmupazon-4-kapOokcuiar
K mepemenmpaeMoMy pacTBopy mpomeskyTounoro coeauneHus Cragun 2 (1,0 1, 5,52 mmons) B cyxom JM®A (10
MJI) IpH KOMHATHOH TemmepaType Aobasium 2-0pom-1-(2,6-mudropdenmn)stanon (1,55 r, 6,62 mmons) u ropug
xamsg (480 mr, 8,28 MMOmb). PeakinoHHY0 CMeCh IEPEMENINBAIH B TCUCHUEC HOUHM IPH KOMHATHOM TeMIepaType.
CMech NOAMIETaYHBAIH HACBHIIICHHBIM BOJHBIM PACTBOPOM IHAPOKapOOHaTa HaTpust A0 pH 9, u 0cakICHHOE TBEPIOS
BCINECCTBO OT(HIBTPOBBIBANH. [IaHHOEC TBEPAOC BEINECCTBO MPOMBIBAMH BOAOH (2 X 10 MIT), CYyIIMIM W OYHINATH
KOJIOHOYHOM XpomaTorpaueii Ha CHIHKArese ¢ moiay4yenueM 1,15 r mpoaykra B Buze TBepaoro semecrsa. 'H SIMP
(300 MI', IMCO-ds): 5 0.86-0.92 (m, 4H), 2.09 (s, 3H), 3.13-3.18 (m, 1H), 5.19 (s, 2H), 6.29 (s, 2H), 7.26 (t, J =
8.7T'u, 2H), 7.62 (t, J = 6.3 T'u, 1H); ESI (m/z) 336 M+H)".

[IpomMexyTOUHOE coeHHEHUE 93
2-(2,6-auTop PeHIT)-2-0KCOITHI 5-aMHHO-3 -METHI-1-(2-MOP(POTHHOITH)- 1 [ -THpa301-4-KapOOKCHIAT

NéfLO

(N

ot

JaHHOEC CcOCAWHCHHWE TOJNY4YaJ M 10 PEakuud S5-aMHUHO-3-MeTHiI-1-[2-(MopdomuH-4-un)stun]-1/H-mmupazon-4-
kapOoHoBO# kucmotel (2,0 T, 7,86 mMmomp) ¢ 2-6pom-1-(2.6-mupToppeHmn)stanorom (2,2 1, 9,43 mMMoiB) ¢
mpuMcHeHHEM (ropuaa kxamasa (502 wr, 8,64 mMomp) B cyxom JM®A (15 M) B COOTBETCTBHH C MCTOJHKOM,
ommcanHo# B Ctamnu 4 TIpomeskyTouHOTO coetuHeHu 1 ¢ mosryyeHneM 1,3 T mpoayKTa B BH/C TBEPAOTO BEIECCTBA.
H AMP (300 MT', CDCls): 3 2.28 (s, 3H), 2.79-2.84 (m, 4H), 3.06-3.10 (m, 2H), 3.87-3.90 (m, 4H), 4.31-4.33 (m,
2H), 5.20 (s, 2H), 6.38 (s, 2H), 7.00 (t, J = 9.0 'y, 2H), 7.47 (1, J = 6.3 ', 2H); ESI (m/z) 409 (M+H)".

IIpomexyTouHOE coeiuHEHUE 94
2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMuHO- 1 -[2 -(qUMETHIAMAHO )3TH|-3 -MeTHII- 1 [/ -TTupa3onn-4-kapOoKcuiaT

JaHHOE COECOAMHEHHEC TONYYadd MO Peakuuu S-aMHHO-1-[2-(auMeTunaMuHO)3THI|-3-MeTun-1H-nmupazon-4-

kapOouoBoit kuciotel (1.4 1, 6,65 mmomp) ¢ 2-6pom-1-(2.6-muproppermm)sranonom (1,8 r, 7,91 mmomas) ¢
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mpuMcHCHHEM (ropraa kamasa (420 mr, 7,25 mmomp) B cyxom JM®PA (14 M) B COOTBSTCTBHH C MCTOIHKOM,
ormcannoi B Ctamgnu 4 TIpOMEKY TOUHOTO CoeMHEHns 1 ¢ mony4enuem 2,5 T npoaykra B Buae macna. ‘H IMP (300
MTI', IMCO-ds): & 2.12 (s, 3H), 2.17 (s, 3H), 2.50 (s, 3H, mepekpsBanue ¢ JIMCO), 2.52 (t, J = 7.5 I'u, 2H), 3.90
(t,J =6.3 T, 2H), 5.19 (s, 2H), 6.36 (s, 2H), 7.26 (t, J = 8.1 T';, 2H), 7.62-7.71 (m, 1H); APCI (m/z) 367 (M+H)".

ITpoMEKYTOUHOE COCAUHEHHE 95
2-(2,6-muroppeHnT)-2 -0KCOITHT S-aMHHO- 1 -(2-METOKCHITHI)-3-MeTHII- 1 FH-Tirpa3oa-4-kapOokcHiar

N7 NH,
H;CO

Cranua 1: 3tun 5-amuHO-1-(2-MeTOKCHITHN)-3-MeTHII-1 H-upa3oi-4-kapOokcuaar
JanHoe coeauHeHHE mOaydanu mo peakium STun (2E)-2-nmano-3-3rokcudyrt-2-cHoara (2,0 r, 10,9 mmoms) ¢ (2-
MeTokcmyTHI)ruapasusoM (1,08 r, 12,02 mmons) ¢ npumeHeHHEeM N, N-gumsonpommwiTwiamusa (3,8 yu, 21,85
MMOJIb) B 3TaHOJC (20 MII) B COOTBETCTBHY C METOAUKOH, omucanuoii B Ctaamu 1 ITpomMesky TOUHOTO COeTUMHCHHUS 75
¢ moayuermeM 1,35 r npoaykra B Buae xuakocta. 'H AMP (300 MI'u, IMCO-de): & 1.24 (t, J = 6.9 T'n, 3H), 2.15
(s, 3H),3.22 (s,3H), 3.57 (t,J =5.7Tn, 2H),3.97 (t,J = 5.7T'w, 2H), 4.16 (q, J = 6.9 'y, 2H), 6.11 (s, 2H).
Cranus 2: 5-aMuHO-1-(2-METOKCHATII)-3-MeTHI- 1 [ -ipa30.1-4-kapOOHOBAsA KHCIOTA
JlaHHOEe TPOMEKYTOYHOE COCAMHECHHE MONYYadH HO PEaKUUH THAPOJIH3A CIOKHOTO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Cramuu 1 (1,3 1, 5,78 MMOJIB) C MPUMEHEHHEM BOAHOTO pacTBOpa ruapokcuaa kamast (2 M, 4,0 mu, 11,40
MMOJIb) B 3TaHOJe (13 MII) B COOTBETCTBHHE C METOAUKOI, onucaHHo# B Ctaaun 3 [IpoMeskyTOUHOTO coequHEHHA 1 ¢
nosyueHHEM 690 MI OpOAYKTa B BHIAE JTHIKOTO TBEpAOTo BemecTra. 'H AMP (300 MI'n, IMCO-ds): 5 2.08 (s, 3H),
3.22 (s, 3H), 3.57 (t,J = 5.4 T', 2H), 3.89-3.98 (m, 2H), 6.08 (s, 2H).
Cranus 3: 2-(2,6-guroppeHnn)-2-0kCorTua 5-aMuHO- 1 -(2-MEeTOKCHATIIT) -3 -MeThII- | FH-miipa30.1-4 -kapOokcuiar
JlaHHOE COCAMHECHHUE TTOTYHAITH IT0 PEAKIMH IPOMEKY TOUHOTO coeauHeHus Craauu 2 (650 mr, 3,26 MMOIIB) € 2-0poM-
1-(2,6-mudproppermm)sranorom (920 mr, 3,91 Mmoms) ¢ mpumeHeHHEM (propuaa kamus (284 mr, 4,89 MMOITB) B CyXOM
JIM®A (6,5 M) B COOTBSTCTBHU ¢ MeToaumkoi, ommcaHuoii B Crammm 4 TIpoMe:KyTOUHOTO COCawHCHHA 1 ¢
noaydeHreM 260 Mr npoaykra B Buae Macaa. ‘H SIMP (300 MI'n, CDCls): & 2.35 (s, 3H), 3.37 (s, 3H), 3.73 (, J =
4.5 T, 2H), 4.16 (t, J = 4.5 T, 2H), 5.22 (s, 2H), 5.74 (br s, 1H), 7.00 (t, J = 8.4 ', 1H), 7.46-7.49 (m, 1H), 8.01
(s, 1H); APCI (m/z) 354 (M+H)".

TIpoMesKvTOUHOE COSTHHCHUE 96

2-(2,6-muroppeHnT)-2-0KCOITHA S-aMHHO- 1 -MeTHI-3~(Tponan-2-u)- 1 //-nupa3oa-4-kapOookcuiar

HyC " h0 m
0
N7 NH,
H,;C

Cragus 1: 5-amuHO-1-MeTHI-3 ~(TpomaH-2-1u)- 1 /7-mupaso.r-4-kapOOHUTPHIT

JanHoe coeauHEe HUE Oy Yau 10 peakuuH (1-MeTOKCH-2-MEeTHINPONWIMACH)ponanauHuTpuia (2,0 r, 13,3 MMomb)
¢ cyme(aTom Metmruapasuaa (1,91 r, 13,3 mmons) ¢ mpumereHreM N, N-mumsonpormmmsTunamusa (4,6 v, 26,32
MMOJIB) B 3TaHOJIC (20 MII) B COOTBSTCTBHH C MCTOAWKOH, ommcanuoi B Ctaanu 1 TTpomMe:KyTOUHOTO COCOMHCHHAS 75
¢ mosyueHueM 1,35 r npoaykrta B BHAe TBepaoro Bemectsa. 'H IMP (300 MI'u, JIMCO-de): 8 1.16 (d, J = 6.9 T'ny,
6H), 2.74-2.82 (m, 1H), 3.44 (s, 3H), 6.43 (s, 2H).

Cramusa 2: 5-amuHO-1 -MeTHI-3 -(Iponian-2-un)- 1 /[ -mupa301-4-kapOOHOBASA KUCIIOTA
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K mpomesxxyrounomy coemmacHuio Cragmm 1 (1,3 1, 7,92 MMomap) modasiamn pacTBOp ruapokcuaa Hatpus (3,16 T,
79,2 mmop) B Boze (10 mum) m cmech mepememmBaid B TeucHHe Houn npu 100 °C. Jo6apmsumm eme OJHy MapTHEO
THAPOKCH/A HATPHS H CMECh AONOIHHTEIFHO NIEPEMEIIHBATH B TeucHHE 18 yacos. CMech OXIayKaamy 10 KOMHATHOH
TeMmeparypsl u pazoasmam Bogoi (10 mur). BogHyro cmech mpombisamy stmianetaroM (30 ) w moakucmsum 1 H
PAcTBOPOM JTUMOHHOM KHCIOTHI 10 pH 2-3. BoaHsIi c10#i 3kcTparuposamn stiwianetatoM (75 M x 2). Opranmyeckuii
CJIOH CYIIMIM Haj OC3BOAHBIM CyJIb(aTOM HATPHS H YIIAPHBATIH IPH IOHIKCHHOM JABJICHHUH C MOJIy4YeHHEM 725 Mr
HPOIYKTA B BUIC JTHIIKOTO TBEPAoro Bemectsa. ‘H SIMP (300 MI'w, IMCO-dg): 3 1.10 (d,J = 6.6 T'm, 6H), 3.19-3.35
(m, 1H), 3.43 (s, 3H), 6.07 (s, 2H), 11.70 (br s, 1H).

Cranusa 3: 2-(2,6-audropeHunn)-2-0kCoITHI 5-aMuHO- 1 -MeTH-3 -(TponaH-2-11)- 1 /-nupasoi-4-kapOokcuiar
JlaHHOE COECAMHEHUE TIOTYYAITH IT0 PEAKIMHU IIPOMEKY TOUHOTO coeauHeHuA Craamu 2 (700 mr, 3,82 MMoutb) ¢ 2-Opom-
1-(2,6-mudroppenumsranonom (990 mr, 4,20 MmoIIB) ¢ mpuMeHEHHEM (propuaa kamus (335 mr, 5,73 MMOJIIB) B CyXOM
JIM®A (7,0 mum) B coOTBETCTBHU ¢ MeToaukoil, ommcanuoii B Crammu 4 IlpomexyrouHoro coemamueHus 1 ¢
HOTy4YCHHEM 625 MI MPOAyKTa B BHAE TBEpHOro semectsa. ‘H SIMP (300 MI'u, IMCO-ds): 8 1.09 (d, J = 6.9 I,
6H), 3.12-3.20 (m, 1H), 3.47 (s, 3H), 5.19 (s, 2H), 6.26 (s, 2H), 7.25 (t,J = 8.4 'y, 2H), 7.63-7.70 (m, 1H).

ITpoMeEKVTOUHOE COSTUHECHHUE 97

2~(2,6-muproppeHmT)-2 -0KCOSTHA S-aMHHO- 1 -(3-METOKCHIPOTIHIT)-3 -MeTHII- 1 //-mTHpa301-4-kapOOKCHIAT

F
Nz\lﬁLO O F
N™ NH,

H;CO

Cragus 1: Otun 5-amuHO-1-(3-MeToKCHIpONII)-3-MeTHII- 1 H-mupa30a-4-kapOoKcHaar
JaHHOE cocaMHECHHE MOTyYaTd MO peakuuu 3Tua (2F)-2-umano-3-3TokcudyT-2-eHoara (3,5 r, 19,12 mmois) ¢ (2-
MeTokcunponuwmruapazuHoM (1,99 r, 19,12 mmons) ¢ npumeHeHueMm N, N-gun3onponuiTHiIaMuHa (6,5 o, 38,25
MMOJIb) B 3TaHOJC (35 MIT) B COOTBSTCTBHH C MCTOAUKOH, omucanuoi B Ctaamu 1 TTpoMesKyTOUHOTO COCOTHHCHHAA 75
¢ momy4enueM 2,70 T mpoaykTa B BEAC xkuakocTH. H SIMP (300 MI', CDCls): 3 1.35 (t, J = 6.9 ', 3H), 2.00-2.06
(m, 2H), 2.34 (s, 3H), 3.30 (t, J = 5.4 T'u, 2H), 3.35 (s, 3H), 3.96 (t, J = 5.7 T'u, 2H), 427 (q, J = 6.9 T'y, 2H), 545
(br s, 2H).
Cramus 2: 5-amuHO-1-(3-MCTOKCHIIPOTIHIT)-3 -MCTHI- 1 /7-mapa3on-4-kapOOHOBAs KHCIOTA
JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKUH THAPOJHM3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coeauucHusa Cramuu 1 (2,70 1, 11,23 MMOITB) ¢ MPHMCHCHHEM BOJHOTO PacTBOpa THApPokcHaa kammsa (2 M, 12,5 mm,
22,38 mMomp) B 3TaHONC (27 M) B COOTBCTCTBHH C MCTOaWKoOW, ommcanHoW B Crammu 3 IIpomMe:kyTOYHOTO
cocmureHns 1 ¢ momydyennem 1,85 r npoaykra B Buae TBepaoro semectsa. 'H SIMP (300 MI'n, IMCO-ds): 3 1.84 (t,
J=69Tmn, 2H), 2.13 (s, 3H), 3.21 (s, 3H), 3.25-3.34 (m, 5H), 3.82 (t,J/ = 6.9 ', 2H), 6.09 (s, 2H), 11.75 (s, 1H).
Cranusa 3: 2-(2,6-gudropdeHmn)-2-0kco3THa 5-aMuHO- 1 -(3-MeTOKCHIPOIHIT) -3 -MeTHII- | /7-niupason-4 -kapOoKcuiar
JlaHHOE COeTMHEHHE MOy YAl 10 Peakyy MpoMeKyTouHoro coeamnaeHns Craguu 2 (1,0 1, 4,78 MMo1b) ¢ 2-Opom-
1-(2,6-guproppermm)stanonom (1,1 r, 4,78 mmop) ¢ mpumeHeHHEM (pTopraa kamms (410 mr, 7,05 MMOITB) B CyXOM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAWKOW, omucanHo#W B Cragmm 4 TIpomMekyTouHOTO CcocamHCHHA 1 ¢
noxydycHueM 1,18 T mpodykTa B BHAE TBEpAoro semectsa. H SIMP (300 MI'n, CDCls): § 2.02 (t, J = 6.3 I'm, 2H),
2.29 (s, 3H), 3.31 (t,J = 5.7 T'w, 2H), 3.36 (s, 3H), 3.94 (t, J = 6.3 ', 2H), 5.20 (s, 2H), 5.51 (s, 2H), 6.99 (t,J = 9.0
I'm, 2H), 7.40-7.50 (m, 1H).

IIpomexyTouHOE coeiuHEHUE 98
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2-(2,6-auprop-3-MeTUIYCHUT)-2-0KCOITUI 5-aMHHO- | -IHKIOTPOTII-3 -MeTHIT- 1 /{-THpa30 -4 -kapOoKCHIaT

F
HiC O
N)/\fLo CH,

N NHZO F

JlaHHOE COCOMHCHUE MOTYYaIH IO PCAKIUH S-aMHUHO- | -IKIonPo miii-3 -Me THI- 1 /7-mupas0.1-4 -kapOO HOBO i KHCTIOTHI
(500 mr, 2,76 mmomap) ¢ 2-0pom-1-(2,6-mudrop-3-MeTundernn)sranorom (826 mr, 3,31 MMOIB) ¢ MPHMCHCHHEM
(ropuza kamus (240 mr, 4,14 mymois) B cyxoMm JJM®@A (5,0 Mi1) B COOTBETCTBHH ¢ METOAMKOI, onmcanuoii B Craaun
4 TIpOMEKyTOYHOTO COCAUHCHHUS 1 ¢ moay4eHneM 775 Mr mpoAykra B Buae Junkoro macia. 'H SIMP (300 MI'w,
CDCls): 6 1.07-1.12 (m, 4H), 2.26 (s, 3H), 2.29 (s, 3H), 2.95-3.07 (m, 1H), 5.19 (s, 2H), 5.38 (s, 2H), 6.88 (t,J = 9.9
Iy, 1H), 7.27-7.34 (m, 1H); APCI (m/z) 350 (M+H)".

TIpoMeKyTOUHOE COCTHMHCHUE 99

2-0kc0-2-(2,4,6-1pupTopPeHUT)ITUI 5-aMUHO- ] -IIUKTOPOTTHII-3 -MeTHI- 1 /7-upa3o.i-4 -kapOoKkcuiat

F F
RE S,
7 0

T

AN NH, O F
JlaHHOE COCIMHCHUE MOTYYaTH IO PEAKIUH S-aMHUHO- 1 -IHKIONPOTHII-3 -Me THI- 1 /7-upa30.1-4 -kapOO HOBO M KHCTIOTHI
(600 mr, 3,31 mmoub) ¢ 2-0pom-1-(2.4,6-tpudropdpenunn)stanorom (1,0 r, 3,97 MMoIp) C mpuMEeHEHHEM (pTropHIa
kamusa (290 mr, 4,96 mMous) B cyxom IM®A (6,0 M) B COOTBETCTBHH C METOAWKOH, omucaHHOH B Craguu 4
TIpoMeKyTOYHOTO CoemuHeHus 1 ¢ momydendeM 880 Mr mpoaykTa B BHAE JMIKOro macia. ‘H SIMP (300 MIw,
CDCl): 6 1.06-1.13 (m, 4H), 2.29 (s, 3H), 3.01-3.07 (m, 1H), 5.16 (s, 2H), 5.36 (s, 2H), 6.76 (t,J = 8.4 'y, 2H).

IIpomMesxkyTounoe cocauucHue 100

2-(2,3-mpuproppeHnT)-2-0KCOSTHA S-aMHHO- 1 -3THI-3-MeTmI-1 H-mmpa3oa-4-kapOokcuaar
RE e
NNTNJ\IZ rTr
<CH3

JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3 -MeTmi-1 /7 -mupa3oa-4-kapooHoBo# KucioThI (400 Mr,
2,37 mMouts) ¢ 2-0pom-1-(2,3-mudropdenmm)sranonom (680 mr, 2,85 MMoup) ¢ mpuMeHeHHEM (propuaa kamms (210
Mr, 3,55 mmomp) B cyxom JJM®A (4,0 MiT) B COOTBCTCTBHH C MCTOAUKOH, omucaHHOH B Ctagnu 4 [TpoMesKy TOUHOTO
coenuHeHns 1 ¢ monyueHueM 635 Mr mpoaykTa B BUIe TBepaoro semectsa. 'H AMP (300 MI'n, CDCls): 8 1.38 (t, J
=7.2Tu, 3H), 2.38 (s, 3H), 3.88 (q, / = 7.2 'y, 2H), 5.10 (br s, 2H), 5.37 (s, 2H), 7.23-7.28 (m, 1H), 7.40-7.45 (m,
1H), 7.70-7.78 (m, 1H); ESI (m/z) 324 (M+H)".

IIpomesxkyTounoe cocquacHuE 101

2-(2,3-auprop PeHIIT)-2-0KCOITHI 5-aMHHO- | -OUKIONPOTTHI-3 -MeTHIT- | /7-TTHpa30 1-4-KapOoOKCHIAT

5 oA
4N NH,
JlaHHOE COEAMHCHHUE IOy YAl IO PEAKIUH S-aMHHO- 1 -IKI0npoTiII-3-Me THII- 1 /7 -iipaso.r-4-KkapOoHOBOH KHCIIOTHI

(500 wmr, 2,76 Mmmoims) ¢ 2-0pom-1-(2,3-muproppermm)sranorHom (880 mr, 3,31 MMoIB) ¢ MpuUMCHCHHEM (HTOPHIA

kamug (240 wmr, 4,14 mmoms) B cyxom [IM®@A (5,0 M) B COOTBCTCTBHH C MCTOAWKOMW, omucanHOW B Cragum 4
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TTpoMEKYTOYHOTO CoequHeHEs 1 ¢ motyueHHeM 696 Mr mpoaykTa B Buae Macia. 'H AMP (300 MI'u, IMCO-ds): &
0.84-0.98 (m, 4H), 2.13 (s, 3H), 3.13-3.20 (m, 1H), 5.35 (s, 2H), 6.28 (s, 2H), 7.33-7.44 (m, 1H), 7.67-7.78 (m, 2H).
IIpomexxyTouHOE coennueHue 102

2-0kc0-2-(2,4,6-tpudropdheHuT)3TUN 5-aMIUHO-1 -3THI-3 -MeTHII- 1 /{-TtHpaso-4-kapOokcuiar

% 2,00
Z e}
H;C
JlaHHOE COETUHEHHE TOJTY YaH IO PEAKIMH S-aMHUHO- 1 -3THi-3-MeTHi-1H-nupa3on-4-kapooHoBoit kucioTsl (500 Mr,
2,97 mmoms) ¢ 2-6pom-1-(2,4,6-tpudroppermn)stranorom (910 mr, 3,56 MMOIB) C IPUMCHECHUEM (PTOpHIA Kamms
(260 wmr, 4,45 mvomp) B cyxom JM®A (5,0 mi) B COOTBCTICTBHH C METOAWKOH, omucaHHOH B Craguu 4
TIpoMeIKyTOUHOTO coemuHcHuA 1 ¢ moaydenneM 880 Mr mpoaykTa B BHAC TBEpaoro semectsa. 'H SIMP (300 ML,
CDCls): 6 1.37 (t,J = 7.2 T, 3H), 2.31 (s, 3H), 3.88 (q, J = 7.2 T'y, 2H), 5.14 (s, 2H), 5.16 (s, 2H), 6.75 (t, J = 8.4
T'u, 2H). ESI (m/z) 342.26 (M+H)".

IIpomesxyTouHoe coenuueHue 103

2~(2,6-muproppeHUIT)-2 -0KCOITHA S-aMHHO- | -IHKI0NPOnHI-3-(TpH(TopMeTI) -1 H-Mupa3oa-4-kapOoKcHIaT

F
5 Hon K
4
O
NN%L O F

NH,

Cragus 1: Otun 5-amuHO- 1 -nkionponui-3-(TpudropmeTiin)- 1 H-mupa3oa-4 -kapOokcuaart
JlaHHOE COCAMHCHHE TONYYaId MO peakumu 3Tuia (2F)-3-xmop-2-nuano-4,4,4-rpuropodyr-2-eHoara (4,5 r, 19,78
MMOJIb) C THAPOXJIOPUAOM IHKIonponuaryapasuna (3,0 r, 27,69 MMoJIb) C MPUMEHEHHEM TpU3THIaMuHA (5,5 MU,
39,56 MMOJIB) B CyXOM 3TaHOJIC (45 MJI) B COOTBCTCTBHH C MCTOIUKOH, omucanHoi B Ctaguu 1 ITpoMe:KyTOUHOTO
coeauHeHns 75 ¢ nonyuenueM 1,62 r mpoaykra B Buae Macia. 'H SMP (300 MT'u, CDCls): 6 1.09-1.18 (m, 4H), 1.31
(t,J=6.6T, 3H), 3.11-3.17 (m, 1H), 4.28 (q, J = 6.6 'y, 2H), 5.46 (br s, 2H).
Cramus 2: 5-amuHO-1 -tiHko mponii-3-(Tpudropme i) - 1 H-mupa301-4-kapOoHOBASA KUCIIOTA
JlaHHOE TPOMEKYTOYHOC COCAMHCHHE MONYYATH IO PEaKUH THAPOJH3Aa CIOKHOTO 3(pHpa IPOMEKYTOUHOTO
coeauucHusa Cramuu 1 (1,67 T, 6,34 MMOJIB) ¢ MPUMCHCHHEM BOJHOTO PacTBOpa ruapokcuaa kamis (2,0 M, 4.2 mi,
12,68 mMomp) B 3TaHone (27 M) B COOTBCTCTBHH C MCTOAWKOW, omucanHoW B Crammu 3 IIpome:kyTOYHOTO
cocmureHns 1 ¢ momyucrmeM 1,18 r mpoaykTa B BHAC TBepAOro semecTsa. ‘H SAMP (300 MI'n, MCO-ds): & 0.95-
1.03 (m, 4H), 3.33-3.36 (m, 1H), 6.57 (s, 2H), 12.42 (br s, 1H).
Cramma  3: 2-(2,6-mudropeHnm)-2-0kCo3THI  S-amMuHO-1-mukIonponwi-3-(tpudropmetnn)- 1 H-upa3oa-4-
KapOOKCHIAT
JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIMH NPoMeKyTouHOTo coexuHeHus Craqnum 2 (1,15 1, 4,89 Mmmods) ¢ 2-Opom-
1-(2,6-auroppermm)stanorom (1,38 r, 5,86 MmmoIp) ¢ mpuMeHSHHEM (pTopraa Kamus (426 mr, 7,33 MMOITh) B CyXOM
JIM®A (10 mm) B COOTBSTCTBHH C MCTOAWKOW, omucanHoi B Crammum 4 TIpomMekyTOUHOTO cocawHCHHA 1 ¢
noay4ycHueM 1,34 r mpoaykra B BUAc TBepaoro semecTsa. 'H SIMP (300 MI'n, IMCO-ds): 3 0.93-1.04 (m, 4H), 3.29-
3.35 (m, 1H), 5.24 (s, 2H), 6.76 (s, 2H), 7.24 (t, J = 8.7 T'w, 2H), 7.61-7.73 (m, 1H).

IIpomexxyTouHoE coeauHeHue 104
2-(2,6-muropdernm)-2-0kco3THA S-aMuHO-3-(aupTopMerm)- 1-31Ha-1/7/-mupazon-4-kapOokcunat
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Cranusa 1: Otun (2E)-3-xmop-2-1uano-4,4-qu¢ropOyT-2-eHOAT

JlaHHOE COCOUHCHHE TOTYYATH 10 Peakuuy >THa ImanoaneTara (5,0 r, 44,25 mvomns) ¢ stun gudropanerarom (5,7
Ma, 54,31 MMOIb) ¢ mpuUMEHEHUEM MeTamanueckoro Hatpus (1,0 r, 44,25 MMmoyb) B CyxOM 3TaHOJe (25 M) B
COOTBETCTBHH C MCTOANKOH, onucanHoi B Ctaguu 1 [Tpomesky TOUHOTO coeAuHEHHA 39 ¢ MOCaeAyoImeH 00paboTKOH
neHTaxaopuaoM (ocdopa (9,2 r, 44,25 mmours) B quxmiopmerane (50 M) ¢ mogyueHueM 3,2 T MPOAyKTa B BHIC Macia.
'H IMP (300 MT', CDCL3): 6 1.39 (t,J=7.2 Ty, 3H), 438 (q, J = 7.2 T, 2H), 6.68 (t,J =53 T'y, 1H).

Cragua 2: 3tun 5-amuHO-3-(audropMeTn)-1-stui-1/4-nupason-4-kapdbokcuiat

JlaHHOE COCAMHCHME MOJNY4Yal H IO PEeakUuH MpoMekyTouHoro coeauHeHmsa Cramum 1 (24 1, 11,45 mMoms) c
okcamaroMm stmiaruapasusa (1,7 r, 11,45 MMoab) ¢ mpuMeHEeHHEM TpusTHiIamMuHA (3,2 M, 22,91 MMOIb) B CyXOM
3TaHoNe (25 M) B COOTBETCTBHH C MeTOAUKOH, ommcaHHOW B Crammm 1 IIpomesxkyTouHOro coeauHeHus 75 ¢
nosyucHueM 1,5 r mpoaykra B Buae macaa. ‘H SIMP (300 MT'n, IMCO-de): & 1.24 (t, J = 6.6 Ty, 6H), 3.97 (q, J =
7.5Tn, 2H), 4.18 (q, /= 6.9 ', 2H), 6.43 (s, 2H), 6.94 (t, /= 54 'y, 1H).

Cranus 3: 4-amuHO-1-(nudropmeTnin)-3-3Tuia- 1 //-mupa3on-5-kapOoHOBas KHCIOTa

JlaHHOE TPOMEKYTOYHOE COCAMHCHHE MONYYadH N0 PEaKUUH THAPOJIH3A CIOKHOTO 3(pHpa IPOMEXKYTOUYHOTO
coenuHenust Craauu 2 (1,67 1, 6,84 MMOITB) C TPUMEHEHHEM BOJHOTO pacTBOpa ruapokcuaa xamus (2 M, 5,0 mu,
13,71 mmousb) B 3ranosie (10 Mu1) B COOTBETCTBHH C MeToaukoi, ommcanHOH B Crammu 3 ITpoMexyTOUHOTO
coenuHeHus 1 ¢ monydeHHeM 660 MT IIPOAYKTa B BHAE TBEpAoro semectsa. 'H SIMP (300 MT'w, JIMCO-ds): & 1.22
t,J=6.9Tu, 3H), 3.96 (q, /= 6.9 ', 2H), 6.40 (s, 2H), 6.97 (t, J =543 Ty, 1H), 12.31 (br s, 1H).

Cramus 4: 2-(2,6-nuroppeHmT)-2-0KCOITHI S-aMUHO-3 -(qU(PTOPMETIIT)- 1 -3THIT- 1 H-mHpa301-4-KapOOKCHUIAT
JlaHHOE COCAMHCHHE TIOTYHAITH IT0 PEAKIMH IPOMEKY TOUHOTO coeauHeHus Craanu 3 (650 mr, 3,16 MmMoutp) € 2-Opom-
1-(2,6-muroppernm)sranorom (745 mr, 3,16 MMOIIB) C mpuMeHEHHEM (propua kamus (275 mr, 4,74 MMOITB) B CyXOM
JIM®A (7,0 M) B COOTBSTCTBHU ¢ MeToaukoi, ommcaHuoii B Crammm 4 IIpoMe:KyTOUHOTO COCaWHCHHA 1 ¢
noaydycHdueM 750 Mr mpoAykra B BHAE TBepAoro Bemectsa. H IMP (300 MI'u, IMCO-ds): 8 1.24 (t, J = 6.6 T'xy,
3H), 3.99 (q,J = 7.2 T, 2H), 5.25 (s, 2H), 6.59 (s, 2H), 6.78-7.14 (m, 1H), 6.96 (t, J = 54 I'y, 1H), 7.26 (t,J =8.7
I'u, 2H), 7.63-7.70 (m, 1H).

IIpomexxyTouHOE coenuHeHue 105
2-(2,6-auprop PeHILT)-2-0KCOITHI S-aMHHO- 1 -3TH-3~(Tpr(pTOp™METHIT)- 1 H-TIHpas01-4-KapOOKCHIAT
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Cragus 1: 3tun 5-amuHO-1-3TM01-3-(TpH$TOpMETHT)- 1 [ -TIHpa30n-4-KapOokcHIar
JlaHHOC COCOWHCHHC MOJYYATH MO peakumu ST (2F)-3-xmop-2-umano-4,4,4-tpuropdyr-2-cHoara (3,0 r, 13,18
MMOJIb) C OKcanaToM stuiaruapasusa (1,97 r, 13,18 MMoub) ¢ npuMeHEHUEM TpusTHIaMuHa (3,8 M, 26,37 MMOITb) B
cyxoMm 3taHose (30 MII) B COOTBETCTBHH ¢ MCTOAWKOM, ommcanHoi B Ctaauu 1 [IpoMexyToUHOTO COeaAMHCHHT 75 C
nosryuerremM 900 Mr mpoaykTa B BUAE TBepaoro Bemectea. ‘H AMP (300 MI'n, JIMCO-de): 3 123 (1, J = 7.2 Ty,
6H), 4.00 (q,J = 7.2 Ty, 2H), 4.19 (q, J = 6.9 'y, 2H), 6.60 (s, 2H).

Cranus 2: 5-amuHO-1-31HI-3~(TpHdTOpMEeTHN)- 1 [/ -MTHpa301-4-KapOOHOBAsI KHCIIOTA
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JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NONYYATH IO PEaKUH THAPOJH3Aa CIOXHOTO 3(Hpa IPOMEKYTOUHOTO
coequacHuA Craguu 1 (900 mr, 3,58 MMO1B) ¢ IPUMECHCHHEM BOTHOTO PAacTBOpa rHAapokcuaa kamast (2 M, 3,0 o,
7,16 Mmois) B 3TaHONC (9,0 M) B COOTBSTCTBHH C METOAWKOW, ommcaHHON B Crammu 3 IIpomesKyTOYHOTO
coenuHeHns 1 ¢ TOIyYeHHEM 565 Mr IpoaykTa B BHAE TBepaoro Bemectsa. 'H IMP (300 MI'n, JIMCO-ds): & 1.23
(t,J=69Tn, 3H),3.98 (q,J = 6.9 ', 2H), 6.57 (s, 2H), 12.38 (br s, 1H).

Cragus 3: 2-(2,6-nuroppeHmn)-2-0KCO3THI S-aMUHO- 1 -3THa-3 -(Tpu(ropMeTnn)- 1 //-nmpa3on-4-kapookcuiar
JlaHHOE COETMHEHHE TIOTYYAITH IT0 PEAKIMH IIPOMEKY TOUHOTO coenuHeHuA Craxmu 2 (550 mr, 2,46 MMouIb) € 2-Opom-
1-(2,6-mudroppenum)sranonoM (695 mr, 2,95 MmoIs) ¢ mpuMeHeHHEM (propuaa kamus (214 mr, 3,69 MMOIIB) B CyXoM
JIM®A (5,0 mum) B cooTBeTCcTBHU ¢ MeToaukoil, ommcanuoii B Crammu 4 IlpomesxyTrouHoro coemmHeHus 1 ¢
nojay4eHUeM 275 Mr mpoAykTa B BHAE TBepAoro Bemectsa. H SIMP (300 MI'y, IMCO-ds): 8 1.24 (t, J = 6.9 Ty,
3H), 4.01 (q,J = 6.9 I', 2H), 5.25 (s, 2H), 6.76 (s, 2H), 7.26 (t, J = 8.7 I'y, 2H), 7.60-7.74 (m, 1H).

TIpomesxkyTouHoe cocauucHUE 106

2-(2,6-muroppeHunT)-2 -0KCOITHA S-aMHHO- 1-3THI- 1 //-uMuAa30.1-4-KapOoKCHIaT

H,c-
Cranus 1: Otun 5-amuHO-1-3THI-1/-HMEIA3071-4-KapOOKCHIAT
JlaHHOE COCAMHEHHE TOJNY4YadH IO peakuuu JSTWiI amuHOo(umaHo)amerata (3,6 r, 28,09 wmmomb) ¢
TpusTHIOpTOdopMuarom (4,7 r, 28,09 mmoib) ¢ mpuMmeHeHHEM STHiIamuHa (2 M B MeOH, 14,5 mi, 28,09 Mmoip) B
areroHuTpmie (70 M) B COOTBETCTBHH C METOAMKOM, onmvcaHHoi B Ctaguu 1 [IpomexyTOUHOro coeauHeHHs 7 ¢
nosyuenmem 1,15 r npoaykra B Buae TBepaoro semectsa. 'H AMP (300 MT'w, JIMCO-d): & 1.22 (t,J = 6.9 ', 6H),
3.82(q,J =6.9T1, 2H), 4.14 (q, J = 6.9 'y, 2H), 6.00 (s, 2H), 7.15 (s, 1H).
Cranus 2: 5-amuHO-1-3THA-1 H-UMH1a3071-4-KapOOHOBAs KHCIIOTa
JlaHHOE TIPOMEKYTOYHOC COCAMHCHHE MONYYATH IO PEaKUH THAPOJH3Aa CIOKHOTO 3(pHpa IPOMEKYTOUHOTO
coequucHuda Cragun 1 (1,1 1, 6,00 MMOJTB) C MPHMCHECHUECM BOTHOTO PacTBOPA rHAPOoKcHaa kamst (2 M, 3.0 mi, 9,00
MMOJIb) B 3TaHONC (6,0 MJT) B COOTBCTCTBHH C MCTOAMKOH, onmucanHOH B Ctammu 3 [IpoMeKy TOHHOTO COCTUHCHHSA 1
¢ monydeHrneM 950 Mr mpoaykTa B BHIC TBEPAOTO BEINECTBA. [IPOAYKT HCIONB30BANH HA CICAYIOLICH ctaauu Oe3
OTIHCAHMUSL.
Cranus 3: 2-(2,6-gudropdhernn)-2-0kcorTmn 5S-aMuHO- 1 -3TH-1 //-nMu1a30 1-4-kapOoKCHiaT
JlaHHOE COCAMHEHHE TOTYHAITH IT0 PEAKIHH IMPOMEKy TOUHOTO coeauHeHns Crazmu 2 (930 mr, 4,79 MMoup) ¢ 2-Opom-
1-(2,6-auroppermmm)stanorom (1,35 T, 5,75 mmonp) ¢ mpumeHeHHEM (propuaa kKamus (420 mr, 7,18 MMOITh) B CyXOM
JIM®A (9,0 mum) B coOTBETCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TIpomexyTouHOro coeamHcHHS 1 ¢
nosryuerreM 920 Mr mpoAykTa B BUAE TBepAoro BemecTea. ‘H AMP (300 MI'n, JIMCO-ds): 8 123 (t, J = 6.9 T'ny,
3H), 3.82 (q,J = 7.2 Tu, 2H), 5.18 (s, 2H), 6.14 (s, 2H), 7.17-7.30 (m, 3H), 7.60-7.78 (m, 1H).

IIpomeskyTounoe cocauacHuE 107

2-(2,6-aurop PeHILT)-2-0KCOITHI 5-aMHHO-3 -(MCTOKCHMETHIT)- 1 -MeTHII- 1 /7 -THpa30 1-4-KapOoKCHIaT
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Cranusa 1: 5-amuHO-3 -(MeTOKCHMETIUT)-1 -MeTHII-1 /-ntHpa30.1-4 -kapOo HUTPHIT
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JaHHoe coeAUHEHUE OTYYaTH MO Peakuuy 3TuiI (1,2-1uMeToKCU3TIIMACH)IponasauauTpuna (1,95 r, 12,85 mmons)
¢ cyme(aTom metmruapasuaa (1,84 r, 12,18 mmois) ¢ mpumeHeHEeM N, N-mum3onpomwmtiiamuHa (4,4 Mo, 25,6
MMOJIB) B 3TaHOJC (20 MII) B COOTBSTCTBHH C MCTOAWKOH, ommcanuoii B Ctagnu 1 TTpomMe:KyTOUHOTO COCOMHCHHAS 75
¢ nmoay4yeHueM 980 Mr IIpoayKTa B BHAE TBEpAOoro Bemectsa. 'H IMP (300 MI'u, CDCls): 8 3.43 (s, 3H), 3.63 (s, 3H),
4.40 (s, 2H).

Cranusa 2: 5-aMmuHO-3 -(METOKCHMETIUT) -1 -MeTHI-1 /-ntipason-4 -kapOoHOBAs KUCIOTA

Cycnenszuro mpoMesxyTouHoro coeauacHua Ctamuu 1 (980 mr, 5,89 Mmmois) u ruapokcuaa Hatpus (3,0 T, 75,0 Mmos)
B Boze (10 M) marpesamu mpu 90 °C B TeueHme 72 yacoB. CMech OXJIKIATH JO KOMHATHOH TeMIEpaTrypsl U
noaxuciyu 1 H mumonso#N xucnoroit 1o pH 2-3. BoaHblil Cnol 3KCTparupoBaiu dTHiaaneraroM (75 miu x 2) u
OpraHudecKuil croi cymmian Hax OC3BOJHBIM CyIb(aToM HaTpus. PacTBop ynapusaiu IpH MOHWKEHHOM JABICHUU
¢ momy4eHueM 450 Mr mpoaykTa B BHAE TBepaoro eemectsa. 'H SIMP (300 MI'u, IMCO-de): & 3.21 (s, 3H), 3.50 (s,
3H), 4.34 (s, 2H), 6.17 (s, 2H), 11.84 (br s, 1H).

Crazgus 3: 2-(2,6-nuroppeHIT)-2-0KCOITHI S-aMUHO-3-(METOKCHUMETHIT)- 1 -MeTHI- 1 [7-Tiupas30 1-4-KapOoKCcHiIaT
JlaHHOE COCIMHCHUE MOTyYaIH 10 PEaKIUH IMPOMEKY TOUHOTO coeauueHus Craauu 2 (430 mr, 2,32 MMO5b) € 2-0poM-
1-(2,6-mu¢proppennm)sranorom (660 mr, 2,78 MMOJIb) C mpuMeHEHHEM (propraa kamus (210 mr, 3,48 MMOJTB) B CyXOM
JIM®A (4,5 mi) B COOTBETCTBHH C MeTOoauKko, ommcanHOH B Craguum 4 TIpoMeKyTOUHOTO coeauHEHHS 1 C
nosyueHHEM 380 MT POAYKTA B BHAE JIMIKOTO TBEPAOro semectsa. ‘'H SIMP (300 MI'n, CDCls): 8 3.43 (s, 3H), 3.60
(s, 3H), 4.55 (s, 2H), 5.10 (br s, 2H), 5.21 (s, 2H), 6.99 (t, J = 10.5 T'w, 2H), 7.44-7.47 (m, 1H).

IIpomesxyTouHOE coenuucHue 108

2-(2,6-muproppeHmnm)-2-0kCcOdTHA S-aMuHO- 1,3 -mu3THi-1H-nupa3on-4-kapOokcuaar

CH,4
Cragusa 1: Otun 5-amuHO-1,3-1u3THIT- 1/ -nupaso1-4-kapOokcuiaaT
JaHHOE COCOWHEHHE MOJyYadd MO peakuuu 3Tun (27)-2-uuaHo-3-3TokcuneHr-2-eHoara (10 r, 50,74 mmoms) ¢
okcajatoM stuiruapasusa (7,61 r, 50,78 myone) ¢ mpumeHeHHEM TpusTHiamuHa (14,5 mur, 101,40 MMoTIB) B 3TaHOJE
(100 M) B COOTBETCTBHH ¢ MCTOAMKOI, omucanHoi B Ctagmu 1 [TpoMeKyTOUHOTO COCAMHCHUA 75 ¢ momyucHueM 7,4
r poaykrta B Buae Maciaa. 'H SAMP (300 MT'u, CDCl;): & 1.23 (t, J = 7.2 T, 3H), 1.25-1.40 (m, 6H), 2.74 (q,J = 7.2
I'm, 2H), 3.89 (q. J = 7.5 T, 2H), 4.26 (q, J = 7.5 T'w, 2H), 5.09 (s, 2H).
Cramusa 2: 5-amuno-1,3-nu3tHn-1/-mapa3onn-4-kapOOHOBAd KHCIOTA
JlaHHOE TIPOMEXYTOYHOE COCAWHCHHE MNONYYAIM IO PEaKIUH THAPOJHM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHuA Cragnu 1 (7,3 r, 34,6 MMOITB) C MPAMCHCHIEM BOJHOTO PAcTBOpa rHApokcuaa kamms (2 M, 20 v, 69,19
MMOJIb) B 3TaHOJC (40 MIT) B COOTBETCTBHH C MCTOIUKOM, omrcanHo# B Ctamun 3 [TpomMeKyTOUHOTO CoeauHeHHA 1 ¢
nonyYeHueM 2,8 T IpoAykTa B BHAE TBepAoro semectsa. 'H SIMP (300 MI'u, IMCO-dg): & 1.03-1.22 (m, 6H), 2.58
(q,/ =7.8 T, 2H), 3.34-3.89 (m, 2H), 6.12 (s, 2H), 11.69 (br s, 1H).
Cramus 3: 2-(2,6-nuropheHinn)-2-0Kco3THa S-aMuHO- 1,3 -ausTHi- 1 /7 -mupa30 1-4-KapOoKCHIaT
JlaHHOE COECAMHEHNE TOTYHAITH IT0 PEAKIHH IIPOMEKy TOUHOTO coenuHeHn Craamu 2 (750 mr, 4,09 MMoutp) ¢ 2-Opom-
1-(2,6-muproppernmsranonom (1,15 1, 4,91 mmons) ¢ mpumereHneM (ropuaa kamis (360 mr, 6,14 MMOITB) B CyXoM
JIM®A (7,5 mum) B COOTBSTCTBHU ¢ MeToamkoii, ommcanuoii B Crammm 4 TlpomexyTouHOro coeamHcHHS 1 ¢

nonyuenreM 820 Mr mpoaykTa B BuIAE TBepHOro BemecTra. 'H AMP (300 MI'u, CDCl3): 8 1.19 (t, J = 7.5 Ty, 3H),
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1.36 (. J = 7.5 T, 3H), 2.72 (q. J = 7.2 T, 2H), 3.89 (q, J = 7.2 Ty, 2H), 5.16 (s, 2H), 5.20 (s, 2H), 6.98 (1, J = 8.4
T'w, 2H), 7.40-7.50 (m, 1H).

TIpomeskyTouHoe cocauacHue 109

2-|2-¢prop-3-(TpudpTopmMeTHIT) PeHUNT]-2-OKCOITHI S-aMHHO- 1 -3THII-3-MeTHI- 1 //-ITupasor-4-kapOoKcunaT
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JlaHHOE COCTUHEHHE MOJTY YaIH IO PEAKIMH S-aMHUHO- 1 -3THi-3-MeTHI-1H-nupa3ona-4-kapooHoBoit kucioTsl (500 Mr,
2,95 mmomb) ¢ 2-6pom-1-[2-¢rop-3-(tpudropmermn)Pperun]sranonom (1,0 T, 3,54 MMOITB) C IPUMEHEHHEM (PTOpHAA
xamuga (257 wmr, 4,43 mmoap) B cyxom JIM®A (5,0 M) B COOTBETCTBHH C METOIUKOMH, ommcaHHOH B Craguu 4
TIpoMeKyTOYHOTO COequHEH A 1 ¢ moyuendeM 745 Mr mpoaykTa B BHAE TBepaoro Bemectsa. H IMP (300 MI 1,
JIMCO-dg): 5 1.20 (t, J = 6.9 T'y, 3H), 2.18 (s, 3H), 3.85 (q,J = 6.6 T'y, 2H), 5.37 (s, 2H), 6.29 (s, 2H), 7.58 (t, J =
7.8, 1H), 8.09 (t,J =6.9T1, 1H), 8.19 (t, J = 6.9 ', 1H).

IIpomesxyTouHoe coemuneHue 110

2-(2,6-mupropdernn)-2-0kco3THI 5-aMUHO- 1 -3THII- 1 //-1Hpa3o1-4-kapOoKcHiIaT
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Cragus 1: Otun 5-amuHO-1-3TH1-1 H-ntupason-4 -kapOoxcuiaar
JlaHHOE COEAMHEHHUE MONy4YadH MO peakuuu 3Tun (27)-2-1uaHo-3-(IuMEeTHIaMHHO)mpon-2-eHoara (2,0 r, 11,85
MMOJIb) C OKCaIaToM stuaruapasuna (2,14 r, 14,26 Mmoip) ¢ npuMeHEeHHEM V, N-muu3onponuidTuiaaMusa (4,0 M,
23,78 MMOITB) B CyXOM 3TaHone (20 M) B COOTBSTCTBHH C MCTOAHMKOM, omucanHoi B Ctamuu 1 [TpomMesKy TOHHOTO
coeauMHEHHs 75 ¢ monyuenueM 2,1 T mpoAykTa B BHOE TBEpAOro eemectsa. 'H AMP (300 MI'u, CDCl;): 8 1.25-1.49
(m, 6H), 3.94 (q,J = 7.2 T, 2H), 4.17-4.30 (m, 2H), 5.04 (br s, 2H), 7.62 (s, 1H).
Cramusa 2: 5-amunO-1-3THIT- 1 H-niEpa30.1-4-kapOOHOBAsA KHCIIOTA
JlaHHOE TIPOMEKYTOYHOC COCAMHCHHE MOJNYYATH IO PEaKUH THAPOJH3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coeauucHua Craguu 1 (2,0 T, 1,18 MMOTB) ¢ MPUMECHCHHECM BOJHOTO PacTBOpa Tuapokcuaa kamua (2,0 M, 7,0 i,
23,66 mMomp) B 3TaHoNe (20 M) B COOTBETCTBHH C MCTOAWKOW, ommcanHoW B Crammu 3 IIpomMe:kyTOYHOTO
cocmureHHs 1 ¢ momyucHEEM 820 MT IPOAYKTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI', IMCO-ds): & 1.20
(t,J=72Tn, 3H),3.89(q,J = 7.2 T, 2H), 6.15 (s, 2H), 7.40 (s, 1H), 11.67 (br s, 1H).
Cranus 3: 2-(2,6-aqudropdernn)-2-0kco3Tua 5S-aMuHO- 1 -3TH1-1 //-nupason-4-kapookcuiar
JlaHHOE COCAMHEHHUE ITOTYHAITH IT0 PEAKIHH IPOMEKy TOUHOTO coenuHeHns Crazmu 2 (500 mr, 3,54 MMoute) ¢ 2-Opom-
1-(2,6-auroppermmm)stanorom (1,6 T, 4,25 mmop) ¢ mpumeHeHHEM (ropraa kamms (500 mr, 5,31 MMOITB) B CyXOM
JIM®A (5,0 mum) B cooTBeTCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TlpomexyTouHOro coeamHcHHS 1 ¢
noxydycHreM 810 Mr mpoaykra B BHAE TBEpAOro eemectea. 'H SIMP (300 MI'y, CDCls): & 1.41 (t,J = 7.2 ', 3H),
397(q,J =72Tu, 2H), 5.19 (s, 2H), 7.00 (t,J = 8.1 T'm, 2H), 7.40-7.50 (m, 1H), 7.68 (s, 1H).

IIpomesxxyTouHoe coenuHenue 111
2-(2,6-muropheHnT)-2 -0KCOITHA S-aMHHO- 1 -mpem -0y Tri-3-MeTHII- 1 [ -upazo n-4-kapOokcumar
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Cragua 1: Otun 5-amuHO-1-mpem-0yTiin-3-metmn-1/4-nmpazon-4-kapbokcumar
JlaHHOE COCOWHCHHE MOJyYamd mo peakumun 3tun (2FK)-2-mmaHo-3-3ToKCcHOyT-2-¢HOoata (5,0 1, 27,32 mMMmomb) ¢
THOPOXJIOPHAOM mpem-Oytunaruapasuna (3,45 r, 27,32 Mmoms) ¢ mpuMeHSHHEM N, N-mum3onpommwisTuiamusa (14
i, 81,96 mMoump) B 3TaHoie (50 MII) B COOTBETCTBHH C MeToaukoi, ommcanHO# B Crammu 1 ITpomeskyTouHOTO
COCIUHCHHMSA 75 ¢ MOMyYECHHEM 5,56 T IPOAYKTa B BHAE TBepmoro semectsa. 'H SIMP (300 MI'y, CDCls): 6 1.13 (s,
9H), 1.30-1.40 (m, 3H), 2.38 (s, 3H), 4.20 (q, J =7.2 T'y, 2H).
Cranusd 2: 5-amuHO-1-mpem-6y THi-3-MeTuI- 1 H-ntupaso:-4-kapOOHOBas KUCIIOTA
JlaHHOE TPOMEKYTOYHOE COCAMHCHHE IOJNYYATH IO PEaKIUH THAPOJH3Aa CIMKHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHud Craguu 1 (5,5 1, 24,41 MMOJB) ¢ MPUMEHECHHEM BOJHOTO pacTBopa ruapokcuaa kamis (2,0 M, 18 mo,
36,61 mMmoub) B 3taHosie (60 MJI) B COOTBETCTBHH C METOAuKoH, omucanHoW B Crammu 3 IIpomeskyTOYHOTO
coequneHus 1 ¢ momyuenuem 2,07 r OpoaykTa B BuAE Oenoro TBepaoro emectsa. 'H AMP (300 MI'u, IMCO-de): &
1.49 (s, 9H), 2.12 (s, 3H), 6.05 (s, 2H), 11.76 (s, 1H).
Cranus 3: 2-(2,6-mudropdeHmn)-2-0Kkco3THA 5-aMHHO- 1 -mpem -0y THi-3-Me -1/ -nmupa3on-4-kapOokcHiaT
JlaHHOE CoeAMHEHHE IOy YAH IT0 PEaKIHU IIPOMEXYy TOUHOT0 coeauHeHud Craauu 2 (500 mr, 2,53 MM0u1b) C 2-6poM-
1-(2,6-mudpropdernm)sranornom (715 mr, 3,04 Mmoutb) ¢ mpuMeHEHHEM (pTopHIa Kamus (220 mr, 3,80 MMOJIB) B CyXOM
JIM®A (5,0 ma) B coOoTBeTCTBHH C MeToaukoi, ommcanHOH B Craguu 4 TIpomMexyTOUHOrO coeauHeHHS 1 C
HOJTY4EHHEM 695 MT IIpoayKTa B BHAE TBepaoro semectsa. H SIMP (300 MI'u, CDCls): & 1.60 (s, 9H), 2.26 (s, 3H),
5.18 (s, 2H), 5.35 (br s, 2H), 6.98 (t, J = 8.4 ', 2H), 7.42-7.50 (m, 1H).

IIpomMesxyTouHOE cocnuHeHuE 112

2-(2-¢proppeHmT)-2-0KCOITHA S-aMHHO-1-3THII-3 -MeTHII- 1 //-Tupaso.1-4-kapOOKCHIAT
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JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3 -MeTHI-1/7-mupa3oa-4-kapooHoBo# KucioTs! (500 Mr,
2,95 mMomp) ¢ 2-6pom-1-[2-propderna]sranonom (770 mr, 3,54 MmMob) ¢ mpuMeHeHHEM (ropuaa kamms (260 wr,
4,43 mmois) B cyxoM IM®@A (5,0 M) B COOTBCTCTBHH ¢ MCTOAMKOH, ommcanHOW B Cramuu 4 [TpoMesKyTOUYHOTO
coenuueHus 1 ¢ mostyueHueM 510 Mr mpoaykTa B BHaE TBepAOro BemecTsa. 'H SIMP (300 MI'u, IMCO-ds): & 1.20
(t,J=72Tu, 3H), 2.18 (s, 3H), 3.85(q, / = 7.2 'y, 2H), 5.34 (s, 2H), 6.28 (s, 2H), 7.37-7.46 (m, 2H), 7.69-7.74 (m,
1H), 791 (t,J =7.2 T, 1H).
IIpomexxyTouHoe coeauneHue 113
2-(2,6-muropheHnT)-2 -0KCOITHA S-aMHHO-3-MeTHI- 1 -(2-MeTmmmponw)- 1 F/-mupaszo1-4 -kapOokcuiar
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Cragusa 1: Stun 5-amuHO-3-MeTHI-1-(2-MeTHmmpon)- 1 F/-mpa3zon-4-kapbokcunar
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JlaHHOE COCOMHCHHE MOJYYAM MO peakuun 3T (2F)-2-1mmano-3-31okcudyT-2-¢Hoara (2,00 r, 10,92 mmomns) ¢ (2-
MetuanponwnruapazuaoM (1,15 r, 13,11 mmons) ¢ npuMeHeHHeM TpusTHiaaMuHa (3,0 muL, 21,85 MMOJIb) B 3TaHOJE
(20 muT) B COOTBETCTBHH C MECTOAWKOM, omucaHHOH B Ctaauu 1 TTpoMe:KyTOYHOTO coeTHHCHHA 75 ¢ moayucHueM 1,17
I IPOAYKTa B BHAE TBepaoro semecta. 'H SIMP (300 MI'u, CDCls): 8 0.94 (d, J = 6.6 ', 6H), 1.34 (t,J =6.9 Ty,
3H), 2.15-2.25 (m, 1H), 2.35 (s, 3H), 3.63 (d, J = 7.2 ', 2H), 4.27 (q, J = 6.9 'y, 2H), 5.10 (br s, 1H).

Cragusa 2: S-amuHO-3 -MeTUII- 1 -(2-MeTrmmponn)-1 //-mupasosr-4-kapOOHOBAs KHCIOTA

JlaHHOE TIPOMEKYTOYHOE COCAMHCHHE MONYYATH IO PEaKIHH THAPOJH3Aa CIOXKHOrO 3(Hpa IPOMEKYTOUHOTO
coequucHua Craguu 1 (1,1 r, 4,88 MMOIB) C IPIMEHCHHEM BOJHOTO pacTBOpa ruapokcuaa kamusa (2,0 M, 4,0 o,
7,32 MmoJ1p) B 3TaHOE (11 MII) B COOTBETCTBHH ¢ METOAUKOMH, ommcanHOH B Ctagun 3 [TpoMesKy TOUHOTO COCTHHCHHUSA
1 ¢ mosyyeHneM 336 Mr mpoAyKTa B BUAC TBEpAOro BemecTra. H SIMP (300 MI'y, IMCO-de): 8 0.82 (d, J = 6.9 ',
6H), 2.00-2.10 (m, 1H), 2.13 (s, 3H), 3.59 (d, J = 6.9 I'r, 2H), 6.12 (s, 2H), 11.71 (br s, 1H).

Cramgus 3: 2-(2,6-nuroppeHnn)-2-0KCO3THI S-aMUHO-3-MeTHI- 1 -(2-MeTrmpont) - 1 F/-mupason-4-kapOokcuaaT
JlaHHOE COCAMHEHHUE TTOTYHAITH IO PEAKIMHU IPOMEXKY TOUHOTO coeauHeHuA Craauu 2 (330 mr, 1,67 MmMoutb) ¢ 2-Opom-
1-(2,6-au@rop pemn)stanoHoM (472 mr, 2,00 MMOITb) C pUMEHEHHEM (Topua kamus (145 mr, 2,51 MMOJIB) B CyXoM
JIM®A (3,5 mu) B coOTBETCTBHU ¢ MeToaukoi, ommcanuoii B Crammu 4 IlpomexyrouHoro coemamueHus 1 ¢
HOJTYYeHHEM 275 MT mPOAYKTa B BHAE TBepaoro Bemectsa. 'H SIMP (300 MT'n, IMCO-ds): 3 0.82 (d, J = 6.9 I'ny,
6H), 1.95-2.10 (m, 1H), 2.12 (s, 3H), 3.61 (d, J = 6.9 I'y, 2H), 5.18 (s, 2H), 6.27 (s, 2H), 7.25 (t, J = 8.7 ', 2H),
7.60-7.70 (m, 1H).

IIpomesxyTouHOE coenuucHue 114

2-(2-x10peHmT)-2-0KCOITUI S-aMuHO- 1 -3TH-3 -(TprdTopMeThiT)-1 //-nupa3zon-4-kapOokCHIaT
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JlaHHOE COCAWHCHHE TOJNYYalH [0 PEeakuuH S-aMuHO-1-3THir-3-(Tpudropmerin)-1/H-nupa3zon-4-kapOOHOBOMH
kuca0THI (600 Mr, 2,68 MMOITB) C 2-0poM-1-(2-x10pdeHmT)3TaHOHOM (755 Mr, 3,22 MMOJIB) C MPUMCHCHHCM (hTOPHAA
kamug (235 wmr, 4,03 mmop) B cyxom JIM®PA (6,0 M) B COOTBCTCTBHH C MCTOIWKOW, ommcaHHOHW B Cramnu 4
TTpOMEKYTOYHOTO COETUHEHHUS | ¢ moMyyeHHeM 6353 MT mpoAyKTa B BHAE TBepAOro Bemectsa. 'H AMP (300 MIw,
JIMCO-dg): 6 1.25 (t,J = 7.2 T, 3H), 4.02 (q, J = 7.5 T'w, 2H), 5.38 (s, 2H), 6.75 (s, 2H), 7.45-7.54 (m, 1H), 7.58 (s,
2H), 7.80 (d,J = 7.8 T', 1H).

TIpomesxkyTouHOE cocquHcHUE 115

2-(2-METOKCH(PCHIT) -2 -0KCOITHA S-aMIHO- 1 -3THI-3 -MeTHI- 1 HH-mHpason-4-kapOokcumaT
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JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3 -MeTHII-1/-mnpa3on-4-kapooHoBoi kucioTs! (500 Mr,
2,95 mMo7B) ¢ 2-0poM-1-(2-meTokcu(peHmT)3TanoHOM (812 wmr, 3,54 MMoIp) ¢ puMEHCHHEM (propuaa xams (257
Mr, 4,43 Mmomp) B cyxom JJM®PA (5,0 Mi1) B COOTBETCTBHH C MCTOAUKOH, ommcanHOH B Ctagnu 4 [TpoMe:Ky TOUHOTO
coenuHeHns 1 ¢ moJIyueHHEM 656 MI MPOAyKTa B BHAE TBepAOTO BemecTsa. 'H SIMP (300 MI'u, IMCO-ds): & 1.20
(t,J=72Tn, 3H), 2.17 (s, 3H), 3.85 (q, J = 7.2 T'y, 2H), 3.94 (s, 3H), 5.28 (s, 2H), 6.26 (s, 2H), 7.09 (t, J = 7.8 'y,
1H), 7.24 (d,J =8.4 T, 1H), 7.63 (t,J =7.5T, 1H), 7.75(d, J = 7.5 T, 1H).
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TIpomeskyTouHOC cocauHcHIE 116

2-(2,6-muroppernm)-2-0kcodTHa S-aMuHO-1-(2 -MeTnnnpormn)-3 -(tpudropmernn)- 1 //-nupazon-4-kapOoKcuiIaT

NH2
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HsC
Cragua 1: Orun 5-amus0-1-(2-MeTrmiponun)-3-(tpudropmern)- 1 //-mupa3o -4 -kapOoKCHIAT
JlaHHOE COCIWHCHINEC MOTyJaIn MO peakuuu ST (2F)-3-xmn0op-2-nuano-4,4 4-rpupropdyr-2-cHoara (6,45 r, 28,36
MMOJIb) C (2-METHANMPONIIT)THAPA3HHOM (2,5 1, 28,36 MMOJIb) C IPUMECHEHHEM TpudTHIamMuHa (8,0 M, 56,72 MMOJIb)
B 3TaHone (60 M) B COOTBETCTBHH C MeToAuMKOH, ommcanHOH B Cramum 1 IIpomesxyTouHoro coeguHeHus 75 ¢
noxydyenueM 1,31 r mpoxykra B BHAE TBepaoro semectsa. H SAMP (300 MI'n, CDCls): 3 0.94 (d, J = 6.9 ', 6H),
133 (t,J =6.9Tn, 3H), 2.15-2.34 (m, 1H), 3.70 (d, J = 7.2 ', 2H), 4.26 (q, J = 6.9 'y, 2H).
Cragusa 2: 5-amunO-1-(2-MeTrimponui)-3-(tpudropmetn)- 1 //-nupa3on-4-kapOOHOBAsA KHCIOTA
JlaHHOE TPOMEKYTOUHOEC COCAMHCHHE MONYYadH HO PCaKUUH THAPOIH3A CIOKHOTO 3(pHpa HPOMEXKYTOYHOTO
coenunenust Craauu 1 (1,4 1, 5,01 MMOIB) C MPUMEHEHHEM BOIHOTO PacTBOPA ruapokcHaa kamms (2 M, 5,0 mi, 7,51
MMOJIb) B 3TaHoJE (15 MIT) B COOTBETCTBHH C METOAMKOIM, omucanHOi B Ctamuu 3 TIpoMesky TOMHOTO COeTUHCHHS 1 C
nosyueHHeM 730 Mr mpoAykTa B BHAE TBEpAOro BemecTsa. 'H SIMP (300 MI'u, IMCO-ds): & 0.84 (d, J = 6.3 I'n,
6H), 2.00-2.09 (m, 1H), 3.79 (d, J = 7.2 'y, 2H), 6.58 (s, 2H), 12.40 (br s, 1H).
Cramua 3. 2-(2,6-mudropdeHmn)-2-0kCoITHA  S-amMuHO-1-(2-MeTHanponn)-3 -(tpudropmetnn)- 1 H-mupazon-4-
KapOoKcHIar
JlaHHOE COCAMHCHHE TIOTYHAITH IT0 PEAKIMH MPOMEKY TOUHOTO coeauHeHus Craauu 2 (500 mr, 1,99 MmMoutp) ¢ 2-6pom-
1-(2,6-muproppernm)sranonom (561 mr, 2,38 Mmob) ¢ mpumeHeHHEM (propuaa kamus (173 mr, 2,98 MMOITB) B CyXOM
JIM®A (5,0 M) B COOTBSTCTBHH ¢ MeToaukoi, ommcaHHoil B Crammm 4 ITpoMe:KyTOUHOTO COCAMHCHHA 1 ¢
nonyyenueM 435 Mr mpoxykTa B Bue aunkoro Maciaa. 'H SIMP (300 My, IMCO-de): 8 0.84 (d, J = 6.3 Tu, 6H),
2.00-2.10 (m, 1H), 3.81 (d, J = 7.2 T'u, 2H), 5.25 (s, 2H), 6.76 (s, 2H), 7.26 (t, J = 8.7 ', 2H), 7.60-7.70 (m, 1H).

TIpomesxkyTouHOE cocauucHue 117

2-(4-Ppropdernn)-2-0kco3THI S-aMHHO -1 -3THII-3-MeTHII- 1 [ -THpa30a-4-KapOOKCHIaT

. ’\/@
3
JlaHHOE COCTMHEHHE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3 -MeTHI-1/7-mupa3on-4-kapooHoBoi KucioTs! (500 Mr,
2,95 mMomp) ¢ 2-6pom-1-[4-propderna]sranonom (770 mr, 3,54 Mmos) ¢ mpumeHeHHEM (ropuaa kamms (257 wr,
4,43 mmoims) B cyxoM IM®@A (5,0 M) B COOTBCTCTBHH ¢ MCTOAMKOH, omumcanHO#W B Cramuu 4 [TpomMe:KyTOUYHOTO
coenuueHns 1 ¢ monyueHneM 650 MI IPOAyKTa B BHAE TBEPAOro BemecTsa. 'H AMP (300 MI'u, CDCls): & 1.41 (t, J
=7.2Tn, 3H),2.44 (s, 3H), 4.00 (q,J = 7.2 T, 2H), 5.47 (s, 2H), 7.19 (t,J = 8.7 'y, 2H), 7.92-8.05 (m, 2H).
IIpomexxyTouHOe coeanueHue 118
2-0KC0-2-(peHIIITHA 5-aMuHO-3-(4-propdennn)-1 -meTmn-1//-mpazon-4-kapookcuuar
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Cranus 1: 5-amuHO0-3-(4-propdennn)-1-metnn-1H-nmupazon-4-kapOOHHTPUIT
K mepememuBacMomy pacteopy 4-(propoeHzampaeruaa (2,0 r, 16,11 mmons) B MeTanosre (80 M) mpu KOMHATHOH
Temneparype mobdasmumm fiox (820 mr, 3,22 MMOJIB) C MOCICAYIOIEM To0aBacHHeM MajgoHOHuTpmua (1,1 r, 16,11
MMOJIb) H CMECh IIepeMeInnBaiy B TeucHue 15 munyT. K manHOM cMecH n06aBisiu cyab(ar MeTwiruapasusa (2,35
1, 16,11 MMmoap) u N, N-quusonponuwidtuiaamMuH (2,75 mi, 16,11 MMOJIb) B mepeMEIIMBAIM B TCUCHUE HOUW Ipu 60
°C. PacTBopuTes yapuBaay IOA BAKYYMOM H OCTaTOK Pa30aBIIsuIM HACKIIICHHBIM PACTBOPOM THOCYJIb(haTa HATPHA
(30 mum). Cmecs 3kcTparuposaimu stwianeraroM (100 mu x 2). Opranuveckuii cioit cymuim Haj OC3BOIHBIM
cyab(aToM HATpHA M YNAPHBAIH IPU IOHWKCHHOM JaBJICHWH. [TOMyYCHHBIH OCTATOK OYHMINAIH KOJOHOYHOH
xpomarorpadueil Ha CHITHKaresne ¢ nojaydyeHueM 470 Mr mpoaykTa B BUae TBepAoro Bemectsa. 'H IMP (300 MI ',
JIMCO-ds): 8 3.58 (s, 3H), 6.70 (s, 2H), 7.30 (t,J = 8.7 'y, 2H), 7.79 (t,J = 5.8 'y, 2H).
Cragus 2: 5-amuHO-3-(4-propQennn)-1-metun- 1 H-mupa3oa-4-kapOOHOBAs KHCIIOTA
JlaHHOE COCOMHCHHE MOJNYYal d MO PEaKUuH MPOoMEKyTouHoro coeauHenmst Crammu 1 (2,4 r, 11,10 MMoms) ¢
rugpokcuaoM Harpus (5,0 T, 125 mmois) B Boge (50 Mi1) B COOTBETCTBHH C METOAWKOM, onmucanHo# B Cragum 2
TIpOMEIKyTOMHOTO COSAUHEHUs 96 ¢ monyuenuem 2,1 T mpoaykra B Buae Teepaoro semecrsa. 'H SIMP (300 M@,
IMCO-ds): 8 3.57 (s, 3H), 6.32 (s, 2H), 7.16 (t,J = 9.0 'y, 2H), 7.57 (t,J = 6.0 'y, 2H), 11.85 (br s, 1H).
Cranus 3: 2-0kco-2-(peHmITHA S-aMuHO-3-(4-proppennn)-1-metun- 1 H-mupa3oa-4-kapOOKCUIaT
JIaHHOC COCOUHCHHUC TOJTY YA TH IT0 PCAKIAH MPOMCEKY TOUHOTO coeauucHusI Ctamuu 2 (700 mr, 2,97 MMOJIB) € 2-0poM-
1-(2,6-muroppermm)stanoroM (770 mr, 3,27 MMOITB) C puMEHEHHEM (pTopraa Kamust (260 mr, 4,46 MMOJIb) B CyXOM
JIM®A (7,0 M) B COOTBSTCTBHH ¢ MeToaukoi, ommcaHuoii B Crammu 4 ITpoMe:KyTOUHOTO COCHMHCHHA 1 ¢
noaydyeHreM 490 Mr mpoaykTa B BHAC IHIKoro Macaa. 'H SIMP (300 MI', CDCls): & 3.70 (s, 3H), 5.15 (s, 2H), 6.94-
7.08 (m, 4H), 7.47 (t,J = 8.4 T'u, 1H), 7.66 (t,J = 6.0 ', 2H).

IIpomesxkyvTouHOE cocauHcHUE 119

2-(2-prop-4-MeToKCH(CHUT)-2-0KCOITIIT S-aMUHO- | -IUKIOPOTIHII-3 -MeTHI- | /7-nupa3o-4-kapOoKcuiar
OCH;

JIaHHOC COCAMHCHHUEC MOTYYATH IO PCAKIAH 5-aMHUHO- | -IHKIONPO THIT-3 -Me THI- 1 /7-mTHpas30.1-4-kapOO HOBO i KHCIOTHI
(200 mr, 1,10 Mmmomp) ¢ 2-0pom-1-(2-prop-4-mMeTokcuperun)stranorom (327 mr, 1,32 MMOIIB) ¢ MPHMCHCHHCM
¢ropuma xamms (96 mr, 1,65 Mmoie) B cyxom JIM®PA (2,0 M) B COOTBETCTBHH C MCTOAUKOM, ommcanHOH B Ctaxun
4 TIpOMEKyTOUHOTO COeMHEHHs 1 ¢ ToNyueHreM 256 MT TIPOYKTA B BHAE TBepAoTo Bemectra. 'H SAMP (300 M1,
JIMCO-dg): 8 0.90-1.12 (m, 4H), 2.15 (s, 3H), 3.13-3.22 (m, 1H), 3.87 (s, 3H), 5.28 (s, 2H), 6.30 (s, 2H), 6.93-7.06
(m, 2H), 7.87 (t, J = 8.7 'y, 1H).
IIpomesxyTouHOE coeauHeHue 120
2-(2,6-muroppermm)-2-0KCOITHI S-aMHuHO-3-0eH3u- 1 -MeTn-1 -pa3on-4-kapbokcunar
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Cranusa 1: 5-amuHO0-3-6eH3m1-1 -MeTi-1 -nupason-4-kapOOHUTPHIT

JlaHHOE COCAWHCHNE O TyYaH O peakuun (1-MeToKCH-2 -(DCHIIITHINACH)IPONAHAWHATPIIA (6,5 T, 3,26 MMOJIB) C
cymsparom metmiruapasusa (4,70 r, 3,26 mmoap) ¢ mpuMeHeHHEM N, N-mumsomponmmntmiamuHa (1,1 Mo, 6,52
MMOJIb) B CYXOM 3TaHOJIE (65 MJI) B COOTBETCTBHH C MeToamkoi, ommcanuoii B Cramum 1 I[IpomexyTodHOTO
cocmuHEHHs 75 ¢ moaydyeHueM 2,45 r mpodykTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-de): 3 3.46
(s, 3H), 3.74 (s, 2H), 6.49 (s, 2H), 7.15-7.38 (m, 5H).

Cranusa 2: 5-amuHO-3-0eH311-1 -MeTHI-1 /-1mupasosi-4-kapOOHOBAs KUCIOTA

JlaHHOE COCAMHECHME MOJNY4Yal H IO PeakUuH IpoMekyTouHoro coemuHeHmsa Cramuum 1 (24 1, 11,30 mMomb) c
rugpokcumoM Harpus (5,0 T, 125 mmoms) B Boge (50 M) B COOTBETCTBHH C MECTOAMKOM, ommcaHHON B Craauu 2
TIpoMesKyTOYHOTO CoemuHenus 96 ¢ monyuenueM 2,1 T mpoaykra B Buae TBepaoro emectsa. ‘H AMP (300 MI 1,
JIMCO-de): & 3.47 (s, 3H), 3.93 (s, 2H), 6.14 (s, 2H), 7.10-7.30 (m, 5H), 11.82 (br s, 1H).

Cranus 3: 2-(2,6-mudropenmn)-2-0Kkco3THA 5-aMiHO-3-0eH3M1I-1 -MeTHII- 1 [-nHpa3o-4 -kapooKCHIaT

JlaHHOE coeAMHEHHE IOy YAIH IT0 PEaKIHU IIPOMEXy TOUHOTO coeauHeHua Craauu 2 (800 mr, 3,45 MM01B) C 2-6poM-
1-(2,6-mudpropdermm)sranorom (900 mr, 3,80 Mmoutb) ¢ mpuMeHEHHEM (pTopHIa Kamus (300 mr, 5,17 MMOJIB) B CyXOM
JIM®A (8,0 mi) B COOTBETCTBHH C MeToaukoi, ommcanHOH B Craguu 4 TIpomMexyTOUHOTO coeauHEHHS 1 C
nosyueHneM 900 Mr mpoaykTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI'n, JIMCO-ds): & 3.48 (s, 3H), 3.91 (s,
2H), 5.17 (s, 2H), 6.31 (s, 2H), 7.16-7.30 (m, 6H), 7.64-7.70 (m, 2H).

IIpomMesxyTouHOE coenuHeHue 121

2-|2.4-muprop-3-(TpupropMeTH) (PeHIINI] -2-0KCOITHIT S-aMUHO- 1 -3THIT-3 -MeTHI- | //-nHpa30.1-4-KapOOKCHIAT
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JlaHHOE COCTMHCHHE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3TH-3 -MeTHII-1 /7 -mupa30a-4-kapooHoBo# KucioTh! (500 Mr,
2,95 mmomp) ¢ 2-6pom-1-[2.4-mudrop-3-(tpupropmermn)permn]sranonom (1,07 r, 3,54 MMOIB) C MPUMECHECHHEM
¢ropuma kamus (257 mr, 4,43 mvmois) B cyxoMm JJM®@A (5,0 Mi1) B COOTBETCTBHH ¢ MCTOAHKOI, onucanuoil B Ctaaun
4 TIpoMeKyTOUHOTO CoeqMHEnHs 1 ¢ onyueHremM 338 Mr IIpoayKTa B BHAE TBepaoro emectea. 'H SAMP (300 MI1,
JIMCO-dg):  1.20 (t, J = 7.2 Ty, 3H), 2.18 (s, 3H), 3.85 (q,J = 7.2 ', 2H), 5.35 (s, 2H), 6.28 (s, 2H), 7.57 (t,J =
10.2 I'm, 1H), 8.23-8.29 (m, 1H).

TIpomMeskyToUHOE cCOSTHHCHHUE 122

2-(2,6-muroperum)-2-0KkCo3ITHI S-aMuHO- 1 -MeTHI-3-(MopdomuH-4-1)- 1 //-mrpa3on-4-kapOokcuiar

O

e
T

N}\Il NH, O F

H,C
Cranua 1: [(meTuncyashanmt)(Mop(oIHH-4-HIT)ME TN ACH | IPOTIAH I HHA TP
K mepemermmisacmMomMy pacTBOpy 2-[0nc(METHITHO )METHIICH [MaToHOHUTPHIA (7,3 T, 42,87 MMOITB) B H30MPOTHIOBOM

crmpre (50 mum) mobasmamn mopdommH (3.8 M, 42,87 MMOIIB) W PCAKIIMOHHYI) CMCCh KHIATHIN C OOpPATHBIM
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XOJNOAMIBHHKOM B TEUCHHE 2 4YacoB. PacTBOpHTENs yNMApHBANH MNPH MNOHWKCHHOM JABICHHH H OCTAaTOK
mepeMemmBaTH B auyTHioBoM ddupe (50 M) B TeueHme 30 wmmHYT. [lOyUCHHOE TBEPAOC BCIICCTBO
OT()HIBTPOBBIBAIA H TPOMBIBAIH C JHITHJIOBBIM d(upoM ¢ mosnyuenuem 8,23 r mpoaykra. ‘H SIMP (300 MIn,
CDCls): 8 2.62 (s, 3H), 3.75-3.95 (m, 8H).
Cranusa 2: 5-amuHO-1-MeTHI-3 -(MOp(hoamH-4 -11)-1 H-1npazon-4-kapOOHHTPHIT
JlaHHOE COeAMHEHME MOJNY4Yal H IO PeaknuH IpomekyTouHoro coemuHenmsa Crammm 1 (3,8 r, 18,15 mmMoms) c
cymsparom metmwiruapasuHa (2,6 r, 18,15 mmoms) ¢ mpumeHeHmeM TpudTmiaammHa (5,1 M, 36,3 MMmomb) B
m3omponuIoBOoM crmupre (40 M) B COOTBCTICTBHH C MeToamkoH, omucanHoil B Cragmm 1 [IpomexyTodHOTrO
COeMMHEHHS 75 ¢ monyUeHHeM 630 Mr IpoayKTa B BHAE TBEpAOro BemecTra. H SIMP (300 MI'u, IMCO-ds): 8 3.00-
3.15 (m, 4H), 3.41 (s, 3H), 3.65-3.75 (m, 4H), 5.36 (s, 2H).
Cramus 3: 5-amuso-1 -MeTHI-3 -(MOp (o mH-4-11)-1 //-pa3oa-4-kapOOHOBaAs KHCIOTA
JlaHHOE COCIMHECHHE MONIYy4Yad MO PEakIUu NMPOMexyTouHoro coexuneHusa Cragum 2 (1.4 1, 6,75 MMomIbp) C
rugpokcumoM Hatpus (3,0 r, 75 mmois) B Boae (30 Mu1) B COOTBETCTBHH C METOTUKOM, ommcaHHON B Cramum 2
TIpOMEIKYTOUHOTO COeqUHEHHA 96 C ToJTyueHHeM 342 MT mpoayKTa B BUAE TBEPAOTO BemecTra. 'H SIMP (300 M,
JAMCO-de): & 3.00-3.15 (m, 4H), 3.58 (s, 3H), 3.60-3.75 (m, 4H), 5.22 (s, 2H).
Cranus 4: 2-(2,6-mudroppeHnn)-2-0Kkco3THA 5-aMHHO- 1 -MeThII-3 -(MOpQomH-4-1)- 1 [ -nmupa3on-4-kapOoKcHiaT
JlaHHOE COeAMHEHHE IOJIYYAH IT0 PEaKIHU IIPOMEKy TOUHOT0 coeauHeHua Craquu 3 (340 mr, 1,50 MmMou1b) € 2-6pom-
1-(2,6-mudpropdernmsranonom (424 mr, 1,80 Mmouts) ¢ npuMeHeHHEM (propHa Kamus (130 Mr, 2,25 MMOJIB) B CyXOM
JIM®A (4,0 M) B COOTBETCTBHH C MeToaukoi, ommcanHOH B Cramum 4 TIpomexyTouHoro coeauneHus 1 ¢
noxydycHdeM 120 Mr mpoaykra B BHaE TBepaoro semectsa. 'H SIMP (300 MI'n, IMCO-dg): 8 3.00-3.15 (m, 4H), 3.59
(s, 3H), 3.65-3.75 (m, 4H), 4.41 (d, J = 6.0 T'y, 2H), 6.45-6.48 (m, 1H), 7.15-7.25 (m, 3H), 7.59-7.65 (m, 1H).
IIpomexyTouHOE coeauueHue 123

2-(2,6-muprop-4-MeTOKCH(CHIIT)-2-0KCOITHIT 5-aMUHO- 1 -3THI-3 -MeTHI- 1 F-nupa3oi-4-kapOokcuiar

F. OCH
"o

? N, O F

JlaHHOC COCTUHCHHUC TOJTYYATH IO PCAKIHH S-aMIHO- 1 -3THI-3 -MeTHI- 1 /7 -mHpaso1-4-kapOoHoBO#H KHCITOTHI (800 MT,
4,73 mmomm) ¢ 2-6pom-1-(2,6-mudrop-4-meTokcuperun)sranorom (1,25 r, 4,73 MMop) ¢ mpuMCHCHHEM (propuaa
kamug (412 wmr, 7,09 mmoms) B cyxom [IM®A (6,0 M) B COOTBCTCTBHH C MCTOAWKOMW, omucanHoW B Cramum 4
TTpoMeKYTOYHOTO coenunenus 1 ¢ mony4enueM 1,25 r npoaykra B Buae Teepaoro semectsa. 'H AMP (300 MI 1,
JIMCO-ds): 8 1.17 (t, J = 7.2 T'm, 3H), 2.12 (s, 3H), 3.79-3.95 (m, 5H), 5.11 (s, 2H), 6.24 (s, 2H), 6.87 (d,J = 11.7
I'y, 2H).

IIpomeskyTouHOE cocnuHcHUE 124

2-{2-(prop-4-[(MeTHICY Tb(POHIIT)AMHHO | (PCHIT } -2-0KCOITUN S-aMHHO- 1 -3THII-3 -MeTHA- 1 //-mapason-4-

H
0 N.S',O
H;Q 11 CH,
N O F
{

KapOOKCHIAT

NH,
CH,

JlaHHOE COCTMHEHNE TOJTY YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3-MeTHII-1/-nnpa3on-4-kapooHoBoi KucioTs (700 Mr,

4,13 mvomp) ¢ N-[4-(Opomanermn)-3-(propderma|merancy mpporavmaom (1,40 1, 4,55 MMOIB) ¢ MPHUMCHECHHEM
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¢ropuma kamus (360 mr, 6,20 Mmymois) B cyxoMm JJM®@A (7,0 Mi1) B COOTBETCTBHH ¢ MCTOAUKOI, onmcanuoii B Craaun
4 TIpomexyTouHOTO coenuHenus 1 ¢ monyuernem 1,10 r mpoaykra B Buae TBepaoro semectsa. 'H AIMP (300 M1,
JIMCO-d¢): 8 1.20 (t,J = 7.2 T'w, 3H), 2.18 (s, 3H), 3.19 (s, 3H), 3.85(q, J = 7.2 'y, 2H), 5.29 (s, 2H), 6.28 (s, 2H),
7.09-7.18 (m, 2H), 7.85-7.95 (m, 1H), 10.71 (s, 1H).

TIpomMeskyTouHOC cCOcTHHCHHE 125

2-{2,6-mu(prop-4-[(MeTUICY TB(POHUIT)aMIHO | PEHIUIT } -2 -OKCOITHI S-aMUHO- 1 -3THA-3-MeTHIT- 1 [/ -Tupas3oa-4-

H o
HC 0 F. N‘S//
3%%@ o,
/4
N O F

NH,
(
CH,

KapOOKCHIIAT

JlaHHOE COCTUHCHHE MOJTY YaIH IO PEAKIMH S-aMHUHO- 1 -3TH-3-MeTHiI-1/-nupa3on-4-kapOooHoBoi KucioTsl (700 Mr,
4,13 mmomm) ¢ N-[4-(6pomanerun)-3,5-qudproppermn|merancy mbporamuaoMm (1,6 r, 4,97 MMOIIb) C IPUMCHECHHEM
(ropuza xamus (360 mr, 6,20 Mmois) B cyxoMm JM®PA (7,0 Mi1) B COOTBETCTBHH C METOAMKOH, onucanuoii B Craauu
4 TIpoMeKy TOHOTO CoeauHEHHs 1 ¢ momyueHnem 610 Mr mpoaykTa B BHAE TBEpAOTO BemecTsa. 'H IMP (300 M,
CDCls): 8 1.37 (t,J = 6.9 T, 3H), 2.31 (s, 3H), 3.13 (s, 3H), 3.86 (q, J = 7.8 'y, 2H), 5.08 (br s, 2H), 5.17 (s, 2H),
6.84 (d,J = 10.2 T'w, 2H).

IIpoMeKyTOUHOE coeauHEHHE 126

2-{2-¢prop-4-[(MeTHACY TB(POHIT)AMHHO | (PCHHUIT } -2 -OKCOITHI S-aMHHO- 1 -MeTHI-3~(Tpu(pTOp™MEeTHN)- 1 H-TTMpa301-4-

e

o ST e
0

N O F

N7™"NH,
H;C

KapOokcuiar

JlaHHOE COCIMHCHWE NONYYald IO PEAKIMH S5-aMHHO-1-MeTmi-3-(Tpudpropmerni)- 1 /H-nupason-4-kapOOHOBOMH
Kuca0TH (650 Mr, 3,11 MMoup) ¢ N-[4-(6pomaneTin)-3-propderma]merancymsporamuaom (1,06 T, 3,42 MMOITB) C
mpuMcHCHHEM (propuaa kamus (275 mr, 4,66 mMoms) B cyxom JIM®A (7,0 Mu1) B COOTBCTCTBHH C MCTOJHKOM,
ommcanHO# B Ctaauu 4 [TpoMexy TOUHOTO coeuHEHHS | ¢ mosyueHHeM 760 MT MPoIyKTa B BUIC TBEPIOTO BEIIECCTBA.
H AMP (300 M, IMCO-ds): 3 3.19 (s, 3H), 3.64 (s, 3H), 5.34 (s, 2H), 6.72 (s, 2H), 7.10-7.20 (m, 2H), 7.86-7.92
(m, 1H), 10.71 (s, 1H).

IIpomMesxkyTouHOE cocaHHCHHUE 127

2-[2-(prop-4-(2-METOKCHITOKCH )(HDCHHT|-2-OKCOITHI 5-aMHHO-1 -3THIT-3-MeTHIT- | [/ -TiHPa30 -4 -KapOoKCHIaT

H,e O YQ/O\/‘ocm
NTLO O F
E NH,

JlaHHOE COCTMHEHNE MOy YaIH IO PEAKIHH S-aMHHO- 1 -3THi-3-MeTHII-1 /7 -mnpa3on-4-kapooHoBoi KucioTs! (600 Mr,
3,54 mmoip) ¢ 2-6pom-1-[2-¢prop-4-(2-MeTokcHITOKCH)(peHm|3TanoHoM (1,00 T, 3,54 MMOAB) ¢ MPHUMCHCHHCM
¢ropuma kamug (309 mr, 5,32 mmois) B cyxom JJM®@A (8,0 Mi1) B COOTBETCTBHH ¢ MCTOAHKOI, onmcanuoii B Craaun

4 TTpoMeskyTOUHOTO coemuueHust 1 ¢ monyuenuem 1,05 r mpoaykrta B BUIC TBEpAOro semectsa. ‘H IMP (300 MI 1,
JIMCO-de):  1.20 (t, J = 7.2 ', 3H), 2.18 (s, 3H), 3.30 (s, 3H), 3.67 (t,J = 7.2 'y, 2H), 3.85 (q, / = 7.2 'y, 2H),
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423 (t,J = 7.2 T, 2H), 5.29 (s, 2H), 6.29 (s, 2H), 6.95 (d,.J = 9.0 T, 1H), 7.03 (d, J = 13.2 Ty, 1H), 7.85 (t, J = 9.0
T'w, 1H); APCI (m/z) 380 (M+H)".

TIpomMeskyTouHOC cocauHCHIE 128

2-[4-(UKIOIPOIIIIMETOKCH)-2 -(hTOp (e HIIT|-2 -OKCOITHIT 5-aMUHO- 1 -3TH -3 -MeTHII- 1 /{-TTHpas01-4-kapOoKcuiar

HAC 0 /YQ/O\A

2\1 TR
CH;

JlaHHOE COCTUHCHHE MOJTY YaIH IO PEAKIMH S-aMHUHO- 1 -3THi-3-MeTHII-1H-nupa3oa-4-kapOoHoBoi KuCIOTH (600 Mr,
3,54 mmo1m) ¢ 2-0poM-1-[4-(tmKTonponuiMeTokeH)-2-propperma|stanoroM (1,00 r, 3,54 MMOJIB) C MPUMCHCHUEM
(ropuza xamus (308 mr, 5,31 mmois) B cyxoMm JJM®PA (6,0 Mi1) B COOTBETCTBHH C METOAMKOH, onucanuoii B Craauu
4 TIpoMexkyTOuHOTO coenuHenus 1 ¢ momyduennem 1,02 r mpoaykra B Buae Tepaoro semectsa. 'H IMP (300 MIw,
JIMCO-d¢): 6 0.30-0.35 (m, 2H), 0.54-0.59 (m, 2H), 1.18 (t,/ = 7.2 T'y, 3H), 1.21-1.25 (m, 1H), 2.15 (s, 3H), 3.83 (q,
J=72Tn,2H),3.92(d,J=7.2Tn, 2H), 5.26 (s, 2H), 6.25 (s, 2H), 6.85-7.00 (m, 2H), 7.82 (t,J = 8.7 I', 1H); APCI
(m/z) 375 (M+H)".
IpomexyTouHOE Coeanuenne 129
2~(2,6-muproppeHMIT)-2 -0KCOITHA S-aMHHO- 1 -3THII-3-(2-MeTHImpo i) -1 H-mupa3on-4-kapOoKCUIaT
H3C

o F
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Cranud 1: 5-amuHO-1-3THI-3-(2-MeTHIpOIHT)- 1 -1TMpa30.1-4-KapOO HUTPHIT

JlaHHOE COEIUHEHHUE TTOJTY AU IO Peakuuy 2-(1-MeTOKCH-3-MeTUIOY THIIHACH )MaTOHOHUTPHIA (6,7 T, 40,85 MMOTIB)
¢ okcanaroMm sruiaruapasusa (6,1 r, 40,85 Mmomp) ¢ mpuMeHeHHeM TpusTwiamMusa (11,5 mi, 81,7 MMoIb) B 3TaHOE
(70 MuT) B COOTBETCTBHHE C MCTOAUKOM, omicaHHOH B Ctamuu 1 TTpoMeKyTOYHOTO COCTHHCHHA 75 ¢ MOIyUICHHEM 5,67
I IPOAYKTa B BUIE TBEpaoro emectsa. 'H AMP (300 MI'u, IMCO-de): 8 0.87 (d, J = 6.3 T, 6H), 1.16 (t,J = 7.2
Iy, 3H), 1.85-1.93 (m, 1H), 2.28 (d,J = 7.5, 2H), 3.82 (q, J = 6.9 'y, 2H), 6.44 (br s, 2H).

Cranua 2: 5-amuHO-1-3TH1I-3 -(2-MeTHIpOIH)- 1 /-nrpa301-4-kapOokcaMu

Pactsop nmpomexxyTouHoro coenuaeHua Ctaauu 1 (5,6 T, 29,13 MMOITB) B BOTZHOM PacTBOPS THAPOKCHAA HAaTpud (60
M, 11,6 r, 291,3 mmoms) mepemenmeamu npu 100 °C B TeucHue 3 gHe. CMech OXIakgamw A0 KOMHATHOW
TEMIICPATyphl W mpoMbiBaIH 3THIAneTaToM (200 Mo x 2). OpraHmdcckuil cioi mpoMeBamd Bogou (200 mn) u
YIAPHBAJIA NIPH TIOHHKEHHOM JABIECHHH C TOJMy4eHHEM 4,3 T mpoaykTa B BHAE TBepaoro Bemectsa. 'H SAMP (300
MTI', IMCO-ds): 6 0.84 (d, J = 6.9 T';, 6H), 1.16 (t, J = 6.9 'y, 3H), 1.84-2.00 (m, 1H), 2.48 (d, J = 7.2 'y, 2H),
3.82(q,/J =6.9 T, 2H), 6.11 (s, 2H), 6.45 (br s, 2H).

Cragus 3: 5-amunO-1-3TH1I-3-(2-MeTHIIIPOTIILT) - | //-TTHpas01-4-kapOOHOBAA KHCIOTA

Pactsop mpomexyTouHoro cocnuacHua Ctaauu 2 (4,3 1, 20,50 MMOITB) B BOTHOM PacTBOpPES THAPOKCHAA HaTpud (60
M, 8,0 r, 205,0 mvmoms) mepememmBam mpu 100 °C B TeueHwe 2 gael. CMeCh OXITAKTANH 10 KOMHATHOW
TEMIIEpaTyphbl U NpoMbIBamd dTHiaanetatoM (100 mu x 3). Boawsni cnoil moaxucosamu 1 H pactBopoM TuMOHHOM
kucaoTs! 10 pH 3-4. Boanyro cMech skcTparuposamy stTwianeraroM (100 v x 3) u opraHuueckuil CIoH CyNIiIi Haj

6e3BomHBIM Cyab(aToMm HaTpus. PacTBop (uuibTpoBany W ynmapuBaiu Ipy MOHWKCHHOM JABJICHHUH C MOTYYCHHEM 3,2
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T mpoAykTa B BuAe mMaca. ‘H IMP (300 MI'y, JIMCO-ds): 8 0.83 (d, J = 6.9 T, 6H), 1.16 (t,J = 6.9 T'y, 3H), 1.74-
1.80 (m, 1H), 2.43 (d, J =6.9T', 2H), 3.82 (q,J = 6.9 'y, 2H), 4.97 (s, 2H), 11.90 (br s, 1H).
Cramus 4: 2-(2,6-nurophpeHInT)-2-0KCOITHI S-aMUHO- 1 -3TwHi-3 -(2 -MeTrmponun)- 1 /7 -mupas3o 1-4-kapOoKCcHIaT
JlaHHOE COEAMHEHHE TIOTYYAITH IT0 PEAKIMH IIPOMEKy TOUHOTO coenuHeHnA Craamu 3 (600 mr, 2,84 MMoutp) ¢ 2-Opom-
1-(2,6-mudroppenum)sranonom (801 mr, 3,41 Mmos) ¢ npuMeHeHHEM (propuaa kamus (248 mr, 4,26 MMOIIB) B CyXOM
JIM®A (6,0 mur) B cooTBeTCTBHU ¢ MeToamkoi, ommcaHHoii B Crammm 4 IlpomesxyTouHoro coeamHeHHs 1 ¢
nonyuenreM 251 Mr mpoxykTa B Buae nunkoro Macia. 'H IMP (300 MI'n, JIMCO-ds): 8 0.82 (d, J = 6.9 T'u, 6H),
1.17 (t,J = 6.9 T'u, 3H), 1.86-1.92 (m, 1H), 2.40 (d, J = 7.2 'y, 2H), 3.85 (q, J = 6.9 ', 2H), 5.17 (s, 2H), 6.28 (s,
2H), 7.25 (t,J = 9.0 I'y, 2H), 7.65-7.70 (m, 1H); APCI (m/z) 366 (M+H)".

IIpomexxyTouHOEe coeanneHue 130
2-(2-x10p-6-(Top(heHmT)-2-0KCOITHA 5-aMUHO-1 -3THI-3-MeTHII- 1 //-TiHpas30.1-4-kapOoKkcuiaT

Cl

F g, O F
CHj

JlaHHOE COCTUHCHHE MOy YaIH IO PEAKIMH S-aMHUHO- 1 -3TH-3-MeTHI-1/H-nupa3oa-4-kapOoHoBO#H KuCIOTH (500 Mr,
2,95 mmo1b) ¢ 2-6pom-1-(2-xm0p-6-QTopdermn)sranoHoM (820 mr, 3,25 MMOJIB) ¢ IpUMEHEHHEM (PTOpHIA KA
(260 wmr, 4,42 mvomnp) B cyxom JM®A (5,0 mi) B COOTBETCTBHH C METOOWKOH, omucanuoil B Cramum 4
TTpOMEKYTOUHOTO COSAMHEH S 1 ¢ momyueHHeM 560 Mr mpoAykrTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI ',
JIMCO-de): 8 1.18 (t, J = 7.2 T, 3H), 2.07 (s, 3H), 3.83 (q,J = 7.2 T'w, 2H), 5.20 (s, 2H), 6.29 (s, 2H), 7.37 (d, J =
8.7Tm, 1H), 745 (d, J = 8.4 'y, 1H), 7.59 (t, J = 8.4 'y, 1H); APCI (m/z) 340 (M+H)".

IIpomesxyTouHoe coequHeHue 131

2-(2-x10p-6-pTOPPCHIT)-2 -OKCOATHI 5-aMHAHO-1 -ITHKTOMPOTTHIT-3 -MCTHI- 1 /-THpa301-4 -KapOoKCHIaT
Cl
" Hond
7 O
YT

<N N, O F
JIaHHOC COCOMHCHHUE IOy YATH IO PCAKIHH 5-aMHUHO- | -IIHKIONPO MHIT-3 -Me THI- 1 /7-mTHpa30.1-4-kapOO HOBO i KHCTIOTHI
(300 wmr, 1,65 MmMoutp) ¢ 2-6poM-1-(2-x10p-6-pTopdheHmT)3TaHoHOM (416 MT, 1,65 MMOJIB) C TPUMCHECHUEM (pTOpUaa
kamusg (145 wmr, 2,47 mmoas) B cyxom [IM®A (3,0 M) B COOTBCTCTBHH C MCTOIWKOMH, omucanHoW B Cragum 4
TTpoMEKYTOYHOTO CoemMHeHus 1 ¢ onyuenreM 240 MI TPOIyKTa B BUE JIMIIKOTO TBEPIOTO BemmecTsa. 'H AMP (300
MI'm, IMCO-de): 3 0.85-0.98 (m, 4H), 2.05 (s, 3H), 3.13-3.21 (m, 1H), 5.20 (s, 2H), 6.29 (br s, 2H), 7.42-7.50 (m,
2H), 7.53-7.60 (m, 1H).

IIpomexxyTouHOE coeauHeHue 132

2-(2-xnopQeHNIT)-2-0KCOITHI S-aMHHO- | -IIHKIOIPOTHI-3-MeTHI- 1 [ -Tiipa3on-4-kapOokcuiar

A ﬂ(@

N7 NH,

JlaHHOC COCOMHCHHUE TOTYYATH IO PCAKIAH 5-aMHUHO- | -IIUKI0po miiT-3 -Me THI- 1 /7-mHpas0.1-4 -kapOO HOBO i KHCIOTHI
(500 mr, 2,78 MMomp) ¢ 2-0pom-1-(2-xnoppeHIT)3TaHOHOM (645 MT, 2,78 MMOJIB) ¢ MPUMCHCHHEM (PTOPHAA KATHA
(245 wr, 4,17 mmomp) B cyxom JM®PA (5,0 ma) B COOTBCTCTBHH C MCTOAWKOMH, ommcaHHOW B Cragmm 4

TIpoMeKyTOYHOTO coequHenHs 1 ¢ monyuendem 880 Mr mpoaykrTa B BHAE TBepaoro Bemectsa. 'H IMP (300 MI 1,
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JIMCO-de):  0.86-0.97 (m, 4H), 2.11 (s, 3H), 3.15-3.25 (m, 1H), 5.31 (s, 2H), 6.30 (br s, 2H), 7.49-7.55 (m, 1H),
759 (d,J = 3.3 T, 2H), 7.78 (d, J = 7.5 T, 1H).

IIpomeskyTouHoe cocquHcHHUE 133

2-(2-xnopQeHmT)-2-0KCOITHI S-aMHuHO- 1-(4-(rop-2-MeTundenmn)-3 -meTun- 1 H-nupaszon-4-kapOokcuiar

Né\LH\O 0

H3C©j NH,
F

Cragud 1: Otun 5-amuHo-1-(4-¢Top-2-MeTundenun)-3 -merun- 1 /-nupaszo1-4-kapOoxcuiar
JlaHHOE COCOUHCHHE MOJyYaau Mo peakiuu 3tun (2K)-2-muanHo-3-3T10kcuOyT-2-¢Hoara (2,0 r, 10,92 mmoms) ¢
ruapoxyopuaoM (4-¢rop-2-mermnpermwnruapasusa (2,2 r, 12,01 MMoib) ¢ IpUMEHEHHEM TpHATHIaMUHA (3,4 ML,
24,04 mmoIB) B cyxoM 3Tanone (20 M) B COOTBETCTBHH C METOAMKOH, omucanuoii B Ctaxuu 1 ITpomeskyTOUHOTO
coequHeHus 75 ¢ monydyenneM 2,93 T IpoAyKTa B BHAE TBepaoro semectsa. 'H AMP (300 MT', IMCO-ds): 3 1.27
(t,J =72Tu, 3H), 2.04 (s, 3H), 2.23 (s, 3H), 4.19 (q, J = 7.2 Ty, 2H), 6.05 (br s, 2H), 7.16 (t,J = 8.4 'y, 1H), 7.24-
7.35 (m, 2H).
Cramud 2: 5-amuHO-1-(4-(rop-2-Metundenmun)-3-merui-1/7-nupas3on-4-kapOoHOBas KHCIOTA
JlaHHOEe TPOMEKYTOYHOE COCAMHCHHE MOJNYYadH HO PEaKUUH THAPOJIH3A CIOKHOrO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Craguu 1 (1,4 1, 5,01 MMOJIB) C IPUMEHEHHEM BOJHOTO PAaCcTBOpA rUApokcHaa kammst (2 M, 15 ma, 20,9
MMOJIb) B 3TaHoJe (30 MII) B COOTBETCTBHH C MCTOAMKOIM, omucanHOi B Ctaauu 3 TIpoMeskyTOUHOTO COeTUHCHHS 1 C
noaydycHdeM 1,7 r npoaykTa B Buae Teepaoro semectsa. 'H SIMP (300 MI'y, JIMCO-de): 8 2.04 (s, 3H), 2.22 (s, 3H),
6.02 (s, 2H), 7.16 (t, J = 8.4 Ty, 1H), 7.20-7.40 (m, 2H), 11.85 (brs, 1H).
Cramus 3: 2-(2-x710p(peHIT)-2-0KCOITHI 5-aMHHO -1 -(4-(hTOP-2-Me THI(CHILT)-3 -MCTHIT- | F-TiHpa30.1-4-KapOoKCHIaT
JlaHHOE COCAMHCHHE TOTYHAITH IT0 PEAKIMH MPOMEKY TOUHOTO coeauHeHus Craauu 2 (600 mr, 2,40 MMOIIB) € 2-0poM-
1-2-xnopdenmwn)sranorom (620 mr, 2,64 MMOJIB) C MpUMCHCHHEM (propuaa kamusa (210 mr, 3,60 MMOJB) B CyXOoM
JIM®A (6,0 M) B COOTBSTCTBHH ¢ MeToaukoi, ommcaHuoil B Crammm 4 ITpoMe:KyTOUHOTO COCAWHCHHA 1 ¢
nonyuenreM 800 Mr mpoxykra B BHae Macia. 'H SIMP (300 MI'u, IMCO-ds): & 2.05 (s, 3H), 2.22 (s, 3H), 5.36 (s,
2H), 6.18 (s, 2H), 7.16 (t, J = 8.4 T'w, 1H), 7.30-7.40 (m, 2H), 7.45-7.57 (m, 1H), 7.58-7.62 (m, 2H), 7.80 (d,J = 7.2
o, 1H).

IIpomeskvTouHOE cocauHcHUE 134

2-(2,6-muroppeHmT)-2-0KCOITHI S-aMHUHO- | -IIHKIONEHTHI-3 -MeTHII- 1 [-Tipa30a-4-kapbokcunar
F.
S oy

Cragua 1: 3tun 5-amuHO- 1 -nmKIoneHTHI-3 -MeTHII- 1 /7-ntHpa3o:-4-kapOokcuiar

JlaHHOC COCAWHCHHC TMOMyYalmd MO PCaKUWH 3TH 2-IHAHO-3-3TOKCHOyT-2-cHoatra (4,20 1, 22,87 MMomb) ¢
TUAPOXJIOPHAOM LMKIONeHTHATHApa3uHA (3,1 1, 22,87 MMOib) ¢ mpuMeHeHHEM N, N-auu3onponuistuiamMusa (7,9
M1, 45,76 MMOJTB) B CYXOM 3TAHOJC (42 MII) B COOTBSTCTBHHE C MCTOAWKOM, omucarHOH B Ctaguu 1 [TpomMe:kyTOUHOTO
cocmuneHHs 75 ¢ monyucHueM 4,08 r mpoaykTa B Buae Macaa. H SIMP (300 MI'u, IMCO-de): 8 1.24 (t,J =7.5T,
3H), 1.46-1.62 (m, 2H), 1.67-1.98 (m, 6H), 2.16 (s, 3H), 4.14 (q, /= 7.5 T, 2H), 4.42-4.58 (m, 1H), 6.15 (s, 2H).

Cragusa 2: 5-aMuHO- 1 -IIHKIO ICHTHIT-3 -MeTHIT- | //-THpa30.1-4-kapOoOHOBAS KUCTIOTA
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JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NONYYATH IO PEaKUH THAPOJH3Aa CIOXHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHuA Cragnu 1 (4,0 T, 16,87 MMomp) ¢ mpuMeHeHHEM THApokcHaa kamd (1,4 1, 25,32 mmoms) B Boae (20 mm)
u sraHoNe (55 MJI) B COOTBETCTBHH C METOAMKOH, ommcaHHOH B Crammm 3 [IpomexyTtounoro coeawHeHHA 1 ¢
nonyuenreM 1,72 r npoaykra B BHzE TBepaoro semectra. 'H SIMP (300 MI'n, JIMCO-ds): & 1.48-1.62 (m, 2H), 1.66-
1.95 (m, 6H), 2.14 (s, 3H), 4.45-4.52 (m, 1H), 6.12 (s, 2H), 11.67 (s, 1H).

Cranusa 3: 2-(2,6-audropeHnn)-2-0kCOITHI 5-aMHUHO- | -IIUKITOTIEHTHIT-3 -MeTHII- | [/ -Tiupaso1-4-kapOoKcuiar
JlaHHOE CoeTMHEHUE MOy YAl 10 Peakiy MpoMeKyTouHoTo coeauneHusa Cramuu 2 (1,0 1, 4,78 MMoiB) € 2-Opom-
1-2,6-guroppemmm)stanonom (1,1 r, 4,78 mmoms) ¢ mpumcHEeHHEM (propuaa kamusa (417 mr, 7,18 mMMombp) B
6e3sogHOM JIM®A (10 MT) B COOTBETCTBHH ¢ METOIUKOM, onucanHOH B Ctaauu 4 [TpoMeKy TOUHOTO COeTUHCHHSA 1
¢ moaydyeHueM 1,25 T IpOayKTa B BHAE JUNKOTO TBepAOro semecta. H SIMP (300 MI'y, JIMCO-de): & 1.47-1.64
(m, 2H), 1.67-2.00 (m, 6H), 2.12 (s, 3H), 4.48-4.58 (m, 1H), 5.19 (s, 2H), 6.28 (s, 2H), 7.26 (t, J = 8.4 T'y, 2H), 7.60-
7.70 (m, 1H).

TIpomMerxyToUHOC cCOCAHMHCHHE 135

2-(2,6-aurop PeHIT)-2-0KCOITHI S-aMUHO-3-MeTHI- 1 -(TeTparuapo-2 H -mupan-4-un)-1H-nupa3o1-4-kapOooKCuiaT
F
RO SSS
N)/\fLO O F
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Cranus 1: Otun 5-amuHO-3-MeTui-1-(terparunpo-2/-nupas-4-mwi)-1/-nmupa3on-4-kapbokcuiar
JlaHHOE COCIUHEHHE MOJyYaad MO peakuuu 3Tun (2£)-2-mmaHo-3-3TokculyT-2-eHoata (2,5 1, 13,66 MMomb) ¢
THAPOXJIOPHAOM  TeTparuapo-2//-mupan-4-wnaruapasuea (2,5 r, 16,39 MMoms) ¢ mnpumeHeHHEM N, N-
auuzonponuidTuiamMuna (5,8 M, 34,15 MMoJIb) B CyXOM 3TaHOJIE (25 MJT) B COOTBETCTBUHU C METOJUKOHN, ONTUCAHHOMN
B Cramuu 1 TIpoMekKyTOUHOTO COETMHEHHA 75 ¢ MOdyYeHHeM 2,7 T NPOAYKTa B BHAE TBEPAOro BemecTsa. 'H SIMP
(300 MI', AIMCO-de): & 1.24 (t, J= 6.9 T, 3H), 1.64-1.72 (m, 2H), 1.80-2.00 (m, 2H), 2.16 (s, 3H), 3.35-3.45 (m,
2H), 3.90-3.98 (m, 2H), 4.15 (q, J = 6.9 ', 2H), 4.20-4.34 (m, 1H), 6.23 (s, 2H).
Cranus 2: 5-amuHO-3-MeTHA- 1 -(TeTparuapo-2 H -upaH-4-mm)-1 -nmupazon-4-kapOOHOBAs KHCJIOTA
JlaHHOE TPOMEXYTOYHOC COCAWHCHHE MOJNYYATH IO PEaKUH THAPOJH3Aa CIOKHOTO 3(pHpa IMPOMEKYTOUHOTO
coecauueHusa Craquu 1 (2,6 T, 10,26 Mmoutp) ¢ mpuMeHSHHEM THApokcHaa kams (1,20 r, 20,52 mmoits) B Boae (13 mim)
" 3TaHojc (25 M) B COOTBCTCTBHHM C MCTOAMKOH, ommcaHHOH B Crammm 3 I[IpomMexyTouHOTO cocnumHCHHA 1 ¢
nonyuenreM 1,2 r mpoaykra B Buae TBepaoro semectea. 'H IMP (300 MI'u, IMCO-ds): 8 1.63-1.74 (m, 2H), 1.80-
2.00 (m, 2H), 2.15 (s, 3H), 3.30-3.44 (m, 2H), 3.90-3.98 (m, 2H), 4.18-4.30 (m, 1H), 6.20 (s, 2H), 11.72 (br s, 1H).
Cramua 3: 2-(2,6-mudpTopPpeHmN)-2-0KCOITHN  S-aMAHO-3-MeTHA-1 -(TeTparuapo-2/-mupan-4-un)- 1 H-mupas3oa-4-
KapOOKCHIAT
JlaHHOE COECAMHEHHUE TTOTYHAITH IT0 PEAKIHH IPOMEKy TOUHOTO coeauHeHns Craamu 2 (600 mr, 2,66 MMOIIB) C 2-Opom-
1-(2,6-muroppernm)sranorom (630 mr, 2,66 MMomIb) ¢ mpuMeHEHHEM (ropuma xamusa (235 wmr, 3,99 MMmois) B
oc3sogHOM JIM®DA (6,0 MIT) B COOTBETCTBHH C MCTOAWKOM, ommucaHHO# B Ctagnn 4 [TpoMe:KyTOYHOTO COCAHHCHHA 1
¢ mojyueHueM 730 Mr mpoaykra B BuAe TBepaoro emectsa. 'H SAMP (300 MI'u, IMCO-de): 8 1.62-1.74 (m, 2H),
1.82-2.00 (m, 2H), 2.13 (s, 3H), 3.35-3.48 (m, 2H), 3.90-4.00 (m, 2H), 4.20-4.36 (m, 1H), 5.19 (s, 2H), 6.35 (s, 2H),
7.26 (t,J = 8.4 I'u, 2H), 7.65-7.68 (m, 1H).

IIpomesxxyTouHOE coeauHeHue 136

2-(2-xm0p-5-(THBATAMHIOMC THIT) (PSHIT)-2 -OKCOITHA S-aMUHO- 1 -3Tri-3 -MeTwi- | H-mupason-4-kapookcunar
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JlaHHOE COCTMHEHHE TOJTY JaIH IO PEAKIHH S-aMHUHO- 1 -3THi-3-MeTHI-1/-nupa3o1-4-kapOoHOBOH KHCIOTHI (268 Mr,
1,58 mmomp) ¢ N-[3-(6pomanermn)-4-xmopoeH3mn|-2,2 -mumerwnponamamuaoM (550 wr, 1,58 mmoms) ¢
mpuMcHeHHEM (propuna xamus (138 mr, 2,38 mmoms) B 6e3B0aHOM JM®PA (3,0 MIT) B COOTBETCTBHH C MCTOIHUKOM,
ommcanHo# B Ctaauu 4 ITpoMexy TOUHOTo coeuHEHHA 1 ¢ moy4yeHHeM 520 MT MPpo/XyKTa B BUJE TBEPJOTO BEIECCTBA.
H AMP (300 MI'u, IMCO-de): 3 1.12 (s, 9H), 1.19 (t, J = 6.9 Ty, 3H), 2.14 (s, 3H), 3.84 (q. J = 6.9 T, 2H), 4.27
(d,J=5.7Tn, 2H), 5.28 (s, 2H), 6.28 (br s, 2H), 7.40 (d, J=8.4 'y, 1H), 7.52 (d, J=8.4 ', 1H), 7.61 (s, 1H), 8.17
(brs, 1H).

TIpomerxkyTouHOC cocauHCHIE 137

2-(2-xn0opQeHmT)-2-0KCOITUN S-aMUHO- 1 -(TeTparuapo-2//-nupas-4-un)-3-(Tpudpropmerin)-1 -mupazoi-4-

KapOOKCHIAT
F:C O
(0]
T
Ny, O C
0]

Cragusa 1: Otun 5-amuHO-1-(TeTparuapo-2 H-nupan-4-wn)-3 -(Tpuropmerwn)- 1 /-mupaz30.1-4-kapOOKCHIAT
JlaHHOE COCTMHCHHE TTOJTYYaIH 0 PEaKUHH TUI 3-X10p-2-uuano-4,4,4-rpuropOyT-2-eHoara (8,0 r, 35,2 MMOJIB) C
THIPOXJIOPHIAOM TeTparuapo-2//-mupan-4-uaruapasusa (5,3 r, 35,2 MMOIb) ¢ mpuMeHEHHEM TpudTHiIamMuHa (12,5
M1, 87,0 MMOJIB) B cyxoMm 3TaHoJC (80 MI) B COOTBSTCTBHH C MCTOAMKOH, omucaHHO# B Ctamuu 1 ITpomMesKyTOUHOTO
COCIUHEHHMS 75 ¢ MOAy4eHHEM 3,3 T IPOAyKTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI', IMCO-de): & 1.23 (t,
J=6.9Tmn, 3H), 1.70-1.94 (m, 4H), 3.35-3.46 (m, 2H), 3.90-4.04 (m, 2H), 4.17 (q, J = 6.9 ', 2H), 4.38-4.50 (m, 1H),
6.70 (s, 2H); APCI (m/z) 308 (M+H)".
Cranus 2: 5-amuHO-1-(TeTparuapo-2H-nupan-4-un)-3-(tpudropmerin)-1 H-nmupazon-4-kapOOHOBAs KHCIOTA
JlaHHOE TIPOMEKYTOYHOE COCAMHCHHE MOJNYYATH IO PEaKIUH THAPOJH3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coequucHua Ctaquu 1 (3,2 1, 10,41 Mmoute) ¢ mpumeHSHHEM THApokcHaa kams (1,15 r, 20,82 mmoits) B Boae (10 mim)
u staHonc (20 M1) B COOTBCTCTBHH C MCTOAMKOH, ommcaHHOH B Crammm 3 IIpoMeKyTOWHOTO coeauHCHHA 1 ¢
noaydeHHeM 1,5 T mpoAykra B BHAE TBepAoro semectsa. ‘H SIMP (300 MI'n, JIMCO-de): & 1.70-1.95 (m, 4H), 3.30-
3.45 (m, 2H), 3.90-4.00 (m, 2H), 4.38-4.50 (m, 1H), 6.66 (s, 2H), 12.42 (br s, 1H); APCI (m/z) 278 (M-H)".
Cramus 3: 2-(2-xmop(heHIIT)-2 -0KCOITHI 5-aMHHO -1 -(TeTparuapo-2 H-mupan-4-un)-3-(tpudpropmernn)- 1 H-nmpason-
4-kapOoxcumaT
JlaHHOE COCAMHEHHUE ITOTYHAITH IT0 PEAKIHH IPOMEKy TOUHOTO coeauHeHns Craamu 2 (600 mr, 2,14 MMoutp) ¢ 2-Opom-
1-(2-xmopdenmm)sranonom (500 mr, 2,14 Mmons) c npumeHeHNEM (ropraa kamws (190 mr, 3,21 Mmos) B O3B0 THOM
JIM®A (6,0 M) B cOOTBSTCTBHU ¢ MeToamkoi, ommcaHuoii B Crammm 4 TlpomexyTouHOro coeamHcHHS 1 ¢
nonyuenureM 1,1 r mpoaykra B Buae TBepmoro semectsa. 'H AMP (300 MI'u, IMCO-de): & 1.74-2.00 (m, 4H), 3.41
(t,J=9.6 T'm, 2H), 3.90-4.01 (m, 2H), 4.38-4.50 (m, 1H), 5.39 (s, 2H), 6.83 (s, 2H), 7.48-7.55 (m, 1H), 7.60 (d, J =
3.9Tw, 2H), 7.81 (d, J= 7.8 T'u, 1H); APCI (m/z) 432 (M+H)".

IpomesxyTouHOE coeuHenue 138
2-(2,6-muropheHnT)-2 -0KCOITHI S-aMHUHO- | -IIHKI00y THIT-3 -MeTH- 1 /1 -niupasor-4-kapOoKcHiIaT
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Cramua 1: 3tun 5-amuHO- 1 -niukI00y THII-3-MeTHI-1 //-THpa30.1-4 -kapOoKCHIaT
JlaHHOE COCHWHCHHC MOIyYal d MO PEaKUWh 3TW 2-IHAHO-3-3TOKCHOyT-2-cHoara (10,0 r, 54,58 mmoms) ¢
THIPOXJIOPHAOM HUKIOOyTHIATHAPasuHA (6,55 1, 54,58 MMoip) ¢ mpuMeHeHHEM N, N-muu3onpommistuiamuaa (19
w1, 109,17 MMOJIB) B CYXOM 3TaHOJC (65 MIT) B COOTBETCTBHH C METOAUKOM, omucaHHO B Ctaxuu 1 [TpoMeKyTOUHOTO
coemuHeHHs 75 ¢ moaydcHueM 2,79 T mpoAykTa B BHAE TBepaoro semectsa. 'H SIMP (300 M, JIMCO-dg): 5 1.23
(t,J=7.2Tmn, 3H), 1.60-1.80 (m, 2H), 2.19 (s, 3H), 2.18-2.30 (m, 2H), 2.35-2.56 (m, 2H), 4.14 (q, J=7.2 T'y, 2H),
4.65-4.73 (m, 1H), 6.16 (s, 2H).
Cragus 2: 5-amuHO-1 -1ika00y THIT-3 -MeTHIT-1 //-TTHpa30 -4 -kapOOHOBAsA KUCIIOTA
JlaHHOE TPOMEKYTOYHOE COCAMHCHHE MOJNYYATH IO PEaKIHH THAPOJH3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequuenusa Cramuu 1 (2,75 1, 12,33 mMoib) ¢ mpuMeHeHHEM ruapokcuaa kamus (1,40 r, 24,66 mmoits) B Boae (20
M) U staHose (40 MII) B COOTBETCTBHH C METOAUKOM, onucanHOH B Crazuu 3 [IpomeskyTouHOTO coeauneHus 1 ¢
noxydycHdeM 1,72 r mpoaykra B BUAE TBEpIoro semectsa. 'H AMP (300 MI'u, IMCO-ds): & 1.60-1.80 (m, 2H), 2.17
(s, 3H), 2.15-2.30 (m, 2H), 2.38-2.54 (m, 2H), 4.60-4.74 (m, 1H), 6.13 (s, 2H), 11.72 (s, 1H).
Cragus 3: 2-(2,6-auropeHmn)-2-0kCOITHA 5-aMHHO- 1 -IUKI00Y THIT-3-Me THI- | F-TiHpas0i-4-KapOOKCHUIaT
JlaHHOE COeTMHECHHUE MOy Yald 10 PEaKIiH MPOMEKyToUHOTO coeauneHust Ctaguu 2 (1,7 r, 8,71 MmMmob) ¢ 2-Opom-
1-(2,6-muproppenmm)sranorom (2,05 1, 8,71 mmonp) ¢ mpumeHeHneM (propuaa xamas (760 mr, 13,06 MmMois) B
6e3BomgHOM [IM®A (17 MIT) B COOTBETCTBHH C METOIUKOH, omucanHO# B Ctamnu 4 TIpoMesky TOUHOTO COeTHHEHUS 1
¢ moay4yeHueM 1,97 r nmpoaykra B BHAE TBepaoro eemectsa. 'H SIMP (300 MT'u, IMCO-de): & 1.62-1.80 (m, 2H),
2.15 (s, 3H), 2.16-2.35 (m, 2H), 2.38-2.57 (m, 2H), 4.65-4.76 (m, 1H), 5.18 (s, 2H), 6.27 (s, 2H), 7.26 (t, /= 8.7 T'ny,
2H), 7.62-7.73 (m, 1H).

IIpomesxyTouHoe cocauHcHuE 139

2-(2-x1m0p-5-(THBATAMHIOMC THIT) (PSHIT)-2 -OKCOATHI S-aMUHO- | -MeTHII-3 ~(Tpu(Top™MeTIT)- | H-TTupazon-4-

KapOOKCHIAT

JlaHHOE COCIMHEHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudropmerni)- 1 /-nupason-4-kapOOHOBOMH
kucaoTel (482 mr, 2,30 mMomp) ¢ N-[3-(6pomaneTwn)-4-xmopoeH3un|-2,2-mumeTinponaraMuaoM (800 mr, 2,30
MMOJIb) ¢ mpuMcHeHHEM (ropuaa kamasa (201 mr, 3,46 mmoms) B 6c3BomgHOM MDA (5,0 MiI) B COOTBCTCTBHH C
MetoauKkoH, onncanHOH B Crammm 4 IlpomexyrouHoro coeawHeHus | ¢ mosyucHHeM 780 Mr mpoayKTa B BHIAC
tBepaoro semectea. 'H AMP (300 MT', IMCO-de): 8 1.12 (s, 9H), 3.63 (s, 3H), 4.28 (d, J = 5.7 T, 2H), 5.36 (s,
2H), 6.73 (brs, 2H), 7.40 (d, /= 7.8 Ty, 1H), 7.54 (d, /= 7.8 I'n, 1H), 7.63 (s, 1H), 8.17 (br s, 1H); APCI (m/z) 474
(M~+H)".
IIpomexxyTouHOe coeauneHue 140
2-(2-xm0p-5-(THBATAMHIOMC THIT)(PCHIT)-2 -OKCOITH S-aMUHO- | -IIHKI0Tpo maT-3 -MeTw- 1 H-rmpasor-4 -

KapOOKCHIAT

131



0 Cl CHj;
’ CH
N | 0 3

N™“NH,

JlaHHOE COCIMHCHHUE MOTYYaIH IO PCAKIUH 5-aMHUHO- | -IKIonPo miit-3 -Me THI- 1 /7-mupas0.1-4 -kapOO HOBO i KHCIOTHI
(423 mr, 2,33 mMomp) ¢ N-[3-(Opomanerm)-4-xmopoer3mwi|-2,2-gumerummponanamMuaom (810 mr, 2,33 MMomb) ¢
mpuMcHeHHEM (propuaa xamus (203 mr, 3,50 mmoms) B 6e3B0aHOM JM®PA (5,0 MIT) B COOTBETCTBHH C MCTOIHKOM,
ommcanHo# B Ctaauu 4 ITpoMexyTOUHOTo coeuHEHHA 1 ¢ mosy4yeHHeM 730 M IMpo/XyKTa B BUJE TBEPJOTO BEIECCTBA.
H AMP (300 MT', IMCO-dg): 3 0.87-0.96 (m, 4H), 1.12 (s, 9H), 2.11 (s, 3H), 3.16-3.20 (m, 1H), 4.28 (d, J = 5.7
I'u, 2H), 5.28 (s, 2H), 6.30 (brs, 2H), 7.39 (d, J=8.7 'y, 1H), 7.53 (d, J=8.1 T, 1H), 7.61 (s, 1H), 8.17 (br s, 1H).

TIpomesxkyTouHOC cocauHCHHE 141

2-(2,6-guprop PpeHmT)-2-0KCOITHA S-aMuHO-1-(TeTparuapo-2-nupan-4-um)-3-(tpupropmernn)-1H-mupazon-4-
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JaHHOEe COoemMHEHHME MONy4YadH II0 PEaKUuuu S-aMHHO-1-(TeTparuapo-2/-mupan-4-un)-3-(tpudropmernn)-1/-

KapOOKCHIAT

F3
N

mrpas3oa-4-kapOboHoBoi kucioTel (750 mr, 2,68 MMoub) ¢ 2-6pom-1-(2,6-qudroppenun)sranorom (635 mr, 2,68
MMOJb) ¢ mpuMeHCHHEM (propuaa xamus (235 wmr, 4,02 mmous) B 6e3BoaHOM [IM®A (7,5 MJ1) B COOTBETCTBHH C
MeToauKkoH, onucaHHO# B Cragmu 4 ITpomexyTouHOro coeawHEHHs 1 ¢ mosyuyeHHeM 855 Mr mpoaykra B BHIAC
TBepmoro Bemectsa. 'H AIMP (300 MI', JIMCO-de): 8 1.75-1.95 (m, 4H), 3.34-3.48 (m, 2H), 3.90-4.02 (m, 2H),
4.40-4.52 (m, 1H), 5.26 (s, 2H), 6.83 (s, 2H), 7.26 (t,J = 8.7 'y, 2H), 7.62-7.78 (m, 1H); APCI (m/z) 434 (M+H)*.

TIpoMesxyTouHOE cocnuHCHHUE 142

2-(2-(prop-5-(MuBaTaMHIOMCTHIT) (PCHIT)-2-0KCOITHA S-aMHHO- 1 -MeTHII-3 ~(Tpr(Top™MeTIIT)-1 H-Tripasonr-4 -
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KapOOKCHIAT

H;C
JlaHHOE COCIMHEHWE NONYYald IO PEAKIMH S-aMHHO-1-MeTmi-3-(Tpudropmernin)- 1 /-nupason-4-kapOOHOBOMH
kucaoTel (950 mr, 4,54 mmoms) ¢ N-[3-(Opomanerwn)-4-¢propoeH3m]-2,2-mumetumponaHamMuaom (1,5 r, 4,54
MMOJIb) ¢ TpuMCHEHHEM (propuaa xams (396 mr, 6,82 mMonp) B 6¢38ogHOM JIM®PA (10 MIT) B COOTBCTCTBHH C
MmeroaukoH, ommcanHOH B Crammm 4 Tlpomexytounoro coemmHeHus 1 ¢ moayueHmeMm 1,57 r mpoaykra B BHIC
tBepaoro semecTea. 'H AMP (300 MT', IMCO-de): 3 1.12 (s, 9H), 3.64 (s, 3H), 4.28 (d, J= 5.7 T, 2H), 5.37 (s,
2H), 6.73 (br s, 2H), 7.37 (t, J=9.3 T'y, 1H), 7.50-7.60 (m, 1H), 7.73 (d, /= 7.8 T, 1H), 8.17 (brs, 1H).

IIpomeskyTouHOC cocquHCHHIE 143

2-(2,6-auprop PeHILT)-2 -0KCOITHI 5-aMHUHO- | -IIUKTOTCKCHIT-3 -MeTHI- 1 //-apasoi-4-kapOoKcHiaT
F
RO SE
N)/\LRLO O F
N7“NH,
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Cragusa 1: Otun 5-amuHO- 1 -niHKIOTEKCHI-3-Me THIT- 1 [/-TiMpazo -4-kapOokcumat

JlaHHOC COCIWHCHNC MONYYAIH 1O peakmuu ST (2F)-2-muaHo-3-3TokcuOyT-2-¢Hoata (5,60 1, 37,60 mMoib) ¢
TUAPOXJIOPHAOM HUKJIOTEKCHATHAPa3HHA (6,9 1, 37,60 MMOTb) ¢ mpuMeHEeHUEM N, N-quu30nponuisTuiaMusa (13 M,
75,37 mMomp) B 3TaHONC (56 M) B COOTBETCTBHH C MCTOaWKOW, ommcanHoW B Crammu 1 ITpomeskyTouHOTO
coecmuHeHHs 75 ¢ monydcHueM 7,1 T mpoaykrTa B Buae macaa. 'H SIMP (300 MI'm, IMCO-ds): & 1.10-1.40 (m, 2H),
1.23 (t, J=6.9 I'u, 3H), 1.42-1.85 (m, 8H), 2.15 (s, 3H), 3.95-4.00 (m, 1H), 4.14 (q, J = 6.9 T'm, 2H), 6.15 (s, 2H);
APCI (m/z) 252 (M+H)™.

Cranusa 2: 5-aMuHO- 1 -IUKIOTeKCHIT-3 -MeTHII- 1 [/-TiHpa3o.n-4-kapOoHOBas KUCIO0Ta

JlaHHOE TIPOMEXYTOYHOE COCAMHCHHE MONYYATH IO PEaKIHH THAPOJH3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequueHuda Craguu 1 (7,0 T, 27,85 MMOmB) C mpuMEHEHHEM TUApokcHaa kamud (2,4 1, 41,78 mmoms) B Boae (35 m)
u sraHone (90 M) B COOTBETCTBHH C MeTommkoH, ommcaHHOH B Cramum 3 I[Ipomexyrounoro coenuHeHus 1 ¢
noxydycHueM 2,97 I MPOAYKTA B BUAC TBEPAOTo BermecTsa. 'H SIMP (300 MI'y, IMCO-d): 3 1.11-1.42 (m, 3H), 1.58-
1.82 (m, 7H), 2.13 (s, 3H), 3.90-4.07 (m, 1H), 6.13 (s, 2H), 11.67 (s, 1H).

Cranusa 3: 2-(2,6-qudropdeHnn)-2-0KCOITHI 5-aMHHO- 1 -IIUKIOTEKCHII-3 -MeTHII- 1 F-TiHpazoa-4-kapOokcHiart
JlaHHOE COeIMHEHHUE NOTyYalu IO PeaKiu MPoMEKyTouHOTO coeauneHusa Craquu 2 (1,0 r, 4,47 MMoib) ¢ 2-Opom-
1-(2,6-quproppennm)sranonom (1,05 r, 4,47 mvonp) ¢ mpumeHeHueM (ropuaa kamus (390 mr, 6,79 Mmoiabp) B
6e3BoaHOM [IM®A (10 MIT) B COOTBETCTBHH C METOIUKOH, omucanHO# B Ctaguu 4 TIpoMesky TOUYHOTO CoeTuHEHUS 1
¢ nosyuenmeM 1,12 1 mpoaykra B BHAE JHNKoro mMacaa. H SIMP (300 My, JIMCO-dg): § 1.10-1.45 (m, 3H), 1.57-
1.82 (m, 7H), 2.12 (s, 3H), 3.96-4.15 (m, 1H), 5.18 (s, 2H), 6.27 (s, 2H), 7.26 (t,J = 8.4 T'y, 2H), 7.62-7.72 (m, 1H);
APCI (m/z) 378 (M+H)".

IIpomexyTouHOE coenuHcHue 144

2-(2,6-muproppeHnT)-2-0KCOITHA S-aMHuHO- 1-(4,4-TH(PTOPIUKIOTeKCHIT)-3-MeTHII- | [ -TiHpa3oa-4-kapOoKCuiaT
F.
5 o
7 (¢}
T
NN, O F
F; ;

F
Cragus 1: Otun S-amuHO-1-(4,4-1udTopuuKIorekcwn)-3-mMe -1 //-nmupa3on-4-kapOokcuuar
JlaHHOC COCIWHCHHC MOMYYalH MO PCaKUWH 3TH 2-IHAHO-3-3TOKCHOyT-2-cHoara (2,78 1, 15,21 mmoms) ¢
rugpoxsopuaoM  (4,4-mudropruknorekcmnruapazuHa (2,8 r, 1521 wMmmonas) ¢ mpuMmMeHEHHEM N N-
auuzonponumsTunamMuna (5,2 mui, 30,42 mMomas) B 3TaHoNe (28 MII) B COOTBETCTBHH C METOAUKOH, ONMHCAHHOW B
Cramun 1 TIpoMEKyTOMHOTO COeMMHEHH 75 ¢ modyuenuem 4,3 T mpoaykra B Buae macna. ‘H SIMP (300 MTn,
JIMCO-ds): 6 1.24 (t,J=7.2 T, 3H), 1.90-2.01 (m, 4H), 2.08-2.20 (m, 4H), 2.16 (s, 3H), 3.95-4.00 (m, 1H), 4.15 (q,
J=6.9T1, 3H), 6.22 (s, 2H).
Cramusa 2: 5-amunO-1-(4,4-1u(pTOPUHKIOTCKCIT)-3 -MCe TH- | //-mupa301-4-kapOoOHOBAs KUCTIOTA
JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKIUH THAPOJHM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coeauucHuA Cragum 1 (4,3 1, 15,00 MMOITB) C MPUMEHCHHEM THAPOKCHAA Kammd (2,6 T, 46,42 mmoms) B Boae (18 m)
u sraHonme (50 MT) B COOTBETCTBHH C MCTOAWMKOH, ommcaHHON B Crammm 3 IIpomeKyTOYHOTO coeauHCHHA 1 ¢
nonyuenreM 1,9 r npoaykra B Buae TBepaoro semectea. 'H IMP (300 MI'u, IMCO-ds): 8 1.75-2.02 (m, 6H), 2.10-
2.20 (m, 2H), 2.12 (s, 3H), 4.14-4.17 (m, 1H), 6.16 (s, 2H), 11.71 (s, 1H).
Cramma  3: 2-(2,6-mupTopeHmm)-2-0KCo3THN  S-aMuHO- 1-(4,4-1u(hTOPUHKIOTCKCHT)-3-MeTHIT- 1 [ -THpa301-4-

KapOOKCHIAT
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JlaHHOE CoeTMHEHHNE MOy YAl 10 Peaky MpoMeKyTouHoTo coeamuaeHns Craxmuu 2 (1,0 1, 3,86 MMoib) ¢ 2-Opom-
1-(2,6-mudroppermm)sranorom (907 mr, 3,86 Mmonb) ¢ mpumeHeHHeM (ropmma xamust (336 mr, 5,79 Mmoims) B
oe3sogHOM JIM®A (10 MT) B COOTBETCTBHH ¢ METOIUKOM, onrcanHOH B Ctagun 4 [IpoMeKy TOUHOTO COCTUHCHHSA 1
¢ monyueHueM 1,23 T MpOAYKTa B BHAC JHMIKOTO TBEpAOro Bemectsa. H SIMP (300 MIu, IMCO-ds): & 1.78-2.05
(m, 6H), 2.09-2.12 (m, 2H), 2.11 (s, 3H), 4.17-4.21 (m, 1H), 5.17 (s, 2H), 6.32 (s, 2H), 7.24 (t, /= 8.7 'y, 2H), 7.63-
7.67 (m, 1H).

TIpomeskyTouHOC cocTHHCHHE 145

2-(2-prop-5-(muBanamMuAOMETHT) (PEHIIT)-2-0KCOITHI S-aMUHO- 1 -3TH-3 -MeTn- 1 H-niipason-4-xapOokcuiar

JlaHHOE COCTUHCHHE MOJTY YaIH IO PEAKIMH S-aMHUHO- 1 -3THi-3-MeTHI-1/-nupa3oa-4-kapOoHoBOH KHCTIOTHI (410 Mr,
2,42 wmmonb) ¢ N-[3-(Opomanerun)-4-propbensminl-2,2-qumerwnponasamMmuaom (800 wmr, 2,42 mMomb) C
npuMeHeHHEM (propuza xamus (210 mr, 3,63 mmoms) B 6e3B0aHOM MDA (5,0 MIT) B COOTBETCTBHH C METOIUKO,
omucanHOH B Crazuu 4 ITpomerxy TouHOro coequueHus 1 ¢ moxydyeHneM 730 Mr mpoayKTa B BHIC TBEPIOTO BEILECTRA.
'H AMP (300 MI'n, IMCO-de): 8 1.12 (s, 9H), 1.23 (t. J = 6.9 T, 3H), 2.18 (s, 3H), 3.85 (q. /= 6.9 ', 2H), 4.28
(d,J=5.4Tu, 2H), 5.32 (s, 2H), 6.28 (s, 2H), 7.36 (t, /= 9.3 'y, 1H), 7.53-7.58 (m, 1H), 7.73-7.76 (m, 1H), 8.16 (br
s, 1H).
IpomexyTouHOE CoenueHue 146
2-(2,6-muproppeHmT)-2-0kCOdTHA S-aMuHO- 1-(2-X710p-4-Propphennn)-3-meTun- 1 H-mupa3on-4-kapOoKkcuiar

Cragus 1: Otun 5-amuHO-1-(2-x10p-4-propdhennn)-3-metun- 1 H-nmpazon-4-kapdokcuiar

JlaHHOC COCIHMHCHHC TOJYYANH 1O peakmuu STUn (2F£)-2-1maHo-3-3TokcuOyT-2-¢Hoata (2,32 1, 12,68 MMomb) ¢
ruapoxyopuaoM (2-xnop-4-proppernmruapazusa (2,5 r, 12,68 MM0Ib) ¢ mpUMEHEHHEM TpHITHIaMHUHA (3,9 ML,
27,89 mMomp) B 3TaHONC (25 M) B COOTBCTCTBHH C MCTOauKoW, ommcanHoW B Crammu 1 ITpome:kyTOYHOTO
COCTUHEHHS 75 ¢ mOaydcHHEM 3,57 T mpoAyKTa B BHAE TBepaoro semectsa. 'H SIMP (300 M, IMCO-de): 3 1.27
(t,J=6.9Tm, 3H), 2.22 (s, 3H), 4.19 (q, J = 6.9 T'w, 2H), 6.24 (s, 2H), 7.37 (t, J= 8.4 T'w, 1H), 7.50-7.62 (m, 1H),
7.67-7.74 (m, 1H).

Cranus 2: 5-amuHo-1-(2-x70p-4-(propdermn)-3 -metun- 1 -mupason-4-kapOOHOBAs KUCIOTA

JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKUH THAPOJHM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHusa Cramum 1 (3,5 T, 11,75 MmMons) ¢ mpumeHeHHEeM ruapokcuaa kamas (1,31 r, 23,51 mvoms) B Boze (17.5
MJI) B 3TaHONC (35 MIT) B COOTBETCTBHH C MCTOAWKOM, ommcaHHOH B Cragum 3 [IpomeskyTouHOTO coeawHeHU 1 ¢
HOTydcHHEM 2,8 T IPOAYKTa B BHAC TBEPIOro Bemectra. 'H SIMP (300 MI'n, JIMCO-dg): §2.21 (s, 3H), 6.20 (s, 2H),
7.37 (t,J =8.4 T, 1H), 7.50-7.60 (m, 1H), 7.65-7.74 (m, 1H), 11.95 (br s, 1H).

Cramma 3.  2-(2,6-mudTopdeHmn)-2-0kco3tun  S-amuHO-1-(2-xm0p-4-proppermn)-3 -metun- 1 H-mmpazon-4-

KapOOKCHIIAT

134



JlaHHOE CoeTMHEHHNE MOy YalH 10 Peaky MpoMeKyTouHoTo coeamuaeHns Craxuu 2 (1,0 1, 3,70 MMoib) ¢ 2-Opom-
1-(2,6-mudroppermm)sranorom (871 mr, 3,70 Mmons) ¢ mpumeHeHHeM (ropmma xamusa (323 wr, 5,56 MMob) B
oe3sogHOM JIM®A (10 MT) B COOTBETCTBHH ¢ METOIUKOM, onrcanHOH B Ctagun 4 [IpoMeKy TOUHOTO COCTUHCHHSA 1
¢ nonyuendeM 980 Mr mpoaykTa B Buae TBepaoro semectea. 'H IMP (300 MI'u, IMCO-ds): 8 2.20 (s, 3H), 5.25 (s,
2H), 6.38 (s, 2H), 7.28 (t,J = 8.4 I'y, 2H), 7.33-7.44 (m, 1H), 7.54-7.76 (m, 3H); APCI (m/z) 424 (M+H)".

TIpomeskyTouHOC cocauHCHIE 147

2-(2,6-aurop PeHILT)-2-OKCOITHI S-aMHUHO- | -IIKTONPOTTHII-3 -3TH- 1 //-mupaso -4 -kapOoKcHiIaT

H,C~ O ﬂt@
o

i‘INHzOF

Cragua 1: 3tun 5-aMuHO- 1 -nuKIonponii-3-3Tuwi-1 //-nupazon-4-kapbokcuaat

JlaHHOEC COCAWHECHHE NOAYYaJIH IO PEaKIUH OSTUI 2-IUAHO-3-3TOKCHIEHT-2-eHoata (3,2 r, 16,22 mMmoap) ¢
THIPOXJIOPHAOM HuKIompormmiruapasusa (2,11 r, 19,46 mmoms) ¢ mpumeHeHHEM N, N-THH30IpomIIdTHIAMUHA (5,6
M, 32,44 MMOJIB) B CyXOM 3TaHOJC (32 MII) B COOTBETCTBHH C METOIUKOM, onucanHo# B Craguu 1 ITpomesxyTouHOTO
coequHeHH 75 ¢ modayueHHeM 2,35 r mpoaykTa B Buae macaa. 'H SIMP (300 My, JIMCO-ds): 8 0.87-0.93 (m, 2H),
1.07 (t, J=7.5Tn, 3H), 1.23 (t, /=6.9 'y, 3H), 1.35-1.44 (m, 2H), 2.56 (q,J =7.5 T, 2H), 3.13-3.17 (m, 1H), 4.15
(q.J=6.9 T, 2H), 6.16 (s, 2H). APCI (m/z) 224 (M+H)".

Cranus 2: 5-aMuHO- 1 -nUKIOIPONHA-3 -3THII- 1 H-upa301-4-kapOOHOBAs KHCIIOTA

JlaHHOEe TPOMEKYTOYHOE COCAMHECHHE MONYYaldH N0 PEaKUUH THAPOJIH3A CIOKHOIO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Cragun 1 (2,3 1, 10,30 MMouTh) ¢ mprMeHeHHEeM ruapokcuaa kamus (1,15 1, 20,6 mvos) B Boae (3,0 mi)
H TaHOoJC (23 MJI) B COOTBCTCTBHH C MCTOMHMKOH, ommcaHHOH B Crtamuu 3 ITpoME)KyTOUHOTO COCTUHCHHA 1 ¢
nonyuenueM 1,10 r mpoaykra B BHAE TBepAoro semectsa. 'H SIMP (300 MI'y, IMCO-ds): 3 0.87-0.94 (m, 4H), 1.07
(t,J=7.8Tu, 3H), 2.55 (q, J=7.8 T'y, 2H), 3.13-3.17 (m, 1H), 6.12 (s, 2H), 11.80 (br s, 1H).

Cramus 3: 2-(2,6-nuroppeHIT)-2 -0KCOITHI S-aMHHO- 1 -IIHKJIONPOIHII-3 -3THII- 1 //-THpaso i-4-kapOOKCHIAT
JlaHHOE COCAMHCHHE TOTYHAITH IT0 PEAKIHH POMEKy TOUHOTO coeauHeHns Craauu 2 (950 mr, 4,36 MMoutp) € 2-Opom-
1-(2,6-muproppermm)sranorom (1,15 r, 4,86 mmonp) ¢ mpumeneHneM (ropuma kammsa (430 mr, 7.3 MMomp) B
6e3sogHOM JIM®A (10 MT) B COOTBETCTBHH ¢ METOIUKOM, orrucaHHOH B Ctamuu 4 [IpoMeKy TOUHOTO COCTUHCHHSA 1
¢ monyuenueM 1,05 r mpoaykra B Buae aunkoro mMaciaa. 'H SIMP (300 MT'u, IMCO-de): & 0.88-1.09 (m, 4H), 1.05 (t,
J=7.8Tn, 3H), 2.55(q,/=7.8Tn, 2H), 3.15-3.19 (m, 1H), 5.19 (s, 2H), 6.30 (s, 2H), 7.26 (t,J = 8.7 T'y, 2H), 7.62-
7.72 (m, 1H); APCI (m/z) 350 (M+H)".

IIpomeskyvTouHOE cocnuHcHUE 148

2-(2-xmopdeHnI)-2-0KCO3ITH S-aMHuHO- 1 -(2-x10p-4-propdennn)-3 -meTmi-1 /7 -mmpazon-4-kapOokcumar

H,C O
NH,

JlaHHOE COeAMHEHAE TIOJTY YA IO PEaKIUH S-aMIHO-1-(2-xmop-4-¢ropdermn)-3 -meTwi- 1 //-nupazor-4-kapOoHOBOH
kucaoTs! (1,0 T, 3,70 MMomp) ¢ 2-6poM-1-(2-xmopdernm)3tanoHOM (866 Mr, 3,70 MMOIB) C IPUMCHCHHECM (propHAa
kamusg (323 mr, 5,56 mmoinp) B 6¢3BogHOM MDA (10 MIT) B COOTBSTCTBHH C MCTOIHKOH, omucannoit B Ctagun 4

TpoMe:KyTOYHOTO coenunenus 1 ¢ monyuendem 1,01 r mpoaykra B Bune TBepaoro emectsa. 'H AMP (300 MI'w,
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TIMCO-de): 8 2.21 (s, 3H), 5.36 (s, 2H), 6.39 (s, 2H), 7.38 (t, J = 8.4 T, 1H), 7.52-7.61 (m, 4H), 7.69-7.74 (m, 1H),
7.80 (d,J=7.8 T, 1H); APCI (m/z) 424 (M+H)",

TIpomeskyTouHoE cocauucHuE 149

2-(2-x10p-5-(THBATAMHAOME THIT) (PSHIT)-2 -OKCOITHI S-aMHHO-3-MeTHII-1 -(Te Tparuapo-2//-mapas-4-mm)-1/1-
mUpasoi-4-kapOoKCcHIaT
CH;4

Cl
H3C O H CH3
™~ o Ny cH,
N | ) 0
N™"NH,

O
JlaHHOE COCOUHEHHE NOIYyYadH N0 PEaKUMH S5-aMHUHO-3-MeTHI-1-(TeTparuapo-2/-nupan-4-un)-1/-nupa3on-4-
KapOoHOBOH KUCTOTHI (470 mr, 2,08 MM0OITB) ¢ N-[3-(Opomanerun)-4-x1opoeH3ui|-2,2 -tumMeTuanponaHaMuaoM (723
Mr, 2,08 MM0.1b) ¢ puMeHEHUEM (propuaa xamus (181 mr, 3,13 mmours) B 6e3BoaaoM MDA (5,0 MiT) B COOTBETCTBHH
¢ Meroauxoi, onucanHoit B Cramuu 4 ITpoMexyrouHoro coequHeHusA 1 ¢ mosmyuyeHueM 705 Mr mpoaykra B BHIC
TBepmoro sermecta. 'H SIMP (300 MT', IMCO-ds): & 1.12 (s, 9H), 1.67-1.73 (m, 2H), 1.80-2.00 (m, 3H), 2.16 (s,
3H), 3.35-3.48 (m, 2H), 3.91-3.98 (m, 2H), 4.28 (d, J = 6.0 I'y, 2H), 5.28 (s, 2H), 6.35 (s, 2H), 7.40 (d, /= 8.7 I'yy,
1H), 7.53 (d,J = 7.8 Ty, 1H), 7.61 (s, 1H), 8.17 (s, 1H); APCI (m/z) 491 (M+H)".

IpomexyTouHoe coeannenne 150
2-0kc0-2~(2-(Tpu(pTOPMETHIT) PEHIIT)ITHI S-aMUHO-1-3THI-3-MeTHII-1 //-THpa3071-4-KapOoKcHiaT

4 O

CHj
JlaHHOE COCTMHCHHE TOJTY YaIH IO PEAKIMH S-aMHHO- 1 -3TH-3 -MeTHII-1H-mupa30a-4-kapOoHOBO#H KUCIOTHI (800 Mr,
4,72 mmonb) ¢ 2-6poM-1-[2-(tpudropmeTin)permn]sraHorHom (1,11 r, 4,72 MMOIIB) C MpUMEHEHHEM (pTOpHIA KaTUs
(411 mr, 7,08 mmoip) B Oc3BogHOM JIM®PA (8,0 M) B COOTBCTCTBHH C MCTOAMKOM, ommcaHHOW B Cramuum 4
TIpoMeKyTOHHOTO coecauneHus 1 ¢ momyueHneM 1,23 r mpoaykra B BHAC TBepaoro semectsa. ‘H SIMP (300 MIm,
JIMCO-dg): 8 1.19 (t, J=6.9T1, 3H), 2.10 (s, 3H), 3.84 (q, /= 6.9 I'y, 2H), 5.31 (s, 2H), 6.29 (s, 2H), 7.79-7.95 (m,
4H).

IIpomesxkyTouHOE coequHEHHE 151

2~(2-xmopQeHIIT)-2-0KCOITHI S-aMHUHO- | -IiuKI00y THIT-3-MeTHA- | H-niupaso -4 -kapbokcumar

Cl
H3C O /\'p
7 0
N;rL 0

NHz

JlaHHOE COCAMHECHHE TOIYYAIH 10 PEAKIHHU 5-aMAHO- | -IUKI00Y THI-3-MeTHII- 1 //-THpa3on-4-kapOOHOBOH KHCIIOTHI
(1,85 1, 9,48 mmomp) ¢ 2-0pom-1-(2-xmopdermn)stanorom (2,45 r, 10,43 MMoOIB) C MPUMCHCHHEM (PTOpHIA KA
(830 wmr, 14,23 mmomp) B 6¢3BogHOM JIM®@PA (15 M) B COOTBCTCTBHH C MCTOAWKOMW, ommcanHo# B Crammm 4
TIpoMeKyTOYHOTO coenunenus 1 ¢ monyuenueM 2,06 T npoaykra B BUAe TBepaoro semectsa. 'H AMP (300 MI 1,
JIMCO-ds): 6 1.62-2.00 (m, 2H), 2.17 (s, 3H), 2.18-2.34 (m, 2H), 2.37-2.56 (m, 2H), 4.65-4.72 (m, 1H), 5.30 (s, 2H),
6.27 (s, 2H), 7.46-7.62 (m, 3H), 7.76 (d, J= 7.2 T'm, 1H).

IIpomesxyTouHOE coeauHeHue 152
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2-(2-xmop¢peHIT)-2-0KCOITHA S-aMUHO-3-(2-XT0pOCH3 W) - | -MeTHI- 1 [ -1pason-4-kapOoKCcHIaT

N™"NH,
H;C

Cranusa 1: 5-amuH0-3-(2-x10p6eH3mn)-1-MeTun- 1 H-nupa3zon-4-kapOOHUTPHIT

JlaHHOE COeTMHCHHE TTOJTYYalIH M0 peakuuH [2-(2-xnoppeHnn)-1-MeTokcHyTHIHACH [iponanauauTpuia (2,8 r, 12,03
MMOJIB) C Cyab(parom metuaruapasuHa (1,73 1, 12,03 MMoI1p) ¢ mpuMeHeHHEM N, N-THH30 TPONII3THIAMAHA (4,2 MIT,
24,07 mmois) B cyxoMm 3tanone (30 M) B COOTBETCTBHH C METOAMKOH, omucanuoit B Ctaxuu 1 [TpomeskyToUHOrO
coemuHeHHs 75 ¢ momy4yeHueM 1,55 r mpoaykra B Buac TBepaoro semectsa. 'H SIMP (300 MI'y, IMCO-ds): & 3.44
(s, 3H), 3.88 (s, 2H), 6.53 (s, 2H), 7.27 (s, 3H), 7.39-7.42 (m, 1H); APCI (m/z) 245 (M-H)".

Cragus 2: 5-amun0-3 -(2-x5m0p6eH3mn)-1-MeTua- 1 //-mupa3on-4-kapOOHOBAA KHCIOTA

Cmecs npoMexyTounoro coexuneHus Craguu 1 (2,35 1, 9,52 mmoms) u ruapokcuaa Hatpus (3,85 r, 95,2 MMons) B
Boae (40 mm) KUMATHIM C OOpPATHBIM XOJOTWIFHHKOM B TeucHHE 72 wacoB. CMech OXJaKIamH IO KOMHATHOH
TEMIICPATyPhl U MPOMBIBANHU 3THJIALETaTOM (2 X 75 Mi). Boauslii cioit cobupanu u nmoakucsu 1 H pactBopom
TUMOHHOH KUCTOTHL. OCaKACHHOE TBEPAOE BEHICCTBO OT(MIBTPOBHIBAIM H NPOMBIBATH Bomoi (20 mi). JlanHOe
TBEPAOE BEIIECTBO CYMIMIH IO BaKyyMOM ¢ nofydenueM 2,06 r npoaykra. 'H SIMP (300 MI'u, IMCO-de): & 3.45
(s, 3H), 4.04 (s, 2H), 6.19 (s, 2H), 7.08 (s, 1H), 7.18-7.22 (m, 2H), 7.35-7.40 (m, 1H), 11.08 (br s, 1H); APCI (m/z)
264 (M-H)".

Cragus 3: 2-(2-xmopeHmwn)-2-0KCOITHI 5-aMHuHO-3-(2-X1I0pOeH3mI)- 1 -Me -1 H-mupa3on-4-kapOokCHiar

JlaHHOE COeTMHECHHUE MOy Yald 10 PEaKIiH MpoMeKyTouHOTO coeauneHust Craguu 2 (1,0 r, 3,76 MMoIb) ¢ 2-Opom-
1-(2-xnopdenmn)sranorom (970 mr, 4,14 Mmmoits) ¢ mpumeHeHHEM (propuaa kamus (330 mr, 5,04 MMOJTH) B OC3BOTHOM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAMKOW, omucanHoW B Crammu 4 IIpoMe)KyTOUHOTO COCOWHCHHA 1 ¢
nonyuenueM 1,3 r npoxykTa B BUAe TBepaoro semectsa. 'H AMP (300 MT'u, IMCO-dq): & 3.47 (s, 3H), 4.05 (s, 2H),
5.27 (s, 2H), 6.34 (s, 2H), 7.11-7.14 (m, 1H), 7.15-7.25 (m, 2H), 7.32-7.52 (m, 2H), 7.54-7.57 (m, 2H), 7.73 (d, J =
7.8 T, 1H); APCI (m/z) 418 (M)™.

IIpomMesxyvTouHOE cocqHHEHHE 153

2-(2-xmop¢eHmT)-2-0KCOITHA S-aMUHO-3-3THI-1 ~(2-MopommHOITIT)- 1 F/-THpa30 1-4-KapOOKCHIAT
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Cragusa 1: Otun 5-amuHO-3-31U1-1-(2-MOpdomuHOITHT)- 1 /-nTHpa3on-4-kapOokcuiaT

JaHHoe COoeqUHEHHE MOAYYANH IO PEaKLUU 3THI 2-IIHAHO-3-3TOKCHINEHT-2-¢HoaTa (4,0 1, 20,304 mMmomb) ¢ 4-(2-
ruapasuHIHTHDMOpQoamHOM (3,5 T, 24,36 MMOIB) ¢ MpuMeHEHHEM N, N-mum3onponmisTumamuHa (6,9 v, 40,60
MMOJIb) B 3TAHOJC (45 MIT) B COOTBCTCTBHH C MCTOAWKOH, ommcanuoi B Ctaanu 1 TTpomMe:KyTOUHOTO COCOMHCHHASA 75
¢ moyucHHEM 2,85 I mPOAyKTa B BUAE KHAKOCTH. 'H AIMP (300 MI', JIMCO-de): & 1.08 (t, J= 7.2 T', 3H), 1.24 (t,
J=63Tn, 3H), 2.37-2.45 (m, 4H), 2.47-2.64 (m, 4H), 3.53-3.59 (m, 4H), 3.94 (t, /=63 T, 2H), 4.15(q,J =72
I'y, 2H), 6.26 (s, 2H).

Cragus 2: 5-amun0-3 -3T11- 1 -(2-MOp pommHO I TIN) -1 H -rpazonr-4 -kapOoHOBAs KACIOTA
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JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NONYYATH IO PEaKUH THAPOJH3Aa CIOXHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHua Cragnu 1 (2,8 1, 9,45 MMOIB) ¢ IPUMCHCHACM BOJHOTO PACcTBOpA THApokcHaa kammg (2,0 M, 20 mm,
37,918 mmomnp) u 3TaHona (20 MuI) B COOTBETCTBHH C METOAWKOMH, ommcaHHOW B Crammu 2 [IpomesKyTOYHOTO
coenuuenus 91 ¢ monmydenuem 2,05 T MPOAYKTA B BHIE JHMIKOTO TBEpAOTO BemecTsa. 'H SAMP (300 MT'u, IMCO-
ds): © 1.08 (t,J = 7.8 ', 3H), 2.28-2.34 (m, 4H), 2.48-2.62 (m, 4H), 3.51-3.58 (m, 4H), 3.84-3.97 (m, 2H), 6.23 (s,
2H), 11.74 (br. S, 1H).

Cragus 3: 2-(2-xa0ppeHUIT)-2-0KCOITUI 5-aMUHO-3-3THI- 1 -(2-MopommHOSTH)-1 H-1tipaso -4 -xapOokcuiat
JlaHHOE CoeTMHEHHUE MOy YAl 10 PeaKIiH MPOMEKyTouHOTO coeauneHusa Cramuu 2 (2,0 1, 7,46 MMoIB) C 2-OpoMm-
1-2-xnopdenmn)sranonom (1,9 r, 8,20 mmons) ¢ mpumeHeHHeM (ropuaa kamusa (650 mr, 11,19 MMop) B cyxom
JIM®A (20 mu) B COOTBSTCTBHU C MeTOAuKo#, omucanHoil B Cragmu 4 IIpomexyTouHoro coexuwHeHua 1 ¢
noaydcHueM 2,24 T PoAyKTa B BHAE BA3KOM sxuakocT. ‘H SIMP (300 MI'u, JIMCO-de): 3 1.05 (t, J = 7.2 ', 3H),
2.38-2.47 (m, 4H), 2.49-2.63 (m, 4H), 3.52-3.59 (m, 4H), 3.94 (t, /= 7.2 'y, 2H), 5.29 (s, 2H), 6.37 (s, 2H), 7.40-
7.52 (m, 1H), 7.56 (s, 2H), 7.76 (d,J=7.2 T, 1H), 8.29 (s, 1H).

IIpoMeKyTOUHOE coeauHeHHE 154

2-(2-xmop¢eHnT)-2-0KCOITHA S-aMHHO-3-MeTHI-1 ~(3-MoppoauHOTpoIHIN)-1 H-Nupason-4-kapOoKkcuiaT
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Cranus 1: Otun 5-amuHO-3-MeTui-1-(3-Moppomunonpomn)- 1 H-mupa3on-4-kapbokcuiat
JlaHHOE COeaMHEHUE TMOIYYaIy Mo peakiun ST (2E)-2-nuano-3-3TokcudyT-2-eHoara (5,7 r, 31,10 mmons) ¢ 4-(3-
ruapasuHuIpormmMopdoamaoM (6,0 T, 37,70 MMomb) ¢ mpumeHeHHeM N, N-mum3onponmisTwiamuaa (21,4 mu,
12,40 MMOITB) B CyXOM 3TaHoe (57 MJI) B COOTBSTCTBHH C MCTOAMKOM, omucanuoi B Ctamuu 1 [TpomMesky TOHHOTO
coemuneHu 75 ¢ moaydenueM 3,12 r npoaykra. ‘H SIMP (300 MI'u, CDCls): & 1.34 (t, J = 7.2 'y, 3H), 1.98 (t,J =
7.2 Ty, 2H), 2.18-2.30 (m, 2H), 2.32 (s, 3H), 2.38-2.50 (m, 4H), 3.65-3.78 (m, 4H), 3.93 (t, /= 5.7 T'y, 2H), 4.27 (q,
J=17.2Tn, 2H), 6.14 (s, 2H).
Cramusa 2: 5-amun0-3 -MeTHII- 1 -(3-MopommHOmpoiT)-1 H-nrpa3onn-4 -kapOOHOBAA KHCIOTA
JlaHHOE TIPOMEKYTOYHOC COCAWHCHHE MOJNYYATH IO PEaKIUH THAPOJH3Aa CIOKHOTO 3(PHpa IPOMEKYTOUHOTO
coequucHusa Cragum 1 (3,10 r, 10,46 MMOITB) C MPUMCHCHHEM BOJHOTO PACcTBOpa rHApokcHaa kamisa (2 M, 2,34 r,
41,70 mvomp B 20 M Boael) B dTaHoide (20 M) B COOTBETCTBHH C MCTOMMKOH, omucaHHOM B Cramum 3
TIpoMEKyTOIHOTO coeauHcHI 1 ¢ moaydcHreM 740 Mr mpoayKTa B BHAE O6EI0ro TBEpaoro semectea. H SIMP (300
MIl'a, AMCO-d¢): & 1.68-1.86 (m, 2H), 2.14 (s, 3H), 2.16-2.27 (m, 2H), 2.28-2.40 (m, 4H), 3.50-3.63 (m, 4H), 3.80
(t,J=6.3Tn, 2H), 6.15 (br s, 2H).
Cramus 3: 2-(2-xa0ppeHnn)-2-0kCco3THI S-aMuHO-3-MeTHII- 1 -(3-Mop (o mmHOMpo I -1 H -ipa3or-4 -kapOoKCHiIaT
JlaHHOE COEAMHEHHUE TTOTYHAITH 110 PEAKIHH IPOMEKy TOUHOTO coeauHeHns Craamu 2 (720 mr, 2,68 MM0oIIb) € 2-Opom-
1-(2-xmopdenmm)sranonom (690 mr, 2,95 mmounp) ¢ mpumereHHeM (ropuaa xamus (234 mr, 4,02 MMOIB) B CyxXoM
JIM®A (9,5 mum) B cOOTBSTCTBHU ¢ MeToamkoil, ommcanuoii B Crammm 4 TlpomexyTouHOoro coeamHcHus 1 ¢
nonyuenreM 537 mr npoaykra. 'H SIMP (300 MI'n, IMCO-de): 8 1.75-1.87 (m, 2H), 2.13(s, 3H), 2.20-2.38 (m, 6H),
3.54-3.60 (m, 4H), 3.82 (t, J = 6.5T'w, 2H), 5.30 (s, 2H), 6.31 (s, 2H), 7.43-7.63 (m, 3H), 7.77 (d, J = 6.6 'y, 1H).
IIpomexxyTouHOE coeauHeHue 155
2-(2-xmopdeHmn)-2-0Kco3THA S-aMuHO-1-(2-((2R,65)-2,6-mumerrmvop o muHO ) 311)-3 -MeTa- 1 H-mmapason-4-

KapOOKCHIIAT
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Cragusa 1: Orun 5-amuao0-1-(2-((2S,6R)-2,6-mumeTumvoppomuHO)3THd)-3 -MeTHI- 1 H-ntpaso -4 -xkapOokcunar
JlaHHOE COCIHMHCHNC TONYYAIH 1O peakuuu STl (2F)-2-muaHo-3-3TokcudyT-2-eHoara (3,70 r, 20,19 mMois) ¢
(2S,6R)-4-(2-rumpasuHumdTHN)-2,6-numeTHMopommEOoM (4,2 T, 24,23 MMONB) C TOpPUMCHCHHEM N, N-
auusonponumdTunamMusa (7 ma, 40,38 MMOIb) B CyXOM 3TaHOJIE (37 M) B COOTBETCTBUYU C METOAUKOM, OMUCAHHOU B
Cramun 1 TIpOMEKYTOUHOTO COemuHEHHs 75 ¢ moiyuenuem 3,0 r mpoaykra B Buae macma. 'H SIMP (300 MTn,
JIMCO-ds): 6 1.03 (d,J=5.7Tm, 6H), 1.24 (t, J=7.2 Ty, 3H), 1.66 (t,J =10.8 'y, 2H), 2.14 (s, 3H), 2.50-2.58 (m,
2H), 2.75-2.83 (m, 2H), 3.42-3.49 (m, 2H), 3.92 (t,J=6.6 'y, 2H), 4.14 (q, J = 6.3 'y, 2H), 6.25 (s, 2H).

Cragus 2: 5-amuno-1-(2-((2S,6R)-2,6-nume THaIMOPPOTHHO)ITH) -3 -MeTHI- | /1-mupa3oi-4-kapOOHOBAs KHCIOTA
JlaHHOE TPOMEKYTOUHOC COCAMHCHHE MOJNYYATH IO PEaKIHH THAPOJH3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coenuHenust Craauu 1 (2,9 1, 9,35 MMOJIB) C MPHMEHEHHEM BOJHOTO pacTBOpa ruapokcuaa kams (2 M, 2.2 r, 39,28
MMOJb B 10 Mt Bozbl) B 3TaHose (20 MT) B COOTBETCTBHH C METOIMKOH, omucanHoi B Craauu 3 TTpoMeKyTOUHOTO
coequneHus 1 ¢ moyyennem 1,75 r IpoaykTa B BHAE JHIKOTO TBepaoro semectsa. 'H SIMP (300 MI'u, IMCO-ds):
81.01(d,/=9.0Tw, 6H), 1.58-1.78 (m, 2H), 2.11 (s, 3H), 2.43-2.50 (m, 2H), 2.72-2.83 (m, , 2H), 3.42-3.59 (m, 2H),
3.82-3.96 (m, 2H), 6.19 (s, 2H); ESI (m/z) 281 M-H)

Cragus 3: 2-(2-xnopdeHmw)-2-0kcodTun S-amuHO-1-(2-((2S,6R)-2,6-nume TuMop o uHO ) 3TH)-3-MeTHA-1H -
mHpasoa-4-kapOoKcHIaT

JlaHHOC COCTUHCHHUE TOJTYYAIH IO PCAKIHH MPOMEKy TouHOTO coeauucHus Ctaauu 2 (1,70 1, 6,02 MMOIIB) ¢ 2-0poM-
1-(2-xmopdermm)sranonom (1,70 r, 7,23 mmomp) ¢ mpumeHeHHeM (propuma kamust (525 mr, 525 MMOIIB) B CyXoM
JIM®A (15 M) B COOTBSTCTBHH C MCTOAMKOM, omucanHOoW B Crammum 4 TIpoMeKyTOUHOTO cocauHCHHA 1 ¢
noaydeHHeM 1,72 r IpoAyKTa B BHAE JTHIIKOTO TBEPAOro Bemectea. 'H SIMP (300 MI'n, IMCO-ds): 3 1.03 (t,J = 6.6
I'm, 6H), 1.65 (t,J = 11.1 T'm, 2H), 2.13 (s, 3H), 2.49-2.2.60 (m, 2H), 2.73-2.84 (m, 2H), 3.43-3.3.59 (m, 2H), 3.89-
3.99 (m, 2H), 5.30 (s, 2H), 6.36 (s, 2H), 7.44-7.60 (m, 3H), , 7.77 (d, J= 6.6 T'y, 1H).

IIpoMesxkyTouHOE cocTHHCHHE 156

2-(2-xmop¢eHmT)-2-0KCOITHA S-aMUHO-3 -MeTHI-1 -(2-(munepuanH- 1 -1m)3Tim) - 1 -mapason-4 -kapOokcuiar
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Cragusa 1: Bensun S-amun0-3-MeTHn-1 -(2-(mumepuauH- 1 -wm)3Tim) - 1 //-mapaso -4 -kapOoKCHIaT

JanHoe coemuHcHAC MoMyya n mo peakiun (E)-0¢H3mn 2-1manHo-3-3Tokcu0yT-2-¢HoaTa (1,5 1, 6,12 mmoms) ¢ 1-(2-
ruapazuHwTUD)nunepuauaom (1,1 r, 7,34 Mmmonb) ¢ mpumeHeHHeM N, N-aunsonponunstuiaamuna (2,1 v, 12,24
MMOJIb) B CyXoM 3taHoie (15 M) B cooTBeTcTBHH ¢ MeToamKkoi, ommcanHoii B Crammm 1 [IpomekyTOYHOTO
coecmuHeHns 75 ¢ monyucHEeM 1,05 r mpoaykra B Buae Macaa. H SIMP (300 MI'n, IMCO-de): & 1.30-1.57 (m, 6H),
,2.13 (s, 3H), 2.26-2.44 (m, 4H), 3.30-3.42 (m, 2H), 3.89 (t,J/ = 6.6 'y, 2H), 5.18 (s, 2H), 6.35 (s, 2H), 7.24-7.42 (m,
5H).

Cragusa 2: 5-amunO-3 -MeTUI- 1 -(2-(mumepuauH- 1 -um)atwm)- | H-paso -4 -kapOoHOBAsS KHCIOTa
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JlaHHOE MPOMEKYTOUHOE COCAWHCHHE NOIYyYadd MO PEAKUHMH CHATHA 3AI0UTHON TPYHIBI C MPOMEKYTOUHOTO
coequucHua Cramum 1 (1,0 T, 2,92 MMonp) ¢ mpuMeHeHHEM naymiaaus Ha yrie (10 %, 300 mr) B metanone (10 mim) B
COOTBETCTBUH C MeToamKko, ommcanHod B Crammu 5 IlpomexyrouHoro coeauHeHmsA 87 ¢ mosydeHueM 740 Mr
HPOAYKTa B BHAE JIHIKOTO TBEPAOro eemectea. ‘H SIMP (300 MT', JIMCO-de): 'H SIMP (300 MI'u, IMCO-ds): &
1.68-1.85 (m, 6H), 2.16 (s, 3H), 2.80-3.00 (m, 2H), 3.30-3.50 (m, 2H), 4.32 (t, /= 6.6 ', 2H), 6.39 (brs, 2H), 10.47
(brs, 1H).
Cragus 3: 2-(2-xa0pPeHUIT)-2-0KCOITII 5-aMHHO-3-MeTHI- | -(2-(TrumepuauH- 1 -wn)stwn)- 1 H-mmpazonr-4 -
KapOOKCHIAT
JlaHHOE COEAMHEHUE TIOTYYAITH 110 PEAKIMHU IIPOMEKY TOUHOTO coenuHeHuA Craamu 2 (730 mr, 2,89 MMouIb) ¢ 2-Opom-
1-(2-xnopdenmm)sranonom (812 wmr, 3,47 mmonp) ¢ npuMeHeHHEM (propuaa kamust (252 mr, 4,33 MMOIIb) B CyXoM
JIM®A (8,0 mum) B cooTBeTCTBHU ¢ MeToaukoi, ommcanuoii B Crammu 4 IlpomesxyrouHoro coemamueHus 1 ¢
noxydycHueM 310 Mr mpomykra B Buae aunkoro Macia. H SIMP (300 MI'u, JMCO-ds): 6 1.28-1.53 (m, 6H), , 2.11
(s, 3H), 2.25-2.60 (m, 4H), 3.12-3.17 (m, 2H), 3.91 (t, J = 6.6 I'y, 2H), 5.28 (s, 2H), 6.41 (br s, 2H), 7.42-7.59 (m,
3H), 7.80 (d, J = 6.6 T'u, 1H); ESI (m/z) 405 (M+H)™.

IIpomexxyTouHOE coeauHeHue 157
2~(2-x10peHmT)-2-0KCOITHI S-aMuHO-1-(2-MOop(oIHHOSTIN)-3~(TpUTopMeTHIT)-1 H-NTHPa30.1-4-KapOOKCHIAT
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Cranus 1: (E)-stun 3-xnop-2-unano-4,4,4-1pudropOyT-2-eHOAT
JlaHHOC COCAMHCHHUC MOJIYyYaTH MO peakimd 3T muaHoanerata (10,0 r, 88,40 MMomp) ¢ 3THI TpH(TOpaALETATOM
(15,5 r, 108,73 MM0Jb) C MpUMEHEHUEM MeTajuTuieckoro Hatpus (2,1 r, 88,40 mmomp) B cyxoM staHoje (50 mi) B
COOTBETCTBUH C MCTOAMKOM, omucanHO# B Craauu 1 [TpomexyTouHOTO coeuHEeHHU 39 ¢ mocieayomei 00padoTKoi
neHTaxmopuaoM (ocdopa (18,4 r, 88,40 mmounp) B muxmopmerane (100 mir) ¢ monyyeHueM 5,0 T MPOAyKTa B BHAC
macia. ‘H SIMP (300 MI'u, CDCls): & 1.33-1.49 (m, 3H). 4.37-4.53 (m, 2H).
Cragus 2: Otun 5-amuHO-1-(2-Mopdomuo3THI) -3 -(TpH(pTOpMeTHIN)- | H-NIMpa3on-4-kapOokcunar
JlaHHOC COCIWHCHHC TOJIYYATH IO PEAKIHA MPOoMeKyTouHOro coeauacHus Crammu 1 (4.9 1, 21,53 Mmoup) ¢ 4-(2-
ruapasHHIHTHI)MOpQomHEOM (3,5 T, 21,53 MMOJIB) C IPUMEHEHHEM TpHAITHIaMHHA (7,6 M, 53,84 MMOITB) B CYXOM
sraHone (50 M) B COOTBETCTBHH C METOAWKOi, ommcaHHOW B Crtammu 1 TIpoMeKyTOUHOTO COCOUHCHHA 75 C
nonyuenreM 1,35 r mpoaykra B Buae Macia. 'H AIMP (300 MT'u, IMCO-de): 6 1.34 (t,J=7.5 Ty, 3H), 2.57-2.68 (m,
4H), 2.73-2.81 (m, 2H), 3.68-3.97 (m, 4H), 4.14-4.20 (m, 2H), 4.30 (q, J = 6.9 T'm, 2H), 6.65 (br s, 2H).
Cramus 3: 5-amunO-1-(2-MoppoauHo3ITHN)-3-(TpH(TOopMETHT)-1 [/-TIHpa301-4 -KapOOHOBAS KHCIOTA
JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE MONYYATH IO PEaKUH THAPOJM3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHua Craguum 2 (1,30 T, 3,86 MMOJB) ¢ MPUMCHCHHECM BOJHOTO PacTBOpa ruapokcuaa kamus (2 M, 0,440 r,
7,73 MMoms B 6,5 Mm Boxel) B sTaHose (10 MJI) B COOTBETCTBHH C MCTOAWKOH, omucanHoii B Crammm 3
TTpOMEKYTOYHOTO CoequHEHM 1 ¢ momyuenneM 960 Mr IpoayKTa B BuaE Oe1oro Teepaoro semectsa. 'H SIMP (300
MIl'a, IMCO-de): 6 2.47-2.82 (m, 6H), 3.55-3.64 (m, 4H), 4.14 (t, J = 6.6 T'w, 2H), 6.70 (br s, 2H), 12.12-13.28 (m,
1H); ESI (m/z) 309 (M+H)".
Cramma 4. 2-(2-xmopeHmn)-2-0kco3Tun  S-amuHO-1-(2-MopdoruHOITHN)-3-(TprpTOopMeTHN)- 1 H-TTHpa301-4-

KapOOKCHIIAT
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JlaHHOE COEAMHEHHE TOTYHAITH IT0 PEAKIMH IIPOMEKy TOUHOTO coenuHeHn Crazmu 3 (940 mr, 3,04 MMoutp) ¢ 2-Opom-
1-2-xnopdermn)sranorom (790 mr, 3,35 MMOB) C IpuUMEHCHHEM (propuaa kamusa (265 mr, 4,57 MMOTIB) B CyXoM
JIM®A (9,5 mum) B cOOTBETCTBHU ¢ MeToamkoil, ommcauoii B Crammm 4 IlpomexyTouHoro coeamsHcHus 1 ¢
nonyuenreM 720 Mr IpoaykTa B BUAE Junkoro mMacia. 'H AMP (300 MI'n, JIMCO-de): 8 2.60-2.74 (m, 4H), 2.78-
2.85 (m, 2H), 3.70-3.80 (m, 4H), 4.17-4.24 (sm 2H), 5.38 (s, 2H), 6.80 (br s, 2H), 7.36-7.48 (m, 3H), , 7.66 (d, J=6.6
o, 1H).

IIpomeskyTouHOC cocaHMHCHIE 158

2-(2-xn0p(peHmT)-2-0KCOITUA S-aMUHO-3 -MeTUII-1 -(2-(muppoauauH- 1 -wn)3tun)- 1 [/ -mpa3on-4-kapOoKCHiIaT
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Cranusa 1: bensun 5-amuno-3-MeTHn-1-(2-(muppoauaus-1-um)stun)- 1 H-mupason-4-kapOokcunar

JlaHHOE COeIUHCHNE TOTyYaIH 0 peakuun (£)-0eH3u 2-1uano-3-3T1okcudyT-2-eHoara (4,0 r, 16,32 mmois) ¢ 1-(2-

THAPAHHWITI)HppoauauHoM (2,52 1, 19,59 mmons) ¢ mpumeneHueM N, N-muu30omponwmTUiIaMusaa (5,58 i,

32,65 mmomb) B 3TaHone (40 M) B COOTBETCTBHH C METOAMKOH, omucaHHOH B Cramuum 1 TIpoMesxkyTOUYHOTO

coemuHeHus 75 ¢ momyuenueM 1,95 r mpoxykra. 'H SIMP (300 MTI'n, IMCO-ds): & 1.60-1.75 (m, 4H), 2.14 (s, 3H),

2.44-2.58 (m, 4H), 2.70-2.79 (m, 2H), 3.92 (t, J = 6.6 I'y, 2H), 5.19 (s, 2H), 6.30 (s, 2H), 7.24-7.40 (m, 5H).

Cragus 2: 5-amuHO-3 -MeTHI- 1 -(2-(muppoauauH- 1 -un)3tin)- 1 H-upazon-4-kapOoHOBas KHCII0Ta

JlaHHOE TMPOMEKYTOUHOE COCOUWHCHHE MOJIYyYadH IO PEAaKUMH CHATHA 3AIIUTHON TPYyNIBI C IPOMEKYTOUHOTO

coenuHenus Craguum 1 (1,90 1, 5,79 MmMonp) ¢ nmpumereHHeM namtagust Ha yrie (10 %, 600 mr) B metaHo1e (20 M)

B COOTBETCTBHHU ¢ MeTOAuKOH, onmcanHod B Cragum 5 TIpomesxyTouHoro coeauneHus 87 ¢ moayueHueMm 1,21 r

HpOAyKTa B BUAC TBepHoro semecTsa. ‘H AMP (300 MI', JIMCO-ds): 8 1.84-1.93 (m, 4H), 2.17 (s, 3H), 2.44-2.56

(m, 6H), 4.17-4.24 (m, 2H), 6.37 (s, 2H).

Cramus 3: 2-(2-xa0p(peHm)-2-0KCOITHIT 5-aMHHO-3-MCeTHT- 1 -(2-(Trrppo i auH-1 -mn)31trn)- | H-rupason-4-

KapOOKCHIAT

JlaHHOE COCAMHCHHE TOTYHAITH IT0 PEAKIHH IMPOMEKy TOUHOTO coeauHeHus Ctaauu 2 (600 mr, 2,52 MMoIIB) € 2-0pom-

1-2-xmopdeHmn)sranoroM (653 Mr, 2,77 MMOJIB) C IpUMCHEHHEM (propuaa kamusa (219 mr, 3,78 MMOB) B CyXoM

JIM®A (6,0 M) B COOTBSTCTBHU ¢ MeToamkoil, ommcanuoii B Crammm 4 TIpomexyTouHOTO cCoeamHCHHA 1 ¢

noxydgeaneM 289 mr npoaykra. H SIMP (300 MI', IMCO-ds): 8 1.63-1.75 (m, 4H), 2.11 (s, 3H), 2.40-2.64 (m, 4H),

2.67-2.76 (m, 2H), 3.89-4.00 (m, 2H), 5.29 (s, 2H), 6.36 (s, 2H), 7.45-7.59 (m, 2H), 7.73 (d, J=6.9 'y, 1H).
IIpomexxyTouHOE coeauHeHue 159

2-0xc0-2-(2-(tpudTopMeTIn) PeHIIT)ITHA S-aMIHO-3-MeTHII- 1 -(2-Mop (o mmHOITHT)- 1 H-Tupason-4-kapOokcumar

HC O
N 0 O CF
,——JN NH, 3

(N
v
JlaHHOE COEAMHCHHE TOJIYYAIH 10 PEaKIIH MPOMEXyTouHOTo coexuueHuA 91 Cramuu 2 (750 mr, 2,95 Mmoms) ¢ 2-
6pom-1-(2-(tpudropmernm)pernm)sTanoroM (768 mr, 3,24 MMOIB) ¢ IpEMEHEHHEM (ropraa kamust (257 mr, 4,42

MMONb) B cyxom [IM®A (8,0 mu) B COOTBETCTBHH ¢ MeToamKkoi, ommcaHHOW B Crammu 4 [IpomMesKyTOUHOTO

coenuueHns 1 ¢ moxydyenuem 940 Mr mpoaykTa B BHIE JHIKOrO TBepaoro Bemectsa. 'H AMP (300 MI'u, IMCO-
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ds): 8 2.10 (s, 3H), 2.40-2.64 (m, 6H), 3.52-3.60 (m, 4H), 3.94 (t, J = 6.6 T'w, 2H), 5.31 (s, 2H), 6.38 (s, 2H), 7.78-
7.95 (m, 4H).

IpomesxyTouHOE coeunenne 160
2-(2-¢prop-3-(TpudpTopMeTHIT) (PSHIT)-2 -OKCOITHA S-aMUHO-3 -METHA-1-(2-MopdoauHOITHN)- 1 [H-TIHpason-4-

KapOOKCHIIAT

(N
o)

JlaHHOE COeIMHEHHUE MMOJIyYadH IO PEakUuH 5-aMHHO-3-MeTHI-1-(2-Mop(oauHo3THN)- 1/ -nHpa3o-4-kapOoHOBOH
KHCTOTHI (TpoMexyTouHoe coeauHeHue 91, Cramma 2) (800 wmr, 3,14 mmoms) ¢ 2-Opom-1-(2-¢rop-3-
(tpudropmeTmn)PpeHmI)3TaHOHOM (987 MT, 3,46 MMOIIB) C mpuMeHEHHEM (Topuaa kamus (274 mr, 4,72 MMOTB) B
cyxom JIM®A (8,0 Mu1) B COOTBETCTBHH ¢ MCTOANKOH, onucanuoit B Craguu 4 ITpoMekyTOUHOTO coeauHeHUA 1 ¢
noxydycnuem 1,01 r mpoaykTa B Buae TBepaoro semectsa. 'H IMP (300 MTI'u, IMCO-ds): 8 2.17 (s, 3H), 2.40-2.56
(m, 4H), 2.59 (t, /= 6.8 'y, 2H), 3.50-3.60 (m, 4H), 3.95 (t, /= 6.6 ', 2H), 5.38 (s, 2H), 6.38 (s, 2H), 7.60 (t, J =8.1
I'm, 1H), 8.09 (t, J=7.2 Ty, 1H), 8.19 (t, ] =6.9 'y, 1H).

IIpomexyTouHOE coeauneHue 161
2-(2-xmop¢eHnIT)-2-0KCOITHA S-aMHHO- 1 -(2-(IUMETHIAMUHO )3THA)-3-(TprudTopMeTi)-1 H-mupazon-4-

b D
N 0 Cl
—~ NH,

H3C'N
CHj,

KapOoKcHIar

Cramusa 1: Otun 5-amua0-1-(2-(TEMETHIAMIEHO )3THI) -3 <(Tpr(TopMeTIT)- | H-Ttipazo -4 -kapOokcuiaT

JanHoe coeamHcHUE moayuamn mo peakuuu (E)->tun 3-xmop-2-umano-4,4 . 4-tpudropdyr-2-cHoata (10 r, 40,98
MMOJIb) ¢ 2-ruapasuHui-N,N-qumeTunstanaMuHoM (4,3 , 40,98 MMmomb) ¢ mpuMeHEHHEM TpudTHiaamMuHa (11,5 mur,
81,96 mmomp) B cyxoMm MeTaHoI¢ (100 Mir) B COOTBSTCTBHH C MCTOAMKOMH, omucanHoi B Ctaauu 1 [TpoMe:KyTOUHOTO
cocmuHeHHs 75 ¢ monyucHEEM 1,68 T mpoaykTa B Buae Macaa. 'H SIMP (300 MI'n, IMCO-de): 6 1.23 (t,J=7.2 T,
3H), 2.17 (s, 6H), 2.57 (t, /=63 T, 2H), 4.07 (t, J=6.3 T, 2H), 4.18 (q, /= 7.2 'y, 2H), 6.72 (s, 2H).

Cramus 2: 5-amunO-1 -(2-(TUMETHIAMIHO )3THN) -3 -(TpH(pTOpMeTHN)- | H-Tiipasonr-4-kapOoHOBAS KHCTOTA

JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NOJNYYATH IO PEaKIUH THAPOJHM3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coequucHusa Cragmu 1 (1,6 r, 5,44 MMOJIB) C MPHMCHCHACM BOAHOTO PAcTBOpa ruapokcHia kamus (609 mr, 10,88
MMOJTb B 6,0 MIT BOABI) B 3TaHONC (16 MIT) B COOTBCTCTBHH ¢ MCTOAWKOM, omucanuoit B Ctaauu 3 TIpoMe:KyTOUHOTO
coemuueHust 1 ¢ monyuenueM 745 Mr npoaykTta B BUzE Oenoro Teepaoro semectsa. 'H SIMP (300 MI'u, JIMCO-ds):
3 2.18 (s, 6H), 2.58 (t,J = 6.3 T, 3H), 4.06 (t, J = 6.6 ', 2H), 6.65 (br s, 2H); APCI (m/z) 267 (M+H)".

Cramus 3: 2-(2-xa0p peHUIT)-2-0KCOITHI 5-aMHHO- 1 -(2-(IuMETHIAMIHO )3TH)-3 ~(TpudpTop™MeTIT)- 1 H-mpazor-4 -
KapOOKCHIIAT

JlaHHOE COECAMHEHHE TIOTYHAITH IT0 PEAKIHY IIPOMEKY TOUHOTO coenuHeHnA Craamu 2 (735 mr, 2,76 MMoutb) ¢ 2-Opom-
1-(2-xmopdenmm)sranonom (645 mr, 2,76 Mmonp) ¢ mpuMeHeHHeM (ropuaa xamus (240 mr, 4,14 MMOIB) B cyxoM
JIM®A (7,0 M) B COOTBSTCTBHU ¢ MeToamkoil, ommcanuoii B Crammm 4 TlpomexyTouHOoro coeamHcHHs 1 ¢

NOIyYeHHEM 533 Mr mpoaykra B Buae Macia. 'H AMP (300 MI'u, IMCO-d): 8 2.19 (s, 6H), 2.60 (t,J = 6.6 T', 2H),
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4.10 (t,J=6.6 T'm, 2H), 5.38 (s, 2H), 6.85 (s, 2H), 7.47-7.55 (m, 1H), 7.59 (d,J = 3.9Tu, 2H), 7.80 (d, /=7.2 T'm,
1H).
IIpomexxyTouHOE coeauHeHHe 162

2-(2-xmoppeHm)-2-0KCOITHA S-aMUHO-3 -MeTHII-1 -(2-(4-MeTrmmmnepa3us- 1 -un)3tun)- | H-upa3on-4-kapOokcunar

o S
NI:)JKL 0 0
1 NH
(N
W
H;C
Cragusa 1: Otun 5-amus0-3-Metuin-1-(2-(4-metumunepasus- 1 -um)stun)- 1 H-mupaso -4 -kapOokcuiar
JlaHHOE COCIMHCHUE TMOTyYaIH Mo peakiwn ST (2 E)-2-nuano-3-3tokcudyt-2-eHoara (1,50 r, 8,17 mmons) ¢ 1-(2-
TUAPA3UHUIITUN)-4-MeTunnunepasusoM (1,55 r, 9,80 mmoms) ¢ mpumeHeHHEM N, N-quu3onponwidTuiamuHa (2,80
i, 16,34 mMoump) B 3TaHoie (15 MiI) B COOTBETCTBHH C MeToauko, ommcanHO# B Cramuu 1 ITpomesxyTouHOTO
coenuHeHns 75 ¢ moayyenueM 1,5 r npoayxkra B Buae macna. 'H SIMP (300 MI'u, CDCls): 6 1.35 (t,J = 6.9 'y, 3H),
2.31 (s, 6H), 2.35-2.80 (m, 10H), 4.02 (t, /= 5.1 T'w, 2H), 4.27 (q, J = 6.9 T'y, 2H), 6.30 (s, 2H).
Cragus 2: 5-amuHO-3 -MeTHI-1 -(2-(4-MeTHmIHNICPa3uH- 1 -u1)3THI)- 1 H-nupasoi-4-kapOoHOBas KHCI0TA
JlaHHOEe TPOMEKYTOYHOE COCAMHCHHE MONYYadH HO PEaKUUH THAPOJIH3A CIOKHOIO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Craguu 1 (1,45 1, 4,90 MMOJIB) C IPUMEHEHHEM BOJHOTO pacTBopa ruapoxcuaa kamws (550 mr, 9,8
MMOJb B 6 it Bogsl) B MIIC (15 mum) B cooTBETCTBHH ¢ MeTOAMKOH, ommcanHOH B Cramuu 3 IIpoMeXyTOYHOTO
coequHeHHs 1. 3ateM pacTBOpPHTETb YIAPHBAIH IIPH INOHIDKCHHOM [ABJICHHH C IOCICAYIOMEH COBMECTHOM
MIEPErOHKOH ¢ HM30IponaHoiaoM (3 X 75 MII) C MONYyYECHHEM HEOUHINEHHOTO MPOAYKTAa, KOTOPBIH HCIOJIb30BATH
HETMOCPEACTBEHHO HA CIEAYIOEH CTaauu.
Cramus 3: 2-(2-x710p(peHUIT)-2-0KCOITHIT 5-aMHHO-3-MCTHT- 1 -(2-(4-MeTHmHnepa3uH- 1 -1r)3Tin)- 1 H-mmapason-4-
KapOOKCHIAT
JlaHHOE COeTMHEHHUE MOy Yald 10 PeakKIiy MpoMeKyTouHOTo coeauneHust Craguu 2 (1,20 T, 4,4 MMoib) ¢ 2-Opom-
1-(2-xmopdermm)sranonom (1,11 r, 4,93 mmonas) ¢ mpumeHeHHeM (propuaa kamusa (390 mr, 6,73 MMOJB) B CyXOM
JIM®A (12,0 M) B COOTBSTCTBHH ¢ METOAMKOH, omucanHoW B Crammm 4 IIpoMeKyTOUHOTO coeawHCHHA 1 C
nonyuenreM 910 Mr npoaykra B e 6enoro Teepaoro semectsa. 'H SIMP (300 MI'u, CDCls): 8 2.27 (s, 3H), 2.33
(s, 3H), 2.40-2.77 (m, 10H), 4.00-4.08 (m, 2H), 5.32 (s, 2H), 6.37 (br s, 2H), 7.35-7.42 (m, 1H), 7.44 (d,J = 3.3 T,
2H), 7.65 (d, J=6.9 ', 1H).
IIpomexyTouHOE coeiuHEHUE 163

3-(2,6-mudTopheHIT)-2 -OKCOTPOTTHA S-aMUHO-3-3TH -1 -(2-MopdoauHOITHT)-1 H-mipasonr-4-kapOokcumar

(N

o)

JlaHHOE COCaMHEHHE MOIyYald O PeaKmy MPOMEXyToyHoro coeamaeHus 153 Craxmu 2 (1,9 1, 6,41 MMoms) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (1,51 r, 6,41 mmounp) ¢ mpumeHeHHEM (propuaa kamms (560 mr, 9,62 MMOTIb) B
cyxoMm JIM®A (20,0 M) B COOTBETCTBHH C MCTOANKOH, onmrcanHOH B Ctamun 4 TIpoMe:KyTOUHOTO COeauHCHUA 1 ¢
nosryuennem 1,94 r mpoaykra. 'H AMP (300 M, JIMCO-de): 3 1.07 (t,J = 7.2 Ty, 3H), 2.38-2.63 (m, 8H), 3.51-
3.60 (m, 4H), 3.94-4.00 (m, 2H), 5.19 (s, 2H), 6.38 (s, 2H), 7.27 (t,J = 8.7 I'y, 2H), 7.60-7.69 (m, 1H).
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IIpomMexxyTouHOE coennueHue 164
2-(2,6-muroppenmnm)-2-okcostun 1-(2-(1H-mmpazon-1-nm)3tum)-5-amuHO-3-31H1-1 H-TImpazor-4-kapbokcunar

1 N
[~
Cragusa 1: Otun 1-(2-(1H-mmupazosn-1-wm)3tin)-5-amuHo-3-31-1H-nmpa3zon-4-kapookcuiar
Jannoe coequHeHue noayyanu no peakuud (E)-3tun 2-nmano-3-3tokcuneHr-2-¢Hoara (4,0 r, 20,30 mMoms) ¢ 1-(2-
ruapazuHuITUd)-1H-nupazonom (3,0 r, 23,77 MMOap) ¢ mpUMEHEHHEM N, N-THH30NpOMWIdTUAAMHHA (6,94 M,
40,59 mmoms) B UITIC (40 Mut) B COOTBETCTBHY C METOAUKOM, omucanHoi B Craauu 1 TIpoMexyTOUHOTO COCTHHCHUSA
75 ¢ monyuenueM 2,88 T mpoaykra B Buae Macaa. 'H SIMP (300 MI'u, IMCO-de): 6 1.09 (t, J=7.5 T'u, 3H), 1.23 (1,
J=69T1,3H),2.59(q,/=7.8T1, 2H), 4.14 (q, /= 7.2 T'u, 2H), 4.19-4.28 (m, 2H), 4.37-4.44 (m, 2H), 6.11 (s, 2H),
6.19 (s, 1H), 7.44 (s, 1H), 7.51 (s, 1H)
Cragus 2: 1-(2-(1H-mupazon-1-mm)stun)-5-amuno-3 -31ui- 1 H-mupason-4-kapOoHOBast KHCIOTa
JlaHHOE TPOMEKYTOUHOEC COCAMHCHHE MONYYadH N0 PEaKUUH THAPOJIH3A CIOKHOTO 3(pHpa IPOMEXKYTOYHOTO
coenuHenus Craauu 1 (2,8 v, 10,63 MMOJIB) ¢ IPUMECHCHHEM BOJHOTO PAacTBOpa ruapokcHaa kamus (2 M, 1,19 ,
21,25 mmons B 12 mut Boasr) B UTIC (28 Mi1) B COOTBETCTBHH C METOIUKO M, onucaHHOo# B Ctaguu 3 TTIpoMeKy TOUHOTO
coemuneHus 1 ¢ momydenuem 2,0 T IpOAyKTa B BHAE TBEpAoro semectsa. 'H AMP (300 MI'u, AMCO-ds): & 1.09 (t,
J=75Tn, 2H), 2.58 (t,J = 7.2 I'n, 3H), 4.21 (t, J= 6.3 T', 2H), 4.41 (t, J = 6.0 I'n, 2H), 6.10 (br, s, 2H), 6.19 (s,
1H), 7.44 (s, 1H), 7.51 (s, 1H).
Cranus 3: 2-(2,6-guropdpenun)-2-okcorrun 1-(2-(1H-mupazon-1-mm)3Tmn)-5-amuHO-3-3111-1H-nimpazon-4-
KapOOKCHIAT
JlaHHOE COCTMHCHHE TOJTY YaIH IO PEAKIMH MpoMeKy TouHOTo coexuHeHus Ctaanu 2 (1,00 1, 4,01 Mmmos) ¢ 2-6pom-
1-(2,6-mudroppernm)sranorom (940 mr, 4,01 mmos) ¢ mpumeHeHHEM (propuaa kamus (350 mr, 6,03 MMOITB) B CyXOM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAMKOW, omucanHoW B Crammu 4 TIpoMeKyTOUHOTO cOocaWHCHHA 1 ¢
noaydyerueM 1,19 r mpoayxkra. *H SIMP (300 MI', IMCO-de): & 1.07 (t, J = 7.2 ', 3H), 2.47-2.60 (m, 2H), 4.23 (t,
J=63Tn, 2H), 442 (t,J = 6.8 T'm, 2H), 5.18 (s, 2H), 6.15-6.25 (m, 3H), 7.25 (t, J = 8.7 T'y, 2H), 7.44 (s, 1H), 7.52
(s, 1H), 7.65-7.70 (m, 1H).
IIpomexyToUHOE coenuHEHHE 165
2-(2-xmopdpenmn)-2-okcodtun 1-(2-(1H-mupason-1-um)3tmn)-5-amuro-3-31rn- 1 H-mmapason-4-kapookcuiar

e i /YQ
Qﬂo

JlaHHOE COeaMHEHNE MOIYYalId O Peakmuy MPOMexyToyHoro coeauaeHusa 164 Craxmu 2 (1,0 T, 4,01 Mmoms) ¢ 2-
opom-1-2-xnopderun)sranorom (936 mr, 4,00 Mmmos) ¢ mpuMeHeHHEM (ropraa kamusa (350 mr, 6,02 MMOITh) B
cyxom JIM®A (10 mn) B COOTBCTCTBHH C MCTOAWKOM, omucanHor B Ctamun 4 [IpomexyTouHOTO coeamucHUS 1 ¢
nonyuenreM 1,41 r mpoaykra B BHae TBepaoro semectsa. 'H AMP (300 MI'u, IMCO-de): 8 1.07 (t, J = 7.2 T'u, 3H),
2.57(q,J = 7.8 T'm, 2H), 4.20-4.37 (m, 2H), 4.39-4.45 (m, 2H), 5.30 (s, 2H), 6.20 (br, s, 2H), 6.24 (s, 1H), 7.44-7.62
(m, 5H), 7.77 (d,J = 7.2 T, 1H).

IIpomexyTouHOE coeauHeHHe 166
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2-(4-dprop-3-(TpudpTopMe THIT) (PCHAIT)-2-OKCOITHI S-aMHHO-3-3THII-1-MeTnn-1H-mmpason-4-kapOokcunat

Q])LO CF;

N
HiC

JlaHHOE COCTMHEHHE MOTyYaIy 0 PEaKIHH MPOMEXyTouHoro coeauHeHust 75 Craguu 2 (1,0 1, 5,9 MMo11B) € 2-Opom-
1-(4-drop-3-(rpudpropmeTnm)pernm)sranorom (1,85 r, 6,5 mmonp) ¢ npumeHeHHeM (ropraa xamus (520 wr, 8,8
MMoib) B cyxoM JIM®A (10 mu1) B COOTBSTCTBHH ¢ MeToamkol, ommcaHHoi B Crammu 4 IIpomesKyTOYHOTO
coenuueHns 1 ¢ mosyuenuem 1,30 T mpoayKra B BHAE JMIKOro TBepaoro Bemectsa. 'H AMP (300 MI'u, IMCO-ds):
d1.11(t,J=72Tn,3H),2.61(q,J =7.2Tn, 2H), 3.49 (s, 3H), 5.58 (s, 2H), 6.27 (s, 2H), 7.74 (t,J = 9.6 'y, 1H),
831(d,J =6.9 T, 1H), 8.36-8.44 (m, 1H)

TIpomMesxkyTOUHOC COCTHHCHHIE 167

2-(2-prop-3-(TpudpTopMEeTHIT) (PEHUIT)-2-0KCOITHI S-aMHHO-3-3TUII-1-MeTnna-1H-nupason-4-xapookcunat

Hﬁj} A

NH,

JlaHHOE COoeAMHEHHE TOIYYaIH 10 PEAKIUH IPOMEKyTOUHOTO coeuueHus 75 Cramuu 2 (850 mr, 5,02 MmMoum) C 2-
6pom-1-(2-¢rop-3-(rpupTopmermn)penrmn)sraHoroM (1,6 r, 5,53 Mmoas) ¢ npumeHeHHeM (propua kamus (440 mr,
7,54 mmouts) B cyxom [IM®A (15 mu1) B COOTBETCTBHH C METOAMKOH, omucanHO B Craguu 4 TTpoMeKyTOUHOTO
coequnenus 1 ¢ momyuennem 1,15 r mpoaykTa B Buae 6e10ro TBepaoro semectsa. ‘H SAMP (300 MI'n, JMCO-ds):
8 1.09(t,J=75Tn, 3H),2.60 (q,J = 7.2 I'y, 2H), 3.48 (s, 3H), 5.38 (s, 2H), 6.27 (s, 2H), 7.58 (t, J = 6.9 'y, 1H),
8.09(t,J=72Tn, 1H),8.19 (t, /J=6.9 I'y, 1H).
IIpomexxyTouHOEe coeanueHue 168
2-(2,4-muproppeHnT)-2 -0KCOSTHA S-aMHHO-3-3TH- 1 -MeTmi-1H-mupa3on-4-kapbokcunar

Q’fo

N O F
H5C NH,

JaHHOE COCaMHCHHE MOIyYald MO PeaKIyy MPOMEXyToUHOTo coeauuaeHus 75 Craguu 2 (1,00 r, 5,91 mmoms) ¢ 2-
opom-1-(2,4-mudroppernn)sranorom (1,40 r, 5,91 mmoune) ¢ mpumeneHHeM (propuaa kamus (515 mr, 8,87 Mmoms) B
cyxom JIM®A (15 mn) B COOTBCTCTBHH C METOauKOM, omucanHoi B Ctamuu 4 [IpoMexyTouHOTO coeauacHUA 1 ¢
noaydycHueM 1,45 r mpoaykTa B BHAE TBepaoro semectsa. 'H SIMP (300 MI', IMCO-ds): 8 1.10 (t, J = 7.2 T', 3H),
2.61(q,J =631, 2H), 3.48 (s, 3H), 5.33 (s, 2H), 6.26 (s, 2H), 7.29 (t,J=7.2 Tw, 1H), 7.50 (t,J= 6.9 ', 1H), 7.98
t,J=72Tu, 1H).

IIpomMeskyTouHOE cocaHHCHHUE 169

2-(3,5-mudroppermn)-2 -0kco3THI S-aMuHO-3-3TH- 1 -MeTmi-1H-mmpazon-4-kapbokcumar
F
N
e N

JlaHHOE COoeMHEHWE TOIYYaId 0 PEAKIMy MPoMeXyTouHoro coequaeHmst 75 Crammm 2 (1,0 , 5,91 mmoms) ¢ 2-
6pom-1-(3,5-mudroppernn)sranorom (1,40 r, 5,91 mmouns) ¢ mpumereHHeM (propuaa kamms (525 mr, 8,87 Mmomb) B

cyxom JIM®A (10 mn) B COOTBETCTBHH C METOAWKOM, omucanHor B Ctamun 4 [IpoMexyTouHOTO coeamacHUS 1 ¢
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nonyuenreM 1,06 r mpoaykra B BHAE TBepaoro semectsa. 'H AMP (300 MI'u, IMCO-de): 8 1.09 (t, J = 7.5 T, 3H),
2.59 (t,J="7.5Tmn, 2H), 3.47 (s, 3H), 5.50 (s, 2H), 6.25 (s, 2H), 7.58-7.76 (m, 3H); ESI (m/z) 324 (M+H).

TIpomeskyTouHoe cocauacHuE 170

2-(2,5-muropeHmn)-2-0KCOITHI S-aMuHO-3-3THI- 1 -MeTmi-1H-tmpazon-4-kapookcumar
ey o F
e N

JlaHHOE COeMHEHHE TMOIYYaId MO PEaKIMu MPoMeXyTouHoro coequaeHusa 75 Crammu 2 (1,0 1, 5,91 mmoms) ¢ 2-
6pom-1-(2,5-mudroppernn)sranorom (1,40 r, 5,91 mmouns) ¢ mpumeHeHHEM (propuaa kamus (525 mr, 8,87 MMOIb) B
cyxom JIM®A (10 mx) B COOTBETCTBUH C METOauKoM, omucanHoi B Ctamun 4 [IpomexyTouHoro coeauaeHus 1 ¢
noxydycHueM 420 Mr npoAayKra B BHAE TBepAoro semectsa. H SIMP (300 MI'u, IMCO-ds): 3 1.10 (t, J = 7.8 T'ny,
3H), 2.61 (q,J = 7.2 T, 2H), 3.48 (s, 3H), 5.35 (s, 2H), 6.27 (br s, 2H), 7.40-7.75 (m, 3H).

TIpomerxyTouHOC coeauHCHHE 171

2-(2-¢prop-3-(TpudpTopMeTHIT) PSHIUT)-2 -OKCOITHA S-aMUHO-3 -3TUI-1-(2-MopdoaunosTIN)-1 H-ITupazon-4-

NS /\(Q\
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JlaHHOE COSTMHECHHUE MOYYaTH MO PEaKIy MPOMesKyTOUHOTO coeauHeHus 153 Cramuu 2 (1,75 1, 6,52 MmMoib) C 2-

KapOoKcHIar

o6pom-1-(2-¢prop-3-(TpudropmeTin)perua)rTanoHoM (2,04 T, 7,18 MMOIB) ¢ MpUMCHEHHEM (pTopuaa kamust (569 mr,
9,79 mmoms) B cyxom JM®A (18 M) B COOTBETCTBHH C MCTOAMKOM, omucanHoi B Ctamuu 4 ITpoMe:KyTOUHOTO
coenuueHns 1 ¢ momydyenuem 1,54 r mpoaykra. 'H SAMP (300 MI'u, AMCO-ds): 3 1.09 (t,J = 6.9 T'u, 3H), 2.38-2.49
(m, 4H), 2.57-2.64 (m, 4H), 3.52-3.64 (m, 4H), 3.97 (t,J = 6.9 'y, 2H), 5.38 (s, 2H), 6.39 (s, 2H), 7.57 (t,J = 7.2 T,
1H), 8.09 (t,J = 69T, 1H), 8.20 (t, J = 7.2 T', 1H).

IIpomexxyTouHOE coenuHeHHE 172

2-(2-xmop¢eHmT)-2-0KCOITHA S-aMUHO-3-3THI-1 -(2-(4-MeTrmmmne pa3uH- 1 -wn)3tu)- | H-upa3o -4 -kapOookcunat

(—N
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Cramusa 1: Otun S-amua0-3-31H1-1-(2-(4-MeTHIIHNICpA3HH- | -1T)3THT)- | H-mIHpason-4 -kapOokcumar
JaHHOE COEIMHEHHE MOAYYAIH MO PEAaKIUH 3THA 2-HHAHO-3-3TOKCHNEHT-2-cHoara (4,0 r, 20,28 mmons) ¢ 1-(2-
TUAPA3UHWIITUN)-4-MeTunnunepazusoM (3,85 r, 24,30 mMouib) ¢ mpuMeHeHHEM N, N-auu3onponuwidTuiamuHa (7,0
i, 40,56 mMomp) B 3TaHONC (40 MII) B COOTBETCTBHH C MeToaWKou, ommcanHOHW B Crammu 1 [TpomeKyTOUHOTO
coenMHEHHs 75 ¢ monyueHdeM 1,65 r npoaykTa B BHAE numkoro Macaa. 'H SIMP (300 MI'u, IMCO-ds): 8 1.08 (t, J
=7.2Tu, 3H), 1.24 (t,J = 69T, 3H), 2.19 (s, 3H), 2.24-2.64 (m, 12H),3.92 (t,J =6.9Tm, 2H), 4.14 (q.J =7.2 T,
2H), 6.26 (s, 2H).

Cragusa 2: 5-amuHO-3 -3THII- 1 -(2-(4-MeTHImHTICpa3HH- | -1m)3TIn) - | H-tiIpaso -4 -kapOoHOBas KUCIIOTa
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JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NONYYATH IO PEaKUH THAPOJH3Aa CIOXKHOTO 3(Hpa IPOMEKYTOUHOTO
coenmHeHus Cramum 1 (2,10 1, 6,78 MMOIIBb) C IPEMEHEHHEM BOJHOTO pacTBopa ruapokcua kamms (760 mr, 13,58
MMOJs B 2,5 M Boabel) B EtOH (15 mum) B cooTBETCTBHE ¢ METOAUKOH, ommcanHOW B Cramnu 3 [TpomesKyTOUHOTO
coequucHUA 1. 3aTeM pacTBOPHTCTP YNAPHBATH NPH NOHIKCHHOM JABJIICHHH C TOCICAYIOMICH COBMCCTHOM
TIEPETOHKOM ¢ u30mpomaHoaoM (3 X 75 M) ¢ MOAYYEHHEM HEOUHINICHHOTO NPOAYKTA, KOTOPBIM HCHOJIb30BATH
HEMOCPEACTBEHHO HA CICAYIOIICH CTaAuN.

Cragus 3: 2-(2-xa0ppeHUIT)-2-0KCOITII 5-aMUHO-3-3THI- 1 -(2-(4-MeTrmunepa3uH- 1 -1m)3tun) - | H-miupaszon-4-
KapOOKCHIAT

JlaHHOE COCTUHCHHE MOy YaIH IO PEAKIMU MPOMEKy TOUHOTo coenuHeHus Ctaquu 2 (1,65 1, 5,86 Mmob) ¢ 2-Opom-
1-(2-xnopdenmm)sranonom (1,50 r, 6,44 mmomas) ¢ mpumeHeHHEM (ropuaa kamusa (510 mr, 8,80 MMoiB) B cyxXoM
JIM®A (16,0 mu) B cOOTBETCTBUH C MeTOAMKOH, omucanHoi B Cramuu 4 IIpomeKyTOUHOTO coeauHeHHA 1 ¢
nonyuenreM 1,30 r npoaykra B Buae munkoro Macua. ‘H IMP (300 MI'u, IMCO-de): 8 1.07 (t,J = 7.2 T, 3H), 2.17
(s, 3H), 2.23-2.64 (m, 12H), 3.94 (t, J = 6.6 'y, 2H), 5.31 (s, 2H), 6.39 (br s, 2H), 7.45-7.55 (m, 1H), 7.58 (d,/=7.8
I'u, 2H), 7.78 (d. J = 8.4 T'u, 1H); ESI (m/z) 434 M+H)".

IIpoMexyTOUHOE coeauueHue 173

2~(2,6-muproppeHIIT)-2 -0KCOITHA S-aMHHO-3-3THII-1-(2-(4-MeTunmunepazuH- 1 -um)stin)- 1 H-mupazon-4 -
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KapOoKcHIar

JaHHOE COCaMHCHHE MOIYYald MO PeaKUiu MPOMEXyToyHOro coeauneHus 172 Craxuu 2 (2,0 T, 7,10 MmMois) ¢ 2-
opom-1-(2,6-mudroppernn)sranorom (1,67 r, 7,10 Mmmois) ¢ mpumeHeHHeM (ropuaa kamus (620 mr, 10,67 MMoIIb)
B cyxoM JIM®A (20,0 M) B COOTBETCTBHHE C MCTOAUKOH, omucaHHOH B Ctamguu 4 TIpoMexy TOUHOTO COeTUHCHUA 1 ¢
noyycudem 1,10 r npoaykra. *H SIMP (300 MT'u, IMCO-de): 8 1.06 (t,J = 7.2 Ty, 3H), 2.19 (s, 3H), 2.24-2.64 (m,
12H), 3.92-4.04 (m, 2H), 5.19 (s, 2H), 6.39 (br s, 2H), 7.27 (d, J = 9.0 ', 2H), 7.64-7.69 (m, 1H).

TIpomesxyTouHOE cocnuHcHUE 174

2-(2-xmopQeHnI)-2-0KCOITHI S-aMHHO-3-3THI- 1 -(2-(3-0kcomopdommao)3THI)- 1 H-TTIpason-4 -kapOokcunaT
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Cramusa 1: Otun 5-amua0-3-31H1T-1-(2-(3-0KCOMOpQomIHO )3TIN)-1 H-upa3zon-4-xkapbokcmnar
Hannoe coequHeHue noayyanu no peakuuu (E)-3tun 2-nuano-3-3tokcuneHr-2-eHoara (1,30 r, 6,68 mMomb) ¢ 4-(2-
THAPA3HHIWHTHI)MOPdomH-3-0HOM (2,50 1, 6,68 MMOIB) ¢ mpuMeHeHHEM N, N-gum3onpommiTuiaamusa (2,30 v,
13,36 mMomp) B 3TaHONC (25 M) B COOTBCTCTBHH C MCTOaWKoW, ommcanHoW B Crammm 1 ITpome:xkyTouHOTO
coenuueHns 75 ¢ momyyenuneM 1,10 r mpoaykra B Buae macna. 'H AMP (300 MI'u, IMCO-de): 8 1.09 (t,J =7.2Tn,
3H), 1.24 (t,J=6.9T1, 3H), 2.60 (q, J =7.2 ', 2H), 3.10-3.18 (m, 2H), 3.54 (t, /= 6.6 Ty, 2H), 3.72 (1, /= 6.6 'y,
2H ), 3.96 (s, 2H), 4.02 (q,/=6.3T1, 2H), 4.15 (q,J = 7.2 'y, 2H), 6.22 (s, 2H).

Cragus 2: 5-amuHO-3 -3THII- 1 -(2-(3-0KcOMOphoiHO )3T - | H-mupasonn-4 -kapOoHOBAs KHCIOTA
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JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NONYYATH IO PEaKUH THAPOJH3Aa CIOXHOTO 3(Hpa IPOMEKYTOUHOTO
coequucHuA Cragmm 1 (1,50 r, 4,85 MMOJTB) C IPIMCHCHHECM BOJHOTO PacTBOpa ruapokcuaa kamms (543 wr, 9,70
MMoJs B 5,5 M Boaer) B EtOH (10 mum) B COOTBETCTBHE ¢ METOAMKOH, omucanHOHW B Ctamuu 3 [1pomMeKyTOUHOTO
coenmHEHUS 1. 3aTeM pacTBOPHTEh YIIAPUBAIN IIPH MOHIKCHHOM JABJICHHUH C TMOCIEAYIOEH THOpuIH3anueh uiu
COBMECTHOH NEPETOHKOH € H30MpOmaHoJoM (3 X 75 MI) C MONYyYECHHEM HEOYHINICHHOTO MPOAYKTA, KOTOPBIH
HCIOJIB30BATH HETIOCPEACTBCHHO HA CICAYIOMECH CTaIuH.

Cragus 3: 2-(2-xa0ppeHUT)-2-0KCOITIII 5-aMUHO-3-3THI- 1 -(2-(3-0kcomop o mHo )3TIm)- | H-tupazon-4-
KapOOKCHIAT

JlaHHOE COETUHCHHE MOy YaIH IO PEAKIMU MPOMEKy TouHOTo coenuHeHus Ctaqmu 2 (1,20 1, 4,27 Mmmois) ¢ 2-Opom-
1-2-xnopdenmn)sranonom (1,20 r, 5,12 Mmmoas) ¢ mpuMeHeHHEM (propuma kamus (372 mr, 6,40 MMOJIB) B CyXOM
JIM®A (12 mu) B COOTBSTCTBHU C MeTOAuKOH, omucanHoil B Crammu 4 IIpomexyTouHoro coexuHeHus 1 ¢
nonyuenreM 560 Mr npoaykra B Buae Macaa.'H IMP (300 MI'y, IMCO-d): 8 1.07 (t,J = 7.5 Tu, 3H), 2.55(q, J =
7.2 T'w, 2H), 3.10-3.20 (m, 2H), 3.55 (t, /= 6.6 I'y, 2H), 3.72 (t,J = 6.6 'y, 2H), 3.97 (s, 2H), 4.04 (t, J = 6.8 'y, 2H
), 5.31 (s, 2H), 6.35 (s, 2H), 7.48-7.59 (m, 2H), 7.78 (d, J = 7.2 T'y, 1H), 7.95 (s, 1H); ESI (m/z) 434 (M+H)".

IIpoMeKVTOUHOE coeauHeHuE 175

2~(2,6-muproppeHunT)-2-0KCOSTHA S-aMHHO-3-3THI-1~(2-(3-0kcoMoppoauHO)3THT) -1 H-mupa3oa-4 -kapOokcumar
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JIaHHOC COCTUHCHHUC MOIYYATH MO PCAKIHH MPOMCEKYTOUHOTO coeauHeHua 174 Cramuu 2 (1,5 r, 5,33 MMmoms) ¢ 2-
o6pom-1-(2,6-mudroppernn)sranorom (1,4 r, 5,87 mmoap) ¢ nmpumeHeHHeM (ropuaa Kamus (463 mr, 7,99 MMob) B
cyxom JIM®A (15 M) B COOTBCTCTBHH C MCTOaUKOM, omucanHoi B Ctamuu 4 [IpoMeKyTOUHOTO CoeauHCHUS 1 ¢
nonyuenueM 240 Mr mpoAykra B BUAe aunkoro macia. 'H IMP (300 MI'u, IMCO-dg): 8 1.07 (t, J = 7.5 Tu, 3H),
2.55(q,J =7.2Tm, 2H), 3.10-3.20 (m, 2H), 3.53 (t,J = 6.6 'y, 2H), 3.71 (t, J = 6.6 T'y, 2H), 3.95 (s, 2H), 4.01 (t, J
=6.8Tm, 2H), 5.17 (s, 2H), 6.32 (s, 2H), 7.26 (t, J = 8.7 ', 2H), 7.62-7.69 (m, 1H).

IIpomesxyTouHOE coeauHeHue 176

2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMUHO-3 -MeTHI- 1 -(2-(4-MeTHmAnIe pa3uH- 1 -wm)3tmm)-1 H-mupason-4-

KapOOKCHIAT
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o
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JlaHHOC COCIWHCHHC MOMYHAH MO PCAKIMH MPOMEKY TOUHOTO coeamuacHus 162 Cragmu 2 (1,0 T, 3,74 Mmoms) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (965 mr, 4,11 mmons) ¢ mpumeHeHHEM (ropraa kamia (330 mr, 5,61 MMoIb)
B cyxoM JIM®A (10 M) B COOTBETCTBHH C MCTOANKOH, onmrucanHOH B Ctagun 4 TIpoMe:KyTOUHOTO COCTUHCHHSA 1 ¢
noaydcHHEM 770 Mr mpoaykTa B BHAC Junkoro Macaa.'H SIMP (500 MI'n, IMCO-de): 3 2.11 (s, 3H), 2.16 (s, 3H),
2.29-2.31 (m, 4H), 2.40-2.54 (m, 4H), 2.57 (t, J = 7.0 T'm, 2H), 3.92 (t, J = 6.5 'y, 2H), 5.19 (s, 2H), 6.38 (s, 2H),
7.26 (t,J = 8.5Tn, 2H), 7.64-7.71 (m, 1H); ESI (m/z) 421.96 (M+H)".
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IIpomexxyTouHOE coenuueHue 177
2-(2,4-muroppeHnm)-2 -0KCOITHI S-aMHHO-3-3TH- 1 -ipormi- 1 H-mupaszo n-4-kapOokcumar
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Cragusa 1: Otun 5-amua0-3-31H01- 1 -iponmun-1H-nupaszor-4 -xapOokcuaar
Hannoe coeamHeHue noaydyanu no peakuuu (E)-stun 2-mmaHo-3-3TOKCHIEHT-2-¢Hoata (25,0 r, 127 MMmonb) ¢
MpONHITHAPA3sHHOM (9,5 T, 127 MMOB) C MPUMEHCHHEM N, N-THH30 NpONHI3TUIAMHIHA (44 M1, 245 MMOJIb) B 3TAHOJE
(250 M) B COOTBETCTBHU C METOAWKOM, omucanHoH B Craguu 1 TIpoMeKyTOYHOTO COCAMHCHHA 75 C IMOJIyUYCHHEM
19,0 r mpoaykra B Buae Macna. 'H SIMP (300 MI'y, IMCO-ds): & 0.80 (t, J = 7.2 T, 3H), 1.07 (t, J = 7.8 'y, 3H),
122 (t,J=72Tn, 3H), 1.61 (q,J =7.5Tn, 2H),2.56 (q,J = 72T, 2H), 3.74 (t, J =7.2 T, 2H), 4.13 (q, J =7.2
I'm, 2H), 6.14 (s, 2H).
Cragus 2: 5-amuHo-3-53TH1- 1 -ponimi- 1 H-iupasosi-4-kapOoHOBAs KHCIOTA
JlaHHOE TPOMEKYTOUHOEC COCAMHCHHE MONYYadH HO PEaKUUH THAPOJIH3A CIOKHOrO 3(pHpa IHPOMEXKYTOYHOTO
coequnaeHusa Ctaguu 1 (19,0 1, 84,44 MMOIIB) C IPUMEHEHHEM BOJHOTO PAacTBOpA THApPOkcHAa kamuA (9,5 r, 168,8
MMob B 140 v Boaer) B EtOH (190 M) B COOTBETCTBHE C METOAUKOM, onucanHO# B Ctaxuu 3 TTpoMesKyTOUHOTO
coenuHEHU 1. 3aTeM PaCTBOPUTEITH YIAPUBAIH TPH MOHWKCHHOM JABJICHUH H IOy CHHBIH HCOUHIICHHBIH POy KT
HCTIOJIB30BAJH B CICAYIOIICH CTAIHU.
Cranusa 3: 2-(2.4-auroppeHmn)-2-0kcodTHa 5-aMuHO-3-3TH-1 -mpo - 1 H-mupa3o.1-4 -kapookcunar
JlaHHOE COCTMHCHHE TOJTY YaIH IO PEAKIMU MPOME)Ky TOUHOTO coenuHeHus Ctaguu 2 (2,0 r, 10,15 Mmmoab) ¢ 2-Opom-
1-(2,4-muproppernm)sranonom (2,6 r, 11,17 mmous) ¢ mpumeHeHHEM (Propraa kamis (884 mr, 15,23 MMOJIB) B CyXoM
JIM®A (20 M) B COOTBSTCTBHH C MCTOAMKOW, omucanHo#W B Crammum 4 IIpoMEe)KyTOUHOTO COCOWHCHHA 1 ¢
noaydeHueM 1.4 T mpoaykra B BHAC TBepAoro semectsa. ‘H SIMP (500 MI'n, JIMCO-ds): 8 0.84 (t,J = 7.5 ', 3H),
1.11 (t,J=7.5Tu, 3H), 1.66 (q, J = 7.5 T, 2H), 2.61 (t, J=7.5Tu, 2H), 3.79 (t,J = 7.0 T'w, 2H), 5.34 (s, 2H), 6.29
(s, 2H), 7.26-7.32 (m, 2H), 7.47-7.53 (m, 2H), 7.96-8.03 (m, 2H).

IIpomesxkyTouHOE cocauHCHHE 178

2-(2,6-muropdeHmm)-2-0KCOITHA S-aMHHO-3-3THI- 1 -ipormi- 1 H-mmupa3o n-4-kapOokcuiar

— NH,
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JlaHHOE COeMHEHHUE MOMYYalH 0 PEaKIH MPOMEKyTOUHOTO coeauHeHus 177 Cramguu 2 (2,0 1, 10,15 MMmomms) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (2,6 r, 11,17 mmons) ¢ mpumereHneM ¢ropuaa kamus (884 mr, 15,23 mmob)
B cyxoM JIM®A (20 M) B COOTBETCTBHH C MCTOANKOH, onmucanHOH B Ctaguu 4 TIpoMe:KyTOUHOTO COCTUHCHHSA 1 ¢
nonyuenreM 1,9 r mpoxykra B BHAE TBEPAOro BemecTsa. 'H AMP (500 MI'u, IMCO-d): & 0.83 (t,J = 7.5 'y, 3H),
1.07 (t,J =7.5Tn, 3H), 1.63 (q,J=7.0T'w, 2H), 2.55 (q, / = 8.0 'y, 2H), 3.77 (t,J = 7.0 'y, 2H), 5.19 (s, 2H), 6.28
(s, 2H), 7.26 (t,J = 8.5T', 2H), 7.63-7.71 (m, 1H).
IIpomexxyTouHOE coeauueHue 179
2-(2,6-auprop PpeHIT)-2-0KCOITHI S-aMuHO-3 -3THA-1-(2-(4-3THNmUniepa3us- 1 -wn)stwm)- 1 H-rupazon-4-

KapOOKCHIIAT
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Cragusa 1: Otun 5-amus0-3-31H1-1-(4-3THMTHICpa3HH-1 -11)- 1 H-trpa3o1-4 -kapOokcunar
Jaunnoe coequHe HUE oAy yaau no peakuud (E)-3Tun 2-nuano-3-3ToKCHNeHT-2-eHoarta (6,7 1, 33,92 MMosb) ¢ 1-3Tun-
4-(2-ruapazuaumyrumynunepazuaom (7,0 r, 40,70 MMonb) ¢ mpumeHeHueM N,N-guu3onpommwidTuaamusa (11,70 o,
67,83 mMop) B 3TaHONC (67 MI) B COOTBETCTBHH C METOauKo, omucanHoW B Crammu 1 ITpomeskyTouHOTO
coemuneHus 75 ¢ moydenueM 1,05 r mpoaykra B Buae Macaa. H SIMP (400 MT'u, IMCO-de): 8 0.91-1.21 (m, 6H),
1.25(,J=6.9Tn, 3H), 2.48-2.64 (m, 10H), 2.58 (t, /= 6.9 I', 2H), 3.90-4.15 (m, 4H), 4.17 (t,J = 6.8 ', 2H), 6.27
(s, 2H).
Cragus 2: 5-aMuHO-3 -3THI- 1 -(4-3THmmunepasus-1-un)- 1 H-nupa3o1-4-kapOoHOBas KUCIOTa
JlaHHOE TPOMEKYTOUYHOEC COCAMHCHHE MONYYadH HO PCAKUUH THAPOJIH3A CIOKHOTO 3(pHpa IHPOMEXKYTOYHOTO
coequnaeHusa Craguu 1 (1,00 r, 3,09 MMOIB) C IPHMEHECHHEM BOJHOTO PAcTBOpA ruApokcuaa kamus (346 wmr, 6,18
MMOJb B 2 Ma Boabl) B EtOH (20 M) B COOTBETCTBHH ¢ METOAMKOM, omucaHHOH B Ctaguu 3 ITpoMexyTOUHOTO
coequHeHHA 1. 3aTeM pacTBOPHTENb YNAPHBAIU IPH NOHIDKCHHOM JABICHHH C IIOJYYCHHEM CMECH, KOTOPYIO
HCIIOJIB30BAJH B CICAYIOMIECH CTaaHH.
Cranus 3: 2-(2,6-pudropdheHun)-2-0Kco3THI 5-aMHHO-3-3THI-1-(4-3THmunepa3us-1-uwn)-1H-nupazon-4-
KapOokcuiar
JlaHHOE COCAMHCHHUE TTOTYHAITH IT0 PEAKIMH TPOMEKy TOUHOTO coeauHeHus Craauu 2 (300 mr, 3,06 MMoIIB) € 2-6poM-
1-(2,6-muproppernm)sranorom (863 mr, 3,97 MMOIIB) C MpUMEHEHHEM (pTopHa Kamus (266 mr, 4,59 MMOJITB) B CyXOM
JM®A (9 M1) B COOTBSTCTBHE C MCTOAUKOM, omucanHo# B Ctaauu 4 [TpoME)KyTOYHOTO COCTHHCHU 1 ¢ MOTyYCHHEM
420 Mr mpoAykTa B BUAE TBEpAoro Bemectsa. 'H SIMP (400 MI'u, IMCO-ds): & 0.99 (t, J = 7.2 ', 3H), 1.07 (q. J
=7.6T1, 3H), 2.41-2.6 (m, 10 H), 3.95 (t, J = 6.8 ', 2H), 5.20 (s, 2H), 6.41 (s, 2H), 7.27(t, /= 8.8 ', 2H), 7.68 (q,
J=8.4Tn 1H).

IIpomesxyTouHoe coeauHenue 180
2-(2-xmop¢eHmT)-2-0KCOITHA S-aMUHO-3-3THI-1 ~(2-(4->THmmmne pa3uH-1-wun)3tun)- | H-upa3o1-4-kapOokcunar
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JlaHHOE COCaMHEHHE MOJIYYald O PeaKIyy MPOMEXyToyHoro coeamnaeHusa 179 Craxmu 2 (1,2 1, 4,08 MMoms) ¢ 2-
6pom-1-(2-xnopdpernm)zranonom (1,1 T, 4,89 Mmoms) ¢ npuMeHeHHEM (QTopraa kamus (355 mr, 6,12 MMOIB) B CyXoM
JIM®A (12 M) B COOTBSTCTBHU C MCTOAWKOW, omucanHO#W B Crammum 4 TIpomMekyTouHOTO CcocamHCHHA 1 ¢
noaydeHHEM 615 Mr mpoaykra B Buac xkuakoctd. 'H SIMP (400 MI'n, IMCO-dg): 5 0.89-1.34 (m, 6H), 2.53-2.84 (m,
12H), 2.79 (t, J = 4.8 T, 3H), 4.06 (t, J = 4.4 ', 2H), 5.36 (s, 2H), 6.40 (s, 2H), 7.39 (t, /= 7.6 T', 1H), 7.45-7.48
(m, 2H), 7.65-7.69 (m, 1H).
IpomesxyTouHOE coeunenne 181
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2-(2-¢prop-3-(TpudpTopMe THIT) (PSHIT)-2 -OKCOITHA S-aMUHO-3 -3ThA-1-(3-MopdoamrOTIpOTHN)- 1 H-MImpazon-4--
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Cragua 1: Stun 5-amuHO-3-31101-1-(3-MOpdomuHonporm)- 1 H-nupason-4-kapOokcunar

KapOOKCHIIAT

Jannoe coeauHeHue noay4aau no peakuu (E)-3tun 2-muaHo-3-3TokcuneHr-2-enoara (9,0 r, 45,6 mmoinp) ¢ 4-(3-
rugpasuHIIponmnMopdoauaoM (8,8 T, 54,75 MMoap) ¢ mpuMeHEeHHEM N, N-muu3onponmwrtiiamuaa (15,6 m, 9,12
MMOJIb) B CyxoM 3taHoyic (90 M) B COOTBETCTBHH C MeToamkol, omucanHoil B Cramum 1 I[IpomexyTodHOTO
COCMUHEHHS 75 ¢ MOayueHHEM 5,15 T mpoaykTa B Buae junkoro maciaa. ‘H SAMP (400 MI'a, IMCO-ds): & 1.23 (t, J
=72Tu, 3H), 1.36 (t, J = 7.2 T'y, 3H), 2.00-2.08 (m, 2H), 2.33 (t,J = 6.0 ', 2H), 2.41-2.58 (m, 4H), 2.75 (q, J =
7.6 Ty, 2H),3.78 (t,J =4.8 Ty, 4H ), 3.97 (t, J = 6.0 I'y, 2H), 4.29 (q, J = 7.2 ', 2H), 6.16 (br s, 2H). APCI (m/z)
312 M+H)™".

Cranus 2: 5-amuHO-3-31H71-1-(3-Mopdomumronponm)- 1 H-mipa30-4 -kapOoHOBasA KHCIOTA

JlaHHOEe TPOMEKYTOYHOEC COCAMHCHHE MONYYadH HO PEaKUUH THAPOJIH3A CIOKHOIO 3(pHpa IPOMEXKYTOYHOTO
coenuHenust Craguu 1 (5,1 1, 16,4 MMOJIB) C MPUMECHCHHEM BOJHOTO pacTBopa ruxpokcuaa kamms (1,84 r, 32,89
MMoib B 9,0 M Boasl) B EtOH (50 M) B cooTBeTCTBHE ¢ METOAMKOH, omucaHHO# B Ctamuu 3 [IpoMexyTOUHOTO
coenuHEHU 1. 3aTEM PACTBOPHUTED YIIAPHBAIH C TOCICAYIOMCH COBMECTHOM NEPETOHKOMN C H30TMPONaHoaoM (4 x 25
MJI) C mojaydeHHeM 2,15 r mpoaykra B BHAC JIMIIKOTO MAacja, KOTOPBIM HCMOJB30BAJH HEMOCPCACTBCHHO HA
CICIYIOLICH CTaaHH.

Cramua  3: 2-(2-¢prop-3-(TpudropMeTHI)PCHIT)-2-0KCOITHI  S-aMHHO-3-3THII-1-(3-MopdomuHOmpOoTIT)-1H-
MHPa30I-4-KapOOKCHIAT

JlaHHOE COCTMHCHIE TTOJTY YA IO PEaKIIH MPoMeKy ToUHOTO coenureHus Ctaxuu 2 (1,3 1, 4,0 MMoab) ¢ 2-Opom-1-
(2-(prop-3-(tpudpropmermn)permm)sranorom (1,45 r, 5,0 Mmmonp) ¢ mpumenerneM (ropuma xamas (401 wmr, 6,9
MMOJB) B cyxoM JIM®A (20 mu1) B COOTBCTCTBHH C METOAmMKOH, ommcaHHOH B Crammu 4 ITpomMe:KyTOYHOTO
coenuueHns 1 ¢ moaydyeHueM 730 Mr mpoaykTa B BHAE TBEpAOTO BemecTsa. 'H SAMP (400 MI'u, JIMCO-ds): 8 1.11
(t,J=72Tn,3H), 1.82 (t,J=6.8T1, 2H), 2.25 (t, J=6.8 'y, 2H), 2.28-2.36 (m, 4H), 2.62 (q,J = 7.6 T'wy, 2H), 3.58
(t,J=4.8Tm, 4H), 3.86 (t.J = 6.8 T'm, 2H), 5.39 (s, 2H), 6.34 (s, 2H), 7.60 (t, /=76 T, 1H ), 8.11 (t, J =64 T,
1H), 8.19 (1, J = 6.8 T'u, 1H); APCI (mn/z) 487 (M+H)".

IIpomMeskyTouHOE cocaHHCHHE 182

2-(2,6-muropernT)-2-0kCO3THA S-aMHHO-3-3TH- 1 -(3-MopdommHOnIpommT)- 1 H-nupason-4 -kapdokcunar
N NH O F
2
) jJ
o N
~

JlaHHOE CoeTMHEHHE TIOTYYaId IO PEaKIHH MpoMexyTouHoro coeauaeHns 181 Craauu 2 (900 mr, 3,19 MmMouns) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (825 mr, 3,50 Mmoab) ¢ mpuMeHEHHEM (ropraa kamist (280 mr, 4,78 MMoIb)
B cyxoM JIM®A (20 M) B COOTBETCTBHH C MCTOANKOH, onmucanHO# B Ctaguu 4 TIpoMe:KyTOUHOTO COCTUHCHHUSA 1 ¢

noayuernenm 350 mr npoayxra. 'H SIMP (400 MT'y, CDCL): & 1.19-1.43 (m, 3H), 2.03-2.10 (m, 2H), 2.32-2.46 (m,
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2H), 2.50-2.68 (m, 4H), 2.73 (t,J = 7.2 T, 2H), 3.75-3.90 (m, 4H), 4.01 (t, J = 6.0 T, 2H), 5.22 (s, 1H), 7.01 (1. J
— 8.4 T, 2H), 7.44-7.49 (m, 1H).

IIpomeskyTouHoC cocquHCHHIE 183

2-(2,4-muropperHnt)-2 -0KkCO3THA S-aMHuHO-3-3THI- 1 -(3-MopdommHOnponnt)- 1 H-nupason-4 -xkapdoxcunar

Q’]’%

N g, ©F
2
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JlaHHOE coeTUHEHHE IOy YaId IO PEaKIMu MpoMexyTouHoro coeauneHus 181 Craauu 2 (800 mr, 3,19 mmous) ¢ 2-
6pom-1-(2,4-mudroppernn)sranonom (735 mr, 3,11 Mmoas) ¢ mpumMeHeHHEM (ropraa kamid (250 mr, 4,25 MMoIIb)
B cyxoMm /IM®@A (8 M) B COOTBETCTBHH C METOAMKOH, omucaHHOl B Ctamuu 4 ITpoMeKyTOYHOTO coeauHeHuA 1 ¢
nonyuenreM 395 mr npoaykra. 'H SIMP (400 MI'u, IMCO-ds): 8 1.12 (t, J = 7.2 Ty, 3H), 1.83 (t, J = 6.8 'y, 2H),
225, J=72Tn, 2H), 2.29-2.37 (m, 4H), 2.63 (q,J = 7.6 I', 2H), 3.58 (t,/ = 4.8 'y, 4H), 3.86 (t,J = 6.8 I'ry, 2H),
5.33 (s, 2H), 6.33 (s, 2H), 7.30 (t, J = 8.4 ', 1H), 7.51 (t,J = 6.8 ', 1H), 8.0 (q, J = 6.8 'y, 1H).
IIpomexxyTouHOE cocauHCHHE 184
2~(2-x10peHIT)-2-0KCOITHI S-aMHHO-3 -MeTHI-1-(2-(munepa3us-1-mn)>tun)- 1 H-mupa3on-4 -kapbokcunat

RS
N)'TLO
N NH, O
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Cramusa 1: mpem-0yTuna 4-(2-ruapasdHIIITHI) THNICPA3HH- 1 -KapOOKCHIAT
K mepemermmBacMoMy pacTBOpy mpem-0yTHn 4-(2-xjopstun)nunepasus-1-kapookcmnara (9,7 r, 38,9 Mmons) B
staHoe (25 M) qo6asistmu ruapaszus ruapat (19,5 v, 38,9 MMOIIB), ¥ TOMYUYECHHY O PEAKIHOHHYF0 CMECh HATPEBATH
mpu 60 °C B TeueHme 3 uacoB. PacTBOpuTEnbs ymapWBai M NpPH TOHIKCHHOM [aBICHHHW, Pa30aBIBUIH BOJOH,
SKCTPArHPOBAIH AUSTHIOBBIM d(pupoM (75 M X 4) 1 OpraHUYECKUH SKCTPAKT Cynrmid Hax Na,SO4 1 ymapusamu npu
NOHIKEHHOM JABJIEHHH C MOJIy4YeHHEM 9,6 T IpoaykTa B Bue OecuseTHoro macua. 'H SIMP (400 MI'u, IMCO-ds):
8 1.45 (s, 9H), 2.38-2.45 (m, 4H), 2.52 (t, /= 6.0 'y, 2H), 2.88 (t, /= 6.0 T'w, 2H), 3.04 (br, s, 3H), 3.39-3.69 (m, 4H).
Cramua  2:  mpem-6ytan  4-(2-(5-amuHO-4-(3TOKCHKAPOOHIT)-3 -MeTHI-1 H-mupason- 1 -un)3tin)munepa3nH-1 -
KapOOKCHIAT
Hannoe coequaeHue notyyanu no peakuuu (E)-sTtun 2-muaHo-3-3ToKCHIICHT-2-¢Hoara (8,5 1, 43,7 MMOJb) ¢ mpeim-
OyTun 4-(2-ruapasHHAITAL) IHICPA3HH- | -kapOokcuaarom (mpoMexyTounoe coeauaerne Cramuu 1, 11,7 1, 48,07
MMOJIb) ¢ mpuMeHEeHHEM N, N-auus3onponumytuaamuHa (15 v, 87,4 MMoJIb) B CyX0oM 3TaHOJIE (65 MT) B COOTBETCTBHH
¢ Meroaukoi, ommcanHoi B Cramuu 1 TTpoMeXKyTouHOTO coequHEHHSA 75 C modydeHHeM 13 Mr mpoaykTa B BHIC
sankoro mMacna. 'H AMP (400 MTa, IMCO-de): 8 1.36 (t, J = 7.2 T, 3H), 1.47 (s, 9H), 2.32 (s, 3H), 2.50-2.57 (m,
4H), 2.78 (t,J =4.4T'u, 2H),3.47 (t, J = 48T, 4H), 4.07 (t, /=481, 2H), 428 (q, J=7.2 Ty, 2H), 6.17 (s, 2H).
Cragusa 3: 5-amuHO-1-(2-(4-(mpem-6yTokcuKapOOHUT)TUIIEPa3HH- 1 -nT)3TI)-3 -MeTrin- 1 H-mpason-4 -kapbonosas
KHCTIO0Ta
JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE IOJNYYATH IO PEaKIUH THAPOJHM3Aa CIOXKHOTO 3(pHpa IPOMEKYTOUHOTO
coeauucHuA Cragum 2 (9,5 T, 24,9 MMOJTB) C TPUMCHCHHEM BOJHOTO PACTBOpa rHApOKcHAa Kammd (2,8 T, 49,8 MMomb
B 20 M1 Boger) B EtOH (95 mun) B cooTBEeTCTBHE C MCTOAWKOM, onricaHHOH B Ctaauu 3 TTpoMe:Ky TOUHOTO COCTHHCHUSA

1. 3areM pacTBOpHTEIb YIAPHBAIHM C MOCICAYIOIICH COBMECTHOHW NEPETOHKOH ¢ m3ompomanosoM (4 X 25 mu) ¢
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moTydcHueM 8,7 T NMPOAYKTa B BHAC JIUIKOTO MAacia, KOTOPBIH HCIOIh30BATN HENMOCPEICTBEHHO HA CICAYIOIEH
CTaHH.
Cramua 4. mpem-6ytun  4-(2-(5-amuHO-4-((2-(2-xm0ppeHIT)-2-0KCO3TOKCH)KapOoHIT)-3 -Me - | H-mupason-1-
WI)3THI)IHICPa3HH-1 -kapOoKCHIaT
JlaHHOE CoeTMHEHHUE MOy YAl 10 PEaKIiH MPOMEKy TOUHOTO coeauneHusa Cranuu 3 (8,7 1, 24,6 MMoib) ¢ 2-Opom-
1-2-xnopdenmn)sranorom (6,4 r, 27,07 MmoIip) ¢ mpuMeHESHHEM (ropuaa kamms (2,2 T, 36,92 MMOIB) B CyXOM
JIM®A (85 mur) B COOTBSTCTBHU C MeTOAuKoW, omucanHoil B Cragmm 4 IIpomexyTounoro coeawHeHua 1 ¢
noaydycHueM 8,9 T mpoaykTa B BHAE kuakoctd. 'H SIMP (400 MT'n, JIMCO-de): 3 1.48 (s, 9H), 2.30 (s, 3H), 2.59-
2.64 (m, 4H), 2.87-2.98 (m, 2H), 3.50-3.57 (m, 4H), 4.12-4.17 (m, 2H), 5.35 (s, 2H), 6.31 (s, 2H), 7.27-7.42 (m, 17.45-
7.48 (m, 2H), 7.64-7.69 (m, 1H).
Cragus 5: 2-(2-xa0pPeHnn)-2-0kCO3TII 5-aMUHO-3-MeTHI- 1 -(2-(umepasus- 1 -uwn)atwn) - 1 H-mupazon-4-
KapOOKCHIAT
K nepemenmsaemMoMy pacTeopy npoMe:KyTouHoro coeaquaeHus Craguu 4 (11,3 1, 22,37 MMOJIB) B CyXOM 3THJIALICTATE
(50 mu) mpu O °C mobaBmsum CyX0# HACBHIIICHHBIN PAaCTBOP XJIOPOBOAOPOoAA B Tmiaamerare (200 M) U MOTYyUCHHY O
CMECh NEPEMEIINBAIH IIPH KOMHATHOH TeMIepaType B TCUCHHE HOUYM. PacTBOpHUTENb yIapUBAIH NPH MOHWKCHHOM
JABJICHUY, TOANICIaYHBATH HachIIECHHBIM pacTBopom NaHCOs, skctparuposanu stunaneratoM (150 M x 3) u
00BbeIMHCHHBIC OPraHMIeCKUe CI0H CyInian Hax Na;SOq B yHapuBain ¢ HoyueHHeM 8,9 I mpoAyKTa B BHAE Macia.
H AMP (400 MI'u, IMCO-de): & 2.13 (s, 3H), 2.58-2.67 (m, 6H), 2.98 (t, J = 4.8 T't, 4H), 3.94 (, J = 6.4 ', 2H),
5.31 (s, 2H), 6.37 (s, 2H), 7.47-7.53 (m, 1H), 7.57-7.61 (m, 2H), 7.76-7.80 (m, 1H), 8.12 (br, s, 1H). ESI (m/z) 406
M+H)".

IIpomexxyTouHOe coenuueHue 185
2-(2-(prop-3-(TpupTopMeTHIT) PSHUIT)-2 -OKCOITIIT S-aMUHO-3-MeTHII-1-(2-(4-MeTHamunepa3us- 1-mr)3tum)-1H-

RET e
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MUPa30I-4-KapOOKCHIAT

JlaHHOE COCTMHECHHE MOJIYYald MO PeaKiy MPOMEXyToyHOro coeauuaeHusa 162 Craxmu 2 (1,0 T, 3,74 MMoms) ¢ 2-
opom-1-(2-¢prop-3-(rpudropmerum)perun)sranorom (1,17 r, 4,11 mmous) ¢ mpumeHeHHEM (ropuaa kamist (326 mr,
5,61 mmoms) B cyxom JM®A (10 M) B COOTBETCTBHH C MCTOAMKOM, omucanHoi B Cramuu 4 [TpoMe:KyTOUHOTO
coenuHeHns | B TeYeHME 3 4acoB ¢ moayuenneM 330 Mr npoayKTa B Buae Junkoro Macia. 'H SIMP (500 MI'u, IMCO-
ds): 0 1.98 (s, 3H), 2.17 (s, 3H), 2.21-2.52 (m, 8H), 2.59 (t, J = 8.0 ', 2H), 3.94 (t, J = 6.5 T'y, 2H), 5.38 (s, 2H),
6.39 (s, 2H), 7.59 (t, J = 8.0 T', 2H), 8.10 (t, /=8.0 ', 1H), 8.19 (t, ] = 8.0 'm).
IIpomexxyTouHOE coeanneHue 186
2-(2-¢prop-3-(TpudpTopMeTIIT) (PSHIT)-2 -OKCOITHA S-aMAHO-3 -3THA-1-(2-(4-MeTunmunepasus- 1 -w)31mn)-1H-

mUpasoT-4-kapOoKCHIAT
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JlaHHOE COeqMHEHHE MOJIyYald MO PeakKiu MPOMEXyToyHoro coeaunaeHusa 172 Craxuu 2 (1,8 1, 6,39 MMoms) ¢ 2-
6pom-1-(2-¢prop-3-(rpudropmernm)perum)sranoroM (2,00 r, 7,03 MMoub) ¢ mpuMeHeHHEM (Topuaa kamia (620 mr,
10,67 mmomp) B cyxom JIM®A (20,0 m1) B COOTBSTCTBHH C MeTOAHNKOH, omucanHo# B Ctamun 4 [Tpomesky TOUHOTO
cocnuneHus 1 B TeueHue 4 9acos ¢ noaydcaueM 800 mr mpoaykra. H SIMP (300 MI'n, JIMCO-de): 3 1.10 (t,J = 7.6
I'u, 3H), 2.16 (s, 3H), 2.20-2.65 (m, 12H), 3.95 (t, J = 6.4 'y, 2H), 5.38 (s, 2H), 6.42 (br s, 2H), 7.59 (t, J=7.6 T'ny,
1H), 8.10 (t, J= 6.8 ', 1H), 8.20 (t, J = 6.4 'y, 1H). ESI (m/z) 486 (M+H)".

TIpomesxkyTouHOC cocauHCHIE 187

2-(2,6-auprop PpeHIT)-2-0KCOITHI S-aMUHO-3-3THA- 1 -u3oneHTui-1H-nmupa3on-4 -kapookcuiar
Hey o F
Sy
N NH, O F
H;C Cil,
Cranus 1: Otun 5S-amuHO-3-3THII-1-H30neHTIII- | H-IIupa3on-4-kapbokcuiatr
JanHoe coenuHeHue nonydamu mo peakuun (E)-3tmn 2-muaHo-3-3TOKCHmEHT-2-eHoata (6,0 1, 32,69 MMomb) ¢
H30TMECHTIITHAPA3HHOM (2,9 1, 39,23 MMouIb) ¢ mpuMeHeHHuEM N, N-qum3onponmwiruiamuHa (11,0 Mo, 65,38 MMob)
B UIIC (60 mu) B cooTBeTcTBHH ¢ MeToAmKo#, ommcanHo#W B Craguum 1 ITpoMeXyTOUHOTO coeamHEeHHUs 75 ¢
noaydyerueM 1,61 r mpoaykra B Buae aunkoro mMacaa. 'H SIMP (400 MI'u, IMCO-ds): 8 0.89 (d, J = 6.0 ', 6H),
1.09 (t,J=7.6Tn, 3H), 1.23 (t,J = 7.2 'y, 3H), 1.50-1.54 (m, 2H), 2.50 (br s, 2H), 2.54 (q,J = 7.2 T'y, 2H), 3.82 (t,
J=72Tu, 1H), 415 (q,J = 6.8 T'y, 2H), 6.16 (s, 2H).
Cramusa 2: 5-aMmuHO-3 -3THIT- 1 -u30neHTHI- | H-mrpason-4 -kapOoHOBas KUCTIOTA
JlaHHOE TIPOMEKYTOYHOC COCAMHCHHE MONYYATH IO PEaKUH THAPOJH3Aa CIOXKHOTO 3(pHpa IMPOMEKYTOUHOTO
coenuHenus Cramuu 1 (1,6 1, 6,42 MMOJIb) C MPHMEHCHHEM BOAHOTO pacTBopa ruapoxcuaa kamus (719 mr, 12,85
mmous B 1,0 M Boaer) B EtOH (16 M) B COOTBETCTBHE ¢ MCTOAWKOH, omucaHHOW B Ctamuu 3 [TpomMesKyTOUHOTO
coenuueHns 1 ¢ monyuenueM 1,10 T mpoaykTa B BUIE CEpOBATOro TBepmoro Bemectsa. 'H AMP (400 MI'u, IMCO-
ds): 50.89 (t,J=64Tu, 6H), 1.09 (t,J = 7.6 T'm, 3H), 1.52 (brs, 3H), 2.58 (q, J = 7.60 ', 2H), 3.80 (t, J = 6.8 T'y,
2H), 6.13 (s, 2H), 11.69 (br s, 1H).
Cramus 3: 2-(2,6-muroppeHIT)-2-0KCOITH S-aMUHO-3-3THA-1 -u30oneHTHI-1 H-tHpa301-4-kapOokcuiaT
JlaHHOE COeTMHEHHE MOy YAl 10 PeakKIiy MpoMeKyTouHoTo coeauneHns Craguu 2 (1,1 1, 4,97 MMoib) ¢ 2-Opom-
1-(2.4-nuroppermm)stanonom (1,28 r, 5,47 Mmmop) ¢ mpuMeHSHHEM (propuaa Kamus (432 mr, 7,46 MMOITh) B CyXOM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAWKOW, omucaHHOo#W B Crammm 4 TIpomMekyTouHOTO CcocamHCHHA 1 ¢
noay4ycHUeM 1,25 T IPOAYKTA B BUAC KOPHUHEBOTO OKpameHHOro Macia. 'H SIMP (400 MIu, IMCO-de): 8 0.88 (d,
J=68Tm, 6H), 1.05 (t, J=4.8Tm, 3H), 1.51-1.54 (m, 3H), 2.49 (q, J=7.6 'y, 2H), 3.83 (d,J = 7.2 T'w, 2H), 5.20
(s, 2H), 6.28 (s, 2H), 7.26 (t, J = 8.4 T'y, 2H), 7.65-7.69 (m, 1H).
IIpomesxxyTouHOE coeauHeHue 188

2-(2-xmop¢peHIT)-2-0KCOITHA S-aMUHO-3-3THII-1 -m30meHTII- | H-THpa301-4 -kapOokcumaT
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JlaHHOE COCOMHEHHE TMOJy4YadW IO PEAKIHH S-aMHHO-3-3THII-1-n3omeHTnI-1H-mupa3on-4-kapOoHOBOH KHCIOTHI
(mpomexyTounoe coeauacHue 187 Cramma 2) (1,0 r, 4,52 mmoms) ¢ 2-6pom-1-(2-xnopderun)sranonom (1,16 t, 4,97
MMOJIb) ¢ TmpuMcHEHHEM (ropuma kamsa (394 mr, 6,78 mmomp) B cyxom JM®PA (10,0 Ma) B COOTBETICTBUH C
MeToauKkoH, omucanHod B Cragum 4 TIpomeskyTouHoro coenuHeHus 1 B TeueHue 4 yacoB ¢ modydeHueM 950 mr
npoaykra. 'H SIMP (400 MTu, IMCO-ds): 3 0.90 (d, J = 6.0 T, 6H), 1.05-1.09 (m, 3H), 1.49-1.51 (m, 2H), 2.49-
2.51 (m, 3H), 3.83 (t,J = 7.2 I'n, 2H), 5.31 (s, 2H), 6.28 (s, 2H), 7.50-7.56 (m, 1H), 7.58-7.60 (m, 2H), 7.79 (t, J =
1.2 T'y, 1H).

IIpomexxyTouHOE coearueHue 189
2-(2,6-muroppeHmT)-2 -0KCOITHI S-aMHHO-3-(METOKCHMETHN)- 1 -iponiui-1H-nupaszon-4-kapookcuiar

Cranus 1: 5-amuHO-3-(MeTOKcHMeTH)- 1 -ipornii-1H-nmupa3on-4-kapOOHUTPUIT

JlaHHOE COCIUMHEHHE MOMYHaId MO peakiuu 2-(1,2-TuMeTOKCHATIIIMACH)MaJOHOHUTpUaa (8,2 1, 53,96 MMomb) ¢
npormuaruapazuHoM (4,0 1, 53,96 MMous) ¢ npumeHeHHeM N, N-muusonpomwmTwiamusa (18,6 miu, 107,9 MMoms) B
cyxoM 3T1aHoJie (80 MIJI) B COOTBETCTBHHU C METOAMKOMH, onmrcaHHO# B Ctaauu 1 [IpoMexyTOUHOTO COSTUHCHHS 75 C
noaydyerueM 7,30 T mpoayKTa B BHAE MHIKOro Macaa. 'H SIMP (400 MI'u, IMCO-ds): & 0.81 (t,J = 7.6 ', 3H), 3.21
(d,J=3.2Tu, 3H), 3.33 (s, 2H), 3.80 (t,J = 7.20 'y, 2H), 4.21 (s, 2H), 6.75 (s, 2H); ESI (m/z) 195 (M+H)".
Cranus 2: 5-amuHO-3 -(MeTOKCHMETHT)-1 -nipo -1 H-nupason-4 -kapOoHOBAst KHCIOTA

CycneH3uro mpoMexxyTouHoro coeauaceHua Cramum 1 (7,3 1, 37,62 mMop) u ruapokcuaa Hatpus (9.0 r, 2257
MMOJb) B Bozae (90 mur) wHarpesanu npu 90 °C B Teuenne 72 yacoB. CMeCh OXJIaKAANH 10 KOMHATHOH TEMIIEpaTy pbl
u nogkucasimu 1 H mumonso#t xucnoroit 7o pH 2-3. Boasslit ciioif skcTparuposaiy stuianeraroMm (75 ma x 2) u
OpraHuyecKuii CIo# cymmian Hax OC3BOIHBIM CyIb(aToM HaTpus. PacTBop ynapuBaau npy MOHHKCHHOM JABICHHU
¢ MONyYCHHEM 3,8 T MPOAYKTA B BHAE TBepAOro Bemectsa. H SIMP (400 MI'n, IMCO-de): 3 0.82 (t, J = 4.40 I'm,
3H), 1.63-1.68 (m, 2H), 3.18 (d, J = 5.20 'y, 3H), 3.79 (t, J = 7.20 ', 2H), 4.35 (s, 2H), 6.21 (s, 2H), 11.91 (brs,
1H).

Cramus 3: 2-(2,6-muroppeHmT)-2-0KCOITHI S-aMIUHO-3 -(METOKCHMETHIT) - | -ipomit- | H-mmupason-4-kapOokcuiaT
JlaHHOE COeTMHEHHE MOy YAl 10 PEaKIiH MpoMeKyTouHOTO coeauneHns Cranuu 2 (1,8 1, 8,45 Mmoim) ¢ 2-Opom-
1-(2,4-muproppernm)sranonom (2,2 T, 9,29 mmob) ¢ mpuMeHeHHEM (ropuaa kamws (735 mr, 12,67 MMOIB) B CyXoM
JIM®A (20 M) B COOTBSTCTBHU C MCTOAWKOW, omucaHHo# B Crammu 4 TIpomMekyTouHOTO cocamHCHHA 1 ¢
nonyyeHueM 2,2 T IPOLYKTA B BHIE TBEPAOro BemecTsa. 'H AMP (400 MI'u, IMCO-d): & 0.84 (t,J = 7.2 Ty, 3H),
1.14-1.69 (m, 2H), 3.17 (d, J=5.2 T, 3H), 3.84 (t, ] = 6.8 'y, 2H), 4.32 (s, 2H), 5.21 (s, 2H), 6.37 (s, 2H), 7.24 (t, J
= 8.4 T, 2H), 7.66-7.740 (m, 1H).

IIpomexxyTouHOEe coeanueHue 190
2-(2,6-muropheHnT)-2 -0KCOITHA S-aMHHO- | -TimKI0TponH-3 -(MeToKCHMeTH) - | H-nirpaszon-4-kapOokcunar
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Cragus 1: 5-amus0-1 -tiIKIO MpoTH-3 -(MeTOKCHMETIN) -1 H-ntrpa3or-4 -xkapOoHAUTPHIT
JanHoe coenMHEHHE MOAy4aau mo peakumu 2-(1,2-aumMeToKCHITHIHACH)MaToHOHUTpHaa (8,0 1, 52,59 MMomb) ¢
LUKJIONMpONUITHAPa3uHoM (6,85 1, 63,06 mmonb) ¢ mpuMeHeHHEM N, N-muusonponwmtuiamMuaa (18,0 mu, 105
MMOJIb) B CyXOM 3TaHoJi¢ (83 M) B COOTBETCTBHH C MeToamkoi, ommcanuoil B Cramum 1 I[IpomexyTO4HOTO
coemuHeHHs 75 ¢ momy4yenueM 4,9 T mpoaykTa B BEAC aunkoro Macia. H SIMP (400 MI'y, CDCls): & 1.13-1.15 (m,
2), 1.68-1.70 (m, 2H), 3.10-3.12 (m, 1H), 3.44 (s, 3H), 4.39 (s, 2H), 4.60-4.70 (brs, 2H).
Cragusa 2: 5-amuHO-1 -miuKIomponii-3-(MeTokcumetwn) -1 H-mupa3zon-4-kapOoHOBas KUCIOTa
JlaHHOE COCAMHECHME MOJNY4Yal H IO PEeakuuH MpoMekyTouHoro coeauHeHmsa Cramum 1 (4.9 1, 2549 mMous) ¢
rugpokcumIoM Harpus (6,19 r, 152,9 mmous) B Boae (50 Mur) B COOTBETCTBHH C METOAMKOH, omucanuoi B Craauu 2
TIpoMeKyTOYHOTO COeAMHEHUA 96 ¢ mojyueHueM 2,1 T mpoaykra B Buae TBepaoro sermectsa. 'H IMP (400 MI'w,
JIMCO-ds): 8 0.95-0.96 (m, 4H), 3.22-3.31 (m, 1H), 3.32 (s, 3H), 4.32 (s, 2H), 6.21 (s, 2H), 11.94 (br s, 1H).
Cragus 3: 2-(2,6-guroppeHmn)-2-0kCoOITHA 5-aMHUHO- 1 -nuKTonponmi-3 -(MeTokcumeT)- | H-mmupa3zon-4 -
KapOoKcHIarT
JlaHHOE CoeMMHEHHE MOy YAt II0 PEAKIUH IPOMEXy ToUHOTo coeauneHua Cramuu 2 (2,1 1, 9,94 MMoIb) ¢ 2-6pom-
1-(2,6-muproppennmsranonom (2,57 r, 10,33 mmoib) ¢ mpumeHeHHeM (propuaa kamus (866 mr, 14,91 Mmoms) B
cyxoMm IM®A (20 M) B COOTBETCTBHH C METOAMKOM, omucanHoi B Crazuu 4 TTpoMe)KyTOUHOTO COSIUHCHHS 1 C
nosyuenuemM 1,12 r npoayxra B Buae TBepaoro semectsa. 'H SIMP (400 MI', IMCO-ds): & 0.93-0.98 (m, 4H), 3.28-
3.30 (m, 1H), 3.33 (s, 3H), 4.30 (s, 2H), 5.21 (s, 2H), 6.39 (s, 2H), 7.27 (td, J1 = 2.0 Ty, J» = 8.8 'y, 2H), 7.66-7.698
(m, 1H).
IIpomesxyTouHOE coenuHenue 191

2-(2,6-auprop PeHIT)-2-0KCOITHI S-aMuHO-1-(2-(2,2-1uMeTHII-3 -0KCOMO PO JIHO ) 3THIT) -3 -3THi- | H-miupazo1-4-

KapOOKCHIAT

Cramusa 1: Otun 5-amua0-1-(2-(2,2-mumMeTi-3-0kcoMopPomuHO ) 3THI) -3-3TI-1 H -mipa3o -4 -kapOokcuiaT
JanHoe coeAMHEHHE MOayJaIu o peakiun 2-(1,2-numeTokcustunuacH)Maaonouutpunia (7,7 r, 41,9 mMous) ¢ 4-(2-
THAPASHHWITIN)-2, 2-quMmeTiMopomme-3-o50M (9,5 1, 5035 wMmomp) ¢ mpumcHCHHEM N, V-
auuzonponuiasTunamMusa (14,4 mu, 83,9 MMOIB) B CyXoM 3TaHoJiE (77 MIT) B COOTBETCTBUU C METOAUKOHN, OMMUCAHHON
B Ctamuu 1 TIpOMEKYTOYHOTO COCMHEHHS 75 ¢ monyyeHueM 2,74 T poAyKTa B BHZIE JUKOTo Macia. H SIMP (400
MI'a, AMCO-de): 6 1.10 (t, J = 7.6 T'w, 3H), 1.23-1.26 (m, 9H), 2.59 (q, J = 7.2 T'w, 2H), 3.07 (t, J = 5.2 T, 2H),
351 t,J=60Tn, 2H), 3.67 (t, J =48Tu, 2H), 402 (t, J=56T1, 2H ), 4.15 (q, J = 7.2 'y, 2H), 6.22 (s, 2H);
APCI (m/z) 312 M+H)".

Cragumsa 2: S-amunO-1-(2-(2,2-auMeTHIT-3-0KCOMOP(POTHHO ) 3TH)-3-3THA- | H-mpa3onr-4-xapOoHOBAsA KHCIOTA
JlaHHOE TIPOMEKYTOYHOE COCAWHCHHE NOJNYYATH IO PEaKIUH THAPOJM3Aa CIOKHOTO 3(Hpa IPOMEKYTOUHOTO

coequucHua Crammu 1 (3,0 1, 8,90 MMOJIB) ¢ MPHMEHCHIEM BOTHOTO pacTBOpa ruapokcuaa kamms (1,99 r, 35,6 mmomb
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B 6,0 My Bozsr) B EtOH (30 MiT) B COOTBETCTBHY ¢ MCTOANKOH, ommcaHHO#H B Ctagun 3 TIpoMe:Ky TOUHOTO COCTHHCHUSA
1 c monyueHHEM 2,4 T HEOUHINCHHOTO POy KTA, KOTOPBIH HCTIOJIB30BAIH B CIICAYIOIICH CTaIuu O3 JOMMOTHUTEIBHOH
OYHCTKH.
Cragus 3: 2-(2,6-muropheHinT)-2-0Kkco3THn S-aMuHO-1-(2-(2,2-1uMe THII-3 -0KCOMOP(OTHHO ) 3THT)-3-3THT- | H-
mUpasor-4-kapOoKcHIaT
JlaHHOE COETMHCHHE MOy YaIH IO PEAKIMU MPOMEKy TOUHOT0 coenuHeHus Ctaqnu 2 (2,37 1, 7,66 MMob) ¢ 2-Opom-
1-(2,6-mudroppenumsranonom (667 mr, 11,50 mmons) c mprmeHeHHEM (ropuaa kamus (1,98 r, 8,43 MMoIIb) B CyXoM
JIM®A (25 mu) B COOTBSTCTBHU C MeTOAauKoW, omucanHoil B Cragmu 4 IIpomexyTouHoro coeauwHeHua 1 ¢
nonyuenreM 1,02 r mpoaykTa B Buae TBepaoro semectsa. 'H IMP (400 MI'u, IMCO-ds): 31.08 (t, J = 7.6 T'u, 3H),
1.23 (s, 6H), 2.54 (q,J=7.6 'y, 2H), 3.08 (t, /= 4.8 T'w, 2H), 3.52 (t,J = 5.6 'y, 2H), 3.67 (t,J = 5.2 ', 2H), 4.03
(t,J =5.6Tn, 2H), 5.20 (s, 2H), 6.35 (s, 2H), 7.23-7.29 (m, 2H), 7.64-7.71 (m, 1H).

IpomexyTouHOE coeuneHue 192
2-(2,6-auprop PpeHIT)-2-0KCOITHI S-aMuHO- 1 -MeTHa-3-(1-(MeTHICY Ib(POHWT)MUNCPHAUH-4-11)- | H-Tpa3zon-4-

KapOOKCHIAT

Q

H3C'S=O
N
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Cranus 1: 5-amusO0-1-Metnn-3-(1-(MeTwicy b(poHIT) TUIepu A H-4 -11)- 1 H-1iipasou1-4 -kapOOHUTPU T
Jannoe COCAUHCHHUC MOy Ya T o peaximu 2-(metokcu(1-(MeTuncy ib(po HIT) MUTICPUAHH-4 -
WI)MCTHICH)MaToHOHHTPHIA (4,7 T, 0,017 Mo1B) ¢ cyIb(haTom MeTHarHApa3uHa (2,52 1, 0,017 MOJTb) C MPHMCHCHHEM
N, N-pumzonpormumtuiamuHa (6,0 M, 0,034 mMoaps) B cyxoM 3Tanojde (50 mMu1) B COOTBETCTBHHM C METOTHKOM,
ommcanHo# B Ctamnu 1 TIpomexyTouHOTO coequueHus 75 ¢ modyueHueM 1,83 r mpoaykra B BHAC JHIIKOTO MAcla.
H AMP (400 MI'u, IMCO-de): 8 1.62-1.72 (m, 2H), 1.89-1.93 (m, 2H), 2.60-2.67 (m, 1H), 2.78-2.87 (m, 2H), 2.92
(s, 3H), 3.47 (s, 3H), 3.52-3.61 (m, 2H), 6.52 (s, 2H).
Cramusa 2: S-amunO-1-MeTH-3 -(1-(MeTHCY 160 HILT) muniepu AuH-4-11)- | H-muapason-4-kapOoHOBAs KHCIO0TA
JlaHHOE COoeIWHEHWE MONYYad MO PEakiuu mpoMexyTouHoro coexuueHms Crammum 1 (1,9 1, 6,70 mMmons) ¢
rugpokcuaoM Harpus (1,60 r, 40,23 mvoump) B Boae (20 Mir) B COOTBESTCTBHH C MCTOAHMKOM, omucanHoi B Ctaauu 2
TIpoMEKYTOMHOTO COCTUHCHHS 96 ¢ moayucHueM 1,37 r mpoaykTa B BHAC TBepaoro semectsa.'H SIMP (300 MIm,
JIMCO-ds): 5 1.63-1.67 (m, 2H), 1.91-1.99 (m, 2H), 2.48 (s, 2H), 2.86 (s, 3H), 3.17-3.84 (m, 6H), 6.08-6.15 (br s,
2H), 11.78-12.00 (br s, 1H).
Cramua 3. 2-(2,6-mudpropdeHmn)-2-0kcodTun  S-amuHO-1-MeTH-3-(1-(MeTrncy nb(oHmT) munepuanH-4 -1mm)- 1 H-
mUpasoT-4-kapOoKCHIAT
JlaHHOE COeTMHEHHE MOyl 10 PeaKIH MpoMeKyTouHOTo coeamuaeHnsa Cramuu 2 (1,3 1, 4,29 MMmo1b) ¢ 2-Opom-
1-(2,4-nuroppermmm)stanorom (1,11 r, 4,72 mmonp) ¢ mpumeHeHHEM (propuaa kKamus (374 mr, 6,44 MMOITb) B CyXOM
JIM®A (10 M) B COOTBSTCTBHH C MCTOAWKOW, omucaHHo# B Crammum 4 TIpomMekyTouHOTO CcocamHCHHA 1 ¢
noxy4ycaueM 1,06 r mpoaykra B BUAC TBepaoro semectsa. 'H SIMP (400 MI'n, IMCO-ds): 3 1.57-1.61 (m, 2H), 1.89-
1.99 (m, 2H), 2.71-2.77 (m, 2H), 2.87 (s, 3H), 2.98-3.34 (m, 1H), 3.50 (s, 3H), 3.58-3.61 (m, 2H), 5.20 (s, 2H), 6.32
(s, 2H), 7.28 (t,J = 0.8 ', 2H), 7.67-7.71 (m, 1H).

IIpomesxxyTouHOE coenuHeHne 193
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2-(2,6-auprop PpeHmIT)-2-0KCOITHA S-aMuHO- 1 -k Tonponwa-3 -(1-(MeTHICY 1b(po HUT) munepuanH-4-m1) - 1 H-

mUpasoi-4-kapOoKCHIAT

Cragusa 1: 5-amuHo-1 -nuknonpomn-3-(1-(Meruncy ab(poHum) munepuauH-4-mw) -1 H-nmupazon-4-kapOoHHTpUIT
Jannoe COCIMHCHUE MOy Ya i mno peaxuuu 2-(meroxcu(1-(MeTuicy (O HIWT) THICPUIHH-4 -
umMeTuiacH)MaaoHouuTpuaa (4,0 r, 0,014 MoJb) ¢ THAPOXIOPUAOM HUKIONponHArHapasuHa (2,14 r, 0,014 moup) ¢
npuMeHeHueM N, N-puusonponmwistuiamusa (5,1 mu, 0,029 moas) B cyxom 3taHosie (40 Ma) B COOTBETCTBUH C
MetoaukoH, omucanHoit B Craauu 1 IIpomexyTounoro coeauHeHus 75 ¢ moiayucHueM 1,41 r mpoaykra B BHAC
mamkoro mMacna. 'H SIMP (400 MI'y, IMCO-ds): 8 0.93-0.96 (m, 4H), 1.62-1.87 (m, 2H), 1.87-1.93 (m, 2H), 2.59-
2.65 (m, 1H), 2.77-2.86 (m, 3H), 3.13-3.20 (m, 1H), 3.33-3.46 (m, 2H), 3.61 (d, J = 10.0 'y, 2H), 6.60 (s, 2H).
Cragus 2: S-amuHO- 1 -nmkionponii-3 -(1-(meruncy abpouun)munepu aua-4-mm)- | H-mupazo1-4 -kapOoHOBas KHCIIOTA
JaHHOEe coeAMHEHHE IOJyYadH IO PEakUuH MpoMeskyTouHoro coeauneHua Cramumm 1 (1,4 1, 4,520 MMomb) C
ruapokcuaoM Hatpus (1,08 1, 27,14 mmoup) B Boae (15 Mi1) B COOTBETCTBHH ¢ METOAMKOM, omucaHHO# B Ctaquu 2
TTpOMEKYTOMHOTO COEMHEHHS 96 ¢ mosyueHHeM 430 MT MpoAyKTa B BHAE TBEpAOTO BemecTsa. 'H AMP (300 MI ',
JIMCO-de): 5 0.93-1.17 (m, 4H), 1.57-1.66 (m, 2H), 1.89-1.99 (m, 2H), 2.72-3.35 (m, 7H), 3.57 (d, J = 11.6 'y, 2H),
6.10-6.16 (brs, 2H), 11.76-11.92 (br s, 1H).

Cranus 3: 2-(2,6-auroppeHmm)-2-0kCodTHA 5-aMuHO- 1 -nukTonponwi-3 -(1 -(MEeTHIICY b (DO HUIT) TN CPH INH-4 - LT) -
1H-mapa3zon-4-kapOokcuiaT

JlaHHOE COCAMHCHHE TIOTYHAITH IT0 PEAKIMH MPOMEKY TOUHOTO coeauHeHus Craanu 2 (420 mr, 1,27 MmMoutp) ¢ 2-0pom-
1-(2,4-muproppernmysranonom (330 mr, 1,40 mmoms) ¢ mpumeHeHHEM (propuaa kamus (112 mr, 1,91 MMOITB) B CyXoM
JIM®A (10 mm) B COOTBSTCTBHH ¢ METOAuKOW, omucanHoW B Crammu 4 TIpoMekyTOUHOTO cocauHCHHA 1 ¢
noaydeHueM 420 Mr mpodykTa B BHAE TBepaoro semectra. ‘H SIMP (400 MI'u, IMCO-ds): 8 0.96-0.98 (m, 4H),
1.54-1.87 (m, 2H), 1.89-1.91 (m, 2H), 2.70-2.99 (m, 5H), 3.16-3.20 (m, 2H), 3.45 (d, J = 11.6 ', 2H), 5.20 (s, 2H),
6.35(s,2H), 725 (t, J =84 'y, 2H), 7.65-7.72 (m, 1H).

IIpomMeskvTouHOE cocnuHcHUE 194

2-(2-(2,4-madropdheHnT)THAZ0T-5-1T)-2-0KCOITIIT S-aMHHO-3 -3THII- 1 -MeTHn- 1 H-nupason-4-kapbokcumar

NS ’Y[N
) F
He Tk

JlaHHOE COEAMHCHME TOJIYYalIH 10 PEaKIIH MPOMEXyTouHOTo coexuueHut 55 Cramunm 2 (880 mr, 5,71 Mmoms) ¢ 2-
6pom-1-(2-(2,4-muropdenmn)Trazon-S-umtaHoHoM (2,0 T, 6,28 MMOIIB) C TpEMEHEHHEM (ropraa Kamus (497 wmr,
8,56 mmoms) B cyxom JM®A (10 M) B COOTBETCTBHH C MCTOAMKOM, omucanHoW B Cramuu 4 [TpoMe:KyTOUHOTO
coenuueHns 1 ¢ monmyuenuem 1,81 r mpoaykra B Buae TBepaoro semectsa. 'H SIMP (400 MI'u, IMCO-d): 8 1.12 (t,
J=76Tu,3H),2.61(q,J=7.6T1, 2H), 3.49 (s, 3H), 5.48 (s, 2H), 6.30 (s, 2H), 7.34 (t, J = 2.4 'y, 1H), 7.58-7.63
(m, 1H), 8.37 (q,J =2.4 T, 1H ), 8.92 (s, 1H); ESI (m/z) 407 (M+H)".
IIpomexxyTouHOEe coenuueHue 195
2-(2,6-aurop PeHILT)-2 -0KCOITHI S-aMUHO-3 -(METOKCHMETHT)- 1 -MeTHIT- 1 H-1iHpaso 1-4-kapOokcuiar
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JlaHHOE coeTMHEHHE TIOTYYaId IO PEaKIMy MpoMexyTouHoro coeaunaeHns 107 Craauu 2 (490 mr, 2,64 MMoub) C 2-
opom-1-(2,6-muproppermm)stanoHoM (746 mr, 3,17 MMOIs) ¢ mpuMeHEHHEM (ropuaa kamms (230 mr, 3,96 MMOITB)
B cyxoM JIM®A (10 M) B COOTBETCTBHH C METOANKOH, ormucanHO# B Ctagun 4 TIpoMe:KyTOUHOTO COeTUHCHUA 1 C
noxydycHueM 310 Mr mpoaykra B BHAE TBEporo eemectra. 'H SIMP (400 MI'n, IMCO-ds): & 3.21 (s, 3H), 3.52 (s,
3H), 4.32 (s, 2H), 5.21 (s, 2H), 6.34 (s, 2H), 7.26 (t,J = 8.8 'y, 2H), 7.65-7.70 (m, 1H).

IIpomexyTouHoe coequnenue 196
2-(2,6-aurop PpeHIT)-2-0KCOITHI S-aMuHO- 1 -MeTHa-3-(TeTparuapo-2H-mupan-4-un)-1H-mupa3o1-4-kapOokcuiatr

HsC
Cranus 1: 5-amuHO-1-MeTni-3 ~(terparuapo-2H-nupas-4-mn)- 1 H-nupa3on-4 -kapOo HUTpHI
JlaHHOE COeMHCHHE IOy YAl 0 Peakuuy 2-(MeTOKCH(TeTparuapo-2H-nupas-4-1)MEeTHICH)MaTOHOHUTpUAA (4,6
T, 23,95 MMout) ¢ cys(paTom MeTmirHapasusa (3,7 r, 23,95 MMoIb) ¢ IpHMEHEHHEM N, N-THH30TPOTHI3THIAMAHA
(8,3 ma, 47,9 mMonp) B cyxoMm sTaHoie (50 MiI) B COOTBSTCTBHH C MeTOAumKkoi, ommcanmnod B Crammm 1
TTpOMEKYTOUHOTO COETMHEHHS 75 ¢ momyueHneM 2,81 r mpoayKTa B BHAE *EJITOro TBepHoro semectsa. 'H SIMP
(400 MI'u, IMCO-d¢): 8 1.42-1.73 (m, 4H), 2.71-2.77 (m, 1H), 3.21-3.46 (m, 5H), 3.86-3.90 (m, 2H), 6.47 (s, 2H).
Cragus 2: 5-amuHO-1-MeTHA-3 ~(TeTparuapo-2H-mupas-4-mm)-1H-nupazon-4 -kapOOHOBas KHCJIOTA
JaHHOE COCOMHCHHE MOJNYYal H MO PEeaKnuH MpoMekyTouHoro coeawHenms Crammm 1 (2,8 r, 13,59 mmoms) ¢
ruapokcuaoM Hatpus (3.3 T, 81,54 mMop) B Boae (33 MJI) B COOTBETCTBHH ¢ MCTOIUKOH, omucanHO# B Ctagum 2
TIpoMEKyTOIHOTO COeAHHEHIA 96 ¢ modydeHreM 1,30 T mpoaykra B BUAE 6¢10r0 TBepAoro emectsa. 'H SIMP (300
MTI, IMCO-ds): & 1.57-1.70 (m, 4H), 2.55-2.67 (m, 1H), 3.11-3.32 (m, 2H), 3.52 (s, 3H), 3.88-3.89 (m, 2H), 6.13
(s, 2H), 11.91-11.94 (br s, 1H).
Cramus 3: 2-(2,6-nuroppeHmn)-2-0KCOITHI S-aMUHO- 1 -MeTHI-3 ~(TeTparuapo-2H -mupan-4-um)-1H-mapason-4-
KapOOKCHIAT
JlaHHOE COCAMHECHHUE ITOTYYAITH IT0 PEAKIHH IPOMEKY TOUHOTO coeauHeHns Craamu 2 (660 mr, 2,93 MMoutp) ¢ 2-Opom-
1-(2,6-mudroppermmsranonom (758 mr, 3,22 MMOIIB) C TpUMEHEHHEM (propuaa kamus (255 mr, 4,39 MMOITB) B CyXoM
JIM®A (7,0 M) B COOTBSTCTBHU ¢ MeToamkoi, ommcanuoii B Crammm 4 TIpomexyTouHOro coeamHcHHS 1 ¢
nonyueHreM 503 MI MPOAYKTa B BHAE JHIIKOTO TBEPAOro BemecTsa. 'H SIMP (400 MI'u, IMCO-ds): 8 1.57-1.70 (m,
4H), 3.08-3.15 (m, 1H), 3.17 (d, /= 5.2 'y, 2H), 3.35 (s, 3H), 3.85-3.88 (m, 2H), 5.19 (s, 2H), 6.30 (s, 2H), 7.24-7.28
(m, 2H), 7.65-7.69 (m, 1H).

IIpomesxxyTouHO€E coeauHeHue 197

2-(2,6-aurop PeHIT)-2-0KCOITHI S-aMuHO- | -k Tonponmi-3 -(TeTparuapo-2H -upan-4 -um)-1H-mapason-4-

KapOOKCHIAT
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Cranusa 1: 5-amuHO-1 -nimkmonponini-3 -(terparuapo-2H-mupas-4-mm)- 1 H-nupaso -4 -xkapOoHUTp I
JlaHHOE coenMHEHHE MOy YAl 0 Peakuuu 2-(METOKCH(TeTparuapo-2H-nupan-4-1wi)MeTHICH)MaaoHOHUTpUAA (4,0
r, 20,83 MMOmB) C THAPOXJIOPHAOM LHKIonpommaruapasuHa (3,0 r, 20,83 mmonb) ¢ mpuMeHeHHEM N, N-
auuzonponuidrunamMusa (7,2 mia, 41,66 MM0JIb) B CyXoM 3TaHoJie (40 MJT) B COOTBETCTBUHU C METOAUKOMN, OMTUCAHHON
B Craguu 1 ITpoMe:XyTOUHOTO coeauHEHUS 75 ¢ moiayueHueM 2,31 T mpoayKTa B BH/C >KSITOTO TBEPIOTO BEINECTBA.
H AMP (400 MT ', AMCO-d): 8 0.90-1.0 (m, 4H), 1.49-1.70 (m, 4H), 2.70-2.73 (m, 1H), 3.13-3.40 (m, 3H), 3.85-
3.90 (m, 2H), 6.56 (s, 2H); ESI (m/z) 233 (M+H)".
Cragusa 2: S-amuHO-1 -tiknomponii-3-(terparuapo-2H-mupan-4-um)-1H-npa301-4-xkapOoHOBAsA KHCIOTA
JlaHHOE coeTMHEHHE TIOTYYaId IO PEAKIHU IMPOMEKyTouHOoTo coenuneHus Craquu 1 (2,0 1, 8,62 MMoIIB) ©
rugpokcumoM Hatpus (2,06 1, 51,72 mmoms) B Boae (20 MIT) B COOTBETCTBHE C MCTOUKOM, onucanHoit B Craauu 2
TTpoMeKyTOYHOTO coeauHeHUS 96 ¢ moay4eHueM 1,07 r mpoaykra B BHAC OJICTHO-KENTOrO TBEPAOTO BerecTsa. 'H
AMP (300 MI', JIMCO-ds): 8 0.90-1.0 (m, 4H), 1.61-1.91 (m, 4H), 3.12-3.17 (m, 1H), 3.28-3.44 (m, 2H), 3.82-
3.88 (m, 2H), 12.16 (br s, 2H); ESI (m/2) 251 (M+H)".
Crazgus 3: 2-(2,6-nuproppeHu)-2-0KCO3THI S-aMUHO- 1 -iiuxionponui-3-(tetparuapo-2H-mupas-4 -um)-1H-
mpasoi-4-kapooKcuaar
JlaHHOE cCoeAMHEHNE TOJIYYAH IT0 PEaKIHU IIPOMEXy TOUHOTO coeauHeHua Craauu 2 (500 mr, 1,99 MmMou1b) ¢ 2-6poM-
1-(2,6-mudpropdermm)sranorom (561 mr, 2,39 MMoIIb) ¢ mpEMEeHEHHEM (pTopHIa Kamus (173 mr, 2,98 MMOJIb) B CyXOM
JIM®A (5,0 ma) B cOOTBETCTBHH C MeToaukod, ommcanHOH B Craguum 4 TIpomMexyTOUHOTO coeauHeHHS 1 C
HOJTy4eHHEM 551 Mr Ipoaykra B BHAE kopHuHeBoro macia. 'H SIMP (400 MI'u, IMCO-de): 3 0.91-0.96 (m, 4H),
1.56-1.65 (m, 4H), 3.06-3.19 (m, 2H), 3.28-3.33 (m, 2H), 3.84-3.87 (m, 2H), 5.19 (s, 2H), 6.32 (s, 2H), 7.26 (dt, J; =
2.0Tm,J>=104Tn, 2H), 7.64-7.71 (m, 1H); ESI (m/z) 406 M+H)".

IIpomexxyTouHOe coeamueHue 198
2-(2-xm0p¢eHIT)-2-0KCOITHI S-aMUHO- 1 -MeTHII-3 <(TeTparuapo-2H-mupan-4 -u)- 1 /-mapazon-4-kapOoKCHIAT

HsC
JlaHHOE COCOMHEHHE TMOJYYadW IO PEAKIHH S-aMHHO-3-3THII-1-n3omeHTnI-1H-mupa3on-4-kapOoHOBOH KHCIOTHI
(mpomexyTouHoe cocnuacHIE 196 Crammsa 2) (810 mr, 3,60 mMons) ¢ 2-0pom-1-(2-xmopdermn)sranoroM (930 mr,
3,96 mMomp) ¢ mpuMeHCHHEM (propuaa kamua (315 mr, 5.4 mmoine) B cyxom JIM®PA (10,0 M) B COOTBETCTBHH C
MeToaunkol, omrcanHoW B Cramuu 4 [IpoMeKyTOUHOTO coeauHCHHA | B TCucHHWE 4 w4acoB ¢ moayucHHEM 850 Mr
NPOAYKTA B BHIE JHIKOTO TBEPHOro Bemectsa. 'H SIMP (400 MI'y, IMCO-de): & 1.58-1.71 (m, 4H), 3.08-3.14 (m,
1H), 3.30-3.49 (m, 2H), 3.51 (s, 3H), 3.85-3.88 (m, 2H), 5.31 (s, 2H), 6.30 (s, 2H), 7.47-7.51 (m, 1H), 7.58-7.59 (m,
2H), 7.68-7.79 (m, 1H).

IIpomesxxyTouHOE coeauHeHue 199

2-(2-xmopQeHm)-2-0KCOITHA S-aMUHO- | -MeTh-3 -(1-(MeTHACY b (poHIT) THTIe pyu AWH-4 -1T)- | H-rupason-4-

KapOOKCHIIAT
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HsC

JlaHHOE coeTMHEHHE IOy YaId IO PEAKIMH MPOMEXy TouHOTo coeauneHus 192 Craaun 2 (950 mr, 3,14 mMous) ¢ 2-
opom-1-(2-xnopderun)sranonom (806 mr, 3,46 MMoIb) ¢ mpuMeHEHHEM (ropraa kamusa (274 mr, 4,71 MMOITb) B
cyxom JIM®A (10,0 M) B COOTBETCTBHH C MCTOANKOH, onucanHOH B Cramuu 4 TTpomMe:kyTOUHOTO coeauHeHUA 1 ¢
HoIy4YcHHEM 630 MI IIPOAYKTA B BHAE sKEITOro TBepaoro semectsa. ‘H SIMP (400 MI'n, JIMCO-de): & 1.57-1.63 (m,
2H), 1.89-1.99 (m, 2H), 2.50-2.51 (m, 2H), 2.94 (s, 3H), 2.95-3.01 (m, 1H), 3.51 (m, 3H), 3.57-3.60 (m, 2H), 5.32 (s,
2H), 6.31 (s, 2H), 7.49-7.52 (m, 1H), 7.59-7.60 (m, 2H), 7.28 (d,J = 7.6 ', 1H).

TIpomerxkyTouHOC cocauHCHIE 200

2-(2-x10pQeHIIT)-2-0KCOITHI 5-aMHHO-3-(METOKCHMETHIN)-1-MeThI-1H-nupazon-4-kap6okcuaar

N}]])\O o <l
HsC NH,

JlaHHOE coeauHEeHUE MOTyYail 0 PEaKUUH MPOMEKyTouHOro coeauneHua 107 Cramuu 2 (1,0 1, 5,40 Mmoms) ¢ 2-

6pom-1-(2-xnmopdenmn)sranoHoM (1,4 r, 5,94 Mmob) ¢ mpuMeHeHHeM (ropuaa kamsd (470 mr, 8,1 MMOJIB) B CYXOM

JIM®A (10 ma) B cOOTBETCTBHH C MeToAmKoi, ommcanHHoil B Crammu 4 TIpoMekyTOYHOTO coemawHCHHS 1 ¢

noaydycHueM 870 Mr mpoaykra B BHAE TBEporo Bemectra. 'H SIMP (400 MI'y, IMCO-ds): & 3.19 (s, 3H), 3.55 (s,

3H), 4.34 (s, 2H), 5.32 (s, 2H), 6.33 (s, 2H), 7.47-7.51 (m, 1H), 7.57-7.59 (m, 2H), 7.79 (d, J = 7.2 I'n, 1H).

IIpomesxyTouHoe coenuHeHHe 201

2-(2,6-gurop peHmm)-2-0kcorTHa S-aMuHO|-1-(2-((2R,65)-2,6-mume TrIMO Pho THHO ) 3THT)-3 -3THI- | H-mmupason-4 -

O F

N

S NH,
N
H3C"(J
° TH3

Cragusa 1: Otun 5-amuao-1-(2-((2R,65)-2,6-mumeTumvopGomuHO ) 3Tr)- 3 -3THA- 1 H-upa3onr-4 -xapOokcuiar

KapOOKCHIAT

Haunoe coenuneHue monaydanu mo peakuuu (E)-stun 2-numaHo-3-3tokcuneHT-2-eHoara (5,3 r, 0,026 MMomb) ¢
(2R.,6S5)-4-(rumpasuHmMeTHN)-2,6-qmumetTiMopommHoM (5,57 1, 0,032 MMOmB) ¢ mpuUMCHCHHEM N, N-
auuzonponuidTuiamMusa (9,26 v, 0,053 Moub) B cyxoM 3TaHose (55 M) B COOTBETCTBHH C METOAUKOM, OMUCAHHOMN
B Cramuu 1 TIpOMEKYTOYHOTO COETUHCHHS 75 ¢ moiyueHueM 4,7 T MpOAyKTa B BUAE Jaumkoro macna. ‘H SIMP (400
MTI', IMCO-ds): 5 1.03 (d,J = 64T, 2H), 1.09 (t, J = 7.6 I'y, 6H), 1.23 (t,J = 6.8 'y, 4H), 1.67 (t,J = 10.8 'y,
2H), 2.50-2.62 (m, 4H), 2.79 (d, J = 10.8 T'y, 2H), 3.51-3.54 (m, 2H), 3.94 (t, J = 6.8 T, 2H), 4.16 (q.J = 7.2 T,
2H), 6.27 (s, 2H).

Cragumsa 2: S-amunO-1-(2-((2R,65)-2,6-mumeTrmMoppouHO )3Tw) -3 -3THa- 1 H-mmapason-4-kapOoHOBas KHCI0Ta
JlaHHOE COeAMHEHME MOJNYYaTH IO peaknuu mpomekyTouHoro coeamHeHmsa Crammm 1 (4,6 1, 0,014 mmous) ¢

ruapokcuaoM kamus (1,67 r, 0,029 mmouns) B Boge (17 mn) u stanone (34 M) B COOTBETCTBHH C METOIUKOM,
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ommcanHo# B Craguu 3 [TpomexyTouHOoTo coequHeHNU 1 ¢ monydyeHneM 2,83 T MpoIyKTa B BHAC TBEPAOTO BEIECTBA.
'H SAMP (400 MT'w, IMCO-ds): & 1.04 (d, J = 6.4 T'y, 3H), 1.09 (t, J = 7.6 Ty, 6H), 1.68 (t, J = 10.8 'y, 2H), 1.99
(s, 2H), 2.49-2.61 (m, 2H), 2.79 (d, J = 10.4 T'y, 2H), 3.50-3.55 (m, 2H), 3.93 (t,J = 6.8 'y, 2H), 6.23 (s, 2H), 11.76
(brs, 1H).

Cramua 3: 2-(2,6-mupropeHinn)-2-0kcodTn S-amuHO|-1-(2-((2R,65)-2,6 -numerrmmopdoauao )3 Tw) -3 -31ui- 1 H-
mUpasor-4-kapOoKcHIaT

JlaHHOE COETUHCHHE MOJTY JaJIH IO PEAKIMU MPOoMeKy TouHOTo coenuHeHus Craanu 2 (1,50 1, 5,06 Mmob) ¢ 2-Opom-
1-(2,6-auroppern)stanoroM (1,42 r, 6,08 mmop) ¢ mpuMeHEHHEM (Propuaa kamus (441 mr, 7,60 MMOITB) B CyXOM
JIM®A (15 mu) B COOTBSTCTBHU C MeTOAWKOoH, omucanHoit B Cragmu 4 IIpomexyTouHoro coeauwHeHus 1 ¢
nonyuenreM 1,03 r npoaykTa B BHAE TBepAoro Bemectsa. 'H IMP (400 MI'u, IMCO-de): 8 1.03-1.09 (m, 9H), 1.68
(t,J =104 I'u, 2H), 2.49-2.58 (m, 4H), 2.80 (d, J = 10.8 'y, 2H), 3.51-3.54 (m, 2H), 3.96 (t, J = 6.4 T'y, 2H), 5.20
(s, 2H), 5.76 (s, 2H), 7.24-7.29 (m, 2H), 7.65-7.69 (m, 1H).

TIpomMerxyToUuHOC cCOCTHMHCHHIE 202

2-(2-xnopdeHun)-2-0kco3Tun S-amuno-1-(2-((2R, 6S)-2,6-mumeTrMop GomuHO )3TUd)-3-3TIi-1H -rmpaszon-4-

Ao
foo
§ O (I

KapOoOKCHIaT

NH,

N
HsC\'(;J
TH;

JlaHHOE COSTMHECHHUE MOy N0 Peakiuu MpoMesKyTouHoro coeauHeHus 201 Cramguu 2 (1,30 1, 4,39 MMmoumb) C 2-
opom-1-(2-xnopdenmn)sranonom (1,23 1, 5,27 mmop) ¢ mpuMcHeHHEM (TopHaa kama (382 mr, 6,58 MMob) B
cyxom JIM®A (13 M) B COOTBCTCTBHH C MCTOAUKOM, omucanHoi B Ctamuu 4 [TpoMeKyTOUHOTO CoeauHCHUS 1 ¢
nonyuenueM 1,1 T mpoaykra B Bue TBepaoro semectsa. 'H AMP (400 MT'u, IMCO-ds): 8 1.03-1.09 (m, 9H), 1.67
(t,J =10.8 I'u, 2H), 2.50-2.59 (m, 4H), 2.80 (t, J = 10.8 'y, 2H), 3.51-3.54 (m, 2H), 3.96 (t, /= 10.8 T'w, 2H), 5.76
(s, 2H), 6.39 (s, 2H), 7.47-7.51 (m, 1H), 7.58-7.59 (m, 2H), 7.78 (d, J = 7.2 T'u, 1H).

IIpomesxvTouHoe cocquHeHHE 203

2-(2,6-auprop PeHILT)-2-0KCOITHI S-aMUHO-3 -3TH-1-(2-rHapokcusTHI)- 1 H-mupason-4 -kapOokcuiart

N7 \H,

HO

Cramusa 1: Otun 5-amua0-3-3THT-1-(2-rHAPOKCHITAN)- | H-TIHpa301-4-KapOoKCHIaT

Haunoe coeauneHue moayuyanu mo peakumu (E)-3Tun 2-nmano-3-stokcuneHT-2-cHoara (5,0 r, 0,025 moup) ¢ 2-
TUAPOKCUITHATHAPA3HHOM (2,31 1, 0,030 Moab) ¢ mpuMeHeHueM N, N-auu3onponuwidTuiaamuHa (8,6 v, 0,050 moab)
B CyXOM 3TaHo¢ (50 MII) B COOTBCTCTBHH C MCTOAUKOM, omrcanHOH B Ctagun 1 [IpoMe:KyTOUHOTO COCAMHCHNA 75 ¢
nonyuenreM 4,46 r npoaykra B BuAe Jaunkoro mMacia. 'H AMP (400 MI'u, IMCO-ds): 8 1.11 (dt, J; = 1.2 T, Jo=
54T, 3H), 1.25(dt,J1 =12Tn, /,=68T1, 3H),2.60 (q,J =64 T, 2H), 3.88(t,J =6.0T, 2H), 4.14 (t,J=5.6
I'm, 2H), 4.18 (q,J = 6.0 T, 2H ), 4.92 (br s, 1H), 6.07 (s, 2H).

Cramusa 2: 5-amuHO-3 -3THII- 1 -(2-rHapokcusyTi)- | H-upa3on-4-kapOoHOBASA KHCIIOTA
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JlaHHOE COeIWHEHHWE MOIYy4YalIH IO Peaknuu NpoMexXyTouHoro coeamHeHmsa Crammm 1 (4,4 1, 0,019 momds) ¢
ruapokcuaoM kamui (2,1 r, 0,029 mons) B Boae (15 M) u stanoae (30 Mi1) B COOTBETCTBUH C METOJUKOM, ONMHCAHHOM
B Craguu 3 TIpoMexkyTouHOTO coeuuenns 1 ¢ momyuenuem 2,73 T npoayKTa B BHIAE TBEPIOro BemecTsa. 'H SIMP
(300 MI', IMCO-de): 3 1.10 (t,J =7.2T'w, 3H), 2.59(q, J =5.2 T, 2H), 3.64 (q,/ =52 Ty, 2H), 3.87 (t,/ =6.0
I'm, 2H), 4.92 (t, J = 5.2 T'y, 1H), 6.04 (s, 2H), 11.80 (s, 1H).
Cranusa 3: 2-(2,6-audroppeHnn)-2-0kcorTua 5-aMuHO-3-3THiI- 1 -(2-rHapokcusTn)- 1 H-iupason-4 -xapOokcunar
JlaHHOE COeTMHEHHE TTOJTY YAl 0 PEaKIHH IMPOMEKyTOUHOTO coexuueHus Craquu 2 (2,70 1, 0,013 Mop) ¢ 2-Opom-
1-(2,6-mudroppenumsranonom (3,82 r, 0,016 moxp) ¢ mpumeHeHueM (ropuaa kamus (1,18 r, 0,020 Mop) B cyxom
JIM®A (27 M) B COOTBSTCTBHU C MeTOAuKoH, omucanHoil B Crammu 4 IIpomexyTouHoro coexuwHeHua 1 ¢
nonyuenreM 1,78 r mpoaykra B BHae TBepaoro BemecTra. 'H AMP (400 MI'u, IMCO-de): 8 1.08 (t, J = 7.2 T'u, 3H),
2.56(q,J=72Tn, 2H),3.66 (q, J=5.6T'y, 2H),3.89 (t,J = 4.8 'y, 2H), 4.93 (t,J = 5.2 'y, 1H), 5.20 (s, 2H), 6.20
(s, 2H), 7.26 (t,J = 8.4 I'y, 2H), 7.65-7.69 (m, 1H)

IIpomexxyTouHOE coearueHue 204
2-(2,6-auprop PpeHmm)-2-0kCo3THA S-amuHO-1-(4-propdenun)-3-(rerparuapo-2H-nupan-4-un)-1H-mupazon-4-

KapOOKCHIAT

Cragus 1: 5-amuHO-1-(4-propdennn)-3-(terparuapo-2H-nmupan-4-mn)- 1 H-mupazo-4-kapOOHUTPHIT

JlaHHOE coeMHEHHE MOy YaIi 0 Peakuuu 2-(MeTOKCH(TeTparuapo-2H-nupas-4-1wi)MeTuiIeH)MaaoHoHUuTpuiaa (3,2
r, 16,6 mmomp) ¢ ruxpoxmopumoM 4-proppeHmiruapazuHa (2,7 r, 16,6 MMmoab) C THpUMEHEHHEM N, N-
auuzonponuidTuiamMuna (5,7 v, 33,2 MMOJIb) B CYXOM 3TaHOJE (32 MJT) B COOTBETCTBHH C METOIUKOMH, ONTUCAHHOMN
B Craaun 1 TIpoMEKy TOUHOTO COEMHEHHA 75 ¢ oMy4eHreM 3,58 T mpoaykra B Buae aumkoro Macna. 'H SIMP (400
MTI', IMCO-dg): 6 1.70-1.81 (m, 2H), 2.81-2.89 (m, 1H), 3.28-3.62 (m, 4H), 3.90-3.92 (m, 2H), 6.65 (m, 2H), 7.32-
7.37 (m, 2H), 7.49-7.53 (m, 2H).

Cramusa 2: S-amun0-1-(4-@ropdenmn)-3-(Terparuapo-2H-mapan-4-mm)- 1 H-mapason-4-kapOoHOBAs KHCIOTA

JlaHHOE COeIWHEHWE MONy4Yad MO PEakiuu mpoMexyTouHoro coexuaeHms Cramum 1 (3,5 r, 12,2 mmons) ¢
THIpOKCHIOM Hatpus (2,9 T, 73,3 MMonp) B BoAC (29 MII) B COOTBETCTBHH C MCTOJUKOMW, omucanHo# B Cragum 2
TIpOMEKYTOUHOTO COEMMHERHA 96 C TOJTyueHHeM 2,73 T MPOAyKTa B BHAE TBepaoro semectsa. 'H SIMP (300 MIm,
JIMCO-d¢): 8 1.67-1.73 (m, 3H), 3.24-3.41 (m, 4H), 3.89 (m, 2H), 6.30 (brs, 2H), 7.35 (t, J = 8.8 T'y, 2H), 7.54-7.57
(m, 2H), 12.17 (br s, 1H).

Cramma 3. 2-(2,6-muropeHIT)-2-0KkCodTH  S-amMuHO-1-(4-pTopdenmn)-3-(TeTparuapo-2H-mupan-4-mwm)-1H-
mUpasoT-4-kapOoKCHIAT

JlaHHOE COeTMHEHHE MOy YAl 10 PeakKIy MpoMeKyTouHoTo coeamuaeHns Craguu 2 (1,0 1, 3,27 MMoub) ¢ 2-Opom-
1-(2,6-muroppernmsranonom (924 mr, 3,93 Mmos) ¢ npuMeHeHHEM (ropraa kamus (285 mr, 4,90 MMOITB) B CyXoM
JIM®A (10 M) B COOTBSTCTBHH ¢ MCTOAWKOW, omucanHOo# B Crammm 4 TIpomekyTouHOTO CcocamHCHHA 1 ¢
noxydcaneM 905 Mr mpoAykTa B BHAC TBepaoro semecTra. ‘H SIMP (400 M, IMCO-ds): 5 1.64-1.68 (m, 2H),
1.70-1.79 (m, 2H), 3.16-3.20 (m, 1H), 3.34-3.39 (m, 2H), 3.88-3.91 (m, 2H), 5.27 (s, 2H), 6.44 (s, 2H), 7.26-7.35 (m,
2H), 7.35-7.39 (m, 2H), 7.54-7.58 (m, 2H), 7.67-7.72 (m, 1H).
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IIpomeskyTouHOC cocauHCHHE 205

2-(2,6-auprop PpeHIT)-2-0KCOITHN S-aMuHO-1-(2-(4,4-qudpToprrmepuanH-1-wm)3Trm)-3-3tun- | H-upaszon-4-

KapOOKCHIIAT

Cranusa 1: Otun 5-amuno-1-(2-(4,4-mudropnunepuaus-1-um)stun)-3-31wi-1H-nupazon-4-kapookcunar
Jannoe coequHeHHE MoTyyany no peakuuu (E)-3tun 2-muaHo-3-MeTOKCUneHT-2-e1oara (2,5 r, 12,67 mmouns) ¢ 4,4-
gudrop-1-(2-ruapasuHII T MUICpUARHOM (2,72 1, 15,2 MMOIIB) ¢ mpUMEHEHHEM N, N-THH30 IPOTHISTHIAMHHA
(4,4 mm, 25,3 MMOIB) B CyXOM 3TaHONC (25 MJI) B COOTBSTCTBHH C METOAMKOH, ommcanuoi B Cramum 1
TIpOMEKYTOUHOTO COEAMHEHUs 75 ¢ momydyenreM 1,55 r mpoaykra B Buge Jmmkoro macia. 'H SAMP (400 M@,
JIMCO-dg): & 1.21-1.41 (m, 6H), 2.03-2.12 (m, 4H), 2.72-2.84 (m, 6H), 2.93-2.96 (m, 2H), 4.16-4.20 (m, 2H), 4.30
(q,J =7.2Tn, 2H), 6.15 (s, 2H); ESI (m/z) 331 (M+H)".
Cragus 2: 5-amuHO-1-(2-(4,4-qupropmunepuuH- 1 -wn)31rn)-3-31wi- 1 H-upazon-4 -kapooHOBas KHCIOTa
JlaHHOE COeTUHEHHE TIOTYHAIH N0 PEAKIHH MPOMEKyTouHOTO coenunenus Cramuu 1 (1,5 r, 4,5 MMoB) ©
rugpokcumoM xanus (510 mr, 6,08 mmous) B Boae (50 mur) u stanone (15 Mir) B COOTBETCTBUH ¢ METOAMKOI,
omucanHO# B Cranun 3 TIpomesxyTouHOro coeuneHus 1 ¢ nmonydyeHneM 190 Mr nmpoaykra B BHAE TBEPAOTO
semectsa. 'H SIMP (300 MI'y, JIMCO-de): 3 1.09 (t,J = 7.6 Ty, 3H), 1.88-1.99 (m, 4H), 2.50-2.61 (m, 6H), 2.67 (t,
J=64Tn, 2H),3.93 (t,J = 6.8 'y, 2H), 6.22 (s, 2H), 11.72 (s, 1H); ESI (m/z) 303 (M+H)".
Cramus 3: 2-(2,6-nuroppeHu)-2-0KCOITHI S-aMuHO-1-(2-(4,4-mudropmunepuauH- 1 -wm)3Tin)-3->1ii-1H-
MHPa30I-4-KapOOKCHIIAT
JlaHHOE COCAMHCHHE TOTYYAITH IT0 PEAKIHH TPOMEKy TOUHOTO coeauHeHus Craauu 2 (870 mr, 2,87 MMouIb) ¢ 2-Opom-
1-(2,6-mudroppernm)sranorom (820 mr, 3,45 Mmos) ¢ mpuMeHeHHEM (propuaa kamus (250 mr, 4,31 MMOITB) B CyXOM
JAM®A (9 M1) B COOTBCTCTBHE ¢ MCTOAUKOM, omucaHHOi B Ctaauu 4 [TpoMeKyTOYHOTO COCTHHCHUA 1 C MOTyUYCHHEM
340 Mr IpoAyKTa B BHAE TBEpAoro semectea. ‘H SIMP (400 M, JIMCO-dg): 3 1.07 (t, J = 7.6 T'm, 3H), 1.88-1.98
(m, 4H), 2.50-2.68 (m, 4H), 2.73 (s, 2H), 2.89 (s, 2H), 3.96 (t, /= 6.8 'y, 2H), 5.20 (s, 2H), 6.38 (s, 2H), 7.26 (,J =
8.4 T, 2H), 7.64-7.71 (m, 1H); ESI (m/z) 457 (M+H)".

IIpomexxyTouHOEe coeanueHue 206
2-(2,6-auprop permm)-2-okcorTrn S-amuHO-1-(3-((2R,6S)-2,6-qumeTrHIMOphoTHHO ) mpomiT)-3-3TH- | H-tmpason-

4-gapOoxcumaT

> NH,
&’(}"CH3
HsC

Cranusa 1: 3tun 5-amuaO-1-(3-((2R,6S)-2,6-qumeTrmvopdoauHO ) Tpori)-3 -31rin- 1 H-nupason-4-kapOokcnnar
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Hannoe coeauneHue monaydaymu mo peakuuu (E)-3tun 2-mmaHo-3-metokcuneHT-2-eHoata (7,0 r, 0,035 momb) ¢
(2R.,68)-4-(3-ruapazuanmmponun)-2,6-mumetamvopdommaom (7,96 T, 0,042 Momp) ¢ mpuMeHCHHEM N, N-
auuzonponumdTunamusa (12,3 v, 0,070 Moap) B cyxom 31aHose (70 M) B COOTBETCTBHH C METOAUKOH, OMUCAHHOMN
B Cragun 1 TIpoMEKyTOUHOTO COeMMHEHN 75 ¢ ToyyeHueM 3,0 T mpoayKkTa B BUaE Jumkoro macia. 'H AMP (400
MTIn, IMCO-ds): & 1.02-1.06 (m, 8H), 1.10 (t, J = 7.6 'y, 2H), 1.25 (t, J = 7.2 'y, 2H), 1.53 (t, J = 10.4 I'zy, 2H),
1.78-1.81 (m, 2H), 2.20 (t, J = 6.8 ', 2H), 2.59 (q,J = 7.6 ', 2H ), 2.69 (d, J = 10.8 'y, 2H), 3.51-3.56 (m, 2H),
382 (t,J=68Tm, 2H),4.16 (q, J = 6.8 ', 2H), 6.19 (s, 2H).
Cragusa 2: 5-amun0-1-(3-((2R,65)-2,6-mumeTrmvoporuHO yiporin)-3 -31ui- | H-mupas01-4-kapOoHOBAs KHUCIOTA
JlaHHOE COCIMHEHHE MONy4Yad MO PEakIHu NpoMexyTouHoro coexuneHus Cramum 1 (3,0 1, 9,25 Mmons) ¢
ruapokcuaoM kamus (1,03 r, 18,51 mmonp) B Boae (12 M) m staHone (23 M) B COOTBETCTBHH C METOIUKOM,
onucanHo# B Cragun 3 ITpoMexyTouHOTO cCoequHeHuU: 1 ¢ mony4yeHueM 1,32 r mpoaykra B BUAC TBEPAOTO BEIIECTBA.
Cragus 3: 2-(2,6-nuroppeHm)-2-0kco3Tun S-amuHO-1-(2-((2S,6R)-2,6-qumeTrmo phomHO)3TIT)-3 -31I1- 1 H-
mupasoi-4-kapooKcHIaT
JaHHOE COCTUHCHHE MOy HaIH IO PEAKIMU MPOMEKy TouHOTo coenuHeHus Ctaguu 2 (1,30 1, 4,19 Mmmois) ¢ 2-Opom-
1-(2,6-qu¢proppennm)sranonom (1,18 r, 5,03 mmomb) ¢ mpumeHeHHEM (pTopraa kamis (365 mr, 6,29 MMOJTB) B CyXOM
JIM®A (10 ma) B COOTBETCTBHH C MeTOAMKO#, omucaHHOil B Ctamwu 4 TIpoMekyTOYHOTO coemawHCHHSI 1 ¢
noxy4ycHueM 3 14 Mr mpoaykra B BHaE TBepaoro semectsa. 'H SAMP (400 M, IMCO-dg): 5 0.84-1.10 (m, 9H), 1.54
(t,J = 10.0 T'w, 2H), 1.79-1.91 (m, 2H), 2.15-2.21 (m, 2H), 2.70 (d, J = 10.4 I'y, 2H), 3.53-3.56 (m, 2H), 3.82-3.85
(m, 2H), 5.20 (s, 2H), 5.76 (s, 2H), 6.32 (s, 2H), 7.26 (t,J = 8.4 ', 2H), 7.66-7.69 (m, 1H).

IpomexyTouHOE CoeanHenue 207
2-(2,6-mpuproppeHmT)-2-0KCOITHA S-aMuHO-3-3THI-1-((TeTparuapo-2H -mupas-4-um)metmn)- 1 H-mupazon-4 -

KapOOKCHIAT

Cragus 1: 3run 5-amuHO-3-3TU1-1-((TeTparuapo-2H-mupas-4-nmymernn)-1H-mupa3on-4 -kapbokcunar

Hannoe coeauneHue noayyaau no peakuuu (E)-3Tun 2-nuaHo-3-MeTOKCHNEHT-2-¢Hoata (3,2 1, 16,22 MMmoub) ¢
((rerparuapo-2H-mupan-4-ummerum)ruapazusom (2,53 1, 1947 wmmoap) C  npuMmMeHeHHEM N, N-
auuzonponuidrunaMusa (5,6 mi, 32,44 MMOIb) B CyXoM 3TaHouie (732 MIT) B COOTBETCTBUU C METOAUKOM, OTUCAHHON
B Cramuu 1 TIpOMEKYTOYHOTO COSMHEHHS 75 ¢ monyyeHueM 3,02 T poAyKTa B BHIE Junkoro macia. H SIMP (400
MTI', AMCO-de): & 1.18-1.57 (m, 10H), 1.99-2.02 (m, 1H), 2.59 (q, J = 7.6 T'w, 2H), 3.17-3.29 (m, 4H), 3.73 (d, J =
7.2 I'm, 2H), 3.80-3.83 (m, 2H), 6.20 (s, 2H).

Cragusa 2: S-amuHO-3-3THIT- 1 -((TeTparuapo-2H-nmupan-4-un)merwn)- | H-mpa3on-4-xapOoHOBAA KHCIOTA

JlaHHOE COoenWHECHHE MOJy4YaiH IO PEakuuu mpomexyTtouHoro coexumHeHus Crazwm 1 (3,50 r, 12,45 mmoms) ¢
ruapokcuaoM kamus (1,7 r, 24,91 mmons) B Boze (20 mut) u 3TaHose (35 MIT) B COOTBETCTBUU C METOAUKON, ONTHCAHHOM
B Cranuu 3 TIpomeskyTouHOTO coequucHus 1 ¢ monyueHuem 3,05 T MpoAyKTa B BUAC TBepaoro Bemectsa. 'H SIMP
(400 MI'y, IMCO-ds): & 1.21 (t, J = 7.6 T, 3H), 1.24-1.42 (m, 4 H), 1.98-1.99 (m, 1H), 2.59 (q, J = 7.6 'y, 2H),
3.16-3.28 (m, 2H), 3.70-3.82 (m, 4H), 6.17 (s, 2H), 11.86 (br s, 1H).

Cramus 3: 2-(2,6-nuropeHinn)-2-0Kco3THa S-aMuHO-3-3TIi-1-((TeTparuapo-2H-mupas-4-um)menm)-1H-

mUpasoT-4-kapOoKCHIAT
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JlaHHOE CoeTMHEHHNE MOy YalH 10 Peakiy MpoMeKyTouHoTo coeamuaeHns Crammuu 2 (1,0 1, 3,95 Mmoum) ¢ 2-Opom-
1-(2,6-guroppermmm)sranornom (1,10 r, 4,74 mmonp) ¢ mpumeHeHNEM (propuaa kKamus (344 mr, 5,92 MMOITh) B CyXOM
JIM®A (10 mu) B COOTBSTCTBHU C MCTOAWKOW, omucanHoi B Crammum 4 IIpomexyTouHOoro coeamHeHHA 1 ¢
nojtyueHreM 462 Mr npoaykra B BuAe TBepaoro semectsa. 'H AMP (400 M, JIMCO-dq): 0 1.07 (t, J = 4.8 Ty,
3H), 1.09-1.33 (m, 2H), 1.38-1.42 (m, 2H), 1.97-2.01 (m, 1H), 2.54 (q, J= 7.6 T'w, 2H), 3.23 (t, /= 10T, 2H), 3.73
(d,J=7.2Tu, 2H), 3.80-3.84 (m, 2H), 5.19 (s, 2H), 6.32 (s, 2H), 7.23-7.29 (m, 2H), 7.65-7.69 (m, 1H).
IpomesxyTouHOE coeunenue 208
2-(2-xmopQpeHIwT)-2-0KCOITHA S-aMUHO-3-3TUII-1 ~((TeTparuapo-2H-mupan-4-wr)metin)- 1 H-tupazon-4-

leko

N O

O

JaHHOE COCTMHCHHE MOTyYald MO Peakuu MPoMexyTouyHoro coeauneHusa 207 Craauu 2 (1,0 1, 3,95 MmMoms) ¢ 2-

KapOOKCHIAT

O6pom-1-(2-xnopperun)stanonom (1,23 r, 4,74 mmonp) ¢ nmpumeHeHueM (ropuaa xamust (344 mr, 5,95 mMoms) B
cyxom JIM®A (13 M) B COOTBETCTBHH C METOAMKOM, omucanuoi B Craauu 4 TTpoMe)KyTOUHOTO COSIUHCHHS 1 C
noJTyueHHEM 583 Mr MpOAyKTa B BHAE TBEpHOro semectsa. H SIMP (400 MI'u, JIMCO-ds): 0 1.06 (t, J = 5.6 ',
3H), 1.23-1.29 (m, 2H), 1.40-1.43 (m, 2H), 1.99-2.0 (m, 1H), 2.57 (q, /= 7.6 T, 2H), 3.24 (t, J = 10.0T'u, 2H), 3.74
(d,J =72Tu, 2H), 3.81-4.12 (m, 2H), 5.31 (s, 2H), 6.33 (s, 2H), 7.48-7.51 (m, 1H), 7.58-7.59 (m, 2H), 7.77-7.80
(m, 1H).
IIpomexxyTouHOE coeamueHue 209
2-(2,6-auprop PeHIT)-2 -0KCOITHI S-aMUHO- 1 -MeTHI-3-((TeTparuapo-2H-mupan-4-um)metun)- 1 H-mupason-4-

KapOOKCHIAT

Cranus 1: 5-amuHO-1-MeTua-3 -((terparuapo-2H-nupas-4-wm)mernn)- 1 H-mupason-4 -kapOOHUTPHIT

JanHoe COCIMHCHHUC TIOJTy4a 1 Io peakuuu 2-(1-metokcu-2-(teTparuapo-2H-nupan-4-
mwipTmacH )MaroHoHuTprna (1,8 r, 8,73 mmoap) ¢ cymepatom metmirmapaswHa (1,3 1, 8,73 MMomb) ¢
npuMeHeHueM N, N-aunsonponumytuiaamuaa (3,0 mon, 17,47 mmoub) B cyxoM 3TaHosie (20 MiI) B COOTBETCTBUH C
MetoauKkoH, omucanHoH B Crammu 1 Tlpomexyrounoro coexuHeHHS 75 ¢ moayueHweMm 1,12 r mpoxaykra B BHIC
JKENITOTo TBepHoro Bemectsa. 'H SIMP (400 MI'm, CDCls): 8 1.26-1.51 (m, 2H), 1.63 (dd, J1 = 2.0 'm, J, = 10.4 ',
2H), 1.89-2.0 (m, 1H), 2.54 (d, J = 7.6 I'y, 2H), 3.39 (dt, J1 = 2.0 T', J» = 12.0 ', 2H), 3.39 (s, 3H), 3.96 (dd, J1 =
28Tm, J, =9.6Tn, 2H), 4.35-4.40 (brs, 2H).

Cragusa 2: S-amunO-1-MeTun-3 -((teTparuapo-2H-nmupan-4-un)merwn)- 1 H-mmpa3on-4 -kapOoHOBAsA KACIOTA

JlaHHOE COCAMHEHHE MONYYaTH IO peaknuu mpomekyTouHoro coemmHeHmsa Crammm 1 (1,10 T, 4,99 mmoms) c
rugpokcuaoM Hatpusd (1.2 T, 29,90 mmomp) B Boae (12 M) B COOTBETCTBHH ¢ MCTOAWKOH, omucanHO# B Ctagnu 2
TIpOMEKYTOMHOTO COCUHEHHS 96 ¢ TOIydcHHEM 870 MTr mPOAyKTa B BHAE TBEpAOTO BemecTra. H SIMP (400 MI ',
JIMCO-d¢): & 1.10-1.54 (m, 6H), 1.91-1.99 (m, 1H), 2.71-2.75 (m, 2H), 3.17-3.54 (m, 6H), 3.81 (d, / = 9.6 'y, 3H),
6.12 (s, 2H), 11.88 (br s, 1H).
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Cragus 3: 2-(2,6-nmudropdennn)-2-0kcorTua 5-aMuHO- 1 -meTun-3-((teTparuapo-2H-mupan-4-wi)metwn)- 1 H-
mUpasoi-4-kapOoKCHIAT

JlaHHOE COEAMHEHHE TIOTYHAITH IT0 PEAKIMH IIPOMEKY TOUHOTO coenuHeHnA Craamu 2 (850 mr, 3,55 MMoup) ¢ 2-Opom-
1-(2,6-mudroppernmsranonom (1,0 r, 4,26 mmours) ¢ mpumereHHeM ¢ropraa kamust (310 mr, 5,33 MMoTIB) B cyxoM
JAM®A (9 mu1) BCOOTBSTCTBHE C MCTOAUKOM, omucaHHoi B Ctaauu 4 [TpoMe Ky TOUHOTO COCOUHCHUA 1 ¢ moTyuYcHIEM
506 Mr OpOyKTa B BHIE JKEITOTO TBEPAOro BemecTra. ‘H SIMP (400 MI'n, IMCO-ds): 3 1.13-1.23 (m, 2H), 1.47-
1.50 (m, 2H), 1.79-1.85 (m, 1H), 2.47-2.51 (m, 2H), 3.20 (t,/ = 10.4 I'y, 2H), 3.47 (t, /=9.6 'y, 3H), 3.79 (dd, J, =
24Tn, J,=72Tu, 2H), 5.19 (s, 2H), 6.28 (s, 2H), 7.26 (t,J = 8.8 I'y, 2H), 7.65-7.70 (m, 1H).

TIpomMesxkyTouHOC CoOcaHHCHHIE 210

2-(2-xnopdeHmn)-2-0KkCo3TUA S-aMuHO-1-(2-(4,4-mudropmunepuaus-1 -wn)3rmn)-3 -31un- 1 H-mupason-4-

KapOOKCHIaT

JlaHHOE COeTUHEHHUE OJIYYaIH IO PeaKIHH MPOMEsKyTouHOro coequnenus 205 Craauu 2 (330 mr, 0,99 MMoisb) ¢ 2-
6pom-1-(2-xnopdpernn)sranonom (280 mr, 1,19 mMoab) ¢ mpuMeHeHHEM (propuaa kamus (90 mr, 1,49 MMOJIB) B CyXOM
JIM®A (3,5 mi) B COOTBETCTBHH C MeToaukoi, ommcanHOH B Craguu 4 TIpomMexyTOUHOrO coeauHeHHS 1 C
nosyueHHeM 330 MT IOy KTa B BHAE TBepAoro Bemectsa. 'H SIMP (400 MT'n, IMCO-de): d 1.21 (t,J =7.6 ', 3H),
1.27-1.43 (m, 4H), 2.15 (br s, 2H), 2.73 (t, J = 7.6I', 2H), 2.83 (br s, 2H), 2.97 (s, 2H), 4.20 (br s, 2H), 5.36 (s, 2H),
6.27 (s, 2H), 7.37-7.41 (m, 1H), 7.48-7.50 (m, 2H), 7.67-7.69
(m, 1H).

IIpomesxyTouHOE coenuHenue 211
2-(2,6-aurop PeHIT)-2-0KCOATHI S-aMuHO-3 -3THI-1-(2-(TeTparuapo-2H-mupan-4 -wm)3tim)-1H-mupason-4-

KapOOKCHIAT

Cranusa 1: Otun 5-amuHO-3-31U1-1-(2-(TeTparuapo-2H-mupan-4-wm)stun) -1 H-mupa3zon-4-kapbokcunar

Haunoe coeauneHue noayyaau no peakuuu (E)-3Tun 2-nuaHo-3-MeTOKCHNEHT-2-cHoata (3,2 1, 16,22 MMmoub) ¢
((rerparuapo-2H-nupan-4-ummeruwm)ruapazusom (2,80 1, 1947 wmmonp) ¢ npuMmMeHeHHEM N N-
auuzonponuidTuiaMusa (5,6 M, 32,44 MMOJIb) B CyXOM 3TaHOJIE (32 MJT) B COOTBETCTBUU C METOAUKOHN, OMTUCAHHON
B Cramuu 1 TIpoMEKYTOYHOTO COSMHEHHS 75 ¢ monyuyeHueM 4,03 T mpoaykTa B BHZE JUmKkoro macia. H SIMP (400
MTI', IMCO-de): 3 1.09 (t,J = 7.2 T, 4H), 1.25 (t, J = 7.6 T'y, 4H), 1.34-1.36 (m, 1H), 1.55-1.60 (m, 4H), 2.59 (q,
J=72Tmn, 2H),3.23 (t, J = 11.6 T', 2H), 3.80-3.87 (m, 4H), 4.16 (q,J = 72T, 2H ), 6.17 (s, 2H).

Cramusa 2: S-amuHO-3 -3TH01-1-(2-(TeTparuapo-2H-mupan-4-un)3twn) - | H-mmpa3on-4-kapOoHOBAsA KHCIOTA

JlaHHOE COCAMHEHME MONYYaTH IO Peaknuu mpomekyTouHoro coeamHeHmsa Crammm 1 (4,0 r, 13,60 mMoms) c

ruapokcuaoM kamus (1,8 r, 27,10 mmons) B Bozae (10 mur) u 3tanosne (40 M) B COOTBETCTBUU C METOAMKON, ONTHCAHHOM
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B Cragun 3 TIpoMexyTouHOTO coeuuenns 1 ¢ momyuenuem 2,42 T npoayKTa B BHAE TBEPAOro BemecTsa. 'H IMP
(300 MI'y, IMCO-ds): 6 1.07-1.24 (m, 5H), 1.44-1.60 (m, 5H), 2.58 (q, J = 7.6 T';, 2H), 3.21 (t, J = 10.0 I'ry, 2H),
3.82-3.85 (m, 4H), 6.14 (s, 2H), 11.68 (br s, 1H).

Cramus 3: 2-(2,6-nuropdpeHnn)-2-0KCo3THI S-aMiuHO-3-3Tri-1-(2-(Terparuapo-2H-mupan-4-w)s1mm)- 1 H-
mUpasoi-4-kapOoKCcHIaT

JlaHHOE COeqMHEHHE MOJIyYald N0 peakun MpoMexyToyHoro coeauuaeHusa 207 Craxuu 2 (1,0 1, 3,74 MMoms) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (1,05 r, 4,49 mmouns) ¢ mpumeHeHHeM (propuaa kamus (325 mr, 5,61 Mmoms) B
cyxom JIM®A (10 mu) B COOTBETCTBHH C METOAuKOM, omucanHoi B Ctamum 4 [IpomexyTouHoro coeauaeHus 1 ¢
nonyuenreM 1,32 r mpoaykTa B Buae TBepaoro semectsa. 'H IMP (400 MI'u, IMCO-de): 3 1.07 (t, J = 7.6T'u, 3H),
1.15-1.61 (m, 7H), 2.56 (q,J = 7.2 'y, 2H), 3.16-3.28 (m, 2H), 3.79-3.89 (m, 4H), 5.20 (s, 2H), 6.29 (s, 2H), 7.26 (t,
J=88Tm, 2H), 7.64-7.71 (m, 1H).

IIpomexxyTOUHOE coeauHeHHue 212
2-(2-xn0pQeHm)-2-0KCOITUA S-aMUHO-3-3TUI-1-(2-(TeTparuapo-2H-nmupan-4-um)stwn)-1H-mupazon-4-

I}fo
N

0
NH,

KapOOKCHIIAT

o)
JlaHHOE COSTMHEHHUE MOJYHaIH MO PEaKIu MPoMesKyTouHOro coeauHeHus 211 Cramguu 2 (1,20 r, 4,49 MmMmoib) C 2-
o6pom-1-(2-xnopperun)sranonom (1,60 r, 6,74 mmonp) ¢ mpumeneHueM (ropuaa xamust (520 mr, 8,98 MMoms) B
cyxom JIM®A (12 mi1) B COOTBSTCTBHH C MCTOIUKOM, omucanHoi B Ctamuu 4 [IpoMeKyTOUHOTO coeauHCHU 1 ¢
nostyueHneM 980 Mr mpoAykTa B BUAE TBEpAOro Bemectra. ‘H SIMP (400 MI'm, JIMCO-ds): 8 1.09 (t, J = 3.2 ',
3H), 1.15-1.62 (m, 7H), 2.57 (q, J = 7.6 T'n, 2H), 3.19-3.29 (m, 2H), 3.80-3.90 (m, 4H), 5.32 (s, 2H), 6.30 (s, 2H),
7.47-7.52 (m, 1H), 7.58-7.60 (m, 2H), 7.77-7.80 (m, 1H).

TIpoMesxyToUHOE cCOeTHHEHHE 213

2-(2-¢prop-3-(TpudTopMeTHIT) (PCHIT)-2 -OKCOITHA S-aMAHO-3 -3THA-1-(2-(TeTparuapo-2H-mupas-4-wm)sTim)-1H-

CF,
N" NH,

O

mUpasoI-4-kapOOKCHIAT

JlaHHOE COCaMHEHHE MOIYYald O peakuuu mpoMexyToyHoro coeauaenust 211 Craxmu 2 (1,0 1, 3,74 MmMoms) ¢ 2-
6pom-1-(2-¢prop-3-(rpudropmernm)perun)sranoHom (1,6 T, 5,61 Mmons) ¢ npumeHeHNEM (ropuaa kamus (434 wr,
7,49 mmois) B cyxom JIM®@A (10 mi1) B COOTBETCTBHH ¢ MCTOAMKOW, ommcaHuoil B Ctammu 4 [TpomMesKyTOUHOTO
cocmureHns 1 ¢ momydennem 1,35 T mpoayKTa B BHAE 5KEITOro TBEpAoro emectsa. 'H SAMP (400 MI', IMCO-dg):
8 1.10(t,J =7.2Tm, 3H), 1.13-1.63 (m, 7H), 2.61 (q, /= 7.2 T'm, 2H), 3.16-3.28 (m, 2H), 3.79-3.90 (m, 4H), 5.39 (s,
2H), 6.31 (s, 2H), 7.59 (t,J = 8.0 'y, 1H), 8.10 (t, J = 7.6 T'm, 1H), 8.20 (t, / = 6.8 'y, 1H).

IIpomMexxyTouHOE coeanueHue 214
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2-(2,6-auprop PeHIIT)-2-0KCOITHI S-aMHHO-3 -(MEeTOKCHMETH)- 1 -((TeTparuapo-2H-mmpan-4 -mwm)mernn)-1H-

0]

Cragusa 1: 5-amuHO0-3-(MeTokcumeTnm)-1-((terparuapo-2H-nmupan-4 -ummetnn)- 1 H-mupaszon-4-kapOoHUTPHIT

mUpasoi-4-kapOoKCHIAT

JanHoe coeauHeHHE TOayyamu mo peakumu 2-(1-(4-ruapokcuOy TOKCH)-2-METOKCHITHINACH)MaTOHOHATpUIA (2,14
r, 10,25 mmomas) ¢ ((terparuzapo-2H-mupan-4-um)merumruapazuaom (1,6 r, 12,30 mmonp) ¢ npuMeHeHueM N, V-
auusonponumdTuiamMusa (3,5 v, 20,5 MM0Jib) B CyXoM 3TaHoue (30 MI) B COOTBETCTBHH C METOAUKOM, ONTUCAHHON
B Crazguu 1 TIpoMeKyTOUHOTO COEAMHEHHS 75 ¢ moayueHueM 1,72 T mpoayKkTa B BHAE KOpuuHeBOro Macna. 'H SIMP
(400 MI'u, IMCO-de): d 1.20-1.28 (m, 2H), 1.38-1.41 (m, 2H), 1.95-2.01 (m, 1H), 3.17 (t,J = 5.2 'y, 2H), 3.22 (s,
3H),3.75(d,J =7.2Tn, 2H), 3.81 (dd, J1 =2.8 'y, J>» = 11.2 'y, 2H), 4.21 (s, 2H), 6.60 (s, 2H).
Cranud 2: 5-aMmuHO-3-(MeTOKCHMETH)-1 -(2-(TeTparuapo-2H-nmupan-4-ummetnn)- 1 H-mupason-4-kapOboHopas
KHCJI0Ta
JlaHHOE COeOUHECHHE IOJIYYATH IO PEaKHH IPOMEKyTOuHOro coeauHeHmsa Cramumm 1 (2,2 T, 8,80 mMMomb) C
rugpokcuaoM Hatpus (3,52 T, 88,0 Mmmob) B Boae (44 MIT) B COOTBETCTBHH C METOIUKOH, omucaHHO# B Ctaauu 2
TTpOMEKYTOUHOTO COeqUHEHHUs 96 ¢ moayyeHneM 1,92 T mpoayKTa B BHAE KOPHYHEBOTO JHNKOro macna. 'H SIMP
(400 MI'y, IMCO-ds): d 1.17-1.27 (m, 2H), 1.39-1.42 (m, 2H), 1.91-2.01 (m, 1H), 3.16-3.26 (m, 2H), 3.35 (s, 3H),
3.76-3.84 (m, 4H), 4.35 (s, 2H), 6.26 (s, 2H), 11.94 (s, 1H); ESI (m/z) 269 (M)*.
Cranusd 3: 2-(2,6-auproppeHmn)-2-0kcorTua 5-aMuHO-3-(MeToKCHMeTH) -1 -((TeTparuapo-2H-mupan-4-wi)MeTHI) -
1H-mapa3on-4-kapOokcuiaT
JlaHHOE COeTMHEHHUE MOy Yald 10 PEaKIiH MPOMeKyTouHOTO coeauneHust Craguu 2 (1,9 r, 7,06 MMomb) ¢ 2-Opom-
1-(2,6-muproppernm)sranonom (2,0 T, 8,47 Mmoab) ¢ mpuMeHeHHEM (ropuaa kamus (615 mr, 10,59 MM0IB) B CyXoM
JIM®A (20 M) B COOTBSTCTBHH ¢ MCTOAMKOW, omucanHoW B Crammum 4 TIpoMekyTOUHOTO cocauHCHHA 1 ¢
noaydeHHeM 836 M IMpoAyKTa B BHAE TBepaoro semectsa. ‘H SIMP (400 MI'u, IMCO-ds): d 1.20-1.30 (m, 2H),
1.40-1.42 (m, 2H), 1.91-2.01 (m, 1H), 3.17-3.26 (m, 5H), 3.78-4.14 (m, 4H), 4.35 (s, 2H), 5.21 (s, 2H), 6.41 (s, 2H),
7.24-7.29 (m. 2H), 7.64-7.71 (m, 1H); ESI (m/z) 424 (M)*.

IIpomexyToUHOE coenuHeHHE 215
2-(2,6-quprop PeHIT)-2-0KCOITHI S-aMHHO-3 -(MeTOKCHMETH)-1-(2-(tetrahydro-2H-mapan-4-um)stwm)-1H-

mUpasoi-4-kapOoKCHIAT

Cragusa 1: 5-amuHO-3 -(MeTokcHMeTH)-1 ~(2-(TeTparnapo-2H-nupas-4-wn)3tun)- 1 H-mupason-4 -xkapOoHATPHIT
JaHHoe coequHECHNE MOy YA M0 peakuuu 2-(1,2-TuMETOKCUITHINACH)MaTOHOHuTpHIA (2,8 1, 19,73 mmous) ¢ (2-
(terparugpo-2H-nmupan-4-un)stumruapazuaom (2,8 r, 19,73 mmouip) ¢ npuMeHEHHEM N, N-THU30MPON U3 TUIAMIHA

(6,8 mm, 39,46 mmomp) B cyxom staHoiae (30 M) B COOTBCTCTBHH C MCTOAMKOH, ommcanHoi B Crammm 1
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TIpOMEKYTOUHOTO COSMUHEHUs 75 ¢ mojyueHneM 2,0 T mpoayKTa B BHAE KOpuaHEBOro macia. 'H AMP (400 M,
JIMCO-dg): 8 1.12-1.16 (m, 7H), 3.16-3.21 (m, 5H), 3.79-3.89 (m, 4H), 4.21 (s, 2H), 6.58 (s, 2H).

Cragusa 2: S-amuHO-3 -(MeTokcuMeTHN)- 1 -(2-(TeTparuapo-2H-nmupan-4-um)stwn)-1H-mmpazon-4-xkapOoHOBasA
KHCJI0TA

JlaHHOE COeIMHEHHE MONy4Yad MO PEakIu NMpoMexyTouHoro coexuneHmsa Crazum 1 (2,0 T, 7,93 Mmons) ¢
rugpokcumoM Harpus (3,17 r, 79,3 mmons) B Boae (20 MiT) B COOTBETCTBHH C MECTOIWKOM, omucanHo# B Cragnu 2
TIpOMEIKYTOUHOTO COSAUHEHUS 96 ¢ MOTyUeHHeM 353 MI MPOYKTAa B BHAE KOPHYHEBOTO JMmkoro macia. '‘H SIMP
(300 MI'u, IMCO-ds): & 1.15-1.60 (m, 7H), 1.91 (s, 3H), 3.17-3.28 (m, 4H), 3.80-3.89 (m, 2H), 4.35 (s, 2H), 6.22 (s,
2H), 11.94 (s, 1H).

Cragus 3: 2-(2,6-mu¢propeHnn)-2-0kCOITHI S-aMHHO-3-(MeTOKCHMETI) -1 -(2-(Te Tparuapo-2H-mupas-4-1i)3THn)-
1H-mipa3on-4-xapbokcunar

JlaHHOE COeTMHEHHUE MOy YAl 10 PeakKLiy MPOoMEKyTouHOTO coeaunenusa Cranuu 2 (1,1 r, 3,88 MMoib) ¢ 2-Opom-
1-(2,6-aurop permmm)stanonom (1,37 r, 5,83 mmop) ¢ mpumeHeHHEM (Propuaa kamus (450 mr, 7,77 MMOJTb) B CyXOM
JIM®A (11 mu) B COOTBETCTBHU C MeTOAMKOH, omucanHoit B Crammu 4 IIpomexyTounoro coexuHeHus 1 ¢
HOTyYCHHEM 353 MI MpoayKTa B BHAC TBEpAOro semectsa. 'H SIMP (400 MI'u, IMCO-ds): 8 1.15-1.61 (m, 7H),
3.16-3.27 (m, 5H), 3.82 (dd,J = 2.8I'y, 11.6 T'y, 2H), 3.92 (t,J =7.2 'y, 2H), 4.33 (s, 2H), 5.21 (s, 2H), 6.38 (s, 2H),
7.27 (t,J = 8.8 'y, 2H), 7.64-7.72 (m, 1H).

IIpoMeKVTOUHOE cOeTUHEHHE 216

2~(2,6-mpuproppeHmT)-2 -0KCOITHA S-aMHHO-3-3THI- 1-(2-(MeTuaCy 1b(poHmT)3THI) - | H-nupaso 1-4-kapOoxcuiar

1}]*0

IS\J NH, O F
0% CHy

Cramusa 1: Otun 5-amun0-3-3THIT-1-(2-(MeTHIICY T (OoHIT)ITIT)- | H-miipaso -4 -kapOokcHiaT

JanHoe coeIMHEHUE NMOMYYaIH N0 peakiuu (Z)-3TUa 2-0uaHo-3-MeTOKCHNeHT-2-¢HoaTa (3,0 r, 15,21 mmous) ¢ (2-
(MeTHICY TH(POHIT )3 THI)THApa3HHOM (2,5 T, 18,10 MMOITB) ¢ IpIMECHCHHEM NV, N-THH30 PO TAIAMUHA (5,24 M,
30,40 mMomp) B cyxoM 3taHoIe (30 MJT) B COOTBETCTBHH C MCTOIWKOH, omucanHod B Ctaguu 1 [Tpome:KyTOUHOTO
coenuueHns 75 ¢ nonyuenueM 1,0 T mpoaykTa B BHAE KOpHYHEBOro Macia. 'H SAMP (400 MT'u, IMCO-d): & 1.11
tJ=76Tw 3H), 125, J=72Tn, 3H),2.61(q.J =761, 2H),297(d,J=72Tu, 3H),3.53 (. J=72Tn,
2H), 4.17 (q,J = 7.2 T, 2H), 4.26 (t,J = 6.8 ', 2H), 6.34 (s, 2H).

Cramusa 2: 5-amun0-3 -3THII- 1 -(2-(MeTHICY TB (o HIT)3THN)- | H-mIpason-4 -kapOoHOBAs KHCIOTA

JlaHHOC COCIWHCHHC MOJYYATd MO PCaKIuu TpoMexkyTouHoro coeawmacHusa Cramum 1 (1,0 T, 3,46 mMmoms) ¢
ruapokcuaoM kamus (0,387 1, 6,91 mmoas) B Boae (5 mut) u staHose (10 mMit) B COOTBETCTBUU C METOAMKOMN, ONTHCAHHOM
B Craguu 3 TIpoMEKyTOIHOTO coequuenns 1 ¢ monyuennem 430 MT mpoayKTa B BHAE TBEPAOTO Bemectra. 'H SIMP
(300 MI'u, IMCO-ds): 8 1.10 (t, J =7.6 T, 3H), 2.60 (q, J = 7.6 T'w, 2H), 2.96 (s, 3H), 3.53 (t,J = 7.2 Ty, 2H), 4.25
(t,J =6.8Tm, 2H), 6.30 (s, 2H), 12.01 (br s, 1H).

Cramus 3: 2-(2,6-nuroppeHmn)-2-0KCO3THI S-aMUHO-3-3TH-1-(2 -(MeTHICY Tb(hoHIN)3TH)- | H-TtHpa301-4 -
KapOOKCHIAT

JlaHHOE COeMHCHYE TOJIYHaH M0 PEakIuH MPOoMeXyTouHoro coeauHeHus Cramuu 2 (200 mr, 0,765 Mmoxs) ¢ 2-
6pom-1-(2,6-mudroppernn)sranorom (215 mr, 0,918 Mmons) ¢ mpumereHHEM (ropuaa kamus (67 mr, 1,14 Mmoub)

B cyxoMm JIM®@A (2 M) B COOTBSTCTBHH C MCTOAHMKOM, ommcaHHOH B Ctamuu 4 TIpoMe:KyTOYHOTO coeauHCHHA 1 ¢
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noy4ycHreM 220 Mr mpoAyKTa B BHAE TBepAoro Bemectsa. H SIMP (400 MI'u, IMCO-ds): 8 1.09 (t, J = 7.6 Ty,
3H), 2.58 (q, J = 7.6 ', 2H), 2.97 (s, 3H), 3.54 (t,J/ = 7.2 ', 2H), 4.28 (t, J = 6.8 I'y, 2H), 5.21 (s, 2H), 6.47 (s,
2H), 7.24-7.29 (m, 2H), 7.64-7.72 (m, 1H).

INPUMEPBI
CoeauHCHASA IO JAHHOMY H300PCTCHHUIO, MPHBCACHHBIC HIDKS, TOIYYA0T U3 MPOMEIKY TOUHBIX COCTHHCHHIA,
ONHCAHHBIX BBIIC, ¢ HCTONB30BaHHEM Cxem cuHTe3a 1-20. OO0mue METOAWKH IMOTYYCHUS COCOMHCHHI JAHHOTO

H300pETEHUS IPUBCICHBI HIDKE.

Merox A
ITpumep 1
Cunres 6-(2-xnoppenun)-S-ruapoxcu-1,3-qumernn-1,7-quruapo-4H-nupaszono[3,4-b] mupuaun-4-oHa
HiC  Q
OH
N I
NN
H;,C H
Cl

Cumech 2-(2-x10pQeHmT)-2-0KCOITHI 5-aMuHO-1,3-tumeTwin-1/-mupa3on-4-kapookcuiaara (590 mr, 1,91 mMoim) u
nomdochoproit kucioTs! (6,0 M) Harpeamy npu 120 °C B TeueHue 3 yacoB. PeakunoHHyI0 cMech OXJIKAATH 10
KOMHATHOH TeMmeparypsl H Helfrpanm3osamu 1 H pacTBopoM ruApoKCHAA HATpus. PEakuHMOHHYIO CMeCh
3KcTparupoBay stuaaneTaroM (3 x 100 mur) u opraHudeckuii cioit mpomsisamy Boao# (100 mur). Opranuueckuii cnoi
CyIIMIH Had Oe3BOAHBIM CyIb(aToM HATPHA H YIAPHBAIH IPH IOHIKCHHOM JaBieHHH. IlosyueHHBIH OCTaTOK
oumtuany (asu-xpomMarorpadueii Ha CHIHKArese ¢ moiyueHueM 112 Mr mpoaykra B BUAE TBEPAOTO BemecTea. 'H
SIMP (300 MI'n, AMCO-de): 8 2.52 (s, 3H), 3.80 (s, 3H), 7.45-7.60 (m, 4H), 7.89 (s, 1H), 11.62 (br s, 1H); APCI
(m/z) 290 (M+H)".

Meroa B
Ilpumep 2
Cunres 6-(2-xmoppeHIT)- 5 -THAPOKCH-3 -MeTHI- 1 -(2-MOphoiHO3TH)- 1 -ttupa3oo[ 3 ,4-b |mupunua-4(7 H)-oHa
H,C O
OH
NN |
N
H
’) Cl

(N

o)

Pacteop  2-(2-xmopdeHm)-2-0KCO3THA  S-aMuHO-3-MeTHIT- 1 -(2-Mop(ommHOTH)- 1 //-mipa30 -4 -kapOoKkchiIaTa
([TpomexyTounoe coeauacHme-91, 4,0 T, 9,85 MMoITB) B KOHIL cepHO# kuciote (30 mm) mepememmamm npu 80 °C B
TE€UCHHUE 2 4acOB. PCAKIIMOHHYIO CMECh OXJIAKIATH JO KOMHATHON TeMIEpaTyphl H TaCUIH JEASIHONH BOAOH (35 mn).
OcaskIEHHOE TBEPOE BEIIECTBO OT(HIBTPOBBIBAIM U XOPOWIO CYNIMJIHA ¢ monay4yeHueM 1,56 T npoxykra. ‘H SMP
(300 MI'u, IMCO-ds): 6 2.39-2.52 (m, 7H), 2.69 (t, J = 7.0 T'm, 2H), 3.16-3.41 (m, 4H), 4.27 (s, 2H), 7.49-7.63 (m,
4H), 7.91 (br s, 1H), 11.89 (br s, 1H); ESI (m/z) 389 (M+H)".

IMpmvepsr 3-190, 193-194, 198, 200, 202-213, 215 u 217-218, npuseacHubc B Tadmume 1, momyyamy, ey s

M000# W3 METOMHK, YKA3aHHBIX Bbimie. CTPYKTYpPHBIC (DOPMYIIBI, XUMHUYECKHE HasBaHus, qaHHbic 'H SIMP u MC

npuseacHb B Tabmime 1.
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Tabmuna 1: CTpyKTypHBIE (JOPMY JIBI, XEMHMCCKUE HA3BaHus, qaHubic H IMP 1 MC ITpumepos 3-190, 193-194, 198,
200, 202-213,215u217-218.

IIpumep ®opmyaa Merton / Xumnueckoe nasganne, 'H SIMP n jannbie
Ne Ipomeskyrouno | MC
¢ COeTIHEeHIEe
3 0O A 6-(2-xmop(eHnN)-5-ruapokcu-1-mernn-1,7-
NN | N| OH / muruapo-4H-nmupasono|3,4-b|mpunus-4-0H;
H, CI HC1 IMpomexytounoe | 'H AMP (300 MI'u, JMCO-ds): & 3.89 (s, 3H),
cocmuucHue 1 | 7.40-7.52 (m, 4H), 7.96-8.07 (m, 2H), 11.83 (br
s, IH); APCI (m/z) 276 (M+H)".
4 O - A 6-(3-xnop(eHnN)-5-ruapokcu-1-mermin-1,7-
NN I NI cl / nuruapo-4 H-nupasono|3,4-b|mupuaus-4-0H;
H3C’ H IMpomesxyTounoe | 'H AMP (300 MT'u, IMCO-ds): & 3.95 (s, 3H),
coeauucHue 2 | 7.42-7.58 (m, 2H), 7.99-8.09 (m, 2H), 8.51-8.60
(m, 2H), 11.45 (br s, 1H); ESI (m/z) 276 M+H)".
5 0] A 6-(2,4-nuxnopQeHm)-5-ruAPOKCH-1 -MeTHII-
NN [ N| oH / 1,7-muruapo-4H-nupa3omno(3,4-b|mupunun-4-
H, CI Hc1 “ IMpomexyTounoe | om; ‘H SIMP (300 MI'u, IM®A-ds): & 4.18 (s,
coeaunenue 3 | 3H), 7.75-7.85 (m, 2H), 7.91-8.00 (m, 2H), 8.19-
8.25 (m, 2H); APCI (m/z) 310 M+H)".
6 0 ot A 6-[4-¢prop-3-(tpudropmeTn) perma]-5-
NNI NI CF, / THAPOKCH-1-MeTmin-1,7-muruapo-4H-
e H - TTpomeskyTounoe | mupazono[3,4-b|mupumun-4-on; 'H AMP (300
coemuucnue 4 | My, IMCO-de): & 3.96 (s, 3H), 7.63 (t, J=9.3
I'u, 1H), 8.05 (s, 1H), 8.31-8.40 (m, 2H); ESI
(m/z) 328 (M+H)".
7 0 ol A 6-(2-x10p-6-(pTOpPeHmT)-5-TNApoKCcH-1-
N4 N| F / MeTHI-1,7-muruapo-4 H-mupasono[3,4-
H3CI H al IMpomesxyTounoe | blmupumuu-4-on; 'H SIMP (300 MI'u, IMCO-
coemuneHue 5 | de): 8 3.89 (s, 3H), 7.25-7.50 (m, 3H), 7.95-8.06
(m, 1H), 8.39-8.48 (m, 1H), 11.43 (br s, 1H);
APCI (m/z) 294 (M+H)".
8 o A 6-(2-xmopdeHnm)-5-ruapokcu-1-(2,2,2-
NN I N| oA / TpudTopITHI)-1,7-MurnApo-4 H-mpazono|3,4-
FiC J Hc1 IMpomesxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-
coemuueHue 6 | de): 85.17(q,J=6.3 T, 2H), 7.37-7.45 (m, 2H),
7.49-7.58 (m, 2H), 8.26 (s, 1H), 8.47 (br s, 1H),
11.58 (brs, 1H); APCI (m/z) 344 (M+H)",
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
9 A 6-(2,6-mudpropdernn)-1-(4-proppermm)-5-
/ THAPOKCH-1,7-muruapo-4//-nmupazono|3,4-
[Mpomesxxytounoe | b]mupumun-4-on; ‘H AMP (300 MI'y, MCO-
coemuneHue 7 | de): 87.21(t,J=7.8 T, 2H), 7.36 (t,J=8.1Tn,
2H), 7.52-7.58 (m, 1H), 8.24 (br s, 2H), 8.43 (s,
1H), 8.84 (brs, 1H), 11.83 (brs, 1H); APCI (m/2)
356 (M-H).
10 O A 6-(2-xnoppernn)-1-(4-propdenmn)-5-
NN I N| OH / ruapokcu-1,7-muruapo-4/-nupasosno|3,4-
O Hc1 IMpomexxytounoe | b]mupumun-4-on; ‘H SIMP (300 MI'y, IMCO-
coenuuenue 8 | de): 8 7.31-7.54 (m, 5H), 8.25-8.27 (m, 2H), 8.40
F (s, 1H), 8.62 (br s, 1H), 11.43 (br s, 1H); APCI
(m/z) 356 (M+H)".
11 H,c O ol A 6-(2,4-nuxnopdenmn)-5-ruapokcu-1,3-
NI:] | N| / aumeTui-1,7-quruapo-4H-nupasono|3,4-
H, d Hc1 o IMpomesxytounoe | b]mupumua-4-ow; ‘H SIMP (300 MI'u, IMCO-
coemunenue 10 | de): 3 2.49 (s, 3H), 3.76 (s, 3H), 7.51-7.60 (m,
2H), 7.82 (s, 1H), 8.03 (s, 1H), 11.57 (br s, 1H);
APCI (m/z) 324 (M)".
12 H,C O ol A 6-(2-x0p-4-(pTopdenm)-5-ruapokcu-1,3-
N;I I N| / auMeTua-1,7-guruapo-4 H-nupasono|3,4-
H, é Hc1 . IMpomesxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-
coemunenue 11 | dg): 8 2.49 (s, 3H), 3.77 (s, 3H), 7.32-7.42 (m,
1H), 7.51-7.67 (m, 1H), 7.90-7.99 (m, 1H),
11.58 (brs, 1H); APCI (m/z) 308 (M+H)*.
13 A 6-(2,6-mudropdhennn)-S-ruapokcu-1,3-
/ auMeTHi-1,7-quruapo-4/-nupasono|3,4-
IMpomesxytounoe | blmupumun-4-on; ‘H AMP (300 MI'y, JIMCO-
coemunenue 12 | dg): 8 2.46 (s, 3H), 3.77 (s, 3H), 7.15-7.35 (m,
2H), 7.41-7.66 (m, 1H), 8.23 (br s, 1H), 11.70
(br s, 1H); APCI (m/z) 292 (M+H)".
14 A 6-(2,4-mudropdennm)-S-ruapokcu-1,3-
/ auMeTua-1,7-guruapo-4 H-nupasono[3,4-
IMpomesxytounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-

coequHeHHE 13

de): §2.47 (s, 3H), 3.78 (s, 3H), 7.18-7.28 (m,
1H), 7.30-7.48 (m, 1H), 7.52-7.70 (m, 1H), 8.03
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
(br s, 1H), 11.56 (br s, 1H); APCI (m/z) 292
(M+H)".
15 H;C o A 6-(3,4-qumetnn)-5-ruapokcu-1,3-numerun-1,7-
NNI N| CH, / auruapo-4H-nupasono|3,4-b|mupuauH-4-0H;
H,¢ H i, IMpomesxyTounoe | 'H SAMP (300 MI'u, IMCO-ds): & 2.30 (s, 6H),
cocmuucHue 14 | 2.45 (s, 3H), 3.83 (s, 3H), 7.27 (d, J = 7.5 Ty,
1H), 7.41-7.47 (m, 2H), 7.78 (br s, 1H), 11.25
(br s, 1H); APCI (m/z) 284 (M+H)".
16 A 6-[3-¢prop-4-(TpudropmeTokcu)peHm]-5-
/ ruapokcu-1,3-mumerun-1,7-qurunpo-4/-
TMpomesxyTounoe | mupasono|[3,4-bjmupumua-4-on; 'H IMP (300
cocauneHue 15 | MI'uy, IM®A-d;): & 2.56 (s, 3H), 3.94 (s, 3H),
7.68 (t,J=8.7T, 1H), 7.80-8.30 (m, 2H), 11.25
(br s, 1H); APCI (m/z) 358 (M+H)".
17 H,¢ O o A 6-(3,4-mudpropdenmn)-5-rugpoxcu-1,3-
N'NI N| / aumeTui-1,7-quruapo-4H-mupasono|3,4-
H, CI . IpomesxxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-
F coemuneHue 16 | dg): 8 2.55 (s, 3H), 3.94 (s, 3H), 7.56-7.60 (m,
2H), 7.75-7.92 (m, 3H), 11.32 (br s, 1H); APCI
(m/z) 292 (M+H)".
18 H;c 9 on A 6-(2-xm0p-4-meTokcupeHm)-5-ruapokcu-1,3-
NNI N| / aumMeTHi-1,7-quruapo-4H-nupasono|3,4-
1, CI HCI oct, IpomexyTounoe | blmupumun-4-on; 'H SIMP (300 MI'u, IMCO-
coemunenue 17 | dg): 8 2.47 (s, 3H), 3.77 (s, 3H), 3.84 (s, 3H),
7.05(,J=81Tu, 1H), 7.19 (s, 1H), 7.42 (d, J
=8.1Tm, 1H), 7.79 (br s, 1H), 11.52 (br s, 1H);
APCI (m/z) 320 (M+H)".
19 H;C O o A 6-(2-¢prop-4-meTokcupeHm)-5-ruapokcu-1,3-
NNI N| / auMeTua-1,7-guruapo-4 H-nupasono[3,4-
1, 4 H - oct, [MpomesxxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, JMCO-
coequHeHHE 18 | de): 8 2.45 (s, 3H), 3.78 (s, 3H), 3.83 (s, 3H),
6.90-7.02 (m, 2H), 7.45 (t, J=8.4 'y, 1H), 7.85
(s, 1H), 11.49 (br s, 1H); ESI (m/z) 304 (M+H)".
20 H,¢ O ol A 6-(2,5-muxnopennn)-S-ruapoxcu-1,3-
N;] | N| - / qaMeTHI-1,7-nuruapo-4 H-nupasono[3,4-
H, é HC1 IMpomesxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-

coequHCeHHE 19

de): §2.47 (s, 3H), 3.77 (s, 3H), 7.55-7.66 (m,
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
3H), 8.08 (s, 1H), 11.60 (br s, 1H); ESI (m/2) 326
M.
21 H;,C O on A 6-[2-¢prop-4-(Tpudropmerin)pern]-5-
N | | / ruaApokcu-1,3-gumernn-1,7-quruapo-4/-
H3C}\I H - F, IMpomesxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SIMP (300
coemunenue 20 | MI'y, IMCO-ds, D,O obmen): 8 2.47 (s, 3H),
3.76 (s, 3H), 7.72-7.81 (m, 3H); ESI (m/z) 339
M-Hy".
22 H,C O on A 6-[3-¢prop-4-(Tpudropmerin)pern]-5-
N | | / ruapokcu-1,3-mumerun-1,7-qurunpo-4/-
H3CN E - TMpomesxyTounoe | mupasono|[3,4-bjmupumua-4-on; 'H IMP (300
F 3 cocauneHue 21 | MI'u, IM®A-d,): & 2.57 (s, 3H), 3.95 (s, 3H),
7.92-8.00 (m, 1H), 8.03 (s, 1H); ESI (m/z) 342
(M+H)*.
23 H;C 0) on A 6-(2-x10p-5-MeToKCH (heHIII)-5 -THAPOKCH-1,3-
Nli} | OCH; / aumeTui-1,7-quruapo-4H-mupasono|3,4-
H, é . IpomesxxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-
coequueHue 22 | de): & 2.45 (s, 3H), 3.76 (s, 3H), 3.78 (s, 3H),
7.07 (br s, 2H), 7.45-7.49 (m, 1H), 7.85 (br s,
1H), 11.57 (br s, 1H); ESI (m/z) 318 (M-H)".
24 H,c 9 on A 6-[4-xm0p-3-(TpudTOopMeTIHT) peHIT]-5-
N | | / ruapokcu-1,3-gumerun-1,7-quruapo-4/-
H3CN E a IpomesxyTouHoe | mupasono[3,4-bjmupuaun-4-on; 'H AMP (300
CF,4 coemuueHue 23 | MI'u, IMCO-ds): & 3.85 (s, 6H), 3.76 (s, 3H),
3.78 (s, 3H), 7.07 (br s, 2H), 7.45-7.49 (m, 1H),
7.85 (br s, 1H), 11.57 (br s, 1H); ESI (m/z) 358
M+H)*.
25 A 6-(4-xm0p-2-(propdenmm)-5-ruapokcu-1,3-
/ auMeTua-1,7-guruapo-4 H-nupasono[3,4-
[MpomesxxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, JMCO-
coemuHeHHUE 24 | de): & 2.46 (s, 3H), 3.77 (s, 3H), 7.46-7.49 (m,
1H), 7.60-7.64 (m, 2H), 8.14 (s, 1H), 11.57 (br
s, 1H); ESI (m/z) 308 (M+H)".
26 H;C 0] ol A 6-(2-xmop(peHmIT)-1 -3THI-5-THAPOKCH-3 -MCTHI-
NT T ¢ / 1,7-muruapo-4 H-mapazono| 3,4 -b | mupuana-4-
H,C ,/N E I[TpomesxyTouHoe | om; 'H SIMP (300 MI', IMCO-de): 8 1.26 (t, J

COCIHHCHHC 25

=6.9 T, 3H), 247 (d, J=6.3 'y, 3H), 4.16 (q,
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
J=6.9 T, 2H), 7.48-7.53 (m, 3H), 7.61 (d,J =
7.8 T, 1H), 7.86 (br s, 1H), 11.56 (br s, 1H);
APCI (m/z) 304 (M+H)".
27 H,e O ol A 6-(2-x10p (heHUT)-5-THAPOKCH-3-METHII-1 -
NI:I | N| / (2,2,2-tpu¢propatun)-1,7-muruapo-4 H-
Fyc- Hc1 IMpomesxxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SIMP (300
coemuHeHue 26 | MI'u, IMCO-de): 8 2.56 (s, 3H), 5.09 (br s, 2H),
7.42-7.63 (m, 4H), 8.13 (s, 1H), 11.85 (brs, 1H);
APCI (m/z) 358 (M+H)*.
28 H. ¢ O on A 6-(2-x10p (heHUT)-5-THAPOKCH-3-METHII-1 -
NNl N| / (mpoman-2-un)-1,7-qurunpo-4 H-nupaszono|3,4-
H3C’<CH3 . IpomesxxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, AMCO-
coemuneHue 27 | de): 8 1.36 (d,J=6.3 ', 6H), 2.49 (s, 3H), 4.74-
4.78 (m, 1H), 7.42-7.55 (m, 3H), 7.62 (d,/=7.8
I'm, 1H), 7.87 (s, 1H), 11.50 (br s, 1H); APCI
(m/z) 318 (M+H)".
29 A 6-(2,6-mudroppennn)-S-ruapokcu-1-(4-
/ MCTOKCH(CHILT)-3 -MeTHI-1,7 - nuruapo-4 /-
IMpomesxyTounOe | mupa3ono|[3,4-blmupumun-4-on; 'H SIMP (300
coemuHeHHE 28 | MI'm, JIMCO-ds): 3 2.64 (s, 3H), 3.76 (s, 3H),
H;CO 7.04(d,J=8.4Tw 2H), 7.21 (t,J = 7.8 Ty, 2H),
7.52-7.57 (m, 1H), 8.02 (d,J = 7.8 T'w, 2H), 8.40
(br s, 1H), 11.71 (br s, 1H); APCI (m/z) 384
(M+H)",
30 H,c O o A 6-(2-xm0op (peHN)-5 -THAPOKCH-3-METHII-1 -
NNI N| / (mupuauH-2-un)-1,7-quruapo-4H-
N o IMpoMexyTouroe | mapazono[3,4-bjmupuaur-4-on; H SIMP (300
] coemumenne 29 | M, IMCO-de): & 2.62 (s, 3H), 7.29-7.32 (m,
1H), 7.51-7.62 (m, 4H), 7.83-7.88 (m, 1H), 8.00-
8.05 (m, 1H), 8.45 (br s, 2H), 11.41 (br s, 1H):
ESI (m/7) 353 (M+H)".
31 H;C 0 o A 6-(2-xmoppermm)-1-(3,4-mudproppeHmm)-5-
N / THIPOKCH-3-MeTUN-1,7-muruapo-4 -
A IpomesxyTounoe | mapa3ono|3,4-b|mupuaun-4-on; H SIMP (300
F‘O c coemunenne 30 | MI', IMCO-de): & 2.64 (s, 3H), 7.46-7.57 (m,
F

5H), 8.11-8.13 (m, 1H), 8.29-8.32 (m, 1H),
11.18 (brs, 1H); ESI (m/z) 388 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
32 A 6-(2,6-mudproppennm)-1-(4-propdpenmm)-5-
/ THAPOKCH-3-MeTHII-1,7-murunpo-4H-
[MpomesxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SAMP (300
coemuneHue 31 | MI'y, IMCO-ds): 8 2.64 (s, 3H), 721 (t, J=17.5
I'm, 2H), 731 (t, J = 7.5 T, 2H), 7.52-7.55 (m,
1H), 8.20 (br s, 2H), 8.31 (s, 1H), 10.93 (br s,
1H); ESI (m/z) 372 M+H)".
33 HC O o A 6-(2-xnoppernn)-1-(4-propdenmn)-5-
N T | / THAPOKCH-3-MeTHII-1,7-murunpo-4H-
NN IMpomeskyTounoe | mupa3ono[3.4-bjmupumun-4-on; 'H SIMP (300
@ cl coemumenne 32 | M, IMCO-de): & 2.63 (s, 3H), 7.26-7.30 (m,
F 2H), 7.40-7.65 (m, 6H), 8.21 (br s, 1H); APCI
(m/z) 368 (M+H)*.
34 H,C O on A 6-(2-xnoppenmn)-1-(3-prophenmn)-5-
N | / THAPOKCH-3-MeTHI-1,7-muruapo-4/-
d ECI [MpomesxyTounoe | mupasono|3,4-bjmupumun-4-ou; 'H SIMP (300
F coemunenue 33 | MI'y, IMCO-ds): 3 2.64 (s, 3H), 7.01 (s, 1H),
7.46-7.56 (m, 5H), 8.13 (br s, 2H), 8.44 (br s,
1H), 10.92 (br s, 1H); ESI (m/z) 368 (M+H)*.
35 A 6-(2,6-mudpropdpenunn)-1-3-propdpenunm)-5-
/ THAPOKCH-3-MeTHII-1,7-muruapo-4H-
IMpomexytounoe | mupasouno|3,4-bmupuauH-4-0H;
coequHeHue 34 | 'H AMP (300 MI', IMCO-ds): 8 2.65 (s, 3H),
7.00-7.06 (m, 1H), 7.23 (t,J=8.4 'y, 2H), 7.48-
7.55 (m, 2H), 8.09-8.12 (m, 2H), 8.68 (br s, 1H),
11.01 (br s, 1H); ESI (m/z) 372 (M+H)".
36 A 6-(2,6-mudropheHnn)-5-ruapokcu-3-MeThI-1-
/ (mupuaus-2-un)-1,7-muruapo-44-
IMpomesxyTouHoe | mupasono[3,4-blmupuaun-4-on; 'H AMP (300

COCTHHCHHE 35

M, AIMCO-ds): & 2.62 (s, 3H), 7.23-7.29 (m,
3H), 7.62-7.65 (m, 1H), 7.84 (d,J=8.4 ', 1H),
8.01 (t,J=7.2Tw, 1H), 8.45 (brs, 1H), 8.70 (s,
1H), 11.68 (br s, 1H); ESI (m/2) 355 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
37 HsC on, A 6-(2,6-mudproppennm)-1-(3,4-mudropdenmn)-5-
N / THAPOKCH-3-MeTHII-1,7-murunpo-4H-
/@T\; H . [MpomesxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SAMP (300
F coemuneHue 36 | MI'w, IMCO-ds): 8 2.64 (s, 3H), 7.23 (t, J=7.8
F I'm, 2H), 7.52-7.57 (m, 2H), 8.07-8.09 (m, 1H),
8.20-8.25 (m, 1H), 8.64 (br s, 1H), 10.90 (br s,
1H). ESI (m/z) 355 (M+H)".
38 A 6-(2-¢prop-4-meToxcupermn)-1-(4-
/ (proppenmn)-5-rugpokcu-3-meTua-1,7-
ITpomexyTouHoe | auruapo-4H-nupaszonol3,.4-b]mupuaus-4-oH;
coemuneHue 37 | 'H AMP (300 MI'u, IMCO-ds): & 2.48 (s, 3H),
3.82 (s, 3H), 6.89-6.94 (m, 2H), 7.30 (t, /= 9.0
I'm, 2H), 7.45-7.50 (m, 1H), 8.25-8.28 (m, 2H);
APCI (m/z) 384 (M+H)".
39 H,c O - A 1-(3,4-mudrophenmn)-6-(2-prop-4-
NI:I | N| / METOKCH(EHHUIT)-5 -THAPOKCH-3-MeTHII-1,7 -
O H . OCH, ITpomexyTouHoe | auruapo-4H-nupaszono|3,4-b|mupuans-4-0H;
F coemunenue 38 | 'H IMP (300 MI'u, IMCO-ds): & 2.62 (s, 3H),
! 3.83(s,3H), 6.91 (t,J=9.9T1, 2H), 7.52 (t,J =
9.0 'y, 2H), 8.10-8.20 (m, 1H), 8.27-8.42 (m,
2H), 10.90 (br s, 1H); ESI (m/z) 402 (M+H)*.
40 F,C O ol A 6-(2-xmop (peHn)-5-rTHAPOKCH- 1 -MeTHI-3 -
N T | / (rpudropmermn)-1,7-quruapo-4H-
H3é\I HCI TMpomesxyTounoe | mupazono|3,4-bmupumua-4-on; 'H IMP (300
coemuneHHE 39 | MI'n, IMCO-ds): & 3.98 (s, 3H), 7.41-7.55 (m,
4H), 8.33 (brs, 1H), 12.17 (brs, 1H); APCI (m/z)
344 M+H)".
41 F,¢ O on A 6-(2-propdennm)-S-ruapokcu-1-mernn-3-
NT / (tpudropmeT)-1,7-murumpo-4 H-
H3CN E . TpomesxyTounoe | mupazono|3,4-bmupumua-4-on; 'H IMP (300
coemuneHue 40 | MI'n, IMCO-ds): & 3.99 (s, 3H), 7.29-7.40 (m,
2H), 7.50-7.60 (m, 2H), 8.39 (br s, 1H), 12.05
(br s, 1H); APCI (m/z) 344 (M+H)".
42 ¢ O o A 6-(4-propdennn)-S-ruapokcu-1-mernn-3-
NI:I | N| / (TpudTopmeTin)-1,7-murumpo-4 H-
Hy : . TMpomesxyTounoe | mupazono|3,4-bmupumua-4-on; 'H IMP (300

coequHCcHHC 41

MTI'n, IMCO-ds): 8 4.03 (s, 3H), 7.35 (t,J=6.3

178




IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
I'm, 2H), 7.85-7.95 (m, 2H), 11.10 (br s, 1H);
APCI (m/z) 328 (M+H)".
43 F,¢ Q - A 6-(4-xm0p (heHU)-5-THAPOKCH- | -METHIT-3 -
NN I N| / (TpudpropmeTnn)-1,7-muruapo-4H-
H3C' H a1 IMpomesxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SIMP (300
coemuucHue 42 | MI', IMCO-ds): 3 4.03 (s, 3H), 7.59 (d, /= 8.1
I'm, 2H), 7.89-7.95 (m, 2H), 8.40 (br s, 1H),
11.40 (brs, 1H); APCI (m/z) 342 (M+H)".
44 FC O o A 6-(2-x10p-4-(pTOopdeHmn)-5-ruapokcu-1-
NI; | N| / MeTuI-3-(tpudropmerun)-1,7-aquruapo-4H
Ty IpomMerxyTounoe | mupas3ono[3,4-bjmupuaun-4-on; 'H SIMP (300
BCaTF coemmmerme 43 | MT'n, IMCO-ds): & 3.98 (s, 3H), 7.31-7.40 (m,
1H), 7.55-7.67 (m, 2H), 8.31 (br s, 1H), 12.10
(br s, 1H); APCI (m/z) 362 (M+H)".
45 F,¢ O o A 6-(2-x10p-6-(PTOpdeHIT)-5-ruApOKCH-1-
NN [ . | F / MeTHI-3-(Tpudropmerun)-1,7-aquruapo-4/1-
H, CI Hc1 IpoMesxyTouHoe | mupaszono[3,4-bjmupuaun-4-on; 'H SIMP (300
coemuneHuE 44 | MI'y, IMCO-ds): & 3.98 (s, 3H), 7.41-7.61 (m,
3H), 8.59 (brs, 1H), 12.30 (brs, 1H); APCI (m/2)
362 (M+H)".
46 A 6-(3-xyIopnHpUAHH-4-11T)-5-THAPOKCH-1 -
/ MeTuI-3-(tpudropmernn)-1,7-auruapo-4H-
ITpomexytounoe | mupasono[3,4-blmupuauH-4-oH hydrochloride;
coemunenue 45 | 'H AMP (300 MI', JIMCO-ds): & 4.00 (s, 3H),
7.05-7.39 (m, 3H), 7.56-7.60 (m, 1H), 8.65-8.68
(m, 1H), 8.80 (s, 1H); APCI (m/z) 345 (M+H)".
47 Fsc O on A 6-(2-¢prop-4-meTorcu(peHIT)-5-THAPOKCH-1 -
NN M / MeTui-3-(tpudropmernn)-1,7-quruapo-41-
H, 4 H - ocH, [MpomesxyTounoe | mupasono[3,4-bjmupunun-4-on; 'H AMP (300
coemuHeHHE 46 | MI'm, IMCO-ds): & 3.84 (s, 3H), 3.98 (s, 3H),
6.90-6.95 (m, 2H), 7.47 (t,J=8.4 'y, 1H), 8.23-
8.28 (m, 1H), 12.04 (br s, 1H); APCI (m/z) 358
M+H)*.
48 F,¢ O on A 6-(2-xm0p-4-MeTokcupeHIT)-5-THAPOKCH-1 -
NI; [ . [ / MeTHi-3~(Tpudropmernin)-1,7-quruapo-4/-
IO IpomesxyTounoe | mupa3ono[3,4-bjmupumun-4-on; 'H SAMP (300
H;C Cl OCH;

coequHecHHC 47

MTr, MCO-ds): & 3.84 (s, 3H), 3.97 (s, 3H),
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
7.04-7.06 (m, 1H), 7.19-7.22 (m, 1H), 7.40-7.44
(m, 1H), 8.23 (br s, 1H), 12.1 (br s, 1H); ESI
(m/z) 374 (M+H)".
49 Fs¢ O o A 6-(2-x10p-5-MeTOKCH (PeHIT)-5-THAPOKCH-1 -
NN | OCH; / MeTuI-3-(Tpudropmerun)-1,7-auruapo-4H-
/ E IMpomeskyTounoe | mupa3ono[3,4-bjmupumun-4-on; 'H SIMP (300
€ cl coemuneHue 48 | MI'y, IMCO-ds): 8 3.79 (s, 3H), 3.98 (s, 3H),
7.05-7.10 (m, 2H), 7.46-7.50 (m, 1H), 8.29 (brs,
1H), 12.16 (br s, 1H); ESI (m/z) 374 (M+H)".
50 FsC O o A 6-(2,5-muxnopeHnI)-5-rHAPOKCH-1-MeTHI-3 -
N T | al / (TpudropmeTnn)-1,7-muruapo-4H-
N H TMpomesxyTouHoe | mupasono|[3,4-bjmupumua-4-on; 'H SIMP (300
BC coemumenne 49 | M, IMCO-ds): 8 3.98 (s, 3H), 7.58-7.62 (m,
3H); APCI (m/z) 379 (M+H)".
51 FC O o A 6-(2,4-numeTokcu(peHUT)-5-THAPOKCH-1 -
NNI N| / MeTHI-3-(Tpudropmerun)-1,7-aquruapo-4/1-
1, CI Hg,HC o oct, IpoMesxyTouHoe | mupaszono[3,4-bjmupuaun-4-on; 'H SIMP (300
coemuenue 50 | MI'y, IMCO-ds): 3 3.64 (s, 3H), 3.83 (s, 3H),
3.96 (s, 3H), 6.46-6.71 (m, 2H), 7.20-7.30 (m,
1H), 7.87 (br s, 1H), 12.01 (br s, 1H); ESI (m/z)
370 (M+H)".
52 A 6-(4-x0p-2-(pTropdeHmn)-5-ruapokcu-1-
/ MeTrI-3-(tpudropmernn)-1,7-auruapo-4H-
IMpomesxyTouHoe | mupasono[3,4-blmupuaun-4-on; 'H AMP (300
coequHeHHE 51 | MI'n, IMCO-de): 3 3.99 (s, 3H), 7.45-7.48 (m,
1H), 7.57-7.60 (m, 2H), 8.55 (br s, 1H), 11.24
(br s, 1H); APCI (m/z) 362 (M+H)".
53 F,¢ O o A 5-ruapokcu-6-(4-metoxcudpenmn)-1-meTun-3-
NNl N| / (rpudropmermn)-1,7-qurumpo-4-
I, ¢ H oCH [MpomesxxyTouHoe | mupasono[3,4-bjmupuaun-4-on; 'H AMP (300
coequHeHHE 52 | MI'm, JIMCO-ds): 3 3.83 (s, 3H), 4.03 (s, 3H),
7.05-7.10 (m, 2H), 7.95 (br s, 2H), 10.52 (br s,
1H), 11.80 (br s, 1H); APCI (m/z) 340 (M+H)".
54 F;,¢ O on A S-ruapoxcu-6-[4-(1 H-nmuaaszon-1-wm)pernn] -
NN [ N [ / 1-metmn-3-(tpudropmernn)-1,7-guruapo-4H-
Hy CI H N ,\» [MpomesxyTouHoe | mupasono[3,4-bjmupuaun-4-on; 'H AMP (300
=N coemunenue 53 | MI'y, IMCO-ds): & 4.05 (s, 3H), 7.16 (s, 1H),
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Ne IIpomeskyrouno | MC
€ coeHeHne
7.78-7.87 (m, 3H), 7.90-8.21 (m, 2H), 8.39 (s,
1H); APCI (m/z) 376 (M+H)".
55 A 5-ruapokcu-1-metui-6-(pyridin-4-nm)-3-
/ (rpudropmernn)-1,7-guruapo-4H-
IMpomesxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SIMP (300
coenuneHue 54 | My, IMCO-ds): 8 4.04 (s, 3H), 7.85-7.94 (m,
2H), 8.67-8.79 (m, 2H); APCI (m/z) 309 (M-H)
56 H;C O A 6-(2-xn10p(heHU)-3 -3THI-5-THAPOKCH-1 -METHII-
N’ I OH / 1,7-nuruapo-4H-nupaszono[3,4-b]mupuaun-4-
H3CN ECI TpomesyTounoe | om: 'H SIMP (300 M, IMCO-de): 3 1.27 (t, J
coemunenue 55 | =75 'y, 3H), 2.87 (q,J = 7.5 ', 2H), 3.78 (s,
3H), 7.45-7.58 (m, 3H), 7.60-7.67 (m, 1H), 7.83-
7.92 (m, 1H), 11.60 (br s, 1H); APCI (m/z) 304
M+H)*.
57 A 6-(2-xnop(penmn)-3-(2-propdbensmwn)-5-
/ THAPOKCH-2-METHII-2,7-Turuapo-4H-
IpomexxyTounoe | mupasono[3,4-bjmupumun-4-on; 'H SAMP (300
coemuHeHHE 56 | MI'm, JIMCO-ds): 3 3.83 (s, 3H), 4.56 (s, 2H),
7.10-7.18 (m, 1H), 7.21-7.30 (m, 3H), 7.45-7.49
(m, 3H), 7.59 (d, J = 7.8 'y, 1H), 7.69 (s, 1H),
11.38 (brs, 1H); APCI (m/z) 384 (M+H)".
58 A 6-(2-xmoppermm)-3-(4-propdennn)-5-
/ THAPOKCH-2-METHII-2,7-muruapo-4H-
TMpomesxyTounoe | mupazono|3,4-bmupumua-4-on; 'H IMP (300
coemunenue 57 | MT'y, IMCO-ds): 3 3.89 (s, 3H), 7.38 (t, J=8.7
Iy, 2H), 7.45-7.65 (m, 5H), 7.76 (t, J =54 TL,
2H), 11.50 (br s, 1H); APCI (m/z) 370 (M+H)".
59 H,Cc O o A 6-(2-x10op (e HN )-5-THAPOKCH-2,3 - TUMETHII-
H;C-N | | / 2,7-murunapo-4H-mapazono|3,4-b|mupuaus-4-
IP‘TICI TpomexyTounoe | ox; 'H SIMP (300 MI'n, JIMCO-de): & 2.67 (s,
coemuuenue 58 | 3H), 3.82 (s, 3H), 7.39-7.62 (m, 5H), 11.20 (br
s, 1H); APCI (m/z) 290 (M+H)".
60 o A 6-(2-xmop (heHNIT)-5 -THAPOKCH-2 -
HsC /S | OH / MCTHITHCHO| 2,3 -h |mupuauH-4(7H)-0H; H
II}IICl IpomesxyTounoe | IMP (300 MI'u, JIMCO-ds): & 2.56 (s, 3H),

coequHeHHE 60

7.11-7.20 (m, 1H), 7.35-7.45 (m, 3H), 8.62 (s,
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
1H), 10.63 (brs, 1H), 12.45 (br s, 1H); ESI (m/2)
292 (M+H)".
61 0 on A 6-[4-¢rop-3-(tpudropmerin)perm]-5-
H;C %CF 3 / THUIPOKCH-2-METHITHEHO 2,3 -b | mupraus-
H F TpovexyTouroe | 4(7H)-or; 'H SIMP (300 MI'y, AMCO-ds): &
coemuucHue 61 | 2.52 (s, 3H), 7.17 (s, 1H), 7.58 (t, J = 6.6 T'n,
1H), 8.32-8.45 (m, 2H), 9.10 (br s, 1H), 10.86
(br s, 1H); APCI-MS (m/z) 344 (M+H)".
62 o A 5-(2-xnoppeHUI)-6 -THAPOKCH-2 -
H3C—QN | OH / metua[1,3]tuazono[5,4-b | mupuaun-7(4 H)-oH,
TN Tpomesxytouroe | 'H SIMP (300 M, AIMCO-de): & 2.78 (s, 3H),
c cocamHeHHe 66 | 7.40-7.49 (m, 3H), 7.50-7.52 (m, 1H), 9.03 (brs,
1H); APCI (m/z) 293 (M+H)".
63 0] A 5-(2-xn0ppeHnT)-6-THAPOKCH-2 -
F3C—<N ] OH / tpudpropmetnin|1,3]tnazono|5,4-b|mupuaus-
S E IMpomesxytounoe | 7(4H)-om; ‘H SIMP (300 MI'u, JIMCO-ds): &
c coeaunenue 67 | 7.40-7.62 (m, 4H), 9.54 (br s, 1H), 12.40 (br s,
1H); APCI (m/z) 347 (M+H)".
64 A 6-(2-xm0p (PeHUIT)-5 -THAPOKCH-3 -
/ meTmia[1,2]okcaszono[5,4-b | mupuxus-4(7 H)-0H,
IMpomexytounoe | 'H SAMP (300 MI', JMCO-ds): & 2.54 (s, 3H),
coemuHeHue 68 | 7.42-7.56 (m, 2H), 7.55-7.58 (m, 1H); APCI
(m/z) 275 (M-H)".
65 A 6-(2-x1m0p-4-(2-MCTOKCHITOKCH) (PCHUIT)-5-
/ rHApokcH-1,3-qumernn-1/-nupazono|3,4-
TMpomesxytounoe | blmupumun-4(7H)-on; ‘H SMP (300 MIm,
cocmuHcHHC 69 | TIMCO-de): 3 2.46 (s, 3H), 3.31 (s, 3H), 3.68 (s,
2H), 3.77 (s, 3H), 4.19 (s, 2H), 7.04 (d, J =7 .4
T'u, 1H), 7.22 (s, 1H), 7.36-7.42 (m, 1H), 7.77-
7.83 (m, 1H), 11.53 (s, 1H); ESI (mz) 364
(M+H)".
66 C O o A 6-(2-prop-4-(2-METOKCHITOKCH) PEHILT)-5-
NI:, | N| / THAPOKCH- 1 -MeTHn-3 (Tpudropmernn)-1/-
He F 0™~\-OCH: IMpomesxyTounoe | mupasono[3,4-bjmupunun-4(7H)-on; H SIMP

coequHeHHE 70

(300 MT'w, IMCO-de): 8 3.67 (s, 3H), 3.92-3.97
(m, 4H), 4.17 (s, 3H), 6.88-6.93 (m, 2H), 7.44 (t,
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
J=8.4Tu, 1H), 8.26 (brs, 1H), 12.03 (br s, 1H);
ESI (m/z) 400 (M-H)".
67 H;C A 6-(2,6-mudrop-4-meToKCHPEHIT)-5-THIPOKCH-
NI:I [ . | OHg / 1,3-mametmi-1H-tupasoio| 3,4 -b | mupumus-
H;C HF o, IMpomexyTounoe | 4(7H)-om; 'H SIMP (300 MI'm, IMCO-dg): &
coemuucHue 71 | 2.45 (s, 3H), 3.76 (s, 3H), 3.85 (s, 3H), 6.90 (s,
1H), 6.94 (s, 1H), 8.12 (br s, 1H), 11.64 (s, 1H);
ESI (m/z) 322 (M+H)".
68 A 6-(2,6-mudroppennn)-1-3Tun-5-ruxpokcu-3-
/ MeTi-1/7-mupasono|3,4-b lmupuxun-4(7H)-oH;
IMpomesxytounoe | 'H SIMP (300 MT'n, IMCO-de): & 1.24-1.32 (m,
coeaunenue 72 | 3H), 3.99-4.18 (m, 2H), 7.21-7.32 (m, 2H), 7.58-
7.64 (m, 1H), 8.19-8.25 (m, 1H), 11.66 (s, 1H);
ESI (m/z) 304 (M-H)".
69 HC O oH A 1-31un-6-(2-prop-4-MeTOKCHPCHIT)-5 -
NN| | / THAPOKCH-3-MeTHII- 1 H-mupazono|3.,4-
H,c HF OCH, Ipomesxytounoe | blmupumun-4(7H)-on; ‘H SMP (300 MI,
coemuneHue 73 | IMCO-ds): 5 1.28 (t, J = 6.9 T, 3H), 2.46 (s,
3H), 3.83 (s, 3H), 4.18 (q, J = 6.9 'y, 2H), 6.90-
7.04 (m, 2H), 7.46 (t, J = 8.4 T'uy, 1H), 7.85 (s,
1H), 11.47 (s, 1H); ESI (m/z) 318 (M+H)".
70 H,¢ O - A 6-(2-(prop-4-MeTOKCH(CHIT)-5-THAPOKCH-3 -
NNI N| / metii-1-(2,2,2-rpudropatin)-1H-
e H F OCH, IpomesxyTounoe | mupasono[3,4-blmupunun-4(7H)-on; 'H SIMP
coemuueHue 74 | (300 MT'u, IMCO-ds): & 2.50 (s, 3H), 3.83 (s,
3H), 5.09-5.14 (m, 2H), 6.91-7.04 (m, 2H), 7 .44
(t, J=8.4Tu, 1H), 8.11 (s, 1H), 11.75 (s, 1H);
ESI (m/z) 372 (M+H)".
71 A 6-(2,6-mudropheHnm)-3 -3TUI-5-THIPOKCH-1 -
/ meTtui- 1 H-mupaszono|3,4-b|mupuaua-4(7 H)-0H,
IpomexyTtounoe | 'H SIMP (300 MI'u, IMCO-de): & 1.27 (t, J =

COCTHHCHHE 75

7.8 T, 3H), 2.87 (q. J = 6.6 T, 2H), 3.78 (s,
3H), 7.20-7.35 (m, 2H), 7.50-7.68 (m, 1H), 8.25
(br s, 1H), 11.67 (br s, 1H); ESI (m/z) 306
(M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
72 A 3-3tr1-6-(2-pTop-4-MeToKCHPEHIT)-5 -
/ THAPOKCH-1-meTua-1/-nupasono|3,4-
IpomeskyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
coemuueHue 76 | JIMCO-de): & 1.26 (t, J = 7.5 T'u, 3H), 2.85 (q, J
= 6.9 I'y, 2H), 3.79 (s, 3H), 3.83 (s, 3H), 6.90-
7.03 (m, 2H), 7.45 (t, J = 9.0 I'y, 1H), 7.86 (s,
1H), 11.51 (s, 1H); ESI (m/z) 318 (M+H)".
73 A 6-(2-x5mop-4-MeTOKCH(PSHUIT)-3-3THII-5-
/ rHApPOKCH-1-meTun-1/-nupasono|3,4-
IMpomexxytounoe | blmupumuu-4(7H)-on; 'H SIMP (300 MIw,
coemuuenue 77 | JIMCO-de): & 1.26 (t, J = 7.2 Tu, 3H), 2.85 (q. J
=7.2Tm, 2H), 3.77 (s, 3H), 3.84 (s, 3H), 7.05 (d,
J=75Tn, 1H), 720 (s, 1H), 743 (d, J = 7.5
I'm, 1H), 7.79 (s, 1H), 11.54 (s, 1H); ESI (m/z)
332 (M-H).
74 H, ¢ O A 6-(2,6-mudpropdenmn)-5-rugpoxcu-1-
NT O}{? / H30IPONII-3-MeTHII- 1 /{-tupa3oo(3,4-
H, C/EICH3N - IMpomexyTouroe | blmupumur-4(7H)-on; ‘H SIMP (300 MIm,
coemunenue 78 | JIMCO-de): 8 1.35 (d, J = 6.3 'y, 6H), 2.48 (s,
3H), 4.62-4.69 (m, 1H), 7.21-7.25 (m, 3H), 7.57-
7.61 (m, 1H), 8.20 (br s, 1H), 11.59 (br s, 1H);
ESI (m/z) 320 (M+H)*.
75. A 6-(2-x10p (heHUT)-5 -THAPOKCH-3 -H30MPOTTHI-2 -
/ MeTHI-2H-1pasono|3,4-b jmupuua-4(7 H)-0H;
Ipomexytounoe | 'H IMP (300 MI'u, IMCO-d¢): 8 1.32 (d, J =
coemunenue 79 | 6.0 Ty, 6H), 3.44-3.552 (m, 1H), 3.70 (s, 3H),
6.32 (s, 1H), 7.30-7.52 (m, 4H), 8.89 (s, 1H);
APCI (m/z) 318 (M+H)".
76 A 1-6en3u1-6-(2,6-mudTopdhermnn)-5-ruapoxcn-3-
/ metui-1 H-mupaszono|3,4-b|mupuaun-4(7 H)-0H,
IpomesxyTounoe | 'H AMP (300 MI'u, JMCO-ds): & 5.38 (s, 2H),
coenunenue 80 | 7.10-7.28 (m, 7H), 7.58-7.64 (m, 1H), 8.30 (s,
1H), 11.84 (s, 1H); ESI (m/z) 368 (M+H)".
77 A 1-6cH3u1-6-(2 -(pTOop-4-MCTOKCUPCHAT)-5-
/ TUAPOKCH-3-MeTHII- 1 /H-nupaszoo[3,4-
Tpomesxytounoe | blmupumun-4(7H)-on; ‘H SAMP (300 MIn,

coequHCHHE 81

JMCO-ds): 8 2.48 (s, 3H), 3.83 (s, 3H), 5.41 (s,
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Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
2H), 6.89-6.94 (m, 3H), 7.16-7.21 (m, 2H), 7.28-
7.34 (m, 3H), 7.42-7.47 (m, 1H), 7.96 (br s, 1H),
11.45 (brs, 1H); ESI (m/z) 380 (M+H)".
78 O A 5-(2-xn0ppeHIT)-6-THAPOKCH-7-0KCO-4,7-
S OH
N L] / JUTHAPOU30THA30710[4,5-b|mupuauH-3-
HN, ﬂ ol IMpomesxxytounoe | xapbokcamum;, ‘H SIMP (300 MI'y, IMCO-d):
coemuneHue 82 | 3 7.47-7.61 (m, 4H), 8.05 (s, 1H), 8.46-8.50 (m,
1H), 9.17 (br s, 1H), 11.65 (br s, 1H); ESI (m/z)
320 (M-H).
79 H,e O on A 6-(2,6-mudroppeHnn)-5-ruapokcu-3-MeTunI-1-
NN | N| F / nponui-1H-mupazoo[3,4-b|mupuaun-4(7 H)-
. C,f’ H_ ITpomesxyTounoe | om; 'H AMP (300 MI'n, JIMCO-de): & 0.81 (t,J
’ coeaunenue 83 | =75 ', 3H), 1.73 (q. J = 6.9 'y, 2H), 2.47 (s,
3H), 4.07 (t,J = 6.3 I'y, 2H), 7.17-7.31 (m, 2H),
7.59-7.68 (m, 1H), 8.21 (s, 1H), 11.62 (s, 1H);
ESI (m/z) 318 (M-H)".
80 Hc O of A 6-(2-xmop(pernn)-1-(2-(ATUMETHIAMHHO )3THIT)-
N;I L / S-ruapokcu-3-metui-1H-mupa3ono[3,4-
. C_NH Ly TpomesxyTouroe | bjmupumun-4(7H)-or; 'H SIMP (300 MIw,
= CHs coemuneHue 84 | JIMCO-de): 8 2.18 (s, 3H), 2.49 (s, 6H), 2.69 (t,
J=62Tn, 2H), 425 (t,J = 6.2 T'y, 2H), 7.42-
7.60 (m, 4H); ESI (m/z) 347 (M+H)".
81 H,¢ O o A 6-(2,5-mudropperHnn)-1-3Tun-5-ruxpokcu-3-
N‘Iil T . / MeTHI- 1 H-tupasono[3,4-b|nupuaun-4(7 H)-ox;
kCH3 - ITpomesxytounoe | 'H SIMP (300 MI'n, IMCO-ds): & 1.29 (t, J =
coemunenue 85 | 6.6 Ty, 3H), 3.33 (s, 3H), 4.17 (q, J = 7.5 'y,
2H), 7.39-7.45 (m, 3H), 8.14 (br s, 1H), 11.55
(br s, 1H); APCI (m/z) 306 (M+H)".
82 HC ©O on A 6-(2-(pTop-4-MeTOKCH(CHUIT)-5-THAPOKCH-3 -
N I | / MeTHI-1-nponui-1H-mupazono[3,4-
i H v OCH, TMpomesxytounoe | blmupumun-4(7H)-on; '‘H SAMP (300 MIm,

COCTHHCHHE 86

JIMCO-de): 50.82 (t,J = 7.5 'y, 3H), 1.68-1.80
(m, 2H), 2.47 (s, 3H), 3.83 (s, 3H), 4.05-4.18 (m,
2H), 6.85-7.05 (m, 2H), 7.46 (t,J =7.2 T, 1H),
7.84 (s, 1H), 11.44 (br s, 1H); ESI (m/z) 332
(M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
33 A 5-(2-xmopennn)-6-runapokcu-1,3 -mumerni-
/ 1 H-tiupazono[4,3-b|mupuaun-7(4 H)-oH; 'H
IpomesxyTounoe | SIMP (300 MI'u, IMCO-de): 8 2.35 (s, 3H), 4.19
coemuucuue 87 | (s, 3H), 7.46-7.57 (m, 3H), 7.60-7.64 (m, 1H),
8.08 (s, 1H), 11.75 (s, 1H); ESI (m/z) 290
(M+H)*.
84 A 6-(2,6-mudpropdenun)-1-(4-propdbeH3un)-5-
/ THAPOKCH-3-MeTHI-1//-upasono|3,4-
IMpomesxxytounoe | blmupumuu-4(7H)-on; 'H SIMP (300 MIw,
cocauneHue 88 [ JIMCO-ds): 8 2.50 (s, 3H), 5.37 (s, 2H), 7.05-
7.30 (m, 6H), 7.59 (br s, 1H), 8.31 (s, 1H), 9.70
(s, 1H); APCI (m/z) 386 (M+H)".
85 B 6-(2-xnop(pennn)-3 -(aupropmeTh)-S-
/ rHApokcH-1-metun-1/-mupaszono|3,4-
IpomesxxyTounoe | blmupumun-4(7H)-on; ‘H SIMP (300 MI,
coemunenue 89 | IMCO-de): 8 3.94 (s, 3H), 7.21 (t, J =53 Iy,
1H), 7.40-7.65 (m, 4H); APCI (m/z) 326
(M+H)*.
86 B 3-(mupropmeTrn)-6-(2,6-mupTopPeHIT)-5-
/ rUApoKcH-1-metun-1/-nupasono|3,4-
IpomexxyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
coemuneHEE 90 | IMCO-ds): & 3.95 (s, 3H), 7.24 (t, J = 54 T'ny,
1H), 7.15-7.40 (m, 2H), 7.45-7.68 (m, 1H), 8.59
(brs, 1H), 12.18 (s, 1H); APCI (m/z) 326 (M-HY
87 B 1-muxronporun-6-(2 ,6-mudropdheHmm)-5-
/ THAPOKCH-3-MeTHI- 1/ -mupasono|3,4-
IpomexyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
cocmuncHue 92 | IMCO-ds): 8 0.97-1.05 (m, 4H), 2.44 (s, 3H),
3.44-3.55 (m, 1H), 7.15-7.35 (m, 2H), 7.60-7.65
(m, 1H), 8.23 (s, 1H), 11.76 (s, 1H); ESI (m/z)
318 (M+H)".
88 H;C B 6-(2,6-mudropheHnm)-5-ruapokcu-3-MeThI-1-
NN OHy / (2-Mop(pomuHOTHN)-1 H-mHpaszono|[3,4-
~ IpomesxyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
N

coeauHCHHE 93

JIMCO-de): 3 2.37-2.40 (m, 7H), 2.68 (. J = 7.5
T, 2H), 3.36-3.45 (m, 4H), 4.24-4.27 (m, 2H),

186




IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
7.25-7.29 (m, 3H), 7.61-7.64 (m, 1H), 8.22-8.26
(m, 1H); APCI (m/z) 389 (M-H)".
89 B 6-(2,6-mudproppennm-1-(2-
/ (AMMETHIAMHHO )3THI)-5-TUAPOKCH-3 -METU -
Ipomesxyrounoe | 1H-mupaszono[3,4-b]mupuaus-4(7H)-0H; 'H
coemuneHue 94 | SIMP (300 MI'u, IMCO-ds): 3 2.16 (s, 6H), 2.47
(s, 3H), 2.68 (t,J =6.0 'y, 2H), 422 (t,J = 6.3
I'm, 2H), 7.23 (t, J = 8.4 'y, 2H), 7.51-7.59 (m,
1H); ESI (m/z) 349 M+H)".
90 Hc O oH B 6-(2,6-mudroppennn)-S-ruapokcu-1-(2-
NN | N| F / METOKCHATHI)-3 -MeTwi-1//-mupazono|3,4-
~ H . IMpomerxxyTounoe | blmupumun-4(7H)-on; ‘H SIMP (300 MIw,
H;C0 coemmerme 95 | IMCO-dg): & 2.50 (s. 3H). 3.19 (s, 3H), 3.64-
3.67 (m, 2H), 4.27-4.31 (m, 2H), 7.25-7.29 (m,
2H), 7.60-7.63 (m, 1H), 8.23 (s, 1H), 11.69 (s,
1H); APCI (m/z) 336 (M+H)".
91 B 6-(2,6-mudpropPheHnN)-5-THAPOKCH-3 -
/ u3onponui-1-merun-1/-nupasono|3,4-
IMpomexyTounoe | blmupumur-4(7H)-on; ‘H SIMP (300 MIm,
coemuuenue 96 | JIMCO-de): 8 1.33 (d,J = 6.3 'y, 6H), 3.33-3.36
(m, 1H), 3.78 (s, 3H), 7.20-7.35 (m, 2H), 7.60-
7.65 (m, 1H), 8.19 (br s, 1H), 11.71 (s, 1H).
92 B 6-(2,6-mudropdpennn)-S-ruapokcu-1-(3-
/ METOKCHIPOIHIT)-3-MeTHI- 1 [-tupasono[3,4-
IMpomexyTounoe | blmupumur-4(7H)-on; 'H SIMP (300 MIm,
coemuneHue 97 | IMCO-dg): & 1.95 (t, J = 6.3 'y, 2H), 2.47 (s,
3H), 3.16 (s, 3H), 3.27 (t, J = 5.7 'y, 2H), 4.17
(t,J=69Tn, 2H),7.26 (t,J =7.8 'y, 2H), 7.48-
7.65 (m, 1H), 8.31 (s, 1H), 11.68 (s, 1H); APCI
(m/z) 350 (M+H)".
93 B 1-muxmmonporua-6-(2,6-mudrop-3-
/ MCTHII(CHUIT)-5-THAPOKCH-3-MeTHIT-1/7-
TpomesxyTounoe | mupazono|[3,4-bmupumun-4(7H)-on; ‘H SAMP

COCTHHCHHE 98

(300 M, IMCO-de): & 0.96-1.05 (m, 4H),
228 (s, 3H), 2.44 (s, 3H), 3.46-3.51 (m, 1H),
7.16 (t,J = 9.3 T, 1H), 7.46-7.53 (m, 1H), 8.19
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Ne IIpomeskyrouno | MC
€ coeHeHne
(br s, 1H), 11.75 (s, 1H); APCI (m/z) 332
(M+H)".
94 H;C 0] - B/ 1-nuKI0NPONHI-5-THAPOKCH-3-MeTUI-6-(2,4,6-
NT T F ITpomexytounoe | Tpudropdenun)-1--mupazono|3,4-bmpuiun-
AN EF ] coemmmenne 99 | 4(7H)-om; H SIMP (300 MT'm, JIMCO-de): &
0.98-1.15 (m, 4H), 2.44 (s, 3H), 3.40-3.52 (m,
1H), 7.36-7.45 (m, 2H), 8.33 (s, 1H), 11.70 (s,
1H); APCI (m/z) 336 (M+H)".
95 B 6-(2,3-mudroppenun)-1-3Tun-5-ruxpokcu-3-
/ MeTi-1/7-mupasono|3,4-b lmupuxun-4(7H)-oH;
IMpomesxytounoe | 'H SIMP (300 MT'n, JIMCO-ds): & 1.29 (t, J =
coeaunenne 100 | 6.9 T'u, 3H), 2.48 (s, 3H), 4.20 (q. J = 6.9 T,
2H), 7.35-7.41 (m, 2H), 7.54-7.59 (m, 1H), 8.17
(s, 1H), 11.57 (s, 1H); APCI (m/z) 306 (M+H)".
96 H,c O on B 1-muxnonpomui-6-(2,3-nudproppeHnn)-5-
NNI N| / THAPOKCH-3-MeTHII-1H-upazono[3.4-
4 H . Ipomesxytounoe | blmupumun-4(7H)-on; ‘H SMP (300 MI,
F coequuenue 101 | IMCO-ds): 3 0.98-1.15 (m, 4H), 2.44 (s. 3H),
3.45-3.56 (m, 1H), 7.30-7.42 (m, 2H), 7.55-7.62
(m, 1H), 8.19 (s, 1H), 11.67 (s, 1H); ESI-MS
(m/z) 318 (M+H)".
97 H;C (0] B 1-3tun-5-ruapoxcu-3 -mMeTui-6-(2,4,6-
N/ M | OHF / Tpudpropdhermn)-1H-mmpasono|3,4-b | mupuuH-
Hc EF ) IIpomexyrounoe | 4(7H)-on; 'H SIMP (300 MI'y, JMCO-ds): &
coemuucnue 102 | 129 (1, J = 6.9 ', 3H), 2.47 (s, 3H), 4.15 (q, J
= 6.9 'y, 2H), 7.35-7.50 (m, 2H), 8.31 (s, 1H),
11.63 (s, 1H); ESI-MS (m/z) 324 (M+H)".
98 B 6-(2,6-mudropheHnI)-5-THAPOKCH-3 -
/ (rpudropmermn)-1H-mupaszono[3,4-
[Mpomesxytounoe | blmupumuu-4(7H)-on; 'H SMP (300 MI,
coenunenue 103 | IMCO-ds): 3 7.20-7.35 (m, 2H), 7.55-7.68 (m,
1H), 8.58-8.70 (m, 1H), 12.56 (br s, 1H), 14.02
(br s, 1H).
99 B 3-(mupropmetmn)-6-(2,6-aupTopdheHm)-1-
/ STHI-5-THApPOKCH-1 //-upazono|3,4-
IMpomesxytounoe | blmupumuu-4(7H)-on; 'H SIMP (300 MI,

cocauHecHHE 104

JIMCO-de): 3 1.37 (1, J = 6.9 Ty, 3H), 435 (q.J
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Ne IIpomeskyrouno | MC
€ coeHeHne
=691, 2H), 7.24 (t, J = 54T’ 1H), 7.15-7.40
(m, 2H), 7.48-7.65 (m, 1H), 8.55-8.59 (m, 1H),
12.11 (br s, 1H); APCI-MS (m/z) 342 (M+H)".
100 F,¢ O B 6-(2,6-mudroppeHnm)-1-3Tun-5-ruxpokcu-3-
N/ B OHF / (rpudropmernn)-1H-nmupasono[3,4-
. 2N : TlpomeskyTouroe | blmupuana-4(7H)-om, 'H SMP (300 MI'w,
coenunenue 105 | IMCO-ds): 5 1.38 (t,J = 7.2 'y, 3H), 439 (q, J
=7.2Tu, 2H), 7.18-7.38 (m, 2H), 7.55-7.65 (m,
1H), 8.67 (br s, 1H), 12.30 (br s, 1H); APCI-MS
(m/z) 360 (M+H)".
101 B 5-(2,6-mudropdpernn)-3 -3THI-6-ruaApOKCH-3 -
/ umunaso[4,5-b|mupunun-7(4H)-on; ‘H SIMP
IMpomesxyTounoe | (300 MI'y, IMCO-ds): 8 1.39 (t, J = 7.2 Ty,
cocaunenue 106 | 3H),4.16 (q.J=7.2Tw, 2H), 7.15 (t,J = 7.8 T,
2H), 7.40-7.52 (m, 1H), 8.27 (s, 1H); APCI (m/z)
392 (M+H)".
102 B 6-(2,6-mudpropPheHnN)-5-THAPOKCH-3 -
/ (meTokcumeTwn)-1-metun-1/4-nupasono[3.4-
IMpomexyTounoe | blmupumun-4(7H)-on; ‘H SIMP (300 MIw,
coenuHeHue 107 | IMCO-ds): 8 3.34 (s, 3H), 3.85 (s, 3H), 4.68 (s,
2H), 7.20-7.35 (m, 2H), 7.55-7.68 (m, 1H), 8.40
(br s, 1H), 11.86 (br s, 1H); APCI (m/z) 323
M+H)*.
103 B 6-(2,6-mudroppernn)-1,3 -AU3THI-5 -THAPOKCH-
/ 1,7-muruapo-4 H-mupa3zono|3,4-b|mupuaua-4-
IpomexyTounoe | on; 'H AMP (300 MI'u, IMCO-ds): 3 1.20-1.35
coenunenue 108 | (m, 6H), 2.80-2.95 (m, 2H), 4.15-4.24 (m, 2H),
7.20-7.35 (m, 2H), 7.60-7.68 (m, 1H), 8.23 (brs,
1H), 11.68 (s, 1H); APCI-MS (m/z) 320 (M+H)".
104 H,C O o B 1-310u1-6-[2-¢TOp-3-(TpHdTOopMETHIN) heHMINT] -5 -
NNl N| / THAPOKCH-3-MeTHI-1,7-auruapo-4 -
kCH3 - TpomesxyTounoe | mupazono|3,4-blmupumua-4-on; 'H IMP (300

coequHeHHE 109

M, IMCO-ds): 8 1.30 (t,J = 7.2 T, 3H), 2.50
(s. 3H), 4.18 (q,J = 7.2 T, 2H), 7.54 (. J = 7.8
T, 1H), 7.82-7.95 (m, 2H); APCI-MS (m/) 356
(M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
105 O B 6-(2,6-mudropdennn)-1-3Tun-5-runpokcu-1,7-
Nli] | . | OI%: / Jaraapo-4 H-mupasoio|[3,4-b|nupunus-4-01;
H3CJ H . IMpomexyrounoe | 'H SIMP (300 MI'm, AMCO-ds): 3 1.34 (t, J =
coemuucnue 110 | 7.2 T, 3H), 427 (q, J = 7.2 T, 2H), 7.20 (t, J
= 7.8 T'y, 2H), 7.50-7.59 (m, 1H), 8.10 (s, 1H),
8.42 (s, 1H), 11.90 (br s, 1H).
106 B 6-(2,6-mudropPeHnN)-5-THAPOKCH-3-METHII-
/ 1,7-muruapo-4H-nupaszono[3,4-b]mupuaun-4-
IMpomexyTounoe | om; 'H SIMP (300 MI'u, AMCO-dq): 3 2.56 (s,
coemuucnue 111 | 3H), 7.23 (t,J =7.8 T, 2H), 7.58 (t,J = 7.5 T,
1H), 7.89 (br s, 1H), 11.35 (br s, 1H), 12.97 (br
s, 1H); ESI-MS (m/z) 278 (M+H)".
107 H,c O o B 1-31u1-6-(2-propdeHmn)-5-rugpoKkcu-3 -MeTHI-
NNI N| / 1,7-muruapo-4H-nupa3omno(3,4-b|mupunun-4-
{ IMpomexyTounoe | om; 'H SIMP (300 MI'm, IMCO-ds): & 1.28 (t, J
CH; F coeaunenme 112 | = 6.9 T'y, 3H), 2.47 (s, 3H), 4.18 (q. J = 6.9 Ty,
2H), 7.32-7.40 (m, 2H), 7.46-7.60 (m, 2H), 7.95
(s, 1H), 11.54 (s, 1H); APCI-MS (m/z) 287
(M+H)*.
108 B 6-(2,6-mudproppeHnn)-S-ruapokcu-1-
/ w300y THI-3-MeTHIT- 1 F-tupa3om0[ 3 ,4-
IpomexxyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
coemuucnue 113 | IMCO-ds): 80.82 (d,J = 6.9 Ty, 6H), 2.05-2.18
(m, 1H), 3.32 (s, 3H), 3.95 (d, J = 6.9 'y, 2H),
7.20-7.33 (m, 2H), 7.57-7.68 (m, 1H), 8.22 (brs,
1H), 11.58 (br s, 1H); APCI-MS (m/z) 334
M+H)*.
109 F,¢ O ol B 6-(2-xmop(eHnN)- 1 -3THI-5-THAPOKCH-3 -
NNI N| / (rpudropmermn)-1H-mupaszono[3,4-
ACH3HCl IpomexyTounoe | blmupumur-4(7H)-on; 'H SIMP (300 MIm,

coequHeHHE 114

JIMCO-de): 3 1.37 (t,J = 6.9 T, 3H), 4.38 (q, J
= 6.9 Ty, 2H), 7.40-7.70 (m, 4H), 8.31 (br s,
1H), 12.09 (br s, 1H); APCI-MS (m/z) 356
(M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
110 B 1-3THa-5-rHAPOKCH-6-(2-MeTOKCH (P HIIT)-3 -
/ MeTi- 1 /-mmpasono|3,4-b jmupuaun-4(7 H)-0H;
IMpomexyrounoe | 'H SIMP (300 MI'm, AMCO-ds): 3 1.26 (t, J =
coemuucuue 115 | 6.9 Tu, 3H), 2.46 (s, 3H), 3.76 (s, 3H), 4.16 (q. J
=72Tmn, 2H), 7.05 (t,J = 6.6 'y, 1H), 7.16 (d,
J=87TIn, 1H), 7.36 (d, J = 7.5 Ty, 1H), 7.46
(t,J =78Tm, 1H), 7.54 (s, 1H), 11.38 (s, 1H);
APCI-MS (m/z) 300 (M+H)".
111 B 6-(2,6-mudroppeHnn)-S-ruapokcu-1-
/ u300yTHI-3-(TpudTOp™MeTIH)-1 H-
TMpomesxyTounoe | mupasono|[3,4-blmupumun-4(7H)-on; 'H SIMP
coequuenue 116 | (300 MI'u, JIMCO-dq): 8 0.81 (d, J = 6.9 T,
6H), 2.10-2.21 (m, 1H), 4.13-4.20 (m, 2H), 7.20-
7.27 (m, 2H), 7.56 (br s, 1H); APCI-MS (n/z)
388 (M+H)".
112 H,c O o B 1-31un-6-(4-QpropdeHmn)-5-rugpokcu-3 -MeTHI-
NNl N| / 1,7-muruapo-4H-nupaszono|3,4-b|mupunun-4-
QCHS IpomexxyTounoe | om; 'H SAMP (300 MI'u, IMCO-de): 8 1.31 (t, J
coemuuenue 117 | = 6.9 T'y, 3H), 3.32 (s, 3H), 423 (q,J = 6.9,
2H), 7.28-7.42 (m, 2H), 7.70-8.05 (m, 3H),
11.29 (m, 1H); APCI-MS (m/z) 288 (M+H)*.
113 B 6-(2,6-mudropdernn)-3-(4-propheHmm)-5-
/ rUAPOKCH-1-meTun-1/-nupasono|3,4-
IMpomexyTounoe | blmupumus-4(7H)-on; 'H SIMP (300 MIm,
coenuneHue 118 | IMCO-ds): & 3.92 (s, 3H), 7.20-7.32 (m, 4H),
7.60-7.70 (m, 1H), 8.32-8.35 (m, 1H), 8.50-8.55
(m, 2H), 12.01 (s, 1H); APCI-MS (m/z) 370 (M-
H).
114 HC O A 1-muxsmonporui-6-(2-(prop-4-MeTOKCH (hSHIT) -
/ 5-ruapokcu-3-mMetun-1/-mupaszono[3,4-
Tpomesxyrounoe | blmupumun-4(7H)-on; ‘H SAMP (300 MIn,

coeauHeHHE 119

JIMCO-de): & 0.98-1.15 (m, 4H), 2.44 (s, 3H),
3.46-3.58 (m, 1H), 3.83 (s, 3H), 6.85-7.08 (m,
2H), 7.46 (t, J = 6.7Tw, 1H), 7.80-7.87 (m, 1H),
11.55 (brs, 1H); ESI (m/2) 330 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
115 A 3-6en3m-6-(2,6-mudrophermn)-S-rugpoxcu-1-
/ MeTi- 1 /-mmpasono|3,4-b jmupuaun-4(7 H)-0H;
IMpomexytounoe | 'H SAMP (300 MI'u, JMCO-ds): & 3.78 (s, 3H),
cocmuucuue 120 | 422 (s, 2H), 7.13-7.34 (m, 5H), 7.39 (d, /= 6.6
I'm, 2H), 7.61-7.65 (m, 1H), 8.34 (s, 1H), 11.79
(s, 1H); ESI (m/z) 368 (M+H)".
116 B 6-(2,4-mudrop-3-(rpudropmerin)peHu)-1-
/ STHI-5-TUAPOKCH-3-MeTHI-1//-upa3oo[3,4-
IMpomesxxytounoe | blmupumuu-4(7H)-on; 'H SIMP (300 MIw,
coemunenue 121 | IMCO-dg): 8 1.30 (t, J = 6.9 T'n, 3H), 2.47 (s,
3H), 4.12 (q,J = 6.9 ', 2H), 7.40-7.65 (m, 1H),
7.85-8.15 (m, 1H), 8.26-8.35 (m, 1H), 11.54 (br
s, IH); APCI-MS (m/z) 374 (M+H)".
117 B 6-(2,6-mudpropdeHmn)-5-runpoxcu-1-MeTni-3-
/ MopdouHo-1H-nupazono|3,4-b|mupuauH-
IMpomesxytounoe | 4(7H)-om; '‘H SIMP (300 MI', JIMCO-ds): &
coenunenue 122 | 3.25 (s, 3H), 3.31-3.40 (m, 4H), 3.65-3.78 (m,
4H), 7.20-7.34 (m, 2H), 7.42 (s, 1H), 7.53-7.58
(m, 1H); APCI-MS (m/z) 362 (M+H)".
118 A 6-(2,6-mudrop-4-meroxcupeHmw)- 1-3THI-5-
/ THAPOKCH-3-MeTHI-1 [ -mupasono|3,4-
IpomexxyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
coeauneHue 123 | IMCO-dg): 8 1.25 (t, J = 6.9 Ty, 3H), 2.47 (s,
3H), 3.83 (s, 3H), 4.12 (q, J = 6.9 'y, 2H), 6.90
(d,J=9.6 T, 2H), 8.07 (s, 1H), 11.57 (s, 1H).
119 H;c O o B 6-(4-amuHO-2-(pTopPermn)-1-3TH-5-
NT | / THAPOKCH-3-MeTHII-1,7-muruapo-4 H-
i\l E [MpomesxxyTounoe | mupasono[3,4-blmupuaun-4-on; 'H AMP (300
CH; F N2 coemmenne 124 | M, JIMCO-dg): 3 1.27 (t,J = 6.9 T'w, 3H), 2.46
(s, 3H), 4.18 (q, J = 6.9 T, 2H), 5.72 (s, 2H),
6.38-6.54 (m, 2H), 7.16 (t, J=8.4 'y, 1H), 7.61
(s, 1H), 11.33 (s, 1H); APCI (m/z) 303 (M+H)".
120 HBe O A 1-3Tr1-6-[ 2-(pTOp-4-(2-
N% / METOKCHITOKCH) (P HIIT|-5-THAPOKCH-3 -METHII-
QCH3H F o~0CH: | TIpomesxyrounoe | 1,7-muruapo-4/7/-nupasono|3,4-bmupuaun-4-

coeauHeHHE 127

om; 'H SIMP (300 MI'w, IMCO-dg): 5 1.28 (1, J
=6.9 T, 3H), 2.47 (s, 3H), 3.32 (s, 3H), 3.68 (L,
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
J=6.3Tm, 2H), 4.10-4.25 (m, 4H), 6.92 (d, J =
9.6T1, 1H), 701 (d,J=9.6T1, 1H), 745, J=
8.4 T'm, 1H), 7.87 (s, 1H), 11.47 (s, 1H); APCI
(m/z) 362 (M+H)".
121 H¢ ©Q o A 6-[4-(IuKTONPOTUIMETOKCH)-2-(prophperm]-1-
N% / STUI-3-TUAPOKCHU-3-MEeTHII-1,7-quruapo-4/-
kCH3H F O’V TpomesxyTounoe | mupaszono|[3,4-bmupumua-4-on; 'H IMP (300
coenuHeHue 128 | MI'n, IMCO-dg): & 1.27 (t, J = 6.9 T'u, 3H),
1.33-1.65 (m, 4H), 2.00-2.19 (m, 1H), 2.46 (s,
3H), 2.77 (br s, 2H), 4.18 (q, J = 6.9 I'y, 2H),
6.73 (d, J = 8.4 I'u, 1H), 7.23 (s, 1H), 7.82 (s,
1H), 11.45 (s, 1H); APCI (m/z) 358 (M+H)".
122 B 6-(2,6-mudpropdenmn)-1-3THia-5-rugpokcu-3-
/ (2-metummponn)-1,7-quruapo-4 H-
TTpomexyTouHoe | mupaszono[3,4-blmupumun-4-on; 'H AMP (300
coemuuenue 129 | MI'n, IMCO-ds): 3 0.91 (d, J = 6.3 T'n, 6H),
127 (t,J=6.9Tn, 3H), 2.10-2.25 (m, 1H), 2.74
(d,J=69Tn, 2H),4.17 (q,J=7.2Tu, 2H), 7.28
(t, J = 8.1 Ty, 2H), 7.57-7.68 (m, 1H), 8.22 (s,
1H), 11.69 (s, 1H); APCI (m/z) 348 (M+H)".
123 B 6-(2-x10p-6-(pTOpPeHmIT)- 1 -3THI-5-THAPOKCH-
/ 3-metun-1,7-guruapo-4H-nupasono[3.4-
IMpomesxyTounoe | blmupumun-4-on; ‘H AMP (300 MI'y, MCO-
coemunenue 130 | de): 8 1.27 (t,J=7.2 T, 3H), 2.47 (s, 3H), 4.14
(q,J=72Tu,2H), 740 (t,J=7.8Tn, 1H), 7.52
(d, J=7.8 Ty, 1H), 7.56-7.65 (m, 1H), 8.18 (s,
1H), 11.67 (s, 1H); APCI (m/z) 322 (M+H)".
124 HCe O A 6-(2-xm0p-6-(hTOpPeHwIT)- 1 -IHKIoIPOTTHI-S-
N, I8 OHc1 / THAPOKCH-3-MeTUI-1,7-nuruapo-4 -
<N g IMpomesxyTouHoe | mupasono[3,4-bjmupuaun-4-on; 'H AMP (300
F cocauucHue 131 | My, IMCO-ds): & 0.95-1.10 (m, 4H), 2.42 (s,
3H), 3.41-3.48 (m, 1H), 7.35-7.60 (m, 3H), 8.16
(s, 1H), 11.73 (s, 1H); APCI (m/z) 334 (M+H)".
125 HC O A 6-(2-xm0op (heHUT)- 1 -OUKIOIPOTTHIT-5 -THAPOKCH-
N/ T OH / 3-metun-1,7-quruapo-4 H-nupasono|3,4-
LN TIpoMeskyTouHoe | bjmprane-4-or, 'H SIMP (300 M, IMCO-

cocauHcHHCE 132

de): 50.95-1.15 (m, 4H), 2.44 (s, 3H), 3.45-3.60
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
(m, 1H), 7.40-7.65 (m, 3H), 7.57-7.64 (m, 1H),
7.89 (s, 1H), 11.69 (s, 1H); APCI (m/z) 316
(M+H)*.
126 HCc 9 B 6-(2-xmoppernn)-1-(4-prop-2-merunpeHu)-5-
N T oH / THAPOKCH-3-METHI-1,7-muruapo-4H-
HiC N E IMpomesxxyTounoe | mupasono[3,4-bjmupuaun-4-on; 'H SIMP (300
@ “ coemunenue 133 | MI'm, IMCO-ds): & 2.02 (s, 3H), 2.55 (s, 3H),
F 7.10-7.60 (m, 7H), 8.03 (s, 1H), 11.60 (s, 1H)
APCI (m/z) 384 (M+H)".
127 HC © on, B 1-muKIoneHTHII-6-(2,6-nudTopdheHnm)-5-
N I | / THAPOKCH-3-MeTHI-1,7-muruapo-4/-
E§ HF TMpomesxyTouHoe | mupasono|[3,4-bjmupumua-4-on; 'H SIMP (300
cocauneHue 134 | MI'u, IMCO-de): & 1.50-1.70 (m, 2H), 1.80-
2.05 (m, 6H), 2.48 (s, 3H), 4.78-4.86 (m, 1H),
7.15-7.30 (m, 2H), 7.57-7.68 (m, 1H), 8.19 (s,
1H), 11.59 (s, 1H); APCI (m/z) 346 (M+H)".
128 B 6-(2,6-mudproppeHnn)-5-ruapokcu-3-MeTrII- 1 -
/ (TeTparuapo-2 H-mupan-4-mn)-1,7-qaruapo-
IpomesxyTounoe | 4H-mupasono[3,4-blmupuaun-4-on; 'H SIMP
coeamHeHHue 135 | (300 MI'u, JMCO-dg): & 1.70-1.85 (m, 2H),
1.90-2.10 (m, 2H), 2.48 (s, 3H), 3.40 (t, /=10.8
Iy, 2H), 3.90-4.00 (m, 2H), 4.54-4.75 (m, 1H),
7.18-7.35 (m, 2H), 7.48-7.65 (m, 1H), 8.26 (s,
1H), 11.69 (s, IH); APCI (m/z) 362 (M+H)".
129 mne 9 o B N-(4-xmop-3-(1-5THa-5-ruApOKCH-3-MeTUI-4 -
N%»NO CH; / okco-4,7-guruapo-1/-nupasono|3,4-
QCH3HC1 "o TMpomesxyTounoe | b]mupumun-6-wn)6ensun)mupanamun, ‘H IMP
coenmHeHHE 136 | (300 MI'y, CDCls): & 1.21 (s, 9H), 1.42 (t, J =
7.2 T'y, 3H), 2.64 (s, 3H), 424 (q, J =72 I'L,
2H), 4.32 (s, 2H), 6.96 (br s, 1H), 7.15-7.32 (m,
2H), 7.41 (d, J = 8.4 I'y, 1H); APCI (m/z) 417
(M+H)".
130 F,¢ 9 ol B 6-(2-xnop(peHunT)-5-ruapoKkcH-1-(TeTparuapo-
N T | / 2 H-tupas-4-un)-3-(tpudropmernn)-1/-
N IpomexyTounoe | mupazono[3,4-bjmupumun-4(7H)-on; 'H SIMP

coeauHeHHE 137

(300 MI'y, IMCO-dg): & 1.80-2.26 (m, 4H),
3.25-3.64 (m, 2H), 3.90-4.05 (m, 2H), 4.82-5.05
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie

Ne IIpomeskyrouno | MC

€ COeTIHEeHIe
(m, 1H), 7.38-7.70 (m, 3H), 8.36 (s, 1H), 11.08
(br s, 1H), 12.14 (br s, 1H); APCI (m/z) 414
(M+H)*.
131 H,¢ O on B 1-1uxn00y THI-6-(2,6-TudTop PeHIT)-5 -
NI:I | N| F / THAPOKCH-3-MeTHII-1 H-tupasono|3.4-
é H IpomesxyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
: coenunenue 138 | IMCO-ds): 8 1.65-1.85 (m, 2H), 2.24-2.40 (m,
2H), 2.41-2.65 (m, 5H), 5.02 (br s, 1H), 7.10-
7.38 (m, 2H), 7.50-7.68 (m, 1H), 8.26 (s, 1H),
11.65 (brs, 1H); APCI (m/z) 332 (M+H)*.
132 FNC | O| of o B N-(4-xn0p-3-(5-ruapokcu-1-mMeTHi-4-0kco-3-
e ﬁcn N Céﬁ / (TpudropmeTHn)-4,7-muruapo-1H-
ITpomesxyTouHoe | mupazono[3,4-b]mupuaus-6-
coemuneHue 139 | mm)bensum)musanamun;, ‘H SIMP (300 MIm,
JMCO-ds): & 1.12 (s, 9H), 3.96 (s, 3H), 4.29 (d,
J =6.0 I'u, 2H), 7.25-7.44 (m, 2H), 7.45-7.66
(m, 1H), 8.20 (s, 1H), 11.03 (br s, 1H), 12.23 (br
s, IH); APCI (m/z) 457 (M+H)".

133 BCe 9 o A N-(4-xm0p-3-(1-IUKIONPOMHI-5-THAPOKCH-3 -
NNI ' NO CCH3 / MeTHI-4-0kco-4,7-quruapo-1/-nupazono|3,4-
<[ e TIpomeskyTouHoe | b|mupuaun-6-umoensun)musanamuy, 'H SIMP

coenunenue 140 | (300 MI'uy, IMCO-ds): & 0.90-1.09 (m, 4H),
1.12 (s, 9H), 2.44 (s, 3H), 3.50-3.54 (m, 1H),
428 (d,J=5.4Tu, 2H), 7.32-7.39 (m, 2H), 7.55
(d, J=84Tu, 1H), 7.87 (br s, 1H), 8.19 (brs,
1H), 11.72 (s, IH); APCI (m/z) 429 (M)".

134 F,¢ O ony B 6-(2,6-mudropdherHnm)-S-ruapokcu-1-

NI:I ] / (TeTparuapo-2 H-nupan-4-umn)-3-
ITpomexyrouroe | (Tpupropmermn)-1,7-quruapo-4/-

coequHeHHE 141

nupa3oo[3,4-bJmupumun-4-on; 'H AMP (300
MTh, IMCO-dg): & 1.92-1.95 (m, 2H), 1.96-
2.07 (m, 2H), 3.33-3.52 (m, 2H), 3.93-3.97 (m,
2H), 4.90-5.05 (m, 1H), 7.15-7.35 (m, 2H), 7.48-
7.65 (m, 1H), 8.70 (s, 1H), 12.28 (s, 1H); APCI
(m/z) 416 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
135 F3C’ L on . B N-(4-¢prop-3-(5-ruapokcu-1-meTri-4-0xco-3-
HN%ﬁ CECI;I' / (tpudropmerun)-4,7-muruapo-1H-
) F ? TTpomesxyTouHOE | THpa3omo[3,4-b]mupuuH-6-
coequnenune 142 | wn)bemsummusanamuy, 'H SIMP (300 M,
JIMCO-ds): 8 1.10 (s, 9H), 3.97 (s, 3H), 4.28 (d,
J =57 Tu, 2H), 7.15-7.45 (m, 3H), 8.10-8.20
(m, 1H), 10.98 (br s, 1H), 12.14 (br s, 1H); APCI
(m/z) 441 (M+H)".
136 H,¢ O o B 1-muxnorekcun-6-(2,6-nudpropheHnn)-5-
N [ | I% / THAPOKCH-3-MeTHII-1,7-muruapo-4H-
v E TMpomesxyTounoe | mupasono|[3,4-bjmupumun-4-on; 'H IMP (300
O F coequuenue 143 | My, IMCO-de): 8 1.08-1.45 (m, 3H), 1.60-
1.90 (m, 7H), 2.47 (s, 3H), 4.28-4.40 (m, 1H),
728 (t,J=7.8Tn, 2H), 7.60-7.65 (m, 1H), 8.21
(s, 1H), 11.58 (s, 1H); APCI (m/z) 360 (M+H)".
137 H,C O o B 1-(4,4-mupropumkaorekcum)-6-(2,6-
N * / mudroppeHnn)-5-ruapoxrcu-3-meTuia- 1 4-
N E IMpomesxxyTouroe | mupazono[3,4-bjmupunun-4(7H)-on, 'H SIMP
FQF f cocauneHue 144 | (300 MI'y, IMCO-de¢): & 1.25-1.45 (m, 2H),
1.68-1.80 (m, 2H), 1.90-2.10 (m, 4H), 3.10 (s,
3H), 4.35-4.45 (m, 1H), 7.15-7.38 (m, 2H), 7.58-
7.65 (m, 1H), 8.19 (s, 1H), 11.57 (s, 1H). APCI
(m/z) 388 (M+H)".
138 H3C, Q on o B N-(3-(1-3tun-5-rugpokcu-3-meTui-4-okco-4,7-
N%ﬁ%]& / muruapo-1H-mupasono|3,4-b | mupuaus-6-n1)-
CHs F “% | Mpomesxyrounoe | 4-(ropSersmi)msanamug; ‘H SIMP (300 MT'w,
coenuHeHHE 145 | IMCO-ds): 8 1.12 (s, 9H), 1.27 (t, J = 6.9 I'Ly,
3H), 2.47 (s, 3H), 4.17 (q, /= 6.9 'y, 2H), 4.28
(d, J =54 Tu, 2H), 7.25-7.42 (m, 3H), 7.94 (s,
1H), 8.16 (s, 1H), 11.58 (s, 1H); APCI (m/z) 401
M+H)™.
139 o B 1-2-xmop-4-proppernm)-6-(2,6-
| O [Tpomexyrounoe | mudrophernmn)-S-ruapoxrcu-3-meTui-1/-

cocauHcHHE 146

nupazono[3,4-bmupunun-4(7H)-on; 'H SIMP
(300 M, IMCO-de): 8 2.55 (s, 3H), 7.10-7.28
(m, 2H), 7.30-7.80 (m, 3H), 8.43 (s, 1H), 11.72
(s, 1H); APCI (m/z) 406 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
140 Hc O ol A 1-muxnonponui-6-(2,6-mudropdheHmm)-3-3THi-
N I | F ITpomexyTouHoe | 5-runpokcu-1/-mmpazono|3,4-b]mupuus-
<N E coenuuenue 147 | 4(7H)-on; 'H AMP (300 MI'u, IMCO-de):
F 0.95-1.08 (m, 4H), 1.25 (t, J=7.2 Ty, 3H), 2.83
(q,J=7.2Tu, 2H), 3.45-3.51 (m,1H), 7.27 (¢, J
= 7.8 T'n, 2H), 7.45-7.64 (m, 1H), 8.25 (s, 1H),
11.77 (s, 1H); APCI (m/z) 332 M+H)".
141 H¢ @ om B 1-(2-xnmop-4-prophenmn)-6-(2-xmopheHnn)-3-
a N N| / THAPOKCH-3-MeTHII-1 H-tupazono|3.4-
@ Hc1 IpomesxyTounoe | blmupumuu-4(7H)-on; '‘H SAMP (300 MI'u,
F coequuenue 148 | IMCO-ds): 3 2.55 (s, 3H), 7.35-7.60 (m, 6H),
7.67-7.76 (m, 2H), 8.01 (s, 1H), 11.70 (s, 1H);
APCI (m/z) 404 (M)".
142 BG§ . B N-(4-x710p-3-(5-ruApoKCcH-3-MeTHI-4-0KCO-1 -
N%ﬁ)‘\é& / (Terparunpo-2H-nupas-4-wn)-4,7-qurugpo-
Q o it ITpomesxyTounoe | 1H-mupazono|3,4-b]mupuun-6-
coenunenue 149 | umbemsum)musatamux, 'H SIMP (300 MTIn,
JIMCO-ds): & 1.11 (s, 9H), 1.77-1.85 (m, 2H),
1.96-2.05 (m, 2H), 2.54 (s, 3H), 3.93-3.97 (m,
2H), 4.26-4.32 (m, 2H), 4.62-4.66 (m, 1H), 7.25-
7.38 (m, 2H), 7.56 (d, J = 7.8 'y, 1H), 7.89 (s,
1H), 8.20 (s, 1H), 11.59 (s, 1H); APCI (m/z) 473
M+H)*.
143 H,e @ o B 1-3THA-5-THAPOKCH-3 -MEeTUI-6-(2-
N,; | Nl / (tpudropmetn)enwn)-1H-mupaszono[3,4-
n,c— }lf‘sC IMpomexyTouroe | blmupumur-4(7H)-or; 'H SIMP (300 MIw,
coenuHeHHE 150 | IMCO-ds): 8 1.24 (t, J = 7.2 T'u, 3H), 2.51 (s,
3H),4.14 (q,J=7.2 T, 2H), 7.57-7.64 (m, 1H),
7.67-7.96 (m, 4H), 11.62 (s, 1H); APCI (m/z2)
338 (M+H)".
144 B 6-(2-xmop (e HnN)-1 -DUKI00Y THII-5-THAPOKCH-
/ 3-meTun- 1 H-mupazono|3,4-b |mupuaua-4(7H)-
IpomexyTounoe | on; 'H AMP (300 MI'u, IMCO-ds): 5 1.65-1.86

coeauHeHHE 151

(m, 2H), 2.20-2.40 (m, 2H), 2.42-2.68 (m, 5H,
nepekprBanne ¢ koM JIMCO), 5.02-5.10 (m,
1H), 7.39-7.74 (m, 4H), 7.90 (s, 1H), 11.54 (s,
1H); APCI (m/z) 330 (M)*.
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
145 B 3-(2-xnopOeH3mI)-6-(2-XTop (e HIT)-5 -
/ THAPOKCH-1-meTua-1/-nupasono|3,4-
IpomeskyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MIu,
cocmuucHue 152 | IMCO-ds): 8 3.79 (s, 3H), 4.40 (s, 2H), 7.23-
7.26 (m, 2H), 7.38-7.54 (m, 5H), 7.62 (s, 1H),
8.00 (s, 1H), 11.72 (s, 1H); APCI (m/z) 401
(M+H)™.
146 H;C o o B 6-(2-x10p(heHU)-3-3THI-5-THAPOKCH-1-(2-
NNl N' / MOP (o HOITHT)- 1 H-tupazono[3,4-
N') o IpomeskyTounoe | blmupumuu-4(7H)-on; 'H SAMP (300 MI'u,
OJ coequuenue 153 | IMCO-ds): 8 1.27 (t, J=7.2 Ty, 3H), 2.38-2.47
(m, 4H), 2.69 (t, J=7.2Tu, 2H), 2.87 (q,/=6.9
I'm, 2H), 3.30-3.50 (m, 4H), 429 (t, /=72 T,
2H), 7.43-7.59 (m, 3H), 7.62 (brs, 1H), 7.94 (br
s, 1H), 11.93 (br s, 1H); ESI (m/z) 403 (M)*.
147 e o 9 o B 6-(2-xnop(peHnn)-S-ruapokcu-3-mermi-1-(3-
Ni% / Mo pdomEOonponH)-1 H-mupasono|3,4-
Y f Y IMpomexyTounoe | blmupumur-4(7H)-on; 'H SIMP (300 MIm,
O coenuneHue 154 | IMCO-ds): 8 1.80-1.95 (m, 2H), 2.20-2.37 (m,
7H), 3.38-3.54 (m, 6H), 4.10-4.23 (m, 2H), 7.42-
7.57 (m, 3H), 7.59-7.64 (m, 1H); ESI (m/z) 403
M+H)*.
148 HC O on B 6-(2-xnoppenmn)-1-(2-((2S,6R)-2,6-
N% / JUMETHIMOP(OTHHO )3THIT)-5-THAPOKCH-3 -
N/) HCI ITpomexytounoe | merwin-1H-mupasono|3,4-b|mupuaua-4(7H)-0H;
e ,ZCH3 coemmmerne 155 | 1H SIMP (300 M, IMCO-ds): 8 0.96 (d, J =
6.3 T, 6H), 1.64 (t,J=7.8T'w, 2H), 2.50 (s, 3H),
2.62-2.2.67 (m, 2H), 2.68-2.82 (m, 2H), 3.20-
3.50 (m, 2H), 4.28 (t, J = 6.6 T'y, 2H), 7.40-7.69
(m, 4H), 7.80-7.98 (m, 1H), 11.95 (brs, 1H); ESI
(m/z) 417 M+H)".
149 KEC O ol B 6-(2-xmop(peHnN)-S-ruaporcu-3-metmi-1-(2-
NNI I / (munepuaun-1-wn)stun)-1H-mupasoio|3,4-
~ HCl IpomesxyTounoe | blmupumun-4(7H)-on; 'H SAMP (300 MIu,

coeauHCcHHE 156

JIMCO-de): 3 1.08-1.34 (m, 6H), 2.40 (s, 3H),
2.45-2.56 (m, 4H), 2.69 (t, J = 6.6 T, 2H), 4.27
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
(t,J=6.6 ', 2H), 7.43-7.53 (m, 3H), 7.56-7.64
(m, 1H); ESI (m/z) 387 (M+H)".
150 F,¢ O o B 6-(2-xmop(peHnN)-5-ruapokcu-1-(2-
NN I / MOpQomHOITIII)-3-(TpuTopmeTn)-1H-
N/) cl IMpomeskyTounoe | mupa3ono[3,4-bjmupumun-4(7H)-on; 'H SIMP
coequnenue 157 | (300 MI'm, IMCO-de): 8 2.40-2.54 (m, 4H),
© 2.80 (t,J=5.7Tu, 2H), 3.36-2.48 (m, 4H), 4.50
(t,J=5.7Tu, 2H), 7.42-7.57 (m, 3H), 7.58-7.64
(m, 1H), ; ESI (m/z) 443 (M+H)".
151 H,c © oH B 6-(2-xnop(peHmn)-5-ruapoxcu-3-metui-1-(2-
NN I N| / (mupposuauH-1-mwm)3tun)-1H-mupasonol3,4-
~ HCI IMpomesxyTounoe | bjmupumun-4(7H)-om; ‘H SIMP (300 MIm,
EI\} coemuneHue 158 [ TMCO-dg): 8 1.38-1.47 (m, 4H), 2.45-2.55 (m,
4H), 2.90 (t, J/ = 6.6 T', 2H), 3.16 (s, 3H), 4.29
(t, J=6.6T'u, 2H), 7.43-7.56 (m, 3H), 7.59 (d, J
= 6.9 I'u, 1H); ESI (m/z) 373 (M+H)".
152 HBC O ol B 5-ruapokcu-3-metui-1-(2-MopHoITHHOITHT)-6-
NL% / (2-(tpudropmernm)pennm)- 1 H-mmpazomno[3,4-
NH {:13 c IMpomexyTouroe | blmupumur-4(7H)-on; 'H SIMP (300 MIm,
0’7 coenuneHue 159 | IMCO-ds): & 2.38 (s, 3H), 2.46-2.60 (m, 2H),
2.67 (t,J=6.6 'y, 2H), 3.30-3.43 (m, 6H), 4.20-
436 (m, 2H), 7.59 (s, 1H), 7.68-7.97 (m, 3H),
12.0 (br. s, 1H); APCI (m/z) 423 (M+H)".
153 H,e O o B 6-(2-¢prop-3-(tpudropmeT)peHm)-5-
N [ | / THAPOKCH-3-MeTHII-1-(2-Mopdomuo3TILT)-1H-
/)N E - TMpomesxyTounoe | mupazono|3,4-bmupumua-4(7H)-on; 'H AMP
I} CF3 coequneHue 160 | (300 MI'n, IMCO-ds): 8 2.42 (s, 3H), 2.46-2.59
0 (m, 4H), 2.70 (t, J = 6.6 Ty, 2H), 3.403.49 (m,
4H),4.29 (t,J=6.6T', 2H), 7.56 (d,J=6.9 I'L,
1H), 7.84-8.00 (m,2H); APCI (mz) 441
(M+H)".
154 F;C o o B 6-(2-xmopperm)-1 -(2 -(ITUMETHIAMAHO ) 3THI)-
N T | / 5-ruapokcu-3-(tpudropmetun)-1H-
IJ% IMpomesxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; ‘H SMP
H3C’N'CH3 Cl coemuneHue 161 | (300 MI'u, IMCO-ds): & 2.33 (s, 6H), 2.99 (1, J

=6.61I1, 2H),4.51 (t,J=6.6I'n, 2H), 7.43-7.52
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
(m, 3H), 7.54-7.58 (m, 1H); APCI (m/z) 401
M.
155 HCe 9 o B 6-(2-xmop(peHmIIT)-S-THAPOKCH-3-MeTHIT- 1 -(2-(4-
N | | / METUINHIEPA3uH-1-un)stun)-1H-
,)N gCI [MpomesxxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; 'H SIMP
[ 1:17 coequnenue 162 | (300 MI'u, IMCO-ds): 3 1.99 (s, 6H), 2.30-2.60
H3CN (m, 8H),2.71 (t,J=6.6T1, 2H), 428 (t, J =6.6
I'm, 2H), 7.40-7.58 (m, 3H), 7.62 (d,J=5.7T'L,
1H), 8.31 (s, 1H), 12.26 (br. s, 1H).
156 H;C 0 oip B 6-(2,6-audpropdenmn)-3 -3THia-5-rugpoxcu-1-
NN | N | / (2-mopdomuHosTHN)- 1 H-mupasono[3,4-
NH H F IMpomesxyTounoe | bjmupumun-4(7H)-om; ‘H SIMP (300 MIm,
OJ coequuenue 163 | IMCO-ds): 8 1.25 (t, J=7.2 ', 3H), 2.34-2.40
(m, 4H), 2.67 (t, ] = 6.6 ', 2H), 2.78-2.93 (m,
2H), 3.30-3.50 (m, 4H), 4.20-4.29 (m, 2H), 7.20-
7.38 (m, 2H), 7.56-7.64 (m, 1H).
157 H;C 0 ol B 1-(2-(1H-nmupazo-1-um)stun)-6-(2-
N N ' / xnop(henun)-3-31un-5-ruapokcu-1H-
N'NH T TMpomesxyTounoe | mupazono|[3,4-blmupumun-4(7H)-on; 'H SAMP
~ coenuneHue 164 | (300 MI'u, IMCO-de): 3 1.27 (t,J=7.2 T, 3H),
2.80-3.00 (m, 2H), 4.47-4.59 (m, 4H), 6.13 (s,
1H), 7.34-7.62 (m, 6H), 7.84-7.88 (m, 1H),
11.48 (s, 1H); ESI (m/z) 384 (M+H)".
158 H;5C 0] OF B 1-(2-(1H-mupazon-1-um)3tun)-6-(2,6-
N[ F / mupToppeHmn)-3 -3THi-S-ruapokcu-1H-
/)N ﬁ . IMpomexyTouroe | mapazono[3,4-b|mupuaun-4(7H)-on; ‘H SIMP
1‘{1\} coenuneHue 165 | (300 MT'y, IMCO-de): 3 1.25 (t,J="7.2 T, 3H),
2.80-3.00 (m, 2H), 4.42-4.60 (m, 4H), 6.09 (s,
1H), 7.25 (t,J=7.8 'y, 2H), 7.33-7.36 (m, 2H),
7.58-7.65 (m, 1H), 8.15-8.20 (brs, 1H), 11.59 (s,
1H); APCI (m/z) 386 (M)*.
159 B 3-3tr1-6-(4-¢Grop-3-(TpudTopmernn) peHm)-5-
/ ruapokcu-1-metun-1H-nupaszosno|3,4-
IpomexyTounoe | blmupumun-4(7H)-on; 'H SAMP (300 MIn,

coeauHCcHHE 166

JIMCO-de): 8 1.25 (1, J=7.5 Ty, 3H), 2.88-2.96
(m, 2H), 3.84 (s, 3H), 7.57-7.75 (m, 1H), 8.00-
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
8.45 (m, 3H), 11.20-11.40 (m, 1H); ESI (m/z)
355 (V)™
160 B 3-3tU1-6-(2-pTop-3-(TpudTopMeTHT) PeHIT)-5 -
/ ruapokcu-1-metun-1H-nupasono[3,4-
IpomeskyTounoe | blmupumun-4(7H)-on; 'H SAMP (300 MIn,
coenuneHue 167 | IMCO-ds): 8 1.27 (t,J=7.8 T, 3H), 2.88 (q, J
=72Tu, 2H), 3.79 (s, 3H), 7.56 (t, /=69 I'Ly,
1H), 7.80-8.00 (m, 2H), 8.20-8.36 (m, 1H),
11.62-11.70 (m, 1H); ESI (m/z) 356 (M)".
161 H;C 0 o B 6-(2,4-mudroppeHnn)-3-3Tun-5-ruIpoKcu-1-
NNI NI / metui-1H-mupa3zono[3,4-b|nupuaun-4(7H)-oH;
H,C H F F IMpomexxytounoe | 'H SIMP (300 MI'u, IMCO-de): 1.27 (t,J = 7.2
coequnenue 168 | I'm, 3H), 2.88 (q, J = 6.9 I'y, 2H), 3.79 (s, 3H),
7.20-7.30 (m, 1H), 7.40-7.50 (m, 1H), 7.56-7.64
(m, 1H), 8.00-8.05 (m, 1H), 11.56 (s, 1H); ESI
(m/z) 306 (M+H).
162 H;C 0] B 6-(3,5-mudproppeHnn)-3 ->TrUi-5-ruapokcu-1-
NN I | oH . / MeTI- 1 H-mupasonol3,4-b | mupuaus-4(7H)-0H;
H,C E Ipomexytounoe | 'H AMP (300 MI'n, IMCO-ds): & 1.26 (t, J =
F coemuuenue 169 | 7.2 T, 3H), 2.80-3.00 (m, 2H), 3.85 (s, 3H),
7.20-7.80 (m, 3H), 8.26-8.30 (m, 1H), 11.28 (br
s, 1H); ESI (m/z) 305 (M+H)".
163 H;C O B 6-(2,5-mudroppeHnn)-3 -3Tui-5-ruxpokcu-1-
N T 1 OH . / meTi- 1 H-mmapasonol3,4-b | mupuaua-4(7H)-0H;
H3CN EF Tpomexyrouroe | 'H SMP (300 MI'm, IMCO-de): & 127 (t, J =
coemuucuue 170 | 7.5 T, 3H), 2.80-2.97 (m, 2H), 3.79(br s, 3H),
7.20-7.45 (m, 3H), 8.00-8.10 (br s, 1H), 11.50-
11.70 (m, 1H); APCI (m/z) 306 (M+H)".
164 B 3-3tr1-6-(2-¢prop-3-(TpudTopmernn) peHmT)-5 -
/ TUAPOKCH- 1-(2-MopdomHOoITHT)- 1H-
IMpomesxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; ‘H SIMP

coequHeHHE 171

(300 MI', IMCO~de): 51.27 (t,J="7.2 T, 3H),
2.38-2.45 (m, 3H), 2.70 (t, J = 7.2 T, 2H), 2.89
(q.J=6.9 T, 2H), 3.20-3.58 (m, 5H), 4.30 (t. J
=6.3 T, 2H), 7.46-7.62 (m, 1H), 7.87-7.98 (m
2H).
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
165 H;C 0 B 6-(2-xmoppeHm)-3 -3Tua-5-ruapokcu-1-(2-(4-
N | | or / METHINMHNEPA3HH-1-mm)3tun)-1H-
/)N ECI IMpomesxxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; 'H SIMP
[ I:I7 coemunenue 172 | (300 MI'u, IMCO-de): 8 1.25 (t,J=7.2 'y, 3H),
H3CN 1.96 (s, 3H), 1.98-2.28 (m, 4H), 2.40-2.52 (m,
4H),2.70 (t,J=6.3T1, 2H),2.85(q,/=7.5T1,
2H), 427 (t, J=6.6 T, 2H ), 7.40-7.58 (m, 3H),
760 (d, J = 9.0 Ty, 1H); APCI (mz) 416
(M+H)".
166 B 6-(2,6-mudroppeHnn)-3-3Tun-5-ruApokcu-1-
/ (2-(4-metummunepasus-1-un)stun)-1H-
T[TpomexkyTounoe | mupaszono[3.4-blmupumun-4(7H)-on; 'H SIMP
coequneHue 173 | (300 MI'y, JIMCO-ds): 6 1.25 (t,J=7.2T'u, 3H),
2.01 (s, 3H), 2.03-2.24 (m, 4H), 2.40-2.50 (m,
4H),2.70 (t, J=6.0I'w, 2H), 2.86 (q, /=691,
2H),4.26 (t,J=6.6 'y, 2H), 7.20-7.35 (m, 2H),
7.55-7.65 (m, 1H).
167 B 4-(2-(6-(2-xmop(peHII)-3-3THIT-5 -THAPOKCH-4 -
/ okco-4,7-muruapo-1H-mupazomno[3,4-
ITpomexytouroe | blmupuaus-1-ua)3THIT)MOP(HOIHH-3-0H; 'H
cocauneHue 174 | SIMP (300 MT'n, IMCO-ds): 8 1.27 (t, J = 7.2
I'y, 3H), 2.80-3.00 (m, 2H), 3.02-3.20 (m, 2H),
3.58-3.75 (m, 4H), 3.93 (s, 2H), 4.26-4.44 (m,
2H), 7.36-7.68 (m, 4H), 7.89-8.00 (m, 1H),
11.68 (s, 1H ); ESI (m/z) 417 (M+H)".
168 B 4-(2-(6-2,6-mudropdenmm)-3-3THI-5-
/ THAPOKCH-4-0kco-4,7-muruapo-1H-
ITpomexyrouroe | mupasono|3,4-b|mupuaus-1-

coequHeHHE 175

um)srunmopdomun-3-on; 'H SAMP (300 M,
JIMCO-ds): 6 1.25 (t, J=7.8 T'w, 3H), 2.80-3.00
(m, 2H), 3.02-3.10 (m, 1H), 3.15 (d, J= 4.8 T,
2H), 3.58-3.68 (m, 2H), 3.90 (s, 1H), 3.80 (s,
1H), 4.04-4.08 (m, 1H), 4.29-4.42 (m, 2H), 7.27
(t, J = 7.8 T, 2H), 7.54-7.67 (m, 1H), 8.15 (s,
1H), 11.74 (s, 1H ); ESI (m/z) 419 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
169 B 6-(2,6-mudpropdeHnm)-S-ruapokcu-3-MeTuiI-1-
/ (2-(4-meTunnunepasus-1-um)stun)-1H-
[MpomesxxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; 'H SIMP
coemuneHue 176 | (500 MI'u, IMCO-de): & 2.03 (s, 3H), 2.02-2.30
(m, 4H), 2.40-2.45 (m, 4H), 2.47 (s, 3H), 2.70 (t,
J=52Tmn, 2H), 4.26 (t, J= 5.2 'y, 2H), 7.20-
7.32 (m, 2H), 7.56-7.64 (m, 1H), 8.18 (brs, 1H).;
APCI (m/z) 404 (M+H)".
170 H;C 0] B 6-(2,4-mudroppeHnn)-3 -3TUn-5-ruxpokcu-1-
N;N | N | oH / npornui-1H-nmupasono[3,4-b|nupuaus-4(7H)-
~ H . . IMpomesxyTounoe | om; 'H SIMP (500 MI', JIMCO-ds): 5 0.83 (t, J
H;C coeaunenue 177 | =75, 3H), 1.27 (t.J=7.5Tw, 3H), 1.68-1.76
(m, 2H), 2.82-2.92 (m, 2H), 4.11 (brs, 2H),
7.20-7.29 (m1H), 7.40-7.47 (m, 1H), 7.60-7.64
(m, 1H), 7.97-8.10 (m, 1H).; APCI (m/z) 334
M+H)*.
171 H;C 0] on B 6-(2,4-mudroppeHnn)-3 ->TUi-5-ruapoKkcu-1-
NN | N| / npormi-1H-mupasono|3,4-b | mupumun-4(7H)-
~ H . IpomexxyTounoe | om; 'H SAMP (500 MT'u, IMCO-ds): 5 0.82 (t, J
HsC coemunenue 178 | =75y, 3H), 1.27 (t,J=7.5Tn, 3H), 1.67-1.76
(m, 2H), 2.86 (t,J=7.0 Ty, 2H), 4.08 (t,/=7.0
I'y, 2H), 7.28 (t, J = 8.0 'y, 2H), 7.52-7.67 (m,
1H), 8.21 (s, 1H), 11.63 (s, 1H).;APCI (m/z) 334
M+H)*.
172 HC 0 o B 6-(2,6-mudropdpernn)-3-3tum-1-(2-(4-
NN I N| / STIWINUNEPA3HH-1-um)3TH)-5-ruapokcu-1H-
~ H - TTpomeskyTouHoe | mupazono[3,4-b|mupuaun-4(7H)-on; 'H SMP
(;I bj} coenuneHue 179 | (400 MI'u, IMCO-de): 0.92 (t,J=7.2 T, 3H),
QCH3 1.28 (t,J=7.2Tu, 3H), 2.14-2.60 (m, 10H), 2.72

(tJ=6.0Tw 2H), 2.88 (q, J=7.6 T, 2H), 4.28
(t J=6.0Tw, 2H), 7.27 (t, J= 7.6 Ty, 2H), 7.58-
7.63 (m, 1H), 8.14-8.27 (br s, 1H); APCI (m/2)
433 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
173 H;C o o B 6-(2-xmoppermm)-3-31un-1-(2-(4-
NN | N| / STHJINHIECPA3HH- 1 -uT)3TI)-5-ruapokcu-1H-
~ HCl [MpomesxxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; 'H SIMP
(;I 5 coenunenue 180 | (400 MI'u, IMCO-de): 8 0.90 (t,J=7.2 'y, 3H),
QCH3 1.28(t,/=7.6Tw, 3H), 1.97-2.61 (m, 10H), 2.72
(t,J=6.0Tn 2H),2.88(q,/=7.6 T, 2H), 4.28
t,J=6.0Tm, 2H), 7.27 (t,J=7.6 I'y, 2H), 7.58-
7.63 (m, 1H), 8.14-8.27 (brs, 1H); ESI (m/z) 431
(M+H)".
174 H;C o - B 3-3tun-6-(2-Qprop-3-(Tpudropmerun)PpeHm)-5-
NN | N| / ruapokcu- 1-(3-Mopdomuonpomm)-1H-
N J-J H F T[TpomexkyTounoe | mupaszono[3.4-blmupumun-4(7H)-on; 'H SIMP
o_N CFy | coexmmenne 181 | (400 MI', IMCO-ds): 8 1.28 (t, /= 6.8 T'w, 3H),
1.91(t,J=6.8T1, 2H), 2.26 (t,J=6.8 T', 4H),
289(q,J=7.6T1,2H),3.45(t,J=4.8Tm, 7H),
421, J=6.8Tn, 2H), 7.57 (t,J=7.6 'y, 1H),
7.87-7.93 (m, 2H); APCI (m/z) 469 M+H)*.
175 B 6-(2,6-mudropPeHnn)-3 -3THIT-5-THAPOKCH-1 -
/ (3-mopdomarOTpoIT)-1 H-mmupasono[3,4-
IMpomexyTouroe | blmupumur-4(7H)-on; 'H SIMP (400 MIm,
coequnenue 182 | IMCO-dg): & 1.27 (t, J = 7.6 T, 3H), 1.889 (,
J=6.8Tu, 2H), 2.22-2.28 (m, 4H), 2.88 (q.J =
7.2 Ty, 2H), 3.33-3.52 (m, 6H), 4.18-4.20 (br s,
2H), 7.20-7.29 (m, 2H), 7.60-7.65 (m, 1H), 8.20-
8.40 (m, 1H); APCI (m/z) 419 (M+H)".
176 B/ 6-(2,4-mudropheHnn)-3 -3TuI-5-ruapokcu-1-
ITpomexytouroe | (3-mopdomurOoNponwm)-1H-mpazono|3,4-

coequHeHHE 183

blmapraua-4(7H)-or; 'H SMP (400 MT,
JIMCO-de): 5 1.27 (. J = 7.6 T, 3H), 1.89 (t, J
=6.8Tw, 2H), 2.23-2.29 (m, 4H), 2.88 (q.J="7.6
T, 2H), 3.30-3.48 (m, 6H), 4.20 (t, J= 6.0 T'w,
2H), 7.26 (t.J = 8.0 T, 1H), 7.38-7.53 (m, 1H),
761 (q.J=8.0 'y, 1H), 8.09 (br. s, 1H).; APCI
(m/z) 419 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
177 mBe 9 o B/ 6-(2-xm0op (heHU)-5-rTuAPOKCH-3-MeTHII-1 -(2-
N% ITpomexxyTouroe | (mumepasus-1-wm)sTin)-1H-mupasonol3,4-
(1\‘17 ‘o cocmuncHue 184 | blmapumun-4(7H)-om; 'H SIMP (300 MIm,
i JIMCO-ds): 5 2.40-2.65 (m, 8H), 2.70-2.76 (m,
2H), 2.90-2.94 (m, 4H), 4.23-4.27 (m, 2H), 7.46-
7.62 (m, 4H), 8.46 (br,s, 1H). ESI (m/z) 388
(M+H)™.
178 HC 9 om B 6-(2-¢prop-3-(tpudropmerin)peru)-5-
Ny ' N' / THAPOKCHU-3-MeTUI-1-(2-(4-MeTHINHIICPA3HH-
(I:I';I Tr 5 ITpomexytounoe | 1-wm)stun)-1H-mupasono[3,4-b]mupuaun-
" CN coenuneHue 185 | 4(7H)-om; 'H SIMP (300 MI', IMCO-d¢): &
2.08 (s, 3H), 2.20-2.51 (m, 11H), 2.72 (t, /= 8.0
I'm, 2H), 4.28 (t,J=6.0 'y, 2H), 7.55 (,J=7.6
I'm, 4H), 7.85-7.92 (m, 2H). ESI (m/?z) 454
M+H)*.
179 HCy 0O o B 3-31u1-6-(2-prop-3-(TpudTopMeTIT) e HMIT)-5-
NG N' / THAPOKCH- 1 -(2-(4-MeTHIHNE pasHH- 1 -
(I\j’)) HF L ITpomexxyTounoe | wm)atun)-1H-mupasoo[3,4-b|mupuaus-4(7H)-
" é\r cocaureHue 186 | om; 'H SIMP (300 MI'u, IMCO-ds): & 1.27 (t, J
=7.2Tu, 3H), 2.06-2.53 (m, 11H), 2.70-2.74 (m,
2H), 2.85-2.91 (m, 2H), 4.27-4.34 (m, 2H), 7.58
(t, J=7.2Tu, 4H), 7.87-7.92 (m, 2H). ESI (m/z)
468 (M+H)".
180 B 6-(2,6-mudroppeHnn)-3 -3TUI-5-THIPoKCH-1 -
/ n3onenTui-1H-mupasono|3,4-b Jmupuus-
Ipomexytounoe | 4(7H)-on; 'H AMP (400 MI'u, IMCO-ds):
coemunenue 187 | 0.88 (d,J=6.0T, 6H), 1.27-1.29 (m, 3H), 1.49-
1.60 (m, 1H), 1.62-1.68 (m, 2H), 2.84-2.94 (m,
2H), 4.14 (1, J=7.2Tu, 2H), 7.29 (t,J=8.0 'L,
2H), 7.60-7.70 (m, 1H), 8.24 (s, 1H), 11.65 (s,
1H); ESI (m/z) 362 (M+H)+.
181 HsC 9] O B 6-(2-x1m0p (peHIL)-3 -3THII-5-THAPOKCH-1 -
NI:I [ N | / moncHTII-1H-mupa3zomno|3,4-b | mupuminH-
f HCl [MpomexyTounoe | 4(7H)-om; 'H SIMP (400 MI'm, JMCO-ds): &
HsC CH; cocauucuue 188 | 0.88 (d,./=6.0 Ty, 6H), 1.48 (t,J = 6.8 Ty, 2H),

1.59-1.65 (m, 3H), 2.84-2.89 (m, 2H), 4.15 (t, J
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
= 7.2 T, 2H), 7.42-7.63 (m, 5H), 7.88 (s, 1H),
11.56 (s, 1H).
182 B 6-(2,6-mudproppheHnI)-5-rTuAPOKCH-3-
/ (rugpoxcumetnn)-1-nponun-1H-nupasono[3,4-
IpomeskyTounoe | blmupumun-4(7H)-on; 'H SAMP (400 MIu,
cocauucHue 189 | IMCO-ds): 3 0.82 (t,J=7.60T', 3H), 1.75-1.77
(m, 2H), 4.08-4.17 (m, 2H), 4.71-4.84 (m, 2H),
5.97-6.0 (m, 1H), 7.20-7.30 (m, 2H), 7.50-7.68
(m, 1H), 8.60 (s, 1H), 12.12 (br s, 1H).
183 B 1-muxronponun-6-(2,6-mudroppeHm)-5-
/ THAPOKCH-3-(TUapokcuMeTH)-1H-
TMpomesxyTounoe | mupasono|[3,4-bjmupumun-4(7H)-on; 'H SIMP
coeauueHue 190 | (300 MI', JMCO-ds): 'H SIMP (400 M,
JIMCO-ds): 5 1.03-1.07 (m, 4H), 3.50-3.60 (m,
1H), 4.60-4.70 (br s, 2H), 4.80-4.90 (m, 1H),
5.90-6.0 (m, 1H), 7.21-7.29 (m, 2H), 7.55-7.65
(m, 1H), 12.26 (br s, 1H); ESI (m/Zz) 334
(M+H)+.
184 H,C 0 B 4-(2-(6-(2,6-mudpTopdeHmwT)-3-3THI-5-
N Of / THAPOKCH-4-0Kkc0-4,7-auruapo-1H-
l)N g ITpomerxxyTounoe | mupa3omno|3,4-b|mupuauH-1-wm)3TIn)-2,2-
N_o coemunenue 191 | mumermmopdomn-3-on; 'H SIMP (300 MIn,
O’FCH3 JIMCO-dg): 'H SIMP (400 MI'u, IMCO-d¢): 8
CH 1.12 (s, 6H), 1.23 (t, J = 8.0 'y, 3H), 2.84-2.86
(m, 2H), 3.0-3.10 (m, 2H), 3.93-3.98 (m, 4H),
4.31-4.35 (m, 2H), 7.15-7.22 (m, 2H), 7.59 (brs,
1H); ESI (m/z) 447 M+H)".
185 H,C -('S')= o B 6-(2,6-mudropdeHnm)-S-ruapokcu-1-MeTun-3-
/ (1-(meTuncy ms(poHIT) e puInH-4 -u)- 1 -
IMpomesxyTouHoe | mupasono[3,4-blmupunun-4(7H)-on; H SIMP

coequHeHHE 192

(400 MT'y, IMCO-dg): & 1.93-1.99 (m, 2H),
2.07-2.10 (m, 2H), 2.87-2.92 (m, 5H), 3.16-3.34
(m, 1H), 3.67 (d, J = 12 T, 2H), 3.81 (s, 3H),
7.29 (t,J = 8.0 T, 2H), 7.63-7.66 (m, 1H), 8.24
(s, 1H), 11.82 (br s, 1H); ESI (m/z) 439 (M+H)*.
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
186 B 1-muxronporui-6-(2,6-nudropdheHmm)-S-
/ rHAPOKCH-3-(1-(METHIICY T (DOHIT) TUIICPH THH-
ITpomexxytounoe | 4-mm)-1/-mupasono|3,4-b|mupuxna-4(7H)-0H;
coeauuenue 193 | 'H SAMP (400 MI'n, IMCO-ds): & 0.99-1.97 (m,
4H), 1.92-2.06 (m, 4H), 2.85-2.91 (m, 5H), 3.12-
3.15 (m, 1H), 3.50-3.51 (m, 1H), 3.64 (d, J =
12.0 I'm, 2H), 7.28 (t, /= 8.0 'y, 2H), 7.61-7.65
(m, 1H), 8.25 (s, 1H), 11.86 (s, 1H).
187 H;C 0 ot B 6-(2-(2,4-mudproppeHmn)THaz0I-5-11)-3 -3THI-
NI:J | N' S F / 5-ruapokcu-1-merun-1H-nupaszono[3,4-
me 1o I‘?—;O' Ipomerxxytounoe | blmupumun-4(7H)-on; 'H SIMP (400 MI,
coequuenue 194 | IMCO-ds): 3 1.28 (t,J=7.6 T'y, 3H), 2.92 (q, J
=7.2Tmn, 2H),3.90 (s,3H), 7.32 (dt,J; =2.4I'n,
J>=84Tm, 1H), 7.56 (dt,J; =24 T, J> =112
I'm, 1H), 8.35 (dd, J; =8.0 T, J>=15.6 'y, 1H),
8.79 (s, 1H), 8.86 (br s, 1H), 10.79 (br s, 1H);
ESI (m/z) 389 (M+H)".
188 B 6-(2,6-mudproppeHnN)-5-THAPOKCH-3 -
/ (rugpokcumMeTun)-1-metun-1H-nupazono[3,4-
IMpomexyTouroe | blmupumun-4(7H)-on; 'H SMP (400 MI,
coenuHeHHe 195 | IMCO-ds): 8 3.85 (s, 3H), 4.72-4.76 (m, 2H),
5.80-5.99 (m, 1H), 7.20-7.30 (m, 2H), 7.60-7.70
(m, 1H), 8.59 (s, 1H), 12.19 (br s, 1H); APCI
(m/z) 308 (M+H)".
189 B 6-(2,6-mudropdeHnn)-S-ruapokcu-1-MeTun-3-
/ (terparunpo-2H-nupan-4-wn)-1H-
TMpomesxyTounoe | mupazono|3,4-b|mupumun-4(7H)-on; 'H SAMP
coemunenue 196 | (400 MI'y, IMCO-dg): 8 1.88-1.99 (m, 4H),
3.29-3.34 (m, 1H), 3.43-3.50 (m, 2H), 3.86 (s,
3H), 395,/ =108Tu, 2H), 728 (1, J=7.6
T'y, 2H), 7.62-7.64 (m, 1H), 8.21-8.23 (m, 1H),
11.07 (brs, 1H) ; ESI (m/z) 362 (M+H)".
190 B 1-mmknonponui-6-(2 ,6-qudroppeHnm)-5-
/ THAPOKCH-3-(TeTparuapo-2H-nupan-4-uwn)-14-
IMpomesxyTounoe | mupasono[3,4-blmupunun-4(7H)-on; ‘H SIMP

cocauHeHHE 197

(400 MT'y, IMCO-dg): & 1.01-1.05 (m, 4H),
1.83-1.95 (m, 4H), 3.16-3.27 (m, 2H), 3.33-3.49
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
(m, 2H), 3.93 (d, /=104 I'y, 2H), 7.27 (t, J =
8.0 I'u, 2H), 7.60-7.66 (m, 1H), 8.21 (s, 1H),
11.81 (s, 1H); ESI (m/z) 388 (M+H)".
193 B 6-(2-x10op(heHU)-5-ruAPOKCH- 1 -MeTHII-3 -
/ (terparunpo-2H-nupan-4-un)-1H-
[MpomesxxyTounoe | mupasono[3,4-bjmupuaun-4(7H)-on; '‘H SIMP
coequnenue 198 | (400 MI'm, IMCO-d¢): 8 1.88-1.95 (m, 4H),
3.27-3.30 (m, 1H), 3.43-3.49 (m, 2H), 3.80 (s,
3H), 3.95 (d, J = 10.8 T'u, 2H), 7.48-7.55 (m,
3H), 7.64 (d,J=7.6 T, 1H), 7.86 (s, 1H), 11.66
(s, 1H).
194 B 6-(2-xnop(penmn)-5-ruapoxcu-1-merun-3-(1-
/ (MeTuncynb(poHmT)IUNepUAUH-4-11)-1H-
TpomexyTounoe | mupasono[3.4-blmupumun-4(7H)-on; 'H SIMP
coenuHeHUe 199 | (400 MI'u, IMCO-ds): & 1.92-1.98 (m, 4H),
2.84-2.89 (m, 4H), 3.15 (s, 2H), 3.49-3.67 (m,
2H), 3.80 (s, 3H), 7.47-7.52 (m, 3H), 7.91-7.63
(m, 2H).
198 B 6-(2-xm0p (PeHUIT)-5 -THAPOKCH-3 -
/ (rugpoxcumeTun)-1-metun-1H-nupazono[3,4-
IMpomexyTouroe | blmupumun-4(7H)-on; 'H SMP (400 MI,
coenuHeHHE 200 | JIMCO-ds): 3 3.84 (s, 3H), 4.73 (s, 2H), 6.16 (s,
1H), 7.46-7.63 (m, 4H), 8.28 (s, 1H), 12.04 (br
s, IH); ESI (m/z) 306 (M+H)".
200 B 6-(2,6-mudpropdenmn)-1-2-((2R,65)-2,6-
/ JAMCTHIMO PO THHO )3TH)-3 -3THI-5-
ITpomexyTouroe | ruapokcu-1/-mupazono|3,4-b|mpuana-4(7H)-

coequHeHHE 201

om; 'H SIMP (400 MT'w, IMCO-de): & 0.92 (d, J
=64Tn, 6H), 1.27 (,J=7.2Tw, 3H), 1.64 (1, J
=96 T, 2H), 2.67 (. J= 10.4 Ty, 2H), 2.75 (d,
J=10.4Tu, 2H), 2.88 (¢, J = 7.2 Ty, 2H), 3.30-
3.37 (m, 2H), 4.28 (brs, 2H), 7.26-7.30 (m, 2H),
7.60-7.64 (m, 1H), 8.25 (br s, 1H), 11.95 (br s,
1H); ESI (m/z) 433 (M+H)".
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ coeHeHne
202 HsC o - B 6-(2-xnoppernn)-1-(2-((2R,65)-2,6-
NI:I | N| / JHMETHIMO PO TIHHO ) 3THIT)-3 -3THI-3-
NH HCl ITpomexxyTouHoe | ruapokcu-1/-mupazono|3,4-bmpuaua-4(7H)-
H5C* g ,ZCH coemuuenue 202 | on; 'H AIMP (400 MI'u, IMCO-de): 8 0.96 (d, J
’ =6.4Tu, 6H), 1.27 (t,J=7.6 'y, 3H), 1.65 (t,J
=108 T, 2H), 2.69 (t, J=6.4 'y, 2H), 2.77 (d,
J=104Tu, 2H), 2.87 (q,J=7.6 I', 2H), 3.22-
3.32 (m, 4H), 4.30 (t, J=6.0 'y, 2H), 7.49-7.59
(m, 3H), 7.62-7.64 (m, 1H), 7.87 (br s, 1H),
12.04 (brs, 1H); ESI (m/z) 431 (M+H)".
203 B 6-(2,6-audpropdenmn)-3 -3THia-5-rugpoxcu-1-
/ (2-rugpoxcustin)-1H-mupaszono[3,4-
IMpomesxyTounoe | bjmupumun-4(7H)-om; ‘H SMP (400 MIm,
coequuenue 203 | IMCO-ds): 8 1.29 (t,J=7.6 T'y, 3H), 2.88 (q, J
=7.6Tu, 2H), 3.73 (s, 2H), 4.20 (s, 2H), 4.88 (br
s, 1H), 7.25-7.27 (m, 2H), 7.61-7.63 (m, 1H),
8.19 (br s, 1H), 11.68 (s, 1H); ESI (m/z) 336
(M+H)*.
204 B 6-(2,6-mudpropdennn)-1-(4-proppheHmm)-5-
/ THAPOKCH-3-(TeTparunpo-2H-nupan-4-mn)-1/-
TpomesxyTounoe | mupazono|[3,4-blmupumun-4(7H)-on; 'H SIMP
coemunenue 204 | (400 My, IMCO-dg): 8 1.95-2.05 (m, 4H),
3.37-3.56 (m, 3H), 4.00 (d, J = 10.8 T'y, 2H),
7.19-7.24 (m, 3H), 7.34 (t,J=8.8 'y, 2H), 7.52-
7.60 (m, 1H), 8.21 (s, 2H), 11.83-11.85 (br s,
1H).
205 B 6-(2,6-mudproppernn)-1-(2-(4,4-
/ mu(ropnunepuanH-1 -1)3THT)-3-3THI-5-
[TpomexyTouroe | ruapokcu-1/-mupazono|3,4-b|mpuana-4(7H)-

coequHeHHE 205

oH; 'H SIMP (400 MT'w, IMCO-de): 5 1.27 (t, J
=72 T, 3H), 1.75-1.85 (m, 4H), 2.49-2.55 (m,
2H), 2.75-2.89 (m, 4H), 3.38-3.41 (m, 2H), 4.26
(brs, 2H), 7.27-7.32 (m, 2H), 7.61-7.65 (m, 1H),
8.24 (brs, 1H), 11.76 (brs, 1H).
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IIpumep ®opmyaa Merton / Xumudeckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrouno | MC
€ COeTIHEeHIe
206 ;¢ \ Q on B 6-(2,6-mudpropdpermn)-1-3-((2R,65)-2,6-
N / JAMETHIMO PO THHO ) TPOTTILT) -3 -3THII-5-
HSC(;\/:‘Nf F ITpomexxyTouHoe | ruapokcu-1/-mupazono|3,4-bmpuaua-4(7H)-
HsC coemunenue 206 | on; 'H SAIMP (400 MI'u, IMCO-de): 8 0.97 (d, J
=64 I'm, 6H), 1.23-1.34 (m, 3H), 145 (1, J =
10.4 I'm, 2H), 1.88-1.91 (m, 2H), 2.23 (t, /=6.8
I'm, 2H), 2.58 (d, /=108 'y, 2H), 2.88 (q, J =
7.2 T'm, 2H), 3.32-3.39 (m, 2H), 4.18 (m, 2H),
727 (t,J=6.8Tw, 2H), 7.61-7.70 (m, 1H), 8.24
(br s, 1H).
207 B 6-(2,6-audpropdenmn)-3 -3THia-5-rugpoxcu-1-
/ ((reTparuapo-2 H-nupas-4-um)meTin)- 1 H-
TTpomexyTounoe | mupasono[3.4-blmupumun-4(7H)-on; 'H SIMP
coeauneHue 207 | (400 MI'y, IMCO-d¢): & 1.22-1.39 (m, 7H),
2.04-2.10 (m, 1H), 2.88 (d, /= 6.8 'y, 2H), 3.23
(t, J =108 I'm, 2H), 3.80 (d, J = 9.2 I'y, 2H),
4.06 (brs, 2H), 7.27-7.31 (m, 2H), 7.62-7.66 (m,
1H), 8.24 (brs, 1H), 11.60 (br s, 1H); ESI (m/z)
390 (M+H)".
208 H3C o B 6-(2-xn0p (peHIIT)-3 -3THII-5-THAPOKCH- 1 -
N o / ((reTparuapo-2H-mupan-4-um)meTnn)-1H-
OD) ECI IpomesxyTounoe | mupasono[3,4-bjmupumun-4(7H)-on; 'H SIMP
coeauneHue 208 | (400 MI'm, IMCO-d¢): 8 1.23-1.38 (m, 7H),
2.05-2.07 (m, 1H), 2.87 (q,/=7.6 'y, 2H), 3.22
(t, J=10.4 T'y, 2H), 3.79-3.82 (m, 2H), 4.06 (d,
J=172Tu, 2H), 7.49-7.56 (m, 3H), 7.65 (d, J =
7.6 'y, 1H), 7.90 (s, 1H), 11.63 (s, 1H).
209 B 6-(2,6-mudropdernn)-S-ruapokcu-1-meTun-3-
/ ((rerparuapo-2 H-tmpan-4-nm)meTn)-1 /-
IpomesxyTounoe | mupasono[3,4-blmupunun-4(7H)-on; H SIMP

coequHeHHE 209

(400 MT'm, IMCO-de): & 1.23-1.33 (m, 2H),
1.54-1.57 (m, 2H), 2.08-2.10 (m, 1H), 2.82 (d,J
= 6.0 T, 2H), 3.23 (t, J = 10.0 T', 2H), 3.80-
3.84 (m, 5H), 7.26-7.30 (m, 2H), 7.63-7.70 (m,
1H), 8.25 (brs, 1H), 11.75 (s, 1H); ESI (m/2) 376
(M+H)".

210




IIpumep

®opmya

Merton /
IIpomMexyTOHUHO

€ COCITHHCHUC

Xuvuaeckoe naspanne, 'H AMP u gannbie

MC

210

B
/
ITpomexxyToUHOE

cocauHecHHE 210

6-(2-xmoppermm)-1-(2-(4,4-

U TOpIHIEPUANH-1 -HIT)3THT)-3-9THI-5-
ruapokcu- 1 //-mapasono[3,4-b |mupugun-4(7 H)-
on; 'H SIMP (400 MT'u, IMCO-de): 3 1.28 (t,J
=7.6 'y, 3H), 1.74-1.84 (m, 4H), 2.48-2.54 (m,
2H),2.78 (t, J=5.6T1, 2H), 2.88 (q,/=7.2T1,
2H), 3.32-3.38 (m, 2H), 4.27 (t, /= 5.6 I'ny, 2H),
7.49-7.52 (m, 3H), 7.61-7.65 (m, 1H), 7.91 (s,
1H), 11.80 (br s, 1H).

211

B
/
ITpomexyTouHOE

coequHeHue 211

6-(2,6-mudproppennn)-3-31ui-5-grop-1-(2-
(terparunpo-2H-nmupan-4-ui)3tuwn)-1--
nupaszo0(3,4-b|mupumun-4(7H)-on; 'H SIMP
(400 MI'm, AMCO-ds): & 1.16-1.18 (m, 2H),
127 (t,J=7.6T'n, 3H), 1.40-1.42 (m, 1H), 1.56-
1.59 (m, 2H), 1.65-1.70 (m, 2H), 2.87 (q, J=7.6
I'm, 2H), 3.21 (t,J=11.6 I'y, 2H), 3.79-3.82 (m,
2H), 4.17 (t, J=7.2Tn, 2H), 729 (t,J=8.0T'my,
2H), 7.62-7.66 (m, 1H), 8.25 (s, 1H), 11.65 (s,
1H); ESI (m/z) 404 (M+H)",

212

H,C 0

B
/
ITpomexyTouHOE

coequHCeHHE 212

6-(2-xmop(peHnN)-3-3THI-5-ruApoKcH-1-(2-
(terparunpo-2H-nupan-4-mwm)stun)-1/-
mupazouno[3,4-b|mupumun-4(7H)-on; 'H SAMP
(400 MI'y, IMCO-ds): & 1.18-1.22 (m, 2H),
127 (t, J =72 I'u, 3H), 1.41-1.43 (br s, 1H),
1.56-1.59 (m, 2H), 1.65-1.70 (m, 2H), 2.87 (q, J
=7.6 Ty, 2H), 3.16-3.34 (m, 2H), 3.78-3.82 (m,
2H), 4.18 (t,J =7.2 T'y, 2H), 7.49-7.55 (m, 3H),
7.64 (d, J=7.6 T, 1H), 7.90 (s, 1H), 11.56 (s,
1H); ESI (m/z) 402 (M+H)".

213

B
/
ITpomexyToUHOE

coeauHeHHE 213

3-3tr1-6-(2-¢grop-3-(tpudTopmernn) peHmT)-5 -
ruaApokcu-1-(2-(rerparuapo-2 H-nupan-4-
wi)3tin)- 1 /H-mapazono|[3,4-b Jmupunusa-4(7 H)-
on; 'H SAMP (400 MI', JIMCO-de): 8 1.16-1.19
(m, 2H), 1.27 (t, J=7.6 ', 3H), 1.41-1.45 (m,
1H), 1.59-1.70 (m, 4H), 2.87-2.91 (m, 2H), 3.20-
3.24 (m, 2H), 3.79-3.81 (m, 2H), 4.19 (br s, 2H),

211




IIpumep

®opmya

Merton /
IIpomMexyTOHUHO

€ COCITHHCHUC

Xuvuaeckoe naspanne, 'H AMP u gannbie

MC

756761 (m, 1H), 7.90-7.94 (m, 2H), 8.27 (s
1H), 11.58 (br s, 1H); ESI (m/z) 454 (M+H)".

215

B
/
ITpomexxyToUHOE

cocauHcHHC 214

6-(2,6-mudproppheHnI)-5-rTuAPOKCH-3-
(ruapoxcumMeT)- 1-((rerparuapo-2H-mupan-4-
wr)metwn)- 1 H-mupazono|3,4-b|mupuais-
4(7H)-ow; 'H AMP (400 MT'n, IMCO-ds): &
1.16-1.39 (m, 4H), 1.99-2.09 (m, 1H), 3.226 (t,
J =104 Tu, 2H), 3.79-3.81 (m, 2H), 4.00-4.13
(m, 2H), 4.60-4.73 (m, 2H), 5.97-5.99 (m, 1H),
7.28 (brs, 2H), 7.63 (s, 1H), 8.62 (s, 1H), 12.06-
12.09 (brs, 1H).

217

B
/
ITpomexyTouHOE

coeaquHeHHE 215

6-(2,6-audpropdenmn)-5-ruapoxcu-3-
(runpoxcumeTnn)-1-(2-(rerparuapo-2H-nupan-
4-un)srum)-1H-mmpasono[3,4-b | mupuus-
4(7H)-om; 'H SAMP (400 MI'u, IMCO-ds): &
1.08-1.21 (m, 2H), 1.37-1.38 (m, 1H), 1.60 (d, J
=12.8Tm, 2H), 1.72 (q, J= 6.8 T'yy, 2H), 3.18 (t,
J=11.6T'y, 2H), 3.33-3.46 (m, 1H), 3.78 (dd, /1
=24Tn Ji=112Tn 2H), 425 (t,J=6.8Tw,
2H), 4.78 (s, 2H), 7.26 (t, J = 8.0 I'y, 2H), 7.58-
7.62 (m, 1H), 8.67 (br s, 1H); ESI (m/z) 406
M+H)*.

218

B
/
ITpomexyTouHOE

coequHCcHHE 216

6-(2,6-mudroppeHnn)-3 -3TuI-5-ruapoKcu-1-
(2-(meTuncy mb(poHUN)3THN)- 1 H-mupasono|[3,4-
blmupumun-4(7H)-on; 'H SIMP (400 M,
JIMCO-ds): 8 1.29 (t,J=7.6 T'w, 3H), 2.89-2.93
(m, 2H), 3.17 (s, 3H), 3.68 (t, J = 7.2 T'y, 2H),
4.60 (brs, 2H), 7.27-7.31 (m, 2H), 7.62-7.66 (m,
1H), 8.31 (brs, 1H), 11.58 (br s, 1H).

Meton P

Ilpumep 191

6-(2,6-muroppern)-5 -ruapokcu-1-mermir-3-(MopdommaoMeTHN)- 1 FH-tpasono| 3 ,4-b |mupuaua-4(7 H)-0H

~
O\\/N 0

7

N O[]
NN
c H

H
} F

212

OF




K pacteopy Mmopdomaa (28,3 mr, 0,325 mmoas) B cyxom TT'® (2 mur) godasmsuma 6-(2,6-au@rop peHm)-5-rTuapokcu-
3-(ruppokcumetnm)-1-metwn- 1 H-mupazono| 3,4 -b|mapuaua-4(7H)-or (50 mr, 0,162 mmonp) u TpupeHIIpochuH
(61,8 mr, 0,23 MMOITB). 3aTEM PEAKIHOHHYEO cMech oxJtaxaamm 10 0 °C u k Hel 100aBIIAIH IO KATLIAX JHA3OMPO AT
azoqukapookcumar (DIAD) (46,8 mxim, 0,236 MMmombp).PeakioHHYI0 CMECh NEpPEMEINHBAIH IPH KOMHATHOMH
Temmeparype B TeueHHe 18 uacos.Cmech racwimm BOAOW (2 Kamuim), 3aT€M YNAPHBAIM M OUYHINATIH HA KOJIOHKE C
nosryuenuem 18 mr npoxykra. 'H AMP (400 My, IMCO-de): 8 2.77-2.81 (m, 4H), 3.72-3.76 (m, 4H), 3.80 (s, 3H),
4.00 (s, 2H), 7.14-7.20 (m, 2H), 7.47-7.53 (m, 1H), 8.58 (br s, 1H); ESI (m/z) 377 M+H)".

IMpumepsr 192, 195-197, 199, 201, 214, 216 u 219-224, npusencHHble B Tabmuie 2, mOIyYaId, CICIys
MOGOH M3 METOIHK, YKA3aHHBIX Bbime. CTPYKTYpHbIE (DOPMYIIBI, XHMHUECKHE Ha3BaHus, Aanube 'H AMP u MC
npusecHbI B Tabmime 2.
Tabauna 2: CTpykTypHBIE (OPMY JIBI, XUMAYECKHE Ha3Banus, qaHubie 'H IMP u MC IIpumepos 192, 195-197, 199,
201,214,216 u 219-224.

IIpume ®opmyaa Meron / Xumuueckoe naspanne, 'H SIMP u nanubie
p Ne IIpomeskyrouno | MC

€ COCIMHCHUE

192 P 6-(2,6-mudropdenmn)-5-runpoxcu-3-((4-

/ u3onponui-1-ummerun)-1-metun-17-
ITpumep 188 nupasono|3,.4-b|mupunua-4(7H)-on; 'H SIMP
(400 MI', AMCO-de): & 0.98 (d, J = 5.6 T'n,
6H), 2.51-2.80 (m, 9H), 3.83 (s, 3H), 3.99 (s,
2H), 7.18 (t, J= 7.2 Ty, 2H), 7.48-7.50 (m, 1H),

8.43 (brs, 1H) : ESI (m/z) 418 (M+H)".

195 J:/\N o) P (5)-6-(2,6-mudproppennn)-3-((3-
F I\&:I T ] F / (proprppoTHANH- 1 -HIT)METHIT)-5-THAPOKCH- 1 -
N ITpumep 188 MeTHI- 1 H-mupasono|3,4-b Jmupuaun-4(7 H)-0H;
'H AMP (400 MT', IMCO-ds): 3 2.32-2.34 (m,
1H), 2.67-2.73 (m, 2H), 2.80-2.90 (m, 1H), 3.85
(s, 3H), 4.06 (d, J=14.8 T'y, 2H), 423 (d,J =
14.4 Tu, 2H), 5.32-5.50 (m, 2H, rotamer), 7.17
(t, J = 8.0 'y, 2H), 7.49-7.50 (m, 1H), 8.48 (s,
1H); ESI (m/z) 379 (M+H)".

196 P 3-((4-(2,2,2-TpudropsTHm)nunepasuH-1-
WI)METHN)-6-(2,6-mudropeHmT)-5-THAPOKCH-
ITpumep 188 1-metmn-1H-mmpasono|[3,4-b|mupunun-4-(7 H)-
on; 'H SIMP (400 MI', JIMCO-de): 8 2.11-2.17
(m, 4H), 2.92 (m, 4H), 3.81 (s, 3H), 4.07 (s, 2H),
7.17 (t,J=8.0 I'm, 2H), 7.50-7.53 (m, 1H), 8.52

(br s, 1H); ESI (m/z) 411 (M+H)*,

213



Ipume
p Ne

®opmyia

Metox /
IIpomexyTOHUHO

€ COCITHHCHUEC

Xuvuaeckoe naspanne, 'H AMP u pannbie

MC

197

P
/
ITpumep 188

6-(2,6-mudpropPpernm)-3-((2,6-
JUMETHIMO P(OTHHO )METHIT) -5 -THAPOKCH- 1 -
MeTi- 1 /-mapasono|3,4-b lmupuaus-4(7 H)-0H;
'H AMP (400 MT', IMCO-de): 3 1.08-1.12 (m,
6H), 2.14 (t, /= 10.8 ', 2H), 3.05 (d, /= 10.8
I'y, 2H), 3.70-3.74 (m, 2H), 3.85 (s, 3H), 3.97 (s,
2H), 7.17 (t, J= 8.0 ', 2H), 7.49-7.53 (m, 1H),
8.53 (brs, 1H); ESI (m/z) 405 (M+H)".

199

ITpumep 198

6-(2-x10p (heHU)-5-THAPOKCH- 1 -METHIT-3 -
(MoppomHOMeTII)- 1 [ -TIHpa3o0[3,4-
blmupumun-4(7H)-on; 'H SAMP (400 MIh,
JIMCO-dg): 8 2.77 (br s, 4H), 3.74 (br s, 4H),
3.85 (s, 3H), 3.98 (s, 2H), 7.36-7.44 (m, 3H),
7.50-7.52 (m, 1H), 8.39 (br s, 1H); ESI (m/z) 375
M+H)*.

201

ITpumep 183

1-muxonponuia-6-(2,6-gudropdherun)-5-
THAPOKCH-3-(MopdommHOMeTI)-1/1-
mupazo;i0[3,4-b lmupumun-4(7H)-on; ‘H SIMP
(400 My, IMCO-dg): 8 0.97-1.14 (m, 4H),
2.76-2.82 (m, 4H), 3.69-3.73 (m, 5H), 3.97 (s,
2H), 7.17 (t, J = 7.6 Ty, 2H), 7.48-7.65 (m, 1H),
8.59 (brs, 1H).

214

ITprmep 188

6-(2,6-mudroppernn)-S-ruaporcu-3-((4-

300y THIMHIICPA3HH- 1 -HT)MeThI)-1 -MeTHIT-
1H-mapasono|[3,4-b | muapuaus-4(7 H)-om;,'H
SIMP (400 MI', IMCO-ds): 6 0.87 (d, J=6.4
I'm, 6H), 1.75-1.78 (m, 1H), 2.08 (d,/=7.2 T,
2H), 2.99-3.04 (m, 4H), 3.17-3.37 (m, 4H), 3.84
(s, 3H), 4.00 (s, 2H), 7.16 (t, J = 8.0 T'm, 2H),
7.48-7.52 (m, 2H), 8.42 (brs, 1H); ESI (m/z) 432
(M+H)".

216

ITpumep 188

3-((4-uUKIOPONMUITHIICPA3HH- | -HT)METHT)-6-
(2,6-madropdennn)-S-ruapokcu-1-merun-1/-

nupazono|3,4-b|mupumun-4(7H)-on,'H ~ SIMP
(400 MI', IMCO-de): & 0.33-0.45 (m, 2H),
0.85-0.86 (m, 2H), 1.65-1.69 (m, 2H), 2.51-2.75
(m, 3H), 3.23-3.84 (m, 4H), 3.89 (s, 3H), 3.99 (s,
2H), 7.18 (t, J=7.6 I'ny, 2H), 7.47-7.54 (m, 1H),

214




Ipume
p Ne

®opmyia

Metox /
IIpomexyTOHUHO

€ COCITHHCHUEC

Xuvuaeckoe naspanne, 'H AMP u pannbie

MC

8.47 (s, 1H), 14.76 (br s, 1H); ESI (m/z) 416
(M+H)*.

219

ITpumep 188

6-(2,6-mudproppennn)-5-ruapokcu-1-meTumn-3-
((4-(okceran-3-un)nunepasuH- 1 -HiI)MeTHII)-

1 H-mapazomno[3,4-b|mupumun-4(7 H)-0H; 'H
SAMP (400 MI'n, IMCO-ds): & 2.45-2.51 (m,
2H), 2.82-2.86 (m, 4H), 3.42-3.48 (m, 5H), 3.84
(s, 3H), 4.01 (s, 2H), 4.44 (t, J = 6.0 T', 2H),
455, J=64Tn, 2H), 7.17 (t, J=8.0T'y, 2H),
7.48-7.52 (m, 1H), 8.48 (s, 1H).

220

ITpumep 188

6-(2,6-mudroppennn)-5-ruapokcu-1-meTun-3-
((4-(2,2,2-TpuropsTHN)NHNCPA3UH-1 -
uin)metin)- 1 H-mmpazono|3,4-b |mupugun-
4(7H)-ow; 'H SAMP (400 MI'u, IMCO-de): &
3.23-3.31 (m, 9H), 3.84 (s, 4H), 4.0 (s, 2H),
7.15-7.19 (m, 2H), 7.49-7.53 (m, 1H), 8.52 (s,
1H), 14.53-14.58 (br s, 1H); ESI (m/z) 458
(M+H)".

221

ITprmep 188

6-(2,6-mudpropdennn)-3-((4-(2-
(propsTHI)NMHENEpa3uH- 1 -HIT)METHT)-5 -
ruapokcu-1-merun-1H-nupasonol 3,4-
blmupumun-4(7H)-om; '‘H SIMP (400 MIm,
JIMCO-ds): & 2.45-2.82 (m, 9H), 3.84 (s, 4H),
40 (s,2H), 449 (t,J=48Tn, 1H), 461 (t,J =
44 T, 1H), 7.15-7.17 (m, 2H), 7.49-7.52 (m,
1H), 8.47 (s, 1H), 14.63-14.75 (br s, 1H); ESI
(m/z) 422 (M+H)".

222

ITprmep 188

(S)-6-(2,6-mudpropdpermm)-S-ruapoxcu-3-((4-
H30MPOMHI-3-METHIIUNCPA3HH-1 -HT)METHT) -
1-metun-1H-mmupasono|3,4-b Jmupuaua-4(7H)-
on; 'H AMP (400 MI', IMCO-de): 8 0.85 (d, J
=6.4 T, 3H), 1.01-1.21 (m, 6H), 2.50-3.34 (m,
7H), 3.92 (s, 3H), 3.96-4.01 (m, 2H), 4.73-4.79
(m, 1H), 7.14-7.18 (m, 2H), 7.48-7.54 (m, 1H),
8.44 (s, 1H); ESI (m/z) 432 (M+H)".

223

IMpumep 188

(R)-6-(2,6-muproppermm)-S-ruaporcu-3-((4-
HM30MPOMHI-3-MCTHIMUNICPA3HH-1 -HT)METHT) -

1-metun-1H-mmupasono|3,4-b Jmupuaua-4(7H)-

215




Ipume ®opmyaa Metox / Xumuieckoe nasganne, 'H AMP u jannnie
p Ne IIpomeskyrouno | MC
€ coeJlHeHne
on; 'H SIMP (400 MI'y, IMCO-ds): 8 0.84-0.85
(m, 3H), 0.86-1.11 (m, 6H), 2.29-3.84 (m, 5H),
3.96 (s, 6H), 3.98-4.01 (m, 2H), 7.15-7.18 (m,
1H), 7.47-7.54 (m, 2H), 8.44 (s, 1H), 14.75-
14.80 (m, 1H); ESI (m/z) 432 (M+H)".
224 F3C7/—N/\\N o P 6-(2,6-mudpropdeHmn)-5-ruxpoxcu-1-MeTni-3-
N N/)\’ 2l Okt ((3-(rpudropmeTnn)-5,6-
H3CN N ITpumep 188 auruapo[1,2. 4|rpuazono[4,3-almupasus-7(8H)-
F uwnmetwn)-1H-mupazono[3,4-b|mupus-
4(7H)-ox; 'H SAMP (400 MIu, IMCO-des): &
3.34-3.39 (br s, 4H), 3.88 (s, 3H), 4.02-4.40 (br
s, 4H), 7.21-7.22 (brs, 2H), 7.54 (br s, 1H), 8.30-
8.50 (m, 1H); ESI (m/z) 482 (M+H)".
Meroa C
ITpumep 225

Cuntes 5-ruapokcu-6-(4-ruapoxcudennn)-1-metua-3-(rpudropmerin)- 1,7 -auruapo-47-nupazono|[3,4-

b]oupuauH-4-0Ha

CycrieH3u10 S-ruapoxcu-6-(4-meTokcupeHmwn)-1 -meTin-3-(tpudpropmermn)- 1,7 -nuruapo-4H-mmapasono[3,4-
bloupnaua-4-ona (100 Mr, 0,29 MMmoap) B BomHOM pacTtBope OpomoBoopoaa (3,0 mum) Harpesanu mpu 100 °C B
TeueHue 48 4acoB. PEaKIIMOHHY 0 CMECH OXJIAKIATH A0 KOMHATHOM TEMIIEPATYPhI H TACHIN HACHIIECHHBIM PACTBOPOM
rugpokapOoonata Hatpusa (100 wmum). IIpoaykr sxctparmposamm stmiaanetatoM (50 M X 3). OOBCAHHCHHBIC
OpraHuyecKHe SKCTPAKTHI CYIIMUIN HAJ OC3BOMHBIM CyJb(patoM HATpHs, (puabTpoBamu U ynapusamd. [lomyueHHBIH
TMPOAYKT OYUINATH KOJOHOYHOH XpoMaTorpaducii Ha CHITHKATe/iC ¢ MOIyUYCHHEM 14 MT MPOAYyKTa B BHIC TBESPAOTO
pemectsa. ‘H SIMP (300 MI'm, JIMCO-dg): 8 4.01 (s, 3H), 6.85-6.90 (m, 2H), 7.70-7.75 (m, 2H), 8.52 (br s, 1H), 9.77

(br s, 1H); ESI (m/z) 326 (M+H)".

Meron D
Ipumep 226
Cuares 6-(2,6-gudroppenmn)-1,3-qumeTnn-4-0kco-4,7-quruapo- 1 H-mupaszono| 3 ,4-b |mupuanH-5-1w1 MeTHI
KapOoHaTa
Oy CH
He oY 7

216



K mepememmBacmomy pactopy 6-(2,6-mudroppermm)-S-ruapokcu-1,3-mumetnn-1,7-quruapo-4/-mapazono|3,4-
b]oupuaua-4-0Ha (25 Mr, 0,08 MMonb) B TT'® (3,0 M) Ipr KOMHATHOH TeMIiepaType A00aBIIsUTH THPHIHIH (8,3 MK,
0,10 MmMonb) U yKCycHbIN aHruapuA (9,7 M, 0,10 MMOab). PEakMOHHYIO CMECh IEPEMEIIUBAIN B TEUCHHE HOYU
Tpu KOMHATHO1 Temmeparype. PeakumorHyro cmech racumu 1 H HCI (5,0 mun) u skcTparnposamum StunaneratoM (2 X
10 m). OObeIUHEHHBIC OPTAaHHYCCKHE CIIOM CYIIHIH Haj OC3BOAHBIM CyJb(AaTOM HATpUSA H YIAPHBAIH IIPH
MIOHIKCHHOM  JaBICHUH. [IONMyYeHHBIH NPOAYKT OYMINANH KOJIOHOYHOW XpoMartorpadueidl Ha CHIIMKArene c
HOTyYCHUEM 22 MT OPOAyKTa B BHAE TBepaoro semectea. ‘H SIMP (300 MI'n, IMCO-ds): 3 2.05 (s, 3H), 2.46 (s,
3H), 3.97 (s, 3H), 7.26 (d, J= 7.8 'y, 2H), 7.62 (br s, 1H); APCI (m/z) 334 (M+H)".

Meron E
Ipumep 227
Cunres 5-(2-x10p(heHm)-6-THAPOKCH-2,3-TUMETHINHPaHO | 3,2-c|mupason-7(2H)-oHa

K mepememmBaecmomy pactBopy 3-(2-xmopdenun)-1-(4-ruapokcu-1,5-aumetwi-14-nupa3on-3-umnpon-2-¢H-1-oHa
(I[TpomexyTounoe coeaunenue 59, 440 mr, 1,59 mmois) B 3TaHoe (5,0 MIT) 100ABIAIH PACTBOP THAPOKCHIA HATPHUSA
(127 mr, 3,18 mmous) B Boze (1,2 mur). PeakunoHHyr0 cMech oxinaxaam 10 0 °C u mpH TOH e TeMIepaType MEIJICHHO
Jo6aBsH epekuck Boxopoaa (35 %, 339 mx, 3,49 Mmoap). PeakiimOHHY O CMECh IIEPEMEIIHBAIH TPH KOMHATHOH
TeMIeparype B TeueHue 18 yacos. PacTBopuTens ynapuBaii IpH NOHIKEHHOM JABJICHHH H K OCTaTKy A00aBJrun 1
H HCI (20 mu). TonyueHHBIH 0Caa0K OT()HIBTPOBBIBATIH H CYLIHIH IO BAKYYMOM C ToydeHHeM 190 Mr mpoaykra
B BHJE TBepaoro semectsa. 'H SIMP (300 MI'n, IMCO-ds): 8 2.39 (s, 3H), 3.98 (s, 3H), 7.48-7.57 (m, 2H), 7.62 (d,
J=17.5Tu, 2H), 8.92 (br s, 1H); APCI (m/z) 291(M+H)".

ITpumepsr 228-229 monyyanu, Cieay s MCTOOAUKS, YKa3aHHOH BhIIC. CTPYKTYPHBIC (DOPMYIIBL, XHMHYCCKHC
Hassanus, nanHbie ‘H SIMP 1 MC npumepos 228-229 npuseacusl B Tabmuie 3.
Tabauna 3: CTpykTypHBIE (POPMyJIbI, XMMHYECKHUE HA3BaHus, qanHbic 'H SIMP u MC IIpumepos 228-229.

IIpumep ®opmyana Meron / Xumnueckoe nazpaunue, 'H SAMP u xnanunie MC
Ne IIpomeskyTounoe
coe/IMHeHne
228 E/ 5-(2-xmopdeHmnn)-6 -ruApoKCH-3 -METHII-2 -
ITpomexxyTounoe | (mpoman-2-umynupaHo|3,2-c]nupaszon-7(2H)-ox;
cocmuncHHE 62 | 'H AMP (300 MI'y, IMCO-ds): 5 1.47 (d, J=6.3
I'm, 6H), 2.42 (s, 3H), 4.68-4.82 (m, 1H), 7.46-7.62
(m, 4H), 8.97 (br s, 1H); APCI (m/z) 319 (M+H)".
229 E/ 5-(2-xmopdennn)-2 -3THI-6-THAPOKCH-3 -

TMpomesxyTouHOe | MeTHImHpano|3,2-clmupason-7(2H)-ow; 'H SMP

coenuueHuE 63 | (300 MI'y, IMCO-ds): 3 1.41 (t, J = 6.9 Ty, 3H),
2.41(s,3H), 4.30 (q,/=6.9T, 2H), 7.42-7.63 (m,
2H), 7.58-7.65 (m, 2H), 8.96 (br s, 1H); APCI
(m/z) 305 M+H)".
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Meron F

K mepememmBacMomy pacTBopy 6-(2-xmop@enmn)-5-mMeTokcu-1,3-gumerrmmmpano|2,3-c]mupason-4(1/)-ona (200
mr, 0,65 mmons) B muximopmerane (1,0 1) mpHm KOMHATHOHW Temmeparype A0O0aBmsuin TpuOpoMua Oopa B
muxaopmerane (1 M, 2,6 mu, 2,62 MmMoas). CMeCh MEPESMCIIHBAINA B TCUCHHEC HOYH IPH TAKOH K& TEMIEPAType.
PeakiinoHHYI0 CMECh YNApPUBAIH NPH MNOHMWKCHHOM JABICHMHM W TAaCHIU HACBIICHHBIM BOJHBIM PacTBOPOM
ruapokapooHata HaTpus. OCaXICHHOE TBEPAOC BEINCCTBO OT(MIBTPOBBIBAIM U XOPOIIO CYIIHIH. [losmyueHHBIH
PO AYKT OUHINAIN KOJOHOYHOH XpoMaTorpa(pueii Ha CHIHKaresie ¢ moxyucHueM 118 Mr mpoaykra B BUAC TBEPAOTO

semectsa. 'H SIMP (300 MT', IMCO-de): 8 2.44 (s, 3H), 3.72 (s, 3H), 7.49-7.56 (m, 2H), 7.63-7.68 (m, 2H), 9.13

(s, 1H); ESI (m/z) 291 (M+H)".

INpumepsr 231-232 nony4ay, cleqys MCTOIUKE, Yka3aHHOH Bbime. CTPyKTYpHBIC (JOPMYJIbL, XHMHYCCKHE

Ipumep 230
CunTe3 6-(2-xmoppeHnm)-S-ruapokcu-1,3-mumermmmupano|2,3-c|mapason-4(1/)-oHa

H,C O

Cl

nazsanus, ganuse 'H AMP u MC npumepos 231-232 npuseacust B Tabmmue 4.

Tabauna 4: CTpykTypHbIC (POPMYJIbI, XHMHYECKHE HasBanus, qannbie 'H IMP 1 MC ITpumepos 231-232.

Ipumep ®opmy.ia Mertopn / Xumnueckoe nasganue, 'H AMP u nannsie MC
Ne IIpomexyTounoe
COeMHEHHE
231 H ¢ O on F/ 6-(2-xnopdenunn)-1-(4-propPpenmnm)-5-ruxpokcu-3-
N:]\)(;'E@ INpomexyTounoe | metwamupano[2,3-c|mapason-4(1H)-om;'H  SIMP
O cl coeuHCHHE 65 | (300 MI'm, JIMCO-ds): & 2.55 (s, 3H), 7.43 (t, J =
F 8.7 I'y, 2H), 7.50-7.56 (m, 2H), 7.57-7.71 (m, 2H),
7.78-7.81 (m, 2H), 9.39 (br s, 1H); ESI (m/z) 371
(M+H)".
232 HC O OF{: F/ 6-(2,6-mudroppernn)-S-ruapokcu-1-(3-
N [ | IIpomexxyTouHOE | THAPOKCHUIPONUIT)-3-MeTHI-1//-mupa3ono|3,4-
fN g F coecmuncHEE 92 | bmuapuaun-4(7H)-om; H SIMP (300 MI'u, JIMCO-
HO ds): & 1.80-1.90 (m, 2H), 2.48 (s, 3H), 3.30-3.36 (m,
2H), 4.11-4.17 (m, 2H), 7.15-7.35 (m, 3H), 7.57-
7.65 (m, 1H), 8.20 (br s, 1H), 11.64 (s, 1H); ESI
(m/z) 336 M+H)".
Meron G

Ilpumep 233
Cuates 6-(2-xnopdpennn)-5-merokcu-1,3 -mumerwn-1 //-mapasono| 3,4 -b Jmupuauna-4(7/)-oHa

H,C Q




Cramua 1:  mpem-Oytun  6-(2-xnopdenmn)-5-ruapokcu-1,3-qumeTnn-4-okco-1,4-guruapo-7H-mmpazono|3,4-
boupuanH-7-kapbokcumar
K mepemenmBaemoii cycmeHsmm — 6-(2-xuopQeHm)-5-ruapokcu-1,3-numernn-1,7 -quruapo-4 - -mpazono| 3 ,4-
b]oupuaua-4-0ona (100 Mr, 0,34 MMous) B TT'® (2,0 M) mpu KOMHATHOMH TemmiepaType ao0asisuti Boc-anrunpun (75
mr, 0,34 mmo11B) ¢ oceayrommM godasiacaneM DMAP (5,0 mr, 0,03 MMOIIB) B PCaKIHOHHYO CMECh IICPEMCIIHBATH
B TCUCHHE 2 YacoB. PacTBOpHTENb ymapuBaiM IPH MOHW)KCHHOM [ABJICHHH, H OCTAaTOK OYHINATH KOJOHOYHOH
xpomarorpadueil Ha CHIHKArene ¢ mojaydyeHueM 270 Mr IPOAYKTa B BUIE TBEpAOTro BemecTra. 'H AMP (300 MI 1,
JIMCO-de): 8 1.31 (s, 9H), 2.49 (s, 3H), 3.82 (s, 3H), 7.30-7.70 (m, 4H), 8.31 (s, 1H), 12.24 (br s, 1H).
Cramua  2: mpem-bytun  6-(2-xnoppenun)-5-meTokcu-1,3-mumeTni-4-okxco- 1,4-quruapo-7H-nupazono[3,4-
b]nupuaun-7-kapbokcuuar
K nmepemermiacMoMy pacTBOpY IMpoMEKyTOUHOTO coeauueHua Craauu 1 (150 mr, 0,38 Mmmoms) B cyxom JIM®PA (1,5
MJT) IPH KOMHATHOM TeMIiepaType J00aBIsuIH kapOoHaT kamus (63,7 mr, 0,46 MMOJIB) C OCTICAYIOIUM 100aBICHHEM
Metummoaunaa (26,5 mxi, 0,42 MMOJTb) H TIOJYYCHHY O PEAKIIHOHHY O CMECh IEpeMeIIHBaId B TeucHue 1 yaca. Cmech
noakucaann 1 H muvonHo# xucaoToit no pH 2-3. OcaxaeHHOE TBEPAOES BELMIECCTBO OT(QHIBTPOBBIBAIU H XOPOLIO
cyum ¢ noaydcuuem 112 mr npoaykra. 'H AIMP (300 MI'u, CDCL): 8 1.29 (s, 9H), 2.64 (s, 3H), 4.03 (s, 3H), 4.19
(s, 3H), 7.26-7.52 (m, 4H).
Cranus 3: 6-(2-xnopdenmn)-5-merokcu-1,3-aumerni-1H-mupasono|3,4-b Jnupuaus-4(7H)-oH
K mepemenmBacMoMy pacTBOPY MPOoMeKyTouHOTO coenuHeHust Ctaauu 2 (135 mr, 0,33 Mmmo1p) B auxaopmetane (2,0
MJI) TP KOMHATHOH TeMIeparype A00aBIsuIH TPUPTOPYKCYCHY IO KHCIoTy (123 MK, 1,67 MMOJIb) M PEaKI[HOHHYFO
CMECh IICPEMCIINBAIH B TCUCHHE 1 yaca. PCakiMOHHYI0 CMECh YIIAPHBAIH, MOAMICIAYHBATH HACBIICHHBIM BOJHBIM
pacteopom NaHCOs; no pH 8 u skcrparuposamu stumanetaroM (10 mur x 2). OpraHudeckuil ClIOW CYIIHIH Haz
0€3BOHBIM CYJIB(ATOM HATPHSA H YNAPWUBAIN MPH IOHIKCHHOM [aBJICHHH. [10Jy4YeHHOEC COCAHHCHHC OYHINAITH
KOJNIOHOYHOM XpoMaTorpaueii Ha CHIMKATee ¢ Ioy4YeHHeM 31 MT IpoAykTa B BHAE TBepAoro semecrsa. 'H SIMP
(300 MI'y, CDCls): 3 2.67 (s, 3H), 4.00 (s, 3H), 4.15 (s, 3H), 5.09 (br s, 1H), 7.35-7.54 (m, 4H); ESI (m/z) 304 (M)*.
[Tpumepsl, nmpuBeacHHBIC B Tabmume 5, moayyamd, ClIeaysd MCTOTUKE, YKazaHHOH BeIme. CTPYKTYPHBIC
(opmy b1, XuMHEUeCKHE HasBanus, naHube 'H SIMP 1 MC naHHBIX IPUMEPOB NPUBECHBI B Tabmuue 5 Hike.
IMpumep 234 momywamw, ciacays MCTOMHKS, YKAa3aHHOW BbIe. CTPYKTYPHBIC (DOPMYJIBI, XHMHYCCKHUC
Haspanus, nanueie 'H AIMP u MC Tlpuvepa 234 npusenens! B Tabmme 5.
Tabauna 5: CTpykTypHbIE (POPMyIbI, XMMHYECKHUE Ha3BaHus, qanubic 'H SIMP u MC ITpumepa 234.

IIpumep ®opmyaa Meron / Xumuueckoe nasspanne, 'H AMP u nannnie MC
Ne IIpomMesxyToUHOE
coe/JIHeHne
234 HC O ocH, G 6-(2,6-mudropdernn)-1-3THi-5-MeTOKCH-3 -
NNI NI F TTpumep 68 MeTHI-1 H-mupasosio[3,4-b | mapumua-4(7 H)-ow;, 'H
me” H F SMP (300 MI'y, CDCls): 8 1.50 (t,J=7.2 T'w, 3H),
2.72 (s, 3H), 4.18 (s, 3H), 4.48 (q, J = 7.2T'1y, 2H),
5.33 (brs, 1H), 7.06 (t, J = 7.8 ', 2H), 7.35-7.44
(m, 1H); APCI (m/z) 320 (M+H)".

Meroax H
[lpumep 235
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Cuare3 N-[4-(1-3tun-5-ruapokcu-3-Metwn-4-0kco-4, 7-quruapo-1 //-mpa3omno| 3,4 -b |mupuaua-6 -1m)-3 -

¢ropperna]merancymbpoHamua

Hc O
OH
4
N
. N 0,0
CH; F N S'cH,
H

K  mepememmBacmoMmy — pactBopy  6-(4-ammHO-2-(propdeHnm)-1-3Tun-5-runpokcu-3-merun-1,7-quruapo-4 -
mupasoio|3,4-bmupuaun-4-ona (110 mr, 0,36 Mmmoms) B quxiopmetane (2,0 ) mpu 0 °C mobasmsumn mupuauH (40
Mk, 0,50 mmomp) u metarcyabpormmxmopun (30 mxa, 0,36 MMoip). PeakninoHHYI0 cMeCh NMEPEMCIIUBAIN TPH
KOMHATHO TEMIICPATYPEC B TCHUCHUC HOTH. PeaKIII/IOHHyIO CMECh YIIapUBAJIH IPU MOHWKCHHOM JAaBJICHUH, H OCTATOK
pasbasimu Boxoi (10 ). Bomayro cmecs mogkucmsin 1 H HCl go pH 3-4. OcakneHHOE TBEPAOE BEIIECTBO
cobuparu (PUIBTPOBAHUCM W OYHUINATH KOJOHOYHON Xpomartorpadueii Ha cmmkarene. [lomyuceHHOE TBEpIOC
COEIMHEHHE TIEPEMEINMBAE B METAHOE, (PHIBTPOBATH U CYIUHIH C MOJy4eHueM 45 mr mpoxykra. 'H SIMP (300
Ml ', IMCO-ds): 6 1.28 (t,J = 7.2 'y, 3H), 2.47 (s, 3H), 3.13 (s, 3H), 4.17 (q, J=7.2 T, 2H), 7.14 (d,J =93 I'ry,
2H), 7.46-7.58 (m, 1H), 7.96 (br s, 1H), 10.27 (br s, 1H), 11.48 (s, 1H); APCI (m/z) 381 (M+H)".

[Mpumepsr 236-237 momydaau, Cleayss MCTOIUKE, YKa3aHHOH BbIme. CTPYKTYpHBIC (DOPMYJIBI, XHMHUICCKHUC
Hassauus, nanueie 'H SIMP u MC npumepos 236-237 npusencust B TaGmre 6.
Tabauna 6: CTpykTypHbIC (OPMYJIbI, XUMHYECKHE HasBanus, qanubie ‘H IMP 1 MC ITpumepos 236-237.

Ipumep ®opmy.aa Metoa Xnvnueckoe naspanne, 'H AMP u nannbie
Ne MC
236 HC © o H N-[4-(1-3tun-5-ruapoxcu-3-mMeTun-4-okco-4,7-
N% 00 / uruapo-1/-mupasono| 3,4 -b | mupuauH-6-1)-
CH; F E'S‘CHg IMpomesxyTounoe | 3,5-muropdenun|merancyabponamur; 'H

cocxureHue 125 | JMP (300 MT', IMCO-ds): 8 1.27 (t,J=7.2T,
3H), 2.46 (s, 3H), 3.20 (s, 3H), 4.14 (q. J = 7.2
T'm, 2H), 7.00 (d, J = 9.0 T'u, 2H), 8.23 (s, 1H),
10.55 (s, 1H), 11.61 (s, 1H); APCI (m/z) 399

(M+H)".
237 B¢ Q on H N-{3-(pTop-4-|5-runpokcu-1-meTmn-4-0kco-3-
Hi% 00 / (rpudropmermn)-4,7-quruapo-1/-
TR | IpomesyTounoe | mupasorno[3.4-b]mupum-6-

coemuncHEE 126 | mwi|(ermn}merancyms(oravux, 'H SIMP (300
MTI, IMCO-de): 8 3.11 (s, 3H), 3.96 (s, 3H),
7.05-7.15 (m, 2H), 7.50 (. J = 7.5 ', 1H), 8.29
(br s, 1H), 10.22 (br s, 1H), 12.08 (br s, 1H);

APCI (m/z) 419 (M-H)".
Meroa I
Ipumep 238

Cuares 6-(2-xnop@peHmn)-3 -3Tui-5-ruapokcu- 1-(2-moppomuostin)- 1 H-mupaszono| 3,4-b|mupuaus-4 (7H)-0H

THAPOXJIOPHAA
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H;C 0
OH
N I |
NN

N’) Hc1
(; J 2.HCI

K mepememmBacmMoMy pacTBopy 6-(2-xmopdermn)-3-3tuin-5-ruapokcu-1-(2-mopdomao3TII)- | H-tupaszono| 3,4-
bmupuaua-4(7H)-ora (100 mr, 0,248 mmonp) B cyxoMm stmmanerare (0,5 mun) goGaBisumm CyXOdW HACBHIICHHBIN
pacTBOop XJOpoBOAOpOAA B sTHiauneTare (3 M) W MOJYYCHHYH) CYCICH3HIO NEPEMEIIMBATH B TCUCHHE HOYH.
[Nony4eHHOE TBEPAOE BEINECTBO COOMPATH (PHIBTPOBAHUEM U MEPEMENIHBAIIN C CYXHM JHH30IPOIHIOBBIM 3(HpoM,
(PUIBTPOBANH M CYINHIH ¢ IodyucHueM 90 Mr mpoaykra. H SIMP (300 MI'u, JIMCO-de): 8 1.29 (t, J= 7.5 ', 3H),
2.92 (q,J =7.8 'y, 2H), 3.00-3.20 (m, 2H), 3.40-3.56 (m, 4H), 3.60-4.00 (m, 4H), 4.60-4.68 (m, 2H), 7.40-7.55 (m,
3H), 7.56-7.64 (m, 1H), 11.13 (br s, 1H); ESI (m/z) 403 (M)".

ITpumeps! 239-242 monyyamnu, ciexysa METOUKE, YKa3aHHOH BbIme. CTPyKTYpHBIC (DOPMYJIBI, XHMUYCCKHUE

Haseauus, nanueie 'H SMP u MC npumepos 239-242 npusenenst B TaGmuue 7.

Tabauua 7: CTpykTypHBIE (POPMYIIbI, XUMHYECKHE Ha3BaHusA, qanHbie 'H IMP u MC ITpumepos 239-242.

Ipumep
Ne

®opmyaa

Meron /
IIpomexyTounoe

COCAMHCHHUEC

Xumuueckoe naspanne, 'H AMP u pannbIe
MC

239

H,e O
OH

NNINI
N//I U
(J 2.HC CFs

o)

i’

I/
ITpumep 153

6-(2-¢rop-3-(tpudropmeri) PeHmI)-5-
THAPOKCH-3 -MeTHII-1-(2-MopdommrosTIHT)-1H-
nupazoo|3,4-bmupuaun-4(7H)-on
nuruapoxiaopu, 'H SIMP (300 MI'u, JIMCO-
de): 82.55 (s, 3H), 3.00-3.20 (m, 2H), 3.49-3.61
(m, 4H), 3.67-3.80 (m, 2H), 3.90-3.96 (m, 2H),
470 (t, J=6.4 T, 2H), 7.54 (t, J = 7.8 Ty, 1H),
7.84-7.96 (m, 2H), 9.31 (br s, 3H), 11.05 (br s,
1H); ESI (m/z) 441 (M+H-2HCI)".

240

1/
ITprmep 155

6-(2-xmoppeHIwT)-5-THAPOKCH-3-MeTHIT-1-(2-(4-

METUINHINIEPA3uH- 1 -un)3tun)- 1 H-mupasono|3,4-
Tpuraapoxnopu, ‘H
SIMP (500 MI'y, IMCO-d¢): 5 2.52 (s, 3H), 2.78
(s, 3H), 3.18-3.28 (m, 4H), 3.40-3.47 (m, 2H),
3.48-3.61 (m, 4H), 4.57 (t, J=6.0 T, 2H), 7.45-
7.53 (m, 3H), 7.58-7.62 (m, 1H), 11.43 (brs, 1H).
ESI (m/z) 440 M)*.

b |mapuaua-4(7H)-0H

241

1/
ITpumep 166

6-(2,6-mudropdernm)-3-3Tri-5-ruapokcu-1-(2-
(4-meTwnunepasul-1-um)stun)-1H-
mupasoo|3,4-b|mupuaua-4(7H)-0H
tpuruapoxnopux, ‘H AMP (400 MIu, IMCO-
ds): 6 1.31 (t, J=7.2 T, 3H), 2.81 (s, 3H), 2.91
(q,J=7.2Tn, 2H), 3.27-4.02 (m, 10H), 4.67 (t, J
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IIpumep ®opmyJia Meton / Xumnueckoe nazpanue, 'H AMP u jannbie
Ne Mpomeskyrounoe | MC
coeIHeHHe
=44 Tu, 2H), 7.21-7.28 (m, 2H), 7.57-7.62 (m,
1H), 11.83-11.95 (m, 1H).; ESI (m/z) 440 (M)".
242 H;C 0 on, I/ 6-(2,6-mudroppennm)-3-3Tui-5-ruapokcu-1-(2-
NNI NI ITpumep 156 Mopdommro3THIT)- 1 H-IMpazono| 3,4-
~ H . b]mupuaun-4(7H)-or auruapoxnopum; 'H SIMP
(Ij] 2.HCl (400 MI'm, JIMCO-ds):d 1.31(t,J=7.6Tm,
0 3H),2.93 (q,J =7.6 T'u, 2H), 3.10-3.17 (m, 2H),
3.50-3.95 (m, 6H), 4.62-4.72 (m, 2H), 4.64-4.73
(m, 2H), 7.24 (t, J=7.6 Ty, 2H), 7.59 (t, J=7.2
I'm, 1H), 10.82-10.99 (m, 1H); APCI (m/z) 406
M+H-2HCI)".
Meton J
ITpumep 243

Cuntes 6-(2-xmopdeHun)-5-ruapokcu-3 -MeTui-1-(2-(4-meTumunepasuH-1-wi)>tun)- 1 H-nupaszono| 3,4-

b]nupuaun-4(7H)-on ¢ymapara

HC O o
N [ |
NN
,J H

(; 1:17 HICOQH

H3C HO,C" H

K mepemenmBacMoMy pactBopy 6-(2-XmopQeHu)-5-ruapokcu-3-metui-1-(2-(4-meTummunepasus- 1-mm)3rmm)-1H-
mupasono|3.4-bmupuaua-4(7H)-ona (100 mr, 0,249 mMoms) B aneroHe (2,0 1) H00aBIUTH (PyMAPOBYHO KHCIOTY
(28,8 mr, 0,240 MMOJIB) M IOy YEHHY}O CYCIICH3HIO IIEPEMEIIHBATIHN B TeHUCHHE HOUH. [ToyueHHOE TBEPAOE BEIIECTBO
COOHpanu (PHIBTPOBAHHEM, POMBIBAIH ALETOHOM H CYLIMJIH C moayueHueM 125 mr npoxykra. 'H SIMP (500 MI'n,
JIMCO-dg): 82.14 (s, 3H), 2.20-2.29 (m, 2H), 2.48 (s, 3H), 2.40-2.57 (m, 6H), 2.72 (t, J = 4.8 T'm, 2H), 4.28 (t,J =
6.0 ', 2H), 6.58 (s, 2H), 7.45-7.54 (m, 3H), 7.62 (d, J=7.5Tm, 1H).

ITpumepsr 244-245 momyyanu, Cieay s MCTOAUKS, YKA3aHHOH BhIIC. CTPYKTYPHBIC (DOPMYITBI, XHMHUYCCKHIC
HasBauus, nauHbie 'H SMP u MC npumepos 244-245 npusencust B Tabmuue 8.
Tabauna 8: CTpykTypHBIE (POPMyIbI, XMMHUECKUE Ha3BaHus, nanHbic 'H SIMP u MC IIpumepos 244-245.

IIpumep ®opmyJia Merton / Xummnueckoe naspanue, 'H AMP u jannoie
Ne IIpomeskyTrounoe | MC
coeTNHEeHNe
244 H;C 0 o I/ 6-(2,6-mudpropPpernn)-3-3THI-5-THAPOKCH-1 -
NNI N| [Tpumep 166 (2-(4-meTunnunepasus-1-um)stun)-1H-
N/" " nupasoi0[3,4-b|mupuaun-4(7H)-0r  pymapar;
(; ) HIC%H IH SIMP (400 MTI'u, IMCO-ds): H SIMP (400
B¢ HOC H M, JIMCO-de): 5128 (t, J = 7.2 T, 3H),
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Ipumep

dopmy.ia

Merton /
IIpomesxyTounoe

COCITHHCHHC

Xuvuaeckoe naspanne, 'H AMP u gannsie

MC

2.21 (s, 3H), 2.26-2.54 (m, 8H), 2.74 (1, J = 6.8
T, 2H), 2.90 (q, J=7.6 T, 2H), 4.29 (t, J= 6.4
T, 2H), 6.58 (s, 2H), 7.26 (1, J = 8.0 T, 2H),
7.54-7.64 (m, 1H).

245

H;CHO,C™ H

J/
IMpumep 155

6-(2-xmop(peHmn)-3 -3Tua-5-ruapokcu-1-(2-(4-
METUINHIEPa3uH- 1 -un)stun)-1H-
nrpasoo[3,4-b]mupuaun-4(7H)-on  gymapar;
'H SIMP (400 MT'u, IMCO-de): 3128 (t, J =
7.2 T, 3H), 2.08-2.52 (m, 11H),2.74 (t, J=6.4
I'm, 2H), 2.86 (q, J=7.6 'y, 2H), 4.30 (t,J =6.0
I'u, 2H), 6.59 (s, 2H), 7.47-7.55 (m, 3H), 7.63
(d,J=7.6Tu, 1H), 12.20-12.60 (m, 2H).

Meroa K

[Ipumep 246

Cunre3 6-(2-xn0p(peHmn)-5-ruapokcu-3-mMeTmwi-1-(2-(4-metTrmunepasus-1-wi)3tun)- 1 H-mupasono| 3,4-

boupuaua-4(7H)-0H remu (pymapara

OH

HC O
N T I
HN H

N HCIC H
(;] o112 I O

m ¢ HOCTH

K mepemenmBacmMoMy pactBopy 6-(2-XmopQeHun)-5-rTuapokcu-3-meTui-1-(2-(4-meTunmunepasus- 1-mm)3rmm)-1H-

mupasono|3.4-bmupuaua-4(7H)-oHa (150 mr, 0,374 MMoITs) B atieToHe (4,0 V1) 100aBILTH (PyMAPOBYIO KHCIIOTY (26

Mr, 0,224 MMOJb) H NOJYUCHHYIO CYCIICH3HIO NEPEMENIMBATIH B TCUCHHE HOYH. IoIyueHHOE TBEpAOE BEIIECTBO

cobupanu (QUIBTPOBAHHEM, MPOMBIBATH AUCTOHOM H XOPOLIO CYLIMIH ¢ moiydyeHueM 153 mr mpoaykra. 'H SIMP
(400 MI'n, IMCO-ds): 82.12 (s, 3H), 2.21-2.30 (m, 2H), 2.48 (s, 3H), 2.39-2.58 (m, 6H), 2.73 (t, J = 6.0 'y, 2H),
428 (t,J=6.0 I'u, 2H), 6.57 (s, 1H), 7.47-7.54 (m, 3H), 7.62 (d, /= 8.0 I'y, 1H).

ITpumepsr 247-248 momyyanu, Cieay s MCTOAUKS, YKa3aHHOH BhIIe. CTPYKTYPHBIC (DOPMYITBI, XUMIYCCKIC

HasBauus, nauHbie ‘H SIMP u MC npumepos 247-248 npusencust B Tab e 9.

Tabauna 9: CTpykTypHBIE (POPMyIIbI, XMMHUECKHUE Ha3BaHus, nanHbie 'H SIMP u MC IIpumepos 247-248.

IIpnmep ®opmyaa Merton / Xumuueckoe naspanne, 'H AMP u jannnie
Ne IIpomeskyrounoe | MC
coe/IIHeHne
247 BC 9 o K/ 6-(2-¢prop-3-(tpudropmer)pernm)-5-
NNI Nl IMpumep 153 THAPOKCH-3-MeTHI- 1 -(2-MopdommHo3THI)-1H-
H
(N’) F 4 mmpasono|3,4-b|mupuua-4(7H)-0oH reMH
07 1pe HICOZH ¢ymapar; 'H SIMP (400 MI'u, JMCO-ds):
HO,C™H
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IIpumep

®opmya

Merton /
IIpomesxyTounoe

COCIHHCHHC

Xuvmieckoe naspanne, 'H AMP u jgannbie

MC

52.44 (s, 3H), 2.45-2.52 (m, 4H), 2.73 (. /= 6.4
T, 2H), 3.47 (t, J = 4.4 T, 4H), 430 (1. J = 6.4
T, 2H). 6.62 (s, 1H), 7.55-7.58 (m, 1H), 7.90 (&,
J=7.6Tu, 2H).000

248

K/
ITpumep 165

6-(2-xmoppermn)-3 -3Tuia-S-ruapokcu-1-(2-(4-
METUINHIEPa3uH-1-un)stun)-1H-mupaszono|3,4-
blmupuaun-4(7H)-on remu (Qymapar, ‘H SMP
(400 MI'u, AMCO-de): & 1.30(t,J=7.2T'1, 3H),
2.08-2.28 (m, 7H), 2.45-2.54 (m, 4H), 2.74 (t, J =
6.0 'y, 2H), 2.86 (q, 7.2 'y, 2H), 430 (t, /= 6.0
I'u, 2H), 6.57 (s, 1H), 7.47-7.55 (m, 3H), 7.63 (d,
J=28.0Tn, 1H), 12.05-12.59 (m, 2H)

Metoa L

IIpumep 249
Cunre3 6-(2-x10p(hpeHmn)-5-ruapokcu-3-mMeTmi-1-(2-(4-mMeTrmunepasus-1-wi)3tun) -1 H-mupasono| 3,4-

boupuaua-4(7H)-0H TpHMeTaHCY Th()OHATA

HC O
NI

NN

~ H
Cl

OH

N
(; ] 3.CH3S0:H

H,;C

K mepemenmBacmMoMy pactBopy 6-(2-XmopQeHu)-5-rTuapokcu-3-metui-1-(2-(4-meTummunepasus- 1-mm)3rmm)-1H-

mupasono|3.4-bmupuaun-4(7H)-oma (300 mr, 0,748 MMomm) B ameToHe (4 M) J0OABILLIH MCTAHCYJIB(OHOBYHO

xucaoTy (160 Mk, 2,40 MMOJIB) H IIOJYUYCHHYIO CYCIICH3HIO IIEPEMEIINBAH B TCUCHHE HOUH. [lomyueHHOE TBEpAOE

BEIIECTBO COOUPaNH (PUIBTPOBAHKEM, MPOMBIBATH ANETOHOM H CYINHIH ¢ noJyueHneM 440 mr npoaykra. 'H SMP
(500 MI'y, IMCO-ds): 8 2.38 (s, 9H), 2.53 (s, 3H), 2.86 (s, 3H), 3.12-3.30 (m, 4H), 3.47-3.54 (m, 2H), 3.64-3.74 (m,
4H), 4.54 (t,J=6.0T', 2H), 7.45-7.54 (m, 3H), 7.60 (d, J=8.0 T'y, 1H), 10.08 (br s, 1H).

ITpumepsr 250-251 momyyanw, cieay s MCTOAUKS, YKa3aHHOH BhIIe. CTPYKTYPHBIC (DOPMYITBI, XHMHUCCKHIC

HasBauus, nauHbie 'H AMP 1 MC npuamepos 250-251 npusencust B Tabmue 10.

Tabmuana 10: CtpykrypHBIe (hOPMYIBL, XHMHYCCKUE Ha3Banus, qaHHbIc 'H SIMP u MC IIpumepos 250-251.
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IIpumep ®opmyJia Meron / Xummnueckoe nasganne, 'H AMP u nannnie
Ne [pomesxkytounoe | MC
coe/JIHeHHe
250 H;C 0 o L/ 6-(2,6-mudrophernn)-3-3Tui-5-runpokcu-1-(2-
NNI N| ITpumep 166 (4-meTHnnunepasus-1-wr)stun)-1H-
NH . mpazouo|3,4-b | mupuaua-4(7H)-oH
(;I J 3. CH;SO:H TpuMeTancynborar, 'H SMP (400 MIn,
HyC JIMCO-ds): 6131 (t, J =7.2 T', 3H), 2.38 (s,
9H), 2.93 (q, J = 7.2 Ty, 2H), 2.90-4.07 (m,
10H), 4.50-4.56 (m, 2H), 7.26 (t,J=7.6 'y, 2H),
7.61(t,J=28.0I'w, 1H), 9.96 (br s, 1H).
251 H;C O o L/ 3-5tun-6-(2-¢rop-3-(TpudTopMeTnn) PeHwT)-5-
NNI NI ITpumep 164 ruApPOKCH-1-(2-MopdomuHoITHN)-1H-
NH Ho mupasoo[3,4-b|mupuaua-4(7H)-0H
(; ) ) CH3SO3HCF TPUMETAHCY Th(OHAT; H
SIMP (400 MI'y, IMCO-ds):
82.09 (s, 3H), 2.56 (s, 6H), 3.60-3.65 (m, 4H),
3.90-3.98 (m, 2H), 4.62 (t,J = 6.4 'y, 2H), 5.05-
5.49 (m, 4H), 7.56 (t, J =7.6 ', 1H), 7.84-7.92
(m, 2H), 9.72 (br.s, 1H).
Merox M

ITpumep 252

Cunres 6-(2-xmoppeHIT)- 5 -THAPOKCH-3 -MeTHI- 1 -(2-(4-MeTHIMIHNICpa3uH- 1 -1)3TIN)- | H-mupasono| 3,4-

b]oupuaus-4(7H)-0H remu 2-ruapokcunponas-1,2,3-tpukapbokcunara

K auerony (3 Mu1) mpu KOMHATHOH TCMITCPATYPe J0OABILLIH PACTBOP JMMOHHOH KHCIOTH (72 Mr, 0,370 MMOJB) B
Boze (0,5 mm). K BRIICYKA3aHHOMY PacTBOPY J00ABIATH CYCHCH3HIO 6-(2-XTOP(CHIT)-S-THAPOKCH-3-MeTHII-1-(2-
(4-merunmunepasus-1-wm)atim)- 1 H-mapazono| 3,4-b [ mapuawa-4(7H)-oHa (225 mr, 0,560 MMo16) B anieToHe (3 MIT) H
MONYyYCHHYI0 CYCICH3WIO NEpPEMCIIMBAINA B TEUCHHE HOYH. [lOJyueHHOE TBEPAOE BEHICCTBO COOMpATH
(MIBTpPOBAHKEM, POMBIBAIA ANETOHOM U CYNIMIH ¢ nodyuernem 230 mr npoaykra. 'H SAMP (500 MI'u, IMCO-
ds): ©2.59 (s, 3H), 2.61-3.50 (m, 13H), 2.96 (t, J=4.4 T'm, 2H), 4.36 (t,J=4.4 I'u, 2H), 7.51-7.62 (m, 3H), 7.68 (d,
J=8.0Tn, 1H).

IMpumepsr 253-254 momyyanm, cieay s MCTOAUKS, YKa3aHHOH Bbe. CTPYKTYPHBIC (DOPMYITBI, XHUMIUYCCKIC

HC Q

N,

OH
NN LI
N
H
- cl

COH
(;J o172 H02C\H/C})SjCO2H

Haseanus, nanaeie 'H AMP 1 MC npumepos 253-254 npusencust B TaGmame 11.

Tabmuma 11: CrpykrypHBIe (hOPMYIBL, XHMHICCKAE Ha3Banus, qaHubc 'H SIMP u MC IIpumepos 253-254.
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Ipumep Ne

dopmyaa

Meton /
IIpomeskyTounoe

COCAMHCHHUEC

Xummnueckoe naspanne, 'H AMP u gannsie MC

253

HC— O
OH

N [

NN

~ H

cr

(N COH
W HoC Koo
Nl HO

HC

M/
ITpumep 165

6-(2-xmoppeHmwn)-3-3Tua-5-ruapokcu-1-(2-(4-
METUINHINIEPa3uH-1-un)3tun)-1H-nupasono[3,4-
b]mupunua-4(7H)-0H remMu 2-THAPOKCHITPOIIAH-
1,2,3-tpukapbokcunar, '‘H SMP (400 MIn,
JIMCO-de): 6 1.28 (t,J=7.2 T, 2H), 2.33 (s, 3H),
2.49-2.68 (m, 10H), 2.76 (t, J = 6.0 I'y, 2H), 3.37
(q,J=7.2Tn, 2H), 4.30 (t, /= 6.0 ', 2H), 7.48-
7.54 (m, 3H), 7.62 (d, J = 8.0 I';, 1H), 7.85-7.95
(m, 1H), 11.02-11.52 (m, 2H).

254

z
TZ

H F

[ ’} COH
N~ e 12 HO,CANCOH
HyC HO

M/
ITpumep 166

6-(2,6-mudroppennn)-3-3Tui-5-ruapokcu-1-(2-
(4-metunmunepasus-1-um)stin)-1H-
mupazono[3,4-b|mupuaun-4(7H)-on  remm  2-
ruapokcunponan-1,2,3-rpukapbokcuiar; 'H

SAMP (400 MI'n, IMCO-ds): 6 1.28 (t,J = 7.6 I'ny,
3H), 2.38 (s, 3H), 2.46-2.64 (m, 10H), 2.76 (t, J =
66T, 287 (q,/J=72TIn,2H),429(,J=64Tm,
2H), 728 (t, J= 7.6 T'u, 2H), 7.62 (t, J = 6.8 'Ly,
1H), 8.13-8.36 (m, 1H).

Metoa N

[Ipumep 255
Cunres 6-(2-xmoppeHmIT)- 5 -THAPOKCH-3 -MeTHI- 1 -(2-(4-MeTHIMIHNICpa3uH- 1 -1m)3TIn) -1 H-mmupasono| 3,4-

b]mupnana-4(7H)-0H 2-Tuapokxcunpomnas-1,2, 3-rpukapOokcuiara

HC ©

H;C

OH
NN |
N
H
- cl

N, ¢
(1:1—7 Hozcﬁf)}ffIéOﬁ

K auerony (2 Mu1) mpu KOMHATHOH TCMITCPATYPe J0OABILLIH PACTBOP JTUMOHHOH KHCIOTH (48 mr, 0,249 MMO7E) B

Boze (0,25 mu). K BBIICYKa3aHHOMY PacTBOPY AOOABIATH CYCICH3HEO 6-(2-XITOP(PCHIT)-5 -THAPOKCH-3-MeTHI-1-(2-

(4-merunmunepasus-1-wm)atam)- 1 H-mapazono| 3,4-b [ mapuaua-4(7H)-oHa (100 Mr, 0,560 MM016) B atieToHe (2 MIT) H

HONYUCHHYH) CYCIICH3MIO ICPCMCINHBAIM B TCUCHHC HOUYM. [IONyYCHHOC TBEPAOC BCHICCTBO COOHPATH

(PUIBTPOBAHKEM, TPOMBIBATH ANETOHOM H XOPOIIO CYIIHIA ¢ monydyeHueMm 129 mr mpoaykra. ‘H SIMP (400 MI 1,
JIMCO-d¢): 62.43 (s, 3H), 2.48-2.65 (m, 15H), 2.76 (t,J = 4.4 T, 2H), 4.28 (t,J=4.4 'y, 2H), 7.47-7.53 (m, 3H),
7.63 (d,J=7.6T, 1H), 10.72-10.96 (m, 1H).

[Mpumepsr 256-257 momyyanm, Cieay s MCTOAUKS, YKa3aHHOH BbIIe. CTPYKTYPHBIC (DOPMYITBL, XHMHUCCKHIC

Haseanus, nanueie 'H AMP 1 MC npumepos 256-257 npusencusl B TaGmame 12,

Tabauna 12: CtpykrypHsle (JOpMyIIbl, XUMHUECKUE Ha3BaHus, nanubie 'H SIMP u MC IIpumepos 256-257.
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Mpumvep Ne ®opmyna Meton / Xumuieckoe naspanne, 'H AMP u nanunie
IIpomeskyrounoe | MC

COCITHHCHHC

256 N/ 6-(2,6-mudpropdeHnm)-3-3TUI-5-THIPOKCH-1 -
ITpumep 166 (2-(4-metummunepasus-1-nn)stun)-1H-
mupa3oio|3,4-b|mupuaua-4(7H)-oH 2-
ruapokcunponan-1,2,3-rpukapbokcunar; 'H
SAMP (400 MI'u, AMCO-de): 8 1.28 (t, J = 7.2
I'm, 3H), 2.42-2.65 (m, 17H), 3.28-3.40 (m, 2H),
429 (t,J=6.6 Ty, 2H), 7.25-7.30 (m, 2H), 7.61-
7.65 (m, 1H), 10.81-11.07 (m, 3H).

257 H;C % N/ 6-(2-xnop(eHnN)-3-3THiI-5-ruapokcu-1-(2-(4-

NN I ITpumep 165 METHIMHNEPA3HH-1-11)3Tun)-1H-

(1:17 coH mupa3ouio[3,4-b|mupuaun-4(7H)-ox 2-
N HOZC;I/O’\/COZH ruapokcunponan-1,2,3-tpukapbokcunar;,  'H
SMP (400 MI', IMCO-de): 6 1.30 (t, J = 7.2
I'y, 3H), 2.08-2.65 (m, 15H), 2.77 (t, /= 6.0 T'w,
2H), 2.88(q,J=7.6Tn, 2H),429 (t,J=6.4Tm,
2H), 7.47-7.54 (m, 2H), 7.63 (d, /= 8.0 I'y, 1H),
7.90-7.93 (m, 1H), 10.73-11.02 (m, 5H).

DapPpMAKOJIOTHYECKAST AKTHBHOCTh

WurnOuposanne axktuHOCTH NOX4 wW3MepsiiMm Kak WHTHOMPOBAHHE OOpPA30BAHHS AKTHBHBIX (DOpM
kuciaopona (ADK) u3 kuciaopoaa B OCCKICTOUHBIX aHAMM3aX. M3-3a HECTAOMIBPHOCTH W PCAKIHOHHOCIOCOOHOM
MPUPOIBI CYNCPOKCHIA, MCTOIBI MOACUCTA BKIFOUAIOT oOHApyskeHHe H,O,, koTOpas sABigeTcs 0ojace CTAOHIbHBIM
mpoXyKToM. becknerouHsIii MeMOpaHHBIN aHAIH3 in Vitro ObLT pa3paboTaH MyTeM MOJYUCHHSI MEMOPAH H3 KICTOK,
CcTabuIbHO CBepXIKcIpeccupyromux NOX4 uenoseka. g 310 nemm ObUia MOMydYeHAa COOCTBCHHAS CTAOMIbHAA
kiaerouHas muaAsd hNOX4/HEK. MeMmOpaHb! H3 CTAaOHIBHO TPAHC(PHIIHPOBAHHBIX KICTOK, CBSPXIKCIIPESCCHPYFOIIIHX
NOX4 uemoseka, mOTy4aIH TOMOTCHU3AKCH KIeTok B Oypepe (20 MM HEPES, 1 MM EGTA, 0,5 MM DTT, 0,5%
KOKTeHmp mHruouTopa nporeassl, 1 MM PMSF, pH 7.6) ¢ mocnenyromum neHtpuyruposanuem mpu 160000 g B
teuerne 30 wmuHYT. MemOpaHHyI0 (pakmmo (0CamoK) pecycrneHaupoBanmd B Oydepe M1 XpaHCHHS
(romoreHmsupyromuii 0y dep ¢ 10% rmmepura u 100 MM NaCl) u xpanumu mpu -80 °C. KoHnerTpaumo 6eika
OTPEICTAN ¢ IOMOIIBIO pearcHTa bpaadopaa. [poayumposanue H,O, MemOpanamu, sxcnpeccupyromumu NOX4
yenoBeka, m3Mepsun ¢ nomompio Amplex Red (Invitrogen), ciemy st cnierka Moau(pHIHPOBAHHOH BEPCHH HHCTPY KIIHU
TI0 SKCIIIyaTaliy 3aBOAa-u3rorosurens. Bkparne, MmemOpaHs! nHKyOnposamu B Oy pepe amst anammsza (25 MM HEPES,
0,12 M NaCl, 3 MM KCI1, 1 MM MgCl,, pH 7.4) ¢ mepoxcumaszoii xpeHa (I1X) u Amplex Red. Peakumro nHUIIHEPOBATH
nobaenerneM HA JIOH-okcHaas3s! k cMecH MeMOpaH. AHTaroHu3M HHruonTopos NOX4 m3Mepsud My TeM HHKY Oarnu
MEMOPaHbI C YBEITHYHBAIIUMHACS KOHICHTPAMAMH HHI'HONTOPOB B TeucHHE 20 MHHYT HA IUIAHIICTHOM MHICHKepe
nepen nodasneanem HAJIOH. Yposrn H,O; nzmepsum B TeueHne 10 MUHYT B MEKpOIUIAHIIETHOM puacpe BMG
Fluostar ¢ mymrHHAME BOJTH BO30Y KAcHHA U sMuccuy 544 HM 1 590 HM cOOTBETCTBCHHO. KpHBbIC 3aBHCHMOCTH OTBETA

OT KOHLCHTPAUWHW NPHBOAWIIA BHAC % OT MaKCHMAJIbHOTO OTBCTA, MNOJYUYCHHOIO B OTCYTCTBHH I/IHI‘I/I6I/ITOpa.
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3naveHusa [Cso paccumThIBANIH W3 KPHUBOH 3aBHCHMOCTH OTBETA OT KOHIICHTPAIIWH C IOMOINBI0 HEIMHEHHOTO
PETPECCHOHHOTO AHATH3a ¢ UCIOIb30BaHHEM IporpaMMHOTO odecticucHua GraphPad PRISM.

IMosyueHHBIE COCIMHCHHA TECTHPOBAIH C HCMOJB30BAHHEM METOAWKH AHANH3A, OMHUCAHHOM BBIIIEC, H
TIOJTyYCHHBIC PE3yIbTaThl MpHBeACHSI B Tabmme 13. IlpoueHT nHrnOnposanus npu koHeHTpanuu 1,0 MxM u 10,0
MKM mpuBeAcHBI B maHHOH Tadmmune BmecTe ¢ ICso (HM) mid BRIOPAHHBIX MPUMEPOB. [1OMYUCHHBIC COCIUHCHUA
TECTUPOBATH C HCIIOJIb30BAHHEM BBIMICONHCAHHON METOAHKH AHAIH3A W OBLIO YCTAHOBJICHO, 4TO OHH UMEIOT 1Cso
menee 1100 HM, npeanoururensHo MeHee 100 HM, Gotee mpeamoyTuTebHO MeHee 50 HM.

Bemmrmnst ICso (HM) HEKOTOPBIX YKA3aHHBIX COCAMHECHUH NpuBecHbI B Tadmume 13, rae «A» OTHOCHTCS K
sHaueHuto 1Cso MmeHee 50 HM, «B» otHocHuTCA K 3HaUeHHIO [Cso B quamaszone ot 50,01 mo 100,0 HM, «C» oTHOCHTCS

k 3HaueHuto 1Cso B quamazone ot 100,01 mo 150,0 HM u «D» otHOCHTCA K 3HaueHHUAM 1Cso 60ee 150 HM.

Tabnuua 13:
IIponienT HHrNONPOBAHNS IPU
Ne Homep Ipumepa ICso
1,0 MM 10,0 MM
1. ITpumep 1 94,14 89,72 A
2. ITpumep 2 83,49 81,48 C
3. ITpumep 3 93,67 100,00 C
4. ITpumep 4 94,52 98,54 D
5. Ipumep 5 74,02 84,15 D
6. ITpumep 6 96,31 94,31 C
7. ITpumep 7 99,96 100,00 B
8. IMpmvep 8 87,50 100,00 B
9. ITpumep 9 81,72 97.42 D
10. Ipumep 10 100,00 100,00 A
11. IMpumep 11 76,62 76,48 C
12. [pumep 12 94,95 86,00 B
13. Ipumep 13 99,60 98,65 A
14. [pumep 14 100,00 82,45 B
15. Ipumep 15 50,09 - -
16. Ipumep 16 99,70 - D
17. [pumep 17 63,92 - -
18. Ipumep 18 78,56 78,44 C
19. [pumep 19 95,30 75,19 B
20. [pumep 20 95,86 96,12 A
21. Ipumep 21 100,00 100,00 D
22, [pumep 22 100,00 80,93 D
23. Ipumep 23 100,00 99,34 B
24, [pumep 24 88,94 - D
25. Ipumep 25 90,70 78,32 -
26. [pumep 26 89,73 64,46 B
27. [pumep 27 98,24 100,00 C
28. Ipumep 28 82,13 58,91 C
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IIponienT HEHrHONPOBAHNS TIPA

Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
29, Ipumep 29 89,44 95,63 C
30. [pumep 30 64,11 77,27 D
31. Ipumep 31 100,00 100,00 A
32. Ipumep 32 100,00 100,00 A
33. Ipumep 33 100,00 100,00 A
34. Ipumep 34 100,00 100,00 A
35. Ipumep 35 100,00 100,00 A
36. Ipumep 36 84,19 100,00 D
37. Ipumep 37 100,00 100,00 B
38. Ipumep 38 87,46 86,08 C
39. Ipumep 39 85,05 87,30 C
40. Ipumep 40 93,34 100,00 A
41. Ipumep 41 77,69 87,63 D
42, Ipumep 42 86,83 96,50 C
43. Ipumep 43 90,63 97,92 C
44, Ipumep 44 84,56 100,00 D
45. Ipumep 45 89,14 98,57 C
46. Ipmmep 46 73,62 100,00 C
47. Ipumep 47 100,00 100,00 B
48. Ipumep 48 84,19 98,34 C
49, Ipumep 49 100,00 100,00 D
50. [pumep 50 89,26 99,55 C
51. IMpumep 51 74,36 86,53 D
52. [pumep 52 75,85 94,88 D
53. Ipumep 53 90,48 84,59 C
54. [pumep 54 92,14 94,55 C
Ss. Ipumep 55 83,75 9423 D
56. [pumep 56 82,40 69,82 A
57. [pumep 57 21,85 13,53 -
S8. Ipumep 58 36,74 51,21 -
59. [pumep 59 41,14 38,80 -
60. [pumep 60 77,02 100,00 D
61. Ipumep 61 100,00 100,00 B
62. [pumep 62 38,99 97.97 D
63. Ipumep 63 58,61 100,00 D
64. [pumep 64 68,85 100,00 D
65. Ipumep 65 74,65 63,07 D
66. [pumep 66 100,00 100,00 D
67. [pumep 67 87,06 85,74 B
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IIponienT HEHrHONPOBAHNS TIPA

Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
68. Ipumep 68 84,30 80,32 B
69. Ipumep 69 67,15 - D
70. Ipumep 70 97,52 98,41 D
71. Ipumep 71 81,53 79,33 A
72. Ipumep 72 82,15 - C
73. Ipumep 73 79,85 73,09 B
74. Ipumep 74 91,14 90,27 B
75. Ipumep 75 1,59 12,48 -
76. Ipumep 76 94,95 93,46 A
77. Ipumep 77 88,90 72,12 C
78. Ipumep 78 55,27 89,30 D
79. ITpumep 79 78,42 81,57 C
80. Ipumep 80 93,99 97,51 B
81. Ipumep 81 93,35 81,46 D
82. Ipumep 82 87.45 - B
83. Ipumep 83 74,40 99,03 D
84. Ipumep 84 80,19 88,60 D
85. Ipumep 85 72,52 88,02 D
86. Ipumep 86 74,55 89,82 D
87. Ipumep 87 78,22 88,54 C
88. IMpumep 88 100,00 100,00 B
89. [pumep 89 100,00 100,00 B
90. [pumep 90 100,0 100,0 B
91. IMpumep 91 98,29 87,07 B
92, [pumep 92 75,58 76,46 C
93. Ipumep 93 69,07 79,56 D
94, [pumep 94 72,54 80,05 D
9s. Ipumep 95 71,13 62,60 D
96. [pumep 96 67,26 72,34 D
97. [pumep 97 76,71 78,15 D
98. Ipumep 98 86,36 93,44 B
99, [pumep 99 71,29 85,08 D
100. [pumep 100 66,65 84,82 D
101. ITpumep 101 69,66 88,62 D
102. [pumep 102 86,22 91,52 B
103. ITpumep 103 99,43 100,00 A
104. [pumep 104 99,83 96,92 C
10s. Ipumep 105 99,14 100,00 D
106. [pumep 106 100,00 100,00 B
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IIponienT HEHrHONPOBAHNS TIPA

Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
107. Ipumep 107 70,78 61,17 D
108. Ipumep 108 70,67 77,93 B
109. Ipumep 109 60,48 82,13 D
110. Ipumep 110 60,45 63,05 D
111. Ipumep 111 56,38 81,71 D
112. Ipumep 112 44,11 - -
113. Ipumep 113 91,32 92,32 B
114. Ipumep 114 61,01 69,90 D
115. Ipumep 115 76,74 80,77 C
116. Ipumep 116 78,64 73,05 D
117. Ipumep 117 6,79 15,55 -
118. ITpumep 118 78,82 7747 B
119. Ipumep 119 66,90 - D
120. ITpumep 120 64,81 - D
121. Ipumep 121 70,18 - D
122. ITpumep 122 72,74 75,40 D
123. ITpumep 123 75,46 76,15 D
124. Ipumep 124 69,29 81,90 D
125. IMpmmep 125 58,39 66,75 -
126. [pumep 126 63,42 76,29 D
127. [pumep 127 87,55 89,50 A
128. [Mpumep 128 88,06 92,13 B
129. [Mpumep 129 85,06 74,42 B
130. Ipumep 130 69,56 98,52 D
131. IMpumep 131 92,42 90,23 A
132. [pumep 132 74,75 88,71 D
133. Ipumep 133 77,29 88,85 D
134. [pumep 134 57,08 88,21 D
13s. Ipumep 135 71,01 90,72 D
136. Ipumep 136 85,02 87,54 A
137. [pumep 137 89,51 86,30 B
138. ITpumep 138 92,59 85,00 D
139. Ipumep 139 98,98 100,00 B
140. [pumep 140 100,00 100,00 B
141. Ipumep 141 77,89 95,10 D
142. [pumep 142 80,42 69,91 D
143. [pumep 143 73,11 - C
144. [pumep 144 83,58 63,84 B
145. [pumep 145 90,05 93,20 D
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IIponienT HEHrHONPOBAHNS TIPA

Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
146. Ipumep 146 94,02 81,83 C
147. [pumep 147 94,28 64,86 C
148. Ipumep 148 9434 85,26 D
149. Ipumep 149 79,12 74,69 D
150. Ipumep 150 67,12 84,36 D
151. Ipumep 151 81,09 76,20 D
152. Ipumep 152 93,53 89,94 C
153. Ipumep 153 100,00 93,00 D
154. Ipumep 154 99,58 100,00 D
155. Ipumep 155 100,00 93,33 A
156. Ipumep 156 97.44 100,00 A
157. ITpumep 157 95,18 98,57 B
158. ITpumep 158 100,00 100,00 A
159. Ipumep 159 71,87 - D
160. ITpumep 160 80,68 68,90 D
161. Ipumep 161 71,63 - D
162. ITpumep 162 74,78 - D
163. ITpumep 163 72,82 - D
164. ITpmmvep 164 - - D
165. ITpumep 165 99,90 80,06 A
166. [Tpumep 166 96,36 95,51 A
167. [Tpumep 167 85,97 71,84 B
168. [Mpumep 168 94,94 93,46 B
169. [pumep 169 83,70 - B
170. [Tpumep 170 74,41 - D
171. ITpumep 171 84,86 79,58 B
172. [Tpumep 172 80,91 - D
173. ITpumep 173 76,09 69,71 D
174. [pumep 174 85,59 - C
17s. Ipumep 175 84,02 81,35 C
176. [Tpumep 176 81,35 - D
177. [pumep 177 68,57 50,1 D
178. Ipumep 178 89,05 - D
179. Ipumep 179 92,31 - C
180. ITpumep 180 100,00 100,00 A
181. ITpumep 181 100,00 100,00 B
182. [pumep 182 100,00 100,00 B
183. Ipumep 183 84,15 97.11 C
184. Ipumep 184 78,81 81,62 D
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IIponienT HEHrHONPOBAHNS TIPA

Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
185. Ipumep 185 80,11 78,21 B
186. Ipumep 186 71,87 81,24 D
187. Ipumep 187 76,97 77,80 C
188. Ipumep 188 96,49 100,00 C
189. Ipumep 189 99,22 98,58 A
190. Ipumep 190 93,08 100,00 A
191. Ipumep 191 91,21 97,81 B
192. Ipumep 192 90,61 95,35 B
193. Ipumep 193 84,68 75,41 A
194. Ipumep 194 98,30 95,95 B
195. ITpumep 195 97,71 100,00 C
196. Ipumep 196 100,00 100,00 C
197. Ipumep 197 100,00 100,00 C
198. ITpumep 198 87,71 86,69 B
199. ITpumep 199 86,82 93,52 C
200. ITpumep 200 91,44 90,65 A
201. Ipumep 201 74,01 86,97 D
202. Ipmmep 202 82,82 77,97 C
203. IMTpumep 203 82,5 77,72 B
204. [Tpumep 204 95,18 99.73 C
205. ITpumep 205 95,86 94,59 B
206. [Tpumep 206 94,59 91,35 B
207. [Tpumep 207 87,82 88,20 B
208. [Tpumep 208 82,47 71,61 C
209. [Tpumep 209 89,50 89.75 B
210. [pumep 210 90,97 86,35 D
211. Ipumep 211 92,36 93,68 B
212. Ipumep 212 81,47 71,71 D
213. ITpumep 213 86,92 75,56 D
214, [pumep 214 81,82 85,03 D
215. ITpumep 215 78,83 87,35 C
216. Ipumep 216 73,36 88,34 D
217. Ipumep 217 83,82 89,71 C
218. Ipumep 218 85,55 90,06 B
219. Ipumep 219 81,73 89,20 D
220. [pumep 220 87,57 100,00 D
221. Ipumep 221 84,02 97.14 D
222, [pumep 222 86,16 92,72 D
223. Ipumep 223 89,66 96,59 C
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IIponienT HEHrHONPOBAHNS TIPA
Ne Howmep IIpnvepa ICso
1,0 MM 10,0 MM
224. ITpnmvep 224 - - -
225. [Tpumep 225 80,07 90,68 D
226. ITpumep 226 22,93 66,93 -
227. ITpumep 227 6,03 16,02 -
228. ITpumep 228 8,66 11,03 -
229. ITpumep 229 445 5,81 -
230. ITpumep 230 3,28 5,83 -
231. ITpumep 231 12,52 9,39 -
232. ITpumep 232 85,06 84,85 B
233. ITpumep 233 32,79 69,74 -
234. ITpumep 234 25,80 70,17 -
235. ITpumep 235 72,86 - D
236. ITpumep 236 84,80 87,68 B
237. ITpumep 237 60,88 74,30 D
238. ITpumep 238 80,17 71,20 D
239. ITpumep 239 84,59 77,77 D
240. ITpumep 240 - - -
241. [Tpumep 241 - - -
242. ITpumep 242 - - -
243. [Tpumep 243 - - D
244, ITpmmvep 244 - - -
245, ITpumep 245 - - -
246. ITpnmvep 246 - - -
247. ITpumep 247 - - -
248. ITpumvep 248 - - -
249. ITpnmvep 249 - - -
250. ITpmmep 250 - - -
251. ITprmep 251 - - -
252. ITpnmvep 252 - - -
253. ITpnmep 253 - - -
254. ITpnmvep 254 - - -
255. ITpnmep 255 - - -
256. ITpmmvep 256 - - -
257. ITpmmvep 257 - - -

(-): He onpenesieHo
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POPMYJIA U3OBPETEHUA

1. Coennnernne ©opmy s (1)

WM €10 (hapManECBTHUCCKH TPHEMIICMAs COJIb.
rac
MY HKTHPHAA JTUHUA [----] BHYTPH KOJIbIA MMPEACTABIACT COOO0M HEOOA3aTCIBHY IO OAHHAPHY IO CBS3E;
X mpeacrasager coboit NH wmm O;
R BbiOpan u3 Bogopoaa, Ci.s ankuma u -C(O)R7;
Z, mpenctaenseT codoit CH wmm S;
Znpenctasisier codoii CH;
Zs npencrasnset codoit CH nm N;
Zsnpencrasisier codoii CH;

Zs npeacrasiser co6oit CH numm oTCyTCTBYET;

KOJBLO A BBIOpaHO H3

i TIE X H Y MPESACTABJBIOT COO0#M TOUKY MPHCOCTHHCHHIS,

B KAXKIOM KOHKPETHOM ciydac, R! He3aBHCHMO BEIODAH U3 TATOTCHA, aMHHO, THAPOKCHIA, Ci.s ankuma, C.g
amkokcH, Cr.g ankokcu-Cig amkokcw, rano-Cig anxmma, rano-Ci.g amkokch, -(CHz)mNR3C(O)RS, -(CH,),OR>, -
(CH2)mNRS(O)pR®, Cs.14 apuna u 0T 5- 10 14- unennoro rerepoapuia; rae Ce 14 apuil HEOOA3ATENBHO 3aMEIIEH
OJHHUM HIITH 60.]'[66 3aMCCTHTCIIIMH, BI)I6paHHI>IMI/I U3 TaJIOTCHA " Cl-g AJIKHIIA;

B K&KIOM KOHKPETHOM ciyuae, R? He3aBucHMO BhIOpaH u3 Bomopoxa, Cis ankuma, rano-Cis aukuia,
ruapokcu-Cig anxmna, -(CHz)mNR’C(O)NRS, -(CH2)mOR3, oT 3- 10 15- 4I€HHOTO TeTEpOLMKIMIA, OT 3- 10 15-
uneHHBIH reTeponukmi-Ci.g amkuna, Ce14 apuna 1 Ce.14 apun-Cig aNKmuia; TaC 0T 3- 70 15- HWICHHBIH TeTCPOLHKITHIT,
ot 3- 10 15- umeHnsIi rereponukania-C.g amku, Ce.14 apun 1 Ce.14 apun-Cig ATKAT HCOOA3ATCTHHO 3aMCIICH OTHIM
UIH OONeE 3aMECTHTCIIIME, BBIOpaHHBIMH 3 rajoreHa, Cis amkmma, rano-Cirs amxuma, -(CH2)mS(O)eRE, Cinn
LUKJIOQIKHUIIA U OT 3- 10 15- WIEHHOTO TeTePOIMKINIIA;

B K&KIOM KOHKPETHOM ciyuae, R® HezaBucumo BeOpaH u3 Bomopona, Cis ankuma, ramo-Cis aukuia,
ruapokcu-Cis ankuna, -(CH2)mOR?, -(CH):N(RY)2, ~(CH2)mS(O)pR?, Cs.12 muknoankuna, ot 3- 10 15- 4aeHHOTO

TCTCPOUHUKIINIIA, OT 3- 10 15- wicHHbIH rereporukmmia-Ci.g ankuna, Ce.14 apuna, Ce.14 apun-Ci.g ankuma, ot 5- a0 14-
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YIICHHOTO TeTCPOapHiIa HOT 5- 10 14- wieHHbIH rerepoapuir-C.g amkwna; tae Cs.1» DUKI0ANKET, OT 3- 10 15- wicHHBIH
rereporuiiun-Cig amkun, Ceis apun U Ceog apun-Cig ankua HEOOA3aTCIPHO 3aMCIICH OJHUM WM 00jce
3aMCCTHTEIAMH, BRIOPAHHBIMHA U3 TAJI0TCHA, 0KCO, Ci.5 anmkmna u Ci.g aIKOKCH;

B KKIOM KOHKPETHOM ciiyuae, R* Hesasucumo BoiOpan u3 Bogopona u Ci.g amkuia;

B KKJIOM KOHKPETHOM Cryuae, R> He3aBHCHMO BBIOpaH 13 Boopoaa u Ci.g ATKHIIA;

B KKJIOM KOHKPETHOM cryuae, RS HezaBrucHMO BBIOpaH 13 BoAopoaa u Ci.g ATKHIIA;

B KKJIOM KOHKPETHOM cryuae, R7 He3aBHCHMO BBIOpaH 13 Boopoaa u Ci.g ATKHIIA;

B KKJIOM KOHKPETHOM cryuae, R® HezaBrcumo BbIOpaH 13 Bogopoaa u Ci.g aNKua;

«my MPEACTABIACT COOOH IeI0e YHCI0 B quamna3oHe ot 0 10 4, 00a BKIFOYHTEIHHO;,

«1» MPEACTaBIACT COOOH 1eI0e YHuCI0 B quamna3oHe ot 0 10 5, 00a BKIIOUHTEIBHO;, H

«p» IpeaCTaBIACT CO00H Lestoe ynucio B quanazoHe oT 0 10 2, 06a BKIIOUUTEIBHO.

2. CocauncHue 1o 1. 1, rae
R mpencrasnger coboit Bogoposa, metun wm —C(O)CHs;
X mpeacrasager co6oit NH wmm O;
Z' mpencrasiser coboit CH umu S, Z? mpencrasmser codoit CH, Z° npencrasiser coboit CH wmm N, Z*

npeacraeisiet codoit CH u Zs npencrasmsier co6oit CH nmm 0TCyTCTBYET;

R! mpeacrapaser coboii F, Cl, NH,, OH, metun, metokcu, -OCH,CH,OCH;, CF;3, OCF;, < ,

(0] '
"\‘,\ \,/, géo _: F
VR N ew
« H , H 3, F w1 H-uvunason-1-u;
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«m» paBHo 0, 1, 2 um 3;

3. Coenunenne ©opmys! (11)

HIH €10 (papMANCBTHUCCKH TPHEMIICMAS COJIb.
rac

Z3 mpeactasmaet codoit CH mwm N;

B KA’KI0M KOHKPETHOM Cliyuae, R! HE3aBUCUMO BBIOPAH M3 TaIOTeHa, aMuHO, ruapokcuna, Cr.g ankuia, C-g
amkokcH, Cr.g ankokcH-Cig amkokcw, rano-Cig ankmma, rano-Ci.s amkokch, -(CHz)mNR3C(O)RS, -(CH,)OR>, -
(CH2)mNRS(O)pR8, Cs.14 apuna u ot 5- 1o 14- unennoro rerepoapuia; rae Ce.14 aPHI HCOOA3ATCIBHO 3aMCIICH
OHUM HjH 00JICC 3aMCCTHTCIIAMH, BEIOPAHHBIMA U3 rayioreHa U Ci.g aTKuIa;

B KaKIOM KOHKPETHOM ciaydac, R? me3aBHCHMO BHIOpaH m3 Bomopoda, Cis ankmma, rano-Cis aqkuia,

ruapokcu-Cis anxuia, -(CHz)mNR’C(O)NRS, -(CH2)mOR3, oT 3- 10 15- 4I€HHOTO TeTEpOLMKIMIA, OT 3- A0 15-
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ueHHBIH reTeponukmi-Ci.g ankuna, Ce.14 apuna 1 Ce.14 apun-Cig aMKuia; TAC OT 3- 70 15- WICHHBIH TeTCPOLHKITHIL,
ot 3- 10 15- uneHnsI# rereponukania-C.g amku, Ce.14 apui 1 Ce.14 apun-Ci-g ATKAT HCOOA3ATCTHHO 3aMCIICH OTHIM
o GONee 3AMECTUTEISIMH, BHIOpaHHBIME m3 ramoreHa, Cis amkmma, rano-Cis amxmma, -(CH2)mS(O)eRE, Cinn
LUKJIOQIKHUIA U OT 3- 10 15- WIEHHOTO TeTepOIMKINIIA;

B K&KIOM KOHKPETHOM ciyuae, R® HezaBucuMO BhIOpaH u3 Bomopoxa, Cis ankuma, ramo-Cis aJkuia,
ruapokcu-Cis ankuna, -(CH2)mOR?, -(CH):N(RY),, ~(CH2)mS(O)pR?, Cs.12 mmkmoankuna, ot 3- 10 15- 4aeHHOTO
TCTCPOLHUKIINIIA, OT 3- 0 15- uwneHHOTO rerepounkmni-Ci.g ankuna, Ce.14 apuna, Ce.14 apuin-Cig anxmima, ot 5- 10 14-
YWICHHOTO TeTepoapmwia u oT 5- g0 14- uinenHoro rerepoapmi-Cig ankmna; rae Cs.p OHKIOANKWI, 0T 3- 10 15-
wieHHBIN reTepoMuKIHI-C.g amku, Ce.14 apui u Ce.14 apuin-Ci_g aTKIIT HEOOA3ATSTHHO 3aMCIICHBI OTHIM WITH 00JIce
3aMECTHTCIAMH, BRIOPAHHBIMH U3 TaJI0TeHA, 0KCO, Ci.g ankmna u Ci.g aTKOKCH;

B KOKIOM KOHKPETHOM Ciiyuae, R’ He3aBHCHMO BBIOpaH U3 Boaopoaa u Ci.g aKuIa;

B KOKIOM KOHKPETHOM Ciyuae, R® HesaBrcuMO BBIOpaH u3 Bogopoaa u Ci.g aKkuia;

B KKIOM KOHKPETHOM ciyuae, R7 He3aBHCHMO BBIOpaH 13 BoAopoaa u Ci.g ATKuIIA;

B KOKIOM KOHKPETHOM ciy4ae, R® Hesasucumo BoIOpan u3 Bomopoaa u Ci.g AIKHIIA,

«my» MPEACTABILIET COOO0# 1Eenoe Ynucao B quana3oHe ot 0 10 4, 00a BKIFOUYHTEIBHO,

«1» mpeACTaBIACT COOOH IeI0e YucI0 B quamna3oHe ot 0 10 5, 06a BKIIOUHTEIBHO;, H

«p» MPeACTaBIACT COO0H Lestoe Ynuciio B quana3oHe oT 0 10 2, 06a BKIIOYHTEIBHO.

4. Coenunenne no 1. 3, rae Z; mpeacrasisiet codoit CH.
5. Coenunenue no nm. 3-4, Tae Zs mpeacTasisieT codoi N.
6. Coenunenne mo mobomy u3 mm. 3-5, rae R! mpeacrasmser coboit F, Cl, NHy, OH, MeTHI, METOKCH, —
0 o
"\\,\ \'/' 540 : F
.0 v N N Nen
OCH,CH,OCHs;, CF;, OCF;, 7 ™ , +H , H 3, F wm 1H-umunaszon-1-m
7. CoeauHeHne mo modoMy w3 . 3-6, Tae «n» pasHo 0, 1, 2 wmm 3.
8. Coenunenne mo mobomy u3 mm. 3-7, rae R! mpencrasmser coboit F, Cl, NH,, OH, METHII, METOKCH, —

0 O ,
"‘\’\ \/'l g&O _: F
™, 0. v N SN Nepp
OCH,CH,OCH;, CFs, OCF;,~™ , ' H , H 3, F

pasuo 0, 1, 2 unm 3.

wm 1H-uMuna3o0a-1-ui 1 «n»

9. CoemuncHue mo mobomy u3 mm. 3-8, rae R? mpeactapmaeT coGoi BOXOPOA, METHI, JTHI, H3OIPOIMIL
H;CL 20
e/
0 0”1 0

mo0ytun, Tpudropmerwa, mudropmermn, —CH,OH, —CH,OCHs, —C(O)NH,, ! I |
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N\N/)\/ ~ A TX H3C>_ /X

C
CHj,

O N—/ .
. O/\:>_\ H3C_<—N N—\ | >—N  N—
H3(:\ "" \ / ,” \ / ,’\'a

<\

>

N N . N N—\ . Y
—/ _'\'\' F_/_ —/ X H;C 1 , 1

’ >

F
H3C>_ /_\ © C
N N .
o<>_ /\ /\ ol . ©;

10. Coemunenne 10 moOomy w3 mm 3-9, rae R® mpexcrasiser coGOH BOAOPOA, METHI, 3THI, IPOIMIL,
m3omponmy, w300yThia, wu3onmeHTwna, Ttpudropatwn, —CH,CH,OCHs, -CH,CH,CH,OCH;, —-CH,CH,OH, -

. S L. L . K
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Co o
95

Nﬁ - I | |
J

~
Lo Py

11. Coemunenue mo modomy u3 m. 3-10, rae

73 mpencrasiset coboit CH v N;

R! mpexcrasnser coboit F, Cl, NH,, OH, metun, metokcu, -OCH,CH,OCHj3, CF3, OCF3, 7~

>

] PI N
BN < 570 : F
‘\ N ) N N' \CH
v H , H 3, F w 1H-amunazon-1-um;

R? mpeacraBiseT cob0# BOJOPOA, METHI, 3THJ, H30MPOTHI, H300yTHI, TPH(PTOPMETHIL, AU(GTOPMETHI, —

HyC 20
0%1 0
3 >\
N
_I}_I__ L___g__ _____ N = N,’I\ 0] N_\/
CH,OH, —CH,OCHs, —C(O)NH,, | . ., 1, N ‘T o
HC,

H;C O N
3 /\ /\ .-
>—N N—\/ (CN—\,/ /—N N— . \_/ A\
e @~ F N F

LN © )
Oy OO O
N N H-:C A
— s X ud shih L. R

> > > I/I‘]-II/I

--I---
—CH,CH,OCH;, —-CH,CH,CH,OCHs, —CH,CH,OH, —CH,CH,CH,OH, —CHQCHQN(CH3)2,A , t
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12.

FNF , [gi , [I\ECHg , LNjO ) [:TO ) [:igij ’ [:jCHa ,
H ---- O o o | HC N cl 1 | L
099969

«m» paBHo 0, 1, 2 um 3;

Cocaunenne mo modomy u3 . 3-11, rae

Z? npencrasiaer coboit CH;

R! npeacrapmset coboii F, Cl, NH, OH, metun, metokcn, -OCH,CH,OCH;, CF3, OCF;, -~ ,

0 Q o ;Q_F
,\‘\’\ \,’/ = i
v N ZAINEN

+ H H CHs F i 1 H-nvmnason-1-um;

s

R? mpeacrasmseT cOG0M BOAOPOMA, METHI, 3THJI, H3OMPOTII, W300YTHI, TPU(PTOPMETHI, TUYTOPMETHII, —

HyC\ 50
0% 0
0 N F.C
3
o 1 N, /)\/N/I\ 0 N/ .
CH,OH. ~CH,OCHs, ~-C(O)NH,, | . ., | N ’ -
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H;C
>_N
H3C \_/ N\
CH;
H;C /_\
OO_\,I N N_\ -’ : N_\” O
”\ . "\’ s ”\ | ,
F
H;C Cl
>_N N—/ .
A\
|
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HITH JH

«» pasHO 1, 2, wm 3.

13. CoeauHeHHe, BHIOPAHHOE U3 CIHCKA, BKITFOYAIOIICTO:
6-(2-xnopdeHmn)-5-ruapokcu-1,3-numetnn-1,7-murunpo-4 H-mupasono| 3 ,4-b \mupuaus-4-0H;
6-(2-xnopdeHmn)-5-ruaApokcu-3 -Metui- 1-(2-mopdomuosTH) -1 H-nupazono[ 3,4 -b | mupuun-4(7H)-oH,;
6-(2-xnopdenmwn)-5-ruapoxcu-1-metun-1,7-quruapo-4 H-mupasono|3,4-b| nupuun-4-oH;
6-(3-xmopdenun)-5-ruapokcu-1-metun-1,7-quruapo-4 H-nupazono|3,4-b | mupuauH-4-0H;
6-(2,4-muxnoppermn)-5-ruapokcu-1-mermn-1,7-guruapo-4 -mupasono| 3,4 -b Jnupuaus-4-0H;
6-[4-¢rop-3-(tpudropmerin)pernn] -5 -ruapokcu-1-metmin-1,7-quruapo-4-nupasono| 3,4 -b Jnupuaun-4-0H;
6-(2-x10p-6-propdenmn)-5-runpoxcu-1-meTui-1,7-quruapo-4-nupasono| 3 ,4-b Jnupunus-4-0H,
6-(2-xmopdennn)-5-ruapokcu-1-(2,2,2-rpudropstmn)-1,7-guruapo-4 H-nupazono| 3,4 -b | mupuaun-4 -oH;
6-(2,6-mudpropPennn)-1-(4-propdermn)-5-runpoxcu-1,7-quruapo-4--nupazono|3,4-b]mupunun-4-oH;
6-(2-xmopdenmn)-1-(4-proppenmnn)-5-runpoxcu-1,7-muruapo-4 H-nupazono| 3 ,4-b |nupuaus-4-0H;
6-(2,4-muxnoppenunn)-S-ruapokcu-1,3-qumernn-1,7-quruapo-4 H-nupasono| 3,4 -b | mupuauH-4-0H;
6-(2-xmop-4-¢proppermn)-5-ruapoxcu-1,3-mumetn-1,7-guruapo-4 H-mapaszono| 3 ,4-b|nupuana-4-0H;
6-(2,6-quprop permwm)-S-ruapokcu-1,3-qume - 1,7-quruapo-4 /-mapazono| 3 ,4-b [mupuaun-4-0H;

6-(2,4-muprop permm)-S-ruapokcu-1,3-qume - 1,7-quruapo-4 /-mapazono| 3 ,4-b [mupuauH-4-0H;
6-(3,4-qumeTrn)-5-ruapokcu- 1,3 -mumetin- 1, 7-quruapo-4 /-mupasono|[ 3,4 -b | mupuauH-4-0H;
6-|3-prop-4-(TpudpTopmerokcu)penunn|-S-ruapokcu-1,3-qumerni-1,7-quruapo-4 H-mupazono| 3,4-b |mupuaus-4-0H;
6-(3.,4-muprop permm)-S-ruapokcu-1,3-qume - 1,7-quruapo-4 /-mapazono| 3 ,4-b [mupuauH-4-0H;
6-(2-xmop-4-merokcu(peHNI)-S-rTHAPOKCH- 1,3 -mumernn-1, 7-quruapo-4 H-nupaszono| 3,4 -b | mupuaus-4-0H;
6-(2-(prop-4-MeTOKCH(PCHIT)-5-THAPOKCH- 1,3 -mumeTHA- 1, 7-quruapo-4 /-mapazono| 3 ,4-b [mupuua-4-0H;
6-(2,5-muxmoppeHnm)-S-ruapokcu-1,3-mumetin-1, 7-quruapo-4 H-mupasono| 3,4 -b | mupuana-4-0H;
6-|2-drop-4-(tpudpropmerni)pernn]-S-ruaporcu-1,3-qume -1, 7-muruapo-4 H-mpazono| 3,4 -b |mupuaus-4-0H;
6-|3-drop-4-(Tpudpropmerni)pernn]-S-ruaporcu-1,3-qumernn-1,7-muruapo-4 H-mpazono| 3,4 -b |mupuaus-4-0H;
6-(2-xmop-5-Merokcu(peHNT)-S5-rTHAPOKCH- 1,3 -mumernn-1, 7-muruapo-4 H-nupaszono| 3,4 -b | mupuaus-4-0H;
6-[4-xmop-3-(Tpudropmerun)peHun]-S-rugpokcu-1,3-qume -1, 7-quruapo-4 /-mapazono| 3 ,4-b [mupuaiH-4-0H;
6-(4-xmop-2-¢proppenmn)-5-ruapoxcu-1,3-mumeTnn-1,7-guruapo-4 H-mapaszono| 3 4-b|nmupuaua-4-0H;
6-(2-xmopdenmm)-1-3Tur-5-ruapokcu-3-metui-1, 7-nuruapo-4 H-mmpaszono| 3 ,4-b |mupuaus-4-0H;
6-(2-xmopdenmm)-5-ruapokcu-3-metun-1-(2,2, 2-rpudroparmm)-1,7-muruapo-4 H-nupaszono| 3 ,4-b [mupuue-4-0H;
6-(2-xmopdpeHmn)-5-ruapokcu-3 -MeTiiI- 1 -(mponan-2 -un)- 1, 7-quruapo-4 //-mupasono| 3,4 -b | mupuana-4 -0H;
6-(2,6-auprop PpeHmm)-5-ruapokcu-1-(4-meTokcupeHm)-3 -metia- 1, 7-muruapo-4//-mapasono| 3,4 -b | mupuanH-4-0H;
6-(2-xmopdpeHmN)-5-TuAPOKCH-3 -Me THII- | -(mupuAnH-2 -1)- 1, 7-muruapo-4 //-mapazono | 3,4 -b | mapuana-4-0H;
6-(2-xmopdpermwn)-1-(3,4-muproppernn)-5-ruapokcu-3 -metun-1, 7-muruapo-4 //-mupasono| 3,4 -b | mupuanH-4-0H;
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6-(2,6-mudroppernm-1-(4-propdennn)-5-ruapoxcu-3-metuir- 1,7-quruapo-4 /7 -muapazono| 3 ,4-b mupuans-4-0H;
6-(2-xmopdenmm)-1-(4-¢propdhennn)-5-runpokcu-3-metun- 1,7-quruapo-4//-mupazono| 3 ,4-b|mupuans-4-0H,;
6-(2-xmopdenmm)-1-(3-¢propdhennn)-5-runpokcu-3-merun- 1,7-muruapo-4//-mupazono| 3 ,4-b|mupuaus-4-0H;
6-(2,6-mudroppernm-1-3-propdennn)-5-ruapoxcu-3-metui-1,7-quruapo-4//-mupazono| 3 ,4-b mupuaus-4-0H,;
6-(2,6-mudroppennm)-5 -ruapokcu-3 -Metun- 1 -(mupuaus-2-un)- 1, 7-muruapo-4 - -mupasono| 3,4-b Jmupu auH-4-0H;
6-(2,6-muproppennm-1-3,4-mupropdhernn)-5-runpokcu-3-mMeTun-1, 7-quruapo-4 -nupazono|3,4-b [ mupumis-4-
OH;

6-(2-rop-4-meroxcupernn)- 1-(4-proppennn)-5-ruapoxcu-3-metui-1,7 - murunpo-4H-nmupaszono|3,4-b jnupuaus-4-
OH;

1-(3,4-muroppennm)-6-(2-prop-4-MeTokcuPeHUT)-5-THAPOKCH-3-MeTHII- 1, 7-turuapo-4 H-nupasono|3,4-
b]nupunun-4-oH;

6-(2-xnopdeHmn)-5-ruapokcu-1-metun-3-(tpudropmernn)-1, 7-nuruapo-4 H-nupaszono| 3 ,4-b|nupuaun-4-oH;
6-(2-propdenmn)-5-runpokcu-1-mermn-3-(rpudropmeriun)-1,7-nuruapo-4 H-nupaszono| 3,4 -b | mupuaus-4-ow;
6-(4-ropdenmn)-5-runpokcu-1-mermn-3-(rpudropmeriun)-1,7-auruapo-4 H-nupaszono| 3,4 -b | mupuaus-4-ow;
6-(4-xn0pdeHmn)-S-ruapokcu-1-metui-3-(tpudropmernn)-1,7-quruapo-4/7-mupasono| 3 ,4-b Jnupuaus-4-0H,
6-(2-x10p-4-propdermn)-5-runpoxcu-1-meTwi-3-(rpudropmerin)-1,7-murunpo-4//  mupasono|3,4-b|mupuuH-4-
OH;

6-(2-xmop-6-proppeHun)-5-ruapoxcu- 1 -metun-3 -(rpudropmern)- 1,7-quruapo-4 H-nupazono| 3,4 -b |nupuaun-4-
OH;

6-(3-xI0pIUpUIUH-4-1I1)-5 -TUAPOKCH-1 -MeTHI-3-(TpHpTOpMeTHN)- 1, 7- MUurHapo-4/-mupa3oio| 3,4 -b] mupuaun-4-
oH hydrochloride;

6-(2-(prop-4-MeTOKCH(DCHILT)-5-THIPOKCH- 1 -MCTHIT-3 -(TprTOpMETII)- 1, 7 -quruapo-4 H-mupa3070[ 3 ,4-b | mupu xuH-
4-om;

6-(2-xmop-4-MeTokCH(pCHIT)-5-THAPOKCH- | -MeTHA-3 -(TpupTop™MeTHN)- 1, 7-MurHApo-4 [ -ttupazoo| 3,4 -b | mupuxus-
4-om;

6-(2-xmop-5-MeToKCH(PCHIT)-5-THAPOKCH- | -MeTHA-3 -(TpupTopMeTHN)- 1, 7-quruapo-4 [ -ntupazono| 3,4 -b | mupuxus-
4-0H,

6-(2,5-auxmoppeHmn)-5-ruapokcu- 1 -MeTun-3-(tpudropmern)-1, 7-quruapo -4/ -mupazono| 3 ,4-b [mupuguH-4-0H;
6-(2,4-auMeTOKCH(CHIT)-5 -THAPOKCH- | -MeTHI-3 -(Tpr(TOpMETIN)- 1,7 -Muruapo-4 H-mapazono| 3,4 -b | mapuaua-4-
OH;

6-(4-xmop-2-¢roppermun)-5-ruapoxcu- 1 -merun-3 -(rpudropmermn)- 1,7-quruapo-4H-nupazono|3,4-b jmupuamH-4-
OH;

S-ruapokcu-6-(4-metokcupermn)- 1 -Mmetwn-3 -(tpudropmernn)- 1, 7-quruapo-4 /-mmpasono| 3 ,4-b | mupuauH-4-0H;
S-ruapoxcu-6-[4-(1H-umunazon-1-nn)permn| -1 -merun-3 -(tpudropmermn)-1,7-muruapo-4 H-mupaszono| 3,4 -
b]oupnanna-4-0H,

S-runpoxcu-1-merun-6-(pyridin-4-wm)-3-(tpudropmernin)-1,7-muruapo-4//-mmpazono| 3,4-b | mupuanH-4-0H;
6-(2-xmopdenmn)-3 -3TuI-5-ruapokcu- 1 -metun-1, 7-muruapo -4 [-mmpaszono| 3,4-b |[mupuaus-4-0H;
6-(2-xmopdpermn)-3-(2-PTopOeH3IW)-5 -THAPOKCH-2 -MCTHII-2, 7 -Tur uapo-4 [H-mmpasoo| 3,4 -b |mupuauH-4-0H;
6-(2-xmopdenmn)-3-(4-¢propdhennn)-5-runpokcu-2-metun-2,7-muruapo-4 - -muapazono| 3 ,4-b | mupuanH-4-0H;
6-(2-xmopdeHmN)-5-THAPOKCH-2, 3-TuMe THII-2, 7-muruapo-4 H-mmpasono| 3,4-b Jmupuaus-4-0H;
6-(2-xmoppeHIN)-5-THAPOKCH-2 -MC THITHCHO| 2, 3-h [mupuauH-4 (7 H)-0H,
6-[4-drop-3-(rpudTopmermn)peHnn]-S-ruaporcu-2-meTHaTHEHO [ 2,3 -b [mupuauH-4(7 H)-0H;
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5-(2-xnoppernm)-6-ruapokcu-2-metui| 1,3 tuazomno|5,4-b|mupuaua-7(4)-0H,
5-(2-xnopdenmn)-6-runpokcu-2-rpudropmerun| 1,3 | tuazomno|5,4-b |mupuaus-7(4 H)-oH;
6-(2-xmopdermwn)-5-ruapoxcu-3-metui| 1,2 |okcazono[5,4-b | mupuaun-4(7H)-oH;
6-(2-xm0p-4-(2-MeTOKCH3TOKCH) (PCHIT) -5 -THAPOKCH- 1, 3-mumetwn- 1 //-mapasono| 3,4 -b [mupuaun-4(7 H)-oH,
6-(2-(prop-4-(2-METOKCHITOKCH )(DCHILT)-5-THAPOKCH- | -MeTHII-3 -(Tpr(TopMeTI)- 1 /{-Hpa3oo| 3 ,4-b [mupuuH-
4(7H)-om,

6-(2,6-auprop-4-mMeTokcupeHIN)-S-ruaApokcH- 1,3 -gume - 1 //-mupa3zono| 3,4 -b | mupuaun-4(7 H)-0H;
6-(2,6-muroppenunm)-1-3tun-5-ruapokcu-3-metui- 1 //-mupasono|3,4-b jnupuaun-4(7H)-owH;
1-31un-6-(2-(prop-4-MeToKCHPEHIT)- 5 -TUAPOKCH-3 -MeTHI- | FH-rtpasouno|3,4-b |mupuaun-4(7H)-oH;
6-(2-rop-4-meToxcu(peHUI)-5-THAPOKCH-3-MeTHI-1-(2,2, 2-TpudTopaTrin)- 1/ -mupasono|3,4-b Jmupumun-4(7 H)-oH;
6-(2,6-muroppenun)-3 -3TUn-5-rTHAPOKCH- 1 -MeTH- 1/ -mupasono| 3 ,4-b Jnupuaun-4(7H)-oH;
3-5Tua-6-(2-prop-4-merokcudeHun)-5-ruapokcu- 1 -metun- 1 -mupasono|3,4-b Jmupuaun-4(7H)-ox;
6-(2-x10p-4-MEeTOKCH()CHILT) -3 -3THI-5-TUAPOKCH- 1 -MeTwa- 1 /{-mupazono| 3 ,4-b [ nupuun-4(7 H)-oH,
6-(2,6-mudroppenun)-5 -ruapokcu-1-u3onponun-3-metui-1/-mupazono|3,4-b Jnupuaun-4(7 H)-ow;
6-(2-x10ppeHIT)-5-THAPOKCH-3 -U30MPOIHII-2-MeTHII-2 [{-mtupa300| 3,4 -b | mupuaun-4 (7 H)-oH,;
1-6eH3mn-6-(2,6-audpropdeHmn)-S-ruapokcu-3-Me -1 /7-mpasono| 3 4-b Jnupuus-4(7H)-oH,
1-6eH3m1-6-(2-(pTOp-4-METOKCU(PEHIIT) -5 -THAPOKCH-3 -Me THI- 1 [/ -Tupazo o 3,4 -b | mupuaun-4(7 H)-0H;
5-(2-xnmop(eHwT)-6-ruAPOKCH-7-0KCO-4, 7-TUTHAPOH30THA30JI0[4,5-b | mupuanH-3 -kapOokcaMuT,
6-(2,6-mudpropPernn)-5 -ruapokcu-3-mMeTui- 1 -nponui-1/7-mpasono| 3,4 -b Jmupunun-4(7H)-oH;
6-(2-xmopdenmnn)-1-(2-(TUMETUIAMHHO )3THIT) -5 -THAPOKCH-3 -MeTHII- 1 H-niupa3010| 3,4 -b | mupuaun-4(7 H)-0H;
6-(2,5-muproppennm)-1-3tun-5-ruapokcu-3-metuia- 1 -nupazono|3,4-b jnupuaun-4(7H)-oH;
6-(2-(prop-4-meTokcH(SHUT)-5-THAPOKCH-3-MeTHII- | -poniuT- 1 /-nupaso10| 3,4 -b |mupuaun-4(7 H)-oH;
5-(2-xn0ppeHnn)-6-ruapokcu-1,3-gume - 1 H-mmupaso o[ 4,3 -b|mupuaun-7(4H)-0H,
6-(2,6-muproppermm)-1-(4-propdeH3un)-S-ruapoxcu-3-metia-1 4 -mupazono|3,4-bmupuun-4(7H)-oH,
6-(2-xmopdpeHmn)-3-(audpTOPMETHII)-5-THAPOKCH- | -MeTHIT-1 [/-Tipa3om0[ 3,4-b |mupuaun-4(7 H)-0H,
3-(mupropmern)-6-(2,6-mudpropperun)-S-ruapoxcu-1-metun-1 /4 -nmupazono| 3,4 -b | mupuun-4(7 H)-oH,
1-muxnonponui-6-(2,6-mudropderun)-5-ruapoxcu-3-merui-1 H-nupazono| 3 ,4-b Jnupuaus-4(7 H)-oH;
6-(2,6-muroppermn)-5 -ruapokcu-3 -metiir- 1-(2 -mopdommaO3THN) - 1 H-1tMipa3o0| 3 ,4-b |mupuaua-4(7 H)-0H;
6-(2,6-muprop permm)-1-(2-(IMMETHIAMAHO )3TH) -5 -THAPOKCH-3 -MeTHII- | /1-upazo10[ 3,4 -b | mupuaus-4(7 H)-0H;
6-(2,6-mudroppernm)-5 -ruapokcu-1-(2-meToxcusTHN)-3-MeTHA- 1 [/ -nupazono| 3,4 -b | mupuauH-4(7 H)-0H;
6-(2,6-muroppermm)-5 -ruapokcu-3 -u3onponui- 1 -merun-1 /7-mupazono| 3 ,4-b juupuaua-4(7 H)-oH;
6-(2,6-quprop peHmm)-S-ruapokcu-1-(3-MeTokcunponmn)-3 -MeTwa- 1 //-mapazono| 3,4 -b [mupuaun-4(7 H)-oH,
1-muxnonponun-6-(2,6-mudrop-3-MeTHAGEHIT)-5 -THAPOKCH-3 -MeTHI- 1 [-tipasono| 3 ,4-b |nmupuaus-4(7 H)-0H;
1 -IUKIONPOTTAIT-5 -THAPOKCH-3 -MeTHI-6-(2,4,6-Tpudropdermn)- 1 H-tmpazono| 3,4 -b | mupuxuu-4(7H)-oH,
6-(2,3-muroppennm)-1-3tun-5-ruapokcu-3-metuin- 1 //-mupazono|3,4-b jnupuaun-4(7 H)-oH;
1-muxnonponun-6-(2,3 -mudropdernn)-5-ruapoxcu-3-metuin-1 /-nupazono| 3 ,4-b Jmupuaus-4(7 H)-0H;
1-3Tun-5-ruapokcu-3-mMeTun-6-(2,4,6-rpudropdenun)- 1 H-mmpazono| 3,4 -b | mupuaun-4(7H)-oH,
6-(2,6-muroppernm)-5 -ruapokcu-3-(rpudpropmermn)- 1 /-nupazono|3,4-b |mupuaun-4(7H)-oH;
3-(muropmern)-6-(2,6-mudroppernn)-1-31un-5-ruapoxcu- 1 /7-mupazono|3,4-b | mupuaun-4(7 H)-0H;
6-(2,6-muproppernm)-1-3tun-5-ruapokcu-3-(tpudropmernm)- 1 //-upazono| 3,4 -b | mupunna-4(7 H)-0H,
5-(2,6-audropdenun)-3 -3Tua-6-ruaporcu-3 [H-nmuazo[4,5-b |mupuaus-7(4 H)-0H;

6-(2,6-mudroppeHnm)-5 -ruApokcH-3 -(MeTOKCHMETHI) - | -MeTHI-1 //-rupazono| 3,4-b Juupuana-4(7 H)-0H;
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6-(2,6-mudroppernm-1,3-mu3THN-5-TUApOKCH- 1, 7-muruapo-4H-nupasono| 3,4-b | mupuauH-4-0H;
1-31tun-6-[2-¢prop-3-(rpudropmermm)penun|-5-ruapokcu-3-merun- 1,7-quruapo-4 -mmpazono| 3,4 -b | mupums-4 -
OH;

6-(2,6-muroppennm)-1-3tun-5-ruapokcu-1,7-qurunpo-4 - -nupazono|3,4-b Jmupuaun-4-0H;
6-(2,6-mudroppennm)-5 -ruapokcu-3-metun- 1,7-muruapo-4 H-mupazono| 3,4-b | nupuaus-4-0H;
1-31un-6-(2-¢proppermn)-5-ruapoxcu-3-mMeTui-1,7-muruapo-4 -nupaszono| 3,4 -b | mupuaus-4-0H;
6-(2,6-mudroppennm)-5-ruapokcu-1-u300y Tria-3-merun- 1 H-nupasono| 3 ,4-b | nmupuaun-4(7 H)-oH;
6-(2-xnopdenmn)-1-3tun-5-ruapoxcu-3-(rpudropmerin)-1 H-mupazono|3,4-b [nupuun-4(7 H)-oH,;
1-3tun-5-ruapokcu-6-(2-meroxcupe Hum)-3 -metui-1 //-mupazono| 3,4 -b [mupumin-4(7H)-oH,;
6-(2,6-mudroppennm)-5 -ruapokcu-1-u306y Tuia-3-(tpudpropmeriin)- 1 H-nupasono| 3 ,4-bnupuaun-4(7H)-oH;
1-31tun-6-(4-¢propdheHmn)-5-ruapoxkcu-3-mMeTui-1,7-muruapo-4 H-nupaszono|[ 3,4 -b | mupuaus-4-oH;
6-(2,6-mudroppennn)-3 -(4-propdenmn)-5-runapokcu-1-merui- 1 //-nupasono|3,4-b Jmupuaun-4(7 H)-ow;
1-muxsonponun-6-(2-gprop-4-MeTokcu(peHm)-5 -TuApokCcH-3 -MeTHI- 1 H-npasono| 3,4 -b Jmupuaun-4(7H)-ox;
3-0eH3u1-6-(2,6-mudropdenun)-5-ruapokcu-1-metun- 14 -nupazono[3.4-b|nupuun-4(7H)-oH,
6-(2,4-muprop-3-(rpuropmeria)peHI) - 1-3THI-5-THAPOKCH-3-MeTHII- 1 /{-tupa300[ 3 ,4-b Jmupuun-4(7 H)-0H;
6-(2,6-mudpropPernn)-5 -ruapoxcu-1-metui-3-mopdoauHo- 1 /7-mpasono| 3 4-b Jnupuun-4(7 H)-0H;
6-(2,6-muprop-4-meTokcuPpeHIT) - 1 -3THII-5-THAPOKCH-3 -MeTHI-1 /{-ntipaso o[ 3,4 -b | mupuaus-4(7 H)-oH;
6-(4-amuHO-2-(propheHnn)-1 -3THA-5 -TuAPOKCH-3 -MeTHII- 1, 7-nuruapo-4 H-nmupasono| 3,4 -b |mupuaus-4-0H;
1-3Tun-6-[2-¢prop-4-(2-MeTOKCHITOKCH ) (peHIIT | -5 -THAPOKCH-3 -MeTHII- 1, 7-muruapo-4 H -nupasono| 3 ,4-b | mupuauH-4 -
OH;

6-[4-(LuKIONPOMMIMETOKCH)-2 -(pTOp e HI |- 1 -3THA-5 -THAPOKCH-3 -MeTHII- 1, 7 - nuruapo-4 H-nmupazono| 3 ,4-
bmupuauH-4-0H;

6-(2,6-quprop peHmn)-1->THI-5-THAPOKCH-3-(2-MeTIIIPOTHT)- 1, 7-quruapo-4 /-mupa3omno [ 3,4 -b | mupuauH-4-0H;
6-(2-xmop-6-¢roppeHmn)- 1 -3THA-5-THAPOKCH-3 -MeTHII- 1, 7-nurunpo-4 H-mupasono| 3,4 -b |mupuauH-4-0H;
6-(2-xmop-6-¢roppeHm)- 1 -UHKITOTPONHA-S-THAPOKCH-3-Me THII- 1, 7-muruapo-4 H-mupazoio| 3 ,4-b Jnupuaus-4-0H;
6-(2-xm0p(eHIT)- 1 -IUKIOMPO MANT-S -THAPOKCH-3 -MCTHII- 1, 7-muruapo-4 /-mupaso.10| 3,4 -b | mupuauH-4-0H;
6-(2-xmopdpenmwn)-1-(4-prop-2-MeTuapeHAN)-5 -THAPOKCH-3 -MCTHI- 1, 7-muruapo-4 /-mapazono| 3,4 -b JmupuguH-4 -
OH;

1-oukaoneHTHI-0-(2,6-mu(pTOpHeHIT)-S -THAPOKCH-3-MeTHI- 1, 7-muruapo-4 H-mmpasoio| 3,4 -b jmupuauH-4 -0H;
6-(2,6-muroppernm)-S-ruapokcu-3-metui- 1 -(terparuapo-2 H-nupan-4-un)-1,7-muruapo-4H-nupazono|3,4-
b]oupnana-4-0H,

N-(4-x10p-3-(1-3THA-5-THAPOKCH-3-MeTHA-4-0KC0-4, 7 -muruapo- 1 H-mupasono| 3,4-b |mupuaus-6 -
HIT)OCH3HI)THBAJIAMUT,

6-(2-xmopdennn)-5-ruapokcu-1-(terparuapo-2 H-mupas-4-un)-3-(tpudropmern)-1 H-mmpazono| 3,4 -b [mupu xuH-
4(7H)-om,

1-1uxn00y THA-6-(2,6-audTopdeHmn)- 5 -ruapokcu-3 -mMetun- 1 H-nupasono| 3,4 -b |mupuaun-4(7 H)-oH;
N-(4-xmop-3-(5-rugpokcu-1-metun-4-okco-3 -(tpuropmernn)-4, 7-nuruapo- 1 /7 -mmupazono[ 3 ,4-b |mupuauH-6-
HIT)OCH3HI)THBATIAMUT,

N-(4-xmop-3-(1-DuKIOmPOTTHI-5-THAPOKCH-3 -MCTHI-4-0KC0-4, 7-muruapo- 1 /-mapazono| 3,4 -b JmupuauH-6-
HIT)OCH3HI)THBATIAMUT,

6-(2,6-muroppernm)-S-ruapokcu-1-(rerparuapo-2 H-nupan-4-un)-3 -(tpudropmeran)-1,7-quruapo-4--
mupasoio| 3,4 -b|mpuanH-4-0H;
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N-(4-¢prop-3-(5-runpokcu-1-merun-4-oxco-3-(rpudropmernn)-4,7-quruapo- 1 -nupazono|3,4-b jmupuaua-6-
W1)OCH3WIT)THBAIAMUT,

1-mukaorekcwi-6-(2,6-qudropermn)-S-ruapokcu-3-mMetui- 1, 7-quruapo-4 H-mupasono| 3,4-b|mupnauH-4-0H;
1-(4,4-muroprmkiorekcn)-6-(2,6-mudpropderun)-5-ruapokcu-3-metui- 1 //-mupazono| 3 ,4-b jnupuaua-4(7 H)-oH;
N-(3-(1-3tun-5-ruapokcu-3-mMeTii-4-0kco-4, 7-muruapo-1 [-mupazono| 3 ,4-b | mupuauH-6 -1) -4 -

(propOeH3MIT) IHBATAMUT,

1-(2-xnop-4-¢proppernn)-6-(2,6-nudrophernn)-S-ruapoxcu-3-metui- 1 /-nupazono|3,4-b | mupunun-4(7 H)-oH,;
1-muxnonponun-6-(2,6-mudropdernn)-3-3Tui-S-ruapokcu- 1 /-mupazono|3,4-b jnupuaun-4(7 H)-owH;
1-(2-xnop-4-proppeHmn)-6-(2-xa0pPheHuI)-5-rTuApoKCH-3 -MeTHI-1 //-ttupazono| 3,4 -b|nupunun-4(7 H)-oH,;
N-(4-xmop-3-(5-ruapokcu-3-MeTuiI-4 -0kco-1-(teTparuapo-2 //-nupan-4-un)-4,7-nuruapo-1//-nupasono[3,4-

b |mipu auH-6-11)0CH3MT) THBATAMUT,

1-3tHn-5-runpokcu-3 -MeTui-6-(2-(rpudropmern) pennn)- 1 H-mupaszomno[3,4-b Jnupuaun-4(7 H)-oH;
6-(2-xnopdeHmn)-1 -1uKI00y THI-5-THAPOKCH-3 -MeTHII- 1 [/ -rtipas0.10| 3,4 -b Jmupuaun-4(7 H)-oH;
3-(2-x10pOeH3MI)-6-(2-xXI0ppeHUT)- 5 -ruapokcu- 1 -metun- 1 //-nmupasono|[ 3 ,4-b Jmupuxun-4(7 H)-oH;
6-(2-x10pdeHmn)-3 -3TriI-5-ruapokcu-1-(2-MophomuuosTI)-1 //-1upa300[ 3,4 -b | mupuun-4(7H)-oH;
6-(2-x10pdeHmn)-5-ruapokcu-3-Metui-1-(3 -moppomunonponn)- 1 //-mupa3ono| 3 ,4-b|mupuaun-4(7H)-oH,;
6-(2-xmopdenmn)-1-(2-((2S,6R)-2,6-mumMeTHIMOP(POTHHO )3THIT)-5 -THAPOKCH-3-MeTHI- 1 H-mupa3ono|[3,4-
b]oupuaun-4(7H)-0H;

6-(2-xmopdenunn)-5-ruapokcu-3 -Metui- 1-(2-(munepuauH- 1 -um)3tmn) -1 H-mupasono| 3,4-b Jnupuaus-4(7H)-oH;
6-(2-xn0pdeHmn)-S-ruapoxcu-1-(2-mophoauHo3TIT)-3 ~(TpHpTopMeTHN)-1H-11M1pa3010[ 3 ,4-b Jnupu xun-4(7H)-oH;
6-(2-xmopdenmn)-5-ruapokcu-3 -metui- 1-(2-(mupponuaus- 1 -wm)stin)- 1 H-mupazono| 3 ,4-b Jmupuaus-4(7H)-oH;
S-runpoxcu-3-merun-1-(2-moppoauHoITHI)-6-(2-(TpHpTopMeTHI)PeHmT)-1 H-TIupazono| 3,4 -b [mupuaun-4(7H)-oH;
6-(2-¢prop-3-(TpupTOpMETHIT) (PSHET)-5 -THAPOKCH-3 -MC THI- 1 -(2-Mophomuro3TIT) -1 H-Tupa30.10[ 3,4 -b |mupw xuH-
4(7H)-om;

6-(2-xmopdpeHmn)-1-(2-(IMMETHIAMIHO ) 3THI)-5-THAPOKCH-3-(TpupTopMmeTt) -1 H-upaszomo[ 3,4 -b | mupuaun-4 (7H)-
OH;

6-(2-xmopdeHmwn)-5-ruapokcH-3 -MeTHI- 1 -(2-(4-MeTHmune pasuH- 1 -wm)3tim)-1 H-mapasono| 3,4 -b [ mupugusa-4(7H)-
OH;

6-(2,6-muroppermn)-3 -3Trn-5-ruapokcu-1-(2-mopdommaosTHT)- | H-rupaszono| 3,4 -b | mupuus-4(7H)-oH;
1-(2-(1H-mupa3on-1-um)3tmn)-6-(2-xnoppeHmn)-3 -3Tun-5-ruapokcu-1H-mupaszono[ 3,4 -b | mupuaua-4 (7H)-0H;
1-(2-(1H-mupa3on-1-um)3tmn)-6-(2,6-mudToppernn)-3-3tun-S-ruapokcu-1 H-mapazono| 3,4 -b | mapuaua-4(7H)-oH;
3-5Tun-6-(4-¢prop-3-(rpudropmermn)permn)-S-ruapoxcu- 1 -merwn- 1 H-mmpasono| 3,4 -b | mupuaua-4(7H)-0H;
3-5Tun-6-(2-prop-3-(rpudropmernn)permn)-S-ruaporcu- 1 -merwn- 1 H-mupasono| 3,4 -b | mupuans-4(7H)-0H;
6-(2,4-muproppernn)-3 -3rn-5-ruapokcu-1-metun- 1 H-mupazomno| 3,4-b |mupuaus-4(7H)-oH;
6-(3,5-muroppernn)-3 -3un-5-ruapokcu-1-metun- 1H-mupazono| 3,4-b jnupuaus-4(7H)-oH;
6-(2,5-muroppennn)-3 -3un-5-ruapokcu-1-metun- 1 H-upazono| 3,4-b jmupuaus-4(7H)-oH;
3-5Tun-6-(2-¢grop-3-(rpudropmermn)permn)-5-ruapoxcu- 1 -(2-mopdommao3TIII)- | H-1IMpasono| 3,4 -b | mupu -
4(7H)-om,

6-(2-xmopdpeHmn)-3-3TuA-5-rTuapokcu- 1-(2-(4-merunmunepasus- 1 -um)atwm)- | H-mapazono| 3,4-b [mapuaua-4 (7H)-
OH;

6-(2,6-quprop Ppermm)-3 ->THa-5-ruapokcu-1-(2-(4-merumunepasus- 1 -un)3tmn)- 1 H-mupaszono| 3,4-b | mupuausH-
4(7H)-om;
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4-(2-(6-(2-xnopdermn)-3-3THI-5-rTuapoKcH-4-0kco-4, 7-quruapo- 1 H-tmpazono| 3,4 -b [mupuans-1-
AIT)3THH)MOP(OIHH-3-0H,

4-(2-(6-(2,6-mudropdenmn)-3-3Tun-5-ruaporcu-4-okco-4, 7-quruapo-1H-mupazono| 3,4 -b | mupuaus-1-
HIT)3THH)MOP(OIHH-3-0H,

6-(2,6-aurop PpeHmI)-5 -THAPOKCH-3-MeTHII- | -(2 -(4-MeTHimHTIepa3uH-1 -m)3twn) - | H-tupasono| 3,4-b jmupuaus-
4(7H)-om;

6-(2,4-muroppennm)-3 -3un-5-ruapokcu-1-nponmn-1H-nupazono| 3,4 -b | mupunus-4(7H)-0H;
6-(2,4-muroppennn)-3 -3tun-5-ruapokcu-1-npommn-1H-nupazono| 3,4 -b | mupunus-4(7H)-0H;

6-(2,6-gurop perinn)-3 -31un-1-(2-(4-3rumunepazus- 1 -wn)3Tin)-S-ruapokcu- 1 H-upasono| 3,4 -b Jmupuaus-
4(7H)-om;

6-(2-xnopdpenmn)-3-3tua-1-(2-(4-srumunepasus- 1 -uwn)3twn)-5 -ruapokcu- 1 H-mupaszono| 3,4 -b jnupuus-4(7H)-oH;
3-3Tua-6-(2-prop-3-(rpudropMeTin)peHIT)-5-rHapokcH- 1-(3-mopdommronpon) - 1H-nupaszono[3,4-b] mupu -
4(7H)-om;

6-(2,6-mudroppenunn)-3 -3Tun-5-ruapokcu-1-(3-mopdomuronponin)- 1H-nmupazono[3,4-b] mupuaun-4(7H)-oH;
6-(2,4-mupropPernn)-3 -51ua-5-ruapokcu-1-(3-mopdommronpomnm)- 1 H-mupaszono| 3,4 -b|mupunun-4(7H)-oH;
6-(2-xnopdeHunn)-5-ruapokcu-3 -metun- 1-(2-(munepasus- 1 -um)stwn)- 1 H-mupazono[ 3,4 -b |mupuaun-4 (7H)-oH;
6-(2-¢rop-3-(tpudropmerin) peHUIT)-5 -THAPOKCH-3 -Me THII- 1 -(2-(4-MeTHIHnIepa3uH-1 -um)stiwn)-1H-
mupazo10|3,4-b|mupuann-4(7H)-oH;

3-91H1-6-(2-prop-3-(TpHpTopMeTHI)PeHIT)-5-THAPOKCH- 1 -(2-(4-MeTHImMHIIEpa3HH-1 -1T)3TI) - H-tupasono[ 3,4-
b]oupuaus-4(7H)-0H;

6-(2,6-muproppenmn)-3 -3un-5-ruapokcu-1-u3onenTwi- 1 H-mupasono| 3 ,4-b | mupuaus-4(7H)-0H;
6-(2-xmopdpeHmn)-3-3THA-5-THAPOKCH- 1 -H3oneHTHI-1 H-miupa3omno| 3,4-b | mupuaun-4(7H)-o0H;
6-(2,6-muproppernm)-5 -ruapokcu-3 -(ruapoxcumethn)- 1 -npormn- 1 H-mupa3zono[ 3,4 -b | mupuaun-4(7H)-oH;
1-muxnonponun-6-(2,6-mudropderun)-5-ruapoxcu-3-(ruapokcumetin)-1 H-mpazono[ 3,4 -b | mupuuu-4 (7H)-oH;
4-(2-(6-(2,6-mudropPpennn)-3-3TUn-5-ruapokcu-4-oxco-4, 7-muruapo- 1 H-mupasono[ 3,4 -b | mupuauH- 1 -1m) 3THm) -
2,2-aumeTunMop(ouH-3-0H;

6-(2,6-mudroppernm)-5 -ruapokcu-1-merun-3-(1-(Meruicy mbpormm)munepuauH-4-mm)-1 H-mupazono[ 3,4 -
bmupunun-4(7H)-0H,

1-mukaonponui-6-(2,6-audpropheHmn)-S-ruapokcu-3-( 1 -(MeTruICY b (hOHIT ) TANCPH AHH-4 -11)- | [/ -mupaszo o[ 3,4 -
bmupunun-4(7H)-0H,

6-(2-(2 4-mudpTopPeHIT)THA0TI-5-1T)- 3 -3THA-5-THAPOKCH- | -MeTr- 1 H-mupasono[ 3,4 -b |mupunun-4 (7 H)-0H,
6-(2,6-muroppermm)-5 -ruapokcu-3 -(ruagporcumetiin)- 1 -metun- 1 H-mupasono| 3 ,4-b jmupuaus-4(7 H)-oH;
6-(2,6-mudroppernm)-5 -ruapokcu-1-merun-3-(Terparuapo-2 H-nupan-4-un)-1 H-mmpazono| 3,4 -b [ mupuxusa-4(7 H)-
OH;

1-ruxnonponun-6-(2,6-mudropdernn)-S-ruaporcu-3-(TeTparuapo-2 H-mupan-4-un)-1 H-mmpazono[ 3,4 -b | mupu xus-
4(7H)-om,

6-(2,6-muroppernm)-5 -ruapokcu-1-meriin-3-(MopdommaomeTHN)- 1 FH-pasono| 3 ,4-b |mupuaua-4(7 H)-0H;
6-(2,6-aquprop PpeHmm)-S -ruapokcu-3-((4-u3omponwi- 1 -wm)mernn)- 1 -metin- 1 /-mupazono| 3,4 -b |mupuaua-4 (7 H)-
OH;

6-(2-xmopdenmn)-5-ruapokcu-1-metni-3-(Terparuapo-2 H-mmpan-4-wn)-1 H-tmpazono| 3,4 -b [mupuxus-4 (7 /)-0H,
6-(2-xmopdenmn)-5-ruapokcu-1-mernr-3-(1-(meruicy msGoHmwn) mune puauH-4-nm)- | H-upasono| 3,4-b | mupuams-
4(7H)-om;
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(5)-6-(2,6-mudrop permn)-3-((3-propruppormaus- 1 -nr)MeTHT)-5-THAPOKCH-1 -MeTHi- 1/ -ntpazono| 3,4-
bmupuxun-4(7H)-0H,

6-(2,6-mudroppernm)-3 -((4,4-mudpropnunepuanuH-1-1I)METH) - S-THAPOKCH- | -MeTHI- 1 //-Tupazono| 3 ,4-
bmupunun-4(7H)-0H,

6-(2,6-mudroppennm)-3 -((2,6-mumeTIIMOP(OITHHO )METHI)-5-THAPOKCH- | -MeTHII-1 -tupazono[ 3,4 -b [ mupw mis-
4(7H)-om,

6-(2-xnopdeHmn)-5-ruapokcu-3 -(ruapokcumMeTnn€)- 1 -metun-1/7-nmupazono| 3,4 -b | mupunun-4(7 H)-oH,;
6-(2-xnopdpeHmn)-5-ruapokcu-1-meTui-3-(MoppommaoMeThI)- 1 [-ttupasono[ 3 ,4-b \nupuaus-4(7H)-0H;
6-(2,6-quprop pemnm)-1-(2-((2R,65)-2,6-muMe TUIMOP(HOITHHO ) STUI)-3 -3THI-3 -THAPOKCH- 1 [{-mupa30m0][ 3 ,4-
blmupunun-4(7H)-oH;

1-muxaonponun-6-(2,6-mudropderun)-5-ruapoxcu-3-(Mopdomuromern)-1 H-nupazono[3,4-b mupuun-4(7H)-oH,
6-(2-xnopdpenmn)-1-(2-((2R,65)-2,6 -mumMe THIMO PPO THHO) STHI) -3 -3THA-S-THAPOKCH- 1 [/-tupa30:10|[ 3,4 -b Jmuputun-
4(7H)-om,

6-(2,6-quprop PpeHmm)-3 ->Tua-5-ruapoxcu-1-(2-runpokcusTuin)- 1 //-mupazono|3,4-b | mupuaun-4(7 H)-oH,
6-(2,6-mudpropPernn)-1-(4-propdermn)-5-ruapoxcu-3-(terparuapo-2H-nupas-4-un)-1/-nmupaszomno| 3 ,4-
boupuaun-4(7H)-oH;

6-(2,6-mudpropPpernn)-1-(2-(4,4-mudpropnunepuaus- 1 -1u1)3TUI)-3 -3THI-5-THAPOKCH-1 [-nupazono| 3 ,4-b | mupuus-
4(7H)-on;

6-(2,6-muproppennm)-1-3-((2R,6S5)-2,6-muMe THIMOP(POTHHO )ITPOTHLT)-3-3THA-S-THAPOKCH-1 H-nupazono| 3 ,4-
boupuaun-4(7H)-oH;

6-(2,6-muproppenmm)-3 -3Trn-5-ruapokcu-1-((rerparunpo-2 H-nupan-4-wi)metun)-1 H-nupazono| 3,4-b JnupuauH-
4(7H)-om,

6-(2-xmopdenmnn)-3-3Tur-5-ruapoxcu- 1 -((Terparuapo-2 H-nupas-4-wi)metin)- 1 H-nupasono| 3,4 -b | mupuus-
4(7H)-om,

6-(2,6-muroppernm)-5 -ruapokcu-1-merii-3-((rerparuapo-2 H-nmupan-4-ummernn) -1 H-mmpazono[ 3,4 -b [mupu xus-
4(7H)-om,

6-(2-xmopdenmn)-1-(2-(4,4-mudropnunepuauH- 1 -1m)3THIT)-3-3THI-S-THAPOKCH- 1 //-nmupa30:710| 3 ,4-b |mupu guH-
4(7H)-om,

6-(2,6-mudroppermn)-3 -3trn-5-prop-1-(2-(rerparuapo-2 H-mupan-4-wm)stun)- 1 H-mmpazono[ 3,4 -b | mupu xuH-
4(7H)-om,

6-(2-xmopdenmn)-3 -3Tur-5-ruapokcu- 1-(2-(terparuapo-2H-tupas-4-nm)3tin)-1 H-tmpazono| 3,4 -b | mupuams-
4(7H)-om,

3-5Tun-6-(2-grop-3-(rpudropmernn)permn)-5-ruapokcu- 1 -(2-(rerparunpo-2 H-mupan-4-un)atum)-1 /-
mupasono|3,4-b|mupuaun-4(7H)-0H;

6-(2,6-mudroppermnm)-5 -ruapokcu-3 -((4-u300y Tuanunepasus- 1 -mr)merin)-1 -merun- 1 H-mupazono| 3,4 -b Jnupuaus-
4(7H)-om,

6-(2,6-muroppermm)-5 -ruapokcu-3 -(ruaporcumethn)- 1 -((terparuapo-2H-tmpas-4-nm)metnn)- 1 H-nupaszono| 3,4-
bmupuaua-4(7H)-0H;

3-((4-uuKIOMpONHINHIICPA3HH- 1 -um)MeTHN) -6-(2,6-mudroppeHnn)-5 -ruapokcu- 1 -metrin- 1 /-mmpaszono| 3 ,4-
bmupuua-4(7H)-0H;

6-(2,6-mudroppernm)-5 -ruapokcu-3 -(ruaporcumetiin)- 1 -(2-(terparuapo-2H-mmupan-4 -um)stun) - 1 H-nupasoro| 3,4-
bmupuaua-4(7H)-0H;
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6-(2,6-auprop permn)-3 ->Tuna-5-ruapokcu- 1-(2-(metwuncy b pormn)3THN)- 1 //-mrpasoo[ 3,4 -b |mupuaua-4(7 H)-0H;
6-(2,6-quprop PpeHmn)-5-ruapokcu-1-mMetri-3-((4-(okceran-3 -um)nunepasus-1 -un)metun)- 1 //-mupaszomno| 3 ,4-
bmupunua-4(7H)-0H,

6-(2,6-muroppernm)-5 -ruapokcu-1-mermi-3-((4-(2,2,2-rpudropsTun)nmunepazus- 1 -ummerin) -1 /-nupaszono[3,4-
bmupunun-4(7H)-0H,

6-(2,6-guprop permm)-3 -((4-(2-propaTun)nunepasns- 1 -m1)MeTI) -5 -THAPOKCH- | -MeTrin- | H-tmpasono|[ 3,4 -
bmupuaua-4(7H)-0H;

(S)-6-(2,6-mudropdpeHmn)-5-ruapokcu-3 -((4-u30MpOHI-3 -MEeTUITHIICPA3HH- | -mn)MeTwn)-1 -meTmn- 1 H-
mupazoio|3,4-b|mupuaun-4(7H)-oH;
R)-6-(2,6-muproppern)-S-ruapokcu-3-((4-u30mpomii-3-MeTHIMUICPa3uH- 1 -uwm)meTwn)- 1 -metun-1H-
mupasoio|3,4-b|mupuaun-4(7H)-oH;

6-(2,6-aquprop PpeHmm)-5-ruapokcu-1-metun-3-((3-(tpudpropmerin)-S,6-quruapo[1,2,4|rpuazono[4,3-a] mupazus-
7(8H)-mm)merun)-1H-nupasono[3,4-b|mupumus-4(7H)-0H;
5-runpoxcu-6-(4-ruapoxcudennn)-1-metun-3-(tpudropmerun)-1,7-auruapo-4H-nupaszono[3,4-b| mupuaun-4-oH;
6-(2,6-quproppennn)-1,3-numernn-4-oxco-4,7-quruapo-1 H-nmupazono| 3 ,4-b | mupuauH-5-1w1 MEeTHI KapOOHAT;
5-(2-xnopeHmn)-6-ruapokcu-2, 3 -quMe THiIupaHo | 3,2 -clnupaszon-7(2H)-ox;

5-(2-x10p(eHmN)-6-THAPOKCH-3 -METHII-2 -(TpoTaH-2 -un)nupaHo|[ 3,2 -c|mupazon-7(2 H)-oH;
5-(2-xnmopdpeHm)-2-3THI-6-THAPOKCH-3-MeTHANUpPaHo| 3,2 -c|nupazon-7(2 H)-oH;
6-(2-xn0pdenmn)-S-ruapoxcu-1,3-mumeTunupano|2,3-c|nupazon-4(14)-ox;
6-(2-xn0pdenmn)-1-(4-propdpenun)-5-ruapokcu-3-MeTuanupano| 2, 3-c|mupaszon-4(1/7)-ox;
6-(2,6-muproppennm)-5 -ruapokcu-1-(3-ruaporcunponi)-3 -metui- 1 H-nupazoo| 3 ,4-b jmupuaun-4(7 H)-0H;
6-(2-xmopdenmn)-5-meTokcu-1,3-qumernn-1 4 -mupazono| 3,4-b | mupuaun-4(7 H)-oH;

6-(2,6-quprop peHmn)-1->THa-5-MeTOKCH-3 -Me THII- 1 /-mmipa3o.10[ 3,4 -b |mupu -4 (7 H)-0H,
N-[4-(1-3THA-5-THAPOKCH-3-MCTHII-4 -0KCO-4, 7-muruapo-1 H-mupazono| 3,4-b | mupuauH-6-1)-3-
¢ropperna|MeTaHCyIBPOHAMULT,

N-[4-(1-3THA-5-THAPOKCH-3-MCTHII-4 -0KCO-4, 7-muruapo-1 H-mupazono| 3,4-b | mupuaun-6-um)-3,5-
madropderun]meTancy 1b(poHAMHT,

N-{3-¢rop-4-[5-ruapoxcu-1-meTmn-4-okco-3 -(tpudpropmernn)-4, 7-nuruapo-1 4 -mupazono|3,4-b [mupuxiH-6-

Wi (pCHILT } MCTAHCY TH(DOHAMU T,

6-(2-xmopdeHmwn)-3-3Tua-3-ruapokcu- 1-(2-mopdommro3TIn)- 1 H-mtupasono| 3,4 -b jmupuaus-4(7H)-0H
THAPOXJIOPHT,

6-(2-rop-3-(rpudTopmermn)peHnN)-S -THAPOKCH-3-MeTHI- | -(2-MOpdommHO3THN) -1 H-TtHpasono| 3,4-b | mupuamH-
4(7H)-0oH AMrHAPOXIOPHLI,

6-(2-xmopdeHmn)-5-ruapokcu-3 -MeTui- 1-(2-(4-metuamunepasus- 1 -wm)stim)- 1 H-mapasono| 3,4 -b [ mupuua-4(7H)-
OH TPHTHIPOXJIOPH,

6-(2,6-quprop Ppermm)-3 ->Tur-5-ruapokcu-1-(2-(4-merumurnepasus- 1 -un)3tmn)- 1 H-mupaszono| 3,4-b | mupuauH-
4(7H)-0H TPHTHAPOXTOPHUL,

6-(2,6-mudroppennm)-3 -3Tun-5-ruapokcu-1-(2-mopdommuosTii)- 1 H-tmpazono| 3,4 -b [mupumuna-4(7H)-0H
JUTHAPOXITOPH,

6-(2-xmopdeHmn)-5-ruapokcu-3 -meTui- 1-(2-(4-metuamunepazus- 1 -wm)stim)- 1 H-mapasono| 3,4 -b [mupuaua-4(7H)-

oH (hymapar;
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6-(2,6-quprop Ppermn)-3 ->Tua-5-ruapoxcu-1-(2-(4-merumunepasus- 1 -un)3tmn)- 1 H-mupaszono| 3,4-b | mupuauH-
4(7H)-ou (pymapar;

6-(2-xmopdpeHmn)-3-3Tua-5-rTuapokcu- 1-(2-(4-merummunepasuH- 1 -um)stwn)- | H-mapasono| 3,4 -b [ mupuaua-4 (7H)-oH
(ymapar;

6-(2-xmopdpeHmn)-5-ruapokcu-3-meTui- 1-(2-(4-metuamunepazus- 1 -wn)stim)- 1 H-mupasono| 3,4 -b [ mupu -4 (7H)-
OH remu (hpymapar;

6-(2-Prop-3-(rpudTopmeTIT) PeHIT)-5 -THAPOKCH-3-MeTHI- 1 -(2-MopdommHo3THN) -1 H-THpasono| 3,4-b | mupuauH-
4(7H)-ou remu (pymapar;

6-(2-xnopdenmwn)-3-3Tua-S-rugpokcu- 1-(2-(4-merummunepasus- 1 -um)stwn)- | H-mupasono| 3,4-b | mupuaua-4 (7H)-oH
remu (pymapar;

6-(2-xnopdenmn)-5-ruapokcu-3-metui- 1-(2-(4-merummunepaszus- 1 -wn)stin)-1H-mupasono| 3,4 -b [ nupuun-4(7H)-
OH TPHMETAHCY Tb(OHAT;

6-(2,6-muroppennn)-3 -3Tun-5-rugpokcu-1-(2-(4-merummunepasus- 1 -un)3twn)-1H-nupasono[ 3,4 -b | mupuaus-
4(7H)-oH TpUMETaHCY Th()OHAT;

3-91H1-6-(2-prop-3-(TpupTopMeTHI)PeHIT)-5-THAPOKCH- 1 -(2-MOpPomrHOATIUT) - 1H-Mupazono| 3,4 -b | mupuaus-
4(7H)-oH TpuMETaHCY Th(pOHAT;

6-(2-xmopdenunn)-5-ruapokcu-3-Metui- 1-(2-(4-meTuamunepasus- 1 -un)3tun)-1H-iupazono| 3,4-b | mupuaus-4 (7H)-
OH I¢MH 2-TUAPOKCHIIPOTAH-1,2,3-TpuKkapOOKCHIIAT;

6-(2-xmopdenmn)-3-3Tun-5-rugpoxcu- 1-(2-(4-mermwimune pa3uH- 1 -um)3tun)- 1 H-upazono[ 3,4 -b | mupuauu-4(7H)-ox
reMH 2-rHApoKcHnponas-1,2,3-TpukapOOKCHIIAT;,

6-(2,6-muproppenmn)-3 -3rn-5-ruapoxcu-1-(2-(4-meruamunepasus- 1 -un)stin)-1H-mapasono| 3,4 -b | mupuus-
4(7H)-0H reMu 2-THAPOKCHIIPOTAH-1,2, 3-TpUKapOOKCHIIAT;,

6-(2-xmopdeHm)-5-ruAPOKCH-3 -Me THI- 1 -(2-(4-MeTHIHNIC pa3HH- 1 -1m)3TIT) -1 H-tupasono| 3,4 -b | mupugusa-4(7H)-
OH 2-THIPOKCHIpONaH-1,2,3-TpHKkapOOKCHIAT;

6-(2,6-quprop permm)-3 ->THI-5-TuApoKcH-1-(2-(4-MeTHmunepa3uH- 1 -un)3twn)- 1 H-mupa3zono| 3,4-b | mupuauH-
4(7H)-oH 2-ruapoxcumnpomnan-1,2,3-TpukapOOKCHIAT, HIH

6-(2-xmopdeHmwn)-3-3Tua-3-ruapokcu- 1-(2-(4-merummunepasul- 1 -um)3tun)- 1 H-mmapasono| 3,4-b [ mupuaua-4 (7H)-oH
2-ruapokcunponasn-1,2,3-rpukapbokcuiar;

i ero (hapManeBTHUCCKH HIPHEMIIEMas COJIb.

14. CoennHenne ©opmy s

i ero (hapManCBTHUCCKH IPHEMIICMAs COJb.

15. Cocanaerne @opmy sl
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i ero (hapManCBTHUCCKH IPHEMIICMAs COJIb.

16. Coemnaerne @opmy sl

W ero (hapManeBTHUCCKH IPHEMIIEMAs COJIb.

17. Coemunenue @opmy sl

WM ero (JapMAaLeBTHUYCCKH IPHEMIICMAs COb.

18. DapmaneBTHUeCKas KOMIIO3HIHA, COACpKaINas COSIUHEHHE o moboMy u3 mi. 1-17 u papmaneBTuuecku

TPHEMIICMOC BCTIOMOTaTCIIbHOC BEIICCTBO.

19. DapMaICBTHUCCKAA KOMIIO3HIUA MO 1. 18, OTIH4YAromasca TeMm, 4To (hapMAICBTHUCCKH MPHCMIICMOC

BCIIOMOTATEIBHOC BEINECTBO MPEACTABIICT COO0H HOCHTEI HITH Pa30aBHTEIb.

20. Cnoco6 neucHus 3a007CBaHHSA, PAacCTPOICTBA, CHHAPOMA HIH COCTOSHEA, omocpemosanHoro HAJIOH-

OKCHIA30M, Y CYOBCKTA, BKITFOYAKOIIAH BBSACHUC 3(P(PCKTUBHOTO KOJHUCCTBA COCAHHCHUS 1O EOOOMY U3 1. 1-17.

21. Cnoco6 mo m. 20, oTiHUarommiicas TeM, YTO 3a00JICBAHHC, PACCTPOICTBO, CHHAPOM WM COCTOSHHC
MPSACTABIACT CO00H 001b, AMAOET, MYKOBHCIIHIO3, OCTCONOPO3, ACTMYy, KAaIICib, XPOHHUYCCKHC OOCTPYKTHBHEIC
6onesHn nerkux, odoctpernst npu XOBJI, HeMeTKOKIETOUHBIH PaK JETKOTO, PAK MOJIOYHOMH >KEJIE3bI, PAK IPOCTATHI,
HEAJIKOTOJIBHYIO JKHPOBYIO OOJIC3Hb TNCUCHH, HCAJIKOTOJBHBIM CTEATOTCNATHT, NCPBUYHBIN OWIHAPHBIN LHPPO3

MICUCHH HJIH I[HPPO3 NCUCHH.

22. Cnoco6 mo m. 21, orimuarommiics TeM, 4To 3a00JCBAHHE, PACCTPOHCTBO, CHHAPOM WM COCTOSHHC
MPEACTaBIsleT CcOoOOH MYKOBHCIMAO3, KalIedb, AacTMy, HAWONATHYCCKHH JIETOYHBIA (DHOpPO3, XPOHHUCCKHC

0OCTpYKTHBHBIC 00JIC3HH Jerkux wimm odoctperus mpu XOBJI.

23. Cnoco6 mo m. 21, oTimuarommiics TeM, 4To 3a00JCBAHHE, PACCTPOHCTBO, CHHAPOM HJIH COCTOSHHC
NPEeaCTaBIsACT COOOH HEATKOTOIBHYIO KHPOBYK) OOJIC3Hb ICUCHH, HCAKOTOIBHBIH CTCATOICHNATHT, NMECPBHYHBIM

OMIHAPHBIN UPPO3 TICHUCHHU WK [HPPO3 TICHUCHH.

254



24, Cnoco6 mo m. 21, oTimuarommiics TeM, 4TO 3a00JCBAHHE, PACCTPOHCTBO, CHHAPOM HJIH COCTOSHHC

MPEACTABIACT COOOH HEMCIKOKIICTOHBIH PAK JICTKOTO, PAK MOJIOYHOM >KEJIC3bI HITH PaK MPOCTATHL.

25. Cnoco6 nomyucHus coequaeHuA Gpopmys! (11)

WM €r0 (hapManeBTUUECKH MPUEMIIEMON COJIH, BKITFOYAFOIIHH:

(1) ruxposu3 coequHEHUA (opMyIsI (67) C MOy YEHHEM COCTHHCHUA (PopMy bl (77);

R? (CO,R R COOH
N o T
NN NH, N‘N NH,
R3 R
6" 7

(ii) mpuBeICHHE B KOHTAKT coeauHEHHS (popmysl (7°) ¢ coeauHeHHEM (POPMYJIBI (8”) C MOTyUCHUEM

coenuHeHUS (hopMy s (9°);

0
X AN 2 0 A7
R2  COOH ACTJRI)II R),TLO/\(Q\/—'L ®D,
~ ®) NT ¥
NN NHZ / NHZ
R3 R’ 9

(iii) TTpeobpaszoBanue coeauHeHAA (Popmy Tl (97) ¢ momyUcHHEM coeauHCHUA 00mei popmy sl (11a);

20 77
o,

/I O
I\ENNHZO - I\E\IIN
R3

9" an
(iv) HeOOM3aTEIFHO, peoOpazoBaHue coeaHeHIA 00meH (hopmy sl (I1) B ero (papManCBTHUCCKH MPHECMIICMYEO
COJIb;
rac

Z3 mpeactasmaet codoit CH mm N,

B KA’KI0M KOHKPETHOM Clyuae, R! HE3aBHCHMO BBIOPAH M3 TaIOTeHa, aMuHO, ruapokcuna, Cr.g ankuia, C-g
amkokcH, Cr.g ankokcH-Cig amkokcw, rano-Cig anxmma, rano-Ci.g ankokch, -(CHz)mNR3C(O)RS, -(CH,),OR>, -
(CH2)mNR’S(O)pR8, Cs.14 apuna u ot 5- mo 14- unennoro rerepoapuia; rae Ce.14 aPHI HEOOA3ATCIBHO 3aMCIICH
OTHUM HjH O0JICC 3aMCCTHTCIIAMH, BEIOPAHHBIMHA U3 rayioreHa U Ci.g aTKuiIa;

B KaKIOM KOHKPETHOM ciydac, R? me3aBHCHMO BHIOpaH m3 Bomopoda, Cis ankmma, ramo-Cis aqkuia,
ruapokcu-Cis ankuia, -(CHz)mNR’C(O)NRS, -(CH2)mOR3, oT 3- 10 15- 4I€HHOTO TeTEpOLMKIMIA, OT 3- 10 15-
uIeHHOTO reTeponukmmi-Ci.g ankum, Ce.14 apuma U Ce.14 apun-Ci_g aTKHIA; TAC OT 3- 10 15- WICHHBIH TCTCPOIIUKIII,

ot 3- 10 15- uneHnsI# rereponukania-C.g amku, Ce.14 apui U Ce.14 apun-Cig ATKAT HCOOA3ATCTHHO 3aMCIICH OTHIM
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U GONee 3AMECTUTESIMH, BHIOpaHHBIME m3 ramoreHa, Cis amkmma, rano-Cis amxmma, -(CH2)mS(O)eRE, Cinn
LUKJIOQIKHUIA U OT 3- 10 15- WIEHHOTO TeTepOIMKINIIA;

B KaKIOM KOHKPETHOM ciaydac, R® me3aBmcuMo BHIOpaH m3 Bomopoda, Cis amkmma, rano-Cis ankuia,
ruapokcu-Crs amxmna, -(CH2)mOR?, -(CH)N(R?),, -(CH2)mS(O)pRE, Cs.12 mukmoankmma, oT 3- 10 15- 4icHHOrO
TCTCPOLHUKIINAA, OT 3- 10 15- wicHHbIH rereporukmimi-Ci.g ankuna, Ce.14 apuna, Ce.14 apun-Ci.g ankumna, ot 5- a0 14-
YICHHOTO TeTepoapmia u oT 5- g0 14- unenHoro rerepoapmi-Cig ankmna; rae Cs.p OHKIOANKWI, 0T 3- 10 15-
wIeHHOTO TeTepo MUKIHI-C 1.8 aTKUIL, Ce.14 apui U Ce.14 apui-Ci-g QTKIIT HEOOA3aTEIFHO 3aMCIICHBI OTHUM WJIH 00JIee
3aMCCTHTCIAMH, BRIOPAHHBIMH U3 TaJI0TeHA, 0kCO, Ci.g ankmna u Ci.g aTKOKCH;

B KOKIOM KOHKPETHOM Ciiyuae, R® He3aBHCHMO BBIOpaH U3 Boaopoaa u Ci.g aKuia;

B KOKIOM KOHKPETHOM Ciiyuae, R® HesasucuMO BBIOpaH u3 Bogopoaa u Ci.g aKkuia;

B KOKIOM KOHKPETHOM Ciyuae, R7 He3aBHCHMO BBIOpaH u3 Boaopoaa u Ci.g aKkuia;

B KOKIOM KOHKPETHOM ciyuae, R® HesaBrcuMo BBIOpaH u3 Boaopoaa u Ci.g aKuia;

«m» MPeACTaBIACT COOOH 1eIoe Yucio B quanas3oHe ot 0 10 4, 00a BKIIFOUHTEIHHO,

«N» MPEACTABIICT COOO0I enoe Yrucio B quana3zose ot 0 10 5, 00a BKIFOYHTEIBHO, H

«p» OPCacTaBJACT co00i1 1es1oe YKCI0 B uana3oHe ot 0 1o 2, 00a BKIFOUHUTEIHHO.

26. Cmoco6 mo m. 25, OTIHYArOIUHCA TEM, YTO JAHHYIO PEaKIHMI0 coemauHeHHA (PopMyis! (6°) mpOBOAAT B

MPUCYTCTBUH MPUTOJHOTO OCHOBAHHSL.

27. Cnoco6 1o 1. 26, OTIMYAROLIMIACS TEM, YTO JAHHOE MPHIOJHOC OCHOBAHKC MPEACTABIICT COO0H THAPOKCHT

Kaausd WIH THAPOKCHUI HATPHAL.

28. Cnoco6 mo m. 25, OTIHYAOLMHCS TEM, YTO JAHHYIO PCAKUWI0 COCAHHCHHSA (opMyms! (6°) MPOBOIIT B

MPUCYTCTBUH CMECH MPUTOAHBIX PACTBOPHTEIICH.

29. Crnoco0 1o 1. 28, OTIMYAOIHIACS TEM, YTO JAHHAS CMCCh MPHTOIHBIX PACTBOPUTEICH MPEACTABIACT COO0M

BOAY U 3TAHOJI, HJIH BOAY U MCTAHOJIL.

30. Cnoco6 mo 1. 29, OTIHYArOINUIICSA TEM, YTO CMECh NPUTOJHBIX PACTBOPHUTEIICH HAXOAUTCS B MOAXOISAIIIX
MPOTMOPIIHAX.

31 Cnoco6 o 1. 30, OTIIMYAFOINUIACS TEM, UTO JaHHAS MPOMOPLUS peaACTaBIseT coboi 1:3.

32. Cnoco6 mo m. 25, oTIHYarommics TeM, YTO JAHHYIO PEaKUWIo coeauHeHHA (opmyms! (7°) MpOBOIAT B

TPUCYTCTBUU MPUTOJHOTO OCHOBAHHSL

33. Cnoco6 mo 1. 32, oTnHYaromuiicss TeM, YTO JaHHOE NMPUTOJHOE OCHOBAHUE MPEICTABISIET coO0H (Topun
Kaus.
34 Cnoco6 mo m. 25, oTIHYarommics TEM, YTO JAHHYIO PEAKUHI0 coeauHeHHA (opmyms! (7°) MpoBOIIT B

MPUCYTCTBUH MPHTOJHOTO PACTBOPHTEILA.

256



35. Cnoco6 mo 1. 34, OTIHYAFOINUIACS TEM, YTO JAHHBIH MMPHTOXHBIH PACTBOPHTEND MPEACTABIIET cOO0H N, N -

IAMCTHI(PO PMAMUT,

36. Cnoco6 mo m. 25, oTIMYarommics TeM, YTO JAHHYIO PEAKIHI0 COeAHHEHHA (opMmyis! (9°) mpoBoaiT B

TPHCYTCTBUH MMPUTOJHOTO JCTHAPATHPYIOIIETO arCHTA.

37. Crnoco0 no m. 36, OTIMYAIOIMUIICA TEM, YTO JAHHBIN MPHTOTHBIN JCTHAPATHPYIOMMHA ar¢HT MPSACTABIACT

co00# moTH(pocPOPHYIO KUCIIOTY, NEHTOKCH (poc(hopa, XITOPHI IIUHKA HITH CCPHYIO KHCTIOTY.
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