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KOTOpBIE AEHCTBYIOT KaK MOIYJISITOPBI IJIFOKOKOPTUKOUIHOTO PELeNnTopa U MOTYT OBITh IPUMEHEHBI JIJIsI
JIe4eHUsT /WM MPOGUIAKTUKY 3a00JIeBaHUM, KOTOPbIE, [0 MEHBILIEH Mepe, YaCTHYHO OMOCPEOBaHEI
[JIIOKOKOPTUKOUIHBIM PELICITOPOM.
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JOITOJIHUTEJIBHO 3AMEINEHHBIE ITPOU3BO/JHLIE TPHA30JIO-XMHOKCAJIMHA

Hacrosiimee mu3obpeTeHre OTHOCUTCS K COSIUHEHUSIM, COOTBETCTBYIOIINM O0IIel ¢dopmyie
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KOTOpbIE JAEHCTBYIOT KaK MOIYJSTOPBI TIIFOKOKOPTUKOHIHOTO peLenTopa W MOTYT OBITh
NPUMEHEHBI IS JISUeHHsI W/ WK NpopUIakTHKH 3a00JIeBaHUH, KOTOpPhIE 1O MEHbIIEH Mepe

HaCTUYHO OIOCPEAOBAHDBI I'NTIOKOKOPTUKOUAHBIM PEHCIITOPOM.

I MFOKOKOPTUKOUBI (T'K) OKa3bIBAIOT CUJIbHBIN MIPOTUBOBOCHAIUTEIBbHBIMN,
UMMYHOCYTIPECCUBHBIH ¥ OOJNEe3Hb-MOAU(DHUIMPYIOIINA  TepameBTHdeckuii 3¢ dexr,
OTIOCPENOBAHHBIN TTIOKOKOPTUKOUAHBIM peuentopoM (I'P). OHm mecATUNETHSMH LIMPOKO
UCTIONIb3YIOTCS ISl JIEYEHUS] BOCHAJIUTENBbHBIX U MMMYHHBIX 3a00JI€eBaHUI M OO CHX IIOP
ABIISIOTCS HanOosee 3P GeKTUBHON Tepanuel Mpy TaKUX COCTOAHUAX. OTHAKO X pOHHUECKOMY
JEUSHUI0 BOCHANUTENbHBIX 3aboneBaHuii ¢ mnomompio 'K mpensrcTByror moOouHbIe
s¢dextr, cpazanHble ¢ K. Takume HexenarenpHble NOOOYHBIE 3(PQEKTHI BKIOYAIOT
WHCYJIMHOPE3UCTEHTHOCTh, AMA0eT, TUIMEPTEH3UI0, IJIAYKOMY, MAEMPECCHI0, OCTEOINopos,
yrHeTeHrne (PyHKLUUN HAAIMOYEYHUKOB M UCTOIIEHHE MBIIIL, IPH 3TOM OCTEONopo3 U nuader
SIBJISIFOTCST HarOoJiee TsKeNbIMU ¢ BpadeOHol Touku 3peHust (Hapgood JP. et al., Pharmacol
Ther. 2016 Sep; 165: 93—113; Buttgereit F. el al, Clin Exp Rheumatol. 2015 Jul-Aug;33(4
Suppl 92):529-33; Hartmann K. et al, Physiol Rev. 2016 Apr;96(2):409-47).

OnHUM MPUMEPOM MEePOPATBbHOTO MIFOKOKOPTHKOHMIA SIBJISETCS MPEIHU30H, KOTOPBIH 4acTo
HA3HAYAIOT IS JIEYSHHsI HECKOJIbKUX BOCTanuTeNbHbIX 3a0oneBanuii (De Bosscher K et al,
Trends Pharmacol Sci. 2016 Jan;37(1):4-16; Buttgereit F. et al., JAMA. 2016;315(22):2442-

2458). Tlockonbky 'K BBI3BIBAIOT yrHEeTeHHE (PYHKIMH HAAMOYEUHHKOB, CHHIPOM OTMEHBI
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NPETHU30JIOHAMOXKET OBITh TSDKENbIM, €CIH TMpPHEM IIpernapara pe3Ko NPEeKpaTUTb MpU
HCUE3HOBEHUHU BCEX MPU3HAKOB 3aboseBanus. [loaTomy nocrenenHoe cHikeHne 103l ['K no
(pU3HONOTHUECKON HYacTO SIBJISIETCSl YaCThIO IPOTOKOJIOB JICUEHHs C LENbI0 CHU3UTb PHUCK
peuMauBa U pa3BUTHS APYTHUX CUMITOMOB cuHApoMa otMeHbl (Liu D. et al., Allergy Asthma
Clin Immunol. 2013 Aug 15;9(1):30). Takum 00paszom, CyLIECTBYET BbICOKAs MEIULIMHCKAS
NOTPEOHOCTh B HOBBIX 3(PQEKTHBHBIX MPOTHBOBOCHIAIUTENBHBIX IperapaTaX ¢ MEHBbIIUM

KOJIMYECTBOM MOOOYHBIX 3 (PEeKTOB.

HenaBHne wuccnenoBaHus COCPENOTOYEHBI Ha pa3paboTKe YaCTUYHBIX ArOHUCTOB HJIH
CEJIEKTUBHBIX MOIYJSITOPOB TIFOKOKOPTHKOWAHOTO PELENnTOopa, KOTOPble aKTUBUPYIOT MyTH
Uil MHTUOWPOBAHMS BOCHAJICHMs, OIHAKO H30€raloT HAleJWBaHUS HAa IyTH, KOTOPBIE
MPUBOIST K pa3BUTHIO CBsi3aHHBIX ¢ ['K mobounbx 3¢(ekToB. Beuto mponeMoHCTpHUpPOBAHO,
9ro OOJBIIMHCTBO TakUX 3(PPEKTOB ONOCpPenoBaHbl pasNu4HbIMH [ P-3aBHCHMBIMU
TEHOMHbIMA  MEXaHHU3MaMH, Ha3bIBAEMbIMH  TPAHCAKTUBALMS W  TPAHCPEIPECCHSL.
IIporuBoBocnanutenpHOe nericteue 'K o0ycloBieHO TiIaBHBIM 00pa3oM TpaHCpemnpeccHei
BOCIIAJINTENbHBIX T€HOB, TOINAa KaK ONpeneleHHble MoOouHble 3 (EeKTh MPEenMyIIeCTBEHHO
OToCpe0BaHbl TPaHCAKTUBALMeN Heckonbkux reHoB. CornacHo npupose aurasaa I'P moxer
CEJIEKTUBHO MOIYJIUPOBAThCS B KOHKPETHOH KOH(pOpPMaLMHU, B KOTOPOH MpeamnoyreHue oyner
OTHABaTbCS TPAHCPENPECCUH IO CPAaBHEHHIO C TPAaHCAKTUBALMEH, YTO MPHUBOAUT K
ynydmeHHoMmy TepaneBtudeckomy dhdexty (De Bosscher K et al., Trends Pharmacol Sci.
2016 Jan;37(1):4-16). Konuenumss mnomoOHBIX OMCCOLMUPOBAHHBIX JIMTAHAOB ObLIa
ompeneNeHa OKOJO ABYX JACCATHJIETHH Ha3ad, U ObUIM HMASHTU(UIUPOBAHBI HECKOJIBKO
COEAMHEHUH, KOTOpbIE MPOLUIA OLEHKY B IOKJIWHHYECKUX WU KIMHUYECKHX HCIBITAHUSIX,

OAHAKO HU OAHO U3 HUX A0 CUX MOP HE ObLIO o;:[o6peHo AJI KIIMHUYCCKOro IpUMEHCHM.

COGI[I/IHGHI/UI, KOTOpPBIC ABJIAIOTCA AKTHUBHBIMU  MOAYJATOPAMH  TIHOKOKOPTUKOHUAHOIO

peuenropa, Takke u3BectHel 13 WO 2009/035067 u WO 2017/034006.

Ilenpto HacTOsmEro wu3o0peTeHus: ObLIO OOecledeHre HOBBIX COSAMHEHUH, KOTOpBIe
ABJIAKOTCA MOAYJIATOPaAMHU TNIHIOKOKOPTHUKOUAHOTO PEHCITOPA U KOTOPBIC NPECANOYTHTCIBHO
00afaroT MPEerMyIeCTBAMH M0 CPABHEHHIO ¢ COEMUHEHHSIMUA TMPEIIIECTBYIOIETO YPOBHS

TexHUKH. HoBble COCAUHCHUA, B YaCTHOCTHU, HNOJIKHBI MOAXOAUTH MJIA UCIIOJIb3OBAHUSA TIPU
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JeUSHUN W/WIN PO HIIAKTHKE PACCTPONUCTB MK 3a00JI€BaHUI, KOTOpBIE 10 MEHbLIEH Mepe

YaCTUYHO ONOCPEIOBAHBI IIIOKOKOPTUKOHIHBIM PELIETITOPOM.
Ota nenb OblIa JOCTUTHYTA B COOTBETCTBHH C IPEAMETOM (hOPMYJIbI H300PETEHUSI.

HeoxxunanHo Obuto OOHApy)K€HO, HYTO COEOUHEHHUS B COOTBETCTBHHM C HACTOSLINM
U300pETEHHEM SIBIIIIOTCA  BBICOKOA((EKTUBHBIMH MOAYJISATOPAMH  TIIFOKOKOPTHKOHIHOTO

peuenropa.

Hacrosiiee n3obpeTeHre OTHOCUTCS K COSAMHEHHIO, COOTBETCTBYIOIIEMY OOIel ¢Gopmyiie

D,

A (R11)n
N:( R; ﬂ\\ A
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N S N g
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R*> H
R4
)
rre
R! MPEACTaBIISIET coboit H; C1.10-aJIKuUI; C5.10-LIMKJIOAJIKHUIL, 3—7-4JIeHHBIN

reTepOLMKIIOANKIIL, ApWJL, WU 5 UK O-4JICHHBIN reTepoapul,
rae Cs.jo-LUKJIOANKUN, 3—7-4I€HHbIN IeTepOLMKIOANKWI, apuil U 5 WM O-4IeHHbIN

reTepoapmil MOXKeT Heo0s3aTeNbHO OBbITh coenuHeH depe3 Ci.6-aIKUICHOBBIH MOCTHK;

R? npencrasisier codoit H; F; CI; Br; I, CN; C.jp-ankwmr; Cs.jo-tmuknoankmr, O-Ci.o-anku,
NH)(Ciapp-anxun), N(Cp.e-ankun),, C(O)-Ci.jp-ankxum, C(0)-O-C.jp-ankun, C(O)-
NH;; C(O)-N(H)(C.1p-amkun); C(O)-N(Cj.jp-ankmn),; O-Cs.o-tmuxnoankmr, N(H)(Cs.
o-mmktoankmn), N(Ci.jo-ankun)(Cs.jo-umknoankun), C(O)-Cs.jp-umknoankmn; C(0)-0-
Cs.o-muxnnoankmwr, C(O)-NH)(Cs.jo-muxnoankmn) wim  C(O)-N(Cy.jp-ankmn)(Cs.1o-
LIUKJIOAJTKUIT);
rae Cs.10-LUKIOATKII MOKET HeoOs3aTesIbHO ObITh coequHeH Yepe3 Ci.¢-aJlKHIeHOBbII

MOCTWUK;

3 o
R’ mpencrasisier codoit H; F; Cl; Br; I; CN; Cy.jp-amkun;, Cs.jp-umknoankuit, O-Cj.jo-anKu,

NH)(Cy.qp-ankun), N(Ci.jp-ankun),; C(0)-Cijp-ankmwr, C(0)-O-Ci.-anxmr;, C(O)-
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NH;; C(O)-N(H)(C.1p-amkun); C(O)-N(Cj.jp-ankmn),; O-Cs.o-tmuxnoankmr, N(H)(Cs.
o-mmkoankmn), N(Ci.o-ankun)(Cs.jo-umknoankun), C(0)-Cs.jp-umknoankmn; C(0)-0-
Cs.o-muxnnoankmwr, C(O)-NH)(Cs.jo-muxnoankmn) wim  C(O)-N(Cy.jp-ankmn)(Cs.1o-
LIUKJIOAJTKUIT);

rae Cs.10-LUKIOATKII MOKET HeoOs3aTesIbHO ObITh coequHeH Yepe3 Ci.¢-aJlKHIeHOBbII

MOCTUK;
4 o
R" mpencrasnsier coboti F wnu Cl;
5. Rt . . ,
R’ u R’ mpencrasnser codoit HezaBucumo apyr ot apyra H ninn nezamernenHbii C_4-aKu,
., 7
X npencrasisier coboit N nmm NR';
. 7 9
Z npencrasisier codoiit N, NR* wiu CR”;

IIPU YCJIOBUU, YTO
o 7 o 9
rae X npexacrasisiet coboit NR', Z npencrasisier codboit N wim CR™;

- - 7
korga X npexacrasisieT codoit N, Z npencrapisiet codoit NR;

R mpencrasimster coboit H umu L-R®; rae

L mpencrasisier coboit cBsi3b;, S(O); S(O),; Cirs-anxunen;, C(0); C¢-ankunen-C(O),
C(0)-0; Cg-anxkunen-C(0)-0; C¢-ankunera-N(H)-C(O), C,.g-ankmneH-N(C.jo-
ankmn)-C(0); Cs-ankunen-N(H)-C(0)-0O; Cis-ankmneH-N(C,.jp-anxmn)-C(0)-0;
O; NH umu N(C.-jp-amxmn);

R® npencrasiasier  cobort  Ci.p-ankwn,  Cs.o-IUKJIOANKWI WM 3—7-4JIeHHBIHA
reTEPOLMKIOATKII,
rae Cs.10-LUKJIOANKII U 3—7-4JIeHHBIA T€TePOLUKIOATKUII MOTYT HEOOs3aTeIbHO

ObITh coeuHeHbI yepe3 C.6-aTKUICHOBbIN MOCTHK;

R’ uRY npencTaBisiroT codoi Hezasucumo apyr ot apyra H; F; Cl; Br; I; CN; Cy.jp-anku,
Cs.o-tmknoankwr, 3—7-unenHbiii rerepounkioankit; S(O)-(Ci.jp-ankmwn); S(O)-(Cs.10-
ukoankun), S(0)-(3—7-unennbiéi rerepouukioankui), S(0),-(Ci-o-ankun), S(O),-
(Cs.ro-umknoankuin), S(O)-(3—7-unennpii rereporukioankmn); P(O)-(Ci.jp-ankumn),;
P(O)(C.10-amxun )(Cs.1o-IIUKIOATKI); P(O)(C.1p-amxmn )(3—7-uneHHbIH
reTePOLIUKIIOANTKHIII), P(0)-(0-Cy. p-ankuin),; P(O)(O-C,.p-anxum)(0O-Cs.10-
ukgoankun), P(O)(O-Ci.jp-amkmn)(O-(3—7-unennsiii  rereporukioankun)); O-Ci.o-
ankmit;, S-Ci.o-ankwn, N(H)(Ci.jp-amkmi), N(Ci.jp-anmkmn)y; C(0)-C.jp-anxwmr;, C(0)-O-
Cio-ankun, C(O)-NH,; C(O)-NH)(Cj.pp-anxmn); C(O)-N(Cj.jp-anxmn),, O-Cs.po-
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tukJoankui, N(H)(Cs.io-umknoankmi), N(Ci.jo-ankun)(Cs.jo-ttukmnoankmi);, C(0)-Cs.10-
ukJoankui, C(0)-0-Cs.o-tmknoankui, C(O)-N(H)(Cs.jp-umknoankun); C(O)-N(Ci-10-
ankun )(Cs.jo-uukinoankmn);, O-3—7-unennbiii rerepoumknoankmr, N(H)(3—7-uneHnbii
rerepounkoankui), N(Cj.jp-amkmwn)(3—7-wiennbiii rerepouukinoankmn), C(O)-3-7-
yieHHbIl rerepounkioankmi, C(O)-O-(3—7-unennbiii rerepoumkioankmn), C(O)-
NH)(3—7-unennpiii  rerepounknoankmwi) wmm  C(O)-N(Ci.jp-anmkmn)(3—7-41eHHbINA
reTePOLIUKIIOANTKHIII),

rae Cs.jo-LIMKJIOANKUI U 3—7-4IeHHbIH reTepOLUKIOATKHII MOTYT HEOOs3aTeIbHO ObITh

coenuneHbl yepe3 Ci.6-aJIKUJIEHOBbIN MOCTHK;

R" npencrasisier coboii F; Cl; Br; I; CN; Cy.p-ankwr;, O-C.jp-anxwr, NO;; OH, NHj; Cs.j0-
IUKIoANKu, 3—7-uneHHbld  retepouukioankui, S(O)-(Cijp-ankmn); S(O)-(Cs.i0-
ukoankun), S(0)-(3—7-unennbiéi rerepouuknoankui), S(0),-(Ci.p-ankun), S(O),-
(Cs.ro-umknoankuin), S(O)-(3—7-unennpii rereporukioankmn); P(O)-(Ci.jp-ankumn),;
P(O)(C1-10-amxum )(Cs.10-IIUKIOATKI); P(O)(C1-10-amxmn )(3—7-uneHHbIH
reTePOLIUKIIOANTKHIII), P(0)-(0-Cy. p-ankuin),; P(O)(O-C,.p-anxum)(0O-Cs.10-
ukgoankun), P(O)(O-Ci.ip-amkun)(O-(3—7-unennsiii  rereporukioankun)); O-Ci.o-
ankmwr, N(H)(Ci.jo-ankmn), N(Ci.jpo-ankun)y; C(O)-Ci.e-ankumn, C(O)-O-Ci.jp-anku,
C(O)-NH;; C(O)-N(H)(Ci-j0-amkmn); C(O)-N(Ci.jpo-amkmn)y;  O-Cs.0-IUKIOATKWIT,
NH)(Cs.qo-muxoankmn), N(Cy.jp-ankumn)(Cs.ip-uuknoankun), C(O)-Cs.1o-IUKI0ATKIIT,
C(0)-0-Cs.o-muxnoankui, C(O)-N(H)(C;.1p-unknoankmn), C(O)-N(C.jp-amxui)(Cs.io-
LIMKJIOAJIKU); O-3-7-unenHsii reTepOLIMKIIOANKUI, N(H)(3—-7-uneHnsit
rerepounkoankui), N(Ci.jp-amkmn)(3—7-uinennbiii rerepouukinoankmn), C(O)-3-7-
yieHHbld  reTeporukiIoadkmwt, C(O)-O-(3—7-unennswiii rerepormkioankumn);, C(O)-
NH)(3—7-unennpiii  rerepounknoankmwi) wmm  C(O)-N(Cy.jp-anmkmn)(3—7-41eHHbINA
reTePOLIUKIIOANTKHIII),
rae Cs.10-LMKJIOANKUI U 3—7-4IeHHBIH reTepOLUKIOATKHII MOTYT HEOOs3aTeIbHO ObITh

coenuHeHbl yepe3 C.¢-aJKUIeHOBbIN MOCTHK;
n npencrassiet codoii 0, 1, 2 v 3;

rae Ci.jo-ankun, Ciy-anxun u Cie-alKUIEH B KaKIOM Cilydae He3aBHCHMO JIpyr OT Jpyra

SIBJISIIOTCST IMHEMHBIMU WITH Pa3BETBJICHHBIMU, HACBIICHHBIMU UJIN HECHACBIIICHHBIMH,

rone  Ciqo-ankun, Cig-ankmn, Crg-ankuned, Cs.o-IUKIOAIKHA U 3-7-4JIeHHbIHA

FETCPOLUKIIOANIKHMIT B KAXIOM  ClIy4da€  HE3aBUCHMMO ApPyr OT Apyra  SABJIAKOTCA
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HE3aMCIICHHbIMHY, MOHO- WM ITIOJHM3aMCIICHHBIMH OJHUM HJIH 60.]'[66 3aMECTUTCIIAAMU,
BeiOpanaeiMu 13 F; Cl; Br; I; CN; Cis-anxuna; CF3; CF,H; CFH,; CF,Cl; CFCl,, C(O)-Ci.-
ankuna;, C(0O)-OH; C(0)-OC,¢-ankmna; C(O)-NH;; C(O)-N(H)(C,¢-amkuna), C(O)-N(Ci.6-
ankuna),, OH; =0; OCF;; OCF,H; OCFH;; OCF,Cl; OCFCl,; O-C,¢-ankuna, O-C(O)-Ci.6-
ankmna;, 0-C(0)-0-Cs-ankuna; O-(CO)-N(H)(C,¢-ankuna), O-C(O)-N(C,¢-ankuna);; O-
S(0),-NH;; O-S(0),-N(H)(C,¢-ankuna); O-S(O),-N(Cs-ankmna);; NH,; N(H)(C,.¢-ankumna);
N(Cg-anmkmna);; N(H)-C(0)-Cig-ankuma; N(H)-C(0)-O-C,g-ankuna; N(H)-C(O)-NH;;
N(H)-C(O)-N(H)(C,s-ankuna), N(H)-C(O)-N(C,¢-ankuna),;  N(C,s-ankmn)-C(0)-C¢-
ankmna; N(Cis-ankmn)-C(0)-O-Cis-ankuna; N(Ci.s-ankmn)-C(O)-NH,; N(C,s-ankun)-C(O)-
NH)(C1s-anxuna); N(C;¢-ankmn)-C(O)-N(C;-ankuna),; N(H)-S(0),OH; N(H)-S(O);-C1.6-
ankmna;, N(H)-S(0);-O-Cg-ankuna; N(H)-S(0),-NH,; N(H)-S(0),-NH)(C,.¢-ankuna),
N(H)-S(O);N(C,4-ankuna),; N(C¢-ankmn)-S(0),-OH; N(C,g-ankmn)-S(0),-C.¢s-ankua,
N(Ci6-amkmn)-S(0),-0-Cig-anxuna;  N(Cie-ankmn)-S(0),-NHy;,  N(Cig-ankmn)-S(O),-
NH)(Cis-ankuna), N(Cje-ankmn)-S(0),-N(Cis-anxuna); SCF3; SCF,H; SCFH;; S-Ci.-
ankmna; S(0)-Cig-ankuna; S(0),-C-ankuna; S(0),-OH; S(0O),-0O-C,s-ankuna;, S(O),-NH;;
S(0),-N(H)(C,¢-ankmuna),  S(0);-N(C,g-ankuna),;  Cie-UuKIOATKUIA,  3-0-4JI€HHOTO
rerepouukioankuina;, Genuia; S uim 6-uneHHoro rerepoapuna;, O-Cs.g-umknoankuna;, O-(3-6-
YJIEHHOTO reTeporukioaikuia), O-penmna; O-(5 wmm 6-unennoro rerepoapuia), C(O)-Cs.6-
mukoankuia, C(0)-(3-6-unenHoro rerepouuknoankmna), C(O)-penuna; C(O)-(5 wumu 6-
YJICHHOTO reTepoapuia), S(0),-(Cs6-uKIIOATKUTIA); S(0),-(3-6-unenHoro

rerepounknoankuna); S(O),-penmna wim S(O);-(5 wnm 6-4eHHOTO TeTepoapuia),

I7ie apuil U 5- WU O-4JIeHHBIM reTepoapui B KaXKAOM Cllydae HE3aBUCHMO APYr OT Apyra
SIBJSIFOTCS.  HE3aMEIEHHbIMH WJIM MOHO- WJIM TOJM3aMEIIeHHbIMH OIHMM WJH Ooee
3amecturessivu, BeiOpanabivMa u3 F; Cl; Br; [, CN; C,¢-ankuna, CF5; CF,H; CFH,; CF,Cl;
CFCly;, Cig-ankunen-CFsz; Cig-ankunen-CF;H; Cj4-ankunen-CFH,, C(O)-C,¢-ankuna,
C(0)-0OH; C(0)-0C,¢-ankuna, C(O)-N(H)(OH), C(O)-NH;; C(O)-N(H)(C;-s-ankuna);,; C(O)-
N(C,g-anmkuna),; OH; OCF;; OCF,H; OCFH;; OCF,Cl; OCFCl,; O-C,¢-ankuna; O-Cs.4-
mukoankuna, O-(3-6-unennoro rereporukioankuiaa), NH,, N(H)(C,¢-amkuna), N(Ci.6-
ankuna),; N(H)-C(0O)-Cs-ankuna;, N(Cis-anxmn)-C(O)-Cs-ankuna; N(H)-C(O)-NH;; N(H)-
C(O)-N(H)(C,¢-ankmuna);  N(H)-C(O)-N(C,¢-ankuna),;  N(C;-ankmn)-C(O)-N(H)(C1-6-
ankmna), N(Cig-aaxmn)-C(O)-N(C¢-anxuna);; N(H)-S(0),-C,s-ankmna, SCF3; S-Cis-
ankmna; S(0O)-Cig-ankuna;, S(0);-C.¢-ankuna; S(O);-NH;; S(O),-N(H)(C,.¢-ankuna); S(O);-

N(Cis-amkuna)y;  Csg-muknoankuia,  Cju-ankuieH-Cs.o-UUKIoANKUiIa,  3-0-4JIeHHOTO
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rerepouukoankmna;, Ci.4-aakuieH-(3-6-4JIeHHOTO TeTepOLUKIOANKIIA), (PeHUIa WK S5 WITH

6-4JIEHHOTO TeTepoapuia;

B (popMe CBOOOIHOTO COEUHEHUS HITH €r0 (PU3NOJIOTHUECKH TPUEMIIEMON COJIH.

B NPEANIOUTUTCIIBHOM BAPUAHTE OCYHICCTBIICHUA COCAMHECHUE B COOTBETCTBHUU C HACTOAIIUM
n300peTeHreM MPUCYTCTBYET B popMe CBOOONHOrO coenauHenwust. i neneli cnenudukanun
«CBOOOIHOE COENMHEHHE» MPEANOYTHTEIHHO 03HAYAET, YTO COENMHEHHE B COOTBETCTBUHU C
HACTOSIIIUM H300peTeHneM He MpHUCYTCTBYeT B (opme comu. CrocoObl ompeneneHus,
NPUCYTCTBYET JIM XHUMHYECKOE BEIecTBO B (hopMe CBOOOMHOTO COEAMHEHUS WJIM COJIH,
W3BECTHBI CIENUAINCTY B JAHHOW OOJNACTH TEXHUKH, 3TO, Hampumep, cnekrpockomnus AMP

14 15
TBEPAOro Tena Ha sapax ~ N wuiu N, PEHTTeHOBCKas AU(pPaKIusi, PEHTTEHOBCKAs

2

nopomkoBast audpakromerpus (XRPD), UK, Paman, PO3C. Takxke MOXKHO UCIOJIB30BATh

1 .
cnektp H-SAMP, 3anucanHbIil B pacTBOpe, YTOOBI y4€CTh HATUYHE POTOHHUPOBAHMUS.

B nmpyrom mpenmodTUTENbHOM BapUaHTE OCYIIECTBICHUS COEAMHEHHE B COOTBETCTBHU C
HACTOSIIIUM H300peTEeHHEM MPUCYTCTBYET B (hopMe (PU3NOJOTHUECKH TprueMiieMoit conu. s
Heneil HacTtosmed cneunUKaUUd TEPMHH «(QU3MONOTMYECKH TIpUeMJIeMas  COJb»
NPEATIOYTUTENIbHO OTHOCHTCS K COJIH, TOJNYYEeHHOH W3 COEOUHEHHUS B COOTBETCTBHU C

HAaCTOAIIHUM I/1306peTeHI/IeM u (1)I/ISI/IOJ'IOFI/ILIGCKI/I HpHeMHeMOﬁ KHUCJIOTHI UJIHM OCHOBAHUA.

B cooTrBercTBUM ¢ HACTOSIIUM H300pETEHHEM COEIUHEHHE B COOTBETCTBUU C HACTOSIIIUM
U300peTeHNeM MOKET MPHUCYTCTBOBATH B JIFOOOW BO3MOXKHOW (hOpMe, BKIIKOUAsl CONBBATHI,
cokpuctauibl U nojnuMmopder. s weneit Hacrosimel crenuUKAMA TEPMHUH «COJIbBATY
NPEATIOUYTUTENIBHO OTHOCHTCS K anaykTy (1) COGAMHEHHS B COOTBETCTBUU C HACTOSIIUM
u3o0pereHreM WM ero (U3NOJOTHUECKH mpuemineMod comd ¢ (11) OTHAeNbHBIMU

MOJIEKYJISIPHBIMH 3KBHUBAJIEHTAMHU OJTHOTO WK O0Jiee pacTBOPUTENEH.

Kpome ToOro, coenuHeHne B COOTBETCTBUM C HACTOALIUM H300PETEHHEM MOXKET
NPUCYTCTBOBaTh B (popMe palemMara, SHAHTHOMEPOB, AMACTEPEOMEPOB, TAYTOMEPOB WU

JIFIOOBIX UX CMECEH.

Hacrosmee I/1306peTeHI/Ie TaK)Ke€ BKJIIOYAET B Ce0sl M30TOIHBIE HU30MEPbI COCAUHEHUA T10

AaHHOMY I/1306peTeHI/II-O, npuieM 1o MEHBIIEH MEpPE OAMH aTOM COCAHMHCHHUA 3aMCUICH
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H30TOTNIOM  COOTBETCTBYIOIIETO AaTroMa, KOTOPBIH OTJIMYAeTCs OT NPEeUMYIIECTBEHHO
NPUPOJHOTO H30TOMNA, a TaKXke JI0Oble CMECH H30TOMHBIX H30MEPOB TAKOIO COEAMHEHMS.
[IpennouTHTe bHBIMI H30TOMaMu siBismoTcst “H (mefrepumit), "H (tpurmit), “C u “C.
H30TONHBIE N30MEPBI COSAMHEHHUS 110 N300PETEHUIO, KaK MPaBUIIO, MOTYT OBITh MOJyYEHBI C

IIOMOIIBIO OOBIUHBIX npoucayp, U3BECTHLIX CIICLIUATIUCTY B I[aHHOfI 00J1aCTH TEXHUKHU.

B coorBercTBUU ¢ HacTOSIMM M300peTeHneM TepMuHbI «Ci.jp-anmkmm», «Ci g-amkum», «C.q¢-
ankumy U «Cp4-alKi» MPEANOYTUTESIbHO O3HAYAKOT ALUKJINYECKUE HACBICHHBIC WIH
HEHACBILIEHHbIE anmudarnyeckue (T. €. HeapoMaTHUeCKHe) YIJIEBONOPOIHBIE OCTATKH,
KOTOPBIE MOTYT OBbITh JIMHEHHBIMH (T. €. HEPA3BETBICHHBIMH) WA Pa3BETBJICHHBIMU, KOTOPHIE
MOTYT OBITh HE3aMEUIEHHBIMH JIUOO MOHO- WM TMOJIM3aMEIICHHBIMU (HampuMep, IH- WU
TpU3aMelIeHHbIMH) 1 KOTOpbie comepkar oT 1 1o 10 (1. e. 1,2, 3,4,5,6,7, 8, 9 wnu 10), ot 1
no8(r.e 1,2,3,4,5 6 7umu8),orl no6(r.e. 1,2,3,4, Sumud)uorl nod(r.e 1,2,3
win 4) aTOMOB yTJIepoa, COOTBETCTBEHHO. B MpeAmnoYTuTeIbHOM BapUaHTe OCYIEeCTBICHUS
Ci.o-ankun, Cig-amkun, Cig-ankun u Ci4-aJdKui SIBJSIIOTCS HACBIIIEHHbIMH. B apyrom
MPEennoYTUTENbHOM BapuaHTe ocyiiecTBiaeHus: Cj.jp-ankmi, Ci.g-ankui, Ci.g-ankun u Cju-
AJKWJ  SIBJISIIOTCS  HEHACBIIEHHBIMH. B COOTBETCTBMM ¢  HACTOSILIUM  BapUaAHTOM
ocyuiectBieHus: Cj.jp-ankmn, Cig-ankuni, Cie-ankmn u Ci4-aJKUI COAEpPIKAT MO MEHbIIEH
Mepe onHy aBoiHYK CBsi3b C-C (C=C-cBsi3b) Win 1O MEHbBIIEH Mepe OOHY TPOUHYIO CBsi3b C-
C (C=C-cBs3b). B eme onHOM npeanoYTUTENLHOM BapuaHTe ocymmectsiaeHus Ci.jp-aakmi, Cy.
g-ankui, Cie-ankun u Ci4-ankun SBisitoTes (1) HAChIMEHHBIME WM (11) HEHACBIIEHHBIMH,
npudeM Ci.jo-ankui, Cis-anakui, Ci.g-amkun u C4-aKui coaepkar o MEHBIIEH Mepe OIHY,
npeaAnouTuTeNbHO ofHy, TpoiHyio cBa3b C-C (C=C-cBssp). Ilpennmouturensasie Ci.jo-
AJIKWJIbHBIE TPYIITBI BBIOPAHBI H3 METHJIA, 3TUJIA, STEHIUT (BUHWIIA), H-MPOMUJIa, 2-ponwia, 1-
nponuHuia, 2-nponuHmia, nponenuna (-CH,CH=CH,, -CH=CH-CHj3, -C(=CH,)-CH3), B-
OyTuna, 1-Oyruanna, 2-Oytunmna, 1-Oyrennna, 2-Oytenmnna, n300yTuia, BTOp-OyTuia, Tper-
OyTuna, H-TIEHTUJA, 2-TIeHTUJa, 3-TIeHTWIa, |-TIeHTeHwna, 2-MeHTeHWna, |-MeHTuHWIa, 2-
NEeHTUHWIA, 2-MeTWiIOyTuia, 3-MeTmnoyruina, 3-MeTwiOyT-2-mna, 2-metunOyr-2-una, 3-
MeTHNIOYT-1-uHMIa,  2,2-TUMETHINPONUa,  H-TeKCuia,  2-TeKCwia,  3-TeKcwma,  2-
METUINICHTUIA, 4-METHUIITICHTHUIIA, 4-MeTUNTeHT-2-1a, 2-METHUJITIeHT-2-1J1a, 3,3-
OUMeTHNOyTIIa, 3,3-IUMEeTHNIOyT-2-1jIa, 3-METHINEHTHIA, 3-MEeTHINEHT-2-1ia ©u  3-
METHJINIEHT-3-11a; OoJiee MPEeNrmoYTUTEIbHO M3 METHJIA, 3THA, H-MPOMuia, 2-mponuia, 1-

nponuHwia, 2-nponunamna, nponenuna (-CH,CH=CH,, -CH=CH-CHj3, -C(=CH,)-CH3), H-
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Oytuna, 1-Oyrununa, 2-0Oyrununa, 1-Oyrenuia, 2-0OyTreHuna, n3o0yTuia, BTop-OyTuia, Tpet-
OyTuna, H-TIEHTUJA, 2-TIeHTUJa, 3-TIeHTWIa, |-TIeHTeHwna, 2-MeHTeHWna, |-MeHTuHWIa, 2-
NEHTUHWIA, 2-MeTWIOyTHIa, 3-MeTHWIOyThiIa, 3-MeTHiOyT-2-uja, 2-MeTwmioyTr-2-ujia, 3-
MeTHIIOYT- | -uHMIa, 2,2-TUMETHINPONNa, H-TeKCHIa, H-TeNTHIa, H-OKTHIA, H-HOHWJIA U H-
neria. I[Ipennoururenvhbie C.g-adKWIbHBIE TPyl BEIOPAHBI U3 METHIIA, TUJA, STCHII
(BuHMITA), H-IIPOIUJIA, 2-nponuina, I-nponuHuna, 2-nponuHuna, MIPOIEHUIIA
(-CH,CH=CH,, -CH=CH-CHj;, -C(=CH;)-CH3), v-Oytuna, 1-Oyrunamna, 2-Oyrtunumna, 1-
Oyrenmna, 2-OyreHwna, n3o0yThia, BTOp-OyTwia, Tper-OyTwWia, H-NEHTWIA, 2-TIEHTWIA, 3-
MeHTHNa, |-MeHTeHWsa, 2-TIeHTeHWIa, |-MeHTUHWIA, 2-TeHTHHWIA, 2-MeTwiOyThna, 3-
MEeTHNIOyTHIa,  3-MeTWiOyT-2-una,  2-MetwiOyt-2-unma,  3-metwinOyrt-1-wuamnma, — 2,2-
OUMETWINPONWIA, H-T€KCHIA, 2-TeKCUJIa, 3-TeKCUJIa, 2-MEeTUINEHTUIa, 4-MeTHUINeHTuna, 4-
METHJINIEHT-2-WTa, 2-MEeTWINeHT-2-una, 3,3-guMmetmnoytuna, 3,3-numerwnOyr-2-una, 3-
METHJIIEHTIIA, 3-METHINEHT-2-uia ¥ 3-MeTHINEeHT-3-mia; Oojiee MPeanoYTUTENbHO U3
METWJIa, OTWJIA, H-NPONWja, 2-Mponuia, |-mponuHWiIa, 2-OponuHUiIa, NPONeHusa
(-CH,CH=CH,, -CH=CH-CHj;, -C(=CH;)-CH3), v-Oytuna, 1-Oyrunamna, 2-Oyrtunumna, 1-
Oyrenmna, 2-OyreHwna, n3o0yThia, BTOp-OyTwia, Tper-OyTwWia, H-NEHTWIA, 2-TIEHTWIA, 3-
MEeHTHNa, |-MeHTeHWsa, 2-TIeHTeHWIa, |-MeHTUHWIA, 2-TeHTHHWIA, 2-MeTwiOyTuna, 3-
MEeTHNIOyTHIa,  3-MeTWiOyT-2-una,  2-MetwiOyt-2-unma,  3-metwinOyrt-1-wuamnma, — 2,2-
TUMETUJINPOIINIIA, H-TeKCHIa, H-renTuia U H-okTwna. [Ipennoururenshbie Ci.¢-aJKIIbHBIE
IPYIIbl BBIOPAHBI U3 METHJIA, 3THJIA, STEHWJ (BUHWIIA), H-TIPOIWIA, 2-TIPONHia, H-OyTHIa,
u300yTHia, Brop-OyTHia, TpeT-OyTuiia, H-MEHTHIA, 2-NIeHTHIa, 3-IEHTIIA, 2-MeTHIOYTHIIa,
3-MeTwnOyTuna, 3-MeTunoyT-2-mna, 2-MeTrunoyT-2-una, 2,2-TMMeTWINPOIIIA, H-TeKCUIa, 2-
reKcusia, 3-TeKCcuia, 2-MeTUJIMeHTuNa, 4-MeTuIneHTuna, 4-MeTUNMNeHT-2-una, 2-MeTHJITIeHT-
2-una, 3,3-qumerunOyTuna, 3,3-1uMeTunoyT-2-mia, 3-MeTHUINMEeHTHIA, 3-MEeTHIITIEHT-2-11a U
3-MeTwineHT-3-mia; 0oee MPeamnoYTUTEIPHO U3 METHJIA, STUJA, H-TIpOMnuia, 2-npomnuia, 1-
nponuHuia, 2-nponuHmia, nponenuna (-CH,CH=CH,, -CH=CH-CHj3, -C(=CH,)-CH3), B-
OyTuna, 1-Oyruanna, 2-Oytunmna, 1-Oyrennna, 2-Oytenmnna, n300yTuia, BTOp-OyTuia, Tper-
OyTuna, H-TIEHTUJA, 2-TIeHTUJa, 3-TIeHTWIa, |-TIeHTeHwna, 2-MeHTeHWna, |-MeHTuHWIa, 2-
NEHTUHWIA, 2-MeTWIOyTHIa, 3-MeTHWIOyThiIa, 3-MeTHiOyT-2-uja, 2-MeTwmioyTr-2-ujia, 3-
MeTHIIOyT- 1 -uHua, 2,2-mumernnnpornuia, H-rekcuiia. OcobeHHo mnpenanoututenbHbie Cig-
aNKWibHble Tpynnbl BeIOpaHbl w3 Cig4-ankwibHbix rpynm.  [lpenmoururenvHbie Ci.4-
AJIKWJIbHBIE TPYIITBI BBIOPAHBI H3 METHJIA, 3TUJIA, STEHIUT (BUHWIIA), H-MPOMUJIa, 2-ponwia, 1-

nponuHwia, 2-nponunamna, nponenuna (-CH,CH=CH,, -CH=CH-CHj3, -C(=CH,)-CH3), H-
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OyTuna, 1-Oyruamna, 2-OytuHmna, 1-Oyrenunna, 2-Oytenmnna, n300yTuia, BTOp-OyTuia, Tper-

OyTina u 3-mMetunoyT-1-uHnna.

Kpome Toro, B COOTBETCTBUU C HACTOSIIUM U300peTeHrneM TepMHUHbI «C.g-ankuien», «Cj.4-
ankuner» 1 «Ci.2-aJKUIeH» OTHOCATCS K JIMHEWHBIM WJIH Pa3BETBJICHHBIM, IPEATIOYTUTENEHO
JUHEHHBIM, M TPEATIOYTUTENbHO HACBIIIEHHBIM alu(paTHYECKUM OCTaTKaM, KOTOpbIe
NPEATIOUTUTENILHO BBIOpaHbl U3 rpymmbl, coctosmeid u3z mermneHa (-CHj-), stunena (-
CH,CH;-), npormnena (-CH,CH,CH,- umu —C(CHs),-), 6yrunena (-CH,CH,CH,CH,-),
nearmiena (-CH,CH,CH,CH,CH,-) u rekcunena (-CH,CH,CH,CH,CH,CH;-); Oonee
npeanoututensHo w3 Mmermnena (-CHp-) wu  stunena (-CH,CH,-) wu nHaubonee
npeanoututensHo 3 Metuiena (-CH,-). Ilpeanoururensho, C.g-ankmier BeiOpaH u3 Cju-

ankuieHa, 6osee mpenmnouTuTenbHO 3 Ci.p-aiKuieHa.

Bonee Toro, B COOTBETCTBUU C HACTOSIIIUM H300peTeHrneM TepMHUHBI «C3.10-IIUKIOANTKIID U
«C3.6-IMKJIOANKWI»  TPEANOYTHTEbHO  O3HAYAIOT  IUKJINYecKne  anudarudecKkue
YIJIEBOAOPOARI, coaepxawmue 3, 4, 5, 6, 7, 8, 9 unu 10 aromoB yrnepona u 3, 4, 5 unu 6
aTOMOB YIJIEpOZa, COOTBETCTBEHHO, MPUYEM YTJIEBOIOPOABI B KAKIOM CiIy4ae MOTYT OBITh
HACBIIIIEHHBIMU WJIH HEHACBHIIIEHHBIMUA (HO HE apOMATUYECKUMH), He3aMelEHHbIMU JTHOO
MOHO- WK Tojim3amMerneHHbpMu. [Ipennodrutenbro, Cs.jo-HUKIOATKIT U C3.4-IHUKIOATKII
SIBJISIFOTCST. HACBIIEHHBIMHU. C3_10-UUKIOANKHIT U C36-IIUKIOANKII MOTYT OBITh CBSI3aHBI C
COOTBETCTBYIOILIEH OOIIel CTPYKTYpPOH BBICIIETO MOPSIIKA MOCPEICTBOM JIFOOOTO KETaeMOro
U BO3MOXKHOTO YJIEHA KOJIbLIA IUKJIOAJIKWIBHON Tpymmbl Cs.jo-ukiaoankuwibHast u Cs.g-
LUKJIOAJIKUJIbHAST TPYMIIbl TaKKe MOTYT OBITh KOHIEHCHPOBAHBI C JOIMOJHUTEIHHBIMU
HACBIIEHHBIMY, (YaCTHYHO) HEHACHIIIEHHBIMH, (TETepPO)LUKINUYECKUMH, apOMaTHYECKUMU
WIH TeTEePOapOMATUYECKUMH  KOJBIEBBIMU CHCTEMaMU, T.€. ¢ IUKJIOAJIKUIbHBIMH,
reTepOLUKINIbHBIMU, APUIBHBIMU WM TeTePOAPUIbHBIMUA OCTATKAMH, KOTOPBbIE B KaXKIIOM
Cllydae MOTYT B CBOKO Ouepelb ObITh HE3aMEeUIeHHBIMU JTUOO MOHO- MJTH TOJIN3aMeIeHHbIMU.
Kpowme toro, C;.jp-umknoankit u C;.6-IUKJIOATKUI MOTYT COAEPKaTh OOHY WM MHOXKECTBO
MOCTHUKOBBIX CBSI3€H, Kak, Hampumep, B cliydae amaMaHTwia, Ounumkio[2.2.1]renrwna uimu
ounnmko[2.2.2]okruna. OnHako, mpeanouTuTeNbHO, Cs.10-MUKIoaNKIT U C3.6-LIUKJIOAKIIT HE
SIBJISIFOTCSI. HU KOHACHCHPOBAHHBIMU C JIOMOJHUTENIbHBIMHU KOJIBLIEBBIMU CHUCTEMAaMH, HH
ConepsKaluMU MOCTUKOBBIE CBsI3U. bonee mpenmoururenbHo, Cs.jo-mmkmoankun u Cs.g-

LHUKJIOAJIKHUIT HE HABJIAOTCA HHW KOHACHCHPOBAHHBIMU C JONOJTHUTCIBHBIMHU KOJbLECBBIMU
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CUCTEeMaMH, HH COIEPKAIUMU MOCTHKOBBIC CBSI3M, U SIBJSIOTCS  HACBHIIEHHBIMU.
IMpennoururenpHbie C3.10-LUKJIOANKWIbHBIE TPyl BBIOPAHBI M3 TPYIIIBL, COCTOSINEH U3
[UKJIONIPONIMJIA,  IUKJIOOyTWIA,  LHMKJIONEHTHNIA,  LUKJIOTEKCUJIa,  IMKJIONEHTeHHUIA,
LIMKJIOT€KCEHIIIA, LIUKJIOTENTHIA, [UKJIOOKTHIIA, IUKJIOHOHWIIA, [UKJIOACLNIA, aJaMaHTHIIa,
[IUKJIOTIEHTEHUTA, [IUKJIOTEKCEHMJIA, [UKJIOTENITEHIIA, LIUKJIOOKTEHUJIA,
oummkino[2.2. 1]rentuna u  Ounukio[2.2.2]oktina. Ocobenno mnpexanoututenbhbie Cs.po-
LUKJIOAJIKUJIbHBIE TPYMIbl BbiOpaHbl U3 Cs.g-ankmibHbx rpymm. [IpeanmouyrurenvHbie Cs.g-
[UKJIOAJIKUJIbHBIE ~TPYMIbl BBIOPAHBI W3 TPYIIBL, COCTOSAIIEH W3  IUKJIOMPOIIHIIA,
IMKJIOOYTHIIA, LHMKJIONEHTHNA, LUKJIOTeKCHIA, LHKJIONMEHTEHMWIAa W LUKIJIOTeKCeHMJIA.
Ocobenno mnpenmnodtutebHble C34-IUKIOATKUIbHBIE TPYMNbl BbIOPaHBl W3 TPYIIIHI,
COCTOSILIIEW W3 LUKJIOMPONIIIA, LUKIOOYTHNIA, IHUKJIONEHTWIA W LHKJIOTeKCHNa, Haubojee

NpeATIOUTUTEIIBHO U3 LUKJIOMPOINUJIA.

B cooTBeTcTBHU ¢ HACTOSIIIUM H300PETEHHEM TEPMHUHBI «3—7-4JIEHHBIH reTePOLIUKIOATKILI)
51 «3—0-4JIeHHBIN reTEPOLUKIOATK I MPEANIOYTUTENIBHO O03HAYaroT
reTepOLHKIOATN(ATUIECKIE HACHIIEHHBIE WM HEHACBIIICHHbIE (HO HE apoOMaTUYEeCKUe)
ocratky, uMmerorue oT 3 1o 7, 1. e. 3, 4, 5, 6 wnu 7, 4jaeHoB kojbiia © oT 3 10 6, T. €. 3, 4, 5
WM 6, YICHOB KOJbLA, COOTBETCTBEHHO, IPUYEM B KAXKAOM CJIy4ae 10 MEHbLIEH Mepe OAuH,
a eCclIM YMECTHO TaKXe JABa WJIM TPU aToMa YIVIEpOAA 3aMELIEHbl IeTepOaTOMOM WIH
reTepPOaTOMHOIN TPYIINONH, KOTOpbIE HE3aBHCHMO JAPYr OT Apyra BbIOpaHbI W3 TPYIIIHL
cocrositiet u3 O, S, S(=0), S(=0),, N, NH u N(C,4-ankuna), Takoro kak N(CHj3), npuuem
aTOMbl yIJiepoia B KOJbLE MOTYT OBbITh HE3aMEUIEHHbIMH JIMOO MOHO- WJIH
nonusamelteHHeIMu. [IpennodrurensHo, 3—7-4eHHBIM TeTepOLUKIOANKII U 3—6-4JIeHHBIN
reTePOLMKIIOANKII SIBJIAIOTCS] HACBILIEHHBIMU. 3—7-4jleHHAasl TeTePOLUKIIOANKIIbHAS U 3—6-
YJIeHHAs TETEePOLHKIOANKUIbHAS TPYMIbl TakKKe MOIYT OBIThb KOHIEHCHPOBAHBI C
JOTOJTHATEIBHBIMA HACHIIIEHHBIMH MJIM (YaCTHYHO) HEHACBIIEHHBIMU IHKJIOAJKUIBHBIMUA
WIN TeTePOLUKINUIBHBIMY, ApPOMATHUYECKUMH WM T[eTepOAPOMATHYECKUMH KOJBLEBBIMHU
cucreMamu. OnHako Oosiee MPENNOUYTHUTENHHO, 3—7-4JICHHBIH TeTEePOLMKIOANKHI U 3—6-
YJICHHBIH TIETEePOLMKIOAIKHI HE SBJISIFOTCS KOHACHCHUPOBAHHBIMU C JOINOJHUTEIbHBIMHU
KOJIbLIEBBIMU cucTeMaMu. Eme 6ojee npennoyTHTeNnbHO, 3—7-4JIeHHbIH IeTepOLUKIOATKIII U
3—6-uNeHHBI MeTePOLUKIOATIKWI HE SBJISIOTCA KOHAEHCUPOBAHHBIMU C AOMOJHUTEIbHBIMU
KOJIbLIEBBIMU CUCTEMAMHU U SIBJISIIOTCS HACBIEHHBIMU. 3—7-4jIeHHAsl FeTePOLMKIIOATKUIbHAS

U 3—6-ujIeHHas! TeTePOLIMKIIOATKMIIbHAS TPYIIIBI MOTYT OBITH CBSI3aHBI C OOLIEH CTPYKTYpOH
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BBICIIIETO TOPSiAKA IIOCPENCTBOM JIFOOOTrO JKENaeMOro M BO3MOXKHOTO HJIeHa KOJIbLA
reTepOLMKIOATN(ATUIECKOr0 OCTaTKa, €CIM He YKa3aHo HuHoe. B mpeamouturenpHOM
BApUAHTE  OCYUIECTBJECHUS  3—7/-4J€HHBIA  TE€TEPOLMKIOAIKWI U 3—O-4UJICHHBIN
reTepPOLIUKIIOANIKIIT CBSI3aHBI C OOINEH CTPYKTYpOH BBICIIErO MOPSIKA MOCPEIACTBOM aToMa

yriaepoza.

[IpenmoururenpHbie 3—7-4JIEHHBIE TE€TEPOLMKIIOANKIIIbHBIE TPYMIbl BHIOPAHBI M3 TPYIIIIHL,
COCTOsIEH M3 a3€MaHwuia, JHOKCENAaHWIa, OKCa3eNaHWIa, AUAa3eNaHuiia, THA30JIUJUHUIIA,
TETPAruapOTHOPEHNIA, TETPATUAPOIHPUINHIIIA, TUOMOP(OIMHIIIA, TETPArHIpPONHPAHIIIA,
OKCETaHWJIa, OKCHpaHWia, TeTparuapodypanmia, MopponMHUIA, NHUPPOTUAMHWIE, 4-
METUJINHIIEPA3HHNTIA, MOP(ONMHOHMIA, Aa3€TUAMHMIA, Aa3UPUAMHUIA, IUTHOJAHWIIA,
OUTUAPOITUPPOIIIIIA, TUOKCAHWIIA, TUOKCONAHMIIA, TUTHAPONHPUANHIIIA, TUTHAPOPYpaHUIIa,

AUTUAPOU3OKCA30JINIIA, AUTUAPOOKCA30IAIA, UMHIa30JIMAMHNAIIA, HU30KCAa30JIMAUHHNIIA,

OKCa30JMauHuJIa, nunepasnuHuia, NMUNepuanuHuIIA, MmUpa3oJIMaANHNUIIA, nupaHuiia,
TETpAruaponuppoInia, AUTUAPOXUHOJINHUIIA, AUTUAPOU3ZOXHUHOJIMHUIIA,
AUTUAPOUHAOIIMHUIIA, AUTUAPOU3OUHAOINIIA, TETPAruaApOXUHOJIMHNUIIA,

TETPAruAPON30XUHOJIMHIIIA U TeTparuapornHaonuHmia. OcobeHHO mpennoYTHTeIbHbIe 3—7-
YJICHHBIE reTEPOLIMKIIOATKUIIbHBIE TPYIIIIBI BBIOpAHBI U3 3—0-4JI€HHBIX
reTePOLMKIOANKIIbHBIX rpynmn. [IpennoyturenbHbie 3—0-ujieHHbIE TETEPOLMKIOAIKUIbHbIE
TPymmbl  BbIOpaHbl M3 TPYMIbI, COCTOSIIIEH W3 TETPArduAPONMHPAHIIIA, OKCETaHWIIA,
OKCHpPaHUJIA, TeTparuapodypaHma, THA30JIUJUHNUTIA, TeTParuapoTHODEHIIIA,
TEeTPAruAPONHPUANHIIIA,  THOMOP)OIMHMIA,  MOpPQONMHWIA,  NUPPONMANHWIA,  4-
METUJINHIIEPA3HHNTIA, MOP(ONMHOHMIA, Aa3€TUAMHMIA, Aa3UPUAMHUIA, IUTHOJAHWIIA,
OUTUAPOITUPPOIIIIIA, TUOKCAHWIIA, TUOKCONAHMIIA, TUTHAPONHPUANHIIIA, TUTHAPOPYpaHUIIa,

AUTUAPOU3OKCA30JINIIA, AUTUAPOOKCA30IAIA, UMHIa30JIMAMHNAIIA, HU30KCAa30JIMAUHHNIIA,

OKCAa30JIMAVMHWIIA,  NUIMEPAa3sHHWIA,  NUOEPUAMHWIA,  NUPA3OJUIUHUIA,  [UPAHWIA,
TETPAruApONUpPPOIINIA, OUTUAPOUHAOIUHIIIA, OUTUAPOU3OUHIONUIA 151
TETPAruAPONHIOINHHUIIA. OcobenHo NPENNOYTUTEIbHBIE 3—0-ujIeHHbIE

reTePOLMKIOATKHIIBHBIE TPYIIIBI BBIOPAHBI U3 TPYIIIBI, COCTOSIIECH U3 TETPAruAPONUPAHNIIA,

OKCETaHMJIa, OKCUPAHWIIA B TeTParuapodypaHuia.

B coorBercTBHH C HaCTOAIIUM I/1306peTeHI/IeM TCPMHUH «apujD» NPEANOUYTUTEIIBHO O3HAYACT

apoMaTUYeCKue yIIeBOIOPOAbL, coaepxkamue ot 6 no 14, 1.e. 6,7, 8,9, 10, 11, 12, 13 unu 14
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YJIEHOB KOJIbLIA, MPEANOUTUTENBLHO coaep:xamue oT 6 1o 10, 1. e. 6, 7, 8, 9 unu 10 uneHos
Konbla, Bkmodas (erwnbl w HaTwibl Kaknblii apuabHBIA OCTATOK MOXKET OBbITh
HE3aMEIICHHBIM JITHOO MOHO- WJIM TMOJIM3aMEIEHHbIM. APHJI MOKET OBITh CBsI3aH ¢ OOMIei
CTPYKTYPOH BBICIIErO MOpPSIAKA MOCPEACTBOM JIIOOOTO KEJIAeMOTO W BO3MOXKHOTO HJieHA
KOJIbIIA APWJIBHOTO OCTaTKa. ApPHIIbHbIE OCTATKH TaKKe MOTYT OBITh KOHACHCHPOBAHBI C
JOTIOTHUTEIbHBIMI HACBIIIIEHHBIMH WA (YaCTHYHO) HEHACHIIICHHBIMU ITUKJIOATKUIBHBIMU
WIA TeTePOLHKIIOANTKIIbHBIMY, apOMATHYECKUMH HITH T€TePOAPOMATUISCKUMU KOJbLIEBBIMU
CHUCTeMaMH, KOTOpbIE B CBOK OYepedb MOTYT OBbITh HE3aMEIICHHBIMH JHOO MOHO- WU
MOJIM3aMENIeHHBIMU. B MpenmouTUTENIbHOM BapHaHTe OCYIIECTBICHUS apwJl  SIBJISIETCS
KOHJEHCUPOBAHHBIM ~ C  JOMNOJHUTENBHOM  KOJNBLEBOM  CHUCTEMOM. IIpumepamu
KOHJICHCHPOBAHHBIX apPWJIbHBIX OCTaTKOB siBJsitoTCsi: 2H-Oen3o[b][1,4]okcasun-3(4H)-onm,
1H-6en3o[dJumunazommn, 2,3-gurunpo-1H-unnennn, terparuapoHadTaleHuI, HU30XPOMaH,
1,3-nurunponzoben3odypanmi, OEH30IUOKCONAaHMIT U OeH3oauokcanmi. [IpenmodrurespHo,
apun  BBIOpaH W3 Tpymmbl, cocrosmed w3 ¢enmna, 1H-6enso[d|umunazommna, 2H-
oen3o[b][1,4]okcasun-3(4H)-onmna, 2,3-nuruapo-1H-unnenuna, terparunpoHadTajgeHma,
u3oxpomana, 1,3-murunpousodensodypannna, 1-madruna, 2-Hadruna, ¢ayopeHunsa u
AHTpALIEHWIA, KAXIbI U3 KOTOPBIX MOXKET ObITh, COOTBETCTBEHHO, HE3aMEIIEeHHBIM JHOO0
MOHO- WJIM TOJIM3aMEIIeHHbIM. B ApyroM mpennodTuTebHOM BapUaHTE OCYINECTBICHUS
apuia He SBJIAETCS KOHJACHCHPOBAHHBIM C KAaKOH-IMOO JOMOJHUTENbHONH —KOJBLIEBOH
cucreMor. OcoOEHHO MPEANOYTHTENBHBIM APHJIOM SIBJISIETCS (PEHHJI, HEe3aMEIUEeHHBIH 00

MOHO- UJIU [TOJIU3aMELeHHBIN.

B cooTBercTBUMU € HACTOAIIUM H300PETEHHEM TEPMUH «S5- WM O-4JIEHHBIH TeTepOapr)
MPENNOYTUTENBHO O3HA4YaeT S5- MM O-4JI€HHBIM LUKIWYECKHH apOMaTU4YeCKUN OCTaToK,
cozepxkalmii Mo MeHpuien mepe 1, a ecnu ymectHo 2, 3, 4 unu 5 rerepoaroMoB, NPUYEM
KQXIbI TeTepoaToM He3aBHUCHMO Ipyr oT apyra BeiOpaH rpymmel S, N u O, u
reTePOAPWIIbHBIA OCTATOK MOXKET OBITh HE3aMEIEHHBIM JJHOO MOHO- MJIH TIOJH3aMELICHHBIM,
€Cli He yKa3aHO HHOoe. B ciydae 3amemneHus rerepoapmiia 3aMECTUTENN MOTYT ObITh
OMHAKOBBIMH HJIM Pa3HBIMH U MOTYT HaXOAWTHCA B JIFOOOM JKETae€MOM U BO3MOKHOM
NOJIOXKeHUH rerepoapuia. Ces3biBaHHE C OOWIEH CTPYKTYPOH BBICHIETO MOPSIKA MOXKET
OCYLIECTBIISITBCS  MTOCPEICTBOM JIFOOOTO  JKEIaeMOro M BO3MOJKHOIO HJieHa KOJIbLA
reTEPOAPUIIBHOIO OCTaTKa, €CJIM HE YKa3aHO HHOe. lIpeanodyTuTenbHO S- Win O-4JIeHHBIN

reTepoapuil CBs3aH ¢ OOIIEH CTPYKTYpO# BBICLIErO MOPsiiKa MOCPEACTBOM aTOMa yriiepoaa
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rerepouukiia. ['erepoapui Takke MOKET ObITh 4aCTbIO OU- WIIH MOJTHIUKINYECKON CUCTEMBI,
uMmeroreit He 6onee 14 4iIeHOB KOJbIIA, MPUYEM KOJIbLIEBAs CHCTEMa MOXKET ObITh 0Opa3oBaHa
C TOMOIIBI0  JOMOJHUTENBHBIX  HACBIIIEHHBIX WM  (4aCTUYHO)  HEHACBHIIEHHBIX
UKJIOAJIKUJIBHBIX HJIA T€TePOLIMKIOANKIIIBHBIX, APOMATHUYECKUX WM reTepoapoOMaTHUECKUX
KOJIBIIEBBIX CHCTEM, KOTOPhIE B CBOKD OUEPElb MOTYT ObITh HE3aMeIEHHBIMH JTHOO MOHO- HITH
MOJIM3AMEIIEHHBIMUA. B MpeAnouTUTENbHOM BapUaHTE OCYLIECTBJICHUS S5- WIH O-4JICHHBIN
rerepoapsl  SBJISIETCS  YaCThlO  OW-  WIM  TOJUIUKJIMYECKOH,  MPEANOYTHUTEBHO
OWIUKJIMYECKOH, CUCTEMBL. B IpyromM mpeamnoyYTUTEIbHOM BapUaHTE OCYIIECTBJICHUS S- WU
O-YJIGHHBI TreTepoapuil He SBJSIETCS YacThi0 OW- WM TOJUIUKIHYECKOH CHCTEMBI.
[IpennoyrurensHO, S5- MM O-WIEHHBIH TreTepoapwuil BbIOpaH W3 TPYIIBL, COCTOSIIEH M3
nupuauia (T. e. 2-mupuania, 3-mUpuawia, 4-mupuauia), THPUMUIUHAIA, MTHPUIA3HHIIIA,
MUPasUHWIA, TUPPONMIA, WMHIA30JIMIA, THUPA30JMIA, OKCA30jHia, HW30KCA30JIHIa,
THA30JIMJIA, U30THA30NWIa, GypaHuia, THeHMIA (THO(EHMIa), TPHa3oJIia, THAIHA30JINIA,
4,5,6,7-terparunapo-2H-unnazonmna, 2,4,5,6-TeTparuipoLMKIIONeHTa[ C [mupa3onuia,
oenzodypanuna, 6eHzoumuaaszonuia, OeH30THEHIIA, OeH30THAIUA30IIIa, OEH30THA30JIIIA,
OeHzoTpuazonuia, OeH300Kca30MuiIa, OEH300KCAINA30INIIA, XUHA3OIMHUIIA, XMHOKCAIMHIIIA,
kapba3onuia, XUHOJIMHWIA, nOuOeH3odypaHmia, AHUOEH30THEHMNIA, HWMHAAa30THA30IIIIA,
WHIA30JIIa, WHOOJNWU3UHUJIA, WHAONWUIIA, W30XWHOJWHUJIA, HAaQTUPUAWHWIIA, OKCA30JIHIIa,
okcanmuazojimia, ¢eHasuHuiaa, (eHoTHasuHwia, (rajasuHWIa, NypuHWIA, (HEeHA3HHWIIA,
TeTpazonmwia U TpuasuHuiIa. OcoOeHHO MPENNOYTHTEIBHBIN 5- MM 6-4JIEHHBIH reTepoapui

BBIOPAH M3 TPYIMIIBL, COCTOSIEH 13 MUPUAMIA (T. €. 2-MUPpUANIA, 3-MUPHIWIA, 4-TTUPUINIA).

CoenuHeHHs1 B COOTBETCTBUHU C HACTOSLIMM H300PETEHHEM OMPEAEISIOTCS 3aMECTHTEISIMH,
HaIpuMep R' R* u R’ (3amectuTenu 1™ MOKONEHHMS), KOTOPDIE TIPU JKEJAHUM CAMH MOTYT
ObITh 3aMeHeHBl (3amecTuTenu 2° TOKONEHus). B 3aBHCMMOCTH OT ONpPENENEHUs 3TH
3aMECTHTENIN 3aMECTUTENIell B CBOK oOuepenb HEO00A3aTeIbHO MOTYT OBITh 3aMEIICHBI
(3amectutenu 3™ mnokonenus). Ecmu, Hampumep, R' = Cpip-amkun (3amectutens 1%
nokoJieHusi), To Ci.jo-aJIKHJI MOKET B CBOKO odepenb ObiTh 3amerneH, Hampumep, N(H)(Ci.6-
anKuIoM) (3amMecTHTeNb 2 TMOKONEHWs). DTO MO3BONSET TOJYYUTh (YHKIMOHAJIBHYHO
rpymmy R' = (Cy.jp-ankun-NH-C | g-ankmn). NH-C).-aJIKiI B CBOK) OUYePEIb MOXKET 3aTeM
ObiTh 3amerneH, Hanpumep, Cl (3amecturens 3™ mnokonenus). B 1enom, 3TO TO3BOJSET
MOJyYUTh (YHKIUOHAIBHYIO TPYIIY R! = Ci0-ankun-NH-Cy g-ankmn, rne Cig-aakun u3

NH-Ci¢-ankmna 3amemien Cl. OmHako B TIPENNOUYTUTENBHOM BAapUAHTE OCYINECTBJICHUS
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3amMecTUTENU 3™ TIOKOJEHHS HE OyAyT 3aMEIUeHbl, T. €. 3aMeCcTUTeNd 4'° mokoseHust OyayT
OTCYTCTBOBATh. BoJiee MPENNOUTUTENBHO, 3aMeCTUTENH 2™ MOKONEHHs! He OyIyT 3aMeIleHbl,

T. €. 3aMecTUTeNH 3™ MOKONEeHHs! GynyT OTCYTCTBOBATD.

Ecnm ocTarok MHOTOKPAaTHO BCTPEHaeTCsi B MOJIEKYJie, TOTAa OTOT OCTAaTOK MOXKET,

COOTBCTCTBEHHO, UMETH paSHbIe 3HAYCHUS OJIs1 paS.]'II/ILIHbIX SaMeCTI/ITeHefII €CJIN, Haan/IMep,
2 3 -

R” u R’ obo3Hauarot C).g-ankui, To C.4-aJKWUI MOXKET, HAITPUMep, NIPEACTABISATh COOON ATHIT

s R? u MOXeT MPENCTaBISITh COOOH METHIT ISt R’.

B cBsi3u ¢ repmuHamu «Cj.-jp-ankmny, «Ci.g-ankum, «Cia-ankmm, «Cs.jp-uukiaoankmy, «Cs.
6-LUKJIOAIKUID, «3—7-4JICHHBI Te€TePOLUKIOAIKIIDY, «3—O-UJICHHBbIM TeTEePOLUKIOATKIID?,
«Crg-ankunen», «Cipq-ankunen» U «Ci.p-alKUIEH» TEPMHH «3aMEIICHHBII» B CMBICIE
HACTOSIIIIETO M300PETeHHsT U MO OTHOIIEHUIO K COOTBETCTBYIOIIMM OCTATKaM WJIU TpyIam
OTHOCHUTCS K OTHHAPHOMY 3aMEIIeHHUIO (MOHO3aMEIISHHIO) WM MHOTOKPATHOMY 3aMEICHHIO
(TMoTM3aMEeIeHHUIO), HaIrpumep, IU3aMEIICHUIO WIH  TPU3AMELIEHHIO; bonee
MPEANOYTUTENIbHO K MOHO3AMEINEHUIO WM AW3aMEIeHUI0;, OJHOro wiu 0Oojiee aTOMOB
BOZIOPOZla HE3aBHUCHUMO JAPYT OT Jpyra MO MEHbIIEH Mepe OJHMM 3amectuteiem. B ciydae
MHOTOKPATHOTO 3aMEIIEHHUs], T. €. B CIy4ae MOJU3AMEIICHHBIX OCTATKOB, TAKUX KaK IU- WUJIH
TpU3aMEIICHHbIE OCTaTKU, TAKHE OCTATKU MOTYT OBbITh MOJM3aMEIIeHHBIMH B Pa3sHBIX WA
OIIMHAKOBBIX aTOMax, HaNpUMep, TPU3aMEILICHHbBIMU B OJHOM aTOME YIJIEpOAa, KaK B ClIydae
CF3, CH,CF3, nnu nu3aMeIneHHbIMY, Kak B ciaydae 1,1-mudTopuukiorekcnia, uik B pasHbIX
mecrax, kak B ciaydae CH(OH)-CH=CH-CHCl, wmu 1-xmop-3-¢ropuukiorekcuna.
MHOrOKpaTHOE 3aMEIIEHHE MOXKET OCYIIECTBIISITECS C MOMOIIBIO OJHOTO HJIM C TOMOIIBIO

Pa3HBIX 3aMECTUTEIIEH.

IIo OTHOIIEHWIO K TEPMHUHAM «apwi», «QEeHU», «rerepoapui» Hu «5- WiIH O-4IeHHBIH
reTepoapmil»y TEPMHH «3aMEIIEHHBIN» B CMBICIE HACTOSILNEro H300pETEeHHs] OTHOCHUTCS K
OJHOKPATHOMY 3aMeIleHH0 (MOHO3aMEILIEHUI0) MM MHOTOKPATHOMY  3aMEIIEeHUIO
(monM3aMeIneHn0), HanpuMep, AW3AMEINEHHMIO0 MM TPU3AMEIIEHHIO, OIHOro MIN Oojee
aTOMOB BOJOPOAA HE3aBMCHMO JPYr OT Jpyra IO MEHbIIEH MEPE OJHHUM 3aMECTUTEIIEM.
MHOrokpaTHOe 3aMEIIEHHE MOKET OCYIUECTBISATBCS C MOMOLIBIO OJHOIO HJIH C MOMOLIBI)

Pa3HBIX 3aMECTUTEIIEH.
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B cooTBercTBUM ¢ HacTOsSIIUM H300peTeHneM npeanodtutenbHo Ci.jo-aikui, Cig-ankmi, Ci.
g-ankun,  Cs.o-umknoankui, Ci.e-UUKJIOANKUJ, 3-7-4JIGHHBIH Te€TePOLUKIIOANKUI, 3-0-
yieHHbIA rereporukioankmi, Cig-ankuneH, Cq-ankmieH u Ci.p-alKUJIeHB KaXIAOM Cydae
HE3aBHCHMO Pyl OT JApyra SIBISIOTCS HE3aMEIEHHBIMHM, MOHO- WM TMOJIM3aMelleHHbIMU
omHuM win 6osee 3amecturensimu, BoiOpanHbsiMu U3 F; Cl; Br; I; CN; Cig-ankuna; CF3;
CF,H; CFH;; CF,Cl; CFCly; C(0)-Cig-ankuna, C(0)-OH; C(0)-OC,¢-ankuna, C(O)-NH;;
C(O)-N(H)(C,s-ankuna);, C(O)-N(C,¢-ankuna),; OH; =0O; OCF;; OCF,;H; OCFH,, OCF,(I,
OCFCl,;, O-Cyg¢-ankmma; O-C(0)-Cg-anxuna; O-C(O)-O-Ci¢-ankuna; O-(CO)-NH)(C,.6-
ankuna); O-C(O)-N(Cis-ankuna);; 0O-S(0);-NH,; O-S(0),-N(H)(C,¢-ankuna), O-S(O);-
N(Cis-anmkuna);; NHy; N(H)(Cis-ankuna), N(Cs-ankuna),; N(H)-C(0)-Cis-ankuna; N(H)-
C(0)-0-C4-anxuma; N(H)-C(O)-NH;; N(H)-C(O)-N(H)(C,.s-ankuna); N(H)-C(O)-N(Ci.6-
ankuna),; N(Cg-anxmn)-C(O)-C¢-ankuna, N(Cg-anxmn)-C(0)-0-Cg-ankuna; N(Ci.6-
ankmn)-C(O)-NH,; N(Ci-ankmn)-C(O)-N(H)(Cs-ankmna);, N(Cis-ankmn)-C(O)-N(Ci.6-
ankuna),; N(H)-S(O),0H; N(H)-S(0);-C1s-ankuna; N(H)-S(0),-0-C,s-ankuna; N(H)-S(O);-
NH;; N(H)-S(0),-N(H)(C,s-ankua); N(H)-S(O),N(C,s-ankuna),; N(C,.s-ankumn)-S(0),-OH;
N(Cs-amkmn)-S(0),-C.¢-anmkuna; N(Cg-amkun)-S(0);-0-Cg-ankmna; N(Ci.¢-ankun)-S(O),-
NH;; N(Cis-ankmn)-S(0),-N(H)(Cs-ankuna); N(Cis-amxmn)-S(O),-N(C,¢-ankuna),; SCF3;
SCF;H; SCFH;; S-Cis-ankuna; S(0)-C;e-ankuna;, S(0),-Cis-ankuna; S(O);-OH; S(0O),;-O-
Crs-ankuma;  S(0),-NHjy;  S(O),-N(H)(Cpg-ankuma);  S(0),-N(Cis-ankuna),;  Csg-
[UKJIOATIKUJIA, 3-0-4JIEHHOTO TeTepPOIMKIOANKIIIA; (DeHUIa, 5 Wn O-4JIEHHOTO reTepoapua,
O-Css-mmuknoankuna;, O-(3-6-unenHoro rerepoumknoankmna), O-penmna, O-(5 wmm 6-
YJIEHHOTO reTepoapuia), C(0)-Cs6-uukInoankuna,; C(0)-(3-6-unennoro
rerepouunknoankmna), C(O)-penmna; C(O)-(5 wmu 6-unennoro rerepoapuna);, S(0)~(Cs.6-
ukoankuia), S(0);~(3-6-unennoro rerepourukioankuia), S(O);-benuna u S(O),-(5 wum 6-

YJICHHOTO reTepoapua).

[Ipeanoururenbubie 3amecturenu u3 Ci.p-ankuna, Cg-ankmna, Cjg4-ankuma, Cs.po-
mktoankuia,  Cs.-LUKJIOANKMIA, 3-7-4JIEHHOTO TeTEPOLMKIOANKMIA,  3-6-4JIEHHOrO
rerepornkioankuia, Cie-ankmiena u Ci.4-alKuieHa BeIOpaHbl U3 TPYIIbL, cocTosimel us F;
Cl; Br; I, CN; C,¢-ankuna;, CFs;; CF,H; CFH,, C(O)-NH,; C(O)-N(H)(C,-s-ankuna), C(O)-
N(C,g-anmkuna);; OH, OCF;, OCF,H; OCFH,, O-C,¢-ankuna, NH,, N(H)(C,s-ankuna);
N(C,s-ankuna);; SCF3; SCF,H; SCFH;; S-C,.¢-ankuna; S(0)-C,¢-ankuna;, S(0),-C.s-amku;

Cs-IIUKIIOANKUIA, 3-0-4JIEGHHOTO TeTEPOLUKIoaNKuia, (eHWna W S5 WId O-4JIeHHOTO
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rerepoapuna; U koHkperHo npexanouturenbHo F, CN, CHs;, CH,CHj;, CF;; CF,H; CFHy;
C(O)-NHy; C(O)-N(H)(CH3); C(O)-N(CHs),; OH, NH,, OCHj;, SCHs, S(0):(CHj),
S(O)(CH3), N(CH3),, nukyionponuia U OKCeTaHWIa. B cOOTBETCTBUU ¢ JaHHBIM BapUAHTOM
ocywectBieHus Ci.jg-ankui, Ci.g-anmkmn, Cy-ankmn, Cs.qo-uukaoanku, Cs.¢-IIUKI0aNKII, 3-
7-47€HHBIA F€TEPOLUKIIOANKIII, 3-0-4ICHHBIA IeTePOLIMKIOANKIII NPEANOYTUTEIbHO KasK bl
HE3aBHUCHMO JpPyr OT Jpyra He 3aMelleHbl, MOHO- WM TpHU3aMeLIeHbl, OoJee
NPEATIOYTUTENIbHO HE 3aMelIeHbl MJIH MOHO3aMELIeHBI, WM JH3aMEIIECHbl 3aMECTHTEIIEM,
BbIOpaHHbIM W3 rpyrmbl, cocrosimei u3 F; Cl; Br; I, CN; C,¢-ankuna, CF;; CF,H; CFH;;
C(0)-NH;; C(O)-N(H)(C,.s-ankuna); C(O)-N(Cis-ankuna),; OH; OCFs; OCF,H; OCFH,; O-
Cis-ankuna; NH;; N(H)(Cis-ankuma); N(Cie-anxuna),; SCF3; SCF,H; SCFH,; S-Cis-
AJIKHIIA; S(0)-C,.¢-ankmna; S(0),-C,¢-anmkuina, C36-LIUKJIOAJIKUIIA, 3-6-4JIeHHOTO
rerepouukioankuina, Germna u 5 uan 6-unenHoro rerepoapwia. [IpenmoururensHo Ci.6-

AJIKUJICHOBBIC TPYTIIIbI 1 C1.4-aJ'IKI/IJ'IeHOBbIe I'PyNIibl ABJIAKOTCA HE3AMCIIICHHBIMU.

B cooTBercTBHM C HACTOSIIUM H300pPETEHHEM MPEATIOUYTUTENBHO apwil, GeHwI u 5- wim 6-
YJICHHBIH TeTepoapui B KaXKIOM CJlydae HE3aBHCUMO JpPyr OT Jpyra SBJISIOTCS
He3aMeIEeHHbIMU WJIM MOHO- HJIH MOJIU3aMELIeHHbIMH OIHUM WJIH OoJjiee 3aMeCTUTENSIMU,
BoiOpanaeiMu w3 F; Cl; Br; I, CN; C,¢-ankuna, CFs;; CF,H; CFH,; CF,Cl; CFCly; Ciu-
ankmieH-CF3; C4-ankunen-CF,H; C,;-ankunen-CFH,; C(0)-C,¢-anxuna;, C(0)-OH; C(O)-
OC,s-anxuna; C(O)-N(H)(OH); C(O)-NH,; C(O)-N(H)(C,s-anxuna), C(O)-N(C,.¢-ankuna),;
OH; OCFs; OCF,H; OCFH,; OCF,ClI; OCFCl,; O-C,¢s-ankuna; O-Cs¢-umknoankuna, O-(3-6-
yyeHHoro reteporukioaikmwia); NH,, N(H)(C,¢-amkuna); N(Cis-ankuna),; N(H)-C(O)-C1.6-
ankmna; N(Cjg-ankun)-C(0)-Cig-ankmna; N(H)-C(O)-NH,; N(H)-C(O)-N(H)(C,.¢-ankuna),
N(H)-C(O)-N(C.s-ankuna),; N(C,s-ankmn)-C(O)-N(H)(C,.¢s-ankmna), N(C,¢-amxmn)-C(O)-
N(Cis-anmkuna),; N(H)-S(0),-C,¢-ankuna;, SCF3; S-C.¢-ankuna; S(O)-Cie-ankuna;, S(0);-C;.
c-ankmna;, S(0)2-NHa; S(O),-N(H)(Cis-ankuna); S(O),-N(C,¢-anmkuna);; C3.s-IUKIOATKUIA,
Ci.4-ankuneH-C;.¢-IUKIIOATKIWIA, 3-6-uieHHOro rerepounkioankuna; Ci.4-ankuneH-(3-6-
YJICHHOT'O FeTePOLUKIIOATKIIIA); (PeHNIIAa WITH 5 WK O-4JICHHOTO reTepoapuia.

[IpenmouTHTeNbHBIE 3aMECTUTENU apuia, (eHw1 a U S5- WM O-4IEHHOro reTepoapuia
BbIOpansb! u3 rpymmsl, cocrosueii u3 F; Cl; Br; I, CN; C,¢-ankuna, CF3; CF,H; CFH;; Ci.4-
ankuneH-CF;; Ci4-ankunen-CF,H; C4-ankunen-CFH,; OH; OCFs; OCF,H; OCFH,; O-C;4-
ankmna; O-Cs.g-mknoankuia u Cs.¢-IHUKJIOANKIIIA, U KOHKpeTHO npenmnourutenbHo F; Cl; Br;

CN; CH3; CHzCH3; CF3; CFzH; CFHz; CHz-CF3; OH; OCF3; OCFzH; OCFHz; O-CH3; O-
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LUKJIONPOIIWJIA U HUKJIONPOonuia. B COOTBETCTBUM C HACTOSIIIIMM BapPUAHTOM OCYLIECTBIICHUS
KOXKABIA U3 apwiia, GeHuIa U S5- win O-4JIEHHOrO reTepoapuia He3aBUCUMO APYT OT Ipyra
SIBJISIETCS.  TIPEATIOYTUTENIbHO HE3aMeIIEHHBIM, MOHO-, NU- WU TpHU3aMEIleHHbIM, OoJjee
MPENMOYTUTENBHO HE3AMEIIEHHBIM, MOHO3aMEIIEHHBIM WJIH AU3aMELIEHHBIM 3aMECTUTENIEM,
BbIOpaHHbM U3 rpymmsl, coctosmed u3 F; Cl; Br; [; CN; Cis-ankuna; CF;; CF,H; CFHy; Ci.4-
ankuneH-CF;; Ci4-ankunen-CF,H; C,4-ankunen-CFH,; OH; OCF;; OCF,H; OCFH;; O-C,%-

ankuma;, O-Csg-upknoankuia u Cs_¢-IIUKI0ATIKIIA.

B NPpEANIOYTUTEIbBHOM BapPHUAHTC OCYLIECTBIICHUA COCAUHCHUEC COITIACHO HACTOALIEMY

u3o0perenmo nmeet ooyt Gopmyay (1) nmm (111)

(I ()

o 7

B mpenmodtuTenhbHOM BapuaHTE OCYLIECTBIeHUs X rmpencraBisier coboii NR', u Z
~ 9 o 7

npenctasisier codoit N unun CR”. bonee npeanoururensno X npencrapisier codoit NR', u Z
o 9

npencrasisier coboii CR”. B npyrom npeanodYTHTeNnsHOM BapHaHTE OCYIIECTBICHHUS X

% % 7
npexacrasisiet cobolt N, u Z npencrasisier codoit NR '

Bonee mpenmodTUTENPHO COEAMHEHUE COTJIACHO HACTOSIIEMY HM300pPETEHUI0 MMeeT OOIIYIo
dbopmyny (I) mwmm (1), roe X mpexncrasmsier coboiit NR', u Z npencrasisier coGoit N min

CR’, 6onee npexnoururensro CR’.

B nmpeanodtuTeIbHOM BapuaHTE OCYIIECTBICHUS R npencrasisiet codoit H; Cs-amku;, Cs.6-
LIUKJIOAJIKUIT, 3—6-1WIEHHBIH TeTePOLMKIOATKIT, (PEHWT, WIH 5 WIH O-WICHHBIA TeTepOoapu,
rne Cs.-UUKJIOANKII, 3—O-YJIEHHBIH TeTepPOLUKIOANKII, (EeHWI W S5 WId O-4JeHHBIH
reTepoapmyl MOXKET HeoOs3aTeNbHO ObITh coenmHeH 4depe3 Cj.4-alKMIeHOBBIH MOCTHK. B
COOTBETCTBUM C JIaHHBIM BapUaHTOM OCYIeCTBJeHHUs npeanodTutrenbHo Cig-ankui;, Cs.e-
nuknoankui, Ci4-amkuieH U 3—6-4JI€HHBbI TeTEePOLMKJIOANKII B KaXAOM Cliydae

HE3aBUCUMO JpPyT OT ApPyra HE3aMCIICHbI WJIW MOHO-, OHU- WIHW TPU3aMCIICHbI OAHUM HJIN
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bonee 3amectutensmu, BoiOpanHbiMu u3 F; Cl; Br; I, CN; Cis-ankuna; CFs; CF,H; CFH;;
CF,ClI;, CFCl,; C(O)-NH;; C(O)-N(H)(Ci-ankmna), C(O)-N(C,.s-ankuna),; OH; ; OCFj3;
OCF,H; OCFHjy; ;;0-C¢-anmkuna, O-C(O)-C,¢-ankuna; NH,; N(H)(C.¢-ankuna); N(Ci.6-
ankuna),; N(H)-C(0O)-C,s-ankuna, N(H)-C(0)-O-C,¢-anmkuna; SCF;5; SCF,H; SCFH;; S-C1.4-
ankuna;, S(O)-Cig-ankuna; S(0),-Cie-amkuna; ;S(0),-0-Ci¢-anxuna; S(O);-NHy; S(O);-
NH)(C1s-ankuna), S(0),-N(C,s-ankuia);; C3.6-IIUKJIOATIKIIIA, 3—6-4JIeHHOTO
rerepouukioankuia;, ¢peHmna; S wn 6-unenHoro rerepoapuia; O-Csg-umknoankmna; O-(3—6-
YJIEHHOTO reTeporukioaikuia);, O-penmna; O-(5 wmm 6-unennoro rerepoapuia), C(0O)-Cs.6-
ukoankuia, C(0)-(3—6-unennoro rereporukioankmna); C(O)-penmna; C(O)-(5 wmm 6-
YJICHHOTO reTepoapuia); S(0);-(Css-umkoankuna), S(0);-(3—6-unennoro
rerepounknoankuna), S(O);-penmna mmun S(O),-(5 wim 6-4jJeHHOTO rerepoapmia);, Oojee
npennoututensio F; Cl; Br; I, CN; Cg-ankuna; CF;; CF,H; CFH,, C(O)-NH,, C(O)-
NH)(Cis-ankuna), C(O)-N(C,s-ankuna);; OH; OCF;; OCF,H; OCFH,;, O-C,¢-ankuna,
NH;; N(H)(C,s-ankuna); N(Cs-ankuna),; SCF3; SCF,H; SCFH;; S-C¢-anxuna; S(0)-C-
ankmna; S(0);-C¢-ankuna; Cs-IUKIOANKIIA, 3—0-4JIEHHOTO TeTepOLUKIoaNKuia, heHuna
U 5 unm 6-uneHHOro rerepoapuia; U kKoHkperHo npexnouturensHo F, CN, CH;, CH,CHjs,
CF;; CF;H; CFH;,; C(O)-NH,; C(O)-N(H)(CHs3); C(0)-N(CH3),; OH, NH,, OCHj3, SCHs,
S(0)2(CH3), S(O)(CHs3), N(CH3),, HMKJIONpONIIa U OKCETaHUIIA,

U MIPEANOYTUTENBHO (EHIIT U S- HIIH O-4JIEHHBIH reTepoapuil B KaXKIOM CIIydae HE3aBHCUMO
APYyr OT [Opyra He 3aMelleHbl WM MOHO-, JH- WM TPH3aMEIleHbl OJHHUM uju OoJjee
3amecturessivu, BeiOpanabiMu u3 F; Cl; Br; I, CN; C,¢-ankuna, CF;; CF,H; CFH;; Ci4-
ankmieH-CFs;  Ciy-ankunen-CF,H; Ciy-ankunen-CFH,; C(0)-Cig-ankuna; C(O)-OCi.-
ankmna;, C(O)-; C(O)-NH,; C(O)-N(H)(C,¢-anxuna),; C(O)-N(C,¢-ankmna),; OH; OCFj3;
OCF,H; OCFH;; 0-C,¢-ankuna; O-C5.6-1IUKI0aIKUIA,; O-(3—6-uneHHOrO
rerepounknoankuna), NHy; N(H)(C,¢-ankun);, N(C,¢-ankuna);; SCFs3; S-C¢-ankuna; S(O)-
Cis-ankuna; S(0),-Cig-ankuna, Csg-umknoankmna, Ciu-amkuned-Csg-LAKIOANKIIA, 3—6-
YJIEHHOrO reTepouuknoankmia; Ci.q-aiakuieH-(3—6-4JIeHHOro reTepoLHKIoaIKiIa), QeHnia
win 5 unmu 6-4jieHHoro rerepoapmia; 6onee npeanoururensHo F; Cl; Br; I; CN; C,¢-ankuna;
CF;; CF,;H; CFH;; C,4-ankunen-CF;; C,4-ankunen-CF,H; C,4-ankunen-CFH,; OH; OCF;;
OCF,H; OCFH;; O-Cis-anxuna, O-Cs.s-umknoankuiia U Cj.e-IUKIOANKUIA, U KOHKPETHO
npennoututensho F; Cl; Br; CN; CH;3; CH,CHjs; CF;;, CF;H; CFH,; CH,-CF;;, OH, OCFj3;
OCF,H; OCFH,; O-CH3; O-uukionponuia u UKJIOMPOIIUIA.
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B apyrom mpeanodTUTEIbHOM BapUAaHTE OCYIUNECTBICHUS R npencrasisier codoit H; Ciu-
ankt, Cs.-LUKIIOAJIKII, HEOOSI3aTeNbHO coenuHeHHbINH C1.3-aJIKHJIEHOBBIM MOCTHKOM, 3—6-
YJIGHHBIH TeTePOIMKIOATKIII, Heo0s3aTeNlbHO coenuHeHHbI C),-aJIKUJICHOBBIM MOCTHKOM,
(beHm, HeoOs3aTeNNbHO cOeNMHEeHHBIN C)_»-aJIKMJICHOBBIM MOCTHUKOM; WJIH S5 WM O-4JIeHHBIN
reTepoapul, Heo0s13aTeIbHO CoOeMUHEHHBIN C1.2-aTKUIEHOBBIM MOCTHKOM,;
MPEANIOUYTUTEBHO TIE
Cig-ankun, Ci.-UUKJIOANKUAT U 3—O-4JIEHHBI TETEPOLMKIOATKUI B KaXAOM CJIy4ae
HE3aBUCUMO APYT OT Apyra sBJISETCA HE3aMELIEHHBbIM, MOHO-, AW- WJIH TPU3aMELIEHHbIM
onHUM WM OoJiee 3aMeCTUTENSIMU, BIOpaHHBIMU U3 Tpyrmbl, cocrosmeit u3 F, CN, CHjs,
CH2CH3, CF3; CFzH; CFHz; C(O)-NHz; C(O)-N(H)(CH3), C(O)-N(CH3)2; OH, NHz,
OCHj3;, SCH;3;, S(0),(CHj3), S(O)(CHj;), N(CHs),, UMKJIONPOINWIA U OKCETaHUIA, |
C.;-aJKuseH sIBJIsIeTCsS He3aMeIlleHHbIM, 1
(dbeHmT U 5- Wi O-4JIeHHBIH TeTepoapuil B KAXKAOM Clydyae HE3aBUCUMO IPYr OT Jpyra
SIBJISIETCS.  HE3aMEIIeHHBIM, MOHO-, IU- WM TpPHU3aMEIIEHHbIM OJIHUM MWK Oolee
3aMeCTUTENISIMU, BhIOpaHHbIME U3 rpynmbl, coctosimed usz F; Cl; Br; CN; CH;; CH,CHs;
CF;; CF,H; CFH;; CH,-CF;; OH; OCF;; OCF,H; OCFH,;; O-CHj;; O-uuknonponuna u

LMKJIONPOIHIIA.

B eme ogHOM MpeanoOYTHUTEIPHOM BapUAHTE OCYIIECTBIICHUS R npencTasisier codoit H;
CHs;, CF;, CF,H; CFH,; stun, s-nponwi, 2-nponwi, |-mponuHWi, 2-TpONMUHUN, TPONEHUT
(-CH,CH=CH,, -CH=CH-CH;, -C(=CH;)-CH3), n-Oytun, 1-Oytunwn, 2-OytuHmi, 1-
Oyrenwn, 2-Oyrenwn, u3zo0yTwi, BTOp-OyTtmi, Ttper-Oyrun;, (CH;):.,OCHs; (CH3):,OH;
(CH3)0,C(H)(OH)-(CH;)02CHs3; (CH,)1.2SCH3; (CH3)12N(CHs),; (CH2)12S(0)CH3; (CHa)s-
25(0),CH;3; (CH3)1,CN; (CH3)p,C(H)(CN)-(CH;)o.,CHj3; (CHy)o-p-tmknonpor, (CHj)o.z-
kio0y T, (CHy)o.-tmkmonentin u (CHy)o.o-tinknorekeni;, (CH»)o-2-TeTparuaponupasu,
(CHy)o-2-okceranmn, (CHjy)o-oxcupanun, (CHay)o.x-terparunpodypanun;, (CH;)o-o-henun,
(CHy)gp-mupunmi, (CHy)g.p-upumununmi, (CH;)o.p-mupunasuaun, (CH;)o.o-tuenmn, (CHy),.

»-okcazonn win (CH;)o,-Trazommn.

[IpeanoururensHoO R’ npenctasisier codoit H; F; Cl; Br; CN; C;g-amkun;, C;6-LIUKJIOAIKWT,
O-C¢-amkmn, N(H)(C,g¢-amxun), N(Cg-ankun),, C(0)-Ce-ankmn, C(0)-O-C,¢-amkmn,
C(O)-NH;; C(O)-N(H)(C.¢-amxmn); C(O)-N(Ci.g-ankmn),, O-C;.g-rmuxiaoankmwr, N(H)(Cs.6-

mukgoankui), N(Cig-ankun)(Csg-umknoankmn), C(O)-Css-umknoankun, C(0O)-0-Cs.6-
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ukJoankui, C(O)-N(H)(Css-tmknoankmn) uii C(O)-N(Ci.s-ankmi )(Cs.6-IIUKIOATKUN); T

C3.6-LIUKJIOAJIKIIT MOXKET HeoOs3aTeNbHO ObITh coenuHeH uepe3 Ci4-aIKIIeHOBbIH MOCTHK.

B nmpenmouyrutTensHOM BapHaHTE OCYIIECTBIICHUS R’ npencrasisier codoit H; F; Cl; Br; CN;
Cis-anxm;, Csg-umknoankmr, O-C.¢-anxwr, C(O)-NH,; C(O)-N(H)(C,s-ankmn); C(O)-N(C,;.
¢-asku);; C(O)-N(H)(Cs.s-tuxnoankmi) uiau C(O)-N(Cs-ankun )(C3_6-LUKITIOATKII),
rae C;-LUKJIOATKHII MOXeT HeoOs3aTeqbHO ObITh coenuHeH uepe3 C.4-aJIKUIIEHOBBIN
MOCTHK;
NPEATIOYTUTENBHO 7€
Cis-ankun U Cs4-LHUKJIOANKHUI B KaXKIOM Clydae HE3aBUCHUMO IPYr OT Apyra sBISIETCS
He3aMelIeHHbIM, MOHO-, IHM- WJIH TPU3aMEIleHHbIM OIHUM WU OOjiee 3aMeCTHTENSIMH,
BbIOpaHHBbIMU U3 Tpymmbl, coctosimeii u3 F, CN, CH;, CH,CHj;, CF;; CF,H; CFH;; C(O)-
NH,; C(O)-N(H)(CH3); C(O)-N(CHj3),; OH, NH,, OCHs, SCH3s, S(0O),(CH3), S(O)(CHj3),
N(CH3),, IMKJIONPONUIAa U OKCETaHWUIIA, U

C14-aJIKUJIEH SIBJISIETCSI HE3AMEIIIEHHBIM.

B KOHKpETHOM MpPEeANOYTUTENBHOM BaPUAHTE OCYILECTBICHUS R’ npencrasisier codoit H; F;
Cl; Br; CN; meTwr;, 3T, 3TeHWT (BUHWI), H-MPOMII, 2-NIPOMILT; |-NPONUHUI, 2-TIPOTIHHHIT,
nponenmn (-CH,CH=CH,;; -CH=CH-CHj3; -C(=CH;)-CH3;); 5-0yTi1;, u300yTHI, BTOP-OYTHUIT,
tper-Oytun, CF;; CH,CF;; CHF,; CH,CHF,, CHyF; CH,CH,F; OCH;, OCH,CH;s;
OC(H)(CH3),; OCH,CH,CH3;0-C(CH3)3, OCF3; OCH,CF3; OCHF,; OCH,CHF,, OCH,F;
OCH,CH,F; CH,OH; CH,CH,OH; CH,C(H)(OH)CHg3; CH,CH,CH,O0H;
CH,CH,CH,CH,0H; C(CHj3),CH,0H; C(0)-CHs; C(0)-CH,CHj;;, C(O)-C(H)(CH3), C(O)-
CH,CH,CHj;; C(0)-C(CHj3)s3; UMKJIOTIPOMIILT, HUKIOOYTHIT, IUKJIOMEeHTWT, nukiorekct;, CH;-
mukJionpormui, CHy-tmknoOytun, CH,-umknonentun, CH,-timknorekcust, O-IIUKIJIOMPOIIHIT,
O-tmknodytwr, O-umknonentt, O-mukiorekcwt, C(O)-uuknonponr;, C(O)-ukiao0yTu,

C(O)-uuknonentuin, C(O)-uuknorekcmmumm C(O)-NH;.

[IpeanoururensHoO R’ npenctasisier codoit H; F; Cl; Br; CN; C;g-amkun;, C;6-LIUKJIOAIKWT,
O-Ci-amkun, N(H)(C,g-amxkun), N(Cis-anxmn),, C(0)-Ce-ankmn, C(0)-O-C,¢-amkmn,
C(O)-NH;; C(O)-N(H)(C.¢-amxmn); C(O)-N(Ci.g-ankmn),, O-C;.g-rmuxiaoankmwr, N(H)(Cs.6-

mukgoankui), N(Cjg-ankun)(Csg-umknoankmn), C(O)-Cs.g-umknoankun, C(0)-0-Cs.6-
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ukJoankui, C(O)-N(H)(Css-tmknoankmn) uii C(O)-N(Ci.s-ankmi )(Cs.6-IIUKIOATKUN); T

C3.6-LIUKJIOAJIKIIT MOXKET HeoOs3aTeNbHO ObITh coenuHeH uepe3 Ci4-aIKIIeHOBbIH MOCTHK.

B nmpenmouyrutTensHOM BapHaHTE OCYIIECTBIICHUS R’ npencrasisier codoit H; F; Cl; Br; CN;
Cis-anxm;, Csg-umknoankmr, O-C.¢-anxwr, C(O)-NH,; C(O)-N(H)(C,s-ankmn); C(O)-N(C,;.
¢-asku);; C(O)-N(H)(Cs.s-tuxnoankmi) uiau C(O)-N(Cs-ankun )(C3_6-LUKITIOATKII),
rae C;-LUKJIOATKHII MOXeT HeoOs3aTeqbHO ObITh coenuHeH uepe3 C.4-aJIKUIIEHOBBIN
MOCTHK;
NPEATIOYTUTENBHO 7€
Cis-ankun U Cs4-LHUKJIOANKHUI B KaXKIOM Clydae HE3aBUCHUMO IPYr OT Apyra sBISIETCS
He3aMelIeHHbIM, MOHO-, IHM- WJIH TPU3aMEIleHHbIM OIHUM WU OOjiee 3aMeCTHTENSIMH,
BbIOpaHHBbIMU U3 Tpymmbl, coctosimeii u3 F, CN, CH;, CH,CHj;, CF;; CF,H; CFH;; C(O)-
NH,; C(O)-N(H)(CH3); C(O)-N(CHj3),; OH, NH,, OCHs, SCH3s, S(0O),(CH3), S(O)(CHj3),
N(CH3),, IMKJIONPONUIAa U OKCETaHWUIIA, U

C14-aJIKUJIEH SIBJISIETCSI HE3AMEIIIEHHBIM.

B KOHKpETHOM MpPEeANOYTUTENBHOM BaPUAHTE OCYILECTBICHUS R’ npencrasisier codoit H; F;
Cl; Br; CN; meTwr;, 3T, 3TeHWT (BUHWI), H-MPOMII, 2-NIPOMILT; |-NPONUHUI, 2-TIPOTIHHHIT,
nponenmn (-CH,CH=CH,;; -CH=CH-CHj3; -C(=CH;)-CH3;); 5-0yTi1;, u300yTHI, BTOP-OYTHUIT,
tper-Oytun, CF;; CH,CF;; CHF,; CH,CHF,, CHyF; CH,CH,F; OCH;, OCH,CH;s;
OC(H)(CH3),; OCH,CH,CH3;0-C(CH3)3, OCF3; OCH,CF3; OCHF,; OCH,CHF,, OCH,F;
OCH,CH,F; CH,OH; CH,CH,OH; CH,C(H)(OH)CHg3; CH,CH,CH,O0H;
CH,CH,CH,CH,0H; C(CHj3),CH,0H; C(0)-CHs; C(0)-CH,CHj;;, C(O)-C(H)(CH3), C(O)-
CH,CH,CHj;; C(0)-C(CHj3)s3; UMKJIOTIPOMIILT, HUKIOOYTHIT, IUKJIOMEeHTWT, nukiorekct;, CH;-
mukJionpormui, CHy-tmknoOytun, CH,-umknonentun, CH,-timknorekcust, O-IIUKIJIOMPOIIHIT,
O-tmknodytwr, O-umknonentt, O-mukiorekcwt, C(O)-uuknonponr;, C(O)-ukiao0yTu,

C(O)-uuknonentun, C(O)-uuknorekcmr, C(O)-NH;.

B mpennoyruTeibHOM BapHaHTE OCYIIECTBICHMUS

R? npenctasisiet codoit H; F; Cl; Br; CN; C,¢-ankui;, Cse-tmknoankmr, O-Cig-ankwr, C(O)-
NH;; C(0O)-N(H)(C,¢-ankmn), C(O)-N(C¢-amkmn),; C(O)-N(H)(Cs.4-LHUKIOATKIIT) UK
C(O)-N(Cg-anxmn)(C3.6-IIUKIOATKI);
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rae Cs4-IUKJIOANKIIT MOXKET HeoOs13aTeNbHO ObITh coenubeH yepe3 C.4-aiKuieHOBbIH
MOCTUK; U/ WA

R’ npenctasisiet codoit H; F; Cl; Br; CN; C,¢-ankun;, C;-tmknoankmr, O-C,g-ankwr, C(O)-
NH;; C(0O)-N(H)(C,¢-ankmn), C(O)-N(C¢-amkmn),; C(O)-N(H)(Cs.4-LHUKIOATKIIT) UK
C(O)-N(Cs-anxmn)(C3.6-IIUKIOATKI);
rae Cs4-IIUKJIOANKIIT MOXKET HeoOs13aTeNbHO ObITh coenubeH yepe3 C.4-aiKuieHOBbIH

MOCTHK.
4 o
B cootBercTBuu ¢ HactosmuM nzodpereHueM R npencrasisier coboii F mmu Cl.

B cooTBercTBUHM ¢ HACTOALINM U300pETEHNEM R’uR° NpeACTaBIseT COOOH HE3aBUCHMO JIPYT
ot apyra H mnu vesamemenssiii C4-anku. Ipexnoururensao R u R® npexcrasmser coboi
He3aBucumo apyr ot apyra H, CHs;, CH,CHj;; CH,CH,CH3;, CH(CHj3),ummu CH,CH,CH,CHj,
oonee npennoururensho H, CH;, CH,CHszumun CH,CH,CHj3; eme Gosiee mpenmodTUTEIBHO
H, CHzumu CH,CH;, wnaubonee mnpeanouturensho H wmm CH;. B koHkpeTHOM

5. 6 .
NPEATIOYTUTENILHOM BapuaHTte ocymectsieHust R™ u R’ oba npencrasmsiror codoit CHs.

B KOHKpETHOM MPEANOYTUTENILHOM BapUaHTE OCYIIECTBICHHUS COENUHEHHE COTJIACHO

HacTosimeMy u3obpereHuro umeer odmyrw ¢opmyny (II) wmu (1), rome X mpencraBisier
o 7 . 9 9 5

coboit NR' u Z npencrasisier codoii N unmu CR”, Oonee npeanouturensio CR™, u rme R™ u

R® o6a npexcrasimsior coboit CHs.

B mpennouyTuTenpHOM BapuaHTE OCYLIECTBIECHUs IO MEHbLIEH Mepe OAMH U3 R, R’ R’ R’u
R® me npencrasmster coboit H. Bonee mpexanournrensHo o6a R’ i R e mpencrasmsor co6oi
H u no mMeHb1el Mepe OAUH U3 R', R’ uR’ e npexacrasisier codoit H. B npeanouturensHOM
BapUaHTE OCYLIECTBICHHs 00a R’ u R’ me npeacTasisiroT cobort H u ogun u3 R', R®uR’ ne
npencrasisier cobori H. B npyrom mpeamnoyYTuTesHOM BapHaHTe OCYIIECTBIIEHUST 00a R’ u
R® me npexcrasmsror coboit H u mea u3 R', R? u R’ ne npencrasnsror coboit H. B erne ogroM
MPEANIOYTUTEIILHOM BaAPUAHTE OCYIUECTBIICHUS R', R>, R’, R> u R’ ne NPEACTABISIFOT COOOM

H.

B ocobeHHO mpeanoYTUTENbHOM BapHAHTE OCYIIECTBICHUS
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- COeMHEHHEe COTJIAaCHO HacTosimeMy n3o0pereHuo mmeer oduyro ¢opmyny (II) nmm (11D);
w/unu

- X npencrasnser coboit NR” u Z npeacrasmser coboit N mmi CR”; w/mm

-R’ u R’ 06a npexcrasaroT coboit MeTIT, 1/

o 1 2 3 o
- mo MeHbInei Mepe onuH 3 R°, R”u R’ He npencrasnser codoit H.

7 .
B cootBercTBuu ¢ HactosmmM uzodpereHueM R npencrasisier coboii H nnm L-R®.

7 .
B npennoutnrensHOM BapuaHTe ocyiecTBieHus R’ npexcrasiser codori H. B coorBercTBrm
C TAHHBIM BAapPUAHTOM OCYINECTBJICHHS MPEATIOYTHTENbHO X TpencTasisier codoit NH u Z

9 9 9 9
npencrasisier coboit N wim CR”; wim X npencrasnser cobort N u Z mpencrasisier coOoi

NH. Bostee npexmoutuTensHo X npencrasisier coboit NH u Z npencrasmsier coGoit CR’.

Eme nanee corimacHO NaHHOMY BapHUaHTy OCYLIECTBJICHHS MPEANIOUYTHTENBHO COEAUHEHHE
COTJIAaCHO HacTosAleMy wu3o0pereHno umeer odmyro ¢opmyay (II) mma (1), rme X

o . 9
npexncrasisier coboit NH u Z npencrasmsier coboit N min CR’, 6oree npenmoururensao CR”.

7 .

B npyrom mpeamoyrHTensHOM BapHaHTE OCyliecTBIeHHs R' He mperncrasisier coboi H.
7 .

CornacHo 3TOMy IPEANOYTHTENBHOMY BapHaHTy ocyuiecTBiaeHus R’ npeacrasiser coboit L-

R8

B mpenmouruTenpbHOM BapuaHTe ocymecTBieHus L npencrasisier codoi cesizb; S(O); S(O)s;
Ci.4-anxunen; C(0); C4-ankunen-C(0); C(0)-0O; C,4-anxunen-C(0)-0; C,.4-anxkunen-N(H)-
C(0);, Ci4-anxunen-N(Ci.g-ankmn)-C(O); C;4-ankuneH-N(H)-C(O)-O wnmu C;.4-anxuieH-
N(C6-amkmn)-C(0)-O. B cooTBeTCTBUY ¢ JaHHBIM BapUaHTOM OcymecTBieHus C)4-aIKujieH

u C1-6-am<1/m NPEATIOYTUTEIIbBHO ABJIAOTCA HE3AMCIICHHBIMU.

Bonee npeanoururensuo L npeacrasnser codoii cesazb, S(O); S(O),; Cs-ankunen; C(0O); C,.
s-anmkmneH-C(0); C(0)-0; Ciy-anxunen-C(0)-0; Ciy-ankunen-N(H)-C(O) wumu Ciuy-
ankmieH-N(H)-C(0)-0; eme 6onee mpenmoururenbHo cBsizb S(0); S(0O),; CH,; CH,CHy;
C(CHs),; CH,CH,CHy; C(0); CH,-C(0), CH,CH,-C(O); CH,CH,CH,-C(0O); C(CH;),-C(O);
C(0)-0; CH,-C(0)-0; CH,CH,-C(0)-0; CH,CH,CH;-C(0)-0O; C(CHj3),-C(0)-O; CH,-N(H)-
C(0); CH,CH,-N(H)-C(0); C(CHj3),-N(H)-C(0); CH,CH,CH,-N(H)-C(O); CH,-N(H)-C(O)-
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O; CHzCHz-N(H)-C(O)-O; C(CH3)2-N(H)-C(O)-O HJIn CHzCHzCHz-N(H)-C(O)-O;
Hanboee npenmodTuTebHO CBsi3b, S(O),; CHy; C(0); C(0)-0; CH,-C(0)-0; CH,CH,-C(0)-
O; CH2CH2-N(H)-C(O) 501051 CH2CH2-N(H)-C(O)-O

B npeanouturenbHOM BapHaHTE OCYIIECTBIICHUS R® npencrasisier codoit Ci.g-ankmi, Cs.g-
LMKJIOAJKUJ UJIH 3—6-4JICHHBIN TeTEPOLIMKIOATKII,

rne Ci.-IUKIoanKua u 3—6-4JIeHHBIH TeTepPOLUKIIOANIKIII MOTYT HEOOs3aTeNbHO ObITh
coenuHeHbl 4epe3 C)4-aIKMICHOBBIM MOCTHK, W mpennodturenbHo rae Cig-ankui, Csie-
LUKJIOANKUI U 3—0-4JICHHBI TeTEPOLMKIOANIKWI B KaXKAOM CJIydae HE3aBUCUMO APYr OT
Ipyra He 3aMelleHbl WJIM MOHO- WJIM TOJM3aMelleHbl OTHUM Wi Oojiee 3aMECTUTENSIMU,
BbIOpanHbiMU U3 Tpymmbl, coctosmedt u3 F; Cl; Br; I, CN; C¢-ankuna; CF;; CF,H; CFH;;
C(0)-NH;; C(O)-N(H)(C,.¢-ankuna); C(O)-N(C,.¢s-ankuna),; OH; OCF;; OCF,H; OCFH,; O-
C1-6-am<1/ma; NHz; N(H)(C1.6-am<1/ma); N(Cl.ﬁ-aJ'IKI/IJ'Ia)z; SCF3; SCFzH; SCFHz; S-C1.6-
ankmna;,  S(O)-Cig-ankmna;  S(0),-Cis-ankmna,  Ci-IUKIOATKUIA,  3—O-YJIEHHOTO

reTePOLNKJIOATIKIIIA; (PEeHIIIA U 5 HITH 6-WIEHHOTO TeTepOapuia.

bonee npennouturenbHO R® npencTasisier coooi

Ci-6-anKus BIOpaH M3 TPYMIbBI, COCTOSIICH U3 METHIIA, STUJIA, STSHI (BHHIJIA), H-MPOTIHIIA,
2-nponmna, H-OyTHia, wM300yTwia, BTOp-OyThia, Tper-OyTHia, H-TIEHTWNA, 2-TIeHTHJa, 3-
NneHTwuia, 2-MetunOytuia, 3-merunOytuia, 3-MetunOyr-2-wia, 2-mermnOyr-2-una, 2,2-
OUMETWINPONWIA, H-T€KCHIA, 2-TeKCUJIa, 3-TeKCUJIa, 2-MEeTUINEHTUIa, 4-MeTHUINeHTuna, 4-
METHJINIEHT-2-WTa, 2-MEeTWINeHT-2-una, 3,3-guMmetmnoytuna, 3,3-numerwnOyr-2-una, 3-
METWINEHTUIA, 3-METUJINEHT-2-Ujla U 3-METUJINEHT-3-11a;, NPEANOYTUTEbHO U3 METUJIA,
STWJA, STeHW1a (BUHWJIA), H-MPOMMUJA, 2-MPOonuia, |1-mponuHWIa, 2-IPONUHIIIA, MPOMEHUIA
(-CH,CH=CH,, -CH=CH-CHj;, -C(=CH;)-CH3), wv-Oytuna, 1-Oyruamna, 2-Oytunuma, 1-

Oyrtenuna, 2-OyTeHnna, n3o0yTuia, BTOp-OyTia u TpeT-OyTia.

C;3.6-IMKIIOANKWII, KOTOPBI BBIOpAaH W3 TPYIIBL, COCTOALIEH W3 IMKJIOMPONMUIIA,
IMKJIOOYTHIIA, LHMKJIONEHTHNA, LHUKJIOTeKCHIA, LHKJIONEHTEHWSIAa U IUKJIOT€KCEHUIIa,

NpEATTIOYTUTEIIBHO HUKJIOMPOIINIIA, LII/IK.]'IO6YTI/I.]'Ia, OUKJIOIICHTHIIA ¥ TUKJIOICKCUJIa,
HUIIn

3—6-uNeHHbIE TeTePOLMKIIOANKIIbHBIE TPYINIbl BbIOPaHbI W3 TPYMIBL, COCTOSINEH U3

TETPAruPONHPAHIIIA, OKCETaHWJA, OKCHpAaHWIA, TeTparuapodypaHuia, THA3OIUIUHUIIA,



10

15

20

25

30

26

TeTparuApoTHO(EeHNIa,  TeTPAruAPONMUPUANHUIIA,  TUOMOPQONMHWIA,  MOPQOIUHUIA,
MUPPOSUANHIIIA, 4-METHINUNEPAa3uHWIA, MOP(OIMHOHWIA, a3eTHIWHWIA, A3HPUANHIIIA,
OUTHUONIAHWIIA, AUTUAPONHUPPONIAIIA, NHUOKCAHWIA, ITUOKCOJAHWIA, IUTHAPONMUPHUINHIIA,
auruapodypaHmia,  AWTHAPOU3OKCA30JIMNIA,  ITUTHAPOOKCA30JIMIA,  MMHAA30JIMIUHMIIA,
W30KCA30IMINHIIIA, OKCA3OJUANHWIA, TUIEPA3HHIIIA, TMUIEPUAUHUIIA, MHPA3OJUIUHIIIA,
MUpaHWIa, TETPArUAPONHUPPONINIA,  IUTHAPOUHIOIMHWIA,  AUTHAPOU3OUHAOIWTA H
TETPAruAPONHAOIUHUIIA, TIPEAMOYTHTEBHO TETPArUuAPOIUPAHNIIA, OKCETAHMIIA, OKCUPAHIIIA

u TeTparuapodypaHuia;

rae Cs6-IUKIOANKHI M 3—O-4JIeHHBIH TI'eTePOLMKIIOANKII MOTYT Heo0s3aTelbHO ObITh

coenuHeHbl yepe3 Ci.4-aJKUIICHOBBIN MOCTHK; U

rne Ci.g-amkun, Cse-IOUKIOATKII U 3—O-4JIEHHBIH TE€TEPOLMKIOATKIII B KAKIOM Cllydae
HE3aBHCHMO JPYT OT JpPyra He 3aMeIeHbl WJIM MOHO- WJIU TOJTH3aMEIleHbl OTHUM W OoJee
3aMecTHUTeNsIMU, BeIOpaHHbIME U3 rpymmbl, coctosimei u3 F, CN, CH;, CH,CHs, CF3;; CF,H;
CFH,; C(O)-NH;; C(O)-N(H)(CHs3); C(O)-N(CHs3),; OH, NH,, OCHj3, SCH3;, S(0)2(CHj3),
S(O)(CH3), N(CH3),, UMKIONPONHIa U OKCETaHWIIA.

bonee nmpennoututenbHO R® npencrasisier coOOH MeTHJI, 3TWJI, H-TPOMII, 2-TIPOMWI, H-
Oytwn, wu3o0yTwi, Brop-Oytwi, Tper-Oyrun, CF;, CHF,, CH,F, CH,CF;, CH,CHF,,
CH,CH,F, CHFCH;, CHFCH,F, CHFCHF,, CHFCF;, CF,CH;, CF,CH,F, CF,CHF,,
CF,CF;, CH,CH,CF;, CH,CH,CHF,, CH,CH,CH,F, CH,CHFCH;, CH,CHFCH,F,
CH,CHFCHF,, CH,CHFCF;, CH,CF,CH;, CH,CF,CH,F, CH,CF,CHF,, CH,CF,CF;3,
CH,OH, CH,CH,OH, C(H)(OH)CHj3;, CH,CH,CH,OH, C(CHs3),0OH, C(H)(OH)CH,CHs,
C(H)(CH;3)-CH,OH, CH,C(H)(OH)-CH;, CH,CH,CH,CH,0H, CH,CH,C(H)(OH)CHs,
CH,C(H)OH)CH,CH;, C(H)(OH)CH,CH,CH;, CH,-C(CH3),-OH, C(CHj3),CH,0H,
C(H)(OH)CH,CFs3, C(H)(OH)CH,CHF,, C(H)(OH)CH,;CH,F, CH,C(H)(OH)-CFs,
CH,C(H)(OH)-CHF,, CH,C(H)(OH)-CH,F, CH,OCH3;, CH,CH,OCHj3;, C(H)(CH3)-OCHs,
CH,CH,CH,0CH3;, C(CHj3),0CH3, C(H)(OCH3)CH,CH;, C(H)(CHj3)-CH,0OCHs,
CH,C(H)(OCHj3)-CHs, CH,CH,CH,CH,0CH3;, CH,CH,C(H)(OCH;3)CH3,
CH,C(H)(OCH3)CH,CH3, C(H)(OCH;3)CH,CH,CH3, CH,-C(CH3),-OCH3,
C(CH3),CH,0OCHj3, CH,NH,, CH,CH,NH,, CH,CH,CH,;NH,, C(CHs3):NH,,
C(H)(NH,)CH,CH;, C(H)(CH;3)-CH,NH,, CH,C(H)(NH,)-CH;, CH,CH,CH,CH;NH,,
CH,CH,C(H)(NH,)CH;, CH,C(H)(NH,)CH,CH;, C(H)(NH,)CH,CH,CH3;, CH,-C(CHj),-
NH,, C(CH3),CH,NH,, CH,N(CHs),, CH,CH,N(CHs),, CH,CH,CH,;N(CH3),,
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C(CHj3):N(CH3),, C(H)(N(CHs),)CH,CHs, C(H)(CH3)-CH;N(CH3),, CH>C(H)(N(CHs3),)-
CH;, CH,CH,CH,;CH)N(CH3),, CH,CH,C(H)(N(CHj3),)CH;3, CH,C(H)(N(CH3),)CH,CHs,
C(H)(N(CHs3),)CH,CH,CHj3, CH,-C(CHj3),-N(CH3),, C(CH;3),CH,N(CHj3),, CH,-
C(O)N(CHj3),, CH,CH,-C(O)N(CH3),, CH,CH,CH»-C(O)N(CHs),y, C(CHs),-C(O)N(CHs),,
C(H)(C(O)N(CH3),)CH,CH3, C(H)(CHj3)-CH,-C(O)N(CH3),, CH,C(H)(C(O)N(CH3),)-CHs,
CH,CH,CH,CH,-C(O)N(CH3),, CH,CH,C(H)(C(O)N(CHj3),)CHs,
CH,C(H)(C(O)N(CHs3),)CH,CHs, C(H)(C(O)N(CH3),)CH,CH,CHs, CH,-C(CHs),-
C(O)N(CHj3);, C(CHs;),CH,-C(O)N(CH3),, (CHy)g-tuxnonponmn, (CHjy)g.p-umknoOytu,
(CHy)op-tmknonientir,  (CHjy)op-ttmkiorekcun,  (CHy)op-terparmapornmpanmn, (CHaz)o--

okceranm, (CH;)o.2-okcupannn nimm (CHy)o2-TeTparuapodypaHm.
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IIpennournrensuble BapuaHThl peanuszauui (or E1 no E45) oxBarbiBaroT Te, B KOTOpPbIX L 1

8
R" numeror 3HaueHue, yKa3aHHOE B TAOJIULIE HUXKE:

L R® L R®
E1 | cBasob (CH3)p.6-C1.10-anxun | E24 | Ci¢-ankunen- (CHy)o.6-3-7-
C(0)-0 YJICHHBIH
PETEPOLIUKIIOATKUIL

E2 | cBsI3b (CHz)o.G-C3.10- E25 Cl-s-aJ'IKI/IJ'IeH- (CHz)o-G-C 1-10~AJIKHUJI
LK JIOQJIKHJT N(H)-C(0O)

E3 | cBs3b (CH2)0.6-3—7- E26 C1.6-aJ'IKI/IJ'IeH- (CHz)o.G-C3.10-
YJICHHBIH N(H)-C(0O) LIUKJIOATKAJT
PETEPOLIUKIIOATKUIL

E4 | S(O) (CH3)0-6-Ci-10-anxun | E27 | Cig-ankunen- (CH3)o-6-3-7-

N(H)-C(0O) YJICHHBIH
PETEPOLIUKIIOATKUIL

ES S(O) (CHz)o.G-C3.10- E28 C1.6-aJ'IKI/IJ'IeH-N(C1. (CHz)o.G-Cl.lo-aHKI/IH
LK JIOQJIKHJT 10-askmn)-C(O)

E6 S(O) (CH2)0.6-3—7- E29 C1.6-aJ'IKI/IJ'IeH-N(C 1- (CHz)o.G-C3.10-
YJICHHBIH 10-askmi)-C(O) LIUKJIOATKAJT
PETEPOLIUKIIOATKUIL

E7 S(O)2 (CH2)0.6-C1.10-aJ'IKI/IJ'I E30 C1.6-aJ'IKI/IJ'IeH-N(C1. (CH2)0.6-3—7-

10-askmi)-C(O) YJICHHBIH
PETEPOLIUKIIOATKUIL

ES8 S(O)2 (CHz)o.G-C3.10- E31 C1.6-aJ'IKI/IJ'IeH- (CHz)o.G-Cl.lo-aHKI/IH
LK JIOQJIKHJT N(H)-C(0)-O

E9 S(O)2 (CH2)0.6-3—7- E32 C1.6-aJ'IKI/IJ'IeH- (CHz)o.G-C3.10-
YJICHHBIH N(H)-C(0)-0 LIUKJIOATKAJT
PETEPOLIUKIIOATKUIL

E1l C1.6- (CHz)o.G-Cl.lo-aHKI/IH E33 C1.6-aJ'IKI/IJ'IeH- (CH2)0_6-3—7-

0 | ankuneH N(H)-C(0)-0 YJIEHHBIN

PETEPOLIUKIIOATKUIL

E1l C1.6- (CHz)o.G-C3.10- E34 C1.6-aJ'IKI/IJ'IeH-N(C1. (CH2)0.6-C1.10-aJ'IKI/IJ'I

1 ANKWICH | IMKJIOAJKUI 10-askmn)-C(0)-0

E1l C 1-6- (CH2)0.6-3—7- E35 C1.6-aJ'IKI/IJ'IeH-N(C 1- (CHz)o.G-C3.10-

2 | anKWJIeH | YWICHHBIH 10-anKkmn)-C(0)-O | TUKII0aNKHI
PETEPOLIUKIIOATKUIL

E1l C(O) (CHz)o.G-Cl.lo-aHKI/IH E36 C1.6-aJ'IKI/IJ'IeH-N(C1. (CH2)0_6-3—7-

3 10-ankun)-C(0)-O | uneHHbIN

PETEPOLIUKIIOATKUIL

E1l C(O) (CHz)o.G-C3.10- E37 O (CH2)0.6-C 1-10~AJIKHUJI

4 MUKJIOAIKWJI

E1l C(O) (CH2)0.6-3—7- E38 0] (CHz)o.G-C3.10-

5 YJICHHBIN LIMKJIOATKHUII
PETEPOLIUKIIOATKUIL

E1l C1.6- (CHz)o.G-Cl.lo-aHKI/IH E39 0] (CH2)0_6-3—7-

6 AJKUJICH- YJICHHBIN

C(0) reTePOLUKIIOATKHIT

E1l C1.6- (CHz)o.G-C3.10- E40 NH (CHz)o.G-Cl.lo-aHKI/IH

7 ANKUJICH- | AKJIOAJKHIT
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L R® L R®
C(0)
E1l C 1-6~ (CH2)0.6-3—7- E41 NH (CHz)o.G-C3.10-
8 AJIKMJIEH- | YJICHHBIN LIMKJIOATKHUII
C(0) reTePOLUKIIOATKHIT
E1l C(O)-O (CHz)o.G-C 1-10-AJIKHUJI E42 NH (CH2)0_6-3—7-
9 YJIEHHBIN
TETEPOLUKIIOATKAIT
E2 C(O)-O (CHz)o.G-C3.10- E43 N(C 1.10-aJ'IKI/IJ'I) (CH2)0.6-C 1-10~AJIKHUJI
0 MUKJIOAIKWJI
E2 C(O)-O (CH2)0.6-3—7- E44 N(C 1.10-aJ'IKI/IJ'I) (CHz)o.G-C3.10-
1 YJIEHHBIN LIMKJIOATKHUII
TETEPOLUKIIOATKAIT
E2 C1.6- (CHz)o.G-Cl.lo-aHKI/IH E45 N(Cl.lo-aJ'IKI/IJ'I) (CH2)0_6-3—7-
2 AJKUJICH- YJIEHHBIN
C(0)-0 reTePOLUKIIOATKHIT
E2 | Cis- (CH2)0-6-Cs.10-
3 ANKUJICH- | LUKJIOAIKHUII
C(0)-0
IIpennoururensHO

L  mpeacraBmsier coboii cBsizb, S(O); S(O),; Ciy-ankunen; C(O), Cs-amxunen-C(O);
C(0)-0; C4-amkunen-C(0)-0; Cu4-ankunen-N(H)-C(O); Ci4-anxuner-N(C1.¢-ankumn)-
C(0); C4-ankunen-N(H)-C(0)-0O wnu C4-ankuier-N(Ci.¢-ankmn)-C(0)-0; u

R® npenctasisieT co0olt C_g-ankui;, C;.6-IUKIOANTKIIT WIH 3—O0-4JICHHBINA TeTePOLUKIOAKILT,
rae C;.6-IUKI0ATKIIT U 3—0-4JICHHBIN Te€TePOLUKIOAIKUI MOTYT He00s3aTebHO ObITh

coenuHeHbl yepe3 Ci.4-aJKUJICHOBBIN MOCTHK.

B 0co0eHHO MPeAnoYTHTENIbHOM BaAPHAHTE OCYLIECTBICHHSI

L nmpencrasmsier coboii ¢Bsi3b; S(O); S(0O),; C4-amkunen; C(0); C,.4-ankunen-C(0); C(0)-0;
Ciu-anxunen-C(0)-0; Cuy-anxuien-N(H)-C(O) wnu C4-anxunen-N(H)-C(0)-O,

R® npexacrasisieT cobol Cjg-anku; C3.6-IUKI0ATKII WK 3—O0-4JIeHHbIH reTePOLKIOANIKHIIT,
rie Cs.4-LUKJIOANKII U 3—6-4JIeHHBIH TeTePOLUKIIOANKIII MOTYT HeoOs3aTeNIbHO OBbITh

coenuHeHbl yepe3 Ci.4-aJKUJICHOBBIN MOCTHK.

bonee npennouturenbHO

L nmpencrasmsier coboii ¢Bsi3b; S(O); S(0O),; C4-amkunen; C(0); C,.4-ankunen-C(0); C(0)-0;
Ci.4-anxunen-C(0)-0; Cy4-ankunen-N(H)-C(O) nnu C4-ankuner-N(H)-C(O)-O; erme
oonee mpenmouturensHo cBsizb S(0); S(O);; CH,; CH,CH,, C(CHjs),; CH,CH,CHy;
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C(0); CH,-C(0), CH,CH,-C(0O); CH,CH,CH,-C(O), C(CHj3),-C(0);,; C(0)-O; CH,-
C(0)-O; CH,CH,-C(0)-O; CH,CH,CH,-C(0)-O; C(CHj3),-C(0)-0O; CH,-N(H)-C(O);
CH,CH,-N(H)-C(0); C(CHj3),-N(H)-C(0O); CH,CH,CH,-N(H)-C(0); CH,-N(H)-C(O)-
O; CH,CH,-N(H)-C(0)-O; C(CHj3),-N(H)-C(0)-O nma CH,CH,CH,-N(H)-C(0)-0;
Hanbosee nmpenmnodTuTe bHO CBsi3b; S(0O),; CHa,; C(0O); C(0O)-0; CH,-C(0)-0O; CH,CH;-
C(0)-0; CH,CH,-N(H)-C(O) nmun CH,CH»-N(H)-C(0)-0O; u

R® npenctasisieT co0olt C_g-ankui;, C;.6-IUKIOANTKIIT WIH 3—O0-4JICHHBINA TeTePOLUKIOAKILT,
rie Cs.4-LUKJIOANKII U 3—6-4JIeHHBIH TeTePOLUKIIOANKIII MOTYT HeoOs3aTeNIbHO OBbITh
coenuHeHbl yepe3 C)4-aKUICHOBBIM MOCTHK; U mpennodytutensHo rae Ce-ankmr, Cs.
6-LUKJIOAIKUI U 3—0-4JI€HHBIA T€TEPOLMKIIOATIKII B KKJIOM Clydae HE3aBUCHUMO APYT
OT Jpyra HE 3aMelleHbl WIA MOHO- WM TMOJIM3aMelIeHbl OJHUM WK OoJjee
3aMeCTUTEJISIMU, BBIOpaHHbIME 13 Tpymbl, cocrosmeit u3 F; Cl; Br; I; CN; C;¢-ankuna;
CFs; CF;H; CFH,; C(O)-NH;; C(O)-N(H)(C,s-ankuna), C(O)-N(C,s-ankuna),;; OH;
OCFs; OCF;H; OCFH;; O-C,¢-anxuna, NH;, N(H)(C,¢-ankuna), N(Ci.s-ankuna),,
SCF;; SCF,H; SCFH,, S-C,s-ankuna; S(O)-Cis-anxuna; S(O),-C,¢-ankuna; Csi-
[UKJIOANIKUJIA, 3—O0-4JIEGHHOTO TeTepOlUKIoaIkmwia;, (GeHmia u S5 wumm O-4JeHHOro

reTepoapuia.

[IpeanoururensHoO R’ npencrasiusier cobori H; F; Cl; Br; I, CN; C,g¢ankuwi, Cs.g-
HUKJI0ANKU, 3—6-uieHHbli rerepounkioankmr, S(O)-(Ci.g-ankmn); S(O)-(Cs.6-LIHUKIOANKILT),
S(O)-(3—6-unennsiii rerepouuknoankmn), S(O),-(Cis-amkmn);, S(O)2~(C3.6-IUKIOATKIN);
S(0),-(3—6-unennbrii  rerepounknoankmn), P(O)-(Cis-anxun);; P(O)(Cies-ankun)(Css-
ukoankun), P(O)(Cg-ankmn)(3—6-unennsiii rerepouunknoankui), P(0)-(0-C,¢-ankumn),,
P(O)(O-C,.¢-amxun )(O-C;.6-IIUKIOATKI); P(0)(O-C,_¢-ankun )(O-(3—6-4neHHbIH
rerepouukyoankmn)),0-C¢-amkui;, S-Cie-amkwmn, N(H)(Cis-anxmn), N(Cig-ankun),; C(O)-
Cis-anxmr; C(0)-O-Cig-anxmn, C(O)-NH,; C(O)-N(H)(C,¢-amkmn), C(O)-N(Ci.s-ankmin),;
O-C;g-mmuxmoankmr, N(H)(Cs.g-umknoankmi), N(C;g-ankun)(Cs-umknoankmn), C(O)-Cs.6-
mukjoankuy,  C(0)-O-Csg-uknoankmr,  C(O)-N(H)(Cse-mkioankmn);,;  C(O)-N(Ci.6-
ankun)(Cs.e-umuknoankun), O-(3—6-unenHsiii  rerepounkynoankumn), N(H)(3—-6-uneHHbIH
rerepounkoankmmi), N(C.g-ankmn)(3—6-unennbnii rerepounkioankun), C(O)-3—6-uneHHbIN
rereporukioankmir, C(0)-O-(3—6-unennbiii rerepounknoankun), C(O)-N(H)(3—-6-uneHHbIH

rerepouukoankui) win C(O)-N(C.g-ankmn)(3—O0-4IeHHBIH reTepOnNKIOATKII);
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rae Cse-IUKIOANKUI W 3—O-4JIeHHBIH TI'eTePOLMKIIOANKII MOTYT Heo0s3aTelbHO ObITh
coenuHeHb!l uepe3 Ci.4-aJKNUJIEHOBBII MOCTHK;
npeanoututenbHo e Cig-ankui, Cse-LUMKIOANKUI U 3—O-dlieHHBbIH TeTepOLUKIIOaIKuI B

KaXXKA0M CIy4ac ABJIACTCA HE3aMCIICHHBIM.

bonee nmpennoyTuTeNbHO R’ npencrasisier codoit H; F; CI; Br; I, CN; merun, stun, H-
nponwi, 2-mponwii, H-Oytun, w3olytwn, BTOp-OyTmn, Tper-Oytmn, CF;, CHF,, CH,F,
CH,CF;, CH,CHF,, CH,CH,F, unukjonponui, OHUKIOOYTHI, TeTParuapOlUpaHHI,
okceranmsi, okcupanmi, terparuapodypanmn, S(O)-(CHj3); S(O)-(CH,CHs3); S(O)-((CHa)o-2-
mukJionporui); S(O)-((CHy)o-tmukiao0yTin); S(0O)-((CHy)o-umknonenTin); S(O)-((CHa)o-2-
mukjiorekcun);,  S(O)-((CHy)o.p-trerparugpormupanni),  S(O)-((CH;)o.;-okceranmn), S(O)-
((CHy)p.,-oxcupanmi), S(O)-((CHa)o.p-terparunpodypanmin), S(0),-(CH;); S(O),-(CH,CHs);
S(0),-((CH3 )o-2-uMKIOTPOITHII), S(0),-((CHz)-p-umk o0y T), S(0)2-((CHz)o-2-
mukJioneHT); S(0O)2-((CHay)o-ttukmorexcun); S(0),-((CHz)o-2-Terparuaponupanmi), S(O),-
((CHy)p.-oxceranmn), S(O),;~((CH;)o.,-oxcupanmn), S(O),-((CH;)o,-retparunpodypanui), O-
CHj3;, O-CH,CH;, O-CH,CH,CHj3, O-C(H)(CHs),, N(H)(CH3), N(H)(CH,CHs;), N(CH3), nnmu
N(CH3)(CH,CH3).

B KOHKpETHOM MpPEANOUYTUTEILHOM BapUAHTE OCYLIECTBICHUS R’ npencrasisier codoit H; F;
CN; merun;, s, "H-nponwr, 2-nponwt;, CFs; CH,CF5; CHF,; CH,CHF,; CH,F; CH,CH,F;
S(0)-CHs; S(0O)-CH,CHs; S(0O)-CH,CH,CH3; S(O)-CH(CHs),; S(0),-CH3; S(0O),-CH,CH3;
S(0),-CH,CH,CHj3 unu S(0),-CH(CHj3),.

[IpeanoururensHoO RY npencrasiusier codoii H; F; Cl; Br; I, CN; C,¢-amkmn, Cse-
TUKJI0ANKUN, 3—6-wieHHbli rerepounkioankmt, S(O)-(Ci.g-ankmn); S(O)-(Cs-UHUKIOANKILI),
S(O)-(3—6-unennsiii rerepouuknoankmn), S(O),-(Cis-amkmn);, S(O)2~(C3.6-IUKIOATKIN);
S(0),-(3—6-unennbrii  rerepounknoankmn), P(O)-(Cig-anxun);; P(O)(Cs-amkun)(Cs.q-
ukoankun), P(O)(Cg-ankmn)(3—6-unennsiii rerepouunknoankui), P(0)-(0-C,¢-ankumn),,
P(O)(O-C,s-anxun)(O-C3.6-LUKIOATKII), P(O)(0O-C,s-ankum)(O-(3—6-uneHHbIN
rerepouukyoankmn)),0-C¢-amkui;, S-Cie-amkwmn, N(H)(Cis-anxmn), N(Cig-ankun),; C(O)-
Cig-anxmr; C(0)-O-Cg-anxmn, C(O)-NH,; C(O)-N(H)(C,¢-ankmn), C(O)-N(C;.¢-ankuin),;
O-C;g-mmuxmoankmr, N(H)(Cs.g-umknoankmi), N(C;g-ankun)(Cs-umknoankmn), C(O)-Cs.6-
mukjoankuyi,  C(0)-O-Cse-uknoankmr,  C(O)-N(H)(Cse-umkioankmn);,;  C(O)-N(Ci.6-
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ankun)(Cs.e-umuknoankun), O-(3—6-unenHsiii  rerepounkynoankumn), N(H)(3—-6-uneHHbIH
rerepounkoankmmi), N(C.g-ankmn)(3—6-unennbnii rerepounkioankun), C(O)-3—6-uneHHbIN
rereporuknoankuyi, C(O)-O-(3—6-unennpiii rerepouunknoankun), C(O)-N(H)(3—-6-uneHHbIH
rerepounkioankin) mwim C(0O)-N(C).¢-anku)(3—6-4IeHHbBIH TeTepOIUKIOATKUI);

rne Cie-IUKIoankua u 3—O-4JeHHBIH TeTePOLUKIIOANIKIII MOTYT HEOOs3aTeNbHO ObITh
coenuHeHbl 4epe3 C4-aIKMICHOBBIM MOCTHK, W mpennodturenbHo rae Cig-ankui, Cse-
LUKJIOANKUI U 3—0-4JICHHBI TeTEPOLMKIOANIKWI B KaXKAOM CJIydae HE3aBUCUMO APYr OT
Ipyra He 3aMelleHbl WJIM MOHO- WJIM TOJM3aMelleHbl OTHUM Wi Oojiee 3aMECTUTENSIMU,
BbIOpanHbiMU U3 Tpymmbl, coctosmedt u3 F; Cl; Br; I; CN; Cis-ankuna; CF3; CF,H; CFH;;
C(0)-NH;; C(O)-N(H)(C,.s-ankuna); C(O)-N(Cis-ankuna),; OH; OCFs; OCF,H; OCFH,; O-
Cig-anxuna; NH;; N(H)(C,s-ankuma); N(C¢-ankuna),, SCF;; SCF,H; SCFH;;, S-Cis-
AJIKHIIA; S(0)-C,.g-ankmna; S(0),-C¢-amkuna,  Ci.e-UUKIOATKUIA,  3—O-YJIEHHOTO

reTePOLNKJIOATIKIIIA; (PEeHIIIA U 5 HITH 6-WIEHHOTO TeTepOapuia.

B Ipyrom mpemmouTHTeTbHOM BapuanTe ocymectaienns R'C npencrasuser coboit H; F; Cl;
Br; CN; Ci.g-ankun; C3.4-UUKI0ATKUI, 3—O-4IeHHbIH reTeporukioaikmt, P(O)-(C . g-amkun);;
P(O)(Cis-amkun)(Csg-umknoankmn), P(O)(Cis-ankun)(3—6-4jeHHbIA  TreTepOIMKIOATKII)
P(0)-(0-Cys-anxmn),, P(O)O-C,g-amxun)(O-Css-tmukioankmn);, P(O)(O-Cis-anxmn)(O-(3—
O-4JICHHBIH reTePOLUKIIOANIKIL));

npennoutuTeibHo Tae Ci.g-ankun;, C3.-UUKIOATKUI U 3—O-YJIEHHBIH TeTepPOIMKIOATKUIIB
KQXKIOM Cllydae HE3aBHCHMO JPYT OT Jpyra He 3aMelleHbl WM MOHO- WIH TOJH3aMEIleHbI
OIHUM WJIH O0Jiee 3aMeCTHTENISIMH, BRIOpaHHBIMU U3 rpymiel, coctosimeit u3 F; Cl; Br; I; CN;
C,.4-anxuna; CF;; CF,H; CFH;; OH; OCF;; OCF,H; OCFH,;, O-C,4-anxuna; NH;; N(H)(C,.
g-anmkmna), N(Cpy-ankuna),, S-Cig-ankuna; S(O)-Cy-anxuna u S(0),-C4-ankuna; Oonee

npennoututensHo F, Cl, Br, CF3;, OCH3, OCF3;, OCHF,, OCH,F, OH u NH,.

bonee mpeanoyTuTeabHO RY npencrasisier cobori H; F; CI; Br; I, CN; merwn, sTwi, H-
[IPOIMNII, 2-nponudn, I-nponunum, 2-nponuHu, MIPOIEHUI
(-CH,CH=CH,, -CH=CH-CH;, -C(=CH;)-CH3), n-Oytun, 1-Oytunwn, 2-OytuHmi, 1-
Oyrenn, 2-Oytenm, 3-metmi-1-0ytaann, H-OyTui, nu3ooyrui, srop-Oytun, Tper-Oyrmi, CFs,
CHF,, CH,F, CH,CF;, CH,CHF,, CH,CH,F, CH,CHFCH;, CH,CHFCH,F, CH,CHFCHF,,
CH,CHFCF;, CH,CF,CH;, CH,CF,CH,F, CH,CF,CHF,, CH,CF,CF;, CH,OH, CH,CH,0H,
C(H)(OH)CHs, CH,CH,CH,OH, C(CHs),0OH, C(H)(OH)CH,CHs;, C(H)(CH3)-CH,OH,
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CH,C(H)(OH)-CH;, CH,CH,CH,CH,0OH, CH,CH,C(H)(OH)CHs;, CH,C(H)(OH)CH,CHs,
C(H)(OH)CH,CH,CH3s, CH,-C(CHj3),-OH, C(CHj3),CH,OH, C=C-C(H)(OH)CH3, C(H)(OH)-
C=C-CHs, C=C-C(CHs)(OH)CHj, C(CH;)(OH)-C=C-CHs, C(H)(OH)CH,CFs;,
C(H)(OH)CH,CHF,, C(H)(OH)CH,CH,F, CH,C(H)(OH)-CF;, CH,C(H)(OH)-CHF,,
CH,C(H)(OH)-CH,F, CH,OCHj;, CH,CH,OCHs;, C(H)(CH3)-OCH;, CH,CH,CH,OCHs3,
C(CHs);,0CH3;, C(H)(OCH3)CH,CH3;, C(H)(CH3)-CH,OCH3;, CH,C(H)(OCHj3)-CHs,
CH,CH,CH,CH,0CHj, CH,CH,C(H)(OCH3;)CHs, CH,C(H)(OCH;)CH,CHs,
C(H)(OCH3)CH,CH,CH3;, CH,-C(CHs;),-OCH;, C(CHj;5),CH,OCH;, CH;NH,, CH,CH,;NH,,
CH,CH,CH,;NH,, C(CH3),NH,, C(H)(NH,)CH,CHj3, C(H)(CH3)-CH,NH,, CH,C(H)(NH,)-
CHs, CH,CH,CH,CH,;NH,, CH,CH,C(H)(NH,)CH3, CH,C(H)(NH;)CH,CH3,
C(H)(NH,)CH,CH,CH;, CH,-C(CH3),-NH,, C(CH;),CH,;NH,, C=C-C(H)(NH;)CHj,
C(H)(NH)-C=C-CHs3, C=C-C(CH3)(NH)CH;, C(CH;3)(NH,)-C=C-CH;, CH,N(CHs),,
CH,CH,N(CH3),, CH,CH,CH;N(CH3);, C(CH3):N(CHs),, C(H)(N(CHj3),)CH,CHs,
C(H)(CH3)-CH,N(CH3),, CH,C(H)(N(CHj3),)-CH3, CH,CH,CH,CH,N(CH3),,
CH,CH,C(H)(N(CH;),)CHs, CH,C(H)(N(CH3),)CH,CH;, C(H)(IN(CH3),)CH,CH,CH;, CH,-
C(CH;);-N(CHj3);, C(CHj;),CH;N(CH3);, S(0)-CHi, S(O)-CH,CHj;,  S(O)-((CHy)o.2-
mukJgionpornui), S(O)-((CHy)o-tmukiao0ytn), S(O)-((CHy)o-umknonenti), S(O)-((CHa)o-2-
mukJiorekcui), S(0),-CHs, S(0),-CH,CHs, S(O),-((CHz)o-2-umknonponun), S(O)2-((CHz)o-2-
uko0yTun), S(0),-((CHy)o-tmxmnonentwin), S(O),-((CH;)o.,-ttukiorekcmn), P(O)-(CHjs),,
P(0)-(CH;3)(CH,CH3;), P(0)-(CH;3)((CH3)o.-1IMKIOMPOITIIT), P(O)-(CH;3)((CHy)o.2-
mukiooytun),  P(O)-(CH;3)((CHy)o-x-ttuknonentiin),  P(O)-(CH3)((CHz)o-2-mKIOTeKCHIT),
(CHy)o-p-tukgnonporuyi,  (CHy)op-tmknodytun,  (CHy)op-Tetparuapormpanmi, (CHaz)o-o-
okceranmy, (CHj)op-oxcupanmn, (CH;)op-terparuapodypanmn, O-CH;, O-CH,CH;, O-
CH,CH,CHj;, O-C(H)(CH3;),, N(H)(CHj3), N(H)(CH,CHj3), N(CH3), unu N(CH;3)(CH,CH3).

. 9 10
B mpeanouyTuTenpHOM BapuaHTE OCYINECTBJIECHHs MO MeHblied Mepe oguH u3 R™ u R
npencrassietr codoit H.

CornacHo HacrosimeMmy u300peTeHHIO n mpexacraBiaser cobori O, 1, 2 wmmum 3. B

2
NPEATIOYTUTEIbHOM BapUaHTe OCYINECTBJIEHUS N mpeacrasiser coboit 0. B ppyrom
NPEATIOYTUTENIbHOM BapHaHTE OCYINECTBJIEHUs n TmpexacraBisier codoit 1. B eme ogHOM

NPEATIOUYTUTENIbHOM BapHaHTE OCYINECTBJIEHUS N TpexacTaBisier codoit 2. B eme ogHOM
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NPEATIOYTUTENIbHOM BapuaHTe n mpeacrasisier cobodi 3. bonee npeamodturensHO n

npexacrTasisieT codol 1 mm 2, Hanbosee MPeanOYTHTENBHO 1.

[IpennoyrurensHO R" npenctasisiet codoit F; Cl; Br; I, CN; C,¢-ankui;, O-C¢-ankuwr, NO;;
OH, NH;; Cs¢-uuknoankui, 3—6-anennblit rereporukioankui, S(O)-(Cie-amkmn); S(0),-(Ci.
¢-ankun); P(O)-(C-ankmn),; O-Cig-ankmr, N(H)(C.¢-amkun), N(Ci¢-ankun);;

npeanoututenbHo e Cig-anku;, Cs.6-IIMKIOATKUI U 3—O-4JICHHBIH TeTepPOIUKIIOANKIIB
KaXXIOM Clly4ae HEe3aBHCHMO JAPYT OT ApPyra He 3aMeleHbl MM MOHO- HIIH MOJU3aMEIEHbI
OIHUM WJIH O0Jiee 3aMeCTHTENISIMH, BRIOpaHHBIMU U3 rpymiel, coctosimeit u3 F; Cl; Br; I; CN;
Ciu-anxuna; CFs3; CF,H; CFH,; OH; OCF;; OCF,H; OCFH,;, O-C 4-anxuna; NH;; N(H)(C;.
g-anmkmna), N(Cpy-ankuna),, S-Cig-ankuna; S(O)-Cy-anxuna u S(0),-C4-ankuna; Oonee

npennoututensHo F, Cl, Br, CF3;, OCH;, OCF;, OCHF,, OCH,F, OH u NH;.

B KOHKPETHOM IPEeATIOYTHTENLHOM BapHaHTe ocyecTsienns R npexncrasisier coboii F; Cl;
Br; I, CN; C,¢-anxun unmu O- C_g-aJaKu,

npeanouTuTeNibHO A C)6-alIKUl B KaXKIOM Clydae HE3aBUCHUMO IPYT OT JAPYyTra SIBJISIETCS
HE3aMeIeHHbIM WM MOHO- HJIM MOJH3aMelleHHbIM OIHHMM WM OoJiee 3aMeCTUTENSIMH,

BBIOpaHHBIMHU U3 rpynmsl, cocrosimeii u3 F u CF3.

Bonee mpeanouTuTenbHO R" npencrasisier coboii F; Cl; Br; I, CN; CH;, CH,CHj;, O-CH;
unu O-CH,CHs.

11 .
B KOHKpPETHOM MPeaNOYTUTENILHOM BapHUaHTe ocyluecTBieHus: R™ npencrasmnser codoii F; Cl;

Br; I, CN; C¢-ankui umi O- Cg-ankwr, w/uimu n npeacrasisier codoit 0, 1 wmm 2.

B mpennouruTenbHOM BapHaHTE OCYLIECTBICHHUS COCIMHEHNE B COOTBETCTBHH C HACTOSLIIM
H300peTeHNeM BbIOPAHO U3 IPYIIIIbI, COCTOALIECH U3
38 8-(3-Luxnonponun-5-prop- 1 H-unnon-7-un)-6-¢prop-1,4,4,9-rerpamerrn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

48  9-DTun-6-drop-8-(6-prop-1-meruncynsponmn-1H-unnon-4-mn)-1,4,4-rpumeTi-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

49  9-Otun-6-¢rop-1,4,4-rpumernn-8-(1-meruncynsdonni- 1 H-unnon-4-mn)-5SH-
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[1,2,4]rpuazono[4,3-a|xuHOKCATUH
9-3tun-6-prop-8-(6-pTop-1-meruncynvponnn-1 H-unnazon-4-un)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Drop-8-[6-Prop-1-(2-merokcu-3tun)- 1 H-unnon-4-nin|-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
2-[6-Drop-4-(6-Prop-9-merokcu-1,4,4-rpumern-SH-[ 1,2,4]tpuazono[4,3-
a]xunokcanuH-8-mn)-1H-unpon-1-un]-EtOH
6-Drop-8-(6-dprop-1-meruncynpdonmn- | H-uanon-4-un)-9-meroxcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Prop-9-merokcu-1,4,4-tpumernn-8-( 1-meruncynbdponni-1 H-unnon-4-mn)-5SH-
[1,2,4]rpuazono[4,3-a|xuHOKCATUH

8-[1-(2,2-Audrop-atun)-6-pTop-1 H-unnon-4-nil-6-ptop-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
1-Luknonponun-6-¢grop-8-(6-Prop- 1 -meruncynpdonnn-1H-unnon-4-mn)-9-
metokcu-4,4-numetun-SH-[1,2,4|rpuazono[4,3-a]xuHOKCANHH
1-Luknonponun-6-grop-9-merokcu-4,4-numerin-8-( 1 -mermncynsponni- 1 H-
unnoa-4-un)-5H-[ 1,2 4]tpuazono[4,3-a]xuHOKCAIUH
2-[4-(1-Uuknonpommi-6-¢prop-9-metokcu-4,4-numernn-SH-[ 1,2 4]rpuazono[4,3-
a]xurOoKcanuH-8-mn)-6-¢prop-1H-unnon-1-un]-EtOH
1-Luknonponun-6-¢grop-8-(5-prop-3-merun- 1 H-uanon-7-un)-9-merokcu-4,4-
numetun-SH-[ 1,2, 4]rpuazono[4,3-a]xuHOKCAINH
1-Luknonponui-6-¢grop-8-(6-rop- 1 -meruncynpdonnn-1H-unnon-4-mn)-4,4,9-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
1-Luknonponun-6-¢grop-4,4,9-rpumerin-8-( 1-metnicynbp onnn- 1 H-uanon-4-nm)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
2-[4-(1-Huknonpomun-6-¢pTop-4,4,9-tpumernn-SH-[ 1,2,4 ]rpuazono[4,3-
a]xurOoKcanuH-8-mn)-6-¢prop-1H-unnon-1-un]-EtOH
1-Luknonponun-6-¢rop-8-(5-prop-3-mernn- 1 H-unnon-7-un)-4,4,9-rpumernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH
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6-Prop-8-[ 1-(2-meTokcu-atun)-1H-unnon-4-unl-1,4,4,9-rerpamerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

2-[4-(6-DTop-1,4,4,9-rerpamerin-SH-[ 1,2,4]tpuazono[4,3-a]xuHOKCATUH-8-1T)-
1H-unmon-1-un]-EtOH

6-Drop-1,4,4,9-rerpamerin-8-( 1-merun-1H-unnazon-4-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-(1-Uuknomnponun- | H-uanon-4-un)-6-¢grop-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-4,4,9-rpumernn-8-( 1 -meruncynapdonni- 1 H-unnon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-(5-¢pTop-3-merun- | H-unanon-7-un)-4,4,9-rpumernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-[ 1-(2-merokcu->tun)- 1 H-unnon-4-nn|-4,4,9-rpumerun-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-(6-pTop-1-mermncynsponnn-1 H-unnon-4-nn)-4,4,9-rpumerin-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

8-[1-(2,2-Audrop-atun)-1H-unnon-4-unl-6-dprop-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-(6-dprop-1-meruncynpdonmn- | H-uanazon-4-mn)-1,4,4,9-rerpamernn-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Drop-8-[ 1-(prop-mernncynsponmn)- | H-unnon-4-un|-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[1-(Oruncynshonmn)- | H-ungon-4-unl-6-¢prop-1,4,4,9-rerpamernin-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-1,4,4,9-rerpamerin-8-(3-mermn- 1 H-unnazon-7-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-3tun-6-¢prop-4,4,9-rpumernn-8-(3-merun- | H-uanon-7-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-[ 1-(nzonponmncynbdonmn)-1H-unnon-4-un|-1,4,4,9-rerpamernn-SH-
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[1,2,4]rpuazono[4,3-a|xuHOKCATUH
1-31un-6-¢prop-8-(6-pTop-1-meruncynsdponmnn-1 H-unnazon-4-un)-4,4,9-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
[2-[4-(6-DTOp-1,4,4,9-TerpameTin-SH-[ 1,2,4]Tprazono[4,3-a|XxuHOKCATUH-8-111)-
1H-unmon-1-un]-3Tui|-nuMeTuI-aMyuH

6-Drop-1,4,4,9-rerpamerin-8-( 1 -mermncynbponnn-1 H-unnazon-4-nm)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-3tun-6-¢prop-4,4,9-rpumernn-8-( 1 -meruncynsdonni- 1 H-nnnazon-4-mn)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[1-(LUuxnonponuicynbdonmn)- 1 H-uanon-4-un|-6-¢grop-1,4,4,9-rerpametini-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
8-[1-(DTuncynvdponnn)-6-¢prop-1H-unnon-4-nn|-6,7-nudrop-1,4,4,9-rerpamernin-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6,7-Audrop-8-(6-¢rop- 1 -meruncynpdonmn- | H-uanon-4-un)-1,4,4,9-rerpamernn-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6,7-Audrop-1,4,4,9-rerpamernn-8-( 1 -meruncynvdponni- 1 H-unnon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

2-[4~(6,7-Hudrop-1,4,4,9-rerpamernii-SH-[ 1,2, 4]tpuazono[4,3-a |x uHOKCaTHH-8-
un)-6-grop-1H-uanon-1-un]-EtOH

8-(1-Huknonponun- 1 H-uanon-4-un)-6-¢prop-1,4,4-tpumernn-SH-
[1,2,4]Tpuazomno[4,3-aJxuHOKCATNH-9-KapOOHUTPUIT
6,7-Audrop-1,4,4,9-rerpamernn-8-(1-meruncynpdonnn- 1 H-unnazon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(6-Prop-1-meruncynsdonmn- 1 H-uanazon-4-mn)-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH
[6-DT1op-8-(6-pTOp-1-MeTuncynbdonmn- 1 H-unnon-4-un)-1,4,4-rpumernn-SH-
[1,2,4]rpuazono[4,3-a|xuHokcanuH-9-un]-MeOH
6-Xnop-8-(5-¢prop-3-merun-1H-unnon-7-nm)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH
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9-(Audrop-metmn)-6-¢prop-8-(6-prop-1-meruncynpdonmn- | H-uanon-4-mn)-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

6-Xunop-1,4,4,9-rerpamein-8-( 1 -metuncynsdonmn- | H-unnon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Xnop-8-(6-prop-1-meruncynsdonmn-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Xnop-1,4,4,9-rerpameTin-8-(1-meruncynbdponni- 1 H-unnazon-4-ni)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-(Audrop-metmn)-6-¢prop-1,4,4-Tpumernn-8-( 1 -mermncynvponni- 1 H-unnon-4-

wn)-5H-[1,2,4]tpuazono[4,3-a]XuHOKCATUH

9-(Audrop-metmn)-8-[ 1 -(3tusncynsdponmn)-6-¢prop- 1 H-unnon-4-un]-6-¢prop-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

9-(Audrop-metmn)-8-[ 1 -(3tuncynsponun)- 1 H-unnon-4-un)-6-dprop-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

9-(Audrop-metun)-6-¢prop-8-(5-prop-3-merun- 1 H-unnon-7-nn)-1,4,4-rpumermn-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

2-[4-(6-Xn0p-1,4,4,9-rerpamerin-SH-[ 1,2, 4]tpuazono[4,3-a|xuHOKCaTuH-8-111)-6-
¢Top-1H-unpon-1-un]-EtOH

2-[4-(9-Otun-6-¢rop-1,4,4-rpumernn-SH-[ 1,2, 4]tpuazono[4,3-a]xuHokcanns-8-
un)-6-grop-1H-uanon-1-un]-EtOH

6-Prop-8-(6-prop-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-[ 1,2 4] tpuazono[ 4,3-

a|XUHOKCAJINH

9-(Audrop-metmn)-6-¢prop-1,4,4-Tpumernn-8-(3-mermn- 1 H-uanazon-7-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-Llnknonponun-6-¢grop-8-(6-prop-1-meruncynsdonmn-1H-unnazon-4-un)-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

6-Otop-8-(1H-urnon-4-un)-1,4,4,9-rerpamerun-5SH-[ 1,2, 4]rpuazono[4,3-

a|XUHOKCAJINH

6-Dtop-8-(1H-urnon-4-un)-9-merokcu-1,4,4-rpumerin-SH-[ 1,2, 4] tpuazono[4,3-
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a|XUHOKCAJINH
6-Drop-8-(6-prop-1H-unnon-4-un)-9-merokcu-1,4,4-rpumerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
9-Lluxnonponui-6-¢grop-8-(6-prop-1-meruncynsdonmn-1H-unnon-4-mn)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
9-Iluxnonponun-6-¢grop-1,4,4-rpumerin-8-(3-metni- 1 H-unnon-7-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-9-merokcu-1,4,4-tpumernn-8-[ 6-(tpudropmernin)- 1 H-uanon-4-un]-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-Lluxnonponun-6-¢grop-1,4,4-rpumerin-8-( 1 -metnincynsporni- 1 H-unnon-4-nmn)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Drop-1,4,4,9-rerpamerin-8-(6-metmin- 1 -meruncynbdonmn- 1 H-uanon-4-um)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Prop-9-merokcu-1,4,4-tpumernn-8-(6-metmi- 1 -meruincynsponmn- 1 H-uanon-4-
wn)-5H-[1,2,4]tpuazono[4,3-a]XuHOKCATUH

4-(6-Dtop-1,4,4,9-rerpamermn-SH-[ 1,2,4]tpuazono[ 4,3 -aJxuHokcanuH-8-mi)-1H-
UHIOJI-0-KapOOHUTPHUIT
8-(3-Huknomnponun-5S-¢pTop-1H-unnon-7-nn)-6-prop-9-merokcu-1,4,4-rpumeTi-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
[8-[1-(Dtrncynbdonmn)-6-¢prop-1H-uanon-4-unl-6-¢prop-1,4,4-rpumernn-SH-
[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH
2-[6-DPTop-4-(6-pTop-1,4,4-TpumeTnn-9-merunamunro-SH-[ 1,2 4 |rpuazono[4,3-
a]xunokcanuH-8-mn)-1H-unpon-1-un]-EtOH
[8-(1-Luxnonponun-1H-unnon-4-nn)-6-prop-1,4,4-rpumerni-SH-
[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH
6-Xnop-9-merokcu-1,4,4-rpumernn-8-( 1 -meruncynbdponni- 1 H-unnon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-X10p-8-(6-pop-1-meruncynbdonni-1H-uanon-4-ui)-9-merokcu-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
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6-Dtop-1,4,4,9-trerpamerin-8-( 1 -metwin-1H-unnon-4-un)-SH-[ 1,2,4]tpuazono[4,3-

a|XUHOKCAJINH

6-Prop-9-merokcu-1,4,4-tpumernn-8-( 1-merun-1H-unnon-4-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

[6-DT1op-8-(6-pTOp-1-MeTuncynbdonmn- 1 H-unnon-4-un)-1,4,4-rpumernn-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

[6-DT1op-8-(5-pTOop-3-MeTun-1H-unnon-7-un)-1,4,4-rpumerni-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

6-Xnop-8-(6-¢prop-1H-unnon-4-mn)-9-meroxcu- 1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnazon-4-mn)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-[ 1,2, 4] tpuazono[ 4,3-

a|XUHOKCAJINH

8-[1-(Lluknonponun-meruicyabpornn)- | H-uanon-4-un]-6-¢rop-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

6-Drop-9-merokcu-1,4,4-Tpumernin-8-[ 1 -meTrncynbpoHnI-6-(TpudTOpMeTII)-

1H-unnon-4-un]-SH-[1,2,4]tpuazono[4,3-a]xuHOKCATUH

6-X0p-8-(6-prop-1-mermncynbhonni-1 H-uanazon-4-un)-9-merokcu-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

6-Drop-8-(7-prop-1H-unnon-4-un)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(6-prop-1H-unnazon-4-mn)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(6-prop-1H-unnazon-4-nn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[ 1-(Lluknonponun-metuicyibpornn)-6-¢prop-1 H-unnon-4-nn|-6-prop-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

6,7-Audrop-8-(6-Pprop-1-meruncynsdonmn- 1 H-uanon-4-mn)-9-meroxcu-1,4,4-
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tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6,7-Audrop-9-merokcu-1,4,4-rpumernn-8-( 1 -meruncynsdonmn- | H-uanon-4-wmn)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6,7-Audrop-1,4,4-rpumerin-8-( 1-meruncynbponnn-1 H-unnon-4-mn)-9-
(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH
6,7-Audrop-8-(6-¢prop-1-meruncynsdonmn-1H-uanazon-4-mn)-9-meroxcu- 1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Xnop-7-dprop-1,4,4,9-rerpamerun-8-(1-meruncynbdonnn- 1 H-unnon-4-ni)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Xnop-7-prop-8-(6-pTop-1-meruncynsponnn- 1 H-unnon-4-nn)-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH
6-Dtop-8-(1H-urnazon-4-mn)-1,4,4,9-rerpamermn-SH-[ 1,2,4]tpuazono[4,3-
a|XUHOKCAJINH

8-[1-(Lluknonponuincynbdonnn)- 1 H-uanon-4-un|-6-prop-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
8-(6-Xnop-1H-unnon-4-nn)-6-prop-1,4,4,9-rerpamern-5SH-[ 1,2,4]tpuazono[4,3-
a|XUHOKCAJINH

6-Drop-1,4,4,9-rerpamernn-8-[ 6-(tpudropmernn)- 1 H-uanazon-4-un|-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Xnop-7-prop-8-(5-pTop-3-metun-1H-unnon-7-un)-1,4,4,9-rerpamerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Xgop-7-ptop-1,4,4,9-rerpamerin-8-(1-metuncynbdonun-1 H-unnazon-4-mn)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
6-Xnop-7-prop-8-(6-pTop-1-meruncynvponnn- 1 H-unnazon-4-un)-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

8-(1-Huknonponun- | H-uanon-4-un)-6-¢prop-9-merokcu-1,4,4-rpumerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6,7-Mudrop-8-(1H-unnon-4-un)-1,4,4,9-rerpamerun-SH-[ 1,2,4]tpuaszono[4,3-

a|XUHOKCAJINH
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6,7-Audrop-1,4,4,9-rerpamernn-8-(3-metmn-1H-unnon-7-un)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(5-prop-3-merun-1H-unnon-7-nmn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-(5-prop-1H-unnon-7-un)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Audrop-8-(6-prop-1H-unnon-4-mn)-1,4,4-rpumernn-9-(tpupropmernn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnazon-4-nn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-nudrop-8-(6-prop-1-meruncynpdonmn- | H-uanon-4-un)-1,4,4-rpumernn-9-

(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH

6,7-Androp-8-(6-¢prop-1-meruncynbdponmn-1H-uanazon-4-un)-1,4,4-rpumernin-9-

(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH

4-(6,7-Mudrop-1,4,4,9-rerpamernin-SH-[ 1,2, 4]rpuazono[4,3-a |x uHOKCATUH-8-1JT )-

1H-unnomn-7-kapOboHUTpUI

6,7-Audrop-8-(6-prop-1-merun-1H-unnon-4-nmn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(6-merokcu-1-meruncynbsdonnn-1H-unnon-4-mn)-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

6-Drop-8-(6-merokcu-1-mermncynbponni-1 H-unnon-4-un)-1,4,4,9-rerpamernn-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Prop-9-merokcu-8-(6-merokcu- | -meruncynabdonmn- | H-unnon-4-mn)-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

7-Xnop-6-¢prop-8-(6-pTop-1-meruncynvponnn- 1 H-unnazon-4-un)-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

7-Xnop-6-prop-8-(5-pTop-3-merun-1H-unnon-7-un)-1,4,4,9-rerpamerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

7-Xnop-6-drop-1,4,4,9-rerpamerun-8-(1-mernincynbponnn-1 H-unnazon-4-umn)-
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SH-[1,2,4]rpuazomno[4,3-a]XuHOKCATNH

B (popMe cBOOOHOTO COSTUHEHHUS WK €T0 (PU3HONIOTHIECKH TPUEMIIEMOH COJIH.

CoenuHeHHsT COMIACHO  HACTOSIIEMY H300pPETEHHI0 MOTYyT OBITb  CHHTE3UPOBAHbBI
CTaHIAPTHBIMU PEAKLUSIMH B OOJACTH OPTraHMYECKOW XMMHH, M3BECTHBIMH CIIELIUAIHUCTY B
JaHHOM 00JacTH TEXHUKH, WM CIIOCOOOM, ONHMCAHHBIM B JaHHOM JOKYMEHTe (CM.
Peakunonnyro cxemy 1 HIDKE), WM aHAJIOTUYHBIM O0pa3oM. PeakIMOHHBbIE yCIOBHS MyTe
CHHTE3a, ONHMCAHHBIX B HACTOSIIEM JOKYMEHTE, U3BECTHBI CIICLHAINCTY B JAHHOW o0jacTu
TEXHUKH M JJi1 HEKOTOPBbIX CllydyaeB IOKa3aHbl B IMpPHUMeEpPax, OMHCAHHBIX B HACTOSILEM

JOKyMEHTE.

Peakimmonnas cxema 1

R.

R, R: R: Y=

Ny N0 NN

- .
= R
Ry 5 xBOKCaBHOBaA R: ::E * TpHasOIbHAA R;/(:[j’;ﬁ?s
Fs LHMKITL3aLps Re OHKITH3AMHS Ry ¢
o L
He
l GpoMupoBaHye IGPOMHPOBMC

—Iﬁ :Ls

(K]

I Kpoce-couenrae C-C l<pocc-coqerax-me c-C

(R'1)1
R. :

(Rll)'\ ‘N~ R, H\\ 6[
" Ry U\\ Ox‘z NN %
N - l

R
R ] R,

Rs T Ry " TpHasonbHas Rew 1
sH g, IHMKIH3AMHS

Wi N

3aMeleHHbIH MHIOJbHBIN/MHAA30bHbIH (pparMedT B coequHeHUsIX ¢opmydsl (VII) MoxkHO
BBECTH, NoaBepras coequHerne Gopmynsl (IV) katannsupyeMoll METaioM peakiuu Kpocc-
couetanusi C-C. Karanusupyemble MetannaMu peakuuu kpocc-couetanusi C-C HU3BECTHBI B
nanaoi obnactu texuuku (cMm. Metal Catalyzed Cross-Coupling Reactions and More, 3
Volume Set Wiley, 2014; Angew. Chem. Int. Ed., 2012, 51, 5062 — 5085). bnaronpusitHbie
peakimu  kpocc-couetanuss C-C  mpenctaBisioT coOOH  peakuu  KpPOCC-COUETaHHUs,
Katanusupyemble nayuaaueMm (cp. Angew. Chem., 2005, 117, 4516 — 4563). TpuazonbHas

nuknusanus coenuHenus: (II) maer coemwnenmst obmei dopmynsl (III). Obpaszosanue
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TpHa3oNa HAa  XWHOKCAJMHAX  H3BECTHO B  JAHHOM  0ONacTH  TeXHUKU  (CM.
Heterocycles, 1992, 34, 771 — 780, Biological and Pharmaceutical Bulletin, 2005, 28, 1216 -
1220). DnexrpodunpHOE apomMaTrueckoe Opomuposanue coequnenus (III) naer coennnenue
(IV). Peakunu OpoMHUpOBaHUSI apOMATUYECKUX COSAMHEHMI OOIIen3BeCTHBI (CM. Science of
Synthesis, Compounds with One Saturated Carbon-Heteroatom Bond, Volume 35, Houben-
Weyl, 2007). Ecnu xenarenpHO, coenunenune Gopmyibl (II) Mmoxker ObITh OpOMHpPOBAaHO B
coenuneHue (V), KOTOPOE MOXKET MOABEPIaThCs PEAKLIUN KPOCC-COUETAHMs, KaTAIU3HPYEMON
Merayuiamy, ¢ mnonyueHueMm coenuHeHus (VI). OOpasoBanme Tpuasojga NPUBOIUT K
aNbTEPHATHBHOMY NYTH MOJy4eHUs1 coenuHeHni obmeit ¢popmynsl (VII). OnocpenoBannas
MeIbI0 XMHOKCAJMHOBAs Lukiau3anus coenuaenus (I) B coenunenne (II) u3BectHa B naHHON
obmactu (cp. Adv. Synth. Catal., 2010, 352, 2531 — 2537). Coenunenus ¢opmyisr (I)
KOMMEPUYECKH IOCTYITHbI HJIH MOTYT OBITh MOJYYEHBI CHOCOOAMH, M3BECTHBIMH B JaHHOU

o0JacTy.

CoenuHeHHsI B COOTBETCTBUH C HACTOSIIIIMM U300pETEHHEM MOTYT OBITh MOYyUEHBI CIOCOOOM,

OMUCAaHHBIM B HACTOALIEM JOKYMCHTE, NI aHAJIOTMYHbIM o6pa30M.

B nmpennoururenbHOM BapUaHTE OCYIIECTBJIEHMsI COEUHEHUsI B COOTBETCTBUU C HACTOSIIUM
U300pEeTEeHNEM SIBISIFOTCS MOIYJIATOPAMU TIIFOKOKOPTHUKOHMIHOrO peuentopa. B cmbicie
HACTOSIIETO M300pPETeHUs] TEPMHUH «CEJIEKTUBHBIA MOAYJSTOP TIIFOKOKOPTUKOHIHOTO
peuentopa» MPenNnoOYTUTEIbHO O3HA4aeT, YTO COOTBETCTBYIOLIEE COEJUHEHHE B aHalu3e
CBA3BIBAHUSA C KJIETOYHON MMHIIEHBKO HAa AroHUCTHYECKYK) WJIM aHTarOHUCTUYECKYIO
AKTUBHOCTb B OTHOLIEHUH INIFOKOKOPTUKOUIHOIO peLenTopa AeMOHCTpUpyeT 3HaueHue EC50
i IC50 B OTHOIIEHNH TIIFOKOKOPTHKOMAHOTO perentopa e 6onee 15 MM (lO-lO'6 MOJIB/ 1)
wiu He Oonmee 10wmkM; Oomee mnpenmodtutenbHO He Oonee 1 MkM; eme Oonee
npexnouTHTensHO He Gonee 500 HM (10™ moms/n); eme Gonee MPEANOYTHTENHHO HE Goee
300 HM; naxe Oonee mpeanoututTenbHO He Oonee 100 HM; Hambosee MPEANOYTUTENBHO HE

oostee 10 HM; 1, B yacTHOCTH, He Oosiee 1 HM.

Crenuanucty B HJaHHOW 0OJacTH TEXHHMKH HM3BECTHO, KaK TECTHPOBATH COCNMHEHHUS Ha
npeaMeT  MOAYJSUUU  (arOHUCTHYECKOW  WJIM  QHTArOHUCTHYECKOH)  aKTHBHOCTH
MIFOKOKOPTUKOUHOTO peuentopa. lIpeanoyturenbHble aHaIU3bl CBSA3BIBAHHS C MUIIEHBIO

AJis TCCTUPOBAHUA COeI[I/IHeHI/Iﬁ Ha HUX ArOHUCTHYCCKYHO HJIM AHTArOHUCTUYCCKYIO



10

15

20

25

30

45

aktuBHOCTH (EC50, IC50) B OTHOIIEHNH TIIFOKOKOPTHKOUIHOTO PELETITOPa ONMUCAHBI HUXKE B
HACTOSALIEM JOKYMEHTE:

Kierounble aHATH3BI INIIOKOKOPTHKOUAHOTO pelenTopa

IToTeHuManbHble  CENEKTUBHbIE MOIYJATOPbI  TNIIOKOKOPTUKOMIHOIO  pelenropa 1o
HACTOSIIEMY H300PETEHHIO MOJKHO TPOTECTHPOBATh HA MPEAMET MOAYJSILIHUA aKTHBHOCTH
IIIOKOKOPTUKOMIHOTO PELIeNITOpa, MCIMONb3ysl KJIETOYHblE aHajiu3bl. B Takux aHannzax
UCTIONB3YETCs JIMHMUA KIETOK sInYHMKa kutaiickoro xomsika (CHO), koropas comep:kut
(parMeHThl TIIOKOKOPTUKOMIHOTO pelenTopa, a Takxke ciurble Oenku. Hcmomb3yemble
($parMeHThl TJIIOKOKOPTUKOMIHOTO peLenTopa CIIOCOOHBI CBA3BIBATBCS C  JIMTAHAOM
(Hampumep, OEKIIOMETa30HOM) Ul WACHTU(PHUKAIMM MOJIEKYJ, KOTOpble KOHKYPHPYIOT 3a
CBA3bIBAHHE C JIMTAHAAMH TJIIOKOKOPTHUKOMIHOIO peuenrtopa. bonee KOHKpeTHO, JWUTraHf-
CBA3BIBAKOLIMN JIOMEH TITIOKOKOpTUKOUIHOro peuenropa ciaut ¢ JHK-ceaseBaromum
nomeHoM (DBD) ¢akropa Ttpanckpunmn GAL4 (GAL4 DBD-GR) u crabunbHO
uHTerpuposad B nauHHI0 kietrok CHO, copepikamyro penopTepHyro KoHCTpykuuoo GALA4-
UAS-mouungepasa. Urobs1 UICHTU(PHUIHPOBATD CeJIEKTUBHbIE MOy JIATOPbI
TJIFOKOKOPTHKOUIAHOTO  PELeNTopa, PEMOPTEPHYIO KJIETOUHYIO JIMHHIO HHKYOHPYIOT C
MOJIEKYJIAMH, HCIIONB3Ys 8-TOYEUHYIO MONYJIOrapu(pMHUECKYI0 KPHUBYIO pa3BeACHUs
COEAMHEHUs, B TEYCHHE HECKOJNbKHMX 4YacoB. llocie KiIeTOuHOro nm3nuca OOHAPYIKUBAOT
JEOMUHECIICHIINIO, Co3/aBaeMyro Jironudepasoil mocine mobaBjieHHsi CyOCTpaTa, U MOKHO
paccunutate 3HaueHus ECS50 unu IC50. Bonedenue Moinekys, KOTOpble HHAYLUPYIOT
SKCIPECCUI0 T'€Ha TIOCPEICTBOM CBsI3bIBAHUS INIIOKOKOpTHUKOuAHOoro peuenropa ¢ JIHK,
MPUBOIUT K SKCIPECCHH T'eHa Jironudepassl o kouTpojem Oenka ciusaus GAL4 DBD-GR
U, CJeI0BaTeNbHO, K J0303aBUCUMOMY YBEJIMUYEHUIO CUTHANa JIIOMHHecLleHInu. CBs3bIBaHNE
MOJIEKYJI, KOTOpble TMOMABJISIIOT HHAYLUPOBAHHYIO OEKJIOMETa30HOM »JKCIPECCHIO T'eHa
nrorudepassl mox koutposem Oenka ciusiauss GAL4 DBD-GR, npuBonut k 10303aBUCUMOMY

CHMIKCHHIO CUTHAJIA JIOMUHCCIOCHIIUHN.

B nmpennoururenbHOM BapHaHTe OCYILECTBIEHHUS] COEIMHEHNE B COOTBETCTBUU C HACTOSILIUM
U300pEeTEeHNEM B aHAJM3€ CBS3BIBAHUS C KJIETOYHOH MHUIIEHBIO HA ArOHUCTHYECKYI HWIIH
AHTarOHUCTUYECKYI0 AKTHMBHOCTb B  OTHOIIEHHWH [IIOKOKOPTUKOUAHOIO  peLentopa
nemoHcTpupyeT 3HaueHue EC50 nnu IC50 B oTHOLIEHUM TNIIOKOKOPTHUKOUIHOTO PeLenTopa
He Gomee 1 MkM (10 mons/n); Gosee mpenmoururensHo He Gomee 500 HM (10 mons/n);

eme Oonee mpeanouytutenbHO He Oosee 300 HM; nmaxe OoJyiee MPENNOYTUTENBHO He Oolee
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100 HM; Haubosnee npeanouTUTENBHO He Oosiee SO HM; u, B yacTHOCTH, He Oojnee 10 HM wn

ue oosee 1 uM.

B npeanodtutenbHOM BapuaHTE OCYIECTBJICHUS] COEUHEHHE B COOTBETCTBUU C HACTOSALIUM
U300pEeTEeHNEM B aHAJM3€ CBS3BIBAHUS C KJIETOYHOH MHUIIEHBIO HA ArOHUCTHYECKYI HWIIH
AHTAarOHUCTHYECKY0) AKTUBHOCTb B  OTHOUIEHWM IJIIOKOKOPTUKOWAHOIO  peLentopa
nemoHcTpupyet 3HaueHue ECS50 unu IC50 B oTHOIIEHUH TITFOKOKOPTUKOWIHOIO peLenTopa B
muanasone ot 0,1 BM (10” mons/m) mo 1000 HM; Gonee mpexmourutensro or 1 HM g0
800 HM; eme Oonee npeanourutensHo oT 1 HM no 500 HM; naske Gosiee MpPeArouTUTENBHO
ot 1 €M no 300 HM; Haubonee npenmnourureapbHo oT 1 HM no 100 HM; U, B 4aCTHOCTH, OT

1 M o 80 uM.

HpeI[HOLITI/ITeJ'IbHO, COCAUHCHHUA B COOTBETCTBHMM C HACTOAIINM I/1306peTeHI/IeM ABJIAKOTCA

NPUTOAHBIMU B KAYECTBEC CECJICKTUBHBIX MOAYJIATOPOB I'NTIOKOKOPTUKOUAHOI'O pEUCNTOpA.

Takum 00pa3oM, COEOTUHEHHS B COOTBETCTBHM C HACTOSIIUM HM300PETEHHEM SIBISIIOTCS
NPEATIOYTUTENIBHO MPUTOAHBIME JUJIsI JIUEHUS] MM TPOPHIAKTHKH In VIvo 3a00JIeBaHHA,

CBA3AaHHBIX € YH4aCTHEM I'NTFOKOKOPTHUKOUAHOI'O peuenTopa.

Taxum oOpas3om, HacTosIIee N300PETEHNE TAK)KE OTHOCUTCS K COETUHEHUIO B COOTBETCTBHH C
HACTOSIIUM ~ M300pEeTeHueM JUIsi TpPUMEHEHHs C LEeJIbI0 MOAYJSIUUUA  aKTHBHOCTH

IIFOKOKOPTUKOUTHOTO peLenTopa.

Takum oOpa3om, Ipyroil acreKkT HACTOSIIEero M300pETeHUs OTHOCUTCS K COSAUHEHUIO B
COOTBETCTBHUHM C HACTOSAIIUM H300peTeHHeM il TPUMEHEHUsS TpH JICUYSHUW W/WIN
npoUIaKTUKE  PACCTPOICTBA, OMOCPENOBAHHOIO MO  MEHbBINEH Mepe  YaCTHYHO
TJIFOKOKOPTHUKOHUIHBIM perientopoM. Ellle OauH acnekT HACTOSIEro H300peTeHHst OTHOCUTCS
K cnoco0y JeueHuss pacCTpONCTBA, OIOCPEAOBAHHOTO IO MEHBbIIEH Mepe YacTHYHO
TJIFOKOKOPTHUKOHUIHBIM ~ PELIETITOPOM, MpH 3TOM CMOco0 BKJIFOYaeT B ceds BBeIeHUE
TepaneBTHYeCKU 3(PPEKTUBHOrO KOJUYECTBA COCAUHEHHS] B COOTBETCTBHH C HACTOSIINM

u3o00peTeHneM CyObeKTy, HYKIAIOIMEMYCS B STOM, MPEANIOYTHTEIHHO YEJIOBEKY.
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I[OHOHHHTeHbeIfI ACIIEKT I/1306peTeHI/I$I OTHOCUTCA K TMNPUMCHCHHUIO COCIUHCHUA B

COOTBECTCTBUH C HACTOAIIHUM I/1306peTeHI/IeM B KQUECTBEC JICKAPCTBEHHOTO CPCACTBA.

JIpyroi acekT HacTOosIIero n300peTeHus] OTHOCUTCS K JIEKapCTBEHHOH (opme, coneprkarnen
COEMHEHHWE B COOTBETCTBUM C  HACTOSIUM  u3o0pereHueMm. IlpeamouturenbHO
JeKapcTBeHHAs! (popMa CONEPKUT COCTUHEHNE B COOTBETCTBUU C HACTOSIIMM H300peTeHHEM
U OAWMH ujau Ooyee (apMaleBTUYECKUX HAIMOJNHUTENeH, TaKuxX Kak (PU3HOJOru4ecku
NpUeMJIEMbIE HOCHUTENH, JOOABKHM W/WJIM  BCIIOMOTATENbHbIE BELIECTBA, a TaKkKe
HeoOsI3aTeNTbHO OAWH WJIM  OoJiee  JOTMOJHHUTENBHBIX  (PAPMAKONOTHYECKH aKTHBHBIX
UHrpeaueHToB. llpuMepamMun mnoaxomAmux (PU3MONIOTUYECKH MPHUEMJIEMbIX HOCHUTENEH,
n00aBOK W/WIM BCIIOMOTATENbHBIX BEINECTB SIBJIIOTCS HAIMOJHHUTENH, PAaCTBOPUTEIH,
pa3baBHUTENM, KPAaCUTENM W/ MM CBS3YIOLIME BEIIECTBA. [aKkWe BEIIECTBA W3BECTHBI
cneuuanucTy B maHHoi obmactm texuuku (cM. H. P. Fiedler, Lexikon der Hilfsstoffe fur

Pharmazie, Kosmetik und angrenzende Gebiete, Editio Cantor Aulendoff).

JlekapctBenHass (opMa B COOTBETCTBMM C HACTOSIIMM M300pETEHHEM MpeaHa3HaueHa
NPEANOYTUTENBHO JJI1 CHCTEMHOIO, MECTHOTO MJIU JIOKAJIbHOTO BBEJEHUS, MPEANOUTUTENBHO
U TiepopajibHOTO BBeneHus. Takum o0pa3oM, JekapcTBeHHass (GopMa MOXKeT OBITh B
KUIKOH, TOJIyTBEpAOH MiH TBepAod (opme, HampuMmep, B BHIE PACTBOPOB IUII MHBEKLUH,
Kareyib, COKOB, CHpOIOB, CIpeeB, CYCHEH3UH, TaONeTOK, HAaKJAJAOK, IUICHOK, KarcCyll,
MJIACTBIPEH, CYNMNO3UTOPUEB, Ma3el, KPEMOB, JIOCBOHOB, Iejiel, IMYJIbCUI, a3PO30JIeH, WIN B
dopme, cocTosIelt 13 MHOKECTBA TBEPABIX YaCTHUL], HATPUMEP, B (POpMe TeJUIeT WK TPaHyI,
€CIH YMECTHO CIIPECCOBAHHBIX B Ta0JIETKH, MACKAHTUPOBAHHBIX B KaICyJlbl WIH

CyCIICHAUPOBAHHBIX B JKUAKOCTH, a4 TAKKEC MOKECT BBOAUTHCA KaK TaKOBasl.

JlekapcTBeHHYIO (OPMY B COOTBETCTBHH C HACTOSIIIMM H300pETEHHEM TPEIMOYTHUTEBHO
MOJIYHYAIOT ¢ MOMOIIBI0 OOBIUHBIX CITOCOOOB, YCTPONCTB, METONOB U MPOLECCOB, U3BECTHBIX B
naHHOK oOnacTu TexHUKH. KOJWYEeCTBO COENMHEHHMS B COOTBETCTBUM C HACTOSIIUM
n300peTeHreM, KOTOpOe CJenyeT BBOAUTH MAIMEHTY, MOJKET BapbUPOBATHCS W 3aBUCHT,
HaTpUMep, OT MAacChl WJIM BO3pacTa MAalMeHTa, a Tak:Ke OT Crnocoda BBEACHHs, TOKA3aHUN U
crenern Tspkectn  3aboneanms. [lpenmourmrensHo oT 0,001 nmo 100 mr/kr, Oonee

npeanoututenibio ot 0,05 nmo 75 mr/kr, Hambonee npeamouturenbHo ot 0,05 mo 50 mMr



10

15

20

25

30

48

COCIUHEHNUA B COOTBETCTBHUU C HACTOAIIHUM I/1306peTeHI/IeM BBOJAUTCA Ha KI' MaCChbl TEJa

NanmueHTA.

Cunraercs, 4TO TIIOKOKOPTUKOHIHBIA PELenTop MOXKET MOTEHLHATbHO MOAU(HUIINPOBATH
pa3nu4HbIe 3a00JEBAHUS MITH PACCTPOMCTBA Y MIIEKOMTUTAIOIIUX, TAKUX Kak desnoBek. K HuM,

B HaCTHOCTH, OTHOCATCA BOCIIAJIHUTCIILHBIC 3a00/I€BaHMUSI.

Jlpyroii acmekT HAcTOSIIEro M300peTEeHUs OTHOCHUTCS K COEJUHEHHI0 B COOTBETCTBHH C
HACTOSIIIUM U300pEeTEHUEM ISl IPUMEHEHHS TIPU JISUeHUH 1/1iTh npoduiakTike 6omu u/nnm

BOCITAJICHHA, Oonee NpEeANOUYTUTECIIBHO BOCITAJIUTEJIBHOMN 00JIH.

JIOTIOJTHUTEIBHBINA ACTIEKT HACTOSIIIEro M300peTEeHUsT OTHOCUTCS K Crocoly jedeHus 0oy

W/ BOCTIAJIEH U, O0Jiee MPEeaNOYTHTEIBHO BOCIAUTENIbHON OOIH.

IIpumepsl

B onmcaHusX 3KCEPUMEHTOB IPUMEHSIOT CIEAYIOLINE COKPAIICHHUS:

AcOH = ykcycHas kucnora, Ac = auerwibHas rpynmna; Attaphos = Ouc(mu-mpem-6yrun(4
numetmnamunodenmn)pochun)guxnopnamnanuii(Il); Ar = apron; BISPIN (umu Bis-Pin) =
ouc(nnHakonaro)aubopan; dba = aubensmnupenaueroH, DAST =  Tpudropun
(mmyTunamubo)cepsr; [IXM = JIXM; DIPEA = N,N-muuszonpomnwntuiamun; DIBAL-H =
ruapun  auusoOytwnamomubus;, JMA = agumerunaneramun, JMAJIM®PA = N)N-
muMetwigopMaMun auMmetmnaneraib, DMAP = 4-(aumerunamuno)-nupunns;, IMOPA =
N,N-gumerunpopmamu, JIMCO = TUMETHIICYJTb()OKCHT, dppf = 1,1%
ouc(nudenmndochanmn)peppouer, EtOAc = EtOAc; EtOH = EtOH; u = wac; LAH =
AIFOMOTHUIAPHULT JIUTHS, LDA = IUU30IPONHIAMHUL JIUTHS, LiHMDS =
OUC(TPUMETUIICHIIIIT)aMU JINTUS, M, = MYJBTHILIET HeHTpupoBaHHbIH, MeOH = MeOH,;
muH. = MuHyTa, MTBE = Metun-mpem-6yrunossiii 3¢up; n-BuLi = H-OyTHyumiTHE;, KOMH.
TEMIl. = KOMHaTHas TeMmIiepatypa, Rt = Bpems ynep:kusanHus, TpeT = TpeTuuHblii, TEA =
TpmwTinamul, TI'® = Tterparuapodypan; p-TSA = mnapa-tomyoncynbQoHOBas KHCIOTA;
TMSClI = rtpumernncummxnopun;, X-Phos = 2-gunmknorexkcundocduno-2',4',6'-

tprmszonpormndupenmt; XANTphos = 4,5-0uc(nudpenundpocdhnno)-9,9-nuMeTnnKcanTe .
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Cunres 6-pTop-4-(4,4,5,5-rerpamermi-1,3,2-nuokcaboponan-2-mn)- 1 H-unnona

(mpomexxyTouHOE coennHeHne A-1)

o 0
Br i) DMADMF/ IOKCaB KuTl. ¢ " O/B‘B\ F n
olpars. xonoa. F N ©
MHPPONHIAH p V4
F NO, " AcOH! nopomok Fe xum. ¢ KOAc/
o "o

Oépam. XOI104.
8r Pdydbaa

Cramun-1 TpumHKnorexcungochHr

auoxcar 110°C

II MeANTOUHOE COeIHHeHHe A-1
Cragun- 2 poMex

Cragua 1 K mnepememmBaeMoMy pacTtBopy 2-Opom-4-¢pTop-6-mutporonyona (4,69 r, 20
mMMmoJb, 1 3kB.) B 1,4-nuokcane (25 mi) mennenno npubasmsuin N,N-guMmernidopmamuna
aumetwnanetans (13,3 v, 100 mmonb, 5 3kB.), nupponunud (1,47 mu, 20 mmonb, 1 5kB.).
3aTeM peakMOHHYK CcMech nepemernuBaiu B TedeHue 18 4. mpu 100 °C. PeakunoHHYIO
CMeChb KOHIIEHTPUPOBAIM 10 MOJYYEHHsI TEMHOTO octaTtka. K maHHOMy octaTky nmpubasisim
AcOH (30 mi), nopomrok xenesa (11 r, 200 mmonb, 10 3kB.), a 3aTeM PEaKIMOHHYIO CMECh
KHUISATHJIA ¢ OOpaTHBIM XOJIONMJIBHUKOM B TedeHHe | 4. PeakIMOHHYI0 cMech 3areM
OXJIAKNAMN 1O KOMH. TeMIL, a 3areM (uiabTpoBain uepe3 ciod wenurta. Punbrpar
Helrpanuzoanu 50% pacTBOPOM I'MAPOKCHIA HATpUs, a 3aTeM 3kcrparupoBanu EtOAc (2 x
100 mu). OOBenUHEHHBIE OpraHWYecKHe CJIOM mpombiBaid Bomoi (100 wmut), coneBbIM
pactBopom (100 ™), cymmnmu Hax Oe3BogHbiM Na,SO, UM BbIMapuBalu ¢ MOJy4YEHUEM
HEOYHIIIEHHOTO BEINEeCTBa, KOTOPOe OYHUINAIHM KOJIOHOYHOH XpomaTorpadueil ¢ mosydeHneM
4-6pom-6-¢prop-1H-uanona (1,3 r, 30%) B BUAE KOPUUHEBOH KUIKOCTH.

Cragusa 2 IlepememuBaemyro cycneHsuro 4-0pom-6-¢rop-1H-unnona (1,1 r, 5,1 mmons, 1
9KB.), Ouc(nmuHakonaro)audopana (2,6 r, 10,2 Mmonb, 2 3kB.) u anerara kaaus (2,0 r, 20,4
MMOJIb, 4 5kB.) B 1,4-nuokcane (20 mi) nesokcurennposanu Ar B TeueHue 10 muH. Pdy(dba)s
(0,07 r, 0,07 mmogb, 0,015 3xB.) u Tpunukiorekcmidocdun (0,102 r, 0,36 mmonb, 0,07 3kB.)
3aTeM 00aBIsUIN B PEAKLIMOHHYIO CMECh U MOBTOPHO JE30KCHIeHHpOoBaM Ar B TedeHue 10
MHUH. 3aTeM peakLHOHHYI0 cMech nepemMemuBaiun B TeueHue 14 4. mpu 110 °C. 3arem
PEAKIMOHHYIO CMECh OXJIAXKAAIH A0 KOMH. TEMIL. U 3aTeM (HIBTPOBAIM Yepe3 CJIOH LeNUTAa.
QOuabTpaT KOHIEHTPUPOBAIHM TPU TMOHMKEHHOM HABIEHHH C IOJYYEHHEM HEOUYHINIEHHOTO

Marepuaia , KOTOPBIH OYMINAIN KOJIOHOYHOH Xpomartorpadueil ¢ momyderneM O6-(prop-4-

2

(4,4,5,5-terpamermn-1,3,2-nuokcadoponan-2-un)-1H-unnona (1,1 r, 82%) B BUme cBeTIO-

JKEJITOrO TBEPAOTO BEILICCTRA.
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Cunres  6-¢prop-1-(Mmeruncynbdonmn)-4-(4,4,5,5-rerpameTin-1,3,2-nuokcadboponan-2-mi)-

1H-unnona (mpomexxyTouHoe coequHeHHe A-2)

0.t

=g,
) % 8" ﬁ F N
0sd i
S, 0 Y/
F B Meso,0 ¢ No© 0
[ :I /> Yy >
N?g-’& \@) KOAC/
M B Pd;dba; l ]

.B.
0" 0
B

Tpumsxnorexcundochus

Cramux 1 auoxcan . 110°C TpomexyTounoe

coelnHenne A-2
Crazun 2

Cranusa 1 IlepememmBaemMomy pactBopy 4-6pom-6-¢pTop-1H-nnnona (0,18 r, 0,841 mmons, 1
5kB.) B JIM®A (5 mi) mopuusimu npudasismi ruapun Harpust (60%, 0,07 r, 1,68 mmons, 2
3kB.) mpu 0 °C. PeaklMOHHYI0 CMeCh 3aTeM MepeMelnBaiu B TeueHne 30 MUH MPU KOMH.
temrr. Merancynsponmwmiiopun (0,114 mi, 1,26 mmonb, 1,5 3kB.) 3ateM n00aBisiiv B
peakunoHHyro cMmech nipu O °C. 3aTeM peakLHOHHYIO CMECh NMEPEMEIINBAIN B TEUCHHUE 2 4.
npu KOMH. Temn. PeaknnoHHyro cmech paszOaBmwm EtOAc (50 wmim). OObenuHeHHbIE
OpTraHUYECKHE CIIOM MpoMbIBaIH Boxoi (5 x 10 mu), coneBeiM pactBopoM (10 mu), cymmnm
Hax Oe3BomHbiM NaySO,; UM BbIMApUBAIKM TPH TMOHIKEHHOM JaBlieHUH. HeouuieHHbIH
NPOAYKT OYHIIANIHA KOJIOHOYHOH xpomarorpadueri ¢ mnonydeHuem 4-Opom-6-¢rop-1-
(meruncynsponmn)-1H-unnona (0,1 r, 41%) B BHme Oenoro TBEpAOrO BeIIECTBA C
METAJUINYECKUM OTTEHKOM.

Cragusa 2 IlepememmBaeMyro cycrneHsno 4-6pom-6-¢rop-1-(meruncynbdonmn)-1H-nnnomna
(1,2 r, 3,53 mmonsb, 1 3kB.), Ouc-nuHakonatoaudopana (1,79 r, 7,06 Mmounb, 2 3KB.) U anerarta
kamua (1,39 r, 10,62 mmonb, 4 5kB.) B 1,4-nuokcane (20 M) n€30KCHUreHHpPOBANU Ar B
teuenue 10 muH. Pdy(dba); (0,048 r, 0,052 mmomns, 0,015 5kB.) u Tpunukiorekcuinpochux
(0,071 r, 0,25 mmonb, 0,07 5kB.) 3aTeM HOOABISIIA B PEAKIMOHHYIO CMECh U TOBTOPHO
Ie30KCUreHnpoBainn Ar B TedeHue 10 MuH. 3aTeM peakIMOHHYI0 CMeChb MEepeMEIlnBaIA B
tedenue 14 4. npu 110 °C. 3aTeM peakLIMOHHYIO CMECh OXJIKAAIN 10 KOMH. TEMII. U 3aTeM
¢dunbTpoBaNH yepes cioi uenuta. PuIbTPAT KOHUEHTPUPOBAIU NPU MOHKEHHOM JIaBJICHUU
C MOJyYeHHEM HEOYMIICHHOTO MPOAYKTA, KOTOPBIH OYMINAIN KOJOHOYHOH Xxpomarorpaduei
¢ nony4yerneMm 6-prop-1-(meruncynabdponmn)-4-(4,4,5,5-rerpamerin-1,3,2-nrokcadoponan-2-

wn)-1H-unnona (1,0 r, 80%) B BUAE CBETIIO-JKENTOrO TBEPIOTO BEILIECTBA.
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Cunte3 1-(3Tuncynbponnn)-6-prop-4-(4,4,5,5-rerpamermn-1,3,2-arokcadboponan-2-mn)-1H-

uHAOJa (MPOMEXKYTOUHOE coennHeHne A-8)

Mo EscC IO F N
MNaHf TT$ F N Y
Crannz 1 \@/) KOAe/

8

Pd(dbaly c” o

8
Tpamaiorexcungochun ,-‘\—{\
AHOKCaR 110°C

Cramua-2 IIpomesyTouHOE COeIUHEeHHE A-8

Cragusa 1 IlepememmuBaemomy pactBopy 4-Opom-6-prTop-1H-unnona (1,0 r, 4,67 mmons, 1
5kB.) B AM®DA (24 mu) nopumsamu npubasisiian runpun Harpus (60%, 0,224 r, 9,34 mMons, 2
3kB.) mpu 0 °C. PeaklMOHHYI0 CMeCh 3aTeM MepeMelnBaiu B TeueHne 30 MUH MPU KOMH.
temr. JtaHcyibdormtxopun (0,604 mn, 7 wmmonb, 1,5 5kB.) 3arem noOaBisuivi B
peakuroHHyro cMmech nipu 0 °C. 3aTeM peakLHOHHYIO CMECh NMEPEeMEIINBAIN B TEUCHHUE 2 4.
npu KOMH. TeMmn. PeaknuoHHyio cmech paszOaswim EtOAc (200 mun). OObenuHeHHBIE
OpTaHUYECKHE CIIOM MpOMbIBATH BOxoH (5 x 30 mi), coneBbiM pacTBopoM (30 M), cymmim
Hax Oe3BomHbiM NaySO,; UM BbIMApUBAIKM TPH TMOHIKEHHOM JaBlieHUH. HeouuieHHbIH
NPOAYKT  OYMINANM  KOJNIOHOYHOW  Xpomartorpadueii ¢  momyueHuem  4-Opom-1-
(atuncyasdponmn)-6-prop-1H-uanona (0,513 r, 36%) B Buge Oenoro TBepAOro BEIIECTBA C
METAJUINYECKUM OTTEHKOM.

Cragua 2 IlepememmnBaemyro cycneHsuro 4-0pom-1-(3tuncynbponni)-6-prop-1H-nnnomna
(0,51 r, 1,6 mmomb, 1 3kB.), Ouc(nmuakonaro)aubopana (0,843 r, 3,2 MMonb, 2 3KB.) U
anerata xanus (0,653 1, 6,4 MMonb, 4 5kB.) B 1,4-nuokcane (15 mMi1) 1€30KCUTeHUPOBATH AT B
teuenue 10 muH. Pdy(dba); (0,023 r, 0,025 mmomns, 0,015 3kB.) u Tpunukiorekcundpochus
(0,036 T, 0,12 mMmounb, 0,072 3kB.) 3aTeM AOOABSUIHM B PEAKIIMOHHYID CMECh U TIOBTOPHO
Ie30KCUreHnpoBainn Ar B TedeHue 10 MuH. 3aTeM peakIMOHHYI0 CMeChb MEepeMEIlnBaIA B
tedenue 14 4. npu 110 °C. PeakuMOHHYI0 cMeCh OXJaXJajdu IO KOMH. TE€MI. U 3aTeM
¢dunbTpoBaNH yepes cioi uenuta. PuIbTPAT KOHUEHTPUPOBAIU NPU MOHKEHHOM JIaBJICHUU
C TMOJIyYE€HUEM HEOUHIIEHHOr0 MaTepHraa, KOTOPbIH OYHINAIH KOJIOHOYHOH X pomarorpaduei
¢ monydenueM 1-(3tuncynbdonmn)-6-prop-4-(4,4,5,5-rerpamerin-1,3,2-nruokcaboponan-2-
wi)-1H-unnona (0,212 r, 38%) B BuAe Oejoro TBEPAOrO BEIIECTBA C METATUYECKUM

OTTCHKOM.
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Cunres 1-(4-(4,4,5,5-terpamerui-1,3,2-nnokcadoponan-2-mun)- 1 H-uanon-1-mn)staHoHa

O‘ 0
’ B~8 #
o °© o o
Q‘ AcCl Q?_ Q’]‘k
NH N KOAciCy;P/
g \= Nali IMPA g7 = Pd;idba),/ 08 =

KOMH. TeMIl.

Q
Juoxcar 90°C '7$<
Cragna-1

Cramun-2

(mpomexxyTouHOE coennHeHue A-10)

IIpomeayTounoe coeannenne A.-10

Cragua 1 B mepemeunBaemsblii pactBop 4-Opom-1H-ungona (0,5 r, 2,55 mmonb, 1 5kB.) B
TT'® (25 mi) nobasnsmu ruapua Hatpus (60%) (0,122 r, 3,06 mmons, 1,2 5kB.) ipu 0 °C u
MPOOJIKAITN TIEPEMELTUBAHNE ITPH KOMH. TeMIl. B TedeHue 30 mun. Auermmxyopun (0,02 mu,
3,06 MmO, 1,2 5KB.) 3aTeM HO0ABJISUTA B PEAKIIMOHHYIO CMECh U MOBTOPHO MEePEeMEIINBAIN B
TedeHue eme 2 4. PeakIMoHHYI0 CMeCh TaCHIJIM BOAOH U 3KCTparupoBaiu ¢ nomoisio EtOAc
(2 x 100 mu). OObenuHEeHHBIE OPTaHUYECKUEe CJIOM MpoMbIBaIHU Bojoh (100 mur), conmeBbM
pactBopom (100 wmu), cymunu Han Oe3BomHbiM NaySO,, U pacTBOpHUTENH BBHIMAPUBAIH C
MIOJIy4€HHEM HEOUYHUINEHHOrO MPOAYKTa, KOTOPbIM OYUINAIH KOJOHOYHOH Xpomartorpaduei ¢
nonyueHuem 1-(4-Opom-1H-urnon-1-um)stanona (0,55 1, 91%) B BuUAe KOpPUUHEBOU
KUIKOCTH.

Cragusa 2 K nepememuBaemomy pacteopy 1-(4-6pom-1H-unnon-1-un)sranona (0,55 r, 2,31
MMOJIb, 1 3kB.), Ouc(muHakonaro)nqudopa (0,707 r, 4,62 Mmoub, 2 5kB.), anerara kamus (0,680
r, 6,93 Mmonb, 3 5kB.) B 1,4-nrokcane (20 mi) ne3okcureHupoBanu Ar B TedeHue 10 MuH.
Pd,(dba); (0,106 t, 0,1155 mmounsb, 0,08 3kB.), CysP (0,052 r, 0,1848 mmoub. 0,08 5kB.) 3aTem
NpUOABIISAIN K PEAKIIMOHHOW CMECH U KHITATIIIM C OOpaTHBIM XonoauibHUKOM Tipu 90 °C B
TEYEeHHE TOMOJHUTENBHBIX 16 4. @UIbTpaT KOHLUEHTPUPOBAIHN NPU MMOHWKEHHOM JIaBJICHUH C
NOJIy4€HHEM HEOUHIIIEHHOTO MaTepraia, KOTOPbIA OUHINAIN KOJIOHOUHON XpoMaTorpadueii ¢
nonyuenuem 1-(4-(4,4,5,5-rerpamernn-1,3,2-nnokcaboponan-2-un)-1 H-unnon-1-un)sranona

(0,600 1, 92%) B BUAE KOPUUHEBOH KUAKOCTH.

Cuntes 6-¢ptop-4-(4,4,5,5-rerpamerni-1,3,2-nrokcaboponan-2-mn)-1-(2,2,2-rpudropaTeun)-

IH-unnona (mpomexyrounoe coequHerne A-11)
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(0] Q F,C
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( Juoxcar 70°Ci241 PdCl-idpp!)/ 0"
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Br
Cramua-1 JHoxcar’ 90°C

Cramua-2
IIpomesyTouHoe coennenne A-11

Cragus 1 K pacreopy 4-6pom-6-¢rop-1H-unnona (2,0 r, 9,345 mmons, 1 3kB.) B JIMDPA (25
mi1) npubasisuin Cs,CO; (15,18 1, 46,72 mmons, S 3xB.), 1,1,1-tpudrop-2-uonstan (5,8 r,
28,037 mmonb, 3,0 3KB.) B T€PMETHYHO 3aKPHITOM cOCyae. PeakliMOHHYI0 CMeCh KHITATHIIN C
oOpatHbeIM XonoauiabHUKOM 1pu 50 °C B Teuenue 24 4. PeakunoHHYI0 cMech (pUIIBTPOBAIU
yepes (UIBTP U3 CHEYEHHOro cTekna, u ¢QuubTpar pazdasmsuin EtOAc (100 wmm).
OpraHudeckuii CJIoi MPOMBIBAJIM XOJOXHON BONOH (3 x 50 M), ColeBBIM pacTBOpoM (25 mii),
cymmnu Han Oe3BomHbiM  NapSO; #  pacTBOpPHUTENb BBIMAPUBANINA € TOIyYEHHEM
HEOYHIEHHOTO TMPOAYKTa, KOTOPBIA OYHINAIN KOJOHOUHOW (mmi-xpomaTorpadpueii ¢
MOJIyYEHUEM CMECH, KOTOpPYIO JONOJHHUTENbHO oOuMinanu mnpenapatusHoii BOXX ¢
nojiyueHuem 4-6pom-6-drop-1-(2,2,2-tpudropatun)-1H-uanona (0,400 r, 14%) B BUne
6esoro TBEpAOTrO BEIECTBA C METAIUINIECKIM OTTEHKOM.

Cragua 2 TlepememmBaemslii pactBop 4-O6pom-6-¢Top-1-(2,2,2-rpudropstin)-1H-unnomna
(0,450 r, 1,52 mmonb, 1 3kB.), 6uc(munakosaro)nudopa (0,461 r, 1,824 mmons, 1,2 3kB.),
anerata kanus (0,446 , 4,56 mmonb, 3 5kB.) B 1,4-nnokcane (20 Mi1) I€30KCUTeHUPOBAIH Ar
B TeueHue 10 mun. PdCly(dppf)- AXM (0,124 1, 0,152 mmonse. 0,1 3kB.) 3aTeM NpHOABISIHN K
peakuuoHHOM cMecu W mepememnBain npu 90 °C B TeueHHE AOMOIHUTENBHBIX 16 4.
OunbTpaT KOHIEHTPUPOBAIHM NPU TOHIKEHHOM AABIEHHH C IOJYYEHHEM HEOUYHINEHHOTO

MarepHalia, KOTOpbIH HCIIONb30BAIN HA CIEAYIOLIeH cTanuu 0e3 qanbHeHIel OUnCTKY.

Cunres 1-(metuncynbponmn)-4-(4,4,5,5-rerpamermn-1,3,2-nuokcaboponan-2-mn)-1H-

uHzoa (MIPOMEXKYTOUHOE CoenHEeHNE A-12)

0sd
i 0t N'S w0
N MeSO,Cl S0 Bis-Pin
NaH/TT ¢ N /
/ —
Cramuz-1 @/) KOAc/Cy 31 8
B Pd»idbaly/ (03 o)

Br Juoxcan 110°C H
Cramma-2

TIpomeayTounoe coeannenne A-12
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Cragusa 1 IlepememmBaemomy pactopy 4-Opom-1H-mamona (1,0 r, 5,1 mmons, 1 3kB.) B
JAM®A (20 mu1) mopuusiMu nipudasisuii ruapua Hatpust (60%, 0,245 r, 10,2 mmodb, 2 3KB.)
npu 0 °C. PeakllMOHHYIO CMeCh 3aTeM IepeMelInBaiu B TedeHre 30 MUH IpU KOMH. TEMIL
Mertancynsponunxiopun (0,584 mu, 7,6 MmMmonb, 1,5 5kB.) 3aTeM 100ABISUIM B PEAKLIMOHHYIO
cveck nipu 0 °C. PeakuuoHHyr0 cMech MepeMelinBald B TeUeHHE 2 4. IPU KOMH. TEMIL
Peakunonnyro cmech pazbaBumn EtOAc (100 mu). OObenniHEHHBIE OPraHMYECKUE CIIOH
npombiBad Bopod (5 x 20 mu), coneBbIM pacTBopoM (20 M), CyIIMiIM Han O€3BOIHBIM
Na,SO,4, 1 pacTBOPHUTENH BRITAPUBAIH NPU MOHIWKEHHOM JaBlIeHUU. HeounmeHHbIi TpoayKT
OYMINAIA KOJIOHOUHOW xpomarorpaduein ¢ nomyueHuem 4-0pom-1-(meruncynshonmn)-1H-
uHnona (0,532 r, 38%) B Buze 6€10ro TBEPAOTo BEIIECTBA C METAJUNTHYECKUM OTTEHKOM.

Cranus 2 TlepememmBaemyto cycnier3uro 1-(meruncynbdonmn)-4-(4,4,5,5-rerpamermn-1,3,2-
nuokcadoposan-2-un)-1H-urmona (0,36 r, 1,31 mmonb, 1 3kB.), Ouc(nuHakomaTo)audopana
(0,66 T, 2,62 mmonb, 2 3kB.) u anterata kanmusi (0,57 r, 5,25 mmonb, 4 3kB.) B 1,4-nuokcane (10
1) nesokcurenuposaiu Ar B Teuenue 10 mun. Pd,(dba); (0,018 r, 0,019 mmons, 0,015 3kB.) u
tpunukiorekcwipochun (0,027 r, 0,094 mmomb, 0,072 »>kB.) 3areM pA00aBISAIH B
PEaKIMOHHYI0 CMECh M TIOBTOPHO Je30KCHUreHupoBamu Ar B TeueHue 10 muH. 3arem
PEaKIMOHHYK CMeCh nepemernuBaiu B TedeHue 14 4. mpu 110 °C. PeakunonHyio cmech
3aTeM OXJIXKAAIM IO KOMH. TEMIL, a 3aTeM (WIbTPOBAIHM 4epe3 cioi nenura. Ouimbrpar
KOHLIEHTPUPOBAIM TPU TMOHIKEHHOM JIaBJICHUH C TOJYYEHHEM HEOUYHINEHHOrO MaTepuala,
KOTOPBIA OYMINATH KOJOHOYHOU Xpomarorpadueldi ¢ mojgydeHueM |-(MeTHICYIbhOHMIT)-4-
(4,4,5,5-terpamermn-1,3,2-nuokcadoponan-2-un)- 1H-unnona (0,31 r, 73%) B BUme Oenoro

TBEPAOTO BEIIECTBA C METAJNNINICCKUM OTTCHKOM.

Cunres 5-pTop-3-mernn-7-(4,4,5,5-rerpamernin-1,3,2-nuokcadboponan-2-nin)- | H-uagona

(mpomexxyTouHOE coennHeHue A-15)

F
NO N
F Br ‘l 8 H

80(:, KOHCIsz'.dba]J

Cy.P! Juokcar 90°C
Craznm-l Cramns-2 ’\_f\

IpomexyTounoe coeannenne A-15

Cragus 1 PactBopy 2-6pom-4-¢rop-1-autpodbensona (0,5 r, 2,27 mmons, 1 3xB.) B TT'® (20
m1) npubasisuu (E)-npon-1-eH-1-unmarauiidpomun (0,5 M B TT'®) (13,6 mi, 6,818 mmonb,
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3 akB.) mpu -60 °C B atMocdepe azoTa. 3aTeM peaKLMOHHYIO CMECh NepEMEIINBAIN TPU TOH
ke TeMmIeparype B TedeHue 4 4. PeakllMOHHYIO CMeCh OTacUii HACBILEHHBIM PacTBOPOM
xjopuaa ammonus npu -60 °C. 3arem noay4eHHyo cMech skctparuposann EtOAc (2 x 100
MJT), TIPOMBIBAJIH COJIEBBIM PACTBOPOM U KOHLIEHTPHUPOBAIM NPHU TOHIKEHHOM IABJICHUU C
MOJIy4eHHEM  HEOYHINEHHOrO TMPOAYKTAa KOTOPBIH  OYMINAIM  KOJOHOYHOH  (hidui-
xpomarorpaduel ¢ monyueHueMm 7-0pom-S-¢rop-3-merni-1H-unnona (0,3 r, 58%) B Bune
TyCTOH >KEeNITON >KUIKOCTH.

Cragus 2 B pactBop 7-0pom-5-¢prop-3-merun-1H-unnona (0,8 r, 3,669 mmons, 1 3xB.) B 1,4-

muokcane (15,0 wmum) nobasmmm  KOAC (1,43 1, 14,67 wmmomb, 4 3KB.) U

ouctmuaakonarogubdopan (1,12 r, 7,33 mmoib, 2 3kB.). PacTBop AerasupoBanu Ar B TeueHUE
20 muH ¢ nocneayromuM npudasienuem Pdy(dba)3 (0,16 r, 0,183 mmons, 0,05 3kB.), CysP
(0,082 1, 0,293 wmmonb, 0,08 5kB.). PeakIMOHHYI CMeCh KUISITHIIA C OOpaTHBIM
XOJIONWILHUKOM B TeueHnue 16 4. Ilocie 3aBepiieHust peakiuu (OTCIEKUBAIUA TOCPEICTBOM
TCX) pacTBOpUTEIh BBHIMAPUBAIM TPU TOHWKEHHOM JAaBICHUM C TOJNyYEeHUEM
HEOYHUIIEHHOT'O MPONYKTa, KOTOPBIM OYMINAIUA C MOMOIIBI KOJOHOYHOU Xpomarorpaduu ¢
nojiyueHuemM S-¢rop-3-metun-7-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-un)- | H-uanon

(0,7 1, 70%) B BUAE KOPUIHEBOT'O TBEPIOTO BELIECTBA.

Cunres 3-nukaonponui-5-grop-7-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-un)- | H-

uHzoa (MIPOMEXKYTOUHOE cCoeuHeHne A-16)

-
| LHMDS D—e F
F KoHi, F MOMCI A OH N
N , N T N KiPO./PdiOACk
R APA i H 8¢ Xantphos Br LO\
B ‘ o 1.4- Tuoxcan
Crazun-1 Cramua-2 \ c 3
[{aBenesasn
xmerora P 4 Bis-Pin F 4
—
":180H."H20 N Pd;.dba;y’Cy;P u
Br H ' KoAc/ 1.4- Juoxcan B,
Cramu-4 Cragua-5 0) 0! IlpomeayTouHOe coeauHenne A-16

Craausa 1 B nepememmBaemslii pactBop 7-0pom-5-dpropunnona (7,0 r, 32,7 mmons, 1 5kB.) B
JIM®A (175 mun) nobasisiiy HOpokooOpasHeiid ruapokcua kaws (4,56 r, 81,77 mmons, 2,5

9kB.). Peakunonnyro cMmech 3aTeM nepeMemnBaiu B TeueHne 30 MuH npu KOMH. Temr. Mon
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(12,46 1, 49,06 mmoJb, 1,5 5KB.) 3aTeM NpPUOABISUTA K PEAKIIMOHHOW CMECH M OKOHYATETHHO
nepeMeluBaId B TEYEHHE 2 9 NPU KOMH. TeMn. PeakunoHHywo cMmech pasdasmsuim EtOAc
(1000 mim) u mpombiBanu Bomoit (5 x 100 Mi) ¢ MOCHEAYIOUIMM NMPOMBIBAHUEM COJIEBBIM
pactBopom (100 mu). Opranudeckuii cioil cyurnmau Haa O0e3BogHeIM NaySOs u pacrsopurems
BBIMIAPUBAIIM C TIOJYYEHHEM HEOUYHINEHHOrO MPOAYKTA, KOTOPBIH OYMIMAINA KOJOHOYHOU
xpomarorpadueii ¢ momyderneM 7-Opom-5S-prTop-3-non-1H-unnona (6,2, 56 %) B BUAE
KOPUYHEBOT'O TBEPJIOTO BEIIECTBA.

Cragua 2 B nepememnBaemslii pactBop 7-Opom-5-¢rTop-3-uon-1H-unnmona (6,2 r, 18,23
mMmoJb, 1 3kB.) B TI'® (109 M) mobasmsuin o karwsim LIHMDS (1 M) (91,15 mi, 91,15
MMOJIb, 5 3kB.) mpu -78°C B uHepTHOU arMocdepe. PeakiMOHHYIO CMeCh MEepeMEelINBaIN B
teuenue 30 mMuH npu maHHBIX ycnoBusx. MOMCI (5,83 r, 72,94 mmonb, 4 3KB.) 3aTeM
no0aBIsUIM B peakiMoHHY0 cMech mpu -78°C. OOecrneunBaiivi HarpeBaHHE PEaKIMOHHON
CMECH 10 KOMH. TeMII. U 3aTeM NepeMeLInBaIu B TeueHue 16 4. PeakInOHHYI0 CMeCh racuin
nobaBlieHMEM HACBIIIEHHOrO pactBopa xJyopupa ammonus (100 wmu).  Ortpensnn
OpTaHUYeCKUH CJOW, a BOmHbIA cioil skctparuposanu EtOAc (100 mur). OOGbenuHEHHbIE
OpPTaHWYECKHE CJIOM MPOMBIBAJIH CcoyieBbiIM pacTtBopoM (100 wmur). Opranudeckuii Cioi
cymmian Hag 0e3BoaHbIM Nay SOy 1 pacTBOPHUTENH BHITAPHUBAIIN C TIOTYUYEHHEM HEOUHIEHHOTO
MPOAYKTA, KOTOPBIM OYHINAIN KOJIOHOYHOM XpoMaTtorpadueii ¢ momydeHuem 7-6pom-5-¢prop-
3-uon-1-(merokcumerwn)-1H-uamona (5,4 1, 57%) B Buge TrpsI3HO-0ENIOr0 TBEPAOTO
BEILECTBA.

Cragua 3 IlepemermmBaemyro cycrneH3uto 7-0pom-5-¢rop-3-uon-1-(merokcumermn)-1H-
uHnoia (2,7 r, 7,03 mMonsb, 1 3kB.), HUKIOTPOMHIOOPOHOBOM KUCHOTHI (1,84 T, 2,03 MMOIb, 3
3kB.), K5sPO4 (4,5 1, 21,05 mmonb, 3 3kB.) B 1,4-nuokcane (45 Mi1) A€30KCUTEHUPOBAIU Ar B
teuenne 10 muH. Pd(OAc); (0,08 1, 0,3525 mmonb, 0,05 3kB.), xantphos (0,407 r, 0,713
MModib, 0,1 5KkB.) 3aTeM NPUOABISUIM K PEAKIIMOHHONW CMECH M CHOBA JI€30KCUTEHHUPOBAIN B
tedeHue 10 MuH. B koH1e peakiinoHHyI0 cMech nepeMernnsanu npu 100 °C B Teuenue 16 u.
PeakunoHHYI0 CMeCh OXJIKIAIN A0 KOMH. TEMIL., a 3aTeM (PUIIbTPOBAIN Yepe3 CIOH LeNnTa.
OunbTpaT KOHIEHTPUPOBAIHM NPU IMOHIKEHHOM AABJIEHHH C TOJYYEHHEM HEOUYHINEHHOTO
Marepualia, KOTOPBIH OUMINAJIM KOJOHOYHOW Xpomarorpaduedl ¢ mojydeHueM 7-Opom-3-
KJIonponui-S-grop-1-(merokcumermn)-1 H-unnona (0,65 1, 31%) B Buzae Oenoro TBepaoro
BEIIECTBA C METAJUINYECKIM OTTEHKOM.

Cranus 4 B nepememnBaeMblil pacTBOp 7-OpoM-3-LUKIONPOITIII-S-PTOp-1-(METOKCUMETHI)-

IH-unnona (1,25 r, 4,19 mmons, 1 3kB.) B cMecu MeOH u Bogwt (3:1) (66 M) moGasisiiu
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maseneByro kucaory (1,13 1, 12,58 wmmonb, 3 3kB.). 3areM pPEaKIMOHHYIO CMECh
nepemermBay mpu 90 °C B teuenue 18 4. PeakInOHHYI0 CMECh OXJIAXKAAJIU 10 KOMH. TEMIL.
U KOHLEHTPUPOBAJIU TMpPH MOHWKEHHOM JaBJIEHUH C TOJydeHHeM ocratka. OcraTok
pazbasumm EtOAc (100 mir) u npomeiBaim Bogo# (2 x 40 mi) u coneBbiM pacTBopoM (40 mu).
Oprannueckuii cioit cymmnau Haj 0e3BoAHBIM NaySOs u  pacrsopurens BBIIAPUBAIH  C
MIOJIy4€HHEM HEOUYHUINEHHOrO MPOAYKTa, KOTOPbIM OYUINAIH KOJOHOYHOH Xpomartorpaduei ¢
nojiyueHueM 7-0pom-3-muknonponmi-S-¢grop-1H-uanona (0,57 r, 54%) B Bune GecuBeTHON
KUIKOCTH.

Cragusa S TlepememnBaemMyro CycreH3u0 7-0poM-3-nmkionponui-S-¢prop-1H-ungona (0,57
r, 2,24 mmonb, 1 3kB.), buc-nmuHakomaronubopana (1,7 r, 6,73 MMounb, 3 3KB.) U alerara
kanus (0,66 T, 6,73 MMoib, 3 3kB.) B 1,4-quokcane (20 Mi1) 1€30KCUTEHUPOBAIUA AT B TeUEHUE
10 mun. Pdy(dba)s; (0,031 r, 0,033 mmomns, 0,015 5kB.) u Tpunmknorecundocun (0,047 r,
0,168 wmmonb, 0,075 5kB.) 3aremM n00aBNSIM B PEAKIHOHHYIO CMECh W TOBTOPHO
Ie30KCUreHnpoBainn Ar B TedeHue 10 MuH. 3aTeM peakIMOHHYI0 CMeChb MEepeMEIlnBaIA B
tedenue 14 4. npu 110 °C. 3aTeM peakLIMOHHYIO CMECh OXJIKAAIN 10 KOMH. TEMII. U 3aTeM
¢dunbTpoBaNH yepes cioi uenuta. PuIbTPAT KOHUEHTPUPOBAIU NPU MOHKEHHOM JIaBJICHUU
C TMOJIyYE€HUEM HEOUHIIEHHOr0 MaTepHraa, KOTOPbIH OYHINAIH KOJIOHOYHOH X pomarorpaduei
C TMOJIy4eHUeM 3-IUKJIonpomui-5-prop-7-(4,4,5,5-rerpamerun-1,3,2-nrokcadoponan-2-mi)-

IH-unnona (0,35 r, 52%) B Buae Genoro TBEPAOro BEIIECTBA C METAITMYECKUM OTTEHKOM.

Cunres 2-(6-¢prop-4-(4,4,5,5-terpamernin-1,3,2-nnokcadoponan-2-nin)- 1 H-uanon-1-um)sran-

1-ona (mpomeskyTouHOE coenuneHue A-20)

\/,,

\
N 3 C \“‘ “
F \ z \.nmm F ~gas Q}
/ TT® xoun rqu\@) r QA
8- Fal 30

Imoxcar 90°C ).\J\—

Craxux-3
MposteayTounoe coeammenne A.20

Cranusa 1 B pacteop 4-6pom-6-¢pTop-1H-unnona (0,5 r, 2,34 mmons, 1 3xB.) B JIMDPA (5 mn)
nobasysim runpun Hatpust (0,130 1, 2,80 mmons, 1,2 3xB.) npu 0 °C. PacTBop nepemernubaiu
MpU KOMH. TeMIl. B TedeHre 30 MUH. C TOCHeAymuM a00aBieHneM (2-OpOMITOKCH )(TpeT-
oyrum)numetmncunana (1,17 r, 4,67 mmons, 2,0 3KB.) ¥ pEaKIUOHHYIO CMECh MePEeMEIInBaIN

py KOMH. TeMIl. B TeueHue 2 4. [locne 3aBepiieHus: peakuu (OTCIeKUBATIN TOCPENCTBOM
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KX-MC) peakiuoHHy0 cMmech paszbaBisuin ¢ nomombio EtOAc (20 mur) U opraHnueckuit
CJIOHN TPOMBIBAIU XOJIONHOM Bomoi (5 x 10 mu), coneBbiM pacTBopoM (10 mut), BeICYyIIUBaIA
Han Oe3BomHbIM NaySO; W pacTBOPUTENb BBHIMAPUBAIM MPH TMOHMKEHHOM JaBJICHUU.
HeounmeHHbIi TPOAYKT OYMIIATN KOJOHOUHOHW Xpomartorpadueli ¢ nonydeHueMm 4-0pom-1-
(2-((Tper-OyTUNOAUMETHUIICUIIIT)OKCH )3T )-0-pTop-1H-unmona (0,85 r, 98%) B BUAE
KOPUYHEBOM  JKUAKOCTH, copepikameid (2-OpoMITOKCH)(TPeT-OyTHII)INMETHUICHIAH B
Ka4eCTBE MPUMECH.

Cranus 2 B nepeMeLInBaeMblii pacTBop 4-6pom-1-(2-((Tper-

Oy THIIAMMETUIICHIIAIT )OKCH )3 THI )-6-hTop-1H-nanona (1,3 r, 3,49 mmons, 1 3kB.) B TI'® (15
mut) noGasmsinmn TBAF (3,49 mu) (1 M) npu KOMH. TEMIT. U CMECh MEPEMELINBAIIN B TCUCHHE
16 u. Tlocme 3aeepmeHust peaxkuun (orciaexuBanu nocpenacrsoM JKX-MC u TCX)
peakIMoOHHYI0 cMech pasbaBmsuin ¢ momompio EtOAc (20 M) WM OpraHUYecKHd CIOH
MPOMBIBAJIA X0JIoaHOM Bojoi (5 x 10 mur), coneBbiM pacTBOpoM (10 Mut), BBICYIIMBAINA HAJ
O6e3BogHpiM  Na,SO; W pacTBOpUTENb  BBINAPUBAINA TPU MOHMWKEHHOM  JaBJICHHH.
HeouureHHbIi TpOAYKT OYHINATN KOJOHOYHOU Xpomarorpadueii ¢ momyueHuem 2-(4-0pom-
6-¢pTop-1H-unnon-1-nn)sran-1-oma (0,55 r, 61%) B BUAE KOPUIHEBOH JKUAKOCTH.

Cranus 3 TlepememuBaemslii pactBop 2-(4-6pom-6-¢rop-1H-nrnon-1-um)stan-1-omna (0,55 T,
2,13 mmonb, 1 3kB.), buc(nurakonaro)anoopa (0,647 r, 2,55 mmons, 1,2 3kB.), anierata Kaaus
(0,626 1, 6,393 MmoIb, 3 5kB.) B 1,4-nuokcane (20 M) ne3okcureHupoBaau Ar B Teuenne 10
muH. PdCl,y(dppf)- AXM (0,173 1, 0,213 mmonb. 0,1 3kB.) 3aTeM MpuOaBISIN K peaKLIMOHHON
cMmecH, U cMmech nepemermuBain pu 90 °C B Teuenue 16 4. [Tocne 3aBepineHust peakunu (3a
XOIIOM peakiuu cienuau ¢ nomoinsio TCX), peakIHOHHYI0 CMeCh (PUIBTPOBAITN Yepe3 CIIOU
nenuta. PuibTpaT KOHIEHTPHPOBAIM TPU MOHIKEHHOM [AaBJICHUH C TMOJyYEHHEM
HeouuiieHHoro 2-(6-prop-4-(4,4,5,5-rerpamermin-1,3,2-nrokcadboponan-2-mn)- 1 H-unnon-1-

W1)3TaH-1-0/1a, KOTOPBIA MPUMEHSUTA Ha CleAyromel cranuu 6e3 TONOTHUTETbHOW OYHCTKH.

Cunres 2-(6-pTop-4-(4,4,5,5-rerpamermin-1,3,2-nrokcadbopornan-2-mn)-1H-unnazon-1-

wi)aTas-1-o1a (mpoMe:kyTOUHOE coequHenne A-21)
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Cragusa 1 B nepememmBaemslii pactBop 4-0pom-6-¢pTop-1H-nnnazona (0,2 r, 0,93 mmons, 1
3kB.) B AM®A (5 mu) nobasysmu K;COs (0,38 1, 2,79 Mmonb, 3,0 5KB.) IpH KOMH. TEMII. U
cMmech nepemernuBaiu B TeueHue 20 muH. 3atem nobasnsu 6pomatan-1-o1 (0,07 mur, 0,93
MMOJIb, | 3KB.) U cMech mnepememnBain B TeueHue 16 1. mpu 50 °C. Ilocne 3aBepuieHus
peakmu (otcneskuBany nocpenctsoM TCX) peakIMOHHYI Maccy racviiv JIeAsTHON BOAOH |
skcTparuposanu ¢ nomombo EtOAc (3 x 20 mi), mpombiBanu ¢ nomornsto HyO (3 x 20 mi),
coJieBoro pactsopa (25 mu), BeicymuBaiu Hag Na, SO, v KOHIeHTpupoBain. HeouuneHHbIH
NPOAYKT OUYWINATH C TOMOIIBIO KOJOHOYHOHW XpomaTtorpaduu ¢ noiydeHuem 2-(4-0pom-6-
¢drop-1H-unnazon-1-un)sran-1-om1a (0,12 r, 50%) B Bume 6e10ro TBEpAOTrO BEIIECTBA.

Cranus 2 B pacteop 2-(4-0pom-6-¢prop-1H-urnazon-1-mn)aran-1-omna (0,9 r, 3,473 mmors, 1
3kB.) B l,4-muokcane (60,0 my) nobasmsuim KOAc (1,02 1, 10,419 mmonb, 3 3kB.) H
oucrmHakonaronudopan (1,76 r, 6,947 mmonb, 2,0 skB.). PactBop merasupoBaiu Ar B
tederue 20 MuH ¢ nocnenyromum npudasiaerreM Pdy(dba)s (0,17 r, 0,173 mmons, 0,05 3kB.),
CysP (0,077 r, 0,277 mmonb, 0,08 5kB.). PeakUMOHHYIO CMeCh KHUISITHIN C OOpaTHBIM
XONONWILHUKOM B TeueHnue 16 u. Ilocne 3aBepiieHust peakiuu (OTCIEKUBAIUA TOCPEICTBOM
TCX) pacTBOpuTEeNnb BBIMAPUBAIM TPU TIOHWKEHHOM JaBICHMH C  IOJYYEHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBI OUWINAIHM C MOMOIIBI0 KOJIOHOYHOW XpomaTtorpaduu ¢
nojyueHuem 2-(6-prop-4-(4,4,5,5-rerpamermi-1,3,2-quokcaboponan-2-mn)- 1 H-unnazon-1-

wn)atan-1-oma (0,95 r, 89%) B BUe KOPUUIHEBOTO TBEPIOTO BEIIECTBA.

Cunres 1-(metuncynbponmn)-4-(4,4,5,5-rerpamermn-1,3,2-nuokcaboponan-2-mn)-1H-

HUHAa30J1a (MPOMEKYTOYHOE COeTHEeHNEe A-22)
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Craagusa 1 B nepemermBaemeiii pactBop 4-Opom-1H-urnazona (1,0 r, 5,07 mmounb, 1 3kB.) B
JIAM®A (25 mn) nopumsamu nodassimi ruapua Hatpust (60%, 0,406 1, 10,152 mmons, 2 3KB.)
npu 0 °C. PeakunoHHyIO cMmech IepeMelinBaiu B TedeHHe 30 MMH. NpU KOMH. TEMIL
Mertancynsponunxiopun (0,59 mi, 7,6 Mmonb, 1,5 5kB.) 100aBIsIIM B PEAKIIMOHHYIO CMECH
npu 0 °C. PeakuuoHHyI0O CMeChb MepeMellMBaJd B TedeHHe 2 Y. NPU KOMH. TEMIL
Peakunonnyro cmech pazbaBumm EtOAc (150 mui). OObenniHEHHBIE OPraHMYECKUE CIIOH
npombiBad Bopor (5 x 30 mu), comeBbiM pacTBopoM (30 M), cymmnm Han O€3BOIHBIM
Na,SO,, 1 pacTBOpHTENb BHITAPUBAIIN NPHU MTOHIKEHHOM JaBleHNH. HeounIneHHbIi TpoxyKT
OUHIIAJIN KOJIOHOYHOU xpomaTorpadueit (cunukarens 230-400 mem 10% EtOAc/rekcan; Re-
3HaueHue-0,5) ¢ nonyuenuem 4-Opom-1-(mermncynbdonmn)-1H-ungazona (0,95 r, 69%) B
BUJIE CBETJIO-XKEJITOrO TBEPAOTO BEIIECTBRA.

Cranus 2 IlepememuBaemyto cycrieH3nto 4-0pom-1-(meruncynsdonmn)-1H-ungazona (0,95,
3,45 mmonb, 1 3kB.), Ouc(muuakonaro)aubopana (1,75 r, 6,91 mMmonb, 2 5KB.) U anerara
kamusa (1,01 r, 10,36 mmonb, 3 5kB.) B 1,4-auokcane (35 M) I€30KCHUreHHpPOBANN Ar B
teuenne 10 mmu. Pd(dppf)Cl,-AXM (0,141 1, 0,1727 mmonb, 0,05 3xB.) mobaBisud B
PEAKIMOHHYK) CMECh U MOBTOPHO Je€30KCUreHupoBain Ar B Teuenne 10 MuH. PeakiinoHHy0
cMmech nepemMennBanu B TedeHue 14 4. mpu 110 °C. PeakunOHHYIO cMeCh OXJIaXJaldu 10
KOMH. TEMII. U 3aTeM (QUIbTPOBAIN uepe3 CJoi nenurta. OUiabTpaT KOHLUEHTPUPOBAIH IPU
MOHMKEHHOM [IaBJICHHH C TOJYYEHHEM HEOUHIIEHHOTO MaTepuaia, KOTOPBIH OYHINAIN
KOJIOHOUHOM xpomatorpadueit (cumukarens 230-400 mer, 10% EtOAc/rekcan; Re-3HaueHme-
0,45) ¢ nonyuyenuem 1-(meruncyibdponmn)-4-(4,4,5,5-rerpamerin-1,3,2-nruokcaboponan-2-
wi)-1H-unnazona (0,9 r, 85,4%) B BHme 0enoro TBEPAOrO BEHIECTBA C METAJUTMYECKUM

OTTCHKOM.

Cunres  6-prop-1-(meruncynbponrnn)-4-(4,4,5,5-rerpameTin-1,3,2-nuokcadoponan-2-min)-

1H-nHnazona (mpoMexyTouHOE coequHeHne A-23)
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Cragusa 1 B nepememBaemslii pactBop 4-0pom-6-¢pTop-1H-nnnazona (1,2 r, 5,58 mmons, 1
3kB.) B JIM®A (30 mun) nopuusimu nodasisuin ruapun Hatpus (60%, 0,446 1, 11,16 mmons, 2
5kB.) ipu 0 °C. 3aTeM peakMOHHYI0 CMECh MepeMeIlnBaiId B TedeHne 30 MUH. MPH KOMH.
temn. Merancynbdormmxnopun (0,65 mn, 8,37 Mmonb, 1,5 3kB.) 100aBIsUIN B PEAKLIHOHHYIO
cveck nipu 0 °C. PeakuuoHHyr0 cMech MepeMelinBald B TeUeHHE 2 4. IPU KOMH. TEMIL
Peakunonnyro cmech pazbaBumm EtOAc (150 mui). OObenniHEHHBIE OPraHMYECKUE CIIOH
npombiBad Bopor (5 x 30 mu), comeBbiM pacTBopoM (30 M), cymmnm Han O€3BOIHBIM
Na,SO4 u BbIMApUBaIM MPH TOHWKEHHOM AaBlieHHMH. HeounimeHHBIH MPOMYKT OYHIIAIN
KOJIOHOUHOU xpomarorpaduelt (cummkarens 230-400 mem 10% EtOAc/rekcan; Re-3HaueHme-
0,5) ¢ nonyuenuem 4-6pom-6-prop-1-(meruncynbdonmn)-1H-unnazona (1,3 r, 80%) B BUze
CBETJIO-KEJITOrO TBEPAOTO BEIECTBA.

Cragusa 2 B mnepememuBaroIyocs cycreH3uto 4-0pom-6-¢rop-1-(metuncynbdonmn)-1H-
uHnasona (1,3, 4,43 mmons, 1 3xB.), 6uc(munakonaro)audopa (2,25 r, 8,87 mmonb, 2 3KB.),
anerata kamust (1,3 r, 13,3 mmounb, 3 3kB.) B 1,4-nuokcane (45 mi1) 1e30KCUTEHUPOBAIN AT B
tederre 10 mun. Pd(dppf)Cly-AXM (0,18 r, 0,22 mmonb. 0,05 3kB.) 3areM mpuOaBIsUIH K
pPEaKLMOHHON CMecH M CHOBa Je30KkcureHupoBanu Ar B TeueHue 10 muH. PeaxkiuonHyro
cMmech nepememnBaiu B TeueHue 14 4 mpu 110 °C. PeakunoHHyI0 cMeCh OXJaXAalau 10
KOMH. TE€MII., a 3aTeM (WIBTPOBAIM uepe3 CJoH nenuta. PuibTpaT KOHLUEHTPUPOBAIU NPU

NMOHUKCHHOM HAaBJICHUH C MOJYUYCHUEM HCOUHMIICHHOTO MaTcpuala KOTOprfI OUHIIAJIHN

KOJIOHOUHOM xpomatorpadueit (cumukarens 230-400 mer, 10% EtOAc/rekcan; Re-3HaueHme-
0,45) c MOJIlyYEeHUEM 6-¢pTop-1-(meruncynbponmn)-4-(4,4,5,5-rerpamerun-1,3,2-

nuokcabdoposan-2-un)-1H-unnazona (1,1 v, 73%) B BUAe Oenoro TBEPAOro BEIIECTBA C

METAIMYCCKUM OTTEHKOM.

Cuntes 6-¢prop-1-(2-meTokcuyTin)-4-(4,4,5,5-rerpamermin-1,3,2-arokcadboponan-2-mn)- 1 H-

uHA0Ja (MPOMEKYTOUHOE coennHeHre A-24)
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Cramn-2 IIpomeayTounoe coeannenue A-24

Cragusa 1 IlepememuBaemomy pactBopy 4-Opom-6-pTop-1H-unnomna (0,5 r, 2,34 mmons, 1
5kB.) B JIM®A (5 mi) nopumsimu nipuOasismy rugpun Harpus (0,112 r, 2,8 mmonb, 1,2 5kB.)
npu 0 °C. PeakilnoOHHYIO cMecCh 3aTeM MepeMelnnBaiy B TeueHrue 30 MUH Npu KOMH. TemI. 1-
Bpowm-2-metokcustan (0,812 min, 5,84 mmonb, 2,5 3KB.) 3aTeM MPUOABISIN K PEeaKIIMOHHOM
cvecu npu 0 °C. PeakLMOHHYIO CMeCh MepeMelIMBald B T€UeHHE 2 Y IMPU KOMH. TEMIL
Peakunonnyro cmech pazbasmmu EtOAc (50 mu). OObennHEHHBIE OpPraHUYECKHE CJIOU
npombiBad Bogod (5x10 mur), comeBeiM pactBopoM (10 mur), cymwim Hajg Oe3BOIHBIM
Na,SO4 u pacTBOpUTENH BRIIAPUBAIN IIPU MOHIKEHHOM AaBjieHnn. HeounmeHHblii mpoxyKT
OUHIIAJIN KOJIOHOYHOU xpomaTorpadueit (230-400 memn cumkarens 20% EtOAc/rekcan; Re-
3HaueHne-0,6) ¢ nonydeHuem 4-6pom-6-prop-1-(2-merokcnatn)- | H-unnona (0,63 r, 99%) B
BUJI€ KOPUYHEBON CMOJIBL.

Cragua 2 B mepememuBaromyrocst cycrneHsuto 4-0pom-6-¢rop-1-(2-meroxkcusTin)-1H-
unnona (0,8 r, 2,94 mmonb, 1 3kB.), Ouc-nuHakomaroaudbopa (1,2 r, 4,4 mmons, 1,5 3kB.),
anerata xanus (0,865 r, 8,823 mmorb, 35kB.) B 1,4-nuokcane (20 Mi1) 1€30KCUTeHHUPOBaIH Ar
B TeueHne 10 muH. 3atem npudasisum PACL(dppf)- AXM (0,239 1, 0,29 mmonb. 0,01 3kB.), u
PEaKIMOHHYK CMech nepeMemnBaiu B TeueHne 14 4 mpu 90 °C. PeakumoHHyIO CMech
OXJIAKIAMN IO KOMH. TeMIL, a 3areM (QuiabTpoBaiu uepe3 ciod wenurta. Punbrpar
KOHIIEHTPUPOBAJIM TPU MOHIKEHHOM JABJICHHU C TOJyYe€HHEM HEOYHIIEHHOTO MpPONYKTa,
KOTOPBI OYHMINATH KOJIOHOYHOW xpomarorpadueiri (cmnmkarenbp 230-400 wmem 5%
EtOAc/rexcan, Re3Hauenune-0,6) ¢ monmyuernneM 6-¢prop-1-(2-meTokcuyTiin)-4-(4,4,5,5-
terpamerui-1,3,2-nuokcaboponan-2-un)-1H-uamona (0,93 r, 99%) B BHIE CBETJIO-

KOPHUYHEBOI'0 CMOJIMCTOT'O TBEPAOrO BEIICCTBA.

Cuntes 1-(2,2-mudpTopatnn)-6-prop-4-(4,4,5,5-rerpamermn-1,3,2-arokcadboponan-2-mn)-1H-

uHzoa (MIPOMEXKYTOUHOE CoeMHEHNE A-25)
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Cramun-1 C IIpomMesyTouHOE CoeanHenne A-25

Craaus 1 K nepememuBaemomy pacteopy 4-6pom-6-prop-1H-unnona (0,1 r, 0,469 mmons, 1
5kB.) B IM®A (25 mn) npubasnsuim Cs,COs (0,457 1, 1,407 MMoutb, 3 3KB.) € TIOCIEAYIOIUM
npubasnenuem LiBr (86,84 r, 0,469 mmonb, 1 5KB.), CMeCh MepEMEIIUBAIINA MPU KOMH. TEMII.
B TeueHne 10 munyT. 3arem 2.2-nudropstin 4-merundensoncynavdponar (0,133 r, 0,563
MMOJIb, 1,2 5KB.) nMpuOaBJsLTN K peakMOHHOH cMecH U HarpeBaiu npu 80 °C B Teuenue 3 4
(TCX). Peakumonnyro cmech 3areM pasOaBmsn Bomod (10 wmm), EtOAc (15 wmn).
Opranudeckuii cjoi mpoMbIBaau XojoaHol Boaow (3x10 mir), coneBsiM pacTBopom (10 mut),
cymmiu Han Oe3BogHbIM NapSOs4 M KOHLEHTPUPOBAJIHM MPH TOHMKEHHOM JaBIEHHH C
NOJIy4€HHEM HEOYMIIEHHOTO MPOAYKTA, KOTOPBI OYMINANN KOJOHOYHOH Xpomartorpaduei
(cwmukarens 100-200 wmem;, cucrema TCX: EtOAc/rekcan (3:7); Re-3Hauenwme-0,5) ¢
nojy4ueHueM 4-0pom-1-(2,2-nudropatuin)-6-prop-1H-unnona (0,75 r, 58%).

Cranus 2 Cycnensus 4-6pom-1-(2,2-nudropatn)-6-¢pTop-1H-nnnona (0,2 r, 0,722 mmons, 1
3kB.), buc(muuakonaro)audopa (0,275 r, 1,083 mmons, 1,5 skB.), anerara kamust (0,212 T,
2,166 mmomb, 3 3kB.) B 1,4-nuokcane (10 mu) nesokcureHupoBanu Ar B Tederne 10 MuH.
Kommeke 1,1’ -6uc(nudpennndochuno)peppouen mamnaaus (I1I) nuxmopuna u AXM (0,03 T,
0,0361 mmoub, 0,05 3KB.) 3aTeM NPUOABISAIN K PEAKIIMOHHOW CMECH, U PEaKIIOHHYI CMeCh
Harpesanu pu 100 °C B Teuenue 16 4 (KX-MC). PeakimoHHYIO CMeCh 3aTe€M OXJIaXKIaJIH 110
KOMH. TeMIL., (PMIBTPOBAIN Yepe3 MOAYIIKY M3 LEeIuTa, U (PIIbTpaT KOHLUEHTPUPOBAIN NPU
MOHIKEHHOM  JIABJICHUH C TMOJy4YeHHeM HeodHuineHHoro 1-(2,2-mudropatin)-6-prop-4-
(4,4,5,5-trerpamermin-1,3,2-nuokcaboponan-2-wi)- |H-unnona, KOTOpPBI HCIONB30BAA  HA

CIeNyIoIel cTannu 0e3 AOMOJHUTENbHON O4UCTKY (BbIX0 ~ 49% B XKX-MC).
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Cunres 1-umknonponun-6-prop-4-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-un)- | H-

uHzoa (MIPOMEXKYTOUHOE CoeTuHEHNE A-27)

Q 0 )>
H )> B~B F N
F N [>—siomy F N 0 b p
/ OH /
B8

Craqun-2 SN
Br ©/\(,N Br o O
HN-/ )& ‘

Cu;OAc);
Tlipumen 65°C IIpomeayTounoe coeannenne A-27

Cramua-1
Cranus 1 K nepememuBaemMomy pacteopy 4-6pom-6-prop-1H-unnona (5,4 r, 25,23 mmons, 1
9KB.) B TojdyoJde (45 mu) mpubaBisuM LUKJIONPONUIOOpOHOBYKO Kuchoty (4,33 r, 50,46
mMmoib, 2 3kB.), Cu(OAc), (0,46 1, 2,52 mmons, 0,1 3kB.), 2-(4,5-agurunpo-1H-umunazon-2-
wi)penon (0,41 r, 2,52 mmons, 0,1 3kB.), nupuaus (6,0 T, 75,7 MMonb, 3 3kB.). PeakiionHyo
cMech nepemelnrBany B TeueHue 24 4. npu 65°C. PacTBoputens yaansau Npu NOHMKEHHOM
JAaBJIEHUM U JBAXKAbl YAAJSUIM MOCPEACTBOM a3€0TPOMNHON MeperoHku ¢ nomoinsio MeOH.
OcraTtok ouHMIIaNM KOJOHOYHOW Xpomarorpadmert ( cunmmkarenp 230-400 wmem; 10%
EtOAc/rexcan; Re3nauenne-0,6) ¢ monyuenuem 4-0pom- 1 -muknonporui-6-¢grop-1H-unnona
(0,851, 13%) B BHIE KOPUUHEBOW KHUIKOCTH.
Cranusa 2 IlepememnBaemMyro cycrneH3uto 4-0pom-1-uuknonpomui-6-¢prop-1H-nnnona (0,85
1, 3,35 MmMonb, 1 3kB.), buc(muHakonaro)nudopana (1,7 r, 6,7 MMoJb, 2 5KB.) U aleTata Kaius
(1,31 r, 13,38 mmoib, 4 3kB.) B 1,4-nnokcane (20 mi1) ne3okcureHupoBaiu Ar B Tederne 10
muH. Pd)(dba); (0,046 r, 0,05 mmons, 0,015 3xB.) u ommrpunukiorekcuiadochun (0,067 r,
0,24 wmmonb, 0,072 »3kB.) 3areM JA00ABISIM B PEAKIIMOHHYKD CMECh M TOBTOPHO
ne3okcureHuposanu Ar B TeueHue 10 muH. PeakiioHHyI0 cMech mepeMelInBaly B TeUeHUE
14 4. mpu 110 °C. PeakMOHHYIO CMeCh OXJIAKAAIN A0 KOMH. TEMIL U 3aTeM (UIBTPOBAIIH
yepes cioi nenurta. PuiIbTpaT KOHLUEHTPUPOBAIN IPH MOHIKEHHOM JIaBJICHUHU C IOJTyYEeHUEM
HEOUYHIICHHOTO MaTepualia, KOTOPBI OYHUINAIN KOJOHOYHOU Xpomarorpadueli (Cuinkareib
230-400 memr, 20% EtOAc/rekcan; Re-3Hadenue-0,6) ¢ monyueHueM |-nuknonponi-6-¢grop-
4-(4,4,5,5-rerpamerun-1,3,2-muokcaboponan-2-un)-1 H-unanona (0,61 r, 61%) B BUIe cBeTo-
JKEJITOrO TBEPAOTO BEIECTBA.
IH-AMP (400 MI'i; IMCO-Dg, 20 °C): 6 7,45 (nn, 1H), 7,35 (n, 1H), 7,15 (an, 1H), 6,67 (x,
1H), 3,41 (m, 1H), 1,32 (12H), 1,03-1,08 (2H), 0,82-0,92 (2H).
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Cunres 5-¢rop-7-(4,4,5,5-rerpamernn-1,3,2-nuokcadoponan-2-un)- | H-uanona

(mpomexxyTouHOE coennHeHue A-71)

m KOAe/PdCI; dppﬂ/
H 1.4. Tuoxcan %60°C

1$1]

IlpomeayTounoe coeannenne A-71

Cwmecp 7-6pom-5-¢pTop-1H-unnona (1 r, 4,7 mmons, 1 3kxB.), Guc(muHakonaro)audopana (2,02
r, 7,9 mmonb, 1,7 3kB.), auerara kamus (917 mr, 9,4 mmoib, 2 3kB.), komriekca 1,17-
ouc(nudenmndochuno)peppouen-namianusa(ll) puxnopuna u nuxnopmerana (382 wmr, 0,467
mmonb, 0,1 3kB.) B 1,4-nuokcane (13 mu1) merasmpoBaiy a30TOM M PEAKLMOHHYK) CMECh
nepememuanu npu 60 °C. Ilocne 3aBepiueHuss peakunu (OTCIEKUBaIN nocpencTsoM XKX-
MC), nHacblmeHHBIH pacTBOp OmkapOoHaTa HaTpus AOOABJSIM B PEAKIUOHHYIO CMECH,
KOTOPYIO 3aTeM 3KcTparupoBaiu ¢ nomoinbio EtOAc (2 x). OO0benuHeHHbIe OpTaHUYECKUe
CJIOM TIPOMBIBAJI COJIEBBIM PACTBOPOM, CYIIMIH Hax Oe3BomgHbiM MgSO4 U BhIMapuBaiu Npu
MOHIKEHHOM JaBjieHHU. Heo4yuIeHHbIH MPOIyKT OYHINAIN KOJOHOYHOH Xpomartorpadueit
(cumukarens; EtOAc/uukiorekcan B Ka4ecTBe BJIOEHTA) ¢ mojydeHuem S-¢rop-7-(4,4,5,5-

R |

teTpameTii-1,3,2-nnokcaboponan-2-un)- | H-uanona (940 mr, 77%).

IIpomeskyTounbie coequHenust B Ta0nuie 1 cMHTE3MPOBAM AHAJIOIMYHO MMPOMEKYTOUHOMY

coeuHeHNI0 A-1 - MPOMEXyTOUHOMY COeIMHEHNI0 A-27.

Hpomexy- CHHTC3UPOBAIH AHAJIOTHTHO
TOYHOE Crpyxrypa
COETMHEHHE
@]
INpomex. o. \\S/,O
coen.-A-30 IIpomerk. coen,.-A-2 ? N 7/
O —
F/\7/F
ITpomeik. oL
coem.-A-42 ITpomex. coen.-A-11 5 ; ? N
O o
ITpomeik. o
coen.-A-43 ITpomex. coex.-A-11 2 Ny /\/o\
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ITpomexy- CHHTC3MPOBATTH AHATOTHYHO
cauncn Crpyxrypa
COETMHEHHUE
ITpomex. o
coem.-A-44 Ipomex. coen.-A-27 \ S ?/QN /4
O —
o 0
POMEIK. o. s
coem.-A-45 ITpomesk. coem.-A-2 |/3 N- 8\7
O ——
F
ITpomex. o /
coen.-A-46 Ipomesx. coen.-A-11 5 : ,B/<EL/N /\/ N
0] == AN
o o g
POMEIK. _ 2o
coem.-A-47 IIpomex. coeq.-A-2 |/3 N g
O ——
0)
ITpomex. o e
coen.-A-48 Ipomesx. coen.-A-2 ?QN b
O —
ITpomex. Ipomesx. coen.-A-22 o
coem.-A-54 o. 0
? N~
O —
IMpomesx. Ipomex. coen.-A-22 O- B —\\S o)
coea.-A-63 C’) A N f
ITpomex. o.
coem.-A-59 ITpomerk. coen.-A-21 ?/Q/N
O —
F
ITpomex.
coenm.-A-66 Tpomesk. coen.-A-22
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ITpomexy- CHHTC3MPOBATTH AHATOTHYHO
TOYHOE Crpyxrypa
COETMHEHHUE
F
ITpomex. Ilposter. coct-A-22 . ]
. o ~ \ 2
coea.-A-68 |’3 2
O —
o 0 Q.0
POMEIK. N . Q.
coem.~A-72 Tpomesk. coemx.-A-22 |‘3 N S\
O —
F
Iponexc TIpomex. coem.-A-21
coen.-A-73 p . I, O\B -
]
O —
= N
Hpomerxc TIpomex. coem.-A-71 0
coenm.-A-75 p . coen. \?’ "
O —
Cl
ITpomesx o Q\ o
coen.~A-76 Tpomesk. coemx.-A-22 - I'3 N —S\’
O —
~0
Iponexc TIpomex. coen.-A-22 0
coem.-A-77 p . coen. O\B N"é//o
i
J =/ N

HpOMe}KYTOLIHbIe COCIUHCHUSA B Ta6m/1ue 2 SBJISAIOTCS KOMMECPYECCKU JOCTYITHBIMU!

HaumenoBanue

CtpykTypa
F

4-(terpamermin-1,3,2-n1rokcaboponan-2-mi)-
6-(rpudropmernn)- 1 H-ungon

F
O\B/@ H
7
1o —_—

5-¢rop-1H-unnon-4-60poHOBOI KHCIOTHI
NIMHAKOJIOBBIN 3 Hp

F
N
F
O~
T
e
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HaumenoBanue Ctpykrypa
2-metun-4-(4,4,5,5-rerpamernn-1,3,2- O\B/EEL
N

nuokcaboponan-2-uin)-2H-uHmon A§<é \ N

\

1-metnin-4-(4,4,5,5-reTpamerTu-
[1,3,2]nnokcaboponan-2-wi)-1H-unnazon

4-(terpamermin-1,3,2-n1rokcaboponan-2-mi)-
2-(tpudropmernin)- 1 H-ungon

4-(4,4,5,5-rerpameTin-1,3,2-

R |

nrokcaboponan-2-mn)- 1 H-unnazon

TpeT-0yTun-4-(4,4,5,5-rerpamernn-1,3,2-
nuokcadoponan-2-un)-1H-unnazon-1-
kapOokcuIaT

UHI0J1-4-00pOHOBAs KUCIIOTA

1,1-mumermnsTun-4-(4,4,5,5-rerpameTu-
1,3,2-nuokcadoponan-2-wi)- 1 H-ungon-1-
KapOOKCHIIaT

3-metun-7-(4,4,5,5-rerpamerni-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

(7-xnop-1H-unnazon-4-mn)00poHOBast
KHCJIOTA

7-¢prop-4-(4,4,5,5-Terpamerui-1,3,2-
nuokcaboponan-2-mn) | H-ungason

7-merokcu-4-(4,4,5,5-rerpamerun-1,3,2-

R |

nrokcaboponan-2-mn)- 1 H-unnazon

4-(4,4,5,5-rerpamerui-1,3,2-

nuokcadoponan-2-un)-7-(tpudropmern)-
1H-unpason
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HaumenoBanue Ctpykrypa
CF,
(6-(tpudropmermn)- 1 H-unnazon-4-
W1)0OPOHOBAST KHCIIOTA HO<g NH
HO =N
F
(6-¢pTop-1H-unnazon-4-un)60poHoBast
HO-
KHCJIOTa B NH
HO =N

7-xnop-6-prop-4-(4,4,5,5-rerpameruni-1,3,2-
nuokcadoponan-2-un)-1H-unnazon

7-¢prop-4-(4,4,5,5-terpamerni-[ 1,3,2]-
nuokcadoponan-2-un)-1H-unmnon

7-metun-4-(4,4,5,5-rerpamernn-[ 1,3,2]-
arokcaboponan-2-un)- | H-uanon

6-metokcu-4-(4,4,5,5-rerpamern-[1,3,2]-
nuokcadoponan-2-un)-1H-unmnon

(1H-unm0a-7-11)00pOHOBAsT KUCIIOTA

3-Metun- | H-unga3on-7-00poHOBast KHCIOTA

HO‘I?

4-(4,4,5,5-Terpamerui-1,3,2-
nuokcadoponan-2-un)- 1 H-unnon-6-
KapOOHHUTPHIT

7-¢prop-4-(4,4,5,5-Terpamerui-1,3,2-
nrokcaboponan-2-mn)- 1 H-unnazon

NH

7-dTop-4-(Terpamernn-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

F

NH

N
|l
O\
B NH
3 —
‘NI

%
O-~-m
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HaumenoBanue

CtpykTypa

6-¢prop-4-(4,4,5,5-Terpamerui-1,3,2-
nrokcaboponan-2-mn)- 1 H-unnazon

%
O-w
.
I
Z.
pd
T

6-xy0p-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

%
O-w
L
Z

7-xnop-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

0]

e,
2 b

7-¢prop-4-(4,4,5,5-Terpamerui-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

0]

6-¢prop-4-(4,4,5,5-Terpamerui-1,3,2-
nuokcaboponan-2-mn) | H-ungason

% M

0]

>o(-m%
f C
Z.
z
T

6-xy0p-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcadoponan-2-un)-1H-unmnon

%
O-m
s
Z

4-(4,4,5,5-rerpamerui-1,3,2-

nuokcadoponan-2-un)-6-(Tpudropmeri)-
1H-unpason

>(%9
O-w
M
z,\ i n
z
I
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Cunres 8-6pom-6-dpTop-1,4,4,9-rerpamerun-4,5-nurunpo-[ 1,2,4]tpuazono[4,3-

a]xuHOKcannHa (MPOMEXKYTOUHOE coenuHeHne B-7):

meanama 'O%H 3cy Nn H
Ny Xnop! NH PanAcn 10250 2" st N o
Cramtx 1 NES wryen Crames 3 3 |

obp. xanon.. 48 ¢

T

Cramex 2 o
pharent M iy N ="
: - _ ] =\ NES . IMPA N
Tassccom NS e NN POC,TEA W R N
- _— - ofp. xonox.
N . Cramx 8
Cramus 5 H 1 CHyCOC N - N N
F g H Cramen © LY g M
Cramux 6§
TIpomexyTounoe
coexnsenne B-7

Cragusa 1 B nepememuBaemsblii pactBop S-¢prop-2-mermin-¢penmnamuna (100 r, 0,8 monp) B
AXM (1500 m) nobGasmsmu nupugud (129 mi, 1,6 Monb) ¢ mocienyomuM 100aBiIeHHeM
DMAP (1 1, 0,008 Mob) Ipy KOMH. TeMIL. B 3Ty peakLIMOHHYI0 cMech HOOABIISUIH 10 KarlisiM
nuBanomwrxyiopun (109 mu, 0,88 monp) mpu 0 °C. IlonyueHHYH PpEakIHOHHYIO CMECh
nepememnBanu npu 0 °C B teuenue 2 4. Ilocrne u3pacxogoBaHUs UCXOAHOIO Marepuana
PEaKIMOHHYI0 CMeCh BbUTHBAIH B JieassHoi pacteop 1(H.) HCI (1500 mi) u nepemenuBanyu B
teyeHre 30 MuH. JIBa CJIOS pa3feNsuid U OpraHUYeCKHi CJION mpoMbIBaid pacTBopoM 1(H.)
HCI (1000 mi) ¢ mocienyromuyM MPOMbIBAHUEM HAaChIeHHbIM pacTBopoM NaHCOs; (1000
MiI), coneBbIM pactBopoM (1000 mut), u 3arem BeICymHMBanu Haj Oe3BomHbIM Na,SO, u
KOHIIEHTPUPOBAIHM TPU MOHWKEHHOM JABJICHHH C TOJyYeHHEM HEOYMIIEHHOTO MPONYKTa.
HeouuneHHbIli MPOAYKT pacTUpPaIN B MOPOLIOK ¢ UCTIOJIB30BAHHEM T'€KCaHA C TOJYYEHHEM
N-(5-prop-2-merun-pennn)-2,2-qumernn-nponuoHamuna (158 r, 95%) B Buge Oenoro
TBEPIOTO BEIIECTBA.

Craqua 2 B mnepememmBaemblii  pactBop  N-(5-¢Top-2-meTmn-¢pennn)-2,2-TuMeTHII-
nponrioHamuga (90 r, 0,43 momb) B Tomyosie (2000 mu) moOaBisin MOHOTMApAT Tapa-
tonyoJcyibpoHoBor kuciaotel (82,0 r, 0,43 monb), PA(OAC); (9,66 r, 0,043 momb) ¢
nocienyoumm nodbasneHneM N-Opomcykumanmuna (84,5 r, 0,473 MoJb) Mpu KOMH. TEMIL
[TonyueHHYI0 pPEaKLHMOHHYIO CMECh MNMEPEeMEINNBaIN MPH KOMH. TEMIl. B TeueHne 48 u.
Peaxius, xoropyro orcaexusanu nocpeactsoM TCX B 20% EA-Hex, nemoHcTpupoBana
obpazoBanue HeoOxoammoro npoaykra (Rf=0,4) smecte ¢ ~60% ucxomHOro marepuana, He
BcrynuBiiero B peakuuio (Rf =0,5). 3aremM peakMOHHYIO CMeCh KOHLIEHTPUPOBAJIH,

MOJTyYEHHBIH O0CTaTOK pasdasisui ¢ momonibio EtOAc u mpombiBanu Bonol (aBakanl). Bech
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OpraHUYeCKUH cJoH BbICymmBamu Han Oe3BogHbiIM NapSOs W KOHLEHTPUPOBAIH C
NOJYy4YeHHEM HEOUHWINEHHOro Tnpoxaykra. /JlBe oObenuHeHHblE MNapTUH HEOUHIIEHHOTO
nponykta (monyuyernasle U3 90 r u 100 r peaknuonHON cMecu N-(5-pTop-2-meTun-pernn)-
2,2-IUMETWI-TPONMOHAMHI/IA) OYHUINAIHM C MOMOIIBI (iem-xpomMarorpaguu ¢ MmosydyeHneM
N-(2-6pom-3-Pprop-6-meTnn-pernn)-2,2-nrumerni-nponuonamuna (60 r, 23%) B Bune Oenoro
TBEpAOro BemecTsa W BoieNsH N-(5-prop-2-meTrn-pernn)-2,2-TuMeTHI-TPOIHOHAMHU],
KOTOPBII He BCTynmi B peakiuio (125 r).

Cranus 3 B npensapurenpHo oxnaxaeHHbli pactsop 70% H,SO,4 B Boge (430 mur) noprusiMu
nobasnsm  N-(2-6pom-3-drop-6-merun-¢pennn)-2,2-numermn-nponnonamun (60 r, 0,208
monb) mpu O °C. Ilonmy4deHHYIO PEakIHOHHYK) CMECh NEPEMEINNBAIH NPH KOMH. TEMII. B
tedeHne 10 muH. u 3areMm HarpeBanu a0 100 °C B TeueHue 2 4. Ilocne uspacxomoBaHus
ucxonHoro Marepuana (orcnexusanu nocpencreoM TCX B 10% EA-Hex, Rf =0,8)
peakuuonnyr cmech oxyaxaanu 1o 0 °C u pH perymmposanu g0 ~10 ¢ nomomsio 10%
pacteopa NaOH. IlonyueHHYI0O OCHOBHYIO BOIHYK YacTb 3KCTPArvpoOBajid C IOMOIIBIO
EtOAc (3 x 500 my). Bce opraHudeckuie CJIOM MPOMBIBAIH BOIOH C MOCIEAYIOIIHM
NPOMBIBAHHEM COJIEBBIM  PacTBOPOM, BbICylIMBamM Han Oe3BomHeiM  Na,SOs u
KOHLIIGHTPUPOBAIH C TMOJNYYEHHEM HEOYMIICHHOrO MpoayKTa. HeodywnmeHHBI MpoayKT
OYHILAIN C TIOMOLIBIO KOJIOHOYHOH Xpomarorpaduu ¢ nonydeaneM 2-6pom-3-¢pTop-6-mMeTui-
¢dennnamuna (36 r, 85%) B BUAE O1€qHO-KENTOHN KUIKOCTH.

Cragua 4 B mepememnBaemMyr CycrHeH3H0 2-O0poM-3-¢prop-6-metmn-pennnamuna (36 T,
0,1764 monp) B cyxom JMCO (540 wmu) nobaBnsiam 2-aMHHO-2-METUJI-TTPONHOHOBYIO
kucnoty (16,9 r, 0,164 monp) ¢ nocnenyroumm nodasnerneM Ki;PO, (75 1, 0,353 monb) mpu
KOMH. TeMI. [Ioay4eHHYI0 peaklMOHHYIO CMECh AE€ra3upoBaid a30TOM B TeueHue 30 MHH.,
3areM nobGasstmn CuCl (1,75 1, 0,0176 mMonb) U peakuMOHHYIO cMech Harpesaiu npu 140 °C
B TeueHue 5 4. Ilocie n3pacxonoBaHUs UCXOAHOTO MaTepHaia (OTCIEKUBAIN MOCPEICTBOM
TCX, 20% EA-rekcan, Rf 0,4) peakuuoHHYIO CMeCh OXJaXIajdd IO KOMH. TeMI. U
bunpTpoBanu uepe3 uenut. Crnoll uennra npombiBau ¢ nomombio EtOAc (500 wmum).
INonyuennsiii GuapTpar BbUIMIH B JeAsHYI Boxy (2500 mu). IlonmydeHHBIH BOXHBIA CIIOH
skctparuposainn EtOAc (2 x 750 mu). Bero opraandeckyro 4acTb mpoMbIBaIX Bozoit (2 x 750
MJI) C TIOCJIEAYIOLINM MTPOMBIBAHUEM COJIEBBIM pacTBOpoM (500 mur), cymmim Hajx G€3BOIHBIM
Na,SO; ¥ BbhMapuBaIM TPU TOHIKEHHOM JaBJICHHH C TIOJIYYEHHEM HEOYHIEHHOTO

nponykra. IlosydeHHBII HEOUMINEHHBIH MNPOAYKT pPacTUPAIA B MOPOUIOK TIE€KCAHOM,
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¢unbTpoBaANTM W BBICYIIMBAIM C MoiydeHueM S-¢rop-3,3,8-rpumerni-3,4-muruapo-1H-
XUHOKCcaMuH-2-oHa (19 1, 52%) B BUe KOPUYHEBOTO TBEPIOTO BEIIECTBA.

Cramus S B pactBop 5-¢prTop-3,3,8-tpumerni-3,4-nuruapo- 1 H-xunokcannna-2-ona (19 r, 91,2
MMOJIb) B Tonyose (380 mi) mobasnsinm peareHt JlaBeccona (55,5 r, 137 MMoib) mpu KOMH.
TEMII. i PEAKLIOHHYIO CMECh KUIATHIIN ¢ 00OpaTHBIM XoJoarubHUKOM ipu 120 °C B TeueHue
1 4. TTocne u3pacxogoBaHUs KCXOMHOTO MaTtepuana (oTcnexusanu mocpeactsom TCX B 20%
EA-rekcan, Rf 0,7) peakunoHHYO MacCy OXJaKAaJH IO KOMH. TE€MII. M TaCHJIM HACBILI.
pactBopoM NaHCOj5 (250 mut), u mosrydeHHbIH BOAHBIN ciioi skcTparuposain EtOAc (3 x 250
). OObeIUHEHHBbIE OpPraHWYeCKHe CJIOM MPOMBIBAIM BOmMOH (250 wmut), manee COJIEBBIM
pactBopoMm (250 mut), BeicymuBanu Hax Oe3BoaHbIM Nay;SO4 U pacTBOPHUTENH BBHIMAPUBAIH C
NOJY4YeHHEM HEOUMIIEHHOro npoaykra. [TonyueHHBI HEOUMIIEHHBIH MPOAYKT OYHINAIH C
NOMOIIBI0  KOJIOHOYHOW Xpomartorpaduu ¢ nojydeHueMm S-¢rop-3,3,8-tpumernn-3,4-
auruapo-1H-xunokcanun-2-tnona (19 r, 93%) B BUE KeNTOro TBEPAOTO BEILECTBRA.

Craqua 6 B mepememmBaembiii  pactBop  S-¢rop-3,3,8-Tpumernn-3,4-quruapo-1H-
XUHOKCaNMUH-2-TnoHa (20,5 1, 91,5 mmozns) B TT'® (512 mir) nobasiisaiau mo KaruisiM TuApa3vuH-
ruapat (13,5 mn, 274,5 mmons) npu 0 °C. PeakIiMOHHYI0 CMeCh NepeMeIInBaId MPU KOMH.
temn. B Teuenne 16 4. TEA (64 mun, 457,5 mmonb), 3atem auetwixjopun (21,5 mn, 274,5
MMOJIb) JOOABJISIN B PEAKIIMOHHYIO cMech 0 KarisiM nipu 0 °C 1 mepemMeInnBaiy B TEUEHHE
2 4. mpu KOMH. Temrl. [locie M3pacxomoBaHUsl MCXOJHOIO MarepHuaia (3a XOAOM PeakIH
cniemumn ¢ nomompbro JKX-MC) peakimoHHyr0 cMech paszbaBisiin Bogou (500 wmui),
skctparuposann 10% MeOH-AXM (5 x 500 mi). Bcro opraHuueckyro 4acTh NMPOMBIBAIIH
coJieBbIM pactBopoM (250 wur), BeicymmBanmu Han NapSOs M KOHLEHTPHPOBAIU TPU
NOHW)KEHHOM  JaBJleHUH ¢  noaydeHueM  (5-¢rop-3,3,8-rpumerni-3,4-muruapo-1H-
XUHOKCAJINH-2-WIUICH )-THIpa3uaa YKCyCHOH Kuciotsl (21 r, 87%, HEOUHIIEHHOE BELIECTBO)
B BUJIE OJIEITHO-KENITOrO TBEPAOTO BEIECTBA.

Cramgua 7 (5-®rop-3,3,8-rpumernin-3,4-quruapo- 1 H-xuHOKcannH-2-MITHAEH )-ruApa3ua
ykcycHoi kucnotel (10,5 r, 0,04 Monb) moMernany B KpyriaogoHHyro koidy (100 mut) u 3aTem
oxjaxaamu 10 -10 °C. 3arem okcamurxnopun docdopa (18,5 mi, 0,2 Monb) nodaBisH MO
KarisiM ¢ nocienyromum nodasnenueM mo kamisim TEA (5,6 mut, 0,04 mons). ITocne sToro
PEaKMOHHYIO cMech nepemernuBaiu npu -10 °C B teuenne 10 muH. u 3arem 10 MuH. nipu
KOMH. TEMIl. U HaKOHell KUISTHJIN ¢ OOpaTHbIM XOJOAMJIbHHKOM B TeueHue | u. ITocne
U3PACXOJOBAaHUsI ~ HCXONHOro  Marepuana  (orciaexkuBanu — nocpeactsoM  JKX-MC)

peakuuonnyro oxnaxaanu 1o 0 °C u racuiau Bomod w3 apobnenoro jpaa (100 mu). 3atem
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BOJIHYIO 4acCTh MOJIIENaYuBali C UCIOJB30BAHHEM XOJIOJJHOTO BOJHOIO PacTBOpa aMMHaka
(100 M) mo karuaM.  3aTeM MOJYYEHHYI0 OCHOBHYIO BOIHYIO YacTb 3KCTPAarupoBalid C
nomotbsio EtOAc (3 x 150 mir). Bero opraHndeckyro 4acTh MPOMBIBAIH COJIEBBIM PACTBOPOM
(150 mn), cymmmu Hax 6e3BonHbIM NaySO4 ¥ KOHIEHTPUPOBAJIH MPU MOHMKEHHOM JIaBJICHUU
C TMOJy4eHHEeM HEeO4YHIIeHHOro coeauHeHus. HeouuineHHbli NOpPOAYKT NOABEpraiu
coBMecTHON neperonke ¢ MTBE npBaxknapl, 3aTeM pacTUpald B MOPOLIOK TE€KCAHOM M
BBICYIIUBAIA C TOnydeHueMm O-¢rop-1,4,4,9-rerpamernn-4,5-nurunpo-[1,2,4]rpuazono[4,3-
a]xuHokcanuHa (6 T, 61%) B Buze OJeIHO-KENTOrO TBEPAOTO BEIIECTBA.

Craqua 8 B pactBop  6-¢prop-1,4,4,9-rerpamernn-4,5-nurunpo-[ 1,2,4]rpuasomno[4,3-
a]xuHokcanmHa (12 r, 0,048 monb) B JIMPA (360 mu) nobasmsuiu NBS (9,39 1, 0,0528 momb)
nopuusMu nipu -10 °C. TlonyueHHYI0 peakLiHOHHYKO CMECh MepeMeIINBali TP KOMH. TEMIL.
B TeueHne 4 4. Ilocne n3pacxomoBaHMsl HCXOAHOTO MarepHaia (OTCIEKUBAIN MOCPEICTBOM
KX-MC) peakunonHyo cMech pasdasisiian Bogoi (500 M) U 3KCTParupoBaid C MMOMOILBIO
EtOAc (2 x 500 mu). OObearHEHHbIE OPTaHUYECKHE CIIOU MpOMbIBAIH Bomoi (750 mur) ¢
MOCJIEAYIOLUIUM TPOMBIBAHUEM COJIEBBIM pacTBOpoM (400 mi), cymmiu Hajg Oe3BOIHBIM
NaySO4 ¥ KOHLEHTPUPOBAJIM C MOJYYEHHEM HEOUHINEHHOro coeauHeHus. llomyudeHHBbIH
HEOYMIIEHHbI TNPOAYKT OYHMINAIA C T[IOMOIIBI0 KOJIOHOYHOW Xpomarorpadpuu ¢
MOCJIEAYIONIUM pacTUpaHueM B mopomok mnocpenctsom MTBE ¢ monydyennem 8-0pom-0-
¢drop-1,4,4,9-rerpamermn-4,5-nuruapo-[ 1,2,4]tpuazono[4,3-a]xunokcanuna (9,1 r, 57%) B

BUaeC rpﬂ3H0-6enoro TBEPAOTO BEIICCTBA.

Cunres 8-6pom-9-3tun-6-prop-1,4,4-rpumerin-4,5-nuruapo-[ 1,2,.4|rpuazono[4,3-

a]xuHOKCcannHa (MPOMEXKyTOUHOE coenuHeHne B-9):

| \)k
.. £ BT a H:A H
- N diCAz 2 To . NH: v U N
2dC .icopfi ¥l -
e CALmYE CWAP Py \';Smnyon ’ Ao
Cs.CCy W oo :C s-2s KT J 5y  K:PC,Cul N

)

- 30 Crmx4 ¢ MMCO 1707 W2
Cramua 1 Cramua 2 Cramex 3
pearent HN \J'
i NHN=-
Maseccons i Poe. NES 2
Crazus 6 is ergTopR % T24
: Cnmwg - Cramex 9 Hpomx\'ro“oe
Cramx ° coexumenne B-9

Cranus 1 IepememuBaemytro cycnensuto Pd(dppf)Cly AXM (1,03 r, 1,27 mmons, 0,1 3kB.) u
Cs,CO3 (16,5 1, 50,63 mMmoub, 4 5kB.) B AM®A (78 M) 1€30KCUTeHUPOBaIN Ar B TeUEHHUE 5
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MHH. S5-Prop-2-nomanmaud (3,0 T, 12,65 mMmonsb, 1 3kB.) u TpusTHiIOOpaH (1 M) (16,45 wmu,
16,45 mMonb, 1,5 3kB.) 10OABNSIN B PEaKIIMOHHYIO CMECh U TIOBTOPHO JE€30KCUTCHHUPOBAIU
Ar B TeueHue 10 MuH. B pesyibTare peakLlMOHHYIO CMeCh MepeMellnBali B TeueHue 16 u.
npu 70 °C. PeakIIMOHHYI0 CMeCh OXJIAXJAIM JO KOMH. TeMIl. U 3aTeM pa30aBisiiu ¢
nomotneio EtOAc (100 mi). Oprannueckuii cinoit nmpomsiBaiu Bogoi (5 x 20 Mi1) U CONeBbIM
pactBopoM (20 wmu), BbicymmBaiu Hag NaySOs, KOHISHTPUPOBAIH MNPU TOHHKEHHOM
JaBJIEHUH C TOJYYEHUEM HEOUHINEHHOro MponykTa. HeouuineHHBIH MPOAYKT OYHINAIN C
MOMOIIBIO KOJIOHOUHOM Xpomatorpadum (230-400 mem, cunukarens, 10% EtOAc/rekcan;
3HaueHne Ry — 0,5) ¢ monyuennem 2-3tuin-S-¢gropanmnmna (1,20 r, 68%) B BUae rps3HO-
0eyoro TBepAOTrO BEIIECTRA.

Cranus 2 B nepememnBaemMblii pacTBop 2-3THi-5-propannnmna (2,0 T, 14,38 mmons 1 3kB.),
nmupunuHa (2,31 mn, 28,77 mmons, 2 5kB.) 1 DMAP (0,018 1, 0,144 mmonb, 0,01 5kB.) B IXM
(50 M) mobasmsim mo KarwwsiM nuBastomxyopua (1,91 r, 15,82 mmons, 1,1 3kB.) npu 0 °C.
3areM peakLHOHHYI0 cMech nepeMernBaini B TeueHue eme 1 4. mpu 0 °C u 3areM BbUTUBAIU
B snensHon pactBop HCl (20 mu) (1 M). Opranndeckuii CioH OTAENSAIM W BOAHBIN CIIOH
skcTparupoBasu ¢ momoinbid Et;O (2 x 20 mu). OObenuHeHHBIH OpPraHUYECKHWd CIION
npoMbiBad Bopod (2 x 20 mu) u coneBbIM pacTBopoM (20 mur). OpraHudeckuii cion
BBICYIIMBAIN Haj Oe3BONHbIM NaySOs, KOHIEHTPUPOBAIM NMPU TMOHIKEHHOM ABJICHUHU C
MOJY4YeHHEM HEOUHWINEHHOro MaTepuana. HeouwieHHbI NMPOAYKT OUYHMINAIH C TOMOLIBIO
KoJIoHOUHOM xpomartorpaduu (230—400 mem, cumkarens; 10%EtOAc/rekcan; 3Hauenne Re—
0,5) ¢ nonyuenunem N-(2-atuin-5-¢proppenmn)nusanamuna (2,3 r, 72%) B Buae rpsi3HO-0€7I0T0
TBEPIOrO BEIIECTBA.

Cranus 3 B nepemernmBaemslii pactBop N-(2-atui-5S-¢proppenmn)musanamuna (25,0 r, 112,1
MMoJb, 1 5kB.) B Tomyosne (500 mu) moGammsmu p-TSA (19,3 r, 112,1 mmonb, 1 3kB.),
Pd(OAc); (2,52 r, 11,21 mmomb, 0,1 »xB.) u NBS (21,5 r, 123,3 mmonb, 1,1 3kB.)
COOTBETCTBEHHO MPU KOMH. TeMIl. PEakIIMOHHYIO CMeCh MepeMeInnBaid B TeueHne 48 4. mpu
KOMH. TEMIL. B YCJIOBHUSIX OKpY)KarolLled cpenpl. PacTBOpHUTENh BBINAPUBAIN U OCTATOK
pactBopsuii B EtOAc (1000 mi) u mpombiBamu Bogou (2 x 200 mut), 3aTeM COJIEBBIM
pactBopoMm (200 wmu1). Opranudeckwii Ciod BbICymuBamu Hajg 0e3BOgHBIM  NapSOs,
KOHLIEHTPHUPOBAJIH TPU TOHIKEHHOM JIABJICHHUH C TOJYYEHHEM HEOUYHINEHHOrO MaTepHala.
HeounmeHHbIH NpOayKT OYUIIAIN C TIOMOIIBIO KOJIOHOUHON Xpomarorpaduu (230—400 mer,
cwmukarenb, 10%EtOAc/rekcan; 3Hauenne Rpe-0,45) ¢ momyuernmem N-(2-Opom-6-3Tmi-3-

¢dropdernmnuBanamuna (5,0 r, 15%) B Buae rps3HO-0€I0T0 TBEPIOTO BELIECTBA.
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Cragusa 4 70% H;SO4 (70 mi) nobasnsmu B N-(2-6pom-6-31ui-3-¢propheHin)nuBanamMmusg
(9,2 1, 30,46 mmonb, 1 3kB.) B KpyrnomoHHOH konde mpu 0 °C. PeakunmoHHyHO CcMech
nepeMeminBanu B TedeHue 20 mMuH. npu O °C u B Tedenue 2 4. mpu 110 °C. 3arem
PEaKIMOHHYIO cMech oxjaxknanu 1o 0 °C u mopamenaynBaiu mocpencTsom pacteopa 20%-
NaOH no pH~14. BomHyro wacTth skcTparupoBanu ¢ momombsio EtOAc (3 x 150 wu).
OOpennHeHHbIE OPraHUYeCKHEe CJIOU MPOMBIBAIN BOOH (2 x 100 MIJI) 1 CONEBBIM PacTBOPOM
(100 mur). Opraanyeckuii cioit BeIcymBaiu Hax 6e3BogHbIM Na,SO4, KOHIEHTPUPOBAIH MPU
MIOHM)KEHHOM JIaBJICHUU C MOJYYEHHEM HEOUHIIEHHOro Marepuaina. HeounimeHHbIH MpoayKT
OUHWINAJIA ¢ TOMOIIBKD KOJIOHOYHOW xXxpomarorpaduu (230-400 wmem, cumukarenb;, 5%
EtOAc/rekcan; 3nauenne Re—0,5) ¢ monmyuenuem 2-0pom-6-atuin-3-propanuiuna (5,9 r, 89%)
B BHJI€ KOPUYHEBOH KUIKOCTH.

Cragus 5 Cycnensuto 2-6pom-6-3Tun-3-proparmnuna (4,9 r, 22,47 mMonb, 1 3kB.), 2-aMHHO-
2-MeTWINPONaHoBOH KUCIOTHI (4,63 T, 44,94 mmoub, 2 5kB.), KsPO4 (9,54 T, 44,94 mmonsb, 2
5kB.) 1 xjopuna mean (0,22 r, 2,247 mmons, 0,1 3kB.) B cyxom IMCO (75 mi) B repMEeTHYHO
3aKpPBITON MpoOUpPKe NE30KCUreHNpoBail Ar B TeueHne 20 MUH. PeakImOHHYIO0 CMeCh 3aTeM
nepemernBany npu 140 °C B Teuenue 2 4. [locne 3aBepiueHns peakliyd PEaKLIMOHHYIO CMECh
OXJIAXKIATH O KOMH. TeMN. W (UIBTPOBAJIH 4Yepe3 CIOH IeUTa U MPOMBIBAIH C TTOMOLIBIO
EtOAc (100 mu). @unbTpat pazdasisuiu ¢ momoinbio EtOAc (500 mut) u mpomeiBanu Bonoit (3
x 150 wmu), comeBbiM pactBOopoM (200 mur), BhICYmHMBaIM Hax Oe3BopgHbIM Na,SOs u
pPacTBOPUTEINb BBHIMAPUBAJIH MPH MOHWKEHHOM JAaBlieHHH. HeounIneHHbIi MpoyKT OYHINAIIH
C MOMOIIBI0 KOJIOHOUHOH xpomaTtorpadun (230-400 mem, cunmukarens; 20% EtOAc/rekcan;
3HaueHne Re0,4) ¢ mnonmyuernmem 8-3Tui-5-¢rop-3,3-aumeTnin-3,4-AUruAPOXMHOKCAIUH-
2(1H)-oHa (2,83 1, 57%) B BHIE CBETIO-KOPUUHEBOTO TBEPOTO BEIIECTBA.

Cranus 6 B pactop 8-3Tun-5-¢prop-3,3-numernn-3,4-nuruapoxunokcanud-2(1H)-ona (3,4 T,
15,3 mmonb, 1 3kB.) B Tonyone (110 mur) moOammsmu pearent Jlaseccona (8,03 r, 19,89
MMOJb, 1,3 5KB.) TpPU KOMH. TEMII. U PEAKLHUOHHYK CMECh KHUIATUIN C OOpaTHBIM
xononunbHUKOM Tipu 120 °C B Teuenue 40 muH. [Tocne 3aBepeHus: peakuuu (OTCIEKUBAIN
nocpenctBoM TCX) peakunoHHYKO cMech racwin Hachin. pactsopoM NaHCO; (80 mn) ¢
MOCTENYIONINM dKcTparupoBanreM ¢ nomombio EtOAc (2 x 70 wmi). OObenuHeHHBIE
OpTaHUYECKHE CJIOW MPOMBIBaiIH Bonoi (80 mir), coneBbiM pacTBopoM (80 Mil), BBICYIIUBAIN
Han Oe3BomHbIM NapSOs M pacTBOPUTENb BBIMAPUBAIM C TOJYYCHUEM HEOUHINEHHOTO
NPONYKTa, KOTOPBIH OYHUINAIA C MOMOIIBI KOJOHOYHOW xpomarorpadun (230—400 mer,

cwmukarenb, 20% FEtOAc/rekcan; 3HaueHne Rpe—0,6) ¢ monydenuem 8-3tmn-5-drop-3,3-
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auMeTw-3,4-aquruapoxuHokcanui-2(1H)-tuona (3,0 r, 82%) B BHzme KeNTOro TBEPAOTO
BEIL[ECTBA.

Cranus 7 B nepeMeLInBAEMbII pacTBop 8-atun-5-¢prop-3,3-numernin-3,4-
auruapoxuHokcanuH-2(1H)-tuona (3,0 r, 12,58 mmonsp, 1 3xB.) B TT'® (50 M) mobasmsiim no
KarsiM ruapasud-ruapar (3,03 mur, 62,93 mmonb, 5 5kB.) npu 0 °C. PeakIMOHHYIO CMeCh
nepeMemiuBaid B TedeHue 16 4. mpu xkomH. Ttemrn. TEA (8,56 mn, 62,93 mmounb, 5 3KB.)
00aBISIM B PEAKLIMOHHYIO CMECh M IIepeMeLTnBaIi B TedeHne emne 10 MUH. ALeTHIXJIOpUa
(2,7 mn, 37,74 MMOJTb, 3 3KB.) O4€Hb MEIUIEHHO NO0ABISIIN B peakuoHHyk0 cMech npu 0 °C u
3aTeM NepeMeInBaIN B TeUeHHE 2 9. IPU KOMH. TeMIT. PEaKIIMOHHYIO0 CMECh TIOracHiId BOIOH
(100 mi) m sxcrparupoBamu JAXM (3 x 100 mu). OObenuHEHHBIH OPraHUYECKHH CIIOH
NpOMBIBaNIN COJIeBBIM pacTBopoM (100 mur). Opranndecknii cioii BeicymmBain Hax Na, SOy,
KOHLIEHTPHUPOBAJIH TPHU TMOHIKEHHOM JABJICHHUHU C TIOJYYEHHUEM HEOUYHINEHHOTO MaTepHala,
KOTOPBII OYHIAIHN MyTE€M MPOMBIBAHHS TUITUIOBBIM 3PUpoM, ¢ noiaydeHuemM N'-(8-3Tui-5-
¢Top-3,3-numernn-3,4-nuruapoxunokcanud-2( 1 H)-ununen )Janerorunpasuna (3,4 r, 97%) B
BHJIE TPS3HO-0€JI0r0 TBEPAOTO BELIEeCTBA.

Cranus 8 N'-(8-Otun-5-prop-3,3-numernn-3,4-nuruapoxuHokcanud-2( 1 H)-

wiuaen)aneroruapasun (3,4 r, 12,23 mmodns, 1 5kB.) moMemmanu B KpyrJionoHHY0 kondy (100
mut) u oxnaxnaimn a0 -10 °C. Oxcuxnopun ¢ochopa (11,7 mu, 122,3 mmons, 10 5kB.) 3arem
A00aBISIA IO KAaIUISIM K COEIMHEHHIO € MOCIenyoInuM nodasinenneM no karsim TEA (1,66
w1, 12,23 mmonb, 1 3kB.). Peakunonnyto cmech nepememuBanu npu -10 °C B teuenue 10
MHH. U 3aTeéM B TeueHne 10 MUH. IpU KOMH. TEMIL. M B Pe3yJIbTaTe HarpeBajH A0 KUIICHUS C
0OpaTHBIM XOJIOAUIBHUKOM B TeueHne 2 4. PeakunoHHyro cmech oxnaxkaanu 1o 0 °C u 3arem
0 KarisiM 100aBIsUTH B IPOOJICHBIH JIeA ¢ IOCTOSTHHBIM NepeMeInnBaHueM. B BoaHyO 4acThb
MEIJICHHO J00aBIsUIM  XONOAHBIH pacTBop ammuaka 10 pH~12. Bopayro 4wacthb
skctparupoBann AXM (3 x 100 mu). OObeanHEHHBI OpPraHMYECKHH CIIOH MPOMBIBAJIH
cosieBbiM pactBopoM (100 mur). Opranudeckuii cioii BeicymuBaiu Haa 0e3BogHBIM NaySOy,
KOHLIEHTPHUPOBAJIH TPU TOHIKEHHOM JIABJICHHUH C TOJYYEHHEM HEOUYHINEHHOrO MaTepHala.
HeounmeHHbIH NpOayKT OYUIIAIN C TIOMOIIBIO KOJIOHOUHON Xpomarorpaduu (230—400 mer,
cwmukarenb, 5% MeOH/IIXM; 3nauenune Re-0,4) ¢ momyuenmem 9-3tui-6-¢rop-1,4,4-
tpumerwn-4,S-nqurunpo-[1,2,4]rpuasono[4,3-alxunokcanuna (1,4 r, 44%) B BHUIE CBETJIO-
JKEJITOrO TBEPOTO BELIECTBA.

Cragua 9 IlepememnBaemblii  pacTtBop  9-3THN-0-TOp-1,4,4-TpUMeTNI-4,5-TUTHApPO-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (1,4 r, 5,38 mmons, 1 5kB.) B IM®DPA (30 M) mpu -10 °C
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oOpabarbiBasu mopuusiMu B TedeHne 10 muH. TBepapiM N-Opomcykuuaumuaom (1,01 r, 5,65
mmonb, 1,05 skB.). ObecrieunBany HarpeBaHHE PEAKLMOHHOH CMECH IO KOMH. TEMIL H
nepememuBaiu B Tedenue 1,5 4. Tlocne 3aBepriueHusi peakiyu (OTCICKUBAIH TOCPEICTBOM
KX-MC) peakunonHyo cMmech pasbasisin ¢ nomoinbo EtOAc (300 mur) u opraHuueckue
cion mpombiBanu Bogod (5 x 50 mu), coneBbiM pactBopoM (50 MII), BBICYIIMBAJIUA Hax
6e3BogHbM Na,SO,; U BeIMApUBAIH MPH MOHIKEHHOM JaBJeHUH. HeouwieHHbIH npoaykT
OUHIAIA C TIOMOIIBK) KOJIOHOYHOUW Xpomarorpadum Ha cuiukarene (230-400) (5%
MeOH//IXM; 3nauenue Re0,4) ¢ monyuennem 8-Opom-9-3tun-6-¢prop-1,4,4-TpumeTin-4,5-
nurunpo-[1,2,4]rpuasono[4,3-a]xunokcanuna (1,45 r, 80%) B Buae rps3HO-0eI0ro TBEPIOro
BELIIECTBA.

IH-AMP(400 MI'; AMCO-Dg, 20°C): & 7,54-7,56 (1H), 6,69 (c, 1H), 2,82-2,85 (2H), 2,38
(c, 3H), 1,46 (mup. c, 3H), 0,94-0,97 (3H)

Cunres 8-6pom-6-pTop-9-merokcu-1,4,4-tpumernn-4,S-qurunapo-[ 1,2,4]rpuazono[4,3-

a]xuHOKcannHa (MpoMeKyTouHoe coenuHerne B-10):
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Cragua 1 B nensHol pactBop 3-Opom-4-dropdenona (100 r, 523,56 mmonb, 1 3kB.) u
rekcaruapara cyibdpara ammonus—Hukens(Il) (103,4 r, 261,77 mmons, 0,5 skB.) B XM
(1000 mu1) mo KamisiM AOOABJSUTH JBIMSIIIYIOCS A30THYIO KHUCJIOTY M PEAKIIHOHHYIO CMECh
nepeMeInuBaId npu Takor ke Temneparype B TedeHue 3 4. (TCX). PeakumoHHyO cMmech
BBUTMBAJIIM B JApOOJIeHBIH Jsieq W pasdasmsiim ¢ momompro JXM. DkcTparmpoBaHHBIN
OpPraHUYeCKHUH CJION MPOMBIBAJIN COJIEBBIM PACTBOPOM; OPTraHUYECKUI CJION BBICYLIMBAIN HAJ
Na;SO4 u xoHueHTpuposanu. HeounineHHbll NPOAYKT OUMIIAIN C MOMOLIBI KOJOHOYHOM
xpomarorpadun (230—400 mem, cunukarens, cucrema TCX: EtOAc/rekcan (2:8); Rr=0,2) ¢
nojiyueHuem 3-0pom-4-prop-2-uutpodenona (35 r, 28%).
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Cragua 2 B mnepememmBaemblii pacTBop 3-Opom-4-¢rop-2-uurpodenona (35 r, 148,30
mMMoJib, 1 3kB.) B ACN (40 mi) noOasismu kapOoHat kanus (61,48 1, 444,91 mmons, 3 3kB.) U
noamerad (63,15 r, 444,91 mmonb, 3 3KB.) U peakIMOHHYIO cMech HarpeBanu rpu 80 °C B
teuenne 4 4. [Tocne 3aBepinenus (orcnexuBanu nocpenctsoM TCX) peakMOHHYIO CMeCh
pazbasmsim ¢ nomompio EtOAc u mpombIBain BONOH. DKCTParupoOBaHHBI OpraHHMYECKHUI
CJIOM TPOMBIBAJIIM COJIEBBIM pPAacTBOPOM, BBICYLIMBaNIM Hax Oe3BogHbM NaxSOs u
KOHLIGHTPUPOBAIM TMPH TOHIKEHHOM JAaBjieHHH. HeounimeHHBIH NpPONYKT OYHINAIN C
MOMOIIBI0  KOJIOHOYHOH xpomarorpadpum (230-400 wmem, cunukarenp, cucremMa TCX:
EtOAc/rexcan (2:8); Ry = 0,6) ¢ monyuenuem 2-0pom-1-¢rop-4-meTokcu-3-HUTpoOeH3oma
(351, 94%).

Cragusa 3 B mepemermmBaemslii pactBop 2-0pom-1-drop-4-merokcu-3-aurpodensona (35 ,
140 mmonb, 1 5kB.) B EtOH u Bozme (300 M, 1:1) nobasisiu skene3nblit mopomok (78,17 T,
1400 mmomnb, 10 3kB.) u xjopun ammonus (74,886 r, 1400 mmonb, 10 3kB.). PeakiinoHHyro
CMECh HarpeBaJid 1O KUIMEHHs ¢ OOpaTHbIM XOJOAMJIBHHUKOM B TeueHue 12 4. Ilocne
3aBepmenus (orciexkuBann nocpenctsoM TCX) peakMOHHYIO cMech (DUIBTPOBAIH Hepe3
cnoit nenura. PUIBTPAT KOHIEHTPUPOBAIHM TNPH NMOHMKEHHOM JABJICHUU C IOJYYEHHEM
HEOUHIIIEHHOTO MPOAyKTa. HEOouuIneHHBIH NPONYKT OUWINATIH C TOMOINBI KOJOHOYHOH
xpomarorpaduu (230—400 mem, cunukarens, cuctemMa TCX: EtOAc/rekcan (2:8); Re=0,6) ¢
nojy4eHuem 2-0pom-3-prop-6-mMerokcuanmnmna (30 r, 97%).

Cragusa 4 Cycnensuro 2-0pom-3-drop-6-merokcnanmmmHa (30 r, 136,36 mmons, 1 3kB.), 2-
aMUHOM3OMACIISTHONW KucioTel (44,65 1, 340,83 mmonb, 2,5 skB.), DBU (49,70 r, 272,21
MMOJIb, 2 3KB.) U noxuaa meau (2,59 r, 13,59 mmons, 0,1 3kB.) B cyxom JIMA (300 mi) B
KPYTJIOJOHHOM KoJIO€ Ae30KCHreHnpoBain Ar B TeueHHe 20 MUH. PeakiiMOHHYIO CMeCh 3aTeM
nepemermuBau pu 120 °C B teuenue 16 4. Ilocne 3aBepineHust peakuuu (OTCISKUBAIN
nocpencteoM TCX) ee punbTpoBanmu uepes IOl meauTa W NpoMbiBain ¢ omomibio EtOAc
(500 mu), mpomeiBanu Bopoi (3x500 mut), coneBbiM pacTBopoM (500 MIT), BBICYIIMBANIN HAx
O6e3BogHbiM  Na,SO, W BbIMAPUBAIM TPU TOHWKEHHOM JaBJICHUU C IOJYYEHHEM
HEOUHIIIEHHOTO TMPOAYKTA, KOTOPBIH OYHUINAJIH C TOMOIIBI KOJIOHOYHOH Xpomartorpaduu
(230-400 mem, cunukarens, cuctema TCX: EtOAc/rekcan (2:8); Re = 0,3) ¢ monyueHuem 5-
¢dTop-8-meTokcu-3,3-gumernin-3,4-quruapoxuHokcanui-2(1H)-ona (14 1, 46%) B BHIe
KOPUYHEBOT'O TBEPJIOTO BEIIECTBA.

Cragus 5 B pactBop S-drop-8-merokcu-3,3-numernn-3,4-nuruapoxunokcanna-2( 1 H)-ona

(14 1, 62,22 mmonb, 1 3kB.) B Tonyone (150 mur) nobasusimu pearent JlaBeccona (37,75 T,
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93,33 mMMounb, 1,5 3KB.) MPU KOMH. TEMII. U PEAKIHOHHYI) CMECh KHIISITHIIA C OOpaTHBIM
xononuiabHUKOM mipu 120 °C B Teuenue 1 4. Ilocne 3aBepiueHusi peakuuu (OTCIEKHBAIN
nocpenctBoM TCX) peaknmoHHYIO cMech racwiu Hacei. pactBopom NaHCOj; (200 mi) ¢
MOCTENYIOINM 3KCcTparupoBanueM ¢ mnomombio EtOAc (2x200 wmut). OObenuHeHHBIE
OpraHUYecKHue CJou mnpombiBaiud Bomoi (300 wmu), comeBbiM pactBopoM (100  mu),
BBICYIIMBAIN Han Oe3BomgHbiIM NapSO4 W pacTBOPUTENb BBIMAPUBAIM C IOJYYECHHEM
HEOUHIIIEHHOTO MPOAYKTA, KOTOPBII OYHUINAJIHM C MOMOIIBI0 KOJOHOYHOH Xpomartorpaduu ¢
ucrnonpzoBanuem cunukarens 230-400 memr u 10% EtOAc B rekcane B KauecTBe
pacTBOpuTENs IS SMIOMPOBAHUS C MOJydeHHeM S-pTop-8-merokcu-3,3-mumerni-3,4-
muruapoxuHokcanul-2(1H)-tuona (10 r, 67%) B BuAE XKENTOro TBEPAOTO BEINECTBA.
Cucrema TCX: EtOAc/rekcan (2:8); Rg=0,4).

Cranus 6 B pacteop S5-prop-8-merokcu-3,3-numerin-3,4-guruapoxuaokcanui-2( 1H)-tuona
(10 1, 41,61 mmonb, 1 3kB.) B n-BuOH (100 min) nobapnsiniu ruppasua YKCyCHOH KHCIOTHI
(10,80 r, 145,93 mMmob, 3,5 5KB.) ¢ IOCIEAYIOMINM H00aBIeHUEM YKCYCHON KucioThl (10 M)
U 3aTeM peakLUOHHyH0 cMmech nepememuBanu npu 140 °C B teueHue 16 4. Ilocne
3aBepiueHus peakunu (orciexkuBanu nocpenctsoM TCX) peakmoHHYIO cMech pa30aBisu
Bomoi (100 mu) m skcrparumpoBanu ¢ nomombio EtOAc (2x50 mui). OObenuHEeHHbIE
OpraHudYecKkue cion mnpombiBanud Bomoi (100 wmu), comeBbiM pactBopoM (100  mu),
BBICYIIMBAIN Han Oe3BogHbIM NaySOs M BBIIAPUBAIN C TOJNYYEHHEM HEOUYHIIEHHOTO
NPONYKTA, KOTOPBIA OYHUINAIN C TIOMOIIBI KOJIOHOYHOH XpoMaTorpadpuu ¢ UCMOIb30BAHHEM
5% MeOH B IXM B kauecTBe pacCTBOPUTEIIS ISl SIFONPoBaHus U cuymkarenst 230—400 mem
c MOJTyYEHUEM 6-prop-9-merokcu-1,4,4-rpumernn-4,5-nuruapo-[ 1,2,4]rpuazono[4,3-
a]xunokcanuHa (3,5 r, 32%) B Bune rps3HO-Oenoro TBepaoro Bemectsa (cucrema TCX, 5%
MeOH B IXM, Rf-0,2).

Cragusa 7 IlepememmBaemsblii pactBop 0O-¢pTop-9-merokcu-1,4,4-rpumerni-4,5-quruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (3,5 r, 13,34 mmonb, 1 3kB.) B IM®DA (30 mut) mipu 0 °C
oOpabarbiBanu nopuusiMu B TedeHre 10 MuH. TBepabM N-OpoMcykipHaMuaom (2,48 r, 13,93
mMmonb, 1,05 3kB.). ObecreunBany HarpeBaHHe PEAKIMOHHOH CMECH IO KOMH. TEMIL H
nepemMernuBaiu B TedeHue 30 muH. [locie 3aBepieHus: peakuu (OTCIeKUBATH TOCPENCTBOM
KX-MC) peakunonnyro cmech pazdasmsuin ¢ nomompbro EtOAc (50 mu) m opraanyeckue
cion mpombiBanu Bomod (3x100 mur), conebiM pactBopoMm (100 Mur), BRICYLIMBANN Hax
6esBogHpiM  NapSO; W pacTBOpUTENb BBIMAPUBAINA TPU MOHMKEHHOM  JaBJICHHH.

HeouurenHplii NOPOAYKT OYMINATKA € TMOMOIIBK KOJIOHOYHOH Xpomarorpaduu ¢
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ucnons3zoBanueM 1,5% MeOH B JIXM B kauecTBe pacTBOpUTENs AJA SJIOUPOBAHUA U
cunukarenst 230—-400 mem ¢ nonyderueM 8-Opom-0-¢pTop-9-merokcu-1,4,4-rpumernn-4,5-
nurunapo-[1,2,4]rpuasono[4,3-a]xunokcanuna (1,9 r, 42%) B BUAe rps3HO-0IOT0 TBEPIOrO
BemiectBa (cucrema TCX, 5% MeOH B JIXM, Rf-0,4).

IH-AMP (400 MI'u; AMCO-Dg, 20 °C): 6 7,58 (n, 1H), 6,73 (c, 1H), 3,56 (c, 3H), 2,44 (c,
3H), 1,49 (c, 3H), 1,46 (c, 3H).

Cunres 8-6pom- 1 -rukonponui-6-grop-9-merokcu-4,4-numeTnn-4,5-turupo-

[1,2,4]rpuazono[4,3-a]xuHOKcannHa (MPOMeKYTOUHOEe coennHenue B-11):

n ()

o/ HZN -
k" S M NBS/DCM "o =N
Br N__ N
}r:"i n'BUOH ;ﬂ Cramu 2 N :L
ACOH. 140 °C [ H
Crama 1 IpoMesxyTounoe

coeimene B-11

Cragusa 1 B pacteop 5-¢prop-8-merokcu-3,3-aumernin-3,4-guruapoxunokcanui-2(1H)-tuona
(101, 41,61 mmonp, 1 3xB.) B n-BuOH (100 M) o6aBiisiin UKIONPONIaHKAPOOHUITHAPA3UT
(14,58 1, 145,62 mmoib , 3,5 5KB.) ¢ TIOCIENYIOMUM A00aBIeHHEM YKCYCHOH kuciothl (10
MJI) M 3aT€M peakIHOHHyK cMmech nepemewmnBanud npu 140 °C B teuenue 16 u. Ilocne
3aBepiueHust peakunu (orciekuBanu nocpeactsoM TCX) peakunOHHYI0 CMeCh pa30aBIIsiIv
Bomoit (100 mur) m skcrparmpoBann ¢ momombo EtOAc (2 x 50 mi). OObenuHeHHBIE
opraHudeckue ciou npombeBand Bonmoil (100 wmur), coneBbiM pactBOopoM (100 M),
BBICYIIMBAIA Han Oe3BomHbIM NapSO4 W pacTBOPUTENb BBIIAPUBAIHM C IOJYYEHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBI OUWINAIHM C MOMOIIBI0 KOJIOHOYHOW XpomaTtorpaduu ¢
ucnonszoBaHueM 5% MeOH B JIXM B kadecTBe pacTBOpPUTENS IJisl SJIIOMPOBAHUS U
cunukarens 230—-400 mem ¢ monydeHueM 1-nmkionponui-6-¢grop-9-merokcu-4,4-mumeTn-
4,5-nurunpo-[1,2,4]tpuazono[4,3-aJxuHokcamuna (2,6 1, 32%) B BHUAe TrpsI3HO-0NIOro
TBEPIOTO BEIIECTBA.

Craaus 2 IlepememmBaemMsblii pactBop -umkionponui-6-prop-9-merokcn-4,4-qumernin-4,5-
nurunpo-[1,2,4]rpuasono[4,3-a]xunokcanuna (2,6 r, 9,02 mmosb, 1 3xB.) B JIM®PA (30 M)
npu 0 °C oOpabarsiBanin nmopumsiMu B TeueHue 10 MuH. TBepAbIM N-OpOMCYKIIMHAMHIOM
(1,68 1, 9,43 mmomb, 1,05 3kB.). ObecneuynBaiy HarpeBaHHE PEAKLIMOHHONW CMECH IO KOMH.

Temil. u nepememnuBaiu B TedeHue 30 muH. Ilocie 3aBepineHus: peakuuu (OTCIEKUBAIH
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nocpencteoM JKX-MC) peakunoHHYI0 cMech paszdaBisuin ¢ momoineio EtOAc (50 M) u
opraHmyeckue cjou mnpombBau Bomour (3x100 mi), comeBbiM pactBopoM (100 M),
BBICYIIMBAIA Hajx Oe3BogHbIM NaySOs U pacTBOPHTENb BBIIAPUBAIN NPU NOHHKEHHOM
naBieHnd. HEeOUHIeHHbI MPONYKT OYHUINAIU ¢ MOMOIIBI KOJOHOYHOUM XpomaTtorpaduu ¢
ucnons3zoBanueM 1,5% MeOH B JIXM B kauecTBe pacTBOpUTENs AJA SJIOUPOBAHUA U
cunmkarenst 230-400 mem ¢ mosaydeHueMm 8-Opom-1-umkinonponun-6-GpTop-9-meTokcu-4,4-
numetn-4, S-nurunpo-[ 1,2,4]rpuasono[4,3-a]xunokcannaa (1,8 r, 55%) B BHIOE Tps3HO-

0eNoro TBepAOro BELIECTRA.

Cuntes 8-0pom-1-mmknonponun-6-¢prop-4,4,9-tpumernn-4,5-nurunpo-[ 1,2,4rpuasomno[4,3-

a]xuHOKcannHa (MPOMEXKyTOUHOE coenuHerne B-12):

< M NHZWhHy o H 4\F’N N
S LN THF M N POCI, N =
c - V)L:: = s W mBsoms B LM
TEA -
N :
" ! C')JW H ¥ Cragna 3 N
TEA § ok

F  Crampn2 :

Cragma 1
HposexyTorumoe

coeiHeHne B-12

Cragua 1 B mepememmBaemsbliii pactBop S-¢pTop-3,3,8-Tpumernin-3,4-1uruapox THOKCAJTUH-
2(1H)-tuona (1,7 r, 7,58 mmonb, 1 3kB.) B TT'® (40 mu) nodaBisiiv MO KaruisiM THAPA3UH-
ruapat (1,72 min, 37,94 mmonb, 5 5kB.) mpu 0 °C. PeakumoHHYIO CMeCh NEpeMEIINBaIi B
teyenne 16 4. mpu komH. Temm. TEA (5,13 wmu, 37,94 mmonb, 5 5kB.) goOaBisuin B
PEaKLIUOHHYIO CMECh u MepeMELINBAIIN B TEYEHUE ere 10 MHH.
Huknonponankapbonmwtxnopua (2,39 r, 22,76 MMonb, 3 3KB.) OY€Hb MEIJICHHO TOOABIISUIH B
peaknroHHy0 cMech npu 0 °C u 3areM mepeMelnBad B TEYEHHE 2 Y. MPU KOMH. TEMIL
Peakunonnyro cmech pazbasmsun Bogon (100 mur) m sxctparuposamn JAXM (3 x 100 mu).
OObenuHEHHBIE OpTraHWYeCKHe CJIOU TPOMBIBAIM  COJNIEBBIM  pacTBopoM (100 ).
Opranudeckuil cnoil BeicymuBanu Haa NaxSOy4, KOHLUEHTPUPOBAIU IPU TMOHMKEHHOM
JAaBJIEHUN C TOJYYCHHEM HEOYMIIEHHOTO TMPOAYKTA, KOTOPBIH OYHINAIH MOCPENCTBOM
NPOMBIBAHUS OUATUIOBBIM 3pupom ¢ mnoayueHuem N'-(5-drop-3,3,8-rpumernn-3,4-
auruapoxuHokcanuH-2(1H)-umnen)unknonponaakapbonmwiruapasuna (2,1 r, 95%) B Buze
IPsI3HO-0EJIOro TBEPAOTO BEIIECTBA.

Cragus 2 N'-(5-@Prop-3,3,8-TpumeTii-3,4-qurunpoxuHokcanuH-2( 1H)-

wiiaeH)ukiIonponankapoonmruapasun (1,44 r, 4,96 mmonb, 1 5KkB.) mNoMemanud B
KPyIrJIOOOHHYI0 KonOy (50 mur) m 3arem oxnaxnmanu 1o -10 °C. Oxkcuxnopun ¢ocdopa (4,7

M1, 49,65 mmonb, 10 5kB.) 3areM HOOABISUIH MO KaIIiM K COENUHEHUS] C TOCIEAYIOIIUM
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nobasnenneM mo karmmsiM TEA (10,67 mi, 4,96 mmonb, 1 3kB.). [locne 3TOro peakmuoHHyO
cMmech niepemernuBainu mpu -10 °C B teuenne 10 muH. u 3ateM 10 MUH. MPU KOMH. TEMII. H
HAKOHEIL[ KUIATHJIM C OOpaTHBIM XOJOAMJIBHHKOM B Te€4eHHE 2 4. PeaklMOHHYI CMeCh
oxnaxzaamm 10 0 °C u 3areMm ee HOOABISIM MO KaIUSIM B APOOJIEHBIN JIeA ¢ MOCTOSHHBIM
nepeMeIIuBaHieM. B BOIHYIO 4acTh MEIJIEHHO MOOABISUIM XOJIONHBIA PacTBOP aMMHAaKa 10
pH~12. Bonnyrwo uactb skctparupoBaiu JIXM (3 x 50 mu). OObenuHEHHbIH OpraHnYeCKHii
CJIOM TPOMBIBAJM CONEBBIM pacTBopoM (50 mur). OpraHuuecKuil CIIOW BBICYIIMBAIN HaJ
oe3BomHbiM Na;SO,, KOHLEHTPUPOBAIM MPU TOHIKEHHOM JIABJICHUM C TIOJyYeHUEM
HEOYMILEHHOI0 NpoaykTa. HeoduineHHbI NpPOAYKT OYHMINANM C TOMOINBI0 KOJOHOYHOMN
xpomarorpadprmu (230—400 wmem, cunmkarens;, 5% MeOH/IXM; 3nauenne Re0,4) ¢
MOJIy4eHUEM I-umknonponun-6-prop-4,4,9-rpumernn-4,5-nurnapo-[ 1,2,4]rpuazono[4,3-
a]xunokcanuHa (0,24 r, 18%) B BUAE CBETJIO-XKENTOrO TBEPAOTO BEIIECTBRA.

Cranus 3 TlepemernnBaemblii pactBop 1-mmkionponun-6-grop-4,4,9-rpumerni-4,5-quruapo-
[1,2,4]Tpuazono[4,3-a]xunokcanuna (0,55 r, 2,02 mmonb, 1 3kB.) B AIM®PA (15 M) mpu -10
°C obpabateiBanu nopuussiMu B TedeHue 10 muH. TBepapiM N-OpomcykuuanMuaom (0,36 T,
2,02 mmonb, 1 3kB.). ObecneunBany HarpeBaHHE PEAKLMOHHOW CMECH 1O KOMH. TeMIL U
nepeMeruBaiu B TedeHue 1,5 4. Tlocne 3aBepiiennst peakimu (OTCIEKUBAIH TOCPEICTBOM
KX-MC) peakunonnyro cmech pazdasmsuin ¢ nomombio EtOAc (80 mu) m oprannyeckue
CJIOM TpOMbIBaK Bomoi (5x20 mur), coieBbIM pacTBopoM (20 Mi1), BBICYLIMBAIH HaJ
6esBogHpiM  NapSO; W pacTBOpUTENb BBIMAPUBAINA TPU MOHMKEHHOM  JaBJICHHH.
HeouureHHbI# MPOIYKT OYUIIAIHA C TTIOMOIIBIO KOJOHOYHOH XpomaTtorpaduy Ha CHIIMKAreyie
(230-400) (5% MeOH/AXM; 3HaueHue Rp-0,4) ¢ monydenuem 8-Opom-1-mmkionponui-6-
¢drop-4,4,9-rpumern-4,5-nurunpo-[ 1,2,4]tpuasono[4,3-a]xunokcanuna (0,55 r, 78%) B Buze
IPsI3HO-0EJIOro TBEPAOTO BEIECTBA.

1H-AMP (400 MI'u; IMCO-Dg, 20 °C): 6 7,58 (m, 1H), 6,58 (¢, 1H), 2,45 (c, 3H), 1,71-1,77
(1H), 1,44 (bs, 6H), 1,02-1,27 (4H).

Cunres 8-0pom-1-atun-6-prop-4,4,9-rpumernn-4,5-nuruapo-[ 1,2,4tpuazono[4,3-

a]xuHOKCanuHa (MpomexkyTodHoe coenuaenre B-30):
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coeannenne B-30

Cragusa 1 B nepememmnBaemslii pacTBop S-¢rop-2-mernn-¢pennnaamuna (100 r, 0,8 momb, 1
5kB.) B JAXM (1,5 1) moGammsmu nupuans (129 mn, 1,6 Moab, 2 3KB.) C HOCIEAYIOLINM
nobasnenuem DMAP (1 r, 0,008 mons, 0,01 3kB.) mpu KOMHATHOH Temmeparype. B sty
PEaKMOHHYIO CMECh AO0ABISUTH MO Karuisim ruBaiomurxiopun (109 mi, 0,88 monb, 1,1 3kB.)
npu 0 °C 1 MOJNy4YEeHHYIO peakLUOHHYH cMech nepeMemuBanu npu 0 °C B TeueHue 2 4.
ITocne wm3pacxomoBaHust UCXOAHOTO Marepuana (orciexkuBanu mnocpenctsom TCX B 10%
EtOAc-Hex, Rf 0,7), peakunonHyro cMech BeutHBanu B JensiHon pactsop | H. HCI (1,5 m) u
nepememnBany B Tedenue 30 MuH. JlBa Ci10s pa3nensayd U OpraHUYEeCKHUN CJIOW MPOMBIBATIN
pacteopom 1 H. HCI (1 1), 3arem nHaceimeHHbIM pacTBopoM NaHCOs; (1 1) u coneBbiM
pactBopom (1 1), BeicymuBamu Hax Oe3BogHbiM Na,SOs W KOHIEHTPUPOBAIH TIPU
NOHMKEHHOM JaBJICHHH. OTOT HEOUYHWINEHHBIH OCTaTOK pacTHpajid B IOPOLIOK C
UCTIOJIb30BAaHMEM TrekcaHa ¢ mnonydeHueM  N-(5-prop-2-merun-penmn)-2,2-TuMeTH-
nponroHamuza (158 r, 95%) B Buae 6enoro TBEPAOro BEIIECTBA.

Craqua 2 B nepememmuBaemsiii  pactBop  N-(5-pTop-2-metun-pennn)-2,2-muMeTHI-
nponrioHamuga (90 r, 0,43 monb, 1 5kB.) B Tonyose (2 1) noOaBsAIM MOHOTHApPAT HApa-
TonyoscybpoHoBoM kucaoTel (82,0 r, 0,43 mons, 1 3kB.) u Pd(OAc), (9,66 1, 0,043 moub,
0,1 sxB.) ¢ mocnenyromum aodasiernem N-Opomcykunaumuna (84,5 r, 0,473 mons, 1,1 3kB.)
IpU KOMHATHOM TeMIepaType M IMOJYUYEeHHYK PEaKIHMOHHYI0 CMeCh MepeMeIInBaId NpPU
KOMHATHOU TeMmIiepaType B TeueHHne 48 4. Peakums, KOTOPYIO OTCIEKHUBAIU MOCPEACTBOM
TCX (20% EtOAc B rekcane), IeMOHCTpUpOBaia oOpa3oBaHre HeoOxoaumoro nponykra (Rf
0,4) Bmecte ¢ ~60% HCXOMHOTO MaTtepuana, He BcTynusinero B peakuuto (Rf 0,5). Bropyro
MApTUIO 3aTeéM MporoHsu, HauumHast co 100 r N-(5-¢pTop-2-merun-ennn)-2,2-1uMeTnI-
NPONMOHAMHIA, B COOTBETCTBUH C TAKOH K€ MPOLEAYPOH, KaK OMUCAHO BBILIE.
OObennHeHHbIE PEaKLIMOHHbIE CMECH M3 JABYX maptuii (Bcero 190 r mcxomHOro marepuana)
3aTeM KOHLIEHTPUPOBAJHU U MOJNy4eHHBIH ocTaTOK pacTBopsuid B EtOAc u mpomsiBanu Bogoi

(mBaxnbr). OObeAMHEHHBIE OPraHMYECKHE CJIOHM 3aTeM BBICYIIUBANN Haa Oe3BogHBIM Na,SO4
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U KOHLEHTPHPOBAJIU IPH MMOHIKEHHOM JaBJeHUH. HeodyHImeHHBII OCTATOK OdYMINaiu C
MIOMOIIBIO KOJIOHOUHOH xpomarorpadun (100-200 mem, cunmkarens; 1-5% EtOAc/rexcan B
Ka4eCTBE JJI0CHTA) ¢ TnojdydeHueM N-(2-Opom-3-¢Top-6-meTmn-GeHnn)-2,2-TuMeTHI-
npormonamuaa (60 r, 22,9%) B Bunme OeNOro TBEPAOTO BEIIECTBA BMECTE C BBIICICHHBIM
UCXOIHBIM MaTE€PHaJIOM, HE BCTYNMUBIINUM B peakuuro (125 r).

Cragusa 3 B mnpepsapurenbHO oxnaxaeHHbii pactBop 70% H,SO, B BOme (430 mun)
nobasnsm  N-(2-6pom-3-pTop-6-metun-penmn)-2,2-mumernn-nponuonamun (60 r, 0,208
MoJb, 1 3kB.) mopuusmu mpu 0 °C ¥ MONYYEHHYIO PEAKLIHOHHYI) CMECh MEePEMEIINBAIN NIPU
KOMHaTHOH Temreparype B TeueHue 10 MuH. u 3atem Harpesanu npu 100 °C B TeueHue 2 u.
ITocne wm3pacxomoBaHUsT UCXOMHOTO Marepuana (orciesxkuBanu mocpenctsom TCX B 10%
EtOAc-rekcan, Rf 0,8) peakunonnyro cmech oxnaxkaanu 1o 0 °C u perynuposamu pH no ~10
¢ mnomombo 10% pacrBopa NaOH. IlonydeHHYr0O OCHOBHYK BOAHYIO (ppakmuro
skcTparuposann ¢ nomompbio EtOAc (3 x 500 mi), oObenuHEHHbIE OPTaHUYECKHE CIIOH
MIOCJIEZIOBATENIBHO MPOMBIBAJI BOAOW M COJIEBBIM PACTBOPOM, BBICYLIHBAJN Hall OE3BOIHBIM
Na;SO; ¥ KOHIEHTPUPOBAIH TPU TMOHIKEHHOM JABICHHHU C TOJYYEHHEM HEOYHIIEHHOTO
ocratka. Ero ounmmanu ¢ momoupro KOJOHOYHOH Xxpomarorpadum (cmmukarens, 100-200
mem;, 1-3% EtOAc/rexcan B KaudecTBe 3JIO€HTA) C NOJy4deHHeM 2-Opom-3-(rop-6-meTui-
¢dennnamuna (36 r, 85%) B BUAe O€qHO-KENTOHN JKUIKOCTH.

Cragua 4 B mepememnBaeMyr CyCHeH3HIO0 2-O0poM-3-¢pTop-6-mermn-pennnamuna (36 T,
0,1764 momp, 1 3xB.) B cyxom JAMCO (540 mu) noGasnsinu 2-aMHUHO-2-METUJI-ITPOMHOHOBYIO
kuciory (16,9 r, 0,1636 monb, 0,93 3kB.) ¢ nocaenyrommm qodasnenuem KsPO4 (75 T, 0,3528
MOJIb, 2 DBKB.) TpH KOMHATHOW Temmeparype. llomydeHHYI0 pEaKkUHOHHYIO CMECh
nerasupoBaiu a30ToM B TeueHue 30 munyT, 3arem nodasisu CuCl (1,75 r, 0,0176 mons, 0,1
9KB.) U peakUUOHHYI0 cMech Harpeanu npu 140 °C B Teuenue 5 u. Ilocne uzpacxonoBaHus
ucxogHoro Marepuajna (orcnexuBanu nocpeactsoM TCX, 20% EtOAc-rekcan, Rf 0,4)
PEaKIMOHHYIO CMECh OXJIAXKIAIH 10 KOMHATHOW TeMIepaTrypsl U (UIBTPOBAIH Hepe3 CJIOH
nenuta. [Tocne npomeiBanms ¢ momornbto EtOAc (500 mit) monydeHHBIH (GUIbTPAT BHUIMBAIN
B JICASSHYIO BOAY (2,5 J) W MOJYYEHHYIO BOIHYIO (DPAKIUIO SKCTPArMPOBAIU C MOMOIIBIO
EtOAc (2 x 750 mi). OObenuHeHHBIE OpraHUYeCKHe CIION MPOMBIBAIN BoaoH (2 x 750 mu) u
coneBbIM pacTBopoM (500 mur), BeicymmBaimu Han Oe3BomHbIM NaySOs4 M BbIMapUBAIN MPU
MOHW)KEHHOM JaBJICHUU C MOJIyYeHHEM HEOUHIEHHOTro ocTtaTtka. Ero pactupanu B mOpOIIOK
reKCaHOM, (PUIBTPOBANM W BBICYIIMBAIM C Tody4deHHeM S-¢rop-3,3,8-Tpumernin-3,4-

auruzapo- 1 H-xunokcanun-2-ona (19 r, 52%) B BUge KOPUUHEBOTO TBEPAOTO BEIIECTBA.
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Cragus 5 B pactop 5-¢prTop-3,3,8-tpumerni-3,4-nuruapo- 1 H-xunokcanuna-2-ona (19 r, 91,2
mmonib, 1 3kB.) B Tonyosie (380 mut) mobasmsuiu pearent Jlaseccona (55,5 r, 137 mmonsb, 1,5
9KB.) MPU KOMH. TEMII. H PEAKIIHOHHYI0 CMECh KHITATHJIM C OOPaTHBIM XOJIOAUIBHUKOM TIPH
120 °C B Teuenme 1 u. Tlociae w3pacxomoBaHHsS HCXOMHOTO Marepuana (OTCIeKUBAIU
nocpenctBoM TCX B 20% EtOAc-rekcan, Rf 0,7) peakUMOHHYIO Maccy OXJaKIadd IO
KOMHATHOW TeMrepaTtypbl W racuiau Haceim. pacTBopoM NaHCOs (250 mut) U mojgy4eHHYIO
BOIHYIO (pakumto skcTparupoBanu ¢ momompbio EtOAc (3 x 250 mu). OObenuHeHHBIE
OpTaHWYECKHEe CJIOW MpoMbIBaM Boaou (250 mu) u comeBbiM pactBopoM (250 wu),
BBICYIIMBAIN Han Oe3BomHbiM NapSO4 W BbIMApUBAIU TMPH  TOHWKEHHOM aBJICHHH.
ITonyueHHBIHT HEOUUINEHHBIH OCTATOK OYHINAIN C MOMOIIBI0 KOJOHOYHOH XpoMaTorpadpun
(cumukarens 100-200 mewr;, 3-5% EtOAc/rekcan) ¢ moaydeHuem S-drop-3,3,8-Tpumeriit-
3,4-nurunpo-1H-xunokcanun-2-tuona (19 r, 93%) B BUAE KENTOro TBEPAOTO BEIECTBA.
Craqua 6 B mepememmBaembrii  pactBop  S-¢rop-3,3,8-Tpumernn-3,4-quruapo-1H-
XUHOKCcanmuH-2-tnoHa (9 1, 0,0401 monb, 1 3kxB.) B Terparuapodypane (225 mir) mo kKarism
nobasnsim ruapart ruapasuHa (6,02 r, 0,1203 Mo, 3 3kB.) mpu 0 °C 1 peaKLIMOHHYI0 CMeCh
nepeMeluBaId IPU KOMHATHOW Temreparype B TedeHue 16 4. Tpmdtumamun (27,8 wmu,
0,2006 monb, 5 3kB.) u mponanwixiopun (10,5 mu, 0,1203 monb, 3 3kB.) moOaBIsAIH B
peakunoHHyI0 cMmech no kamasim npu O °C u ee mepeMelnBanu B TedeHHe 2 4. IpU
KOMHATHOH Temriepatype. Ilocne u3pacxomoBaHUs HCXOOHOTO MaTepuana (OTCIEeKHUBAIU
nocpencteoM JKX-MC) peakilMOHHYIO cMech pazOaBisuin Bonoi (250 mMit) U sKCTparupoBaiiu
¢ nomombo 10% MeOH-AXM (5 x 250 mi). OObenuHeHHbIE OpraHHYECKHE CIIOU
NPOMBIBAJIA COJIEBBIM pacTBOpoM (250 mur), BeicymuBanu Hax Na,SO; U KOHLEHTPUPOBAIU
NPy TIOHIDKEHHOM JaBlieHMH ¢ mnonydeHueM (5-¢rop-3,3,8-rpumerni-3,4-muruapo-1H-
XUHOKCAJIMH-2-WIIUICH)-THIpAa3Hia TMPOMUOHOBOH  KHCiHoThl (12,5 T HEOUHIIEeHHOTrOo
Marepuala) B BUAE IPsI3HO-0EJIOro TBEPAOrO BEIIEeCTBA.

Cranusa 7 Heounmennsiit (5-¢grop-3,3,8-rpumerni-3,4-qurnapo-1 H-xuHOKCaNnnH-2-1ITHACH )-
THIpa3ua IponuoHoBoi kuciotsl (12,5 1, 0,0449 moib, 1 5KB.) mOMemaIn B KPYTJIOIOHHYIO
ko0y, 3ateM ero oxyaxkaanmu 1o -10 °C. Oxcamunmxnopun docdopa (20,9 mi, 0,2243 monsb, 5
9KB.) 3aT€M M0 KaIUSIM JOOABISIIN K COSAUHEHUIO C TIOCIEAYIOIUM T00aBICHHEM IO KaTUIsIM
TpwdTuaamuHa (6,25 wmni, 0,0449 wmomb, 1 3kB.). Ilocme 3TOro peakIUOHHYK) CMeCh
nepeMeninuBanu npu -10 °C B Tedenue 10 MMH. ¢ MOCJIEAYIOLIMM IEpPEMELINBAHUEM IPU
KOMHATHOW Temrieparype B TedeHne 10 MHWH. U HAKOHEL KUISTHJIA C OOpaTHBIM

XOJonuIbHUKOM B TeueHue 4 4. Ilocnme wu3pacxomoBaHusi MCXOAHOTO MaTepHaa
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(orcaexuBamn nmocpeactsoM JKX-MC) peakunoHHyo cMmech oxyaxnaian a0 0 °C u racunmu
npobieHbIM JIBIOM B Boze (250 mir). 3aTeM BOAHYIO 4acTh MOAINEIAYHBATIN JOOABICHUEM 10
KaIlIIM XOJIOAHOTO pactBopa amMmuaka (250 mi). ITony4eHHY0 OCHOBHYIO BOZIHYIO (ppakLinio
skcTparupoBanu ¢ nomoupio EtOAc (3 x 500 mur) m oObeIUHEHHbIE OPTaHUYECKHE CIOU
NPOMBIBAJIM COJIEBBIM pacTBOpoM (250 wur), BeicymmBaigm Hax Oe3BogHbiM Na,SOs u
KOHIIEHTPUPOBAIM TPH TOHIKEHHOM JaBJeHUU. [lojydeHHBII HEOYHINEHHBIH OCTaTOK
OUMILAJIM MTOCPEACTBOM PACTUPaHUs B MOPOLIOK ¢ ucnonb3oBaHueM MTBE ¢ nonyyenuem 1-
sT-6-prop-4,4,9-rpumernn-4,S-qurunpo-[ 1,2,4]rpuazono[4,3-a]xunokcanunra (6,5 r, 56%)
B BHJIE TPSI3HO-0EJIOro TBEPAOTO BEIECTBA.

Craqua 8 B pacrBop 1-atun-6-¢rop-4,4,9-tpumermn-4,5-nurunpo-[1,2,4]rpuazono[4,3-
a]xuHokcanmuHa (10 r, 0,0384 monb, 1 3xB.) B JIM®PA (250 ™) nobasmsuiun NBS (7,52 T,
0,0422 wmomp, 1,1 skB.) mopumsimu npu -10 °C ¥ TONYYEHHYIO PEAKLHOHHYIO CMECh
nepeMelIMBaiy NpU KOMHATHOM Temmeparype B TeueHue 4 4. Ilocne wmspacxomosanusi
ucxogHoro wmarepuana (orciexkuBanu nocpenctBoM JKX-MC) peakumoOHHYIO CMeCh
pasbasmsuin Bomod (500 M) u skcrparmpoBamu ¢ nomombo EtOAc (2 x 250 wm).
OO0bennHeHHbIE OPraHMYECKUe CIION MPoMbIBaIIK Boao# (500 M) u coneBbiM pacTBopoM (400
MJI), BBICYIIMBaIM Hajn Oe3BomHbIM Nap,SOs W KOHLUEHTPUPOBAIM TNPU TMOHWKEHHOM
nasneHud. llonydeHHBI HEOYMINEHHBIM OCTATOK OYUIIAIA € MOMOIIBIO KOJOHOYHOH
xpomarorpadpum (230400 memn, cunmkarens, 5% MeOH/IXM B kauecTBe 3JIO€HTA) C
MOJYy4YECHUEM 8-0pom-1-atun-6-prop-4,4,9-rpumerni-4,5-nuruapo-[ 1,2,4 ] tpuazomno[4,3-

a|xunokcanuna (7,5 r, 58%) B BuIE TPsA3HO-0€II0r0 TBEPAOTrO BEIIECTBA.

Cunres 8-6pom-6,7-nudTop-1,4,4,9-rerpamernn-4,5-nurunpo-[ 1,2,4]rpuazono[4,3-

a|XuHOKcanuHa (MpoMexyTo4YHoe coeanHeHue B-38)
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Cranus 1 B cycnensuro 4,5-nudrop-2-merunanmnusa (0,5 r, 3,49 mmons, 1 3kxB.) B JIXM (30
mut) nobasismu Br (0,55 1, 0,17 mu, 3,49 mmons, 1 3kB.) B AXM (20 mi) mpu 0 °C. 3arem
PEaKIMOHHYI0 CMeCh IlepeMeIluBaId MNP KOMH. TeMmm. B TedeHue 2 4. Ilocne
U3PACXOIOBAHUS MCXOJHOTO MaTepHaja pEeak[UOHHYK) MAacCy TacHJIM HACHIIIEHHBIM
pactBopom NaHCO; (50 wmy). OpraHuueckuil CIOW OTAENSJIM W BOAHBIA  CJIOU
sKcTparuposaiiu ¢ momoinsio JIXM (50 mi). OObenuHEeHHbIE OpraHUYeCKHE CJIOU TTPOMBIBAIN
Bonoit (150 M), 3arem coneBbiM pacTBopoM (150 mut), BeicyMBanu Hax Oe3BOmHBIM Na, SOy
U PACTBOPUTEIb BHIMAPHBAIH C MOJYYSHUEM HEOUHUINEHHOTO MPOAYKTA, KOTOPBII OYHINAIHU C
MOMOIIBIO KOJIOHOUHOM Xpomatorpadum (230-400 mem, cunukarens, 10% EtOAc/rekcan;
3HaueHue Re-0,0) ¢ monydenuem 2-0pom-3,4-mudrop-6-mermnanununa (0,4 1, 52%).

Cragus 2 Cycnensuro 2-0pom-3,4-nmudrop-6-merunanmmmza (0,25 r, 1,13 mmons, 1 3kB.), 2-
amuHOMacistHON kucnothl (0,23 1, 2,26 mmonb, 2 3kB.) B JIMA (10 M) B repMeTHyHO
3aKphITON npobupke nesokcureHupoBamu Ar B Teuenue 20 mun. DBU (0,35 mu, 2,26 MMoUIb,
2 skB.) u Cul (0,02 r, 0,113 mmonb, 0,1 5kB.) HOOABISIM W PEAKLHUOHHYK CMECh
nepemernuBau npu 140 °C B teuenue 16 4. [locne 3aBepiieHus: peakiuu ee QUILTPOBAIN
yepe3 cJIoW HenuTa U npomeiBain ¢ nomompio EtOAc (100 mi). @unerpar pazOaBisiu ¢
nomomneio EtOAc (100 mur) u mpombiBanu Bogoi (3x150 mu), coneBbiM pactBopoM (200 mu),
BeICYyIIUBaNK Han Oe3BomHbiM NapSO4 M pacTBOPUTENb BBIMAPUBAIM TNPU TOHWKEHHOM
JaBJIEHUH C TOJYYEHHEM HEOYHIIEHHOrO NPOAYKTAa, KOTOPBIH OYHINAIA C IOMOIIBIO
kosioHouHOM Xpomatorpadun (100-200 mem, cunukarens, 30% EtOAc/rekcan; 3Hauenue Re—
0,4) ¢ nonyuenuem 5,6-nudTop-3,3,8-rpumernn-3,4-nuruapoxuHokcania-2(1H)-ona (0,2 r,
75%).

Cranus 3 B pactBop 5,6-nudrop-3,3,8-rpumern-3,4-nurunpoxunokcanus-2( 1H)-ona (3,66
r, 17,6 mmons, 1 3kB.) B Tonyone (75 mu) mobasnsiu pearent JlaBeccona (10,67 1, 26,2
MMOJIb, 1,5 5KB.) IPU KOMH. TEMIL. U PEaKIMOHHYI0 cMech HarpeBaiu npu 120 °C B TeueHue
40 muH. Tlocnme 3aBepmenusi peakiuu (oTcnexuBain nocpenctsoM TCX) peakIMOHHYIO
cMmech racui Haceim. pactBopoM NaHCO; (100 mit) ¢ mocieayomuM 3KCTParupoOBaHueEM ¢
nomomeo EtOAc (2x100 min). OObequHEHHbIE OpraHu4YecKHe CJIOH MpoMbiBaiu Boxoi (100
MIT), cojieBbIM pactBopoM (100 mi), BeicymuBanu Hax Oe3BogHbiM Na;SO4 U pacTBOpHUTENH
BBIMIAPUBATIN C MOJYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIA OYHINAIH C IMOMOLIBIO
KOJIOHOUHOM Xpomatorpadun (230-400 mem, cunukarens, 20% EtOAc/rekcan; 3Hauenue Re—
0,4) ¢ monyuenueMm 5,6-gudrop-3,3,8-rpumerin-3,4-guruapoxunokcanus-2(1H)-tuona (2,8

r, 71%) B BUAE KENTOrO TBEPAOTO BEIECTBA.
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Cragus 4 B nepeMeInBaeMbli pacTBop 5,6-nu¢rop-3,3,8-Tpumerin-3,4-
auruapoxuHokcanuH-2(1H)-tuona (5,50 r, 24,55 mmons, 1 3xB.) B TI'® (30 M) nobasnsum
1O KaruisiM ruppasua-ruapart (5,17 mot, 122,76 mmons, 5 3kB.) pu 0 °C. 3aTeM peakimoHHYIO
CMech MepeMemnBaiu B TedeHue 16 4. mpu komH. Temn. TEA (16,7 mn, 122,76 mmons, 5
9KB.) HOOABISIM B PEAKLMOHHYHD CMeChb M TMepeMellnBaiu B TedeHue eme 10 MuH.
Auermixnopun (5,78 r, 73,65 mmonb, 3 3kB.) nobasisuin odeHb MeayieHHo mipu 0 °C u 3ateM
CMeCh NepeMEINNBAIN B TeUEHHE 2 4. MPHU KOMH. TeMIl. PeakIMOHHYI cMech pa30aBisuiu
Bonod (50 my) um oskcrparupoBanu ¢ momomblo JXM (5x100 ). OObenuHeHHBIE
OpPTaHWYECKHE CJIOM MPOMBIBAJIH CcoyieBbiIM pacTtBopoM (100 wmur). Opranudeckuii Cioi
BeICyIIuBad Hax NapSO4, KOHUEHTPUPOBAIM NPU NMOHMKEHHOM IABJICHUH C TMOJYYSHHEM
HEOUHIIIEHHOTO MaTepHualia, KOTOPBIH OUHINAIM MyTEM MPOMBIBAHUS TUITUIIOBBIM 3(pHpoM, ¢
MOJyUEHUEM N'-(5,6-mu¢rop-3,3,8-rpumern-3,4-guruapox uHokcanuH-2( 1H)-
winaeH )aueroruapasuaa (5,5 r, 85%) B Bune 6e10ro TBEpAOro BELIECTBA.

Cragus 5 N'-(5,6-Audrop-3,3,8-Tpumernn-3,4-nuruapoxuHokcanuH-2( 1H)-
wiuaen)aneroruapasun (5,5 r, 20,8 Mmonp, 1 3KkB.) moMenanu B KPyriIoAOHHYIO Kojily (50
mit) u 3aTeM oxnaxaanu 10 -10 °C. Okcuxnopun ¢ochopa (18,4 mu, 197,6 mmonsb, 9,5 3kB.)
3aTeM JO0ABIISIIH 10 KAIUIIM K COEIMHEHHIO C MOCIEAYIOINM no0aBieHneM no kamwsiMm TEA
(2,9 mn, 20,8 mmonb, 1 5kB.). [Tocie 3Toro peakOHHYIO cMech nepemernnbanu pu -10 °C B
teueHue 10 mMuH. u 3areM 10 MHMH. IpM KOMH. TEMII. U HAKOHEL KHUIATWIH C OOpaTHBIM
XOJIOAWIBHUKOM B TedeHue 4 4. PeakinoHHyo cmech oxyaxkaand 10 0 °C u 3aTeM 1o Karisim
n00aBNsIH B IpOOJIEHBIH JIe]] C IOCTOSHHBIM NepeMeInnBaHueM. B BOIHYIO 4acTh MEIJIEHHO
nobaBnsIM XONOAHBIA pacTBOop ammuaka (100 mi). BonmHyro dYacTe 3KCTparupoBaid ¢
nomompro JIXM (2x100 mir). OObeOIUHEHHBIH OpPraHUYeCKUH CIIOW NMPOMBIBAIHN COJIEBBIM
pactBopoMm (100 wmut). Opranudeckwii CiOH BbICYIIUBaNM Hajg 0Oe3BOmHBIM  Na;SOy,
KOHLIEHTPHUPOBAIHM TPH NMOHWKEHHOM [aBJIEHUU C IMOJIyY€HHEM HEOYUIIEHHOTO MPONYKTA,
KOTOPBII OYHMINAIN C MOMOIIBI0 KOJIOHOYHOH Xpomatorpaduu (230-400 mern, cuimMkarens,
5% MeOH/AXM; 3nauenue Re—0,4) ¢ momyudenuem ©6,7-mudrop-1,4,4,9-terpamerin-4,5-
ourunpo-[1,2,4]rpuazono[4,3-ajxunokcamuaa (3,0 r, 59%) B BuAe KEATOrO TBEPIOTO
BELIIECTBA.

Cramus 6 IlepememmBaemblii pactBop  6,7-mudrop-1,4,4,9-rerpamerni-4,5-quruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (4,0 r, 16,2 mmons, 1 5kB.) B IM®DA (40 M) mpu -10 °C
oOpabarbBanu nopuussMu B TedeHne 10 MuH. TBepapiM N-Opomcykimanmunom (3,1 r, 17,1

mMmoJb, 1,05 skB.). ObecrieunBany HarpeBaHHWE PEAKLMOHHOM CMECH IO KOMH. TEMIL H
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nepememuBaiu B Tedenue 1,5 4. Tlocne 3aBepriueHusi peakiyu (OTCICKUBAIH TOCPEICTBOM
KX-MC) peakunonHyo cMmech pasbasisin ¢ nomoinbo EtOAc (300 mur) u opraHuueckue
cion mpombiBaiK Bomor (5x50 mi), coieBbiM pacTBOopoM (50 MuI), BBICYIIMBAIU Hax
6e3BogHbIM Na,SO4 1 pacTBOPUTEINH BHINAPUBAIH MPH MOHKEHHOM JIaBJICHUH C MTOTy4eHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBIA OYUINAIH C IIOMOLIBIO KOJIOHOYHON XpoMaTtorpaduu Ha
cunukarene (230-400) (5% MeOH/IXM; 3nauenne Ry0,3) ¢ monmyuennem 8-Opom-6,7-
nugTop-1,4,4,9-rerpamermn-4,5-nurunpo-[ 1,2, 4]rpuaszono[4,3-a]xunokcanuna (3,3 r, 63%) B

BHUIEC rpﬂ3H0-6enoro TBEPAOTO BEIICCTBA.

Cunte3 8-Opom-6-¢rop-1,4,4-Tpumernn-4,5-nurunpo-[1,2,4]tpuazono[4,3-a]xuHOKCaIUH-9-

kKapOoHuTpUia (MPOoMeRYTOUHOE coennHenne B-39)

CN N CN __N\
@ :L NBS/DCM \@N N
N :P
Cramun |
F H
IIpomeayTounoe
coexnnenne B-39

IlepememmBaemblii  pactBop  6-¢rop-1,4,4-rpumernin-4,5-quruapo-[1,2,4]tpuazono[4,3-
a]xuHOKCaNMH-9-KapOOHNUTpUIA (U1 CHHTE3a CM. MPOMEKYTOYHOoe coeanHenue B-41) (2,0
r, 7,78 mmoub, 1 3xB.) B AM®PA (20 mu) npu 0 °C obpabaTeiBany nmopuusiMi B TeueHue 10
MuH. TBepabM N-Opomcykuuaumuaom (1,38 r, 7,78 mmomb, 1 3kB.). ObecneunBanu
HarpeBaHue PEeaKLMOHHON CMECH 10 KOMH. TEMIL. U nepeMmeminsanu B TedeHue 1,5 4. Ilocne
3aBepiueHust peakunu (orcnekuBaim nocpeactBoM  JKX-MC) peakIMOHHYKO CMeCh
pazbasmsun ¢ omoureio EtOAc (100 mi) u opraauyeckue ciou mpomsiBain Boxoit (5x100
MJI), coeBbIM pactBopom (100 mu1), BeIcymuBaiu Hax Oe3BomHbM Na,SO4 U pacTBOpHUTENTH
BBINTAPHUBAJIH TP TTOHIKEHHOM JIaBJICHUH C TIOJTYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIH
OUHIAJIN C TIOMOIIBKD KOJIOHOYHOUW Xpomarorpadum Ha cuiukarene (230-400) (5%
MeOH/[IXM; 3Hauenne Re-0,3) ¢ mnonydenuem 8-Opom-6-¢rTop-1,4,4-Tpumernn-4,5-
nurunpo-[1,2,4]rpuazono[4,3-a]xunokcanun-9-kapoouurpuna (1,5 r, 58%) B BUme rps3HO-

0eNoro TBepAOro BEUIECTRA.

Cuntes (8-0pom-6-¢rop-1,4,4-tpumern-4,5-nurunpo-[1,2,4]tpuazono[4,3-a]xuHOKCaTUH-9-

wia)MeOH (mmpomeskyrounoe coenuHenne B-41):
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coeannenne B-41

Cramuss 1 PactBop 6-pTop-9-merokcu-1,4,4-tpumernn-4,5-qurunapo-[1,2,4]rpuazono[4,3-
a|XWHOKcanuHa (11 CUHTE3a CM. poMe:kyTouHoe coennHenne B-10) (12 r, 45,80 mmonsb, 1
5KB.) B BonHOM pacteope HBr (350 mi) Harpesamu no 80 °C u 3aTeM n00aBIsLIIN YKCYCHYIO
kuciory (100 mu) m nHarpeBanue mnpopopkamu npu 120 °C B Teuenme 48 u. Ilocne
3aBepiueHust peakunu (orciekuBanu nocpeactsoM TCX) peakunOHHYI0 CMeCh pa30aBIIsiIv
nensiHon Bogow (1000 M) n mommenaynBany 6ukapoonarom Hatpus (pH>8). Peakiimonnyro
cMmech skeTparuposaiu ¢ nmomoinslo EtOAc (3x500 mut). OO0bequHeHHBIE OpraHUYECKHUE CIIOU
npomsiBaiy Bopoi (1000 mir), conessiM pactBopoM (1000 mur), BEICYITUBAIK HAa O€3BOIHBIM
Na,SO,; u pacTBOpHTENb BBIMAPUBAIH C IMOJYUYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIH
OUHIIAJIN C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu ¢ ucnonbzopanueM 3% MeOH B IXM B
Ka4yeCTBE PaCTBOPUTENS A 3JIoupoBaHus U cuiukarens 230—400 mem ¢ nojsydeHuem 6-
¢drop-1,4,4-rpumernin-4,5-nuruapo-[ 1,2,4]tpuaszono[4,3-aJxunokcanuu-9-oma (8 r, 70%) B
BUJIE TPpsizHO-Oenoro TBepaoro BemecTna (cucrema TCX, 5% MeOH B IXM, Rf-0,2).

Craqms 2 B gjensHoit  xonomsbelli  pactBop  O-¢Top-1,4,4-tpumerni-4,5-muruapo-
[1,2,4]rpuazono[4,3-aJxuHokcanuH-9-oma (8 r, 32,25 mmonsb, 1 3xB.) B IXM, TEA (4,89 T,
48,32 mmonb, 1,5 skxB.) u DMAP (591 r, 48,37 mmonb, 1,5 3kB.) noOaBisuii U CMECh
nepeMelMBaid  IOpu  Takod ke Temmepatype B TedeHue 10 MuH.  3artem
TpudropmerancynbponoBeii anruapua (10,92 r, 38,70 mmonb, 1,2 3kB.) moOaByisAnM 1O
KaIisiM U CMeCh TiepeMemuBain B TeueHue 16 4. [locie 3aBepieHus peakiuu (OTCIeKUBATTN
nocpencteoM TCX) peakMOHHYIO cMech pasOaBisuin yeasHor Bomoit (1000 wmn) wu
PEaKIMOHHYI) CMeCh SKcTparupoBaiu ¢ momombo JIXM (2 x 500 my). OObenuHeHHBIS
opranmueckue cjou mnpombBau Bomou (1000 wmut), coneBbiM pactBopoM (1000 wmum),

BhICyIIMBaM Hax Oe3pogHbiM Nap,SOs W pacTBOpPUTENb BBIMAPUBAIN C MOJyYEHUEM



10

15

20

25

30

92

HEOUHIIIEHHOTO MPOAYKTA, KOTOPBII OYHUINAJIHM C MOMOIIBI0 KOJOHOYHOH Xpomartorpaduu ¢
ucnonpzoBanueM 2% MeOH B JIXM B kadecTBe pacTBOpPUTENS IUIsl SJIIOUPOBAHUS U
cwmukarenst  230-400  wmem ¢ momyueHuem  O-rop-1,4-mumernin-4,5-nuruapo-
[1,2,4]rpnazono[4,3-a]xunokcanun-9-un-rpudropmerancynsponara (4 r, 33%) B BuUAE
xkunkoctu. (Cucrema TCX, 5% MeOH B JIXM, Rf-0,5).

Cranms 3 B mpomyteiii  aproHoM  pactBop  6-drop-1,4-mumerni-4,5-quruapo-
[1,2,4]rpuazono[4,3-a]xunokcanun-9-un-rpudropmerancyibponara (4 r, 10,52 mmons, 1
3kB.) B l,4-nuokcane nobasmsu N N'-numernmstunennuamun (0,611 r, 37,67 mmons, 0,5
5kB.) 1 nuanuA 1uHKa (0,962 r, 10,52 MMmonb, 1 3kB.) U cMech TiepeMemuBaiu B TedeHue 10
muH. 3atem pobasysuiu Pd;(dba)s (1,089 r, 1,052 mmons, 0,1 3kB.) u xantphos (0,611 r, 1,05
MMOJIb, 0,1 5KB.) M PEAKLIMOHHYIO CMECh MPOAYBAJIH B TEUSHHE €IIe S MUH., H PEaKLOHHYIO
cMmech Harpesaii 1o 100 °C B teuenne 12 u. Ilocne 3aBepuieHust peakiuu (OTCIEKUBAIN
nocpenacteoM TCX) peakunoHHYHO cMech (puibTpoBamu uepe3 cioill nenuta. PuibTpar
KOHLIEHTPUPOBAJIM B BaKyyMe C MOJIy4eHUEeM HEOUMILEHHOrO MPOAYKTa, KOTOPbII OUHINAIN C
MOMOIIBIO KOJIOHOUHOM xpoMmaTtorpaduu ¢ ucrnonb3oBanreM 4% MeOH B JIXM B kauecTBe
pacTBopuTeNs AN 3OUpoBaHus U cuimkarens 230—400 memn ¢ noayueHuem 6-¢rop-1,4,4-
tpumeTin-4,5-nurunpo-[ 1,2.4]rpuasonol4,3-a|xunokcanud-9-kapdonurpmwna (3 r, 37%) B
Buze skunkoctd (cuctema TCX, 5% MeOH B JIXM, Rf-0,4).

Craqma 4 B pactBop  6-¢rop-1,4,4-Tpumernn-4,5-nurunpo-[1,2,4]rpuazomno[4,3-
a]xuHokcanuH-9-kapbonutpuna (0,1 r, 0,389 mmonb, 1 3kB.) B Todyosne (5 mu) nobapnsm
DIBAL-H (0,2 mn, 0,389 mmonb, 1 3xB.) npu 0 °C. PeakunoHHYI0 CMeCh MepeMeInBajIy MpH
TAKOM ke Temmeparype B TeueHue 3 4. Ilocnme 3aBepimieHust peakuuu (OTCIIEKHBAIH
nocpeacreoM TCX) peakuuoHHyr cmech racuiau ¢ nomombo NH4Cl u skcrparuposanu ¢
nomoiibto EA. Opranndeckuil ciioil mpoMbIBajIu BOJOMN, COJIEBBIM PACTBOPOM, BBICYIINBAIU
Han Na;SO;, GunbTpoBaNM W pPacTBOPHUTENH BBIMAPHBAIN NPHU IMOHIKEHHOM NAaBJICHUH C
MOJYYEHUEM HEOUHINEHHOro MPOAYKTa, KOTOPBIH OYMINATIM C IOMOLIbI KOJOHOYHOMN
xpomarorpadpuu ¢ noiydeHuem 6-prop-1,4,4-rpumerni-4,5-quruapo-[1,2,4]tpuazono[4,3-
a|xuHokcanuH-9-kapbanbaeruna (0,04 r, 34%) B Buae KOPUYIHEBOTO TBEPIOTO BEIECTBA.
Craqms 5 B pactBop  6-¢rop-1,4,4-tpumernn-4,5-nurunpo-[1,2,4]rpuasomno[4,3-
a|xuHokcanuH-9-kapbanbaeruna (0,04 r, 0,15 mmons, 1 3xB.) B TT'® (5 mu1) nobasnsmu LAH
(0,005 1, 0,15 mmomb, 1 5kB.) mpu 0 °C. PeakunoHHYIO CMeCh NepeMeInBajIi IPU TAKOH ke
Temneparype B Teuenue 3 4. [locne 3aBepuienns peakiun (orciekusanu nocpeacrsoM TCX)

PEaKLMOHHYI0 CMECh TraCHJIM HAaChILEHHbIM pacTBOpoM Nap,SO; M 3KCTparupoBaiu C
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nomoibto EA. Opranudeckuil cioil mpoMbIBaii BOJOM, COJNIEBBIM PACTBOPOM, BbICYIINBAIU
Han Na;SO,, GuABTpOBaIM W PAaCTBOPHUTENb BBIMAPUBAIN MPH IMOHWKEHHOM IAaBJICHUHU C
MOJIy4eHHEM HEOYMIIEHHOTO MPONYKTa, KOTOPBIH OYHINAIM C TOMOIIBI KOJOHOYHOU
xpomarorpaduu ¢ nonyueHueMm (6-¢prop-1,4,4-rpumernin-4,5-muruapo-[1,2,4]tpuazonol4,3-
a]xuHokcamnH-9-mn)MeOH (0,01 1, 25%) B BHIe KOPUYHEBOH KaMEAH.

Cranus 6 IlepemernnBaemblit pacTBop (6-drop-1,4,4-rpumetnn-4,5-quruapo-
[1,2,4]rpuazono[4,3-axuHokcanuu-9-un)MeOH (0,18 r, 0,692 mmonsb, 1 3kB.) B JIM®PA (15
m1) ipu O °C obpabatbiBanu nmopuusiMu B TeueHue 10 MuH. TBepAbIM N-OpOMCYKITHHIMHIOM
(0,123 1, 0,692 mmonb, 1 5kB.). OOecniedunBanu HarpeBaHWe PEAKIIMOHHOW CMECH 10 KOMH.
TeMIl. U mnepeMmemuBaan B TedeHwe 1,5 4. Tlocne 3aBepineHwst peakuuu (OTCIEKUBAIH
nocpencteoM JKX-MC) peakunoHHy0 cMech paszdaBisuin ¢ momoineio EtOAc (30 M) u
OpraHWYeCKHUe CJIOW TpombiBaiM Bomou (5x50 wmut), conmeBbIM pactBopoMm (50 wmui),
BBICYIIMBAIA Hajx Oe3BogHbIM Na;SOs U pacTBOPHUTENb BBIIAPUBAINA NPU NOHHKEHHOM
JAaBJIEHUN C TMIOJy4Y€HHEM HEOYHUINEHHOTO MPOAYKTAa, KOTOPBIH OYHINAIH C ITOMOIIBIO
KOJIOHOYHOH xpomarorpaduu Ha cunukarene (230-400) (5% MeOH/AXM; 3nauenne Re—0,3)
c MOJIlyYEeHUEM (8-6pom-6-dprop-1,4,4-rpumerni-4,5-nurnapo-[ 1,2,4]rpuazono[4,3-

a]xuHokcamnH-9-m)MeOH (0,12 1, 50%) B Buae rps3HO-0€JI0ro TBEPAOTo BELIECTBA.

Cunres 8-0pom-6-x710p-1,4,4,9-TeTpamerin-4,5-nuruapo-[ 1,2,4]tpuazono[4,3-
a]xuHOKcannHa (MPOMEXKYTOUHOE coenuHeHne B-42):
?\H7

LWHKOERR H

MH2 MBS /@ NH2 (:H nBUTH C n ?mun'lcoxu Si.\l
- -

CMF CBUCu l . J\:N c s :1

o]

Cramux 2 Cramux 3 c
. c r\
is NH,MH H
THF . )LN'N\ N PCC 3, 4 h NES Uv N 2
H
11 AmeTTRnopin, N TEA 1 :L
TEA H QI Cramux 6 M
Cramus 5
IIpoMexyTOTRO
coexumenxe B-42

Cramgusa 1 IlepememmuBaemblii pacTBOp S-xiyop-2-meTwnanwimHa (25,0 v, 176,55 mmons, 1
3kB.) B JIM®DA (530 M) nipu -10 °C obpabareiBain mopuusmMu B TedeHre 10 MHH. TBEPIbIM
N-6pomcykimaumuaom (69,13 1, 3884 mmonb, 2,2 »kB.). OOecreunmBanu HarpeBaHHe

PEAKLMOHHOW CMECH 10 KOMH. T€MII. U MepeMelinBaiu B TeueHue 1,5 4. Ilocie 3aBepiuenus
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peakuuy peakUuoHHYI cMech pazOapisun ¢ momoinsio EtOAc (3000 M) u opraHudeckue
cion mpombiBani Bomod (5x500 mur), conebiM pactBopoM (500 MuT), BBICYIIMBAJIN Hax
6e3BogHbIM Na, SO, 1 pacTBOPUTEINH BHINIAPHUBAJIH MTPH MOHIKEHHOM JIABJICHUH C MTOJyYeHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBIA OYHINAIH C MOMOIIBI0 KOJOHOYHOH XpoMarorpadpuu Ha
cumukarene (230-400) (10% EtOAc/rekcan; 3Hauenue Re—0,6) ¢ monyuenuem 2,4-nu6Gpom-3-
xJop-6-metwinanuiarnHa (35 r, 66%) B BUAE KOPHYHEBOT'O TBEPAOTO BEIECTBA.

Cranusa 2 PactBop 2,4-nubpom-3-xnop-6-merunaamnunaa (7,5 r, 25,08 mmons, 1 3kB.), 2-
aMHUHO-2-METHINPONaHOBON KuchoThl (5,16 T, 50,16 mmonsb, 2 3kxB.) u DBU (9,54 1, 44,94
MMOJb, 2 9kB.) B cyxom JMA (112 ™Mi) B TepMETHYHO 3aKpPBITOH MpoOHpKe
Ne30KCUTeHUPOBaIn Ar B TeueHue 10 MuH. Homun menu (0,479 r, 2,5 mmonb, 0,1 3kB.)
N00aBISIM B PEAKLIMOHHYIO CMECh U MOBTOPHO AE30KCUT€HHUPOBAIU Ar B TeueHue 10 MUH.
Peaxinonnyto cMech 3atem nepemeinnaiu npu 140 °C B teuenue 16 u. Ilocne 3aBepiueHus
peaKIH PEaKMOHHYI0 CMECh OXJIAXKIAIN IO KOMH. TeMIl. U paz0asisuiu ¢ momomeio EtOAc
(1000 M) u mpomsiBasin Bomoi (4 x 150 mut), coneBbiM pacTBOpoM (200 MII), BBICYIIUBAIN
Han Oe3BomgHbIM Na,SO, W BBIIAPUBANIM TPU TOHWKEHHOM JABICHHH C IOJyYEHHEM
HEOUHIIIEHHOTO TMPOAYKTA, KOTOPBIH OYHUINAJIH C TOMOIIBI KOJIOHOYHOH Xpomartorpaduu
(230-400 mem, cunukarens; 20% EtOAc/rekcan; 3Hauenne Re—0,4) ¢ nonyuernem 6-6pom-5-
xjop-3,3,8-TpumeTiin-3,4-nurunpoxuHokcanui-2(1H)-ona (2,2 r, 29%) B BHIe CcBeETIO-
KOPUYHEBOT'O TBEPJIOTO BEIIECTBA.

Cranms 3 B mepememmBaemblii  pactBop — 6-Opom-5-xmop-3,3,8-Tpumernin-3,4-
muruapoxuHokcanuH-2(1H)-ona (3,9 1, 12,87 mmons, 1 3xB.) B cMecu 1,4-a10KcaHa U BOJBI
(1:1) (100 mu) mobasmsanu xnopun ammonust (10,32 r, 193,06 MMosb, 15 5KB.) 1 LUHKOBYIO
mbuTh (12,26 1, 193,06 MMonb, 15 3kB.). PeakimoHHYIO CMECh TiepeMelBaIn B TedeHre 16 4.
NPU KUISTYEHUH ¢ OOpPaTHBIM XOJOAMJIBHUKOM. PEakLIMOHHYIO CMECh OXJIAKOAN O KOMH.
TEMII. 1 3aTeM (PHIBbTPOBAIN Yepe3 MIOTTOBCKYIO BOPOHKY. PHIIBTPAT KOHIEHTPUPOBAIH IPU
NOHM)KEHHOM JaBJIEHUH € TIOJYYEHHUEM OCTaTKa, KOoTopbii pactBopsuin B EtOAc (100 mn) u
npoMbiBad Bopol (2x30 mur), 3atem cojebiM pactBopoM (30 mur). OpraHndeckuil Cion
BeICyIIuBay Hag Na;SO4, KOHIEHTPUPOBAJIH MPHU MOHWKEHHOM JaBJICHUU C TIOJIYYEHUEM S-
xjop-3,3,8-TpumeTiin-3,4-nurunpoxuHokcanui-2(1H)-ona (2,3 r, 80%) B BHIe rps3HO-
0esoro TBepPAOTro BEIIECTRA.

Cramus 4 B pacteop 5-xyop-3,3,8-tpumernn-3,4-nuruapoxuHokcanus-2(1H)-ona (2,3 T,
10,23 mmonsb, 1 3kB.) B Tonyose (75 mur) nobasnsnu peareHt JlaBeccona (5,37 r, 13,3 mMmodb,

1,3 3KB.) MpU KOMH. TE€MII. U PEAKLIHOHHYIO CMECh KHITATIIIA C OOPAaTHBIM XOJOMIBHUKOM
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npu 120 °C B Teuenune 40 muH. [Tocne 3aBepiueHust peakiuu (OTCICKHUBAIN TOCPEICTBOM
TCX) peakumoHHyIO cMech racuiu Hachi. pactBopoM NaHCOs (80 mur) ¢ mocnenyrommm
skcTparupoBanneM ¢ nomompio EtOAc (2x70 mur). OObenuHEHHBIE OpPraHUYECKHE CIIOH
npombiBand Boxol (80 mut), comeBbIM pacTBOpoM (80 MII), BBICYIIMBANIHM Han OE€3BOIHBIM
Na,SO4 U pacTBOPHUTEND BBHIIAPUBAIHN C TOJIYYCHHEM HEOUMIIEHHOTO MPOIYKTA, KOTOPBIH
OYHMINAIA C TIOMOIIBIO KOJOHOYHOW xpomarorpadum (230-400 mem, cumukarens, 20%
EtOAc/rexcan, 3Hauenme Rgq0,6) ¢ monyyenuwem  S-xyop-3,3,8-Tpumernn-3,4-
muruapoxuHokcanuH-2(1H)-tuona (2,0 r, 81%) B BUze KeNTOro TBEPIOTo BELIECTBA.

Cragus 5 B nepememnBaemsblii pactBop S-xjop-3,3,8-Tpumeri-3,4-1UrHAPOXUHOKCAIUH-
2(1H)-tnona (2,0 1, 8,33 mMmomb, 1 5kB.) B TT'® (50 M) nobamisim Mo KaruisiM rUApa3uH-
ruapat (2,08 mu, 41,64 mmonb, 5 5kB.) mpu 0 °C. PeakUMOHHYIO CMeCh MepeMeInBaIu B
teyenne 16 4. mpu komH. Temm. JloGamsiu TEA (5,8 mu, 41,65 Mmonb, 5 3kB.) u
PEaKIMOHHYIO CMeCh nepeMermuBajin B Teuenue eme 10 mun. Anerumxmopun (1,78 mi, 24,99
MMOJIb, 3 3KB.) OU€Hb MEMJICHHO NO0ABIsUIM B peakiuoHHyr cMmech npu O °C u 3arem
NepeMeIINBaIN B TEUEHUE 2 4. MPU KOMH. TeMIl. PeakimoHHyI0 cMech pa30asisuu Bonoi (50
MI1) B 3KcTparuposain ¢ nomouepo JAXM (3x100 mir). OObeIUHEHHBIH OPraHUYeCKUN CIION
NpOMBIBaNIN COJIeBBIM pactBopoM (100 mur). Opranudecknii cioit BeicymmBain Hax NaySOy,
KOHLIEHTPHUPOBAIHM TPH NMOHWKEHHOM [aBJIEHUU C IMOJIyY€HHEM HEOYUIIEHHOTO MPONYKTA,
KOTOPBII OYHINAIHA TOCPEACTBOM IPOMBIBAHHUS AMSTHIIOBBIM 3(pupoM ¢ monydeHueMm N'-(5-
xJjop-3,3,8-TpumeTiin-3,4-nurunpoxuHokcanui-2( 1 H)-mwnmmnen)aneroruapasuna (2,2 r, 94%)
B BHJIE TPSI3HO-0EJI0r0 TBEPAOTO BEILECTBRA.

Cragus 6 N'-(5-Xnop-3,3,8-Tpumernin-3,4-ngurunpoxuHokcanud-2( 1H)-
wiuaeH)aneroruapasun (5,2 r, 18,57 mmons, 1 5kB.) momMemanu B KpyrJionoHHY0 kondy (100
MIT) U 3ateM oxuyaxnaiau 1o -10 °C. Oxkcuxnopun docdopa (17,8 mi, 185,7 mmons, 10 3kB.)
3aTeM JO0ABIISIIH 110 KAIUIIM K COEIMHEHHIO C MOCIEAYIOINM no0aBieHneM no kamwsiMm TEA
(2,52 mn, 18,57 mmomnsb, 1 3xB.). ITocae 3TOro peakMOHHYIO CMECh MepeMennBany npu -10
°C B Teuenne 10 muH. 1 3aTeM 10 MMH. IPU KOMH. TEMII. © HAKOHEI] KUIIATIIIA C OOPaTHBIM
XOJIOAMJIBHUKOM B TedeHue 2 4. PeakimoHHyro cmech oxyaxknanud a0 0 °C u mo kamsm
n00aBNsIH B IpOOJIEHBIH JIe]] C IOCTOSHHBIM NepeMeInnBaHueM. B BOIHYIO 4acTh MEIJIEHHO
n00aBISIM XOJIONHBIA pacTBOp ammuaka a0 pH~12. BomHyroo 9acTh 3KCTparupoBaiu ¢
nomompro JIXM (3x100 mir). OObeOIUHEHHBIH OpPraHUYECKUH CJIOW MPOMBIBAIH COJIEBBIM
pactBopoMm (100 wmut). Opranudeckwii CiOH BbICYIIUBaNM Hajg 0Oe3BOmHBIM  Na;SOy,

KOHUCHTPUPOBAJIN NPHU MOHUXKCHHOM HAABJICHHUU C TIOJYYEHUEM HCOUUIICHHOTO MNPOAYKTA,
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KOTOPBIN OYHINAIHA C TMOMOIIBIO KOJIOHOYHOH Xpomatorpaduu (230—400 mern, cuimukarens,
5% MEOH/IXM; 3Hauenue Rg0,4) ¢ mnonydenuem 6-xjop-1,4,4,9-terpamernn-4,5-
nurunpo-[1,2,4]rpuasono[4,3-a]xunokcanuna (3,25 1, 67%) B BUAE CBETIO-XKEJITOrO
TBEP/OTO BELIECTBA.

Cragus 7  IlepememnBaemblii  pactBOop  6-xjop-1,4,4,9-rerpamerun-4,5-quruapo-
[1,2,4]rpuazono[4,3-alxuHokcanuHa (3,25 1, 12,4 mmons, 1 3kB.) B AM®PA (60 mut) mpu -10
°C obpabarbBanu nopuussMu B TedeHue 10 mMuH. TBepnabiM N-OpomcykuuHUMUAOM (2,32 T,
13,02 mmoib, 1,05 3kB.). ObecrneunBay HarpeBaHUE PEAKIIMOHHOW CMECH IO KOMH. TeMII. U
nepememuBaiu B Tedenue 1,5 4. Tlocne 3aBepriueHusi peakiyu (OTCICKUBAIH TOCPEICTBOM
KX-MC) peakumoHHy0 cMmech pasbasisin ¢ nomoinbo EtOAc (500 mur) u opraHuueckue
cion mpombiBanu Bomod (5x100 mu), conebiM pactBopoM (100 mut), BRICYyIIMBANUA Hax
6e3BogHbIM Na,SO4 1 pacTBOPUTEINH BHINAPUBAIH MPH MOHKEHHOM JIaBJICHUH C MTOTy4eHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBIA OYUINAIH C IIOMOLIBIO KOJIOHOYHON XpoMaTtorpaduu Ha
cunukarene (230-400) (5% MeOH/JIXM; 3nauenue Re-0,4) ¢ monydeHuem 8-0poM-0-XJiop-
1,4,4,9-rerpamerui-4,5-qurunpo-[ 1,2,4]rpuazono[4,3-a]xunokcannaa (3,0 r, 71%) B Bune

I‘pﬂ3H0-6eJ'IOFO TBEPAOTO BCLICCTBA.

Cunres 8-0pom-9-(mudTopmernn)-6-prop-1,4,4-rpumerni-4,5-nuruapo-

[1,2,4]rpuazono[4,3-a]xuHoKcannHa (MPOMEKYTOUHOe coenuHeHne B-43):

o) Che; C~%:
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1N GG k116 % S seC: Cve.sitre %
L 16l - - £PC, Cull
Br Br cwss 1o 16-:
- Crapu 1 Crazmx 2 : Cramzx 3 s .

Cramus 4

Nbe ‘Vl HROERN

1L

Cramiz 5

F_F = :
¥\\J N \ﬁg Br
'Iueccom 1Nk N, Ny NBSCVE: ;
" rpmmopm \:L c . -

Cmnu 6 MpoxexyToTmOoe
coexmmenme B-43

Cranusa 1 B nepemermmBaemsrii pactsop 4-prop-2-autpodenzanpaernaa (20 r, 118,27 mmons,
1 s3xB.) B AXM (600 ™) nmobasnsmu DAST (23,26 mi, 177,51 mmons, 1,5 skB.) mpu 0 °C.
PeakuMOHHYHO CMeCh I@iepeMelMBaIdM MNpU KOMH. Temn. B TedeHue 4 4. Ilocne
U3pacXOA0BaHUs UCXOAHOIO MaTepuaja PeaklUOHHYK) CMECh TacHJIM HACBIL[. PacTBOPOM
NaHCOs3 u skctparuposanu ¢ nomoubio XM (2x500 min). O6bennHeHHbIE OpraHUYeCcKre

cyon mpombiBask Bonoit (500 mut), 3aTeM coneBbIM pacTBOpoM (500 mut), BBICYLIMBAJN Hax
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6e3BogHbIM NaySO4 W KOHUEHTpUpoBaIU. HeounmeHHbI TPOAYKT OYHINAIN C MOMOIIBIO
KOJIOHOUHOM xpomatorpaduu ¢ ucnonb3oBanneM 2-3% EtOAC/rekcana ¢ monydeHuem 1-
(mudpTopmernn)-4-prop-2-HuTpodenzona (22 r, 88%) B BUaE KENTOH KUAKOCTH.

Cranus 2 B mepememmBaemblii pactBop 1-(mudropmerni)-4-prop-2-uutpodenzona (10 T,
52,16 mmonb, 1 3xB.) B EtOH (372 M) nobasnsmu SnCly2H,0 (47 1, 209,46 Mmodb, 4 5KB.)
¢ mocnenyromuM nobasnenneM koH. HCl (35 mu) mpm O °C. PeakumoHHyK cMech
nepeMellnBail Npu KOMH. Temn. B TedeHue 2 4. Ilocne wm3pacxomoBaHusi MCXOIHOTO
Marepraja PEaKHOHHYID CMeCh KOHIIEHTPHPOBAJHM, OCTATOK IOALIENAYuBaId S H.
pactBopom NaOH wu skcrparupoanu ¢ nomombto MTBE (2 x 500 mu). OO0benuHeHHbIS
OpTaHHYEeCKHe CJIOM mpoMmbiBajau Bomou (500 mi), 3arem coneBbiM pactBopoMm (500 wmui),
BBICYIIUBAIN Hax Oe3BomHbIM NaySOs W KOHHEHTpupoBajin. HeEOouHIneHHBIH MPOAYKT
OYMINAIA C TIOMOINBID KOJIOHOYHOW Xpomartorpaduu ¢  Hcrnonb3oBaHueM 2-3%
EtOAc/rexcana ¢ monyuenuem 2-(audropmermn)-S-propanmnmuna (7,0 r, 83%) B BuIe
JKEJNTOU KaMEeAEHOCHON KUAKOCTH.

Cranus 3 B pactBop 2-(nudropmernn)-S-propannnuna (4 r, 24 mmodns, 1,0 5kB.) B [IMOPA
(40 mu) mopumsamu noGasmsimn NBS (13 1, 74 mmons, 3,0 skB.) mpu -10 °C. Ilony4yenHyro
peakunonHyr cMmech nepememmnBanu npu 0 °C B Teuenue 1 4. Ilocne m3pacxomoBaHuUs
ucxogHoro warepuana (orciexkuBaan mocpenctBoM JKX-MC) peaknHOHHYIO CMeCh
pasbasmsmn Bomod (100 mu) m skcrparmpoBamu ¢ nomombo EtOAc (2 x 100 wm).
OOBbenMHEHHBbIE OPraHUYeCKHe CJION MPOMBIBAN BOAoH (2 x 100 MIT) U COJIEBBIM PacTBOPOM,
BeICYIIUBaIN Hal Oe3BomHbIM Nap;SO4 M KOHLEHTPHPOBAIH C MOJYYEHHEM HEOUYHINEHHOTO
2,4-mubpom-6-(nudropmernn)-3-propannnmHa (7 1, 85%), KOTOPBIH HCHOJB30OBATIM Ha
creayroIen cTaguy 0e3 TONOTHUTENbHOW OUYUCTKH.

Cragus 4 B cycnensuto HeounieHHOro 2,4-nuOpomM-0-(nudropmernn)-3-propanmimza (8 T,
25,2 mmonb, 1 3xB.) B JIMCO (80 ™M) nobaBnsuin 2-amMuHOMAacCIsiHYEO Kucioty (5,2 r, 50
MMOJIb, 2 3KB.) MPH KOMH. TEMIL. 3aTeM PEaKUHOHHYI) CMECh AE30KCUICHHUPOBAIH Ar B
teuerne 20 muH. Jlobasnsmu K;PO, (10,6 T, 50 mmons, 2 3kB.) u CuCl (0,024 1, 2,5 MMOb,
0,1 5kB.) M peakIMOHHYIO cMech 3areM nepemewmnBany npu 140 °C B teuenue 16 4. ITocne
3aBEPIICHUS PEAKIIUU PEAKIIHOHHYIO CMECh (PHIIBTPOBANIM Yepe3 CJIIOH LeIUTa U MPOMBIBAIH C
nomompto EtOAc (100 wmu). @unbrpar pasbasmsmu ¢ nomompbro EtOAc (100 mu) u
npomMbiBasn Bonoi (3x150 mu), coneBbiM pacTBopoM (200 mit), BEICYLIHBAJIN Hal O€3BOJHBIM
Na,SO; u pacTBOpUTENb BBbINAPUBAIN IPH TOHIKEHHOM JaBJIEHUH C MOJYYEHHEM

HEOUHIIIEHHOTO TMPOAYKTA, KOTOPBIH OYHUINAJIH C TOMOIIBI KOJIOHOYHOH Xpomartorpaduu
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(100-200 memm, cunukarens; 30% EtOAc/rekcan; 3Hauenne Re—0,4) ¢ nonyuernem 6-6pom-8-
(mudpTopmernn)-5-prop-3,3-mumernn-3,4-nuruapoxuHokcanun-2(1H)-ona (1,5 r, 20%).
Cranusa 5 B nepemermmBaemslii pactBop 6-Opom-8-(audropmermn)-5-drop-3,3-aumernn-3,4-
muruapoxuHokcanuH-2(1H)-ona (3,0 , 9,3 Mmonb, 1 5kB.) B cMecu 1,4-auokcaHa W BOJBI
(1:1) (100 mi) noGasmsmu NH4Cl (7,47 1, 139,0 mmodb, 15 3kB.) U LMHKOBYIO 1bUIb (9,08 T,
139,0 mmonb, 15 5kB.). PeakunoHHy!0 cMech MepeMeInnBajIn B TeUeHHe 16 4. mpu KUIsTYeHUH
¢ OOpaTHBIM XOJOAMJIBHUKOM. PEakIMOHHYIO CMECh OXJXKAAIH 0 KOMH. TEMI. H 3aTeM
¢$unbTpOBANN YEpe3 MOTTOBCKYK BOPOHKY. PUIIBTPAT KOHUEHTPUPOBAIU MPH MOHWKEHHOM
JaBJIEHUH C TIOJyYE€HUEM NMPOAYKTa, KOTophlii pacTBopsuid B EtOAc (100 mi) u mpomsIBaiu
BOZOM (2x30 M), 3aTeM cosieBbIM pacTBOpoM (30 mut). OpraHuuecKuil Col BbICYIIUBAINA HAl
Na,SO,, KOHLEHTPUPOBATH MIPH IMOHIKEHHOM JaBJIEHUH C NOJy4eHueM 8-(nupropmMeTni)-S-
¢Top-3,3-numernn-3,4-muruapoxuHokcanua-2(1H)-ona (2,0 , 90%) B Buae rps3HO-OenI0r0
TBEPIOrO BEIIECTBA.

Cramus 6 B pacteBop 8-(mudropmerun)-S-¢prop-3,3-nuMeriin-3,4-IUrHIPOXUHOKCATUH-
2(1H)-oHa (1 1, 4,09 mMmoub, 1 3kB.) B Tosyose (10 mi) nodasisimu pearent JlaBeccona (2,48
r, 6,14 MMomnp, 1,5 5KB.) IPH KOMH. TEMII. U PEAKLHOHHYK) CMECh KHILATHIIA C OOpaTHBIM
xononunbHUKOM Tipu 120 °C B Teuenue 40 muH. [Tocne 3aBepeHus: peakuuu (OTCIEKUBAIN
nocpenctBoM TCX) peakunoHHYr0 cMech racwiu Hacei. pactBopom NaHCOs (100 mu) ¢
nocnenyromeit skcrpaknueit EtOAc (2 x 100 mu). OObenuHeHHbIE OpraHUYECKHE CJIOU
npombiBasn Bonoit (100 mur), coneBbiM pactBopoM (100 i), BhICYIIMBaIH Hal OE3BOIHBIM
Na,SO4 U pacTBOPHUTEND BBHIIAPUBAIHN C TOJIYYCHHEM HEOUMIIEHHOTO MPOIYKTA, KOTOPBIH
OYHMINAIA C TIOMOIIBIO KOJOHOYHOW xpomarorpadum (230-400 mem, cumukarens, 20%
etOAc/rekcan; 3Hauenne Re—0,4) ¢ monydenuem 8-(nudropmermn)-5-¢prop-3,3-numernn-3,4-
muruapoxuHokcanuH-2(1H)-tuona (0,6 T, 65%) B BUzE )KENTOr0 TBEPIOTO BELIECTBA.

Cramus 7 B mnepememuBaembiii  pactBop 8-(mudropmermn)-5-drop-3,3-numernn-3,4-
auruapoxuHokcanuH-2(1H)-tuona (2,5 r, 9,6 mmons, 1 3kB.) B TI'® (30 M) mobasnsum no
KarusiM ruapasud-ruapar (2,4 mut, 48 mmonsb, S 5kB.) npu 0 °C. PeakunoHHyI0 CMeCh 3aTeM
nepeMelMBad B TeueHHe 169 TpuH KOMH. TeMIL 3aTeéM pPEaKUHOHHYI CMeCh
KOHLIEHTPHUPOBAJIH TPU TOHIKEHHOM JIABJICHHUH C TOJYYEHHEM HEOUYHINEHHOrO MaTepHala.
3aTeM B peakKIMOHHYIO CMeCh N00aBisu TpusTHiopToanerar (20 mi). PeakiMOHHYIO CMeCh
nepemermuBaiu pu 140 °C B teuenue 16 4. Ilocne 3aBepiueHust peakuuu (OTCISKUBAIN
nocpencteoM TCX) peaklnoHHYIO cMech pa3daBisuiid Bomod (50 M) M SKCTparupoBau C

nomompro JAXM (5x100 mir). OObeOIUHEHHBIH OpPraHUYeCKUH CJIOW MPOMBIBAIH COJIEBBIM
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pactBopoM (100 mut). Opranudeckuii cioi BeicymuBaiu Hall Na; SOy, KOHIEHTPUPOBAIH TPU
MOHMKEHHOM JIaBJICHUU C TOJYYEHHEM HEOYHUINEHHOrO MPOAYKTa, KOTOPBIH OYHINAIH C
MOMOIIBIO KOJIOHOYHOH Xxpomarorpadpuu (230—-400 mem, cumukarens, 5% MeOH/IXM,;
3HaueHne Re-0,4) ¢ momyuennem 9-(mudropmermn)-6-¢prop-1,4,4-Tpumernn-4,5-nuruapo-
[1,2,4]rpuazono[4,3-alxuHokcanuHa (2,0 , 74%) B BUIe Tpsi3HO-0€I0T0 TBEPIOTO BEIIECTRA.
Cramua 8 TIlepememmuBaembiii pactBop 9-(mudropmernin)-6-prop-1,4,4-rpumernin-4,5-
nurunpo-[1,2,4]rpuasono[4,3-a]xunokcanuna (2,0 r, 7,08 mmonsb, 1 3kB.) B JIM®DA (30 M)
npu -10 °C obpabarsiBanu nopuusiMu B TedeHue 10 MuH. TBepAbIM N-OpOMCYKIMHUMHIOM
(1,3 r, 7,79 mmonb, 1,05 3kB.). ObecrnieunBaan HarpeBaHHE PEAKIIMOHHOW CMECH O KOMH.
TeMIl. U mnepeMmemuBaan B Tedenwe 1,5 4. Tlocne 3aBepineHwst peakuuud (OTCIEKUBAIH
nocpencteoM JKX-MC) peakuuoHHy0 cmech pasbasimsuin ¢ nomombio EtOAc (300 mut) u
OpraHWYeCKHUe CJIOW TpombiBaiM Bomou (5x50 wmut), conmeBbIM pactBopoMm (50 wmui),
BeICyIIMBaNIU Hajx Oe3BogHbM Na,SO, W pacTBOPUTENH BBINIAPUBAIM TNPU NMOHHKEHHOM
JAaBJIEHUN C TMIOJy4Y€HHEM HEOYHUINEHHOTO MPOAYKTAa, KOTOPBIH OYHINAIH C ITOMOIIBIO
KOJIOHOYHOH xpomarorpaduu Ha cunukarene (230-400) (5% MeOH/AXM; 3nauenne Re—0,3)
c MOJyUEHUEM 8-6pom-9-(nudropmernin)-6-prop-1,4,4-rpumernn-4,5-quruapo-

[1,2,4]rpuazono[4,3-a]lxunokcanuHa (1,5 r, 75%) B BUne rpsi3HO-0€10r0 TBEPIOTO BEIIECTRA.

Cunte3 8-Opom-9-mmknonponuin-6-¢grop-1,4,4-rpumern-4,5-gurunpo-[ 1,2,4rpuazono[4,3-

a]xuHOKcannHa (MPOMEXKyTOUHOE coenuHerne B-45):
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Cragusa 1 2-bpom-5-¢prop-penmnamun (50 r, 0,262 Monb, 1 3KB.) pacTBOPSIN B aHTUAPHUIE
yKCyCcHOM KucioTsl (25 mu) mpu 10 °C u mepeMernnBaiy Mpu KOMHATHOW TeMIIEpaType B
teueHne 3 4. llocne 3aBepmenus peakuuu (orciexkuBanu mnocpeactsom TCX, 10%
EtOAc/rekcaH) TyCTyO pEaKIIMOHHYIO MacCy pa3OaBisuii H-TEKCAHOM W (DUIIBbTPOBAJIH.

TBepI[beI MaTcepHraJ NpoOMbIBaJIN H-TCKCAHOM H BBICYIIMBAJIKW MPU MMOHUKCHHOM AaBJICHUU C
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nojyueHuem N-(2-6pom-5-¢rop-pernn)-aneramuna (55 r, 90%) B BHOE TpsI3HO-OENOro
TBEPJIOTO BEIIECTBA.

Cranusa 2 B nepemenmBaemsblii pactBop N-(2-6pom-5-drop-pernn)-aneramuna (50 r, 0,259
MoJb, 1 3kB.) B cMecu tonyor:Boga (1:1, 1 1) noGasmsnmn tpurmkiorekcungocdur (7,26 ,
0,0259 momnsb, 0,1 3kB.) ¢ mocnenyromum nodasnenuem K3;PO, (192 r, 0,906 monb, 3,5 3kB.)
P KOMHATHOW TeMIepaType M CMECh MAEra3upoBad aproHoM B TedeHue 30 MHUHYT.
Hobasmsiin  rukjionponuiadopoHoByo  kucnory (28,98 1, 0,336 momb, 1,3 3kB.) U
Bnocaenctsun Pd(OAc); (2,9 1, 0,0129, 0,05 5kB.) U peakUHOHHYIO CMECh HAarpeBajiu IMpU
100 °C B Teuenue 16 u. [Tocne 3aBepruenus peakunu (orcnexusanu nocpeactsoM TCX, 20%
EtOAc-rekcan, Rf 0,4) peakuMOHHYIO CMeCh OXJIAXIAIM JO KOMHATHOH TeMIeparypsl,
paszbassim ¢ nomombto EtOAc (1 1), mpomsiBanu Bomoii (2 x 500 MiT) 1 CONEBBIM PacTBOPOM
(500 mu), BeIcymuBanu Han Oe3BopHbIM Nap,SOs M KOHLEHTPHPOBAIH MPHU MOHHKEHHOM
nasneHud. IlomydeHHBIM HEOYMINEHHBIM OCTATOK OYMINAIA C TOMOLIBIO KOJOHOYHOHN
xpomarorpaduu (100-200 mem, cunukarens, 15-20% EtOAc/rekcaH B Ka4ecTBe 3JIOEHTA) C
nojgyueHueM N-(2-nuxnonponun-4-grop-penmn)-aneramuna (36 1, 86%) B BUIE
KOPUYHEBATOr'O TBEPAOTO BEIIECTBA.

Cragus 3 TlepememmuBaemyto cycrieH3uto N-(2-muknonponui-4-prop-penmn)-aneramuna (54
r, 0,279 mob, 1 3kB.) B BogHoM pactBope HCI (2,1 11, 2 M) Harpesanu mpu 90 °C B TeueHue
16 u. Ilocne 3aBepmeHust peakunu (orciexusanu nocpenctsom TCX, 20% EtOAc-rekcas,
Rf 0,6) peakunOHHYIO CMeCh OXJIAXKIAIH 10 KOMHATHON TEMIEPaTyphl U MOAIIEIAUYUBAIN J10
pH~13-14 ¢ nomorupsto pacteopa NaOH (2 M). DTy cMech 3KCTParupoBajid ¢ MOMOIIBIO
EtOAc (1 ), npomsiBanu Bopoii (2 x 500 mur) u coneBbiM pactBopoM (500 mut), BEICYLITHBAIN
Hax Oe3BogHbIM Na;SO4 M KOHIEHTPUPOBAIH NMPU MOHWKEHHOM JABJICHUH C TIOJYYeHHUEM 2-
KJIonponui-S-grop-pernnamuaa (48 T, HEOUMINEHHOE BELIECTBO) B BUAE TEMHO-
KOPUYHEBOU KUAKOCTH.

Crangusa 4 B mepememnBaeMblii pacTBop 2-mukionponui-S-grop-penmnamuna (27 r, 0,18
Mo, 1 3kB.) B JIMDPA (480 mu) nopuusimu nobdasnsimn NBS (79,5 1, 0,447 monb, 2,5 5kB.)
npu -10 °C 1 nony4eHHYI peakLuOHHYI0 cMech nepemernnBanu npu 0 °C B TedueHue 1 u.
IMocne 3aBepmenusi peakumu (orcneskmBanu mnocpenactsom TCX, 20% EtOAc/rekcan)
peakuMoHHYIO cMech pazdaisiin Boaoi (1 1) u skcrparuposanu ¢ momoinso MTBE (2 x 750
mi1). O0beTIUHEHHbIE OPraHMYECKHE CJIOW MPOMBIBATIM XOJIOIHBIM COJIEBBIM pacTBOPOM (3 X
500 wmu), BeicymuBamu Haa Oe3BomHbIM Na;SO,; U KOHIIEHTPUPOBAIH TPU MOHHKEHHOM

naBjeHu. llonydeHHBI HEOUMINEHHBI OCTAaTOK OYMIIAIM C MOMOIIBIO KOJOHOYHOH
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xpomarorpadpuu (100-200 mem, cunmukarens, 5-10% EtOAc/rekcan B KauecTBe 3IIIOCHTA) C
nojy4eHuem 2,4-nudpom-6-uuknonponui-3-¢prop-pennnamuna (22 r, 45% ¢ AByX craamii) B
BUI€ KOPUIHEBATOH KHUIKOCTH.

Crazma 5 B nepememmBaeMyr0  CycneH3uro  2,4-muOpOM-6-LHUKIONPOIHI-3-pTOp-
¢denmnamuna (20 r, 0,065 monb, 1 3kB.) B cyxom JIMA (300 mu) noGammsnu 2-aMHUHO-2-
MeTUJI-TIponuoHoBYr0 Kucioty (13,35 1, 0,129 monb, 2 5kB.) ¢ nocneayomuM 100aBieHHeM
DBU (19,2 wmn, 0,129 wmoab, 2 5KB.) Npu KOMHATHOW Temmeparype. IlonydeHHYrO
PEaKIMOHHYIO CMeCh JerasupoBaiu aproHoMm B TedeHue 30 munyt, mobdasmsuu Cul (1,2
0,006 moib, 0,1 5kB.) 1 peakunOHHYIO cMech Harpesaiu npu 140 °C B Teuenne 16 u. I[Tocne
U3PaCXOIOBaHUs MCXOAHOro marepuana (orciexkuBanu nocpenctsom TCX, 30% EtOAc-
rekcad, Rf 0,4) peakunoHHYIO CMeChb OXJaXIAId [0 KOMHATHOW TeMIEepaTypsl H
¢bunbTpoBaNM Yepe3 CIOW LenuTa, 3aTeM ee npoMbiBanu ¢ nomoinbo EtOAc (500 mm).
Opranndeckyro ppakuuro mpombiBaiu Bogol (2 x 750 mut) u coneBbiM pacTBopoM (500 mi),
BBICYIIUBAIN Haja Oe3BogHBIM Na,SO4 M KOHIEHTPHUPOBAIHM NPU MOHIKEHHOM IaBJICHHH.
ITonyueHHBIHT HEOUUINEHHBIH OCTATOK OYHINAIN C MOMOIIBI0 KOJOHOYHOH XpoMaTorpadpun
(15-16% EtOAc-rekcaH) ¢ momydeHueMm 6-Opom-8-mukmonponui-S-¢rop-3,3-gumerin-3,4-
aurunapo- 1 H-xunokcannn-2-ona (13 r, 64%) B BUIe KOPUUHEBOTO TBEPAOTO BEIIECTBA.
Cragua 6 B cycnensmo 6-0pom-8-umkionponui-5-grop-3,3-numerni-3,4-nuruapo-1H-
xuHOkcanuH-2-ova (10 r, 0,031 momb, 1 3kB.) B cMmecu nuokcan:Boma (2:1, 200 m)
nobaBysuiu  mopomkooOpasHeii tmHK (12,52 1, 0,191 Monb, 6 3KB.) C TOCIEAYIOLIUM
nobasnennem xjopuna ammonus (10,25 r, 0,191 mMonb, 6 3KB.) MPU KOMHATHON TeMIeparype
U peakuroHHyI0 cMmech nepemermuBanu npu 100 °C B Teuenue 16 4. Ilocne 3aBepiueHus
peakiuu (orciexuBanu nocpenctsoM TCX, 30% EtOAc-rekcan, Rf 0,4) peakunonnyro
CMeCh OXJIAJKAAHU 10 KOMHATHOH TeMITepaTypbl U (PHIIbTPOBAIN Yepe3 CIOH LeNIUTa, 3aTEM €€
npombiBau ¢ nomotnbio EtOAc (500 mir). Opranndeckyro Gpakiuio mpoMbIBaId BoAoH (2 X
750 mu) u coneBbiM pactBopoM (500 wmur), BbicymuBanmu Han Oe3BomHbiM NaySOs u
KOHLIGHTPUPOBAIM TPH TOHIKEHHOM JaBJeHUU. [loiydeHHBIH HEOYHMIIEHHBI OCTaTOK
OUUINAJIA ¢ TIOMOINBID KOJIOHOYHOH Xpomatorpadum ¢ ucnonb3oBanueMm 15-20% EtOAc-
reKCaH C MoJydeHueM 8-mukionponui-S-¢rop-3,3-aumerun-3,4-guruapo- 1 H-xunokcanus-
2-ona (4,3 1, 59%) B BUAE KOPUIHEBOTO TBEPIOTO BELIECTBA.

Cragusa 7 B pacrBop 8-mmknonponui-6-¢prop-3,3-numeTin-3,4-nuruapo- 1 H-xuHokcanma-2-
oHa (4,3 1, 18,376 mmonb, 1 5kB.) B Tonyose (86 M) nobasinsinm pearent JlaBeccona (11,16 T,

27,564 mMmonb, 1,5 5KB.) MpU KOMHATHOH TeMIlEpaType M PEaKLHOHHYIO CMECh KHITATUIN C
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obpatHeiM xosonminbHUKOM Tipu 120 °C B Teuenune 1 u. Ilocnme 3aBepiueHHs] peaxiyu
(orcnexxuBamm mocpeacreoM TCX B 20% EtOAc-rekcan, Rf 0,6) peaknmoHHyI0 cMech
OXJaXJanu 10 KOMHATHON TemmepaTypbl W racunud Hacelu. pactBopom NaHCOs.
IMonydennyro BomHyro (pakuuro 3kcTparupoBanu ¢ momombio EtOAc (3 x 200 mn) u
00BEIMHEHHbIE OPraHUYEeCKHEe CJIOM MPOoMbIBaIH Boaol (200 M) u coneBsiM pacTBopoM (200
MJI), BbICYyIMBajdM Han Oe3BomHbIM Na;SO; W KOHLUEHTPUPOBAIM TPH TOHWKEHHOM
nasneHud. IlomydeHHBIM HEOYMINEHHBIM OCTATOK OYMINAIA C TOMOLIBIO KOJOHOYHOHN
xpomarorpadgum (100-200 mem, cumukarenb, 5—10% EtOAc/rexcan) ¢ monydeHuem 8-
LUKJIONponui-S-grop-3,3-numeriin-3,4-quruapo- 1 H-xunokcanua-2-tuona (4,2 r, 92%) B
BUJIE JKEJITOTO TBEPJOTO BELECTBA.

Cranusa 8 B mepemernBaeMblii pacTBop 8-rukionponui-S-¢grop-3,3-gumerni-3,4-quruapo-
1H-xunokcanun-2-tuona (4 r, 16 mmons, 1 3xB.) B Terparuapodypane (80 mu) nobasnsm
ruapat rugpasuna (2,35 mui, 48 MMmodb, 3 3kB.) 1o KarusM npu 0 °C U peakIMOHHYK CMeCh
nepeMelInBaiu MpU KOMHATHOH TemIleparype B TeueHue 16 4. 3areM pacTBOpUTENb
BBIMIAPUBAIN M OCTATOK MOIJIOLIANIM B TpUdTWIOpToauerare u Harpesanu npu 140 °C B
TedeHne 48 4. PeakIMOHHYIO CMeCh KOHLIEHTPUPOBAJIW MpPU IOHM)KEHHOM [aBJIEHUM U
OUHWINAJIA C TMOMOIIBI KOJOHOUHOH xpomarorpaduu (100-200 wmermn, cunukareib, 2 %
MeOH//IXM B kauyecTBe 3JIIO€HTA) ¢ MOJy4eHueM 9-nmkinonponui-6-¢grop-1,4,4-tpumeTi-
4,5-nurunpo-[ 1,2,4]tpuazono[4,3-a|xuHokcamuna (2,7 1, 59%) B Bume Oenoro TBEpIOTO
BELIIECTBA.

Cranusa 9 B nmepemerinBaeMblil pacTBop 9-rukionponui-6-grop-4,4-numerni-4,5-quruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanmuna (2,27 r, 8345 mmonb, 1 s5kB.) B JAM®DPA (40 ™)
nopiusimu nodasisuin NBS (1,33 1, 7,511 mmons, 0,9 skB.) mpu -10 °C u nony4eHHYIO
peakunonHyr cMmech nepememmnBanu npu 0 °C B Teuenue 1 4. Ilocne m3pacxomoBaHus
ucxomgHoro wmarepuana (orciexuBain nocpeactBoM JKX-MC) peakuHOHHYIO CMeECh
pasbaBmsiu Bomout (20 my) u skcrparupoBanu ¢ nomombid EtOAc (2 x 30 M)
OObenMHEHHbIE OPTAaHIMYECKHE CJION MPOMBIBAIH BOAOH (2 X 50 MJI) U CONEBBIM PacTBOPOM,
BbICYyIIMBaM Hajg Oe3BogHbiM Na,SO; u koHueHTpupoBaiu. HeodwImeHHBIH OCTATOK
o0benuHsn ¢ npyroil maprued (Haumnas ¢ 800 mr 9-umknonponun-6-gprop-4,4-mumerni-
4,5-nurunpo-[ 1,2,4]tpuazono[4,3-a]xuHOKCAaTUHA U COIJIACHO TaKOM K€ MpOLEeAype, Kak
OIMMCAHO BBIIIE) U BCE KOJMUECTBO HEOUHINEHHOrO BEIECTBAa 3aTEM OYHINAIH C MOMOLIBIO

kooHouHOM xpomarorpadguu (100-200 mem, cumukarenb, 5% MeOH/IIXM B kauecTBe



103

3NMI0€HTA) C monydeHueM 8-Opom-9-muknonponui-6-¢grop-1,4,4-rpumernn-4,5-guruapo-

TPHUA30JIO -d | XUHOKCaJIUHa T 0) B BUOEC SA3HO-0€JIOTO TBE Oro BeHieCrna.
[1,2,4]tp [4,3-a] (2,2, 56 %) B BUZE I 6 pa il

Cunres 8-6pom-6-pop-N, 1,4,4-TeTpamernn-4,5-qgurunpo-[1,2,4]rpuazono[4,3-

5 a|XWHOKCcanuH-9-aM1Ha (IpoMexKyTOYHOoe coeanHeHue B-46)
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coexumenne B-46

Cramgusa 1 B nepememuBaembiii pacteop 1,4-nudrop-2-autpodensona (120 r, 754,7 mmons,
1,0 3kB.) B IM®PA nobGasnsnn OukapOonat Hatpust (82,41 r, 981,07 mmousb, 1,3 3kB.) U cMech
nepememuBaiu B TeueHue 10 muH. 3atem nodasnsmn N-metunOensunamud (109,58 1, 905,6
10 MMOJb, 1,2 BKB.) M CMeCh NepeMeIlnBaid NpU KOMH. TeMil. B TedeHue 16 u. Ilocne
3aBepmeHust (orcneskuBanu mocpenctBoM TCX) peakIHMOHHYK CMeCh pa30aBsuid ¢
nomoibio EtOAc u mpoMbiBanu BOAOH. DKCTparupoBaHHbIN OpraHMYECKUi CJION POMbBIBAIN
COJIEBBIM pPAacTBOPOM, BbICYIIMBaNM Han Oe3BogHbIM Na;SO4 W KOHLUEHTPUPOBAIU TPHU
MOHMKEHHOM JaBJieHHMH. HeouuIneHHbIH NPOAYKT OYHMINAIM C TIOMOIIBIO KOJOHOYHOH
15 xpomarorpadun (230400 memn, cunukarens, cuctema TCX: EtOAc / rekcan (2:8); Ry = 0,3)
¢ nonyueHneM N-OeH3nin-4-¢prop-N-merun-2-aurpoanmnuna (110 r, 56%).
Cramgusa 2 B nensHol pactBop N-Oensmn-4-gprop-N-meruin-2-uutpoanninna (110 r, 423,07
mmodb, 1,0 5kB.) B EtOH (800 mur) nobasnsmm xaopun onosa(ll) (381,8 r, 1692,3 mmons, 4,0
9kB.). PeakunmoHHyr0 cMmech mnepeMemnBaid B TedeHHe 10 MHMH. TIpU KOMH. TEMIL.
20 Konuenrpuposannyto HCI (250 mur) nobasnsum no karusiM mpu 0 °C. PeakimoHHYI0 CMeCh
nepeMeInuBaId MPH KOMH. Temr. B TedeHne 2 4. llocie 3aBepuieHus (OTCIEKHUBAIA

nocpenctBoM TCX) peakIHMOHHYIO CMeCh KOHLIEHTPHUpOBaIM B BakyyMe. OcTaTok
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pPacTBOPSIIN B XOJIOOHOW Bone M moamenaunsainu rpanynamu NaOH no (pH~12) u BonHyro
yacTh pa3daBmsum ¢ nomombio EtOAc. DkcTparupoBaHHbBIN OPraHUYECKUH CIIOH MPOMBIBAIN
COJIEBBIM pPACTBOPOM, BBICYIIMBAJIH Haj Oe3BomHbIM Na,SO, M KOHLEHTPHUPOBAIU MpU
NOHM)KEHHOM JIaBJICHUU C TMOJYYEHHEM HEOUYHUINEHHOrO MPOAYKTA, KOTOPBIH OYHINAIN C
MOMOIIBI0  KOJIOHOYHOH Xpomarorpadpuu (230—400 wmem, cumukarens), (cucrema TCX:
EtOAc/rexcan (2:8); Rf = 0,4) ¢ monyuennem N'-Gemsmn-4-¢rop-N1-merunGenson-1,2-
nuamuHa (100 r, 100%).

Crammst 3 IlepememmBaembiii pactBop N'-Gemsmn-4-drop-N1-mernnbenson-1,2-quamMuna
(100 1, 434,7 mmonb, 1 3kB.) B JIM®PA mnpu -10 °C obpabareiBanyu nmopuusiMu B TeueHue 10
MUH. TBepabM N-OpoMmcykumanMmunoM (81,26 r, 456,51 mmonsb, 1,05 skB.). ObecnieunBamu
HarpeBaHue PEeaKLMOHHOW CMECH 0 KOMH. TEMI. U NepeMelmnsanu B Tedenue 1,5 4. [locne
3aBepiieHust peakuuu (orcnekuBaim nocpenctsoM  JKX-MC) peakHOHHYKO —CMeECh
pazbasmsin ¢ nomoueio EtOAc (300 mMir) 1 opraHu4eckue CJIOU MPOMBIBAIH BOxo# (5x50
MJI), COJIeBbIM pacTBopoM (50 mut), BeicymmBaiu Hanx Oe3BogHbiM NaySOs U pacTBOpHUTENH
BBINTAPUBAJIM MPH MOHIKEHHOM AaBlieHMH. HeouuIneHHbIH MPOAYKT OYMIIAIN C MOMOIIBIO
KOJIOHOYHOH xpomarorpaduu Ha cunukarene (230-400) (cuctema TCX: EtOAc/rekcan (2:8);
R¢ = 0,3) ¢ nomyuennem N'-Gensun-5-6pom-4-prop-N'-mernnbenson-1,2-quamuna (60 T,
45%) B BUne OECUBETHOM KHUIKOCTH.

Crammst 4 TlepemernnBaemsiii pactBop N'-Gemsmn-5-6pom-4-brop-N'-mernnbenson-1,2-
muamusa (60 1, 194,17 mmonb, 1 5kB.) B JIM®A npu -10C o6pabaThiBany MOPLUAMH B
teuenue 10 mMuH. TBepabiM N-OpomcykumHumuznom (34,56 r, 194,17 mmomsb, 1,05 5kB.).
ObecneunBany HarpeBaHue PEAKLIMOHHON CMECH IO KOMH. TEMII. U TIEPEMELITBAIN B TCUCHHE
1,5 u. Tlocne 3aBeprieHus: peakuuu (orcheskuBanu mocpenctBoM JKX-MC) peakiroHHYO
cMmech pazbasnsn ¢ nmomompio EtOAc (300 M) 1 opraHuYecKHe CJIOW MPOMBIBAIH BOJOU
(5x50 wu), comeBbiM pactBopoM (50 wmur), BeIcymmBanu Hax Oe3sogHbIM NaxSO4 u
pPacTBOPUTENb BBINMAPUBAIHN TMPHU TNMOHWKEHHOM MAABJICHHH C IOJYyYEeHHEM HEOUYHIEHHOTO
NPONYKTa, KOTOPBIH OYMINAIM C MOMOINBIO KOJIOHOYHOH Xpomarorpaduu Ha CUJIHKarenie
(230-400) (cucrema TCX: EtOAc/rexcan (2:8); Ry = 0,3) ¢ nomyuennem N'-Gemsmn-3,5-
mubpom-4-dprop-N'-mernnGenson-1,2-nuamusa (30 T, 40%) B BuIe rps3HO-GENOr0 TBEPLOTO
BEILECTBA.

Cranmst 5 Cycnensuro N'-Gensui-3,5-nubpom-4-prop-N'-merunGenson-1,2-nuamuna (30 T,
77,31 mMmonb, 1 3kB.), 2-aMmuHON30MACHTHON KUcaoThI (15,94 1, 154,63 Mmons, 2 5kB.), DBU

(29,42 1, 193,29 mmonb, 2,5 3kB.) u noguna menu (1,47 r, 7,73 mmons, 0,1 3xB.) B JIMA (300
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MJI) B KPYTJIONOHHOH KOJIOE e30KCcureHupoBann Ar B TeueHne 20 MUH. PeakimoHHy0 cMech
3areM nepememuBanu npu 130 °C B Teuenue 16 4. Ilocne 3aBepiueHus (OTCIIEKHBAIH
nocpencteoM TCX) peakunoHHy0 cMech pasdasisuiu ¢ momoinsio EtOAc (500 M) 1 Bombl
(5 x 100 mu), conebiM pactBopoM (100 wmut), BeicymmBamu Hapn Oe3BoxHbIM Na,SO; u
pPacTBOPUTENb BBINMAPUBAIHN TMPHU TNMOHWKEHHOM MAABJICHHH C IOJYyYEeHHEM HEOUYHIEHHOTO
NPONYKTA, KOTOPBIH OYHUINAIA C MOMOIIBI KOJOHOYHOW xpomarorpadum (230—400 mer,
cwmukarenb, (cuctema TCX: EtOAc/rekcan (2:8); R = 0,2) ¢ mnonydeHuem 8-
(Oenzmn(mernn)amMuHO)-6-0pom-5-drop-3,3-aumernin-3,4-nuruapoxuHokcaana-2( 1 H)-ona
(8,0 T, 26%) B BUIE KOPUIHEBOTO TBEPIOTO BELIECTBA.

Craqms 6 B pactBop  8-(OGensmi(meTmin)amMuHO)-6-OpoM-5-drop-3,3-numeriin-3,4-
auruapoxuHokcanuH-2(1H)-ona (8 1, 20,40 mmonb, 1 5kB.) B EtOH noGasnsmu 10% Pd/C (2
r). Peakiuio nmpoBoaun B CTAHAAPTHOM aBTOKJIaBe B atMocdepe Bomopoaa (200 ¢pyHTOB/KB.
nrotim) B Teuenue 8 4. [locie 3aBepiueHus: peakiui peakHOHHYI0 CMeCh (DIIIBTPOBAIN Yepe3
CJION LlenuTa, ee mpoMbiBaiu ¢ nomoinpio EtOAc. @unbTpar BbhlapuBaiu NpU NOHMKEHHOM
JaBJIEHUH C TOJYYEHHEM HEOYHIIEHHOrO NPOAYKTAa, KOTOPBIH OYHINAIA C IOMOIIBIO
KOJIOHOUHOH xpomarorpadun (230-400 mem, cunukarens, (cuctema TCX: EtOAc/rekcan
(46), R = 03) ¢ nomyuenuem  S-Top-3,3-mumerni-8-(MeTrnamMuHO)-3,4-
muruapoxuHokcanuH-2(1H)-ona (2,0 T, 22%) B BUne 0eoro TBEpIOro BELIeCTBa.

Cramgusa 7 B pactBop 5-¢prop-3,3-mumernn-8-(mernnamMuHo)-3,4-quruapoxuHokcanns-2(1H)-
oH (2 1, 8,95 mmonb, 1 5kB.) B Tonyoune (30 M) nodasmsimu peareHT JlaBeccona (5,43 r, 13,43
MMOJIb, 1,5 5KB.) IpY KOMH. TEMIL. U PEaKIMOHHYIO cMech HarpeBanu 10 120 °C B reyenue 40
muH. [locne 3aBepiienus peakuuu (otrcnexkuBanu nocpeactTsoM TCX) peaKIMOHHYIO CMECh
racuiu Hacemn. pacteopoM NaHCO; (100 mu1) ¢ MOCHEnyrOIHMM 3KCTPArHpOBaHUEM C
nomomeio EtOAc (2 x 200 mur). OObennHeHHbIE OpraHMYeCKHe CION MPOMBbIBaH BogoH (300
MIT), cojieBbIM pactBopoM (100 mi), BeicymuBanu Hax Oe3BogHbiM Na;SO4 U pacTBOpHUTENH
BBIMIAPUBATIN C MOJYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIA OYHINAIH C IMOMOLIBIO
KOJIOHOUHOH xpomarorpadun (230-400 mem, cunukarens, (cuctema TCX: EtOAc/rekcan
(46), R = 03) ¢ nomyuenuem S-Top-3,3-mumerni-8-(MeTrnamMuHO)-3,4-
muruapoxuHokcanul-2(1H)-tuona (1,85 r, 86%) B BHIE jK€NTOrO TBEPAOTO BEIIECTBA.
Cranms 8 B mnepememmBaemblii  pactBop  S-¢pTop-3,3-numerni-8-(MeTHIaMHUHO)-3,4-
muruapoxuHokcanuH-2(1H)-tnona (1,85 1, 7,73 mmonb, 1 5kB.) W ruzppasuaa yKCyCHOH
kuciotel (2 1, 27,05 mmonb, 1 3kB.) B H-OyTranone (20 mu) HOOaBISIM KAaTAIUTHYECKOE

KOJIMYECTBO YKCYCHOI\/'I KHUCJIOTBI W CMEChb Harpesaju OO KUIICHUA C O6paTHbIM
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XOJIOAWIBHUKOM B TeueHue 16 4. Ilocne 3aBepiueHus: peakuu pacTBOPHUTENb BbIMAPHBAIN
NPU TIOHW)KEHHOM JIaBJICHUU C MOJyYEeHHEM HEOUMIIEHHOTO MPOAYKTA, KOTOPBIA OYHIIAIH C
MIOMOIIBIO KOJIOHOYHOH xpomarorpadgum (230—400 wmem, cunukarens;, (cucrema TCX:
MeoH/JIXM (1:9); R¢ = 0,2) ¢ noayderuem 6-dptop-N,1,4,4-Terpamerni-4,5-quruapo-
[1,2,4]rpuazono[4,3-alxuHokcanuH-9-amuHa (1,0 T, 50%) B BUAE KUAKOCTH.

Cramma 9  IlepememmBaembrii  pactBop  6-prop-N,1,4,4-Terpamernn-4,5-nuruapo-
[1,2,4]rpuazono[4,3-alxuHokcanun-9-amuna (1,0 r, 3,82 mmonb, 1 3xB.) B AM®PA (20 M)
npu -10 °C obpabarsiBanu nopuusiMu B TedeHue 10 MuH. TBepAbIM N-OpOMCYKIMHUMHIOM
(0,681 r, 3,82 mmoub, 1,05 3kB.). ObecrneunBaiy HarpeBaHUE PEAKIIMOHHOW CMECH 1O KOMH.
TeMIl. U mnepeMmemuBaan B TedeHwe 1,5 4. Tlocne 3aBepineHwst peakuuu (OTCIEKUBAIH
nocpencteoM JKX-MC) peakuuoHHy0 cmech pasbasisuin ¢ nomomnbio EtOAc (300 mut) u
OpraHWYeCKHUe CJIOW TpombiBaiM Bomou (5x50 wmut), conmeBbIM pactBopoMm (50 wmui),
BBICYIIMBAIA Hajx Oe3BogHbIM Na;SOs U pacTBOPHUTENb BBIIAPUBAINA NPU NOHHKEHHOM
JAaBJIEHUN C TMIOJy4Y€HHEM HEOYHUINEHHOTO MPOAYKTAa, KOTOPBIH OYHINAIH C ITOMOIIBIO
KOJIOHOUHOHM xpomatorpadun (230-400 wmem, cunukarens, (cucrema TCX: MeoH/AXM
(1:9); R = 0,4) c mnonyueHuem 8-Opom-6-¢rop-N,1,4,4-Terpamerni-4,5-quruapo-

[1,2,4]rpuazono[4,3-alxuHokcanuH-9-amuHa (1,0 T, 77%) B BUAE KUAKOCTH.

Cunres 8-0pom-6-xy10p-9-meTokcu-1,4,4-rpumernn-4, S-qurunapo-[ 1,2, 4]rpuazono[4,3-

a|XuHOKcanuHa (MpoMexyTo4YHoe coeanHeHue B-47)
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140°C \ M Cramx 6
Cramux 5 TIpoNexyTOuROe
coeaunenne B-47

Cramgusa 1 B nensiHo# pacTBOp S-xuyop-2-merokcuanminHa (25 r, 158,62 mmons, 1,0 3kB.) B
JIM®A nobasnsmu pactBop N-Opomcykmmanmuaa (56,47 v, 317,25 mmonb, 1,0 3kB.)
NOPLVMSIMA M CMECh IEPEeMEIINBAIM NPH TaKOW ke Temmeparype B TeueHue 1 4. Ilocme
3aBepmeHust (orcneskuBanu mocpenctBoM TCX) peakIHMOHHYK CMeCh pa30aBsuid ¢

nomoibio EtOAc u mpoMbiBanu BOAOH. DKCTparupoBaHHbIN OpraHMYECKUi CJION POMbBIBAIN
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COJIEBBIM pPACTBOPOM, BBICYIIMBAJIH Haj Oe3BOOHbIM Nap,SO4 M KOHLEHTPHUPOBAIU MpU
NOHM)KEHHOM JIaBJICHUU C TMOJYYEHHEM HEOUYHUINEHHOrO MPOAYKTA, KOTOPBIH OYHINAIN C
MOMOIIBI0  KOJIOHOYHOH xpomarorpadpum (230-400 wmem, cunukarenp, cucremMa TCX:
EtOAc/rekcan (1:9); Re = 0,5) ¢ nonydyenuem 2,4-nubpom-3-xmop-6-merokcuanmnunaa (30 r,
60%).

Cragus 2 Cycnensuto 2,4-nudpom-3-xyop-6-merokcuanmnmna (30 r, 95,12 mmons, 1 5kB.), 2-
aMUHOM3OMACIISTHON KuCHoThl (24,92 1, 190,24 mmoib, 2 3kB.), DBU (43,44 1, 285,36 Mmoub,
3 akB.) u Cul (1,81 r, 9,51 mmonb, 0,1 3kB.) B JIMA (300 mMi1) B KpPyrJIOHOHHOU KOJIOE
ne30kcureHnponanu Ar B TedeHue 20 MuH. PeakIlMOHHYI0 cMech 3aTeM IepeMellnBaii Npu
130 °C B Teuenue 16 u. Tlocne 3aeepmenust (orcieskupanu mocpeactsom TCX)
peaknuoHHYI0 cMech pa3basimsuin ¢ momoureio EtOAc (500 mu) m Bomber (5 x 100 mi),
coneBbiM pactBopoM (400 mut), BeIcymmBamu Han Oe3BomHbIM Na,SO; W pacTBOpHUTENH
BBINTAPUBAIIH MPH MOHIKEHHOM JABJICHUH € TIOJTYYEHHEM HEOUHIIEHHOTO MPOAYKTA, KOTOPBIH
OYMILNAIN C MOMOIIBI0 KOJOHOUHOH xpomarorpaduu (230-400 memr, cunmukarens, (CucreMa
TCX: EtOAc/rekcan (2:8); R¢ = 0,2) ¢ monyueHuem 6-0pom-5-xj10p-8-MeTOKCH-3,3 - TUMETHII-
3,4-nurunpoxunokcanus-2(1H)-ona (3,0 r, 10%) B Bue KOpUUHEBOrO TBEPAOTO BEIECTBA.
Cramusa 3 IlepememuBaemblii  pacTBOp  6-Opom-5-xyop-8-merokcu-3,3-numeTnn-3,4-
auruapoxuHokcanuH-2(1H)-ora (3 1, 9,38 mMmonb, 1 3kB.) B cMecH Boasl U 1,4-nHOKCaHa
(1:1) nmobapnsmu muHK (8,94 T, 140,78 MMmounb, 15 3kB.) u xnopun ammonust (7,53 r, 140,74
MMOJIb, 15 3KB.) U CMeCh HarpeBajiu 4O KUIEHUSI ¢ OOPATHBIM XOJIOJUIbHUKOM B Te4eHHe 16
4. [Tocne 3aBepiuenus (orcnexxusany nocpeactsoM TCX) peakIMOHHYIO cMeCh (PUITBTPOBAIH
yepe3 cioil uenura. @unbTpar pasbdasimsum ¢ nomombo EtOAc (500 mi) u Bogst (5 x 100
M), coieBoro pacteopa (100 mur), BeIcymuBanu Haa Oe3BogHbiM Na,SO, u pacTBOpUTENH
BBINTAPUBAIIH MPH MOHIKEHHOM JABJICHUH € TIOJTYYEHHEM HEOUHIIEHHOTO MPOAYKTA, KOTOPBIH
OYMILAIN C MTOMOIIBI0 KOJOHOYHOH xpomarorpaduu (230-400 memr, cunukarens, (CucreMa
TCX: EtOAc/rekcan (2:8); Re = 0,4) ¢ nonydeHuem S-xjop-8-meTokcu-3,3-numeTui-3,4-
muruapoxuHokcanuH-2(1H)-ona (2 1, 88%) B Buae Genoro TBepaoro BEIIECTBa.

Cranus 4 B pactBop S5-xyop-8-merokcu-3,3-numerni-3,4-nurunpoxunokcanud-2(1H)-ona
(2,5 r, 10,38 mmomb, 1 3kB.) B Tonyone (30 mu) nobasnsim pearent Jlaseccona (6,30 1, 15,58
MMOJIb, 1,5 5KB.) IpY KOMH. TEMIL. U PEaKIMOHHYIO cMech HarpeBanu 10 120 °C B reyenue 40
muH. [locne 3aBepiienus peakuuu (otrcnexkuBanu nocpeactTsoM TCX) peaKIMOHHYIO CMECh
racuiu Hacemn. pacteopoM NaHCO; (100 mu1) ¢ MOCHEnyrOIHMM 3KCTPArHpOBaHUEM C

nomomeio EtOAc (2 x 200 mur). OObennHeHHbIE OpraHMYeCKHe CION MPOMBbIBaH BogoH (300
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MIT), cojieBbIM pactBopoM (100 mi), BeicymuBanu Hax Oe3BogHbiM Na;SO4 U pacTBOpHUTENH
BBIMIAPUBATIN C MOJYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIA OYHINAIH C IMOMOLIBIO
KOJIOHOUHOH xpomarorpadun (230-400 mem, cunukarens, (cuctema TCX: EtOAc/rekcan
(3:7); Re = 0,3) ¢ monydyeHneMm S-XJop-8-METOKCHU-3,3-TUMETHII-3,4-TUTHIPOX MUHOKCAJTUH-
2(1H)-tnona (2,1 r, 79%) B BHIE JKENTOrO TBEPAOTO BEIIECTBA.

Cragus 5 IlepemernnBaemblii pacTBop 5-xnop-8-merokcn-3,3-qumMeTnn-3,4-
muruapoxuHokcanuH-2(1H)-tnona (2,1 r, 8,17 mmonb, 1 3KB.) W THUApa3uaa YKCYCHOU
kuciotsl (2,13 r, 28,75 mmonsb, 3,5 5kB.) morjomanu B H-OytaHosne (20 mur) u nobaBism
KaTAJIMTHYECKOE KOJHYECTBO YKCYCHOH KHCJIOTBI M CMECh HArpeBajld [0 KHUIEHHA C
OOpaTHBIM XOJIONWJIBHUKOM B TedeHne 16 4. Ilocne 3aBepineHHs peakuuud pPacTBOPHUTENb
BBINTAPUBAIIH MPH MOHIKEHHOM JABJICHUH € TIOJTYYEHHEM HEOUHIIEHHOTO MPOAYKTA, KOTOPBIH
OYMILAIN C MTOMOIIBI0 KOJOHOYHOH xpomarorpaduu (230-400 memr, cunukarens, (CucreMa
TCX: MeoH/IXM (1:9); Ry = 0,2) ¢ nonyuenuem 6-xjop-9-metokcu-1,4,4-rpumern-4,5-
ourunpo-[1,2,4]rpuazono[4,3-alxunokcanuna (1,2 r, 53%) B BuIE *KUIKOCTH.

Cragus 6 IlepemelnBaemblii pacTBOp 6-XxJop-9-merokcu-1,4,4-Tpumerun-4,5-quruipo-
[1,2,4]Tpuazono[4,3-a]xunokcanuna (1,2 r, 4,30 mmons, 1 5kB.) B AM®PA (20 mu1) mpu -10 °C
oOpabarsBanu nopuusiMu B Tederne 10 muH. TBepabM N-OpomcykuuanMuaom (0,804 r, 4,52
mMmonb, 1,05 3kB.). ObecreunBany HarpeBaHHe PEAKIMOHHOH CMECH IO KOMH. TEMIL H
nepeMeruBaiu B TedeHue 1,5 4. Tlocne 3aBepiiennst peakimu (OTCIEKUBAIH TOCPEICTBOM
KX-MC) peakumoHHy0 cMmech pasbasysin ¢ nmomoinbio EtOAc (300 mur) u oprannyeckue
CJIOM TpoMbIBaK Bomoi (5x50 mur), coieBbiM pactBopoM (50 MiT), BBICYLIMBAIH Haj
6e3BogHbIM Na, SO, 1 pacTBOPUTEINb BHINTAPUBAJIH MTPH MOHIKEHHOM JIABJICHUH C MTOJyYeHHEM
HEOUHIIIEHHOTO TMPOAYKTA, KOTOPBIH OYHUINAJIH C TOMOIIBI KOJIOHOYHOH Xpomartorpaduu
(230-400 memr, cunukarens, (cuctema TCX: MeOH/JIXM (1:9); R = 0,4) ¢ monyueHuem 8-
Opom-6-x10p-9-MeTokcu-1,4,4-tpumetni-4,5-nuruapo-[ 1,2,4]rpuazono[4,3-aJx uHOKCaIMHA

(0,9 1, 59%) B BUzE 6€0r0 TBEPAOTO BEIIECTBA.

Cunres  8-Opom-6,7-nudTop-9-merokcu-1,4,4-tpumernn-4,S-quruapo-[ 1,2,4]rpuazono[4,3-

a|XuHOKcanrHa (MpoMeKyTO4YHOoe coeanHeHue B-49)
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Cranusa 1 B nepemernBaemsrii pactsop 4,5-nudrop-2-aurpodenona (20 r, 114,226 mmons, 1
3kB.) B JIM®A (100 mu) nobapnsiam kapOoHat kamusi (47,2 r, 342,68 mmonb, 3 5KB.) H
nonmerad (21,34 mn, 342,68 Mmonb, 3 5KB.) B PEaKIHMOHHYK) CMECh NPU KOMH. TEMIL B
teuenrne 4 4. [locne 3aBepineHus: (orcnexuBanu nocpeactBoM TCX) peakMOHHYIO CMeCh
pazbasmsuin ¢ momorureio EtOAC U mpoMbIBain BOIOW. DKCTParupOBaHHBIN OpraHHYECKHI
CJIOM TPOMBIBAJIIM COJIEBBIM PAcTBOPOM, BBICYIIMBaNIM Hax Oe3BomgHbiM  NaSO4 u
KOHLIEHTPHUPOBAJIU IPH MOHM)KEHHOM JaBJIEHUH C IOJYyYEHHEM HEOUMILIEHHOrOo IpPOAYKTa,
KOTOPBI OYHIIAJIN ¢ TIOMOIINBI0 KOJOHOUHOH Xxpomarorpaduu (230—400 mem, cCUIMKaress,
cucreMa TCX: EtOAc/rekcan (2:8); Ry = 0,6) ¢ monyuenuem 1,2-nugrop-4-MeToKcH-5-
HuTpobensona (20 r, 93%).

Cragusa 2 B mepememuBaembiii pactBop 1,2-mudrop-4-merokcu-S-uutpodensona (20,0 T,
105,75 mmons, 1 skB.) B MeOH (200 min) nobasmsum Pd/C (10,0 r, 10% Bnaru) u
PEaKIMOHHYI0 CMECh TEepPEMEIINBAIN C MMOMOIIBI OallJIoHa BOAOPOAA B TeUEHHE 2 Y. MPHU
komH. Temr. llocne 3aBepmenust (orciexusanu nocpeacrsoM TCX, cucrema TCX 20%
EtOAc B rekcane, Rf-0,4) peakunoHHyI0 CMeCh (HIBTPOBAIM Yepe3 CIOW LenuTa Hu
npoMbiBasin 2—3 pasza ¢ nomoubito MeOH. @uiabTpar KOHUEHTPUPOBAIU C TOJYyUYECHHEM
xenaemoro 4,5-nudrop-2-merokcuanninaa (16,0 r, 95%).

Cramusa 3 B mnepememnBaemsiii pactBop 4,5-mudTop-2-metokcnanmwmHa (8,0 r, 50,273
mMmonb, 1 3kB.) B MeOH:ZIXM (50 mm:100 mm) nmoOammsmn O€H3MITPUMETHIIAMMOHUS
Tpubdpomun (8,82 r, 60,328 mmonb, 1,2 3kB.) mopuusMu npu KOMH. TeMmn. lloiydeHHyro
PEaKLMOHHYK) CMeChb IepeMellMBald 0pU KOMH. Temn. B TeueHue 12 4. Ilocie
U3pacXOAOBaHUs MCXOJHOTO MaTepuaja pPEakLUOHHYIO CMeCh KOHIIEHTPHUPOBAJIU C
MOJIyYEHUEM HEOUYHIIEHHOIO TMPOAYKTa, KOTOPBIH OYMINAIM C MOMOLIBIO KOJOHOYHOMN

xpomarorpadpum (230-400 wmem, cunmkarens;, 15% EtOAc/rekcan;, 3HaueHue Re—0,4) c
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nojy4eHuem 2-0pom-3,4-nudrop-6-merokcuanmnuna (0,5 T, 4%) B BUAE KENTOrO TBEPAOTO
BEILECTBA.

Cranus 4 B nmepemermmBaemelii pactBop 2-Opom-3,4-nudrop-6-meroxcuannmmaa (0,413 T,
1,735 mmonb, 1 3kB.) B cyxom JIMCO (10 mi1) nobaBnsiinm 2-aMHHO-2-METUII-TPOITHOHOBYIO
kuciory (0,536 r, 5,205 mmons, 3,0 3kB.) ¢ mocnenyroimum nodasnenueM Ki;PO4 (0,919 T,
4,337 MMoOIb, 2,5 3KB.) TIpH KOMH. TeMrl. [1oy4eHHy0 peakIIMOHHYIO CMEeCh Iera3upoBajIH C
nomomibto Ar B Teuenue 10 muH., 3arem nodasnsmu Cul (0,033 1, 0,1735 mmons, 0,1 35kB.) u
peakunonHyro cMmechb HarpeBamu npu 140 °C B teuenme 12 u. Ilocnme uzpacxomoBaHus
HCXOHOTO MaTepuata PeakLUHOHHYI CMECh OXJIKOAIW OO KOMH. TeMI. U (HIBTPOBAIU
yepe3 wnenut. Cioli nenmura npomseBanu ¢ nomompbio EtOAc (500 wmur). IlomydeHHbIH
¢unbTpar npomMeiBaiay Bonoi (2 x 50 mur), 3aTeM coieBbIM pacTBOpoM (50 Mur), BBICYIIUBAIA
Han Oe3BogHbIM NaySO4 W pacTBOPUTENb BBIMAPUBAIA TMPU MOHMKEHHOM JABJICHUU C
NOJYYeHHEM HEOUUIIEHHOTO NPOAYKTA, KOTOPBIH OYHMINAIH C IOMOIIBI0 KOJOHOYHOH
xpomarorpadgum (100-200 wmemr, cunmukarens, 20% EtOAc/rekcan; 3Hauenue Re0,2) ¢
nojiyueHueM 5,6-mudrop-8-mMeTokcu-3,3-numerun-3,4-quruapoxudokcanui-2(1H)-ona (0,3
r, 71%) B BUE KOPUIHEBOT'O TBEPIOTO BELIECTBA.

Cramus 5 B pactBop 5,6-mudrop-8-merokcu-3,3-numetin-3,4-guruapoxuaokcanut-2( 1H)-
ona (0,3 r, 1,238 mmounb, 1 5kB.) B Tomyose (50 mu) nobasmsimu pearent JlaBeccona (0,65 T,
1,61 mmonb, 1,5 5KB.) pH KOMH. TEMII. U PEAKLHOHHYIO cMmech HarpeBasu a0 120 °C B
teuenne 1 u. Ilocme wW3pacxomoBaHWS HCXOAHOTO MarepHalia pPEaKIMOHHYI0 Maccy
OXJIAKIANMU N0 KOMH. TEeMIl. W TacWiIM HachlleHHbIM pactBopoM NaHCOs; (50 wmum).
OpraHu4eckuii CJION OTAENSIIN U BOAHBIN CJIOH 3KCTparupoBaju ¢ nomombo EtOAc (50 m).
OObennHeHHbIE OPraHUYeCKHEe CJIOU MPOMBIBAIN BOAOH (50 MIT), 3aT€M COJNIEBBIM PacTBOPOM
(50 mu), BeicymuBanu Han 6e3BogHbIM Na,SO4 M pacTBOPUTEND BBIMTAPUBAIH C MTOJYYEHHEM
HEOUHIIIEHHOTO TMPOAYKTA, KOTOPBIH OYHUINAJIH C TOMOIIBI KOJIOHOYHOH Xpomartorpaduu
(230-400 wmem, cunukarenb, 20% EtOAc/rekcan; 3HaueHue Re-0,6) ¢ monydeHuem 5,6-
mudrop-8-merokcu-3,3-numeriin-3,4-nurunpoxunokcanud-2( 1 H)-tuona (0,3 r, 94%) B Buze
JKEJITOrO TBEPOTO BELIECTBA.

Cranus 6 B pactBop 5,6-mudrop-8-merokcu-3,3-numerin-3,4-guruapoxuHokcanut-2( 1H)-
tuona (0,1 r, 0,3871 mmomnb, 1 3kB.) B n-BuOH (10 M) noGammsnu ruppasug yKCyCHOM
kuciotsl (0,094 1, 1,277 MMoitb, 3,3 5KB.) ¢ IOCIEAYIOIUM J00aBJICHHEM YKCYCHONW KHCIIOTHI
(1 M) u 3areM peakuuOHHYIO cMech nepememuBanu npu 140 °C B teuenue 12 4. ITocne

3aBeplLIeHus] peakuu (orciexuBanu nocpenctsoM TCX) peakMOHHYIO CMeCh pa30aBisuin
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Bonoii (10 ™) wm skctparupoBamm ¢ nomombio EtOAc (2x20 ). OObenuHeHHBIH
OpPTaHUYECKUH CJIOH MPOMBIBAIH BOIOH (20 MiT), CONEBBIM pacTBOPOM (20 Mil), BBICYLIUBAIN
Han Oe3BomHbIM NapSO4 M pacTBOpHUTENb BBIMAPUBAIM C TMOJYYCHUEM HEOUYHINEHHOTO
NPOAYKTA, KOTOPBIM OYUINAIHA C TOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu ¢ HCIOIb30BAHHEM
5% MeOH B JIXM B kadecTBe pacTBOPUTENS AJIs 3II0UpoBaHus U cunukarens 230-400 mern
¢ mnonydeHueM 6,7-gudTop-9-metokcu-1,4,4-rpumernn-4,5-qurunpo-[1,2,4]rpuazono[4,3-
a]xunokcanuna (0,05 r, 46%) B BuAe rpsi3HO-0€JI0T0 TBEPIOTO BEIECTRA.

Cranusa 7 IlepememmBaemslii pactBop 6,7-nugrop-9-merokcu-1,4,4-rpumernin-4,5-quruapo-
[1,2,4]rpuazono[4,3-alxunokcanuHa (0,8 r, 2,854 mmoub, 1 3kB.) B JIMDA (20 mu) mpu 0 °C
nopuusiMu obpabateiBany TedeHue 10 muH. TBepabiM N-OpomcykiuaamuaoMm (0,6 T, 3,425
mMmonb, 1,2 skB.). OOecneunBanu HarpeBaHHE PEAKIMOHHONW CMECH [0 KOMH. TEMIl. U
nepememuBaiu B TeueHue 30 muH. [locse 3aBepineHus peakiuu (OTCIeKUBAIH TOCPEICTBOM
KX-MC) peakunoHHyro cMmech pasdasisuin ¢ nomompio EtOAc (50 mur) m opraHuueckue
cion mpombiBaM Bomon (3x50 mur), conmeBeiM pactBopoMm (100 mur), BbICYIIMBadM Hax
6e3BogHbIM Na; SOy ; pACTBOPHUTENH BBITAPUBAIIN NPU MOHWKEHHOM JAaBJIEHUH C MTOJyYEeHHEM
HEOYHIIEHHOTO MPOAYKTA, KOTOPBI OUWINAIHM C MOMOIIBI0 KOJIOHOYHOW XpomaTtorpaduu ¢
ucnons3zoBanueM 1,5% MeOH B JIXM B kauecTBe pacTBOpUTENs AJA SJIOUPOBAHUA U
cunukarenst 230-400 mem ¢ monyuyeHneM 8-Opom-6,7-nudrop-9-merokcu-1,4,4-rpumerni-
4,5-nurunpo-[ 1,2,4]tpuazono[4,3-aJxuHokcamuna (0,25 1, 42%) B Buume rps3HO-0eIOrO

TBEPAOTO BEIICCTBA.

Cunres 8-O0pom-6,7-nudrop-1,4,4-rpumerun-9-(Tpudropmerin)-4,5-nuruapo-

[1,2,4]rpuaszono[4,3-a]xuHokcanuHa (mpomMexKyToUHOe coeqnHenne B-50)
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Cramusa 1 Pacteop 1-Opom-4,5-nmudrop-2-autpodenzona (1,0 r, 4,2 mmons, 1 3kB.) B JIMPA
(15 mu) merasupoBanu ¢ MOMOLIBIO Ar B TeueHHe 20 MHUH. C TOCIEAYIOUUM A00aBlIeHHEM

CuBr (0,06 1, 0,42 mmons, 0,1 5kB.) u Merun-2,2-nudrop-2-(¢propecynsdonmn)anerara (0,88
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M1, 6,93 Mmonb, 1,65 3xB.). Peakunonnyto cMmech nepemervBanu npu 80 °C B Tedenue 16 4.
ITocne 3aBepiieHust peakuuu (orcnexuBanu nocpenctBoM TCX) peakIMOHHYIO CMeCh
pa30aBsLIM JUATHIIOBBIM >(DUPOM U TIPOMBIBAIN JienstHOH Bonol (23 pasa). OObenuHEHHBIN
OpPTaHUYECKUH CJIOH BBIAPUBAIM C TOJIYYEHHEM HEOUHIIEHHOTO NPONYKTa, KOTOPBIH
OYHILAIN C TIOMOLIBIO KOJIOHOYHOM XpoMaTorpaduu ¢ UCronb3oBaHueM cuukarens 100-200
MeIl ¥ TeKCaHa B KaueCTBE PACTBOPUTENS IUJIsl 3JIIOUPOBAHUS ¢ monydeHueM 1,2-gudrop-4-
HUTPO-S-(Tpudropmern)denzona (0,6 T, 45%) B BUAE CBETIO-KENTON KUAKOCTH.

Cranus 2 PactBop 1,2-nudrop-4-aurpo-5-(tpudropmermn)densona (0,25 r, 1,1 mmons, 1
skB.) B EtOH (10 M) oxnaxknamu no 0 °C. SnCly-2H,0 nobGasisiiu noprusimu (0,994 1, 4,4
MMoJb, 4,0 3KkB.) ¢ mocneayromuM pnoOaBieHneM no kKammsiM koHu. HCl (2,5 mo).
PeakiimoHHy0 CMeCh MepeMEeLIMBaId NMPU KOMH. Temn. B TedueHue 2 4. Ilocne 3aBepiueHus
peaknuu (orcaexkuBanu nocpenctsoM TCX) peaknMOHHYIO CMeCh MOAIIEIaduBaid 6 H.
pactBopoMm NaOH u paszbasmnsuiu ¢ momorbto JIXM. Opranuyeckuii CJIOH MPpOMBIBAIA BOAOU
(2-3 paza). OObenUHEHHBII OPraHMYECKHH CJION BHIAPUBAIH C MTOJYYEHHEM XKeJaeMoro 4,5-
mudrop-2-(tpudptopmermm)anmnuHa (0,21 1, 93%) B BHAE CBETIO-KENTOrO KUIAKOTO
COEAMHEHUSI.

Cranus 3 PactBop 4,5-mudrop-2-(tpudropmernn)anmnuza (0,20 r, 1,01 mmons, 1 3kB.) B
JIM®A (10 mn) oxnaxnmanu 1o 0 °C. NBS nobasnsum nmopumsimu (0,217 1, 1,21 mmons, 1,2
5kB.). OfecrnieunBaiy TMOCTENEHHOE HArpeBaHHWE PEAKLMOHHOM CMECH IO KOMH. TEMIL B
teuenne S5 4. [locie 3aBepinenns peakuu (orcneskuBanu nocpenctsoM TCX) peakinoOHHYIO
cMech pa30aBIsTH AUSITHIOBBIM d(upoM. OpraHryuecKuil CJION MPOMBIBAITN JIENSTHONH BOAOH
(2-3 paza). OObenHEHHBIN OPraHUYECKHH CJION BBINAPUBAJIN C MOJYYEHHEM HEOUHIIEHHOTO
NPONYKTA, KOTOPBIA OYHUINAIN C TIOMOIIBI KOJIOHOYHOH XpoMaTorpadpuu ¢ UCMOIb30BAHHEM
cunukarenss 100-200 memr U rexkcaHa B KayeCTBE PACTBOPUTENS Il JJKOUPOBAHUS C
nojy4enuem 2-6pom-3,4-audrop-6-(tpudtopmermn)anmiuna (0,19 r, 63%) B BUAE CBETIIO-
JKEJTOTO KUAKOTO COSAMHEHUSI.

Cranus 4 Pacrop 2-Opom-3,4-nudTop-6-(Tpudropmernn)anmwmusa (5,0 r, 18,11 mmons, 1
9KB.), 2-aMUHOHM30MACJIsTHOM KHCIOTHI (3,76 T, 36,23 mmonb, 2 3kB.), K5PO4 (9,6 T, 45,28
MMOJb, 2,5 3kB.) B cyxoMm JAMCO (86 mu), mMOMELEeHHBII B TE€PMETHYHYIO MPOOUPKY,
ne3okcurennpoBanu Ar. Cul (0,34 r, 1,8 mmonb, 0,1 5kB.) A00aBIsIM W TIOBTOPHO
BOCCTAHABJIMBAJIM B TeueHue 5 MUH. PeakIIMoHHYI0 cMech 3aTeM mnepemernnBanu mpu 120 °C
B TeueHue 6 4. ITocie 3aBepiuenus peakuuu (orcaexxusanu nocpeacrsom TCX, 20% EtOAc B

rekcane, Rf-0,2) peakunoHHyI0 cMech (DHIBTPOBAIM Yepe3 CIOW LEINTAa U MPOMBIBAIN C
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nomotaeo EtOAc (100 mu), mpomeiBaim Bomoit (3x100 mi), conesbiM pactBopom (100 mo),
BBICYIIMBAIN Hapg Oe3BomHbIM Na,SO; W BbIMapUBald INMPH TOHHKEHHOM [aBJICHUU C
NOJY4YeHHEM HEOUUIIEHHOTO NPOAYKTA, KOTOPBIH OYHMINAIM C IOMOIIBI0 KOJOHOYHOH
xpomarorpadpru (230—-400 mem, cunmkarens;, 20% FEtOAc/rekcan;, 3Hauenme Re0,2) c
nojydeHuem S,6-gudrop-3,3-gumernin-8-(tpudropmerni)-3,4-guruapoxuHokcanuH-2( 1H)-
ona (0,7 r, 14%) B BUIe KOPUIHEBOTO TBEPJIOTO BEIIECTBA.

Cranus 5 B pactsop 5,6-nudrop-3,3-aumernn-8-(tpudropmernin)-3,4-TUrHIpOXMHOKCATUH-
2(1H)-ona (0,7 r, 2,5 mmoib, 1 3kB.) B Tonyose (15 mn) gobasmsiin pearent Jlaseccona (1,5
r, 3,75 mMMonb, 1,5 5KB.) IPpH KOMH. TEMIl. U PEAKLHOHHYI) CMECh KHILATHIIA C OOpaTHBIM
xonoamnbHUKOM 1ipu 120 °C B Teuenue 1,5 4. Ilocne 3aBepieHust peakuuu (OTCIIEKUBAIIH
nocpeacrsoM TCX, 20% EtOAc B rekcane, Rf-0,5) peakmoHHyI0 CMeChb racHUIM HACBIIL.
pactBopom NaHCO; (100 mi) ¢ mocnenyromein skcrpakiueit EtOAc (2 x 100 mn).
OOpennHeHHBIE OpraHuYecKue ciiou npomMbiBasn Bopoi (100 mur), coneBsiM pactBopoMm (100
Mi1), BbIcyImnMBaimu Han Oe3BomgHbIM NapSO4 M pacTBOPUTENb BBINAPUBAIUA C TMOJYYEHHEM
HEOUHIIIEHHOTO MPOAYKTA, KOTOPBII OYHUINAJIHM C MOMOIIBI0 KOJOHOYHOH Xpomartorpaduu ¢
ucrnonpzoBanuem cunukarens 230-400 memr u 10% EtOAc B rekcane B KauecTBe
pacTBopuTeNs sl OJIOMPOBAHUS € NOJydeHueM  5,6-nudrop-3,3-numMerii-8-
(Tpudropmern)-3,4-nuruapoxuHokcanud-2(1H)-tmona (0,7 1, 94%) B BuAe KeATOro
TBEPIOrO BEIIECTBA.

Cranus 6 B pactsop 5,6-nudrop-3,3-aumernn-8-(tpudropmerni)-3,4-TUrHIpOXMHOKCATUH-
2(1H)-tnona (0,7 r, 2,36 mmonb, 1 3xB.) B TI'® (30 M) nobasmsmu rugpat ruapasuna (0,59
r, 11,82 MMounb, 5,0 5KB.) IpH KOMH. TEMIL. U PEAKLIMOHHYIO CMECh MIEPEMEIINBAIN IPU KOMH.
temn. B TeueHue 1 4. Ilocne 3aBepuienns peakuuu (orciexusanu nocpencrsom TCX, 5%
MeOH-/IXM, Rf-0,5) peakumoHHY0 CMeChb KOHICHTPHUPOBAIH. PEakIMOHHYIO CMeCh
pactBopsuin B TI'® u oxmaxmanu go 0 °C. TEA (1,6 mu, 11,82 mmonb, 5,0 3kB.) u
auermwrxyiopun (0,5 mit, 7,09 Mmmonb, 3,0 5kB.) 10OABISIIN U MEPEMELITUBAIH TIPU KOMH. TEMIT.
B Teuenne | u. Ilocne 3aBepuienns peakuuu (orcnexkuBanu nocpeactsoM TCX, 5% MeOH-
JAXM, Rf-0,5) peakumoHHyo cMech paszdaBimsuin ¢ nomompbro EtOAc. OObenuHeHHBIE
OpPTaHUYECKHE CIIOW MPOMBIBAJIM BOAOH, COJIEBBIM PACTBOPOM, BBICYIIMBAIHN Haa OE3BOIHBIM
Na,SO4 u pacTBOpUTENDb BbINAPUBAIN C MONydeHHeM HeouuineHHoro N'-(5,6-mudrop-3,3-
auMeTw-8-(Tpudropmerin)-3,4-nurnapoxuHokcanud-2( 1 H)-ununen)aneroruapasuaa,

KOTOprfI NEPCHOCUIIN Ha CICAYHOIYHO CTAAUKO oe3 JIOTIOJTHUTEJIbHOM OYMCTKH.
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Cragus 7 PactBop N'-(5,6-nu¢rop-3,3-gumernn-8-(tpudropmerun)-3,4-
auruapoxuHokcanuH-2(1H)-nnmmunen)aneroruapasuna (2,36 mmons, 1 3xB.) B POCl3 (15 mn)
oxjpaxkgamu no 0 °C. TEA (0,33 wmu, 2,36 mmonb, 1,0 5kB.) noOaBnsain U CMECh
nepeMeIIuBaId MIPH TAKOH ke Temreparype B TedeHue 10 MUH. W 3aTeM MpH KHUISTYEHHH C
OOpaTHBIM XOJOAMJIBHUKOM B TeueHne 6 4. Ilocne 3aBepiuieHHs] peakuuu (OTCIEKHUBAIU
nocpencteoM TCX, 50% anerona—rekcan, Rf—0,5) peaklIMOHHYIO CMeCh KOHLIEHTPHPOBAJIH.
Peakunonnyto cmeck oxnaxganu 1o 0 °C u moamenaynBaiv ¢ UCIOIB30BAHHEM BOIHOTO
pacTBopa ammuaka u paszbasisuim ¢ nomomblo EtOAc. O0beIMHEHHbIE OPTaHUYECKUE CJIOU
NPOMBIBAIM BOAOH, COJIEBBIM pPAacTBOPOM, BbICYIIMBadM Hang Oe3BomHbIM Nap,SOs; u
PacTBOPUTEINb BBIIAPUBAIN C TOJTYYEHHEM HEOUHINEHHOI'O MPOAYKTA, KOTOPBIH OUHINAIH C
MOMOIIBIO KOJIOHOYHOH Xxpomarorpaduu ¢ ucnojp3oBaHueM cuimkarens 230—400 mem u
50% ameToHa B rekCaHe B KayeCTBE PACTBOPUTENS ISl SJFOUPOBAHUS C TOJIy4YeHHUEM 6,7-
mudrop-1,4,4-rpumerun-9-(tpudropmermn)-4,5-nurunpo-[ 1,2,4rpuazonol4,3-
a]xunokcanuHa (0,5 r, 66%) B BUIe KOPUIHEBOTO TBEPAOTO BEIIECTBA.

Cragus 8 PactBop 6,7-mudrop-1,4,4-rpumetnn-9-(tpudropmernin)-4,5-nuruapo-
[1,2,4]Tpuazomno[4,3-a]xunokcanuna (0,5 r, 1,57 mmons, 1 5kB.) B IM®A (15 mu) oxnaxaanu
1o 0 °C. NBS (0,559 r, 6,28 mmoib, 2,0 5kB.) 10OaBJISTH U CMECh TIEPEMEIITUBAJIH TPU KOMH.
TeMII. B TeueHne 10 MUH. U 3aTeM NPHU KUTSTYEHUH ¢ OOPaTHBIM XOJOAMIBHIKOM B T€UEHUE 2
y. [Tocne 3aBepiienus peakuuu (orciesxkusanu mocpeactsoM TCX, 50% auerona—-rekcan, Rf—
0,5) peakunonHyro cMech pasbasysn ¢ nomourpio EtOAc. O0bpenuHeHHbIE OpraHuYecKHe
CJIOM TPOMBIBAIN JIEASTHON XOJOAHOH BOAOH, COJIEBBIM pPACTBOPOM, BBICYIIMBAIM HaJ
6e3BoaHbIM Na,SO4 1 pacTBOPHUTENH BBIIAPUBAIN C MOJYUYEHHEM HEOYHIEHHOTO MPOYKTA,
KOTOPBI OUHMINAIM C TOMOINBIO KOJIOHOYHOW XpomaTorpaduu ¢ HCIOJNb30BAHHEM
cumukarenss 230-400 mem u 50% ameroHa B TEeKCaHE B KaueCTBE PACTBOPUTENS JJIA
JIOMPOBaHUSL C monydeHHeM 8-Opom-6,7-mudrop-1,4,4-Tpumernn-9-(tpudropmermn)-4,5-
ourunpo-[1,2,4]rpuazono[4,3-ajxunokcanuna (0,45 r, 72%) B BUAEe KOPUIHEBOTO TBEPIOTO

BE€IICCTBA.

Cunres 8-6pom-6-x1op-7-¢prop-1,4,4,9-rerpamerun-4,5-nuruapo-[ 1,2,4]tpuasono[4,3-

a|XxuHOKcanrHa (MpoMeKyTo4YHOoe coeanHeHue B-51)
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coeannenne B-51

Cragusa 1 B nepememusaemsiii pactsop NiCl, 6H,0 (12,54 1, 0,0527 mons, 1 3xB.) B MeOH
(526 mu) nobaensm NaBHy (5,97 1, 0,158 monb, 3 5kB.) nopuusimu ripu 0 °C ¥ MOJTy4eHHYIO
cycnensuro nepememmBanu npu 0 °C B Teuenne | 4. 3atem noGammsumu 1-xiop-2-prTop-4-
MeTHI-5-HuTpo-0eH3on (20 r, 0,1055 monb, 2 35KB.) € TOCJIEAYIOUIUM OMOJHUTEIbHBIM
nobasnenuem NaBH, (13,95 r, 0,369 monb, 7 5KB.) MOPLMAMHU W PEAKLUOHHYIO CMECH
nepemewmnBanu npu 0 °C B teuenue 2 4. Ilocne u3pacxogoBaHUs UCXOAHOIO Marepuana
(orcnexusamn nocpeacreoM TCX) peakMOHHYIO CMeECh KOHLIEHTPUPOBAIU M TOJTYYEHHBIN
ocratok pazbasmsuin ¢ nmomoureto 1 H. HCI (150 mi), 3aTeM BOAHBIM PacTBOPOM aMMHUAKa
(150 mu) m EtOAc (200 mu). DTy cMech mepeMelnBald NPpU KOMHATHOW TeMIlepaTtype B
TedeHue 15 MUH., QUIBTPOBAJIM uepe3 CIOW LeNUTa W TOJYYEeHHBIH BOAHBIN (QHIBTpaT
skcTparuposanu ¢ nomompro EtOAc (2 x 250 mi). OObennHeHHbIe opraHudeckue (ppakuuu
npoMbIBas BoAol (350 mir) u cosieBbIM pacTBOpoM (250 miut), BEICYIIMBAIN HAJ O€3BOIHBIM
Na,SO; ¥ KOHLEHTPUPOBAIU C TONYy4YEeHUEM S-xjop-4-¢prop-2-merun-¢penmnamuna (14 r,
83%) B BUAE TPSI3HO-0EJIOr0 TBEPAOTO BEIIECTBRA.

Cranus 2 B pactsop S-xsop-4-¢rop-2-merun-pennnamuna (14 r, 0,087 mons, 1 3x8.) B AXM
(280 mur) mo kamtsim nobasisu pactsop Bry (4,97 mi, 0,098 momnb, 1,1 3kB.) B JIXM (70 M)
npu 0 °C 1 MOJNy4YEeHHYIO peakLUOHHYH cMech nepeMemuBanu npu 0 °C B TeueHue 2 4.
IMocne wm3pacxomoBaHuss UCXOAHOTO Marepuana (orciexkuBanu mnocpenctsomM TCX B 10%
EtOAc-rekcan) peakunoHHYIO cMmechb pasbaemsiam Bopod (300 M) M BKCTparupoBaiivl C
nomotpsio JIXM (2 x 150 mir). O0benuHeHHbIE OPraHUYECKHEe CJION MPOMBIBAIH BONOH (2 X
250 mu1), HACBIIIEHHBIM PACTBOPOM THOCYJIb(aTa HaTpust (2 X 250 MIT) U COJIEBBIM PaCTBOPOM
(250 mu), BeIcymuBanu Han Oe3BonHbIM NapSOs M KOHIEHTPUPOBAIH NPU MOHWKEHHOM
nasneHud. llonydeHHBI HEOYMINEHHBIM OCTATOK OYUIIAIA € MOMOIIBIO KOJOHOYHOH

xpomarorpadum (100-200 mem, cumukarenb, 5% EtOAc/rekcaH B KauecTBE 3JIIOEHTA) C
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nojgyieHuem 2-Opom-3-xnop-4-prop-6-merun-pennnamuna (11,2 1, 53%) B BUAE
KOPUYHEBOT'O TBEPOTO BELECTBA.

Cragua 3 B mepeMermmnBaeMyr CyCIEH3HIO0 2-OpoM-3-xjop-4-¢pTop-6-MeTni-peHnnaMmmnaa
(18 r, 0,075 momp, 1 3xB.) B cyxom DMAc (270 mu) nobaBisuii 2-aMHUHO-2-METHII-
nponuoHoBy0 kuciory (15,56 r, 0,15 monb, 2 3%B.), 3arem DBU (22,57 mn, 0,15 monb, 2
9KB.) MpPH KOMHATHOH TeMIepaTtype M IONYyYEeHHYI PEaKLHOHHYI0 CMeCh Iera3upOBajIH
azotom B TeueHue 30 muHyT. 3arem nodaemsium Cul (1,43 r, 0,0075 momb, 0,1 3kB.) u
peakunonHyro cMmechb HarpeBamu npu 140 °C B teuenmne 16 u. Ilocnme uzpacxomoBaHus
ucxonaHoro marepuana (orciexkusanu nocpenctsomM TCX, 20% EtOAc-rexcan, Rf 0,4)
PEaKIMOHHYIO CMECh OXJIAKAAIHN 10 KOMHATHOW TEMIIEPaTyPhl U BBUIMBAIH B JIENSHYIO BOIY
(1 n). TlonydyeHHyrO BOAHYIO CMeChb dKcTparupoBanu ¢ momouisio EtOAc (2 x 400 mn) u
OOBEMHEHHbIE OpraHu4eckne (pakiuu MNpoMbiBadu Bomod (2 x 500 Mi) M coneBbIM
pactBopom (400 mu), BeicymmBaiu Hax 6e3BonHbIM Nay;SO4 1 BbITapUBaIN MPU MOHMKEHHOM
naBjeHu. [loyydeHHBI HEOUMINEHHBI OCTAaTOK pPacTUPAIM B TMOPOLIOK TIE€KCAHOM C
noJy4eHueM S-xyop-6-gprop-3,3,8-rpumerni-3,4-muruapo-1 H-xunokcanun-2-oxa (8 r, 44%)
B BHJI€ KOPUYHEBOH KUIKOCTH.

Cragusa 4 B pactBop 5-x70p-6-¢TOp-3,3,8-TpuMernn-3,4-nuruapo- 1 H-xuHokcanuH-2-oHa
(12 1, 0,049 monb, 1 3kB.) B Tonyose (150 mur) mobasnsinu pearent JlaBeccona (29,97 r, 0,074
MOJIb, 1,5 5KB.) MpH KOMHATHON TeMIEpaType U PEaKMOHHYI0 CMECh KHITSITHIIN C OOpaTHBIM
xonoamnpHUKOM Tipu 120 °C B Teuenue 2 4. Ilocne u3pacxogoBaHUsi HCXOJHOTO MaTepHaa
(orcnexxuBamm mocpenactsom TCX B 20% EtOAc-rekcan, Rf 0,6) peakuuoHHyHO cMech
raciiid  Haceim. pactBopoM NaHCO; (200 wmy) #u  MONy4YeHHYK BOIHYKO CMECh
skcTparuposann ¢ nomoupio EtOAc (2 x 350 mu). OObennHEHHBIE OpraHMYECKHE CIIOH
npombiBas Bopoi (200 mur) U coneBbM pacTBOpoM (200 mit), BRICYIIMBAJIN HaJ O€3BOJHBIM
Na,SO4 u BbIMapuBaIM MPHU MOHWKEHHOM JaBjieHud. [lomyueHHbI HEOUUIIIEHHBI OCTaTOK
OYHMINAIA C TIOMOIIBIO KOJOHOYHOW xpomarorpadum (100-200 mem, cumukarens, 10%
EtOAc/rexcan B KauecTBe JIIIOEHTA) € TOJyYeHUEM S-xyop-6-¢Top-3,3,8-tpumerni-3,4-
muruapo-1H-xunokcanun-2-tuona (128 r, 93%) B BUze KEATOr0O TBEPIOTO BELIECTBA.

Cragua 5 B mepemernBaemblii pactBop S-xyop-6-¢rop-3,3,8-tpumernn-3,4-quruapo-1H-
xuHOKcanmuH-2-tnoHa (11 r, 0,042 monb, 1 3kxB.) B Terparuapodypane (275 M) mo Karism
nobasnsim ruapar ruppasuHa (6,38 1, 0,127 momb, 3 skB.) mpu 0 °C U monydeHHYIO
PEaKLMOHHYK) CMeCh NEepeMELINBalu IPU KOMHATHON TeMmneparype B TedeHue 16 4. Ilocne

O6pa30BaHI/I$[ MNPOMEKYTOUYHOI0 COCAUHCHUA B BHAC HWMHHA PEAKIIUOHHYHO CMCECHh
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KOHLIEHTPUPOBAIH U ABAKIbI TOABEPTaIH a3€0TPOITHON MeperoHke ToiayosoM. [lomydeHHbIH
OCTaTOK PacTBOPsUIM B TpudTHIOpToanerate (120 M) U HarpeBasu 40 KUNIEHUs ¢ OOpaTHBIM
XOJONWIBHUKOM B TeueHue 24 4. Ilocie wu3pacxogoBaHHMs MCXOAHOTO MarepHana
(orcnesxxuBamm  mocpenctBoM  JKX-MC)  peakuMOHHYEO CMeCh KOHIIGHTPUPOBAIH U
MOJIyYE€HHBIH HEOUYHUINEHHBIH OCTATOK OYMINAIU C MOMOLIBIO KOJIOHOYHOH Xpomarorpaduu
(230-400 mew, cunukarens; 5% MeOH/JIXM B kauecTBe 3JII0€HTA) € TIOIYIEHUEM O-XJIop-7-
¢drop-1,4,4,9-rerpamermin-4,5-nuruapo-[ 1,2,4]tpuazono[4,3-a]xuHokcanuna (8,5 r, 71%) B
BUJIE€ TPSIZHO-0EJIOr0 TBEPOTO BEIIECTBA.

Cragusa 6 B pactBop 6-xmop-7-¢prop-1,4,4,9-rerpamernn-4,5-nurunpo-[1,2,4]tpuazono[4,3-
a|xunokcanmunaa (8 r, 0,028 momb, 1 3kB.) B JJIM®PA (160 mu) nopuusimu nodasnsiin NBS
(5,07 1, 0,028 monb, 1 3xB.) pu 0 °C U MONYyYEHHYIO PEAKIMOHHYIO CMECh NepeMeIlnBaIn
P KOMHATHOU Temmeparype B TedeHue 3 4. Ilocne u3pacxogosaHuss HCXOAHOIO MaTepuaia
(orcnexxuBamn nocpeactsoM JKX-MC) peakunonHy0 cMmech pasdasisian Bogoi (500 mn) u
skcTparupoBanu ¢ nomourpio EtOAc (2 x 250 mu). OObennHEHHbIE OpraHHYecKHe CJIOU
npombiBad Bomod (2 x 250 mu) u coneBbIM pacTBOpoM (250 Mut), BBICYIIMBAJ M Hax
6e3BogHbM NapSO4 W KOHLUEHTPUPOBAIM TMPH TIOHIDKEHHOM JaBiieHUH. llomydeHHbIH
HEOYHIIEHHBII OCTATOK OYHMINAIN C TIOMOIIBI KOJOHOUHOH xpomMaTorpadun (230—400 mer,
cunukarenb, 5% MeOH/JIXM B kadyecTBe 3JIF0€HTA) ¢ TOJydeHueM 8-0poM-0-xJiop-7-hTop-
1,4,4,9-rerpamerun-4,5-gurunpo-[ 1,2,4]rpuazono[4,3-a]xunokcannaa (6,2 r, 60%) B BuIe

I‘pﬂ3H0-6eJ'IOFO TBEPAOTO BCLICCTBA.

Cunres 8-6pom-7-xsop-6-pTop-1,4,4,9-rerpamern-4,5-nuruapo-[ 1,2,4]tpuazomno[4,3-

a|XuHOKcanuHa (MpoMexyTo4YHoe coeanHeHue B-53)

CHl
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Cragusa 1 B nepememmBaemblii pactBop 1-xmop-2-¢prTop-5S-metnn-4-aurpo-6ensona (10,0 T,

52,91 mmons, 1 3kB.) B cmecu EtOH-Boga (1:1, 120 mur) moGaBisiivi KOHI. BOAHBINA PacTBOP
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HCI (6 mn) ¢ mocnenyromum godasieHueM xene3Horo nopoika (10,3 r, 185,18 mmons, 3,5
9KB.) IPY KOMHATHOU TeMIEpaType U PEeaKIIMOHHYI0 CMeCh MepeMEIlnBaid B TeueHue 16 4.
npu 110 °C. Ilocne 3aBepmieHust peakumu (orciexuBanu mnocpeactsom TCX, 20%
EtOAc/rekcan, Rf 0,3) peakinoHHYIO cMeChb (PHIIBTPOBANIN Yepe3 CJIOW LEIUTa U MPOMBIBAIIN
¢ nomotbto EtOAc (200 ma x 3). O0benquHEeHHBIE OpraHn4eckne GpaKkIMyi KOHIEHTPUPOBAIN
NpU TOHIKEHHOM JaBlieHuH, paz0apsuin ¢ momomsio EtOAc (500 mut), mpombiBaiiu BOIOH
(100 Mt x 2) u coneBbiM pactBopoM (200 mur), BbicymmBaiu Hapn Oe3BogHbIM Na,SOs u
KOHLIGHTPUPOBAIM TPH TOHIKEHHOM JaBJeHUU. [loiyueHHBIH HEOUHMIIEHHBI OCTaTOK
OYMINAIA C TIOMOIIBIO KOJOHOYHOW xpomarorpadum (100-200 mem, cumukarens, 20%
EtOAc/rexcan B Ka4ecTBe 3JIOCHTA) C MoOyNydeHHeM 4-XxJjop-5-¢rop-2-merun-heHniamMuHa
(7,5 1, 89%) B BUAE CBETJIO-KOPHYHEBOT'O TBEPAOTO BEIECTBA.

Cranusa 2 B nepememnBaemMsblii pactBop 4-xyop-S-¢pTop-2-metun-penmnamuna (5,5 r, 34,81
mMModb, 1 3kB.) B JAXM (150 mi) nobasnsn pacteop Bry (1,79 mu, 34,81 mmonb, 1 3kB.) B
JAXM (60 mi) no karsiM ripu 0 °C ¥ OJTYYEHHYIO PEaKHOHHYI0 CMECh TIepEeMELTUBAIIN TIPU
0 °C B Teuenme 2 4. Ilocme u3pacXOmOBaHUS HCXOTHOTO Marepuana (OTCIeKUBAIU
nocpeacrsoM TCX B 20% EtOAc-rekcan, Rf 0,6) peakilnOHHYIO CMeCh TaCHIJIA HACBIIIIEHHBIM
pactBopom NaHCO; (400 wmu) u opraHudeckuil cioi ormeisuin. BomHyro ¢pakiuro
SKCTPArHpoBaii U OObEAMHEHHBIE OpPraHMYECKHe CJIIOM MPOMBIBATIH BoAoh (2 x 300 mi) u
coJieBbIM pactBopoM (200 mut), BeICymmBamu Han Oe3BogHBIM Na;SO, U KOHUEHTPUPOBAIU
NPU TIOHM)KEHHOM JAaBiieHHH. [1oTydeHHBbI HEOYMIIEHHBIH OCTATOK OYMINAIH C MOMOIIBIO
konoHouHoM xpomartorpaduu (100-200 memn, cumkarens, 10% EtOAc/rekcan B kauecTBe
JNIOCHTA) C TOoNyueHHeM 2-0pom-4-xyop-3-prop-6-meTmnanmnuHa (4,5 1, 54%) B BUAE
KOPUYHEBOT'O TBEPJIOTO BEIIECTBA.

Cragusa 3 B mnepememmBaemblii pacTBop 2-Opom-4-xmop-3-prop-O6-mermnanmimmHa (5 T,
21,008 mmodb, 1 3kB.) B cyxom DMAc (100 M) oGaBisiin 2-aMHHO-2-METHII-TIPOITHOHOBYIO
kucnory (4,4 r, 42,016 mmonb, 2 3kB.) u DBU (5,46 mn, 42,016 mmonb, 2 3KB.) mpu
KOMHATHOW TeMIlepaType W TIOJYYEHHYI PEaKLUHOHHYI0 CMECh IEera3upoBajHd a30TOM B
tederne 30 munyT. Cul (400 mr, 2,1006 mmonb, 0,1 3kB.) HOOABISUIM B 3Ty PEAKLIUOHHYIO
cMech, kotopyro HarpeBaiu npu 140 °C B Teuenue 16 4. [locne u3pacxomoBaHusi UCXOAHOTO
marepuana (orcnexxuBanu nocpenctsoM TCX, 20% EtOAc-rekcan, Rf 0,3) peakumonHyro
CMECh OXJIAKIAH JO KOMHATHOH TeMrepaTypsl 1 GUIbTPOBAIN Uepe3 CIOH LEeNNTa, 3aTeEM ee
npombiBaiu ¢ momompsio EtOAc (2 x 300 mu). [TonyueHHbIH (GUIBTPAT BBUIMBAIN B JIEASHYIO

Bony (200 my) u skcrparupoBanu ¢ momoieio EtOAc (2 x 400 mn). OOwenuHeHHBIE
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opraHudeckue (ppakiuy MPpOMBIBAIHA XOJoAHOH Bomoi (3 x 100 Mir) U COJEBBIM PacTBOPOM
(100 mu), BeicymiBanu Hax Ge3BonHBIM Na,SO4 1 BRIMApHBAIN MPU MOHWKEHHOM JaBJIEHHUH.
HeounmeHHbIi ocTaTOK OYUINAIN ¢ OMOLIBI0 XpoMaTtorpaduu (100-200 mer, cuarkarens,
20% EtOAc/rexcan B KaueCTBe 3JIIOEHTA) C MOJMyYeHneM 6-xyop-5-grop-3,3,8-rpumernin-3,4-
muruapoxuHokcanuH-2(1H)-ona (28 r, 69%) B BUIe rpsi3HO-0€70r0 TBEPAOTO BEIECTBA.
Crazua 4 B nepememmBaeMmblii  pacTBop — 6-xyop-5-¢rop-3,3,8-Tpumernn-3,4-
auruapoxuHokcanuH-2(1H)-ona (12 1, 49,58 mmonb, 1 5kB.) B Tonyose (240 mi) nobasnsim
pearerr JlaBeccona (30,08 r, 74,38 mmonb, 1,5 5KB.) NmpH KOMHATHOH TeMmmepaTrype H
PEaKIMOHHYIO CMECh KHUILITHIN ¢ oOpaTHbIM XojoauiabHUKOM npu 120 °C B TeueHue 2 .
IMocne wm3pacxomoBaHust UCXOAHOTO Matepuaia (orcneskusanu mnocpencrsoM TCX B 20%
EtOAc-rekcan, Rf 0,6) peakiioHHYIO CMeCh KOHLIEHTPHUPOBAIU MPU MOHWKEHHOM JIaBJICHUH.
INonyuennslii TBepABI OCTaTOK racuian Hackim. pactBopoM NaHCOs; (500 mm) wu
NOJIYYEeHHYI0 BOAHYIO (hasy skctparuposaiu ¢ nomoinbo EtOAc (3 x 300 mu), mocne dero
00BEIMHEHHbIE OPraHUYEeCKHEe CJIOM MPOoMbIBaIH Boaol (400 M) u coneBsiM pacTBopoM (200
Mil), BbICyIIMBaiIu Han Oe3BopgHbIM Nap,SO, W BbIMapUBANX NMPH MOHWKEHHOM IaBJICHHH.
ITonyueHHBIHT HEOUUINEHHBIH OCTATOK OYHINAIN C MOMOIIBI0 KOJOHOYHOH XpoMaTorpadpun
(100-200 wmemwm, cumukarenb, 10% EtOAc/rekcaH B kauecTBe SJIFOEHTA) C IMOJYYEHHUEM O-
xjop-5-¢prop-3,3,8-rpumernin-3,4-quruapo- 1 H-xunokcanun-2-ruona (11,5 r, 90%) B Buzae
JKEJITOTO TBEPAOTO BELIECTBA.

Cragua 5 B mepemernBaemblii pactBop 6-xyop-5-¢rop-3,3,8-rpumernn-3,4-quruapo-1H-
xuHOKcanuH-2-TuoHa (8 r, 31,007 mmoib, 1 3kB.) B TeTparuapodypane (200 min) gobasisuiu
no KarwsiM ruapasus-ruapar (6,209 r, 124 mmons, 4 3kB.) npu 0 °C U peakIOHHYI CMeCh
nepeMelnnBaty IMpu KOMHATHOM Temmneparype B TedeHue 16 4. Ilocne m3pacxomoBaHus
ucxogHoro Marepuana (orciexuBaian mnocpenctsom TCX B 5% MeOH-JIXM, Rf 0,4)
PEaKIMOHHYI0 CMECh KOHLIEHTPHUPOBAIHM C IOJYyYEHHEM HEOYHINEHHOro 7-xJop-8-¢rop-3-
ruapasuHuIiaeH-2,2,5-rpumernin-1,2,3 4-rerparunapoxuHokcaniia (8 r), KOTOPBIN
NPUMEHSUTN Ha CIEAYIOLIeH CTaquu 0e3 JOMOTHUTENbHON OYUCTKH.

Cragua 6 K HeoumimeHHOMy 7-xy0p-8-¢pTOp-3-runpasunmnuaeH-2,2,5-tpumerin-1,2,.3,4-
TeTparugpoxuHokcaauny (8 r, 34,06 mmorb, 1 5kB.) nobaBmsim TpusTHIOpTOAareTaT (240 M)
NpU KOMHATHOM TeMrepaType, U pacTsop nepemernusanu rnpu 140 °C B Teuenue 48 u. Ilocne
U3PACXOJOBAaHUsI ~ HCXONHOro  Marepuana  (orciaexkuBanu — nocpeactsoM  JKX-MC)
PEaKLHMOHHYI0 CMeChb KOHLEHTPUPOBAJIM U OYHUINAIM C T[IOMOINBIO  KOJOHOYHOM

xpomarorpadpru (100200 mem, cunmkarenb;, 2% MeOH/IXM B kadecTBe 3JIOEHTA) C
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MOJTyYEHUEM 7-x10p-6-pTop-1,4,4,9-rerpamernn-4, S-qurunpo-[ 1,2,4|rpuasono[4,3-
a|xuHokcanuHa (6 T, 69% c AByX craguii) B BuIe OEJI0r0 TBEPAOro BEUIECTRA.

Cragusa 7 B mepememmBaemblii pactBop 7-xmop-6-¢Top-1,4,4,9-Terpamerni-4,5-quruapo-
[1,2,4]Tpuazomno[4,3-a]xunokcanuHa (3 T, 10,686 mmoib, 1 3xB.) B IM®A (90 mut) mopuusmMu
nobasmsm NBS (1,99 r, 11,22 mmons, 1,05 3kB.) npu 0 °C 1 monyueHHYIO PEaKIHOHHYIO
cvech nepememuBaniun npu 0 °C B Teuenme 1 u. Ilocrme wu3pacxomoBaHUs HCXOAHOTO
Matepuana (orcieskuBanu mocpenctsoM XXX-MC) peakmoHHYK CMeCh pa30aBisuid BOIOH
(60 M) u skcTparuposanu ¢ momornbio EtOAc (2 x 100 mit). OObenuHEHHBIE OpTaHUYeCKUE
CJIOM TIPOMBIBAJH BOXOH (2 X 60 MJI) M CONEBBIM PAcCTBOPOM, CYIIMJIM Haja Oe3BOIHBIM
Na,SO4 ¥ KOHIEHTPUPOBAIU NP MOHMKEHHOM faBieHuu. Tpu maptun (3 X 3 T) BBINOJHSUIIN
napayyIebHO U 00BEIUMHEHHBIN HEOUNIIIEHHbIH MaTepHal OUUIIAIHN C IIOMOIIBIO KOJIOHOYHON
xpomarorpadpru (100200 mem, cunmkarenb;, 5% MeOH/IXM B kadecTBe 3JIOEHTA) C
nojiyueHuemM  8-0pom-7-xyop-6-¢prop-1,4,4,9-rerpamernn-4,5-nuruapo-[ 1,2,4]rpuazono[4,3-

a]xunokcanuHa (7,6 r, 66%) B BHzIE KEITOTO TBEPIOTO BELIECTBA.

Jroboe ©3 MNPOMEKYTOYHBIX COEIUHEHUH-A MOXKeT OBbITh CBS3aHO C JIFOOBIM U3
MPOMEKYTOUHBIX COSNMHEHHI-B B CTAHIAPTHBIX XUMUYECKUX PEAKIHSIX, KOTOPbIE N3BECTHBI
CHEHMAJTUCTY B JaHHOW OOJIACTH, HANpUMEP Te, KOTOpbIE OMHCAHBI B JTAHHOM JOKYMEHTE

HUKE.

Tpumep 38  8-(3-nuknonponun-5-prop-1H-unnon-7-un)-6-dbrop-1.4.4.9-rerpamerni-4.5-

murunapo-[ 1.2 4lrpuazonol4.3-alxuHokcaanH

4

NH
g A he!
Ak
B pactBop mpome:xkyrounoro coenmHenusi B-7 (0,30 r, 0,923 mmonb, 1 3kB.) B cMecH
tonyos: EtOH (2:1) (9 mn) nobasmsiiu 10% pacteop Na,COs (1,0 M) U 3-UMKJIONPOMIHII-5-
brTop-7-(4,4,5,5-rerpameruin-1,3,2-auokcadoponan-2-wi)-1 H-ungon (mpome:kyTOYHOE
coennHenne A-16) (0,361 r, 1,2 mmonb, 1,3 5KB.) B repMETHYHO 3aKpBITOH HpOOHpKe.

PacTBOp merasupoBanu ¢ momompio Ar B TedueHHe 20 MHUH. C TOCJIEAYIOIINM T00aBICHUEM

Pd(PPh;), (0,053 1, 0,0461 mmounb, 0,05 3KB.), peakIMOHHYIO CMECh KUILSITHIN C OOpaTHBIM
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xononunpHUKoM mpu 110 °C B TeueHue 16 4. Ilocne 3aBeplieHUs peakLUU PEaKLOHHYIO
CMECh BBINIAPUBAIN JOCyXa M OCTaToK pasdaBmsmn ¢ nomouipio EtOAc (50 mo).
Opranudeckuii cyioii mpombBanu Bomod (2 x 30 wmut), comeBbiM pactBopoM (30 wmui),
BRICYIIMBaNKM Haj Oe3BogHbIM Nap,SO4 M pacTBOPUTENHM BbIMAPUBAIN C IMOJYYSCHHEM
HEOYHIEHHOTO MPOAYKTA, KOTOPbIA OYUINAJTH € TIOMOLIBIO KOJIOHOYHON XpomaTtorpaduu Ha
cwiukarene (230-400) (5% MeOH/AXM; s3nauenne Re0,4) ¢ mnonyyenwem 8-(3-
KsIonponui-S-grop- 1H-unnon-7-um)-6-¢prop-1,4,4,9-rerpamernn-4,5-guruapo-
[1,2,4]Tpuazono[4,3-a]Jxunokcanmuna (0,140 r, 36%) B BHIe TPsA3HO-0EJIOr0 TBEPAOTO
BEIIIECTBA.

'H SIMP (400 MI', IMCO-de): § 10,64 (c, 1H), 7,36 (n, 1H), 7,17 (z, 1H), 7,08 (¢, 1H), 6,9
(n, 1H), 6,49 (c, 1H), 2,5 (¢, 3H), 1,98 (c, 3H), 1,93-1,9 (m, 1H), 1,53-1,48 (M, 6H), 0,85 (x,
2H), 0,60 (z, 2H).

Tpumep 49  9-stun-6-grop-1.4.4-rpumermn-8-(1-(mermwicyapbonnn)- | H-uanon-4-un)-4.5-

murunapo-[ 1.2 4lrpuazonol4.3-alxuHokcaanH

O }—'.__N
0\9 NN
=Sy
I =
N
E H

B pactBop npomexyTouHoro coenurerust B-9 (0,25 r, 0,737 mmons, 1 5kB.) B 1,4-110KcaHe

u Bozge (15 mu u 1,5 mn) nobasmsmu CsF (0,336 1, 2,21 MModb, 3 5KB.) U MPOMEKYTOYHOE
coenuHenue A-2 (0,344 r, 1,1 mmors, 1,5 5kB.) B repMeTHYHO 3aKpbITOl podupke. PacTBop
nerazupoBanu Ar B tedeHne 20 muH ¢ nmocnenyromuM npudasnennem Pd(PPhs), (0,043 T,
0,0368 mmoub, 0,05 5kB.). Peakunonnyro cmecek nepementnsanu npu 90 °C B Teuenue 16 u.
Ilocne 3aBepmienust peakuun (orcnexusBanu nocpeactsoM JXX-MC) pacrBopurenu
BBINTAPUBAIIH JJOCYXa M OCTATOK pa3dasinsm ¢ momoursio EtOAc (50 mur). Opranudeckuii cion
npoMbIBaNId BoAoH (2 x 20 mi1), coneBbIM pacTBOpoM (20 MiT), BBICYIIMBAIN HaJ O€3BOJHBIM
Na,SO4 1 pacTBOpHTENb BBIMAPUBAIN C MOJYYEHHEM HEOUHIIEHHOTO MPOAYKTA, KOTOPBIH
OUYHMINAIA C TIOMOLIBKO KOJOHOYHOH xpomarorpadgum Ha cunukarene (230-400) (5%
MeOH/[IXM; 3nHauenune Rg0,4) ¢ mnomyueHuem 9-3tun-6-¢rop-1,4,4-rpumernn-8-(1-
(meruncynbdonmn)-1H-unnon-4-un)-4,5-nqurunpo-[ 1,2,4] rpuazono[4,3-aJxunokcanuna (0,08

T, 24%) B BUAE IPsA3HO-0EIIOr0 TBEPAOTO BEIIECTBA.
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1H SIMP (400 MT'1, IMCO-ds, mpu 100°C): 7,92 (n, 1H), 7,62 (c, 1H), 7,48 (1, 1H), 7,34 (n,
1H), 7,08 (1, 1H), 6,58 (c, 1H), 6,21 (c, 1H), 3,43 (c, 3H), 2,68-2,66(m, 2H), 2,53 (c, 3H),

1,57 (c, 6H), 0,51 (1).

IIpumep 58 8-(1-(2.2-nudropatin)-6-drop- 1 H-unnon-4-un)-6-dprop-9-merokcu-1.4.4-

TpuMetia-4. 5-nurunapo-[ 1.2 4]rpuazonol4.3-a|xuHokcajiug

F

Ny

584
J:H F
B pactBop mnpome:xkyrounoro coeguHenuss B-10 (0,1 r, 0,294 wmmonb, 1 3kB.) u
NpoMe:KyTOYHOro coenmuenusi A-25 (0,115 r, 0,353 mmonb, 1,2 3kB.) B cMecu mpent-
ammioBblid criupt (3 mut)/muokcan (3 mi)/Boma (0,3 mn) gobasmsuim K,CO;s (0,122 1, 0,882
MMOJIb, 3 3KkB.). 3aTteM pactBop aerasupoBaiu (N;) B TedeHne 10 MUH. C TOCIEAYIOLIUM
nobasienneM karajgmsatopa Attaphos (0,011 r, 0,0147 wmmomb, 0,05 »3kB.). 3arem
peakunoHHyO cMech HarpeBanu npu 100 °C B Teuenue 16 u. [Tocne 3aBepmenus (KX-MC)
PEaKIMOHHYI0 CMeCh (UIBTPOBAIM uepe3 Cioil nenuta. PuUabTpaT KOHLUEHTPUPOBAIH TPH
MOHMKEHHOM [IaBJICHUH C TMIOJIy4E€HHEM HEOUYHMINEHHOrO MPOAYKTA, KOTOPBIH OYHINAIN C
nomoteio npenapatusHoi BOXKX ¢ nmonyuernem 8-(1-(2,2-nudropatun)-6-prop-1H-unnon-
4-un)-6-prop-9-merokcu-1,4,4-tpumerni-4,5-nuruapo-[ 1,2,4]tpuazono[4,3-a|xuHoKCcaIHA
(0,071 r, 50%).

1H-AMP (400 MI'; IMCO-dg): 6 7,51 (an, 1H), 7,41 (n, 1H), 7,25 (n, 1H), 7,05 (an, 1H),
6,67 (c, 1H), 6,54-6,27 (m, 2H), 4,71 (tn, 1H), 3,16 (¢, 3H), 2,55 (n, 3H), 1,55 (¢, 3H).

TTpumep 446 8-(1-(>tuncyiasdounn)-6-brop-1H-nunon-4-un)-6.7-nudrop-1.4.4.9-

TerpaMeriyi-4.5-nurunpo-[ 1.2.4]rpuasonof4.3-alXuHOKCaIUH

Lo

0N
\

L

F

N
N N
sy
£ H
B  pactop 8-6pom-6,7-nudrop-1,4,4,9-rerpamermin-4,5-nuruapo-[ 1,2,4]rpuazomno[4,3-

a]xuHOKCaNHa (MpoMexyTouHoe coequHeHue B-38) (0,6 r, 1,75 mmons, 1,0 5kB.) B cMecH

TpeT-aMmuioBbIid crupt: 1,4-nuokcan:H,O (3:2:1) (100 mim) nobasmsmu K,COs (0,725 1, 5,25
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MMOJIb, 3 3KB.) MpH KOMH. Temn. PactBop nerasmpoBamu Ar B TedeHue 20 MUH. C
nocienyoumM — pobasnenneM  1-(3Tuncyibdonnn)-6-prop-4-(4,4,5,5-rerpamerin-1,3,2-
nnokcaboponan-2-un)-1H-unnona (nmpomexyrounoe coegunenne A-8) (0,930 r, 2,63
mmoib, 1,2 3kB.) u Attaphos (0,062 r, 0,0875 mmonb, 0,05 3kB.). 3aTeM peakLIMOHHYIO CMECh
NOMEIIAJIM Ha MPENBAPUTEIbHO HarpeTyro Macisanyto 6anio npu 90 °C B Teuenue 2 4. Ilocne
3aBepmenus: peakunu (orcneskusanu nocpenctsoM TCX u XKX-MC) peaklMOHHYK CMeCh
pasbaBmsiim  Bomo#t (100 ™) w skcrparmpoBanmu ¢ nomombio EtOAc (2x250 wm).
OpraHudeckuii CJIOH MPOMBIBAIH COJIEBBIM pacTBopoM (75 mut), BeicymuBanu Hag Na,SOy,
($uIbTPOBANIM W PACTBOPUTENDL BBIMAPHBAIN NMPH TOHWKEHHOM IaBJICHHUH C IOJYYEHHEM
HEOUMIIIEHHOTO TMPOAYKTa, KOTOPBI CHAayaja OYMIIATUd C TIOMOLIBI0 KOJIOHOYHOH
xpomarorpadpuu ¢ ucnonp3zosanneM MeOH-JIXM B kauectBe smroenrta. Ilocne sToro ero
CHOBa TMOBTOPHO OUHWIIAIA C TOMOIIBIO KOJOHOYHOH xpomartorpaduu Combiflash ¢
UCTIOJIb30BAaHUEM ALIETOHA-TEKCaHa B KAYECTBE HJIIOCHTA. 3aTeM IMPONYKT MPOMBIBAIH 3(HHUPOM
¢ nonydeHreM auctoro 8-(1-(3runcynbdonnn)-6-prop-1H-unnon-4-nn)-6,7-nudprop-1,4,4,9-
terpametun-4,5-nuruapo-[ 1,2,4]rpuazono[4,3-aJxuHokcanuna (0,32 r, 38%) B BUAe Oenoro
TBEPIOrO BEIIECTBA.

'H SAMP (400 MI'y, IMCO-de): & 7,71 (n, 1H), 7,66 (n, 1H), 7,37 (z, 1H), 6,93 (¢, 1H), 6,59
(n, 1H), 3,75 (x, 2H), 2,45 (c, 3H), 1,97 (¢, 3H), 1,57 (¢, 3H), 1,51 (¢, 3H), 1,11 (T, 3H).

Tlpumep 448 6.7-mudrop-1.4.4.9-rerpamern-8-(1-(mermwncyabhonnn)-1H-nanon-4-un)-4,5-

murunpo-[ 1.2 4lrpuaszonol4.3-alx uHOKCAIUH

N’
N&UN
9: O N
N F
F

B pactBop  8-Opom-6,7-mudtop-1,4,4,9-rerpamerun-4,5-nquruapo-[1,2,4]tpuazono[4,3-

a]xuHOKCanuHa (mpome:kyTouHoe coennHenue B-38) (0,05 r, 0,146 mmonb, 1 3kB.) B 1,4-
nuokcane (9 mun) noGasisun CsF (0,067 r, 0,438 mmonb, 3 5kB.) u 1-(MeTrncynbhoHmI)-4-
(4,4,5,5-terpamerun-1,3,2-nruokcadboponan-2-mn)-1H-ungon (npoMe:kyTouHOEe COeIHHEHHE
A-12) (0,07 1, 0,219 mmomb, 1,5 3KB.) B TE€PMETHYHO 3aKpBITOW mnpodupke. Pacteop
JeTa3upoBaU C MOMOIIBIO Ar B Tedenrne 20 MuH. ¢ nochenyromum nqodasnenuem Pd(PPhs),
(0,013 r, 0,0073 wmmomb, 0,05 5kB.). PeakIMOHHYIO CMeCh KHUISTHJIM C OOpaTHBIM
xononunbHUKOM Tipu 110 °C B Teuenue 16 4. Ilocie 3aBeprneHus: peakuu (OTCISKUBAIN

nocpeactsoM XKXX-MC) peakuHOHHYIO CMeCh BBIIAPUBAIM JOCYXa U OCTATOK pa3daBIisif C
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nomompio EtOAc (50 mur). Opranuueckuil cioil mpombiBaiu Bomoi (2x20 M), CONEBBIM
pactBopoM (20 mu), BeICymMBaiu Haa Oe3BoaHbIM NaySO4 U pacTBOPUTENb BBITIAPUBATIH C
NOJY4YeHHEM HEOYMIIEHHOTO MPOAYKTa, KOTOPBIH OYHMINAINM C TOMOINBIO IPernapaTUuBHON
B2XX (5% MeOH/[IXM; 3nauenue Re—0,4) ¢ nonyuenuem 6,7-nudrop-1,4,4,9-rerpamern-
8-(1-(meruncynbponmn)-1H-unnon-4-nn)-4,5-gurunpo-[ 1,2,4]tpuazono[4,3-a]xuHokcanuHa
(0,04 1, 61%) B BUge Genoro TBEPIOTo BEIIECTBA.

'H AIMP (AIMCO-ds) 6= 7,94 (n, 1H), 7,65 (n, 1H), 7,51 (t, 1H), 7,35 (a, 1H), 6,88 (c, 1H),
6,57 (n, 1H), 3,53 (c, 3H), 2,44 (¢, 3H), 1,95 (¢, 3H), 1,58 (¢, 3H), 1,49 (c, 3H).

Tpumep 450 8-(1-uuknonponui- 1 H-uanon-4-un)-6-dbrop-1.4.4-rpumerni-4,5-nuruapo-

[1.2.4]tpuazonol4.3-a]xuaokcanud-9-kapOOHUTP U

= | g
T

B pactop 8-Opom-6-drop-1,4,4-rpumernin-4,5-quruapo-[1,2,4]rpuazono[4,3-a]xuHOKCaNNH-

9-xapOoruTpuia (mpomMexyTouHoe coenunenue B-39) (0,130 r, 0,388 mmonp, 1,00 5kB.) B
cmecu auokcan:soaa (10:1, 10 mm) nobasmsumu CsF (0,176 T, 1,164 mmois, 3,00 5kB.) u 1-
ukJonpomui-4-(4,4,5,5-rerpamerun-1,3,2-nuokcadoponan-2-mn)- 1 H-ungon
(mpome:xyTouHoe coenmHenne A-44) (0,219 r, 0,776 mmomb, 2,00 skB.). PactBOp
JeTa3upoBaU C MOMOIIBIO Ar B Tedenrne 20 MuH. ¢ nochenyromum nqodasnenuem Pd(PPhs),
(0,022 1, 0,019 mmomnb, 0,05 5kB.). 3aTeM peakIIMOHHYIO cMech Harpeau A0 90 °C B TeueHue
16 u. ITocne 3aBepiienust peakuuu (orcaeskuanu nocpenctsoM TCX) peakIMOHHYIO CMECh
¢unbTpoBaNM Yepe3 CIOH LeaWTa W CIOW LenuTa npombiBaid ¢ nomombro EtOAc.
OObenuHeHHbIE OpraHMYECKHWEe CIIOM BBINAPUBAIM TPH TOHMKEHHOM JaBICHHH C
NOJYY€HHEM HEOUHINEHHOTO COEOUHEHHUs, KOTOPOE OUMINAIN C MOMOIIBI IMpernapaTUuBHON
B2XX ¢ mnonyuennem 8-(1-mukionponwi-1H-unnon-4-um)-6-¢Top-1,4,4-rpumernn-4,5-
ourunpo-[1,2,4]rpuazono[4,3-ajxunokcanun-9-kapoouurpuna (0,045r, 28,3%) B BuUOE
0esoro TBepPAOTro BEIIECTRA.

'H AMP (IMCO-d¢) =8 7,71 (n, 1H), 7,52-7,50 (m, 1H), 7,47 (n, 1H), 7,34-7,30 (m, 1H),
7,26-7,25 (m, 1H), 7,13 (c, 1H), 6,42-6,41 (m, 1H), 3,52-3,49 (m, 1H), 2,75 (c, 3H), 1,57 (c,
6H), 1,11-1,08 (m, 2H), 1,02-1,00 (m, 2H).
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Tpumep 455 9-(audropmern)-6-¢grop-8-(6-dhrop-1-(Metuncyasdorun)- | H-uanon-4-mi)-

1.4 4-tpumetui-4.5-murunpo-[ 1.2.4]lrpuasonol4.3-a]XxuHoKCcaIUH

B pacTBop 8-6pom-9-(nudropmernin)-6-prop-1,4,4-rpumernn-4,S-nuruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (mpoMe:kyTouHoe coennnenue B-43) (0,470 r, 1,388
MMOJIb, 1,50 5KB.) B cMecH mpem-aMUIOBbIA ciupT:auokcan:sona (3:2:1, 30 mi) modasmsum
K,CO;3 (0,287 1, 2,082 mmonb, 3,00 5kB.) mpu TeMnepaTrype OKpy»Karomed cpersl. PactBop
Jera3upoBaIv C TIOMOLIBIO Ar B TeueHHe 20 MUHYT C MOCIenyoIuM nodasneHneM 6-¢prop-1-
(Mmeruncynbdonmn)-4-(4,4,5,5-rerpamermn-1,3,2-nuokcadoponan-2-mn)- 1 H-ungona
(mpomexyTounoe coenmnenue A-2) (0,250 r, 0,694 mmoss, 1,00 skB.) u Attaphos (0,025 r,
0,035 mmomnsb, 0,05 3xB.). 3areM peakMOHHYIO cMmech HarpeBanu 10 90 °C B TedyeHue 2 .
ITocne 3aBepenus: peakuuu (orcnesxkuBann nocpenctsoM TCX u KX-MC) peaknoHHYO
cMech pasdaBisuid BOJOM W skcrparmpoBann ¢ nomomnbio EtOAc. Opranwueckwmii Cioi
NPOMBIBAJIM  COJIEBBIM pAcTBOPOM, BbICymMBaiu Haa NapSOs W BbIMapuBalud  MpU
NOHM)KEHHOM [IaBJICHUH C TMOJYYEHHEM HEOUYHINEHHOTO COENUHEHHMsA. JTOT HEOUMIIeHHBINH
MaTepHaj 3aTeM OYMIIAIN MOCPEACTBOM KOJIOHOYHOH XpomaTtorpaguu ¢ HCHOJIb30BAHHEM
MeOH-/IXM B kadecTBe OJJIIOCHTa W IOBTOPHO OYHIIANH TOCPEICTBOM KOJIOHOYHOM
XpoMmarorpaguu ¢ HCIONB30BAHMEM AalETOHA-TEKCAHa B KadecTBE OJIOCHTA. 3aTeM
MOJYYEHHBIH MaTepHajl MPOMBIBAJH MPOCTBHIM 3PUPOM ¢ moiydeHueM 9-(nupropmeTni)-6-
¢dTop-8-(6-pTop-1-(meruncynbdonmn)- 1 H-unnon-4-un)-1,4,4-rpumernn-4,5-guruapo-
[1,2,4]Tpuazono[4,3-a]xunokcanuHa (0,150 r, 42%) B Bune O6enoro TBepaOro BelecTBa.

'H SIMP (IMCO-dg) &= 7,68-7,65 (m, 1H), 7,61 (z, 1H), 7,29-7,26 (v, 2H), 7,18-6,92 (M,
2H), 6,56-6,55 (M, 1H), 3,56 (c, 3H), 1,54 (tunp., 6H); (CH;3- ckprrToiii mukom IMCO).

TTpumep 465 6-dbrop-8-(6-brop-1H-unanon-4-un)-1.4.4.9-rerpamernin-4,5-nuruapo-

[1.2 4]tpuazomno[4.3-a]xuHokcaiud

F

N=(
NN
o
N
F

B cocyn ans MukpoBosiHOBOM 00paboTku oTBemuBanu 6-¢prop-4-(4,4,5,5-terpamermn-1,3,2-



10

15

20

25

126

nuokcabopornan-2-un)-1H-uanon (nmpomexyrounoe coenmnenue A-1) (1445 wr, 0,554
MMOJTb, 2,0 3kB.), 8-Opom-6-dtop-1,4,4,9-rerpamern-SH-[1,2,4]tpuazono[4,3-a]XuHOKCATUH
(mpome:xyTouHoe coexumHeHue B-7) (90,0 mr, 0,277 mmons, 1,0 5kB.) u Ouc(rpu-mpem-
oyrundochun)namnanmii(0) (14,2 mr, 0,028 mmonb, 0,1 skB.). JloOaBisii MarHUTHBIN
NePEMEIIUBAOIINN 3JIEMEHT, COCYJl TePMETH3UPOBAIN M COCY MPOIYBAIHU a30TOM B TCUCHHE
5 muHyT npu nepemernBaand. 3atem pobdasisum TI'® (1,8 mu) u 2 M pacteop Na,COs (0,6
mit) u cMechk Harpesanu 10 60 °C B Teuerne 16 dacos. 3aTeM cMech OXJaKIann oOpaTHO 10
TEMIepaTypbl OKpY’Karolel cpenpl ¢ mocienyromum nodasnerneM XM u Bogel. Cwmech
¢unbTpoBaIM TMOCPEACTBOM TUAPOPOOHOrOo BXOMHOrO (UIBTPA U OPTaHUYECKUH CIIOH
BBINMAPHUBAIN TPH TMOHIWKEHHOM naBieHuH. OcTaBlieecs HEOUYHINEHHOE BELIECTBO 3aTeM
OYHINAIN C UCIOJB30BAHHEM KOJIOHOUHOHW Xpomarorpaduu Ha CHIIMKArejie C IMOJydeHHeM
84,0 wmr (80%) 6-¢rop-8-(6-dprop-1H-urnon-4-un)-1,4,4,9-rerpamernin-4,5-quruapo-
[1,2,4]rpuazono[4,3-a]xuHokcanuHa (mpumep 465) B Buae 6€10ro TBEpAOro BEIeCTBa.

'H SAIMP (IMCO-ds) &: 11,30 (c, 1H), 7,40 (t, 1H), 7,22 (ax, 1H), 7,18 (z, 1H), 6,91 (ax,
1H), 6,46 (n, 1H), 6,19 (1, 1H), 2,50 (c, 3H), 2,05 (¢, 3H), 1,53 (c, 6H).

Tlpumep 466 9-(nudropmernn)-6-dbrop-1.4.4-tpumerun-8-(3-metni-1H-unnazon-7-ua)-4.5-

nurunpo-[ 1.2.4lrpuasonol4,.3-a]xuHoKCcaInH

KOAC/ PdClzldpph Attaphos K;CO, l" O HN—N

u I Jroxeaw 16w 110°C u 90°'C 2w

”N; R s fj& s98e

Tamx 2

B8-43 Cramu 1 2

Craqua 1 B pactBop 8-Opom-9-(mudropmernn)-6-prop-1,4,4-rpumernin-4,5-quruapo-
[1,2,4]rpuazono[4,3-alxuHoKcannHa (MpomMexkyTouHoe coequHeHue B-43) (0,05 r, 0,138
mMmoiib, 1 3kB.) B muokcane (10,0 mu) gobasmsim KOAc (0,041 r, 0,414 mmonb, 3 3KB.) u
ouctmuaakonarogubopasn (0,42 r, 0,166 mmonsb, 1,2 3kxB.) PacTBOp AerasupoBasiv ¢ TOMOIIBO
Ar B teuenue 20 muH. ¢ nocneayroummM nodasnennem PdCly(dppf) - AXM (0,011 r, 0,0138
mMmoJb, 0,01 3kB.). PeakIIMOHHYIO CMeChb KUIATIIIN C OOPaTHBIM XOJOAMIBHUKOM B TEUCHHE
16 u. Ilocne 3amepuieHus: peakuuu (orcinekmanu mnocpenctsoM TCX) pacTtBopurenb
BBINTAPHUBAJIH TP TTOHIKEHHOM JIaBJICHUH C TIOJTYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIH

OYMINAIA C TOMOINBIO KOJOHOYHOH xpomarorpaduu ¢ momyudeHueM 9-(nudropmerin)-6-
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¢dTop-1,4,4-rpumerni-8-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-mn)-4, S-nuruapo-
[1,2,4]rpuazono[4,3-a]xurokcanuna (0,05 r, 89%) B BUae KOPUYHEBOTrO TBEPAOTO BEIECTBA.
Cranus 2 B pacteop 7-6pom-3-metun-1H-urnazona (0,10 r, 0,473 mmorns, 1,0 3kB.) B cmecH
Tper-ammioBbiid criupt:auokcad:H,O (3:2:1) (30 mn) mobasmsamun K,CO; (0,196 T, 1,419
MMOJIb, 3 3KB.) IIPH KOMH. TeMIL. PacTBOp JerasupoBaiii ¢ momMouibio Ar B TedeHne 20 MuH. ¢
MOCTIENYIOLUIUM nobaBieHHEM 9-(mudpropmernn)-6-prop-1,4,4-rpumernn-8-(4,4,5,5-
terpameru-1,3,2-nuokcadboponan-2-un)-4,5-nuruapo-[ 1,2,4]tpuazono[4,3-aJxuHOKCATNHA
(0,231 r, 0,568 mmonb, 1,2 3kB.) u Attaphos (0,017 r, 0,023 mmonb, 0,05 »kB.). 3aTem
PEaKIMOHHYIO CMECh MOMEIIAIN Ha MPEABAPUTENIbHO HArPeTyI0 MaciisiHyto Oanto mpu 90 °C B
teueHue 2 4. Ilocne 3aBepruenust peakuuu (orcnexxkuBain nocpeactsoM TCX u XKX-MC)
PEaKIMOHHYIO CMECh pa30aBJIsII BOLOHW M SKCTparnposaiu ¢ nomousio EA. Oprannueckuii
CJIOH TPOMBIBAIM COJIEBBIM pPACTBOPOM, BhICymuBaimu Han NapSOs, ¢dunsrpoBamu u
pPacTBOPUTENb BBIMAPUBAIN TMPHU TNOHWKEHHOM MAABJICHHH C IOJYyYEeHHEM HEOYHIIEHHOTO
NPONYKTa, KOTOPBIH CHayala OYMINAIM C IIOMOIIBI0 KOJIOHOYHOH Xpomartorpaduu ¢
ucnonpzoBanueM MeOH-/IXM B kauectBe smoeHTa. Ilocie 3Toro ero cHoBa MOBTOPHO
OUUINAJTN ¢ MIOMOIIBIO0 KOJIOHOYHOH xpomarorpaduu Combiflash ¢ ncnons3oBanueM aneroHa-
reKCaHa B KaueCTBE HJIFOCHTA. 3aTe€M MPOAYKT MPOMBIBAIH MPOCTBIM 3(QUPOM C MOTYyUEHHEM
YHCTOIO 9-(mudpropmernn)-6-prop-1,4,4-rpumernn-8-(3-merun-1 H-unnazon-7-um)-4,5-
ourunpo-[1,2,4]rpuazono[4,3-ajxunokcamuna (0,08 r, 40%) B Bume Oenoro TBEPIOro
BEILECTBA.

IH AMP (400 MI'u, IMCO-d6): & 12,55 (c, 1H), 7,72 (n, 1H), 7,26-7,22 (m, 2H), 7,14-7,12
(M, 1H), 7,11-6,82 (M, 2H), 2,51 (c, 3H), 1,54-1,51 (m, 6H).

Tlpumep 481 8-(1-nuxnonponui-1H-unanon-4-mn)-6-drop-N.1.4.4-tretpamerun-4,5-1uruapo-

[1.2 4]tpuazomnol4.3-a]xuHokcaJauH-9-aMHuH

S0
;:H O §N/4

B pacTBop 8-6pom-6-pTop-N, 1,4,4-Terpamernn-4,5-nurunpo-[1,2,4]rpuasomno[4,3-

a|XuHOKCAMH-9-aMuHa (mpoMe:kyTouHoe coennnenue B-46) (0,15 r, 0,44 mmonb, 1 3kB.) B
CMeCH TpeT-aMUJIOBBIA ciupT:nuokcan (2:1) (5,0-2,5 mu) noGasmsmu 2 M pactsop K,COs
(1,0 mn) wu 1-umknonpomnun-4-(4,4,5,5-rerpamerui-1,3,2-grokcaboponan-2-mn)- 1 H-unmon

(mpome:xkyTouHOe coequHeHue A-44) (0,15 r, 0,53 mmons, 1,2 3kB.). PacTBOp merasuposanu
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¢ nomotreio Ar B Tederne 20 MUH. ¢ mocienyromuM podasnenneM Attaphos (0,016 r, 0,02
mmonb, 0,05 skB.). Peakumonnyro cmech HarpeBanu ao 90 °C B Teuenue 16 u. Ilocne
3aBepiueHus peakunu (orcnexusanu nocpeacrsoM TCX) peakImOHHYO cMech (QUIBTPOBAIIH
4yepes CJIOW HenuTa U npoMbiBain ¢ moMmonibio EtOAc. OO0benuHEeHHBI OpraHMYECKUN CIIOH
BBIMIAPUBATIN C MOJYYEHHEM HEOUUIIEHHOTO MPOAYKTA, KOTOPBIA OYHINAIH C IMOMOLIBIO
npenaparusHoii BOXKX (3Hauenune Re0,3: 5% MeOH/IIXM) c¢ mnonydenuem 8-(1-
ukstonponui- 1 H-unnon-4-un)-6-grop-N, 1,4,4-rerpamernn-4,5-nuruapo-
[1,2,4]Tpuazono[4,3-a]xunokcanun-9-amuHa (0,09 r, 49%) B BuAe Oenoro TBEPAOTO
BEILECTBA.

1H AMP (400 MI'u, AMCO-d6): & 7,63-7,61 (m, 1H), 7,40 (g, 1H), 7,31-7,27 (m, 1H), 7,08
(m, 1H), 7,00-6,98 (m, 1H), 6,46 (c, 1H), 6,20 (m, 1H), 4,07-4,05 (m, 1H), 3,48-3,47 (m, 1H)
2,53 (¢, 3H), 2,16-2,14 (M, 3H), 1,58-1,49 (m, 6H), 1,10-1,08 (M, 2H), 0,99-0,98 (M, 2H).

2

TTpumep 483 6-x510p-8-(6-dbTop-1-(MeTuncynsdorun)-1H-uanon-4-un)-9-merokcu-1.4.4-

TpuMetia-4. 5-nurunpo-[ 1.2 4]rpuazonol4.3-a|xuHokcaing

F

e
eSO
X ok
N
Cl
B pacrteop 8-Opom-6-xyi0p-9-metokcu-1,4,4-rpumernn-4,5-nurunpo-[ 1,2,4rpuasono[4,3-
a|xuHOKCaIMHA (MPoMexRyTOUHOe coequnerHue B-47) (0,150 r, 0,42 mmonb, 1 3kB.) B cMecu
Tper-ammioBblid cnupT: anokcan: H,O (3:2:1) (10 mm) pobGasmsamun K,COs (0,174 1, 1,26
MMOJIb, 3 3KB.) U 6-pTop-1-(Meruncynbponmn)-4-(4,4,5,5-rerpamerun-1,3,2-nruokcaboponaH-
2-un)-1H-ungon (mpomexyrounoe coenumnenne A-2) (0,171 r, 0,50 mmonb, 1,2 3kB.).
PacTBOp merasupoBanu ¢ momompio Ar B TedueHHe 20 MHUH. C TOCJIEAYIOIINM T00aBICHUEM
Attaphos (0,015 r, 0,021 mmons, 0,05 3kB.). Peaknuonnyo cmech HarpeBanu no 90 °C B
teuenne 30 wmwmH. Ilocie 3aBepmienmst peakuuu (orcnekmBanu nocpenctsom TCX)
PEaKIMOHHYI0 CMeCh (UIBTPOBAJM Yepe3 CJIOH LeNnTa U CIIOH LeNuTa NPOMBIBAIN C
nomompto EtOAc. OObeOUHEHHBIH OpPraHWYEeCKUH CJIOM BBIMAPUBAIN C MOJYYEHHEM
HEOUHUIIEHHOIO TPOAYKTa, KOTOPBIM OUMINAIN C TOMOIIbI0 mpenaparusHO BIXKX
(3Hauenne Re0,3:  50%  ameron/rekcaH) ¢ moidydeHueM  6-xyop-8-(6-drop-1-
(metuncynbponnn)- 1 H-unanon-4-mun)-9-meroxcu- 1,4,4-rpumernn-4, S-quruapo-

[1,2,4]Tpuazomno[4,3-a]xunokcanuHa (0,05 r, 24%) B BUIe O€IOT0 TBEPAOTO BEIIECTBA.
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1H AMP (400 MI'u, AMCO-d6): & 7,68-7,65 (M, 1H), 7,64-7,63 (M, 1H), 7,40 (c, 1H), 7,33-
7,30 (m, 1H), 6,68-6,67 (m, 1H), 6,33 (c, 1H), 3,56 (c, 3H), 3,21 (¢, 3H), 2,55 (¢, 3H), 1,57 (c,
6H).
TTpumep 490 6-dbrop-8-(7-brop-1H-unanon-4-un)-1.4.4.9-rerpamernin-4,5-nuruapo-

N=(’ "

NQUN

O %

g
Ho ¢

B cocyn ans MukpoBosHOBOM 00paboTku oTBemuBanu 7-¢prop-4-(4,4,5,5-terpamerun-1,3,2-

[1.2 4]tpuazomno[4.3-a]xuHokcajaud

nuokcadoponan-2-un)-1H-unnon (128,5 mr, 0,492 mmons, 2,0 3kB.), 8-6pom-6-¢pTop-1,4,4,9-
terpamerun-SH-[ 1,2, 4]rpuazono[4,3-a]xuHokcanuH (MpoMexyTo4HOe coequHeHue B-7)
(80,0 mr, 0,246 mmonb, 1,0 5xB.) u Pd(PPhs),. [lobaBnsanm MarHUTHBIN NepeMeInnBarO IIUN
3JIEMEHT, COCYJ Te€PMETH3UPOBAIN M COCYJ MPOAYBAJIM a30TOM B TEUYEHHE 5 MHUHYT IpH
nepeMeIIMBaHIN. 3aTeM MociiefoBaTeabHO fodassm Toayou (2,1 mur), EtOH (0,6 mn) u2 M
pactBop Na,COs (0,5 mu). 3atem peakunoHHYI0 cMech Harpesaiu 10 90 °C B Teuenue 16
gacoB. OOecrmeunBaiu OXJAXKACHUE CMECH IO TEMIEpaTypbl OKPYXKAIOLIeH Cpenpl,
pasbasmsiin ee Bomoit u XM u ¢dumbpTpoBamu uepe3 ruapodoOHBIH BXOAHOH (QUIBTP.
Opranuueckuii  COH  BbIMApUBAJU MPH TMOHIKEHHOM JaBIEHHH C  [OJyYEHHEM
HEOUMIIEHHOr0 MaTepHajia, KOTOpPBIH 3aTeéM OYHINAIM IOCPEACTBOM  KOJOHOYHOU
xpomarorpaduu Ha cunmkarene 1 BOXKX ¢ nonyuenuem 6-¢prop-8-(7-prop- 1 H-unnon-4-mn)-
1,4,4,9-rerpamerin-4,5-nurunpo-[ 1,2, 4]tpuazono[4,3-a]xuHokcannaa (mpumep 490) ¢
BbIX0Z10M 71% (66,0 Mr) B Buze 6€J0ro TBEpAOro BEIECTBRA.

'H SIMP (IMCO-ds) &: 11,76 (r, 1H), 7,47 (t, 1H), 7,13 (z, 1H), 7,01 (az, 1H), 6,96 (ax,
1H), 6,42 (n, 1H), 6,27 (m, 1H), 2,49 (¢, 3H), 2,02 (¢, 3H), 1,52 (c, 6H).

IIpumep 500 6.7-mudrop-1.4.4-rpumernn-8-(1-(mermwincyapdhonnn )-1 H-nanon-4-un)-9-

(tpudropmernn)-4.5-nuruapo-| 1.2 4]rpuazonol4,.3-a|xuHOKCaIUH
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B pacTBop 8-6pom-0,7-nudrop-1,4,4-rpumetnn-9-(tpudropmernn)-4,5-nuruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (mpomexkyTouHoe coeauHenne B-50) (0,07 r, 0,17
MMOJIb, | BKB.) B cMecu Tper-amujioBbii criupT:.nuokcan:H,O (3:2:1) (3,0 m:2,0 mm:1 mu)
nobasmsmm K,CO; (0,073 1, 0,53 mmomb, 3 3kxB.) u l-(meruncynbponun)-4-(4,4,5,5-
terpameTui-1,3,2-nnokcadoponan-2-un)-1H-uanon (npomexyrouHoe coeguHeHue A-12)
(0,085 1, 0,26 mmomb, 1,5 3kB.). PacTBOp nmerasuposaju ¢ MOMOIIb0 Ar B TeueHue 20 MUH. €
nocnenyrommm godasnenueMm Attaphos (0,006 r, 0,008 mmonb, 0,05 3kB.). PeakunoHHYyIO
cMmech HarpeBasnu a0 90 °C B teuenme 16 u. Ilocne 3aBepiueHust peakiuu (OTCIEKHUBAIN
nocpencteoM TCX) peakuMOHHYIO cMeCh (DUIBTPOBAIH Yepe3 CIIOW LEINTa U TIPOMBIBAJIU C
nomompto EtOAc. OObeOUHEHHBIH OpPraHWYEeCKUH CJIOM BBIMAPUBAIN C MOJYYEHHEM
HEOUHUIIEHHOIO TPOAYKTa, KOTOPBIM OUMINAIN C TOMOIIbI0 mpenaparusHO BIXKX
(3Hauenne Rg-0,3: 50% aneron/rekcaH) ¢ monydeHueMm 6,7-mudTop-1,4,4-rpumernin-8-(1-
(metuncynbponnn)- 1 H-uanon-4-un)-9-(tpupropmernn)-4,5-guruapo-[ 1,2,4|rpuazono[4,3-
a]xunokcanuna (0,037 r, 39%) B Bune 6e10ro TBEpAOro BEUIECTRA.

IH AMP (400 MI'u, IMCO-d6): 6 8,00-7,98 (m, 1H), 7,61 (c, 1H), 7,51-7,47 (m, 1H), 7,38
(c, 1H), 7,25 (¢, 1H), 6,63 (c, 1H), 3,46 (c, 3H), 2,49 (c, 3H), 1,85 (c, 3H), 1,40 (¢, 3H).

Tpumep 518 6.7-mudrop-8-(6-dbrop-1-(metrncyasdorun)-1H-uanon-4-un)-1.4. 4-tpumeTni-

9-(tpudropmernn)-4.5-nurunpo-[1.2.4]rpuasonol4.3-alxusokcajny

B pacTBop 8-6pom-6,7-nudrop-1,4,4-rpumetun-9-(tpudropmernn)-4,5-nuruapo-
[1,2,4]Tpuazono[4,3-a]JxuHokcanuHa (mpomexkyTouHoe coeauHenne B-50) (0,07 r, 0,17
MMOJIb, 1 3KB.) B cMeCH TpeT-aMIioBbIi criupt:auokcad (1:1) (2,5 mn-2,5 mu) nobasnsmu
K,CO3 (0,073 1, 0,53 mmonb, 3 3kB.) u 6-pTop-1-(Metuncynbshonmn)-4-(4,4,5,5-rerpameTin-
1,3,2-nuokcadoponan-2-un)-1H-ungon (mpomexyrounoe coeamnenue A-2) (0,09 r, 0,26
MMOJTb, 1,5 3kB.). PacTBOp nerasupoBaiu ¢ mOMOIIbi0 Ar B TeueHHe 20 MUH. ¢ TIOCTIEAYIOITUM
nobasierrem X-phos (0,017 r, 0,035 mmouns, 0,2 3xB.) u Pdy(dba); (0,016 T, 0,017 mmouns, 0,1
9KB.). PeakiMOHHYIO CMECh KUIISTIIIN ¢ 00paTHBIM XoJoamibHUKoM ripu 90 °C B Teuenne 16
4. Ilocne 3aBepmeHust peakumu (oTcnexkuBanu nocpenctsoM TCX) peakIOHHYIO CMeCh
buapTpoBANM uepe3 CION nenuta U TnpombiBaid ¢ momombio EtOAc. OObenuHeHHBIN

OpraHUYeCKUN CJIOH BBINAPUBAIM C TOJYYEHHEM HEOYMINEHHOIO MpPOAYKTa, KOTOPBIA



10

15

20

25

30

131

OYMINAIHA ¢ ToMolIbi0 mnpenapatuBHoi BOXX (3Hauenme Re-0,3: 50% auerton/rekcan) c
nojydenuem 6,7-nugrop-8-(6-¢prop-1-(meruncynsponnn)- 1 H-uanon-4-mn)-1,4,4-rpumern-
9-(tpudropmermn)-4,5-nurunpo-[ 1,2,4]rpuazono[4,3-a]xunokcanuna (0,037 r, 37%) B BUnE
0esoro TBepPAOTro BEIIECTRA.

'H SIMP (400 MI', IMCO-ds): & 7,77 (n, 1H), 7,63 (n,1H), 7,28-7,34 (m, 2H), 6,64 (¢, 1H),
3,51 (¢, 3H), 2,47 (¢, 3H), 1,77 (¢, 3H), 1,38 (S, 3H).

TIpumep 520 4-(6.7-nudrop-1.4.4.9-rerpamerii-4.5-nurunpo-[ 1.2 4lrpuazono[4.3-

alxuHokcanus-8-mun)- 1 H-unnon-7-kapOboHUuTpua

//N

N
NaUN
l O NH
N F
F

B cocyn mms MukpoBojgHOBOH 00paboTku oreBemuBain 8-Opom-6,7-mudrop-1,4,4,9-
terpamernn-SH-[ 1,2, 4]rpuazono[4,3-a]xuHokcanuH (mpoMe:kyToO4uHoe coennHeHue B-38)
(60,0 mr, 0,175 mmonb, 1,0 3kB.), 4-(4,4,5,5-Terpamernn-1,3,2-nuokcadoponan-2-mn)-1H-
UHJIOJI-7-KapOOHUTPUI (MpoMeKyTOuUHOe coequHeHue A-75) (93,8 wmr, 0,350 mmons, 2,0
3kB.), Pdadbas (16,0 mr, 0,018 mmons, 0,1 3xB.) u X-Phos (16,9 mr, 0,036 mmonsb, 0,2 5kB.).
3areM 100aBISITH MAarHUTHBIHA MTEPEMEIINBAIOLIHHA JIEMEHT U COCY[ T€PMETHU3UPOBAIH. 3aTeM
COCYIl BaKyyMHPOBAIM W OOpaTHO 3aloONHSUIM a30TOM TPU pa3a C TMOCIEAYIOIINM
nobasnennem 1,4-nuokcana (1,3 mi), mpem-amunosoro crupta (1,3 M) u 2 M K,CO; (0,4
MI). 3aTeM pEeakIMOHHYI0 cMechb 0apOOTHpOBaiM a30TOM B YCIOBUSIX O0pabOTKH
YIBTPa3BYKOM C TocienyromuM HarpesoM 1o 60 °C B TeueHHe 4YeTBIpEX 4YacoB.
ObecneunBany OXJAXIEHHE CMECH IO TEMIIepPaTypbl OKpYy)Karowell cpenbl, pa3OaBisuiu ee
Bomoit u JIXM u ¢unprpoBanu yepe3 ruapodobHbIil BxogHoH GuibTp. OpraHndeckuil Cion
BBIMIAPUBAIM TIPU TOHWKEHHOM JAaBJICHHHM C TMOJyY€HHEM HEOUHIIEHHOTO MaTepuala,
KOTOPBII 3aT€M OYHINAIHM IOCPEACTBOM KOJIOHOYHOW XpomaTorpaduu Ha CHIIMKarejae M
B2XX ¢ nonayuenunem 4-(6,7-nudrop-1,4,4,9-rerpamerun-4,5-qurunpo-[ 1,2,4|rpuazono[4,3-
a]xunokcanuH-8-mn)-1H-unnon-7-kapborurpuna (mpumep 520) ¢ Bexonom 76% (54,0 mr) B
Buie OEJI0ro TBEPAOTo BEIECTBRA.

'H AMP (IMCO-ds) &: 12,20 (¢, 1H), 7,72 (n, 1H), 7,57 (t, 1H), 7,22 (z, 1H), 6,90 (z, 1H),
6,36 (ox, 1H), 2,45 (¢, 3H), 1,95 (c, 3H), 1,59 (c, 3H), 1,50 (c, 3H)
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B crenyromux Tabnmumax 3, 4 m 5 KpaTKO H3JIOXKEHO, KaKk ObUIM TOJy4YEHBbI OCTaJIbHbIE

OPUMEPBHI.
Tabmuna 3

Ip. Ne | Opomexyrou | Cunres Beixox | 'H-IMP
HbIE aAHAJTO- (%
COCANMHCHUSA THYHO MO.]IL)

48 ITpomex. Ip. 49 31% 1H AMP (400 MI'u, AMCO-ds, mpu 100°C): 7,68 (a, 1H), 7,63
coem.-A-2  + (c, 1H), 7.24 (n, 1H, J=10,16 T'w), 7.11 (a, 1H), 6,57 (c, 1H),
ITpomex. 6,26 (c, 1H), 3,48 (c, 3H), 2,69-2,67(M, 2H), 2,53 (c, 3H), 1,57
coen.-B-9 (c, 6H), 0,54 (1, 3H).

53 ITpomex. Ip. 49 15% 1H SIMP (400 MI'y, AMCO-dg, mpu 100°C): 8,33 (c, 1H), 7,73
coem.-A-23 + (m, 1H, J=9,0 Tw), 7.4 (a, 1H), 7.2 (x, 1H), 6,36 (c, 1H), 3,53 (c,
ITpomex. 3H), 2,74-2.66 (m, 2H), 2,56 (c, 3H), 1,38 (c, 6H), 0,56 (1, 3H).
coen.-B-9

54 ITpomex. Ip. 49 40% H aMmP (400 MTI', IMCO-dy): 6 7,44-7.38 (M, 2H), 7.24 (7,
coem.-A-24 + 1H), 7.0 (mx, 1H), 6,67 (¢, 1H), 6,33 (a, 1H), 4,33 (1, 2H), 3,67
ITpomex. (t, 2H), 3,24 (c, 3H), 3,16 (c, 3H),2,55 (c, 3H),1,55 (c, 6H).
coen.-B-10

55 ITpomex. Ip. 49 63% H aMmP (400 MTI', IMCO-dg): 6 7,40-7.39 (M, 2H), 7.23 (m,
coem.-A-20 + 1H), 7.0 (am, , 1H), 6,67 (c, 1H), 6,33 (a, 1H), 4,9 (1, 1H), 4,22
ITpomex. (t, 2H), 3,74 (x, 2H), 3,17 (¢, 3H), 2,56 (c, 3H),1,55 (c, 6H).
coen.-B-10

56 ITpomex. Ip. 49 34% "H aMP (400 MTI'u, AMCO-d¢): 6 7,68-7,62 (M, 2H), 7,33-7,26
coem.-A-2  + (M, 2H), 6,66 (c, 1H), 6,69 (a, 1H), 3,56 (c, 3H), 3,18 (c, 3H),
ITpomex. 2,57 (¢, 3H),1,55 (c, 6H).
coen.-B-10

57 ITpomex. Ex.49 33% H aMmP (400 MI', IMCO-dy): 6 7,89 (a, 1H), 7.62 (m, 1H),
coem.-A-12 + 7.48 (n, 1H), 7,38 (a, 1H), 7.23 (a, 1H), 6,69 (a, 1H), 3.5 (c,
ITpomex. 3H), 3.14 (c, 3H), 2,57 (c, 3H),1,55 (c, 6H).
coen.-B-10

59 ITpomex. Ip. 49 20% "H ssmP (400 MI'u, IMCO-dy): 6 7,66 (ux, 1H), 7,63 (a, 1H),
coem.-A-2  + 7.31-7,36 (M, 1H), 7,19 (7, 1H), 6,55-6,56 (M, 2H), 3,56 (¢, 3H),
ITpomex. 2,18 (c, 3H), 1,95 (m, 1H), 1,50 (ump., 6H), 1,08 (mmmp., 4H).
coen.-B-11

60 ITpomex. Ip. 49 26% H aMmP (400 MI', IMCO-dg): 6 7,88 (a, 1H), 7.62 (m, 1H),
coem.-A-12 + 7.46 (1, 1H), 7,33-7.35 (m, 1H), 7,16 (a, J = 10,4 T'n, 1H), 6,55
ITpomex. (m, 1H), 6,50 (¢, 1H), 3,50 (c, 3H), 2,15 (c, 3H), 1,90 (M, 1H),
coen.-Bl1 1,50 (map., 6H), 1,07-1,11 (M, 4H).

61 ITpomex. Ip. 49 27% H aMmP (400 MTI', IMCO-dy): 6 7,38-7.40 (M, 2H), 7.15 (m,
coem.-A-20 + 1H), 6,96 (a, 1H), 6,46 (c, 1H), 6,16 (x, 1H), 4,90 (1, J =52 T'm,
ITpomex. 1H), 4,21 (1, 2H), 3,73 (x, 2H), 2,19 (c, 3H), 1,92 (M, 1H), 1,50
coen.-B-11 (mmp., 6H), 1,07-1,12 (M, 4H).

62 ITpomex. Ip. 49 29% "H saMP (400 MTI'u, IMCO-de): 6 10,61 (c, 1H), 7,26 (ax, 1H),
coem.-A-15 + 7.15-7,18 (m, 2H), 6,93 (n, 1H), 6,46 (c, 1H), 2,25 (c, 3H), 2,07-
ITpomex. 2,08 (M, 4H), 1,51 (mmmp., 6H), 1,09 (ump., 4H).
coen.-B-11

63 ITpomex. Ip. 49 20% "H saMP (400 MTI'u, IMCO-dg): 6 10,61 (c, 1H), 7,26 (ax, 1H),
coem.-A-2  + 7.15-7,18 (m, 2H), 6,93 (n, 1H), 6,46 (c, 1H), 2,25 (c, 3H), 2,07-
ITpomex. 2,08 (M, 4H), 1,51 (mmmp., 6H), 1,09 (ump., 4H).
coen.-B-12

64 ITpomex. Ip. 49 26% H aMmP (400 MI', IMCO-dg): 6 7,88 (a, 1H), 7.62 (m, 1H),
coem.-A-22 + 7,46 (1, ] =80T, 1H), 7,33-7,35 (M, 1H), 7,16 (1, ] = 10,4 T',
ITpomex. 1H), 6,55 (x, 1H), 6,50 (c, 1H), 3,50 (c, 3H), 2,15 (c, 3H), 1,90
coen.-B-12 (m, 1H), 1,50 (mmp., 6H), 1,07-1,11 (M, 4H).

65 ITpomex. Ilp. 49 27% H aMmP (400 MTI', IMCO-dg): 6 7,38-7.40 (M, 2H), 7.15 (x,
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coen-A20 + 1H), 6,96 (1, J = 10,0 T, 1H), 6,46 (c, 1H), 6,16 (x, 1H), 4,90
TTpomMesK. (r, TH), 4,21 (v, 2H), 3,73 (x, 2H), 2,19 (c, 3H), 1,92 (v, 1H),
coex.-B-12 1,50 (mmp., 6H), 1,07-1,12 (v, 4H).

66 TIpoMerK. Tip. 49 29% TH AIMP (400 MT'w, IMCO-de): & 10.61 (c, 1H), 7.26 (xx, 1H),
coen-A-15 + 7.15-7.18 (m, 2H), 6,93 (1, 1H), 6,46 (c, 1H), 2.25 (c, 3H), 2,07-
TTpomMesK. 2,08 (m, 4H), 1,51 (mmp., 6H), 1,09 (mmp., 4H).
coen.-B-12

Tabmuna 4
Cun-
Brixona
IIp. | IIpomexyTouHbIC TE3 (% m/z - STMP
Ne COeTUHECHUS AHAJIO MOJIB) [M+1]
THYIHO
H SIMP (IMCO-dy) &: 7,54 (v, 1H), 7,41 (g, 1H),
Mpomesx. coen-B-7 | 723 (am, 1H), 7,13 (x, 1H), 7,02 (1, 1H), 6,44 — 6,40
300 | + ITpomesx. coe.-A- 461’5' 22% o, TH), 621 — 6,17 (v, 1H), 4,38 (1, 2H), 3,70 (r,
43 2H), 3,25 (1, 3H), 2,50 (c, 3H), 2,03 (c, 3H), 1,55 —
1,51 (v, 6H)
IIpomex. coen.-B-7
* l(;thTSHg_"" 'H AMP (IMCO-d,) &: 7,86 (c, 1H), 7.68 (1, 1H),
2, Tlp. . 7.49 (an, 1H), 7.20 (n, 1H), 7.16 (x, 1H), 6,51 (c,
304 " 3T§]T£;f$:g(;pon 490 7% 1H), 4,10 (c, 3H), 2,52 (c, 3H), 2,04 (c, 3H), 1,53 (c,
an-2-un)-1H- 6H)
HHIA30J1
H AMP (IMCO-d) &: 7,61 (am, 1H), 7.38 (1, 1H),
Tpomer coen-B7 | 7.27 (an, 1H), 7,11 (1, 1H), 7,08 — 7,03 (v, 1H), 6,42
305 | +Tpomes. coen-A- | 6"5' 88% (1, 1H), 6,15 (a1, 1H), 2.49 (c, 3H), 2,02 (c, 3H),
44 1,52 (c, 6H), 1,34 — 1,25 (v, 1H), 1,13 — 1,05 (m,
2H), 1,02 — 0,96 (m, 2H)
TH AMP (IMCO-do) &: 7.91 (x, 1H), 7.66 (x, 1H),
308 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 0% 748 (an, 1H), 7,31 (x, 1H), 7,15 (x, 1H), 6,55 (n,
5 465 1H), 6,50 (x, 1H), 3,51 (c, 3H), 2.84 (c, 2H), 2,01 (c,
3H), 1,75 — 1,34 (M, 6H), 1,29 (1, 3H)
TH SIMP (IMCO-de) 5: 10,59 (x, 1H), 7.27 (mx, 1H),
316 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 80% 721 - 7,12 (m, 2H), 6,90 (x, 1H), 6,45 (1, 1H), 2,86
s 465 (c, 2H), 2,27 (x, 3H), 1,98 (c, 3H), 1,69 — 1,39 (m,
6H), 1,29 (r, 3H)
H SAIMP (IMCO-d) &: 7,53 (am, 1H), 7.41 (x, 1H),
Tpoves. coen-B-30 | 1 7.22 (an, 1H), 7,12 (n, 1H), 7.01 (n, 1H), 6,41 (x,
322 | +Tlpomer coen-A- | 6135' 66% 1H), 6,16 (M., 1H), 4,37 (r, 2H), 3,70 (1, 2H), 3,25
43 (1, 3H), 2,84 (c, 2H), 2,02 (c, 3H), 1,52 (c, 6H), 128
(r, 3H)
H AMP (IMCO-dy) &: 7.69 — 7,67 (w, 1H), 7.66 (1,
323 ?%’;ﬁ)eh’fé;"sgéf_i? Tlp. 820 1H), 7.27 (x, 1H), 7,19 (x, 1H), 6,54 (1, 1H), 6,53
5 o 465 (am, 1H), 3,56 (c, 3H), 2.83 (c. 2H), 2,03 (c, 3H),
1,74 — 1,33 (v, 6H), 1,28 (, 3H)
TH AMP (IMCO-d.) & 7,60 (x, 1H), 7.44 (x, 1H),
326 Pﬁ%ﬁ;’g;‘ﬁa % /Z_ Tlp. 2% 7,27 (an, 1H), 7,14 (x, 1H), 7,08 — 7,04 (v, 1H), 6,51
" 490 ~ 6,30 (m, 2H), 6,27 (xx, 1H), 4,73 (1, 2H), 2,50 (c,
3H), 2,02 (¢, 3H), 1,52 (c, 6H)
Mpoveic coenB7 | 1 TH AMP (IMCO-dg) o: 8.47 — 8,43 (v, 1H), 7.72
340 | +Tpowex. coen-A- | 6"5' 7% (am, 1H), 7,47 (ux, 1H), 7,29 (an, 1H), 6,63 (x, 1H),
23 3,57 (m, 3H), 2,54 (n, 3H), 2,08 (c, 3H), 1,53 (c, 6H)
349 | Ipomex coen-B-7 | Ip. 57% TH IMP (JIMCO-dg) & 7.89 (n, 1H), 7.65 (x, 1H),




134

Cun-
Brixona
p. IpomexyTounbie TE3 (% m/z - STMP
Ne COeTUHECHUS AHAJIO MOJIB) [M+1]
THYIHO
+ [pomerk. coca-A- | 465 7,54 — 7.46 (m, 1H), 7.35 (x, 1H), 7.17 (x, 1H), 6,66
45 (x. 1H), 6,51 (1, 1H), 6,07 (x, 2H), 2,50 (c, 3H), 2.01
(c, 3H), 1,58 (c, 3H), 148 (c, 3H)
T
. H AMP (IMCO-d,) 5: 7,90 (M., 1H), 7,65 (M, 1H),
Tpovex. coen-B-7-\ = ) 747 (M., TH), 7,31 (M, 1H), 7,17 (M., 1H), 6,58 (M,
350 | +IIpomex. coen.-A- 56%
Pt 465 1H), 6,50 (1, 1H), 3,66 (Mg, 2H), 2,50 — 2.49 (v, 3H),
2,00 (c, 3H), 1.45 (c, 6H), 1,10 (v, 3H)
Hﬂ";‘“_‘f\j}‘é;‘l’ﬂﬁ 7 - 'H AMP (IMCO-d,) &: 12,56 (c, 1H), 7,74 (an, 1H),
352 S 461’5' 20% 7.26 (m, 1H), 7.20 — 7,12 (v, 2H), 6,47 (d, 1H), 2,55
Aasor (c, 3H), 2,53 (c, 3H), 1,97 (c, 3H), 1,53 (c, 6H)
OOPOHOBAA KHCIOTA
IIpomesx. coen.-B-30
+ 3-MeTHI-T- 'H AMP (IMCO-ds) 5: 10,47 (x, 1H), 7.51 (z, 1H),
355 (4,4,5,5- Tlp. 81, 7.14 — 7,06 (m, 3H), 6,99 (x, 1H), 6,40 (x, 1H), 2,93
Tetpaverna-132- | 465 ° ~ 278 (w, 2H), 2.29 (g, 3H), 196 (c, 3H), 1,67 —
JHOKCAa00poIaH-2- 1,43 (m, 6H), 1,28 (1, 3H)
wn)-1H-usmon
H AMP (AMCO-dg) &: 7,90 (x, 1H), 7.64 (g, 1H),
Mpowesx. coen-B7 | 747 (zx, 1H), 731 (z, 1H), 7.18 (1, 1H), 6,58 (1,
366 | +Tlpomen coen-A- |, M. 97% 1H), 6,50 (1, 1H), 3,84 (M., 1H), 2,50 (c, 3H), 2,00
30 (c, 3H), 1,64 — 1.42 (v, 6H), 1,23 (c, 3H), 1,22 (c,
3H)
T
H AMP (IMCO-dy) 6: 8.42 (x, 1H), 7.75 — 7,70 (M,
374 131%‘[’1‘?;;;05;']3_'2? Tlp. 850, 1H), 7.49 — 7.44 (w, 1H), 7,29 (a, 1H), 6,62 (1, 1H),
P 0 & 465 ° 3,57 (c, 3H), 2,94 — 2,80 (v, 2H), 2,10 — 2,06 (m,
3H), 1,67 — 1.42 (v, 6H), 1,30 (1, 3H)
H AMP (AMCO-dg) &: 7,52 (x, 1H), 7.45 (g, 1H),
Mpowesx. coen-B7 | 7.23 (ax, 1H), 7,13 (g, 1H), 7.02 (1, 1H), 6,42 (1,
375 | +Tipomenc coen-A- |, b 67% 1H), 6,20 — 6,13 (v, 1H), 430 (1, 2H), 2,65 (1, 2H),
46 2,49 (x, 3H), 2.21 (x, 6H), 2,03 (c, 3H), 1,57 — 1,48
(v, 6H)
T
H AMP (IMCO-d) &: 8,45 (c, 1H), 8,03 (g, 1H),
s7g | +oouenc OB 1 Tp | g, 7.73 (aa, TH), 746 (a, 1H), 7.25 (2. 1H), 6.58 (a.
P s & 465 ° 1H), 3,53 (c, 3H), 2,52 (g, 3H), 2,05 (c, 3H), 1,54 (c.
6H)
T
H AMP (IMCO-d;) &: 841 (x, 1H), 8,02 (g, 1H),
sgo | oMK LB | o, 7.73 (un, 1H), 746 (1. 1H), 7.24 (2. 1H), 6,57 (x
P s & 465 ° 1H), 3,53 (x, 3H), 2.86 (c, 2H), 2,04 (c, 3H), 1,72 —
1,38 (v, 6H), 1,30 (1, 3H)
H SIMP (AMCO-de) &: 7.95 (am, 1H), 7,66 (am, 1H),
Mpowesx. coen-B7 | 7,50 — 7.44 (m, 1H), 7,31 (z, 1H), 7,18 (g, 1H), 6,58
391 | +Tlpomenc coen-A- |, M. 86% (ax, 1H), 6,50 (x, 1H), 3,15 (M., 1H), 2,53 — 2.47 (m,
48 3H), 2.01 (¢, 3H), 1,53 (m, 6H), 1,33 — 1,25 (1, 2H),
1,15 — 1,07 (m, 2H)
1
N H AMP (IMCO-ds) 5: 7.43 (x, 1H), 7.42 — 7.38 (M,
164 Pﬁ‘”ﬁ;’g;‘;@ B_ :_ Tlp. 130 1H), 7,13 (x, 1H), 6,55 (x, 1H), 6,28 — 6,18 (v, 1H),
P 2 & 465 ° 423 (1, 2H), 3,76 (M., 2H), 2,67 (c, 2H), 2,54 (c,
3H), 1,78 — 1,35 (v, 6H), 0,49 (1, 3H)
T
H AMP (IMCO-d) o: 8,52 (c, 1H), 7.72 (zx, 1H),
167 131%‘[’1‘?;;;055:3_'1? Tlp. 500 7,52 (c, 1H), 7,29 (x, 1H), 6,64 (x, 1H), 3,57 (c, 3H),
P 0 & 465 ° 2,65 (c, 3H), 2,02 (c, 1H), 1,80 (c, 3H), 1,19 (c, 3H),
0,65 (c, 1H), 0.25 (c, 1H), -0.20 (x, 2H)
Tpomex coenB7 | 1 H AMP (IMCO-d,) o: 11,24 (c, 1H), 7.44 (x, 1H),
468 + HHIOT-4- s 6"5' 99% 740 (1, 1H), 7,18 (1, 1H), 7,14 (z, 1H), 6,99 (1, 1H),

OOPOHOBAA KHCIOTA

6,40 (o, 1H), 6,19 (an, 1H). 2.50 (g, 3H). 2.03 (c
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Cun-
Brixona
IIp. | IIpomexyTouHbIC TE3 (% m/z - STMP
Ne COeTUHECHUS AHAJIO MOJIB) [M+1]
THYIHO
3H), 1,53 (c, 6H)
H AMP (IMCO-ds) &: 11,19 (c, 1H), 7.44 (x, 1H),
160 Hpm‘f;‘;;(‘)’;ﬁ:B'lo Tlp. 19 737 (v, 1H), 7,23 — 7,15 (m, 2H), 7.10 (1, 1H), 6,57
soporosas xnenora | 463 (. 1H), 6,35 (1, 1H), 3,13 (c, 3H), 2,57 (c, 3H), 1,56
(c. 6H)
H AMP (AMCO-ds) &: 11.26 (c, 1H), 7.38 (r, 1H),
470 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 250 7.25 (x, 1H), 7.22 (nx, 1H), 6,99 (nx, 1H), 6,64 (1,
| 465 é% 6,35 (1, 1H), 3,16 (c, 3H), 2,57 (c, 3H), 1,56 (c.
H AMP (OMCO-dy) &: 7.69 — 7.63 (M, 2H), 7.47 —
Tpover. coen-B-45 | 723 (v, 1H), 7,19 (1, 1H), 6,69 — 6,64 (v, 1H), 6,56
471 | +Tlpomer coen-A- | 6"5' 67% (. 1H), 3,54 (c, 3H), 2,61 (c, 3H),2,08-1.82 (v, 1H),
2 1,79 (¢, 3H), 118 (c, 3H), 0,62 (c, 1H), 0,21 (c, 1H),
-0.,19 (z, 2H)
Ipomexx. coen.-B-45 1
e H AMP (IMCO-ds) 8: 10,49 (c, 1H), 7,50 (z, 1H),
(4455 b 727 - 6,70 (m, 4H), 6,42 (1, 1H), 2,64 (c, 3H), 2,30
72| el 0. | 465 63% (c, 3H), 2,04-1,86 (v, 1H), 1,79 (c, 3H), 1,19 (c, 3H),
AOXCABOpOTAR2- 0,55 (c, 1H), 0,06 (c, 1H), -0,14 — -0,34 (v, 2H)
wn)-1H-usmon
ITpomesx. coen.-B-10
+ 4-(TeTpaMeTHI-
1,3.2- - 'H AMP (IMCO-d,) &: 11,64 (c, 1H), 7.78 (x, 1H),
473 | mwoxcabopoman-2- | 6"5' 68% 7.64 (1, 1H), 7.36 (1, 1H), 7.28 (1, 1H), 6,67 (z, 1H),
H1)-6- 6,47 (1, 1H), 3,15 (c, 3H), 2,57 (¢, 3H), 1,57 (c, 6H)
(TpudTopmeTH)-
1H-mHm0I
H SIMP (AMCO-ds) &: 7.89 (x, 1H), 7.64 (g, 1H),
Tpover. coen-B-45 | 7.48 (1, 1H), 7,36 (c, 1H), 7,15 (x, 1H), 6,67 (z, 1H),
474 | + [Ipomex. coex.-A- 461’5' 45% 6,51 (x, 1H), 3.49 (c, 3H). 3,35 (c, 1H), 2.61 (c, 3H),
12 1,79 (c, 3H), 118 (c, 3H), 0,60 (c, 1H), 0,13 (c, 1H),
-0,20 (c, 2H)
H AMP (AMCO-dg) &: 7.16 (x, 1H), 7.15 (g, 1H),
75 Pﬁ%ﬁ;ﬁ;ﬁig % /Z_ Tlp. 01% 6,48 (x, 1H), 7,72 (x, 1H), 7.55 (. 1H), 6,52 (mx,
54 465 1H), 3,48 (c, 3H), 2,52 (c, 3H), 2,50 (c, 3H), 2,01 (c.
3H), 173 — 1,17 (m, 6H)
H AMP (AMCO-dy) &: 7.72 (M, 1H), 7.53 (x, 1H),
76 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 3% 723 (v, 1H), 7.21 (x, 1H), 6,66 (1, 1H), 6,63 (a1,
54 465 1H), 3,47 (c, 3H), 3.16 (c, 3H), 2,58 (c, 3H), 2,53 (c.
3H), 1,56 (c, 6H)
IIpomex. coen.-B-7
+4-(4.4.5,5- 'H AMP (IMCO-de) 5: 11,84 — 11,80 (v, 1H), 7,95
477 | Teaverni-132- | Tip, 7% (x 1H), 7,71 (v, 1H), 7.38 (x, 1H), 7.20 (a, 1H), 6,50
JHOKcaBopomaH-2- | 465 (x. 1H), 6,34 (1, 1H), 2,51 (c, 3H), 2,02 (c, 3H), 1,55
un)-1H-ungon-6- — 1,49 (M, 6H)
KapOOHHUTPHI
H IMP (AMCO-de) &: 10,56 (1, 1H), 7,36 (am, 1H),
8 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 18% 7.22 (n, 1H), 7,08 (1, 1H), 6,98 (a1, 1H), 6,64 (1,
e 465 1H), 3.18 (1, 3H), 2,57 (c, 3H), 1,92 (M., 1H), 1,56
(c, 6H), 0,86 (M., 2H), 0,66 — 0,55 (v, 2H)
H AMP (IMCO-d;) 5 7,48 (mx, 1H), 7.38 (x, 1H),
184 Pﬁ%ﬁ;ﬁ;ﬁig % /Z_ Tlp. 540 7.25 (xa, 1H), 7,12 (g, 1H), 7,06 — 7,00 (v, 1H), 6,42
% 465 (x. 1H), 6,18 (mn, 1H), 3.84 (c, 3H), 2.49 (c, 3H),
2,02 (c. 3H), 1,52 (c, 6H)
485 | Tlpomesk. coen.-B-10 | Tlp. 52% H AMP (IMCO-ds) &: 7.47 (. 1H), 7.35 (. 1H).
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Cun-
Brixona
IIp. | IIpomexyTouHbIC TE3 (% m/z - STMP
Ne COeTUHECHUS AHAJIO MOJIB) [M+1]
THYIHO
+ Ipomek. coen-A- | 465 725 (am, 1H), 7.19 (x, 1H), 7.14 (ax, 1H), 6,58 (%,
59 1H), 6,33 (x1, 1H), 3,83 (c, 3H), 3,12 (c, 3H), 2,57
(¢, 3H), 1,56 (c, 6H)
ITpomesx. coen.-B-10
+7-grop4-(4.455- | L 'H SAIMP (IMCO-d;) &: 8,06 (an, 1H), 7,30 (1, 1H),
489 | tetpamerun-13,2- 461’5' 36% 7.28 (1, 1H), 7,19 (mx, 1H), 6,69 (c, 1H), 3.13 (c,
JHOKCAa00poIaH-2- 3H), 2.61 (c, 3H), 1,56 (c, 6H)
um)-1H-uamazon
TH AMP (IMCO-do) &: 7.90 (x, 1H), 762 (x, 1H),
Mpover. coen-B-25 | 7.46 (1, 1H), 7,30 (x, 1H), 7,17 (, 1H), 6,58 (1, 1H),
491 | +Tpowex. coen-A- | 6135' 57% 6,50 (1, 1H), 3,61 (1, 2H), 2,50 (c, 3H), 2,01 (c, 3H),
53 1,77 — 1,33 (m, 6H), 0,90 — 0,76 (v, 1H), 0,42 — 0,27
(v, 2H), 0,00 — -0.11 (m, 2H)
TH AMP (IMCO-dy) &: 8.22 — 8,18 (w, 1H), 7.88 (1,
192 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 500 1H), 7.69 (x, 1H), 7,32 (a, 1H), 6,82 (11, 1H), 6,77
s 465 (1, 1H), 3,64 (c, 3H), 3.18 (c, 3H), 2,58 (c, 3H), 1,57
(c, 6H)
ITpomesx. coen.-B-10
T-grop4-(44.55- | 'H SIMP (IMCO-d,) & 11,69 (1, 1H), 7,44 (1, 1H),
494 | tetpamerun-13,2- 491’0' 50% 7.20 (g, 1H), 7,09 — 6,98 (m, 2H), 6,59 (1, 1H), 6,41
HOKCABOPOTAH-2- (v, TH), 3,12 (c, 3H), 2,57 (c, 3H), 1,56 (c, 6H)
wn)-1H-usmon
ITpomesx. coen.-B-10
+6-grop-4-(4.45.5- | L 'H SMP (IMCO-ds) &: 13.21 (c, 1H), 7,99 (¢, 1H),
495 | Tempaverna-132- | 6135' 22% 739 — 732 (m, 2H), 7.14 (ux, 1H), 6,78 — 6,73 (M,
HOKCABOPOTAH-2- 1H), 3,17 (c, 3H), 2,61 (c, 3H), 1,56 (c, 6H)
um)-1H-uamazon
IIpomex. coen.-B-7
+6-rop-4-(445.5- | 'H SIMP (IMCO-ds) & 13.28 (¢, 1H), 7.89 (1, 1H),
496 | tetpamerun-1.3,2- 461’5' 51% 741734 (v, TH), 7.26 (1, 1H), 7,09 (ux, 1H), 6,55
THOKCABOPOTaH-2- (1, 1H), 2,53 (c, 3H), 2,07 (c, 3H), 1,53 (c, 6H)
um)-1H-uamazon
TH SIMP (IMCO-de) &: 7,66 (xx, 1H), 7.63 (mx, 1H),
Mpomex coen-B7 | 7.29 —7.23 (v, 1H), 7.21 (1, 1H), 6,58 (x, 1H), 6,55
497 | + ITpomesx. coe.-A- 461’5' 20% (x, TH), 3,68 (1, 2H), 2,51 — 2,50 (v, 3H), 2.03 (c,
68 3H), 1,53 (c. 6H), 0,86 (rr, 1H), 0,36 (1, 2H), -0,01 —
20,06 (m, 2H)
TH SIMP (IMCO-de) &: 7.95 (v, 1H), 7.65 (x, 1H),
02 ?%’;ﬁ’;;f’jif_i Tlp. 370, 751 (ma, 1H), 7.34 (x, 1H), 6,55 (x, 1H), 6,45 (c,
5 465 1H), 3.52 (c, 3H), 2.44 (c, 3H), 1,98 (c, 3H), 1,63 (c.
3H), 1,52 (¢, 3H)
TH IMP (IMCO-d) &: 7.73 (v, 1H), 7.66 (x, 1H),
03 ?%’;ﬁ’;;f’jif_i Tlp. 0% 735 (ma, 1H), 6,56 (1, 1H), 6,50 (c, 1H), 3,59 (c,
5 465 3H), 2,45 (c, 3H), 2,01 (¢, 3H), 1,64 — 1,60 (v, 3H),
1,53 (c, 3H),
IIpomex. coen.-B-7
+4-(4,4,5,5- - 'H AMP (IMCO-d) &: 7.88 (¢, 1H), 7,58 (x, 1H),
504 | Tetpamerun-1.3,2- 461’5' 13% 745 (an, 1H), 7.21 (n, 1H), 7,12 (n, 1H), 6,50 (1,
HOKCABOPOTAH-2- 1H), 2,52 (c, 3H), 2,05 (c, 3H), 1,53 (c, 6H)
um)-1H-uamazon .
H SIMP (IMCO-d,) & 7,94 (ar, 1H), 7.64 (1, 1H),
505 ?%’;ﬁ)eh’fé;f’sgéf_i? Tlp. 2% 747 (ma, 1H), 7.38 (an, 1H), 7.24 (1, 1H), 6,72 —
s 465 6,64 (v, 2H), 3,17 — 3,09 (i, 4H), 2,58 (c, 3H), 1,56
(c, 6H), 1,28 (, 2H), 1,11 (ux, 2H)
506 | Ipomesx coen-B-7 | Ip. 90% TH SIMP (IMCO-dy) 6: 11,37 (r, 1H), 7.49 (mx, 1H),
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Cun-
Brixona
IIp. | IIpomexyTouHbIC TE3 (% m/z - STMP
Ne COeTUHECHUS AHAJIO MO.]I(;,) [M+1]
THYIHO
+ Ipomesxk. coe-A- | 465 745 (1, 1H), 7,17 (x, 1H), 7,03 (1, 1H), 6,47 (x, 1H),
69 6,20 (mux, 1H), 2,49 (c, 3H), 2,03 (c, 3H), 1.52 (c,
6H)
IIpomex. coen.-B-7
+4-(4.4.5,5-
rerpavern-3.2- | 'H IMP (IMCO-ds) &: 8,06 (c, 1H), 7.98 (c, 1H),
507 | mmoxcaGoporan-2- | & 35% 7.41 (c, 1H), 7.29 (z, 1H), 6,57 (1, 1H), 2,54 (c, 3H),
H1)-6- 2,04 (c, 3H), 1,53 (c, 6H)
(TpudTopmeTH)-
1H-usmazoxn
T
H AMP (AMCO-dg) &: 10,70 (g, 1H), 7,33 (am, 1H),
S0 ?%’hﬁ’fé;"sggB_'i Tlp. .y 7,18 (xa, 1H), 6,97 (an, 1H), 641 (c, 1H), 2.45 (c,
P s & 465 ° 3H), 2,27 (c, 3H), 1,96 (c, 3H), 1,61 (c, 3H), 1,55 (c,
3H)
1
H AMP (IMCO-d) &: 8,46 (c, 1H), 8,08 (g, 1H),
500 ?%’“fh’fé;"sgfj{ Tlp. 399, 777 (na, 1H), 7.49 (a, 1H), 6,52 (c, 1H), 3,56 (c,
P s & 465 ° 3H), 2,47 (c, 3H), 2,01 (c, 3H), 164 (c, 3H), 1,53 (c,
3H)
Mpowex. coex-B-5T | H IMP (OMCO-dy) &: 8.47 (c, 1H), 7.81 — 7.75 (M,
510 | + Tpove coen-A- | & 1% 1H), 7,54 (an, 1H), 6,58 (c, 1H), 3.60 (c, 3H), 2,48
23 (c, 3H), 2,04 (c, 3H), 1,58 (1, 6H)
T
H AMP (IMCO-d,) 5. 7,60 (mx, 1H), 7.35 (x, 1H),
s11 131;‘[’1‘?;;;05;']3_'2 Tlp. 50% 7.27 (xa, 1H), 7.21 - 7,13 (m, 2H), 6,59 (1, 1H), 6,29
P 44 & 465 ° (zn, 1H), 3.48 (17, 1H), 3,13 (¢, 3H), 2,56 (c, 3H),
1,55 (c, 6H), 1,09 (tx, 2H), 1,02 — 0,96 (v, 2H)
T
H AMP (IMCO-ds) &: 11,27 (c, 1H), 7.49 (x, 1H),
s12 Hp‘”‘f;“' Cgeﬁ:B'% Tlp. 590, 740 (1, 1H), 7.21 (1, 1H), 7,01 (z, 1H), 6,77 (c, 1H),
o 465 ° 6,14 (1, 1H), 2.45 (c, 3H), 1,97 (c, 3H). 1,60 (c, 3H),
OOPOHOBAA KHCTIOTA 1,49 (c. 3H)
ITpomesxk. coen.-B-38
+Mr£‘;‘;e;“(ff§53 - 'H AMP (JIMCO-dg) &: 10,59 (x, 1H), 7,57 (1, 1H),
S13 | avernal s | 4 6105' 73% 7.17 - 7,08 (m, 2H), 7,05 (xx, 1H), 6,78 (1, 1H), 2,47
AOXCABOpOTAR2- (c, 3H), 2,30 (z, 3H), 1,93 (c, 3H), 1,56 (x, 6H)
wn)-1H-usmon
Tpowex. coex-B-38 | H AMP (AMCO-dy) &: 7.33 (ax, 1H), 7.19 (c, 1H),
514 | + Tpover: coen-A- | & 55% 6,99 (xx, 1H), 6,84 (1, 1H), 2.47 (c, 3H), 2.27 (n.
15 3H), 1,95 (c, 3H), 1,57 (¢, 3H), 1,55 (c. 3H)
ITpomesx. coen.-B-10 Tp. .
515 | + IIpomex. coen.-A- 165 4% 396,1
71
IIpomex. coen.-B-7
Tdrop4-(44.55- | 'H AMP (IMCO-ds) &: 7,99 (n, 1H), 7.28 (xx, 1H),
517 | rerpavernn-13.2- |, b 46% 7.20 (x, 1H), 7,09 (am, 1H), 6,50 (x, 1H), 2,52 (c,
JHOKCAa00poIaH-2- 3H), 2,03 (c, 3H), 1,53 (c, 6H)
um)-1H-uamazon
T
H AMP (IMCO-d) &: 7.42 (ar, 1H), 7.38 (x, 1H),
gy | ONEIC OB |y 6.99 (aa. 1H), 6.84 (x. 1H), 6,14 (2. 1H). 3.82 (2
P o & 465 ° 3H), 2,44 (c, 3H), 1,97 (¢, 3H), 1,59 (c, 3H), 1,50 (c,
3H),
T
H SAMP (IMCO-dy) 5: 7.49 (x, 1H), 7.46 — 7.42 (M,
ayy | RONMOIC OB |y 1H), 7.01 (x, 1H), 6,87 (1, 1H). 646 (3 1H), 3.8 (c
P o & 520 ° 3H), 2,45 (c, 3H), 1,97 (¢, 3H), 1,58 (c, 3H), 1,49 (c,
3H) (AMeO- CKpHITHIT THKOM BOJBI)
523 | Tlpomesk. coen-B-7 | Tip. 87% "H AMP (IMCO-dy) 5. 7.49 (. 1H), 7.42 — 7.38 (M.
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Cun-
Brixona
IIp. | IIpomexyTouHbIC TE3 m/z 1
(% H-STMP
Ne COeTUHECHUS AHAJIO [M+1]
MOJTb)
THUYHO
+ TIpomesxk. coea-A- | 520 1H), 7.16 (z, 1H), 6,9 (x, 1H), 6,51 (x, 1H), 6,50 —
77 6,45 (v, 1H), 3,89 (c, 3H), 3.48 (c, 3H), 2,50 (c, 3H),
2,02 (c, 3H), 1,52 (c, 6H)
"H AAIMP (AMCO-d,) 6: 7.47 (g, 1H), 7.42 — 7.38 (m,
24 ?%’;ﬁ)eh’fé;"sgéf_i? Tlp. 86% 1H), 7.24 (x, 1H), 7,03 (x, 1H), 6,69 (1, 1H), 6,60
o 465 (an, 1H), 3,89 (c, 3H), 3,46 (c, 3H), 3,18 (c, 3H),
2,57 (c, 3H), 1,55 (c, 6H)
Tpomex. coen-B-53 | "H AMP (IMCO-d,) &: 8.48 (c, 1H), 778 (1, 1H),
525 | + [pomex. coen-A- 461’5' 41% 7,54 (x, 1H), 6,58 (c, 1H), 3,60 (c, 3H), 2.48 (z, 3H),
23 2,05 (c, 3H), 1,62 (c, 3H), 1,55 (c, 3H)
TH SIMP (IMCO-d;) 6: 10,72 — 10,68 (v, 1H), 7,33
26 ?%’gﬁ’fé;"sgéfﬁ Tlp. 1% (am, 1H), 7,21 — 7,12 (m, 1H), 6,97 (an, 1H), 6,41 (c,
5o 465 1H), 2,45 (c, 3H), 2.27 (1, 3H), 1,96 (c, 3H), 1,61 (c,
3H), 1,55 (c, 3H)
"H AMP (IMCO-ds) &: 8.46 (c, 1H), 8,08 (1, 1H),
57 ?%’gﬁ’fé;"sgéfﬁ Tlp. 3% 781 — 7,75 (v, 1H), 7.49 (1, 1H), 6,53 (c, 1H), 3,56
- COCHL 465 (g, 3H), 2,47 (c, 3H), 2,01 (c, 3H), 1,65 (c, 3H), 1,53
22
(c, 3H)
Tabauua 5
IIp. | IIpomexyrou- Cunres Beixox (%| "H-AMP
No HbIE COeTHHEHHsT | aHAJIO0- MOJIb)
TUYHO

447 | Hpomex. coen.- | lp. 446 56% 'H IMP (400 MT'w, IMCO-do): 6 7,72 (mx, 1H), 7.66 (1,
A2 + Tpomes. 1H), 7.36 (a1, 1H), 6,93 (c, 1H), 6,58 (1, 1H), 3,59 (c, 3H),
coen,.-B-38 2,45 (c, 3H), 1,97 (c, 3H), 1,57 (¢, 3H), 150 (c. 3H).

449 | Ipomex. coen.- | Ip. 448 59% TH AMP (IMCO-de) 5= 7,46 (x, 1H), 7,41 (z, 1H), 6,98 (1.,
A-20 + TIpomesk. 1H), 6,85 (c, 1H), 6,13 (c, 1H), 4,92 (c, 1H), 4.22 (c, 2H),
coen.-B-38 3,74 (c, 2H), 2.4 (c, 3H), 1,97 (c, 3H), 1,58 (c, 3H), 1.48 (c.

3H).

451 | Hpomex. coen.- | Ip. 448 54% H AMP (IMCO-d,) 5= 8,49 (c, 1H), 8,07 (a, 1H), 7,77 (T,
A-22 + TIpomesk. 1H), 7,51 (1, 1H), 6,95 (c, 1H), 3,55 (c, 3H), 2.48 (c, 3H),
coen,.-B-38 1,98 (c, 3H), 1,52-1,58 (v, 6H).

452 | Hpomex. coen.- | Ip. 448 58% TH AMP (IMCO-de) 5= 8,51 (S, 1H), 7,77 (x, 1H), 7.57 (1,
A-23 + TIpomesk. 1H), 7,02 (c, 1H), 3,59 (c, 3H), 2,02 (c, 3H), 1,53-1,56 (m,
coen.-B-38 6H). (CH;- ckporrerii mukom JIMCO)

453 | Hpomex. coea.- | Hp. 450 28% TH AMP (IMCO-de) 6= 7,66-7,64 (M, 2H), 7,29-7.26 (m,
A2 + TIpomes. 1H), 7,18-7,16 (m, 1H), 6,58-6,56 (v, 2H), 4,84 (c, 1H), 4,55
coen.-B-41 (c, 2H), 3,56 (c, 3H), 1,52 (¢, 6H). (CH3- CKPBITHI THKOM

IMCO)

454 | Hpomex. coea.- | Hp. 450 54% 'H AMP (IMCO-dg) 6= 10,62 (c, 1H), 7.28-7.25 (m, 2H),
A-15 + TIpomesk. 7.17 (c, 1H), 6,90-6,.88 (v, 1H), 6,06 (c, 1H), 2.25 (c, 3H),
coen.-B-42 1,97 (c, 3H), 1,62-1,48 (m, 6H). (CH;- CKpBHITBIII THKOM

IMCO)

456 | Hpomex. coea.- | Hp. 450 55% TH AMP (IMCO-d,) = 7,91 (1, 1H), 7.65-7.64 (v, 1H), 7.49
A-12 + TIpomesk. (r, 1H), 7.31-7.29 (m, 1H), 7.27 (c, 1H), 6,57-6,56 (v, 1H),
coen,-B-42 6,10 (c, 1H), 3,50 (c, 3H), 2.47 (c, 3H), 2,01 (c, 3H), 1.62-

1,47 (m, 6H).

457 | Hpomex. coea.- | Ip. 450 52% 'H AMP (IMCO-dy) o= 7.68-7.65 (M, 2H), 7.31-7.27 (m,
A2 + TIpomes. 2H), 6,56-6,55 (m, 1H), 6,15 (c, 1H), 3,56 (c, 3H), 2,03 (c,
coen.-B-42 3H), 1,59-1,48 (m, 6H). (CH;- ckpriTeiit mukom JIMCO)

458 | Ipomex. coea.- | Hp. 450 57% "H AMP (IMCO-d,) o= 8,43 (c, 1H), 8,03 (x, 1H), 7.74 (r,
A-22 + TTpomesk. 1H), 7,45 (x, 1H), 7.35 (c, 1H), 6,17 (c, 1H), 3,53 (c, 3H),
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IIp. | IIpomexyrou- Cunres Beixox (%| "H-AMP
No HbIE COeTHHEHHsT | aHAJIO0- MOJIb)
THYHO
coen.-B-42 2,04 (c, 3H), 1,55 (¢, 6H). (CH;- ckportonii mukoM IMCO)

459 | IIpomex. coex.- | [p. 455 40% 1H AMP (400 MI'n, AMCO-d6): 6 7,90-7.88 (m, 1H), 7,59
A-12 + TIpomex. (m, 1H), 7,45-7,41 (M, 1H), 7,33-7.31 (M, 1H), 7,24-7.21 (™,
coex.-B-43 1H), 7,12-6,86 (M, 2H), 6,56-6,55 (M, 1H), 3,50 (c, 3H), 1,54

(ummp., 6H). (CH;- ckpriTeiil mukom IMCO)

460 | IIpomex. coex.- | [p. 455 40% 1H AMP (400 MI'n, AMCO-d6): & 7,67-7,65 (m, 1H), 7,61
A-8 + TIpomex. (m, 1H), 7,31-7,25 (M, 2H), 7,17-6,91 (M, 2H), 6,56-6,55 (M,
coex.-B-43 1H), 3,75-3,69 (M, 2H), 1,61-1,54 (M, 6H), 1,14-1,07 (M, 3H).

(CH;- cxperrsiit mukom IMCO)

461 | IIpomex. coex.- | [p. 455 40% 1H AMP (400 MI'u, AMCO-d6): 6 7.89 (a, 1H), 7,60 (a,
A-47 + TIpomex. 1H), 7,44-7,40 (m, 1H), 7,33-7,31 (M, 1H), 7,26-7,23 (M, 1H),
coex.-B-43 7,11-6,85 (M, 2H), 6,56-6,55 (m, 1H), 3,69-3,63 (M, 2H),

1,54-1,50 (M, 6H), 1,14-1,05 (M, 3H). (CHj3- CKpBITBI THKOM
AMCO)

462 | IIpomex. coex.- | [p. 455 40% 1H AMP (400 MI'u, IMCO-d6): 6 10,57 (c, 1H), 7,28-7,22
A-15 + TIpomex. (M, 2H), 7,14 (c, 1H), 7,08-6,82 (M, 3H), 2,25 (c, 3H), 1,55-
coen.-B-43 1,48 (M, 6H). (CH;- cxportonii mukoM [IMCO)

463 | IIpomex. coex.- | [Ip. 450 43% 1H AMP (400 MI'n, AMCO-d6): 6 7.42-7.39 (m, 2H), 7,28
A-20 + TIpomex. (c, 1H), 6,93-6,91 (M, 1H), 6,16-6,15 (M, 1H), 6,07 (m, 1H),
coen.-B-42 491 (1, 1H), 4,23 (1, 2H), 3,75-3,71 (M, 2H), 2,47 (c, 3H),

2,05 (c, 3H), 1,54 (c, 6H).

479 | IIpomex. coexd.- | Ip. 481 37% 1H SAMP (400 MI'u, AMCO-d6): 6 7,66-7,64 (M, 2H), 7,24-
A-8 + TIpomex. 7,21 (m, 1H), 7,06-7,03 (M, 1H), 6,57-6,55 (M, 2H), 4,45-4,44
coen.-B-46 (M, 1H), 3,73-3,68 (M, 2H), 2,54 (c, 3H), 2,17-2,15 (M, 3H),

1,60-1,47 (M, 6H), 1,14 (1, 3H). (CH;- CKPBITHIH THKOM
AMCO)

480 | IIpomex. coexd.- | Ip. 481 52% 1H SAMP (400 MI'u, AMCO-d6): 6 7,43-7.41 (M, 2H), 7,04-
A-20 + TIpomex. 7,02 (M, 1H), 6,92-6,89 (M, 1H), 6,51 (c, 1H), 6,23 (7, 1H),
coen.-B-46 4,89-4.86 (M, 1H), 4,23-4,21 (M, 2H), 4,17-4,16 (M, 1H),

3,75-3,71 (m, 2H), 2,56 (c, 3H), 2,17-2,16 (M, 3H), 1,54
(mmup., 6H).

482 | IIpomexk. coex.- | [p. 455 20% 1H AMP (400 MI'n, AMCO-d6): 6 7,90-7.88 (m, 1H), 7,62
A-12 + TIpomex. (n, 1H), 7.47-7.45 (m, 1H), 7,39-7.35 (m, 2H), 6,68 (a, 1H),
coen.-B-47 6,27 (c, 1H), 3,50 (c, 3H), 3,17 (c, 3H), 2,55 (¢, 3H), 1,57 (c,

6H).

486 | IIpomex. coexd.- | Ip. 481 43% 1H SAMP (400 MI'u, AMCO-d6): 6 7,67-7,63 (M, 2H), 7,24-
A-2 + TIpomex. 7,21 (m, 1H), 7,05-7,02 (M, 1H), 6,56-6,55 (M, 2H), 4,41-4,39
coen.-B-46 (M, 1H), 3,53 (c, 3H), 2,54 (c, 3H), 2,17-2,16 (M, 3H), 1,61-

1,47 (m, 6H).

487 | IIpomex. coexd.- | Ip. 481 50% 1H SAMP (400 MI'u, AMCO-d6, 100°C): 6 10,29 (c, 1H),
A-15 + TIpomex. 7,27-7.25 (M, 1H), 7,14 (¢, 1H), 7,00-6,97 (M, 1H), 6,86-6,84
coen.-B-46 (M, 1H), 6,16 (c, 1H), 3,86-3,85 (M, 1H), 2,56 (¢, 3H), 2,28~

2,23 (m, 6H), 1,60 (c, 6H).

488 | IIpomex. coexd.- | Ip. 483 29% 1H AMP (400 MI'u, IMCO-d6): 6 11,28 (c, 1H), 7,38-7,37
A-1 + TIpomex. (M, 2H), 7,22-7,19 (M, 1H), 6,99-6,96 (M, 1H), 6,31 (c, 1H),
coen.-B-47 6,23 (c, 1H), 3,19 (¢, 3H), 2,54 (¢, 3H), 1,57 (c, 6H).

493 | IIpomex. coexd.- | Ip. 483 29% 1H SIMP (400 MI'u, IMCO-d6): 6 8.46 (c, 1H), 7,72-7,70
A-43 + TIpomex. (m, 1H), 7,53 (c, 1H), 7,49-7.46 (M, 1H), 6,43 (¢, 1H), 3,57 (c,
coen.-B-47 3H), 3,22 (c, 3H), 2,60 (c, 3H), 1,58 (c, 6H).

498 | IIpomexk. coex.- | [p. 455 29% 1H AMP (400 MI'u, IMCO-d6): 6 7,73-7,71 (m, 1H), 7,65-
A-2 + TIpomex. 7,64 (M, 1H), 7,38-7,35 (m, 1H), 7.12 (¢, 1H), 6,67-6,66 (M,
coen.-B-49 1H), 3,59 (c, 3H), 3,22 (¢, 3H), 1,65 (c, 3H), 1.49 (c, 3H).

(CH;- cxperrsiit mukom IMCO)

499 | IIpomexk. coex.- | [p. 455 36% 1H AMP (400 MI'n, AMCO-d6): & 7,94-7,92 (m, 1H), 7,63
A-12 + TIpomex. (m, 1H), 7,52-7,48 (M, 1H), 7,40-7,38 (M, 1H), 7,05 (c, 1H),
coen.-B-49 6,66-0,65 (M, 1H), 3,53 (c, 3H), 3,18 (c, 3H), 1,65 (c, 3H),
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IIp. | IIpomexyTou- Cunres Buixox (%| "H-AMP
No HbIE COeTHHEHHST | aHAJI0- MO.JTb)
THYHO
1,49 (c, 3H).

501 | TIpomex. coen.- | IIp. 500 39% 1H AMP (400 MT'i, AMCO-d6): 5 8,53 (¢, 1H), 7,78 (a, 1H),
A-23 + TIpomex. 7.55 (n, 1H), 7,23 (c, 1H), 3,60 (c, 3H), 3,22 (c, 3H), 2,54 (c,
coen.-B-49 3H), 1,68 (c, 3H), 1,48 (c, 3H).

516 | Tlpomex. coen.- | IIp. 500 44% "H aMP (400 MI'n, IMCO-dg): & 11,33 (a, 1H), 7.51 (a.
A-1 + TIpomex. 1H), 7,36-7.39 (M, 1H), 7,28-32 (M, 1H), 7,02 (ax, 1H), 6,23
coen.-B-50 (zn, 1H), 2,41 (c, 2H), 1,82 (¢, 3H), 1,35 (c, 3H). (CH;-

ckprIThIil mmkoM JIMCO)

519 | Tlpomex. coen.- | IIp. 518 17% "H SIMP (400 MT'u, IMCO-de): & 8.65 (n, 1H), 7.83 (x. 1H),
A-23 + TIpomex. 7.59-7,67 (M, 2H), 3,62 (1, 3H), 2,49 (c, 3H), 1,83 (c, 3H),
coea.-B-50 1,37 (n, , 3H).

ITpumep B Tabnune 6 (Hrke) ObLIT CHHTE3UPOBAH CTAHAAPTHBIMUA XUMHUYECKUMH PEAKIIMSIMH,

KOTOPBIC U3BCCTHLBI CIICTTUAIINCTY B HaHHOﬁ obnactu:

Mp. Ne IpoMe:kyTOUHBIC COCTUHEHUS

Brixona
(%)

'H amp

301 JeMernmuposanue o npum. 300

(DL-meTHOHUH)

19%

TH AMP (IMCO-de) 6: 7,53 (1, 1H), 7,42 (7, 1H),
722 (na, 1H), 7,12 (1, 1H), 7,01 (1, 1H), 6,42 (x,
1H), 6,20 — 6,16 (m, 1H), 4,91 (1, 1H), 4,27 (1, 2H),
3,77 (x, 2H), 2,50 (c, 3H), 2,04 (c, 3H), 1,55 - 1,51
(M, 6H)

MonexkymsipHble CTPYKTYpbl M XHUMHMYECKHE Ha3BaHUs MPUMEPOB,

NpeACTABIICHHBIX B

Tabmuuax 3, 4, 5 u 6, npusenens! B Tabnuie 7 HuKe:

Mp. Ne CtpykTrypa Haumenorpanue
F
N ——
N/ 0. o 9-31nun-6-prop-8-(6-prop-1-meTuncy npponua-1H-
48 N\ N\ uHa01-4-un)-1.4,4-tpumernn-5H-[1,2,4]tpuasono[4,3-
O NN a]|XMHOKCATHH
N
H
F
F
N:(
N/ N 0\\ 0 9-31nun-6-prop-8-(6-prop-1-meTuncy npponua-1H-
53 N\ N—S 7 uHaa30u-4-un)-1,4,4-rpumernn-SH-
7 AN [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
N
H
F
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Mp. Ne

Crpykrypa

Hanmvenosanne

54

6-Drop-8-[6-prop-1-(2-meTokcu-3Trm)-1H-uanomn-4-
un]-9-merokcu-1,4,4-rpumerun-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

55

2-|6-Dr1op-4-(6-prop-9-meTokcu-1,4,4-tpumeTn-SH-
[1,2,4]tpuaszono[4,3-a]xuHokcamuH-8-un)-1H-un071-
1-un]-EtOH

56

6-Drop-8-(6-prop-1-mernncyabpornn-1H-nanon-4-
un)-9-merokcu-1,4,4-rpumerun-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

57

6-D1op-9-MmeToKCH-1,4.4-TpuMeTHn-8-(1-
metwicy abhornt-1H-nanon-4-nm)-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

59

1-Huxronpormun-6-¢prop-8-(6-rop-1-
metwicyabornn-1H-uanon-4-nn)-9-metoken-4,4-
aumetun-SH-[1,2,4]tpuaszono[4,3-a] xuHoKcaauH

60

1-Luknonpomui-6-¢grop-9-merokcn-4,4-1uMe THI-8-
(1-metuncynspounn-1H-unnon-4-nm)-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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Mp. Ne

CtpykTypa

Hanmvenosanne

61

2-[4-(1-Hukmompomi-6-prop-9-meTokcu-4,4-
aumetun-SH-[1,2.4]tpuasono[4,3-a] xuHokcanuH-8-
un)-6-prop-1H-urmom-1-mn|-EtOH

62

1-LHuknonpomur-6-¢rop-8-(5-¢rop-3-mernn-1H-
HHI01-7-11)-9-MeToKCU-4, 4-mumeTun-5SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

63

1-Huxronpormun-6-¢prop-8-(6-rop-1-
metwicyabhorni-1H-nanon-4-nm-4,4,9-rpumeTnn-
5H-[1,2,4]Tpuaszono[4,3-a]xuHOKCATHH

64

1-Luknonpomur-6-¢rop-4,4,9-rpuveTn-8-(1-
metwicy abhornt-1H-nanon-4-nm)-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

65

2-[4-(1-Huxmompomn-6-¢prop-4,4,9-rpumernn-SH-
[1,2.4]rpuazono[4,3-a]xurokcamH-8-mwr)-6-prop-1H-
mHa07a-1-un]-EtOH

66

1-LHuknonpomur-6-¢rop-8-(5-¢rop-3-mernn-1H-
uHA0a-7-un)-4,4,9-rpumerun-SH-[1,2.4 |tpuasono[4,3
a|XUHOKCATHH




143

Mp. Ne CtpykTypa Haumenorpanue
/"i(
N\ AN 6-Otop-8-[1-(2-meTokcu-3tun)-1H-un a00-4-m]-

300 NTN_0 1.4.4.9-terpametun-5H-[ 1,2 4]rpraszomno[4.3-

== N\ a|XUHOKCATHH
N
H
F
N —
/
NQL N
N 2-[4-(6-D1op-1,4,4,9-TeTpameTun-SH-
301 —_ /\/OH [1,2.4]tpuazomno[4,3-a]xuHoKcaMH-8-11)-1 H-HH1071-
" 1-un]-EtOH
H
F
N —
/ \(
NN -
304 N 6-®top-1,4,4,9-TeTpamerun-8-(1-merun-1H-unnazon-
— N/ 4-um)-5H-[1,2,4]tpnazono[4,3-a]XxuHOKCATHH
N
H
F
N —
N/
305 N\ AN N/A 8-(1-Huxmonpommn- | H-wano1-4-um)-6-¢prop-1,4.,4,9-
. terpametun-5H-[1,2,4]rpuazono[4,3-a]xuHokcaanH
N
H
F
1-3tun-6-¢prop-4.4,9-rpumerni-8-(1-

308 metwicy abhornt-1H-nanon-4-nm)-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
1-3tun-6-¢prop-8-(5-¢prop-3-metun-1H-unxon-7-nm)-

316 4,4 9-tpumetun-5SH-[1,2,4]tpuaszono[4,3-

a|XUHOKCATHH
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Mp. Ne

Crpykrypa

Hanmvenosanne

322

N
M=
NQ N O
O NTN_0
— AN
N
H
F

1-3tun-6-¢prop-8-[1-(2-meToxcu-3tum)-1H-wag0m-4-
un]-4,4,9-tpumernn-SH-[1,2 4]tpuazono[4,3-
a|XUHOKCATHH

323

1-3tun-6-¢prop-8-(6-¢prop-1-meTuncy msponua-1H-
uHa0a-4-un)-4,4,9-rpumerun-SH-[ 1,24 |tpuaszono[4,3-
a|XUHOKCATHH

326

8-[1-(2,2-dudprop-3twn)-1H-uuaon-4-wun] -6-¢hrop-
1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
a|XUHOKCATHH

340

6-Drop-8-(6-prop-1-meruncymbpornn-1H-nanazon-
4-um)-1,4,4,9-rerpamerun-SH-[1,2,4]rpuazono[4,3-
a|XUHOKCATHH

349

6-Drop-8-[1-(drop-meruncy nedornm)-1H-uanon-4-
un]-1,4,4,9-rerpamerun-SH-[1,2,4]rpuazono[4,3-
a|XUHOKCATHH

350

\\ 0

8-[1-(Aruncynsdornn)- 1 H-naaon-4-un|-6-gprop-
1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
a|XUHOKCATHH
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Mp. Ne CtpykTrypa Haumenorpanue
N —
/
352 6-®top-1,4,4,9-TeTpamerun-8-(3-merua-1H-unnazon-
/, 7-um)-5H-[1,2,4]tpuazono[4,3-a]XxuHOKCATHH
N\
N H N
H
F
N —
/
N N
355 1-3tun-6-¢prop-4,4,9-rpumernn-8-(3-metnn-1H-
\ / uHa0a-7-un)-5H-[1,2 4]rpuazono[4,3-a] xunokcanux
N H
H
F
N —
N/
N\ N /\\540 6-Drop-8-| 1-(m3onpomuicy 16 pounm)-1H-uagom-4-
366 N un]-1,4,4,9-rerpamerun-SH-[1,2,4]rpuazono[4,3-
—— a|XUHOKCATHH
N
H
F
F
N —
N/ o 1-3tun-6-¢prop-8-(6-¢prop-1-meTuncy msponua-1H-
374 QN /\\S//O HH1a3071-4-11)-4, 4, 9-TpuMeTna-SH-
O /N AN [1.2.4]TpHazono[4,3-a| xHEOKCATHH
—N
N
H
F
N \ [2-[4-(6-DTOp-1,4,4,9-TeTpameTnn-SH-
375 [1,2,4]tpuaszono[4,3-a]xuHokcamuH-8-un)-1H-un071-
_\_ / 1-un]-3Tun]-nuMeTHI-aMuH
\\540 6-Ot1op-1,4.4,9-TeTpameTun-8-(1-MeTHICY TH(POHIIT-
378 1H-ungazon-4-um)-5H-[1,2,4]tpuaszono[4,3-

a|XUHOKCATHH
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Mp. Ne

Crpyxrypa

Hanmvenosanne

389

1-3tun-6-¢prop-4.4,9-rpumerni-8-(1-
metwicyabhorni-1H-nanazon-4-nm-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

391

8-|1-(Huxaonponwicy ib(onmn)- 1 H-unmon-4 -] -6-
¢rop-1.4,4,9-rerpametun-5H-[ 1,2 4|rpuazomno[4,3-
a|XUHOKCATHH

447

6,7-Androp-8-(6-prop-1-meTuncy morma-1H-
uHao0a-4-un)-1,4,4,9-rerpametun-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

449

2-[4-(6,7-Audrop-1,4,4,9-rerpameTin-SH-
[1,2.4]rpuazono[4,3-a]xurokcamH-8-mwr)-6-prop-1H-
mHa07a-1-un]-EtOH

451

6,7-Iudrop-1,4.4,9-rerpamernn-8-(1-
Metwicyab(orni-1H-nanazon-4-nm-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

452

6,7-Androp-8-(6-prop-1-meTuncy morma-1H-
uHaazon-4-un)-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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Mp. Ne Crpykrypa Haumenorpanue
F
=
N —
N/ SN O o [6-DTOp-8-(6-PTOp-1-MeTHnCcy mbhormI- 1 H-nH1071-4-
453 N/s¢ un)-1,4,4-rpumernn-SH-[1,2 4]rpuazono[4,3-
_ AN a]xuHOKCATHH-9-11]-MeOH
N
H
F
F
454 N/\'\\( O 6-Xnop-8-(5-¢prop-3-merun-1H-uuon-7-um)-1,4,4,9
;i O / terpametun-SH-[1,2,4]rpuazono[4,3-a]xuHokcaans
H
H
\\// 6-Xuop-1,4,4,9-rerpamernn-8-(1-meTuncy nb(hoHUI-
456 1H-ungon-4-um)-5H-[1,2,4]rpuazono[4,3-
a|XUHOKCATHH
F
=
N/ \ Ci\ 6-Xnop-8-(6-hrop-1-mermncy abporni-1H-nanon-4-
457 N 57 w1)-1,4.4.9-rerpametin-SH-[ 1,2, 4] puasomno[4,3-
— N a|XUHOKCATHH
N
H
cl
N/\I:( Q o
NN \é// 6-Xuop-1,4,4,9-rerpamernn-8-(1-meTuncy nb(hoHUI-
458 /N/ N 1H-ungazon-4-um)-5H-[1,2,4]tpuaszono[4,3-
—N a]XMHOKCATHH
N
H
Cl
\\ _0 9-(Tugprop-metun)-6-prop-1,4,4-rpumetun-8-(1-
459 N/S metuicyab(orni-1H-nanon-4-nm)-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
9-(Audprop-metwn)-8-[ 1 -(3runcymbpormn)-6-grop-
460 1H-munon-4-un]-6-¢grop-1.4,4-rpumernn-SH-

[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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Mp. Ne CrpykTypa F Haumenorpanue
F F
s8¢
0,
N
o e
. N—
N
H
F
F F
N —
/ \( 0
Nl N \_o 9-(Audprop-metwn)-8-[ 1 -(>runcynbporun)-1H-urm071-
461 N/S</ 4-m1]-6-(yrop-1,4.4-rprmerma-5H-
— [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
H
F
F
\( F F
N—
N/ N O 9-(Judrop-merum)-6-prop-8-(5-¢prop-3-metun-1H-
462 N uHA0a-7-un)-1,4,4-rpumerun-SH-[1,2,4|tpuaszono[4,3-
N / a|XUHOKCATHH
N H
H
F
F
2-[4-(6-Xnop-1,4,4,9-teTpameTun-SH-

463 [1,2.4]rpuazono[4,3-a]xurokcamH-8-mwr)-6-prop-1H-
mHa07a-1-un]-EtOH
2-14-(9-3tun-6-prop-1,4,4-rpumernn-SH-

464 [1,2.4]rpuazono[4,3-a]xurokcamH-8-mwr)-6-prop-1H-
mHa07a-1-un]-EtOH
9-Iuknonponmir-6-¢rop-8-(6-drop-1-

467 metwicyabornn-1H-nanazon-4-nm-1.4,4-rpumernn-

5H-[1,2,4]Tpuaszono[4,3-a]xuHOKCATHH
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Mp. Ne Ctpykrypa HaumenoBanue
6-Otop-8-(1H-unnon-4-un)-1,4,4,9-rerpametun-SH-

468
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

469 6-Otop-8-(1H-unnon-4-un)-9-merokcu-1,4,4-
tpumetuia-5H-[1,2,4]tpuazono[4,3-a]xunokcamuu

470 6-Drop-8-(6-prop-1H-urn0n-4-um)-9-Metokcu-1,4,4-
tpumetuia-5H-[1,2,4]tpuazono[4,3-a]xunokcamuu
9-Lluxronpomua-6-hrop-8-(6-hrop-1-

471 metwicyabhorni-1H-nanon-4-nm-1,4,4-rpumeTnn-
5H-[1,2,4]Tpuaszono[4,3-a]xuHOKCATHH
9-Iuknonponmi-6-¢rop-1,4,4-rpumeTnn-8-(3-mMeTHII-

472 1H-ung0n-7-um)-5H-[1,2,4]rpuazono[4,3-
a|XHMHOKCATHH
6-D1op-9-MeTOKCH-1,4,4-TpMeTHN-8-[6-

473 (tpudropmernn)-1H-uanon-4-un]-5H-

[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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Ip. Ne Crpykrypa Hanvenosanue
N\( \/
=
NQL N 0\\ _0 9-Lluxronpomua-6-grop-1,4,4-rpamernn-8-(1-
474 N/S\ meTwicy ib(ouni-1H-uuaon-4-un)-5H-
— [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
H
F
N=—
/ 0\\ o 6-®top-1,4.4,9-TeTpamerun-8-(6-meTun-1-
475 NN /S/ metwicy abhornt-1H-nanon-4-nm)-5H-
. N [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
H
F
\
\ O \\ 0 6-O1op-9-MeToKCH-1.4,4-TpuMeTHI-8-(6-MeTHI-1-
476 N/S Q meTwicy ibhouui-1H-uuaon-4-un)-5H-
_ [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
)\1:( 4-(6-D10p-1,4,4,9-TeTpameTHI-SH-
477 N N [1,2,4]tpuaszono[4,3-a]xuHokcamuH-8-un)-1H-un071-
;i O H 6-KapGOHHTPHT
N
H
F
N:( o} -
N/ SN A 8-(3-Huxmonpommi-5-¢prop-1H-unmon-7-um)-6-¢prop-
478 9-metokcu-1,4,4-tpumerun-5H-[1,2,4|tpuaszono[4,3-
N / a|XUHOKCATHH
N H
H
F
F
/N:( HN -
({\ //0 [8-[1-(Aruncynspornm)-6-¢prop-1H-urnon-4-umnl-6-
479 S ¢rop-1.4,4-rpumernn-5H-[1,2,4]rpuazomno[4,3-

a|XMHOKCATHH-9-UJT|-METHI-aMUH
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Mp. Ne CtpykTrypa Haumenorpanue
N:( AN~ HO
N/ 2-|6-Dr1op-4-(6-prop-1,4,4-TpumeTHI-9-METHIAMAHO-
480 N N 5H-[1,2,4]tpuazono[4,3-a]xunokcamns-8-um)-1H-
- unaon-1-m1]-EtOH
N
H
F
N— 0 -~
/ 0
AN |S|§O 6-Xmop-9-merokeu-1,4,4-rpumernn-8-(1-
482 N N\ meTuiCcy nbhounn-1H-uunon-4-uwm)-5H-
= [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
H
Cl
N —
/
484 N~ 6-®top-1,4,4,9-Tetpamerun-8-(1-merun-1H-unmon-4-
—_— un)-5SH-[1,2.4]1puasono[4,3-a]xuHoKcaaTuH
N
H
F
/
N
N= o
N N
485 N 6-O1op-9-MeToKCH-1.4,4-TpumeTnn-8-(1-metnn-1H-
— uHa0a-4-um)-5H-[1,2,4]rpuazono[4,3-a] xunokcanux
N
H
F
[6-DTOp-8-(6-PTOp-1-MeTHnCcy mbhormI- 1 H-nH1071-4-
486 un)-1,4,4-rpumernn-SH-[1,2 4]rpuazono[4,3-
a|XMHOKCATHH-9-UJT|-METHI-aMUH
[6-DTop-8-(5-pTOp-3-MeTun-1H-uwa0x-7-1m)-1,4,4-
487 tpumetuia-SH-[1,2,4|tpuasono[4,3-a] xuHokcamiH-9-

W] -METHI-AMUH




152

Mp. Ne

Crpykrypa

Hanmvenosanne

488

6-X10p-8-(6-prop-1H-urmom-4-1m)-9-MeTOKCH-1,4,4 -
tpumetuia-5H-[1,2,4]tpuazono[4,3-a]xunokcamuu

489

6-Drop-8-(7-¢prop-1H-usaazomn-4-um)-9-MeTOKCH-
1,4, 4-tpumetnn-SH-[1,2, 4]tpuazono[4,3-
a|XUHOKCATHH

491

8-[ 1-(Huxaonponua-Me THICY Tb(poHMmN)- 1 H-uam01-4 -
mi|-6-¢rrop-1,4,4,9-reTpamernn-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

492

6-OTop-9-MeTokcu-1,4,4-TpumeTHn-8-[1-
MeTHICY Ib(hoHNIT-6-(TprudTopMmernn)- 1 H-uaa0m-4-
un]-5H-[1,2.4]1puasono[4,3-a]xuHoKCcaITuH

493

6-Xmop-8-(6-rop-1-meruncymbpornn-1H-nanazon-
4-um)-9-merokcu-1,4,4-rpumetun-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

494

6-Drop-8-(7-¢prop-1H-usnon-4-um)-9-metokcu-1,4,4-
tpumeTuia-5H-[ 1,2, 4]tpuazono[4,3-a]xunokcamuu
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Mp. Ne

Crpykrypa

Hanmvenosanne

495

6-Drop-8-(6-prop-1H-uaa3071-4-111)-9-METOKCH-
1,4, 4-tpumetnn-SH-[1,2, 4]tpuazono[4,3-
a|XUHOKCATHH

496

NH

6-Drop-8-(6-prop-1H-usnazon-4-um)-1,4,4,9-
terpametun-SH-[1,2,4]rpuazono[4,3-a]xuHokcaans

497

8-[ 1-(Hukaonponima-Me THICY Ib(poHIT)-6-prop-1H-
nHa0a-4-un]-6-gprop-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

498

6,7-Androp-8-(6-prop-1-meTuncy morma-1H-
uHA0a-4-1m)-9-merokcu-1,4,4-tpumernn-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

499

6,7-Androp-9-merokcu-1,4,4-rpumernn-8-(1-
metwicy abhornt-1H-nanon-4-nm)-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

501

6,7-Androp-8-(6-prop-1-meTuncy morma-1H-
uHAa307-4-un)-9-merokcu-1,4,4-rpumetun-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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Mp. Ne CtpykTrypa Haumenorpanue
e
N =P 6-Xnop-7-¢rop-1,4,4,9-reTpameTun-8-(1-
502 gi O . NN metuicyab(orni-1H-nanon-4-nm)-SH-
N F [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
H
F
\ O 0\\ _0 6-Xmop-7-¢prop-8-(6-¢prop-1-meruncy nedorua-1H-
503 N—S - uHa01-4-um)-1.4,4,9-rerpamernn-SH-
—_ N [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
F
N ——
/ (
504 NH 6-Otop-8-(1H-unnazon-4-un)-1,4,4,9-retpamerui-
— N/ 5H-[1,2,4]tpuazono[4,3-a]XuHOKCATHH
N
H
F
N— 0O 4
/
NN //O 8-[1-(uknonponmncynbhormt)-1H-urnon-4-ni1]-6-
505 N—S "o ¢rop-9-merokcu-1,4,4-rpumeTnn-SH-
— ﬁ [1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
N
H
F
cl
/N:(
506 NQU N 8-(6-Xnop-1H-uamon-4-nm-6-¢rop-1,4,4,9-
gi O NH teTpametun-SH-[ 1,2, 4] tpuaszono[4,3-a]XxuHOKCATIH
N
H
F
6-Ot1op-1,4.4,9-TeTpameTun-8-[6-(Tpud TopMeTIII)-
507 1H-ungazon-4-un]-5H-[1,2,4]tpuaszono[4,3-

a|XUHOKCATHH




155

Mp. Ne

CtpykTypa

Hanmvenosanne

508

6-Xn10p-7-pTop-8-(5-¢hTop-3 -MmeTmn- 1H-uva00-7-01)-
1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
a|XUHOKCATHH

509

6-Xnop-7-¢prop-1,4.4,9-rerpamermin-8-(1-
metwicyabhorni-1H-nanazon-4-nm-5H-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

510

6-Xmop-7-¢prop-8-(6-¢prop-1-meruncy neporua-1H-
uHaazon-4-un)-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

511

8-(1-Huxmonpommi- 1 H-uanon-4 -um)-6-hTop-9-
MeTtokcu-1,4,4-rpumerun-5H-[1,2,4]rpuazono[4,3-
a|XUHOKCATHH

512

6,7-Iudrop-8-(1H-urmo-4-um)-1,4,4,9-reTpamMerni-
5H-[1,2,4]Tpuaszono[4,3-a]xuHOKCATHH

513

rz

6,7-Iudrop-1,4,4,9-rerpamernn-8-(3 -merun-1H-
uHa0a-7-un)-5H-[1,2 4]rpuazono[4,3-a] xunokcanux

514

6,7-An¢rop-8-(5-prop-3-metun-1H-unmon-7-nm)-
1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
a|XUHOKCATHH
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Mp. Ne CTpykTypa £ Haumenorpanue

6-Drop-8-(5-¢prop-1H-uanon-7-um)-9-metokcu-1,4,4-

SIS tpumetuia-5H-[1,2,4]tpuazono[4,3-a]xunokcamuu

6,7-Androp-8-(6-prop-1H-unnon-4-nm-1,4,4-
TpEMETHI-9-(TpudTopMeTn)-SH-
[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH

516

F
O 6-Drop-8-(7-prop-1H-usnazon-4-um)-1,4,4,9-

517 gi /N H terpamerun-5H-[1,2,4]rprasosno[4,3-a] xuHoKCamuH

6,7-Androp-8-(6-prop-1-metuncy morma-1H-
nHAa301-4-1m)-1,4,4-rpuMeTHI-9~(TpHd TOPMETHT) -
5H-[1,2,4]tpuazono[4,3-a]xuHOKCATHH

519

6,7-An¢rop-8-(6-prop-1-metun-1H-unnon-4-nm)-
1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
a|XUHOKCATHH

521
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Mp. Ne Crpykrypa Haumenorpanue
\ 0
/\l :( 0 6,7-Androp-8-(6-meroxcu-1-metuicy mpponui-1H-
522 N \N \é —0 uHao0a-4-un)-1,4,4,9-rerpametun-SH-
;i O N [1,2.4]rpuazono[4,3-a]xuHOKCAMMH
F
H
F
™~ O
6-Drop-8-(6-meTokcH-1-MeTmicy mb(hormT- 1 H-nHn071-
523 4-um)-1,4,4,9-rerpamerun-SH-[1,2,4]rpuazono[4,3-
a|XUHOKCATHH
6-D1OP-9-METOKCH-8-(6-METOKCH-1-
524 metwicyabhorni-1H-nanon-4-nm-1,4,4-rpumeTnn-
5H-[1,2,4]Tpuaszono[4,3-a]xuHOKCATHH
F
N —
N/ 7-Xnop-6-¢prop-8-(6-¢prop-1-meruncy nedoruna-1H-
525 AN N0 WHAA30T-4-1m)-1,4,4 9-TeTpaveTi-5H-
O _ /N N [1,2.4]Tpuazomno[4,3-a]xuHOKCATHH
N
N cl
H
F
F
N».:( O 7-Xnop-6-¢prop-8-(5-¢prop-3-merun-1H-uua0on-7-um)-
526 NS 1,4,4,9-terpamernn-SH-[1,2,4]tpuazono[4,3-
/ A|XMHOKCATHH
N
cl H
H
F
N ——
/ 0
NN \\540 7-Xnop-6-(rop-1,4,4,9-rerpamernn-8-(1-
527 N N\ metwicyabhorni-1H-nanazon-4-nm-5H-

[1,2,4]tpuaszono[4,3-a]xuHOKCATIMH
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BbuoJjornyeckue uccJae10BaAHUSA

AroHHCTHYeCKHI c10co0 AeiicTBHS HA IIIOKOKOPTHKOUIHBIH pelenTop

Jluauss penoprepubix kjerok CHO-Gal4/GR  cocrosinia w3 JNHHUM KJIETOK SIMYHUKA
kutaiickoro xomsiuka (CHO) (Leibniz  Institute DSMZ - Hewmenxas KoJekuus
MHKpPOOPTAHU3MOB U KJeTOuHBIX KynbTyp I MOX: ACC-110), coneprxamux re mouudepassl
CBETJISTYKA II0J KOHTPOJIeM JMraHa-ces3biBaromero pgomena GR, cmuroro ¢ JIHK-
cs3biBaromiuM omeHoM (DBD) GAL4 (GAL4 DBD-GR), cTraGuibHO MHTETPHPOBAHHOTO B
kiaetkn CHO. Drta kierouynas nuHUs ObUia MOJy4YeHAa MyTeM CTaOWIIBHON TpaHCQEKIHH
kinetok CHO penoprepHoii koHcTpykumen GAL4-UAS-moundepasa. Ha mnocnenyromem
sTane TpaHCHUIMPOBAIU JUTAHI-CBsi3bIBarOmuil gomeH [P, knonupoBanHbili B pIRES2-
EGFP-GALA4, conep:xamuii JIHK-cBsizpiBatomuii nomen GAL4 u3 pFA-AT2. Dta rubpunnas
KOHCTPYKLMSI aKTHBHPOBAJa OKCIPECCHIO JIoLU(epasbl CBETISIUKA TMOJ KOHTPOJIEM
MYJBTUMEPU3UPOBAHHON PACHOJNIOKEHHON MepeA CAaUTOM TPAaHCKPUILUU AKTHUBUPYIOLLEH
nocnenosatepHOocTH  GAL4 (UAS). Curnan wucnyckaemoll JIFOMUHECHEHIHH — ObLT
3apEruCTPUPOBaH C TOMOLIBIO FLIPR™™4 310 nossonmio creuuansHo OOHAPYKUTh
UHIYUUPOBAHHYIO JIMTaHAOM akTuBaumio [P u, Takum oOpasoM, HAEHTUPHUIINPOBATH
COEAMHEHUs] C aroHucTuyeckumu cporictBamu. Penoprep GAL4/UAS mnpeasapurenbHO
CMELINBAIM C BEKTOPOM, KOTOPBIH KOHCTHTYTHUBHO 3Kcrpeccuposan Jrorudepasy Renilla,
KOTOpasi CIyXHjla B KadeCTBE BHYTPEHHErO MOJOXKHUTEIBHOTO KOHTPOJs 3(dexTuBHOCTH

TpaHchekuu,

INonnas KynpTypasibHas Cpesa IJsl aHaJ3a ObLIa CIeNyOLIe:
e CMECH DMEM F-12 (1:1) (LONZA Ne no xar. : BE04-687F/U1) 500 mn
e 5w 100 MM nupysara Hatpust (LONZA Ne o kat. : BE12-115E)
e 25 wmn 7,5% OukapOonara Hatpusi (LONZA Ne no kar. : BE17-613E)
e 6,5mn 1 M Hepes (LONZA Ne nio xat. : BE17-737E)
e 5 mu 100X nenummumnHa/crpentomunnia (LONZA Ne no kat. : DE17-602E)
e 50 mu ¢eranpHOM Obuaubeli ceiBopoTkH (Euroclone Ne o kar. : ECS 0180L)
e 0,25 mi 10 mr/ma nypomunmHa (InvivoGen Ne mo kar. : ant-pr-1)

e 0,5 M 100 mr/ma 3eonuna (InvivoGen Ne o kar. : ant-zn-1)
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Coxpanennsie nipu Hu3kol Temneparype kietku CHO-Gal4/GR cycnenaupoBaiu B MOJTHON
cpene u 5000 kyieTok/25 MKJ/NyHKa 3aceBalid B JIYHKH 384-TyHOUHBIX aHAJIUTHYECKUX
iaHmeros u3 nonuctupona (Thermo Scientific, Ne mo kart. 4332) u KyJIbTUBHPOBAIU MPU
37°C, 5% CO;, u Bnaxuoctu 95%. Uepes 24 yaca mUTATEIbHYIO CPENy OCTOPOKHO YAASIIA U
3amensin 30 mxan Opti-MEM (GIBCO, Ne mo kar. 31985062) B kauecTBe aHAJIMTUYECKOTO
Oydepa. st TecTUpOBaHHMS COENWHEHHWH CTPOMJIM MOJYJIOrapU(PMHUYECKYI0 KPUBYIO
pasbaBienus coenuHeHus ¢ 8 Toukamu B 100% JIMCO, Haumbas ¢ 2 MM HUCXOTHOTO
pacTtBopa, u 3aTeM coenunHeHus pasdasimsuin 1:50 B Opti-MEM. 3artem 10 Mk coeanHeHHIH
nobasnsinu B JyHKH, copepxkamme 30 mxa Opti-MEM, 4ro mnpuBOOMIIO K KOHEYHOMY
IUArna3oHy TecTUpyeMbix KoHueHTpauuii or 10 MM mo 0,003 mxM B 0,5% JMCO.
CoenuHeHus TECTUPOBAIN B 8 KOHLIEHTPALUAX B YEThIPEX peIUIMKaxX Touek AaHHbIX. KieTtku
WHKYOHpOBaJIM B TEUEHHE 6 YacOB C COENMHEHUsIMH U OekiomerasoHoM (Sigma, Ne mo kar.
Y0000351) B xauectBe KOHTposbHOTO coeaunenust npu 37°C, 5% CO; u BnaxkHoctu 95%
obmum obvemom 40 ™k, Haxonen, kierku mm3upoBanu ¢ 20 MK pacTBopa
TpUTOHA/TMFOLM(EPHHA, U CUTHAJT HCIYCKAeMOH JFOMHUHECLEHIIMH ObUT 3aperHCTPHUPOBAH C

nomorpio FLIPR TETRA

B TCUCHUE 2 MUHYT.
Ornocurenbayo 3¢ dexruBHOCTh coenuHerns (%o 3¢pdexTa) paccUuThIBAIM Ha OCHOBAHHU
noJHOro 3¢ exra aroHncTa OEKIOMETA30Ha:

% 3¢ dexra = ((coenuHenne — muH)/(Makc — MuH)) X 100

[Mur=TOJBKO Opti-MEM, Makc=0ekoMeTa30H]|

Utobwr paccuntath ECsp, MaKCUMyM, MHHMMYM U YIJIOBOH KO3(QUIMEHT M KasKIoro
COEMHEHUS], KPUBYIO 3aBUCHMOCTH OTBETAa OT KOHLIEHTPAIMH MOATOHSITH MyTEM MOCTPOSHUS
rpaduka 3aBucuMoctd % 3ddexkra OT KOHIEHTPAMH COSNUHEHUS, HCIOJb3Ysl
JIOTHCTUYECKOE YPABHEHHE € 4 TapaMeTpaMH:
y = A+ (B-A)/(1+((10C)/x)D)
[A=muH y, B=makc y, C=logECsy, D=yrnosoii kos¢punment]

AHTArOHHUCTHYECKHUI CMOCO0 AelCTBHS HA IIIOKOKOPTHKOUAHBII penenTop
Jluaus penoprepabx kinerok CHO-Gal4/GR  cocrosina W3 JUHMM KJIETOK SIMYHHMKA
kutaiickoro xomsiuka (CHO) (Leibniz  Institute DSMZ - Hewmenxas KoJekuus

MHKpPOOPTAHU3MOB U KJeTOuHBIX KynbTyp I MOX: ACC-110), coneprxamux re mouudepassl
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CBETJISTYKA II0J KOHTPOJieM Jurana-ceszbiBaromero pgomedna GR, cmuroro ¢ JIHK-
cs3biBaromiuM omeHoM (DBD) GAL4 (GAL4 DBD-GR), cTraGuibHO MHTETPHPOBAHHOTO B
kiaetkn CHO. Drta kierouynas nuHUs ObUia MOJy4YeHAa MyTeM CTaOWIIBHON TpaHCQEKIHH
kinetok CHO penoprepHoii koHcTpykumen GAL4-UAS-moundepasa. Ha mnocnenyromem
sTane TpaHCHUIMPOBAIU JUTAHI-CBsi3bIBarOmuil gomeH [P, knonupoBanHbili B pIRES2-
EGFP-GALA4, conep:xamuii JIHK-cBsizpiBatomuii nomen GAL4 u3 pFA-AT2. Dta rubpunnas
KOHCTPYKLMSI aKTHBHPOBAJa OKCIPECCHIO JIoLU(epasbl CBETISIUKA TMOJ KOHTPOJIEM
MYJBTUMEPU3UPOBAHHON PACHOJNIOKEHHON MepeA CAaUTOM TPAaHCKPUILUU AKTHUBUPYIOLLEH
nocnenosatepHOocTH  GAL4 (UAS). Curnan wucnyckaemoll JIFOMUHECHEHIHH — ObLT
3apEruCTPUPOBaH C TOMOLIBIO FLIPR™™4 310 nossonmio creuuansHo OOHAPYKUTh
AHTArOHUCTHYECKHE CBOHCTBA COCNUHEHHH IyTE€M M3MEPEHUs MHAYLHPOBAHHOTO JINTAHIAOM
uarubuposanust I[P, axtuBupoBanHoro OexiomerazoHoM. Pemoprep GAL4/UAS
NPEABAPUTEIPHO CMELIUBAIA C BEKTOPOM, KOTOPBbIH KOHCTUTYTHUBHO 3KCIPECCHPOBAI
nrorudepasy Renilla, koTopasi ciyskuiia B Ka4eCTBe BHYTPEHHETO MOJIOKUTEITBHOTO KOHTPOJIS
3¢ eKTUBHOCTH TpaHCHEKLINH.
INonHast KyJabpTypanbHas cpeaa i aHaau3a Obluia CIeAYIOIeH:

e CMECH DMEM F-12 (1:1) (LONZA Ne no xar. : BE04-687F/U1) 500 mn

e 5w 100 MM nupysara Hatpust (LONZA Ne o kat. : BE12-115E)

e 25 mx7,5% Oukapbonara vHatpust (LONZA Ne o kar. : BE17-613E)

e 6,5mn 1M Hepes (LONZA Ne o xat. : BE17-737E)

e 5 mu 100X nenummumnHa/crpentomunnia (LONZA Ne no kat. : DE17-602E)

e 50 mu ¢eranpHOM Obuaubeli ceiBopoTkH (Euroclone Ne o kar. : ECS 0180L)

e 0,25 mi 10 mr/ma nypomuumHa (InvivoGen Ne mo kar. : ant-pr-1)

e 0,5 mu 100 mr/ma 3eonuna (InvivoGen Ne o kar. : ant-zn-1)

Coxpanennbie ipu Hu3kol Temneparype kierku CHO-Gal4/GR cycnenaupoBaiu B MOJTHON
cpene u 5000 kyieTok/25 MKJ/NyHKa 3aceBalid B JIYHKH 384-TyHOUHBIX aHAJIUTHYECKUX
iaHmeros u3 nonuctupona (Thermo Scientific, Ne mo kart. 4332) u KyJIbTUBHPOBAIU MPU
37°C, 5% CO;, u Bnaxuoctu 95%. Uepes 24 yaca mUTATEIbHYIO CPENy OCTOPOKHO YAASIIA U
3amensin 20 mxa Opti-MEM (GIBCO, Ne mo kar. 31985062) B kauecTBe aHAJIMTUYECKOTO
Oydepa. [na TecTHpOBaHUS COEAMHEHUH IMONydYaid 8-TOUEHUHYIO MOJYJOrapupMUIECKYIO
KpuBYyI0 passeneHus coequHenus B 100% JIMCO, nHaunHas ¢ 2 MM HCXOIHOrO pacTBopa, U

3atreM coenuHeHus: pasbasisiu B Opti-MEM B cootHomenuu 1:50. Jlnst TectupoBaHus



10

15

20

25

161

COeMHEHUIl B pekuMe aHTaroHucra 10 MKJI coenuHEHWH 3areM M0O0aBJsUTM B JIYHKH,
cogepxkamie 20 mxa Opti-MEM, u unkyOmpoamun B Teuenue 10 muH. Ilocme sToi
npeaABapuTeNbHON WHKyOanmu modaBimsuin 10 MK 3TaJOHHOTO aroHUCTa OEKJIOMEeTa30Ha
(Sigma, Ne mo kar. Y0000351) mpu ECS50 2,5 HM, momyuass B pe3yjibTaTe KOHEUHBIH
Iuamna3oH TecTupyemoil koHueHntpauuu ot 10 MM nmo 0,003 mxM B 0,5% JIMCO ofumum
o0bemMoM 40 M. CoenrHEeHHs TECTUPOBAIN B 8 KOHLEHTPALMSAX B YETHIPEX PEIUTHKAX TOUYEK
naHHbIX. Kierkn nHKyOMpOBaNM B TeYeHHE O YacCOB C COCNUHEHHMAMU U MHU(EIPUCTOHOM B
Ka4ecTBe KOHTpoJIbHOro coenuHeHus (Sigma, Ne mo kar. M8046) mpu 37°C, 5% CO, u
BiaxxHOCTH 95%. HakoHen, kieTku u3npoBaiy ¢ 20 MKJI pacTBOpa TPUTOHA/MOLU(pEprHa, U
TETRA |

CHUTHAJI MCIYCKAaeMOW JIOMUHECLEHIMH OblT 3aperucTpupoBad ¢ momomnbio FLIPR

TEUCHHUE 2 MUHYT.

Ornocurenbayo 3¢ dexruBHOCTh coenuHerns (%o 3¢dexTa) paccUuThIBaIN Ha OCHOBAHHU
noJjHoro 3¢ dexra anraronncra MUGpEnpPUCTOHA:
% 3¢ dexra = ((coennHeHne — MuH)/(Makc — MuH)) X -100

[Mun=TOJBKO Opti-MEM, Makc=mu¢penpucToH|

Utobwr paccumrath ICs), MAaKCUMyM, MHHHUMYM W YIJIOBOH KO3((HIMEHT ISl KasKIOTO
COEMHEHUS], KPUBYIO 3aBUCHMOCTH OTBETAa OT KOHLIEHTPAIMH MOATOHSITH MyTEM MOCTPOSHUS
rpapuka 3aBucuMoctd % 3ddexkra OT KOHIEHTPAMH COSNUHEHUS, HCIOJb3Ysl
JIOTHCTUYECKOE YPABHEHHE € 4 TapaMeTpaMH:
y = A+ (B-A)/(1+((10C)/x)D)
[A=muH y, B=makc y, C=loglICsy, D=yrnooii koa¢ppurireHT]

B Tabmuue 7 Hmwxe cymmuponanbl auana3onsl IC50 wnmm ECS50 B mpumepax, KOTOpbIe
HaOMIOfany B ArOHUCTUYECKOM AaHajM3€ WM AHTArOHUCTUYECKOM AHAJIN3€, ONHCAHHOM

BBIIIC.

Tabmuma 7 (A < 100 eM; B = 100 aM-1 mxM; C = 1 MkM-15 MxM; n.d. = He onpeaeneHo):

38 A 449 B 489 B
48 A 450 A 490 B
49 B 451 B 491 A
53 B 452 A 492 B
54 B 453 A 493 B
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494
495
496
497
498
499
500
501
502
503
504
505
506
507
508
509
510
S11
512
513
514
518
S16
517
518
519
520
521
522
523
524
528
526
527

454
455
456
457
458
459
460
461
462
463
464
465
466
467
468
469
470
471
472
473
474
475
476
477
478
479
480
481
482
483
484
485
486
487
488

H.AO.

H.AO.

H.AO.

H.AO.

5§

S6
57
58
59
60
61

62
63
64
65
66
300
301
304
305
308
316
322
323
326
340
349
350
352
355
366
374
375
378
389
391
446
447
448
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DOOPMVIJIA U30BPETEHHMA

Coenunenne, coorBercTBytoliee oomelt popmyae (1),

n
IN\ R1 R, ﬂ\\ OX\Z
N\ N g
Y
R6 N R3
R® H i

rac

R! npencrasisier coboit H, Cijp-amkun,  Cs.po-IUKIOANKWI, 3—7-4JeHHBIN
reTepOLMKIIOANKIIL, ApWJL, WU 5 UK O-4JICHHBIN reTepoapul,
rne Cs.o-UUKJIOANKWN, 3—7-4JIEHHBI TeTEePOLUKIOANKWI, apuia u S wim 6-
YJIEHHBI TreTepoapui MOXeT Heobs3aTeNlbHO ObITh coenuHeH uepe3 Cig-

aJIKUJIEHOBBIN MOCTHK,;

R’ npencrasisier cobori H; F; Cl; Br; I, CN; Cy.jp-ankwn; Cs.jp-ttuknoankui, O-Ci.io-
ankmwr, N(H)(Ci.jo-anmkmn), N(Ci.e-ankwn);; C(O)-Ci.e-anxun, C(O)-O-Cijo-
ankmwr, C(0O)-NH;; C(O)-N(H)(Cj.ip-ankun); C(O)-N(Ci.jpo-ankmn),; O-Cs_jo-
ukJoankuit, N(H)(Cs.o-ttukioankui), N(Cy.jo-ankun)(C;.jp-umknoankuin), C(O)-
Cs.o-muxioankmwr, C(O)-0-Cs.jp-mmknoankwr,  C(O)-N(H)(Cs. o-1iuKkaoankm)
i C(O)-N(C-10-anxmn)(C3.10-IUKITOATKIIT);
rae Cs.o-LMKJIOANKUI MOXKEeT HeoOs3aTenbHO ObiTh coenuHeH dvepes Cig-

aJIKUJIEHOBBIN MOCTHK,;

R® npenctasisier coboit H; F; Cl; Br; I, CN; Cy.jp-ankui;, Cs.jp-umknoankmt, O-Ci.po-
ankmwr, N(H)(Ci.jo-anmkmn); N(Ci.p-ankun),; C(O)-Ci.p-ankmr;, C(O)-O-Cjo-
ankmwr, C(0O)-NH;; C(O)-N(H)(Cj.ip-ankun); C(O)-N(Ci.jpo-ankmn),; O-Cs_jo-
ukJoankuit, N(H)(Cs.o-ttukioankui), N(Cy.jo-ankun)(C;.jp-umknoankuin), C(O)-
Cs.o-muxioankmwr, C(O)-0-Cs.jp-mmknoankwr,  C(O)-N(H)(Cs. o-1iuKkaoankm)
i C(O)-N(C-10-anxmn)(C3.10-IUKITOATKIIT);
rae Cs.o-LMKJIOANKUI MOXKEeT HeoOs3aTenbHO ObiTh coenuHeH dvepes Cig-

aJIKUJIEHOBBIN MOCTHK,;

R* npencrasimster co6oii F mnu Cl;
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5 6 o o
R’ u R’ nmpencrasnser codoit HesaBucumo apyr ot apyra H wimn HezamemeHHbid C.-

AJTKHIT,

% 7
X npencrasisier coboit N nmm NR';

Z npencrasisier codoi N, NR” wm CR;

IIPY YCJIOBUH, UYTO

rae X nmpeacTaBisieT coOoi NR', Z npencrasisier codol N uimu CR’;

- - 7
korga X npexacrasisieT codoit N, Z npencrapisiet codoit NR;

R mpencrasmster coboit H umu L-R®; rae

L npencrasisier codoii cBsizb;, S(O);, S(O)z; Cis-ankunen; C(0), Ci.s-anKuieH-

C(0); C(0)-0; Cig¢-amkunen-C(0)-0O; C,¢-ankunen-N(H)-C(O), Cs-
ankuieH-N(C.ip-anmkmn)-C(0); Cig-ankunen-N(H)-C(0)-0; C,¢-ankunen-
N(C1.10-anxmn)-C(0)-0; O; NH wnmm N(C,.o-ankun),

8 . o
R® mpencrasmsier coboii Ci.jp-ankmr, Cs.o-IMKJIOATKAI WM 3—7-4JeHHBIN

reTEPOLIMKIOATKII,
rne  Ci.o-OUKIOANKHI HW  3—7-4J€HHBIM TeTePOLMKJIOANKHUI  MOTYT

Heo0s3aTeNIbHO OBITh CoeTUHEHBI Yepe3 C|-aTKUIeHOBBIN MOCTHK;

R’ u RY MpenCTaBiSIIOT coboii HezaBucumo npyr ot apyra H; F; Cl; Br; I, CN; Cy.jo-

ankwi, Cs.o-muknoankuwt, 3—7-uneHHsld rereporukyioankmi, S(O)-(Ci-io-
ANKU); S(0)-(C;.1p-umKIOaNKII), S(O)-(3—7-uneHHbIi
rerepounkoankmn),  S(O)~(Cr.-ankmn),  S(O)y~(Cs.10-IUKIOATKINI);
S(0),-(3—7-unennsiii rerepounknoankun), P(0O)-(Ci.p-ankun),; P(O)(Ci-10-
ankun)(C3.10-IUKIJIOANKI), P(O)(C1-10-anmkmn)(3—7-ueHHBIN
rerepouukioankmn), P(0)-(0O-Cy.jp-ankmn),; P(O)O-Ci.jp-anxun)(O-Cs.o-
rukgoankun);, P(O)(0-C.ip-amkmn)(O-(3—7-4IeHHBIH TeTEePOLUKIIOATKIN));
O-Ci.po-amxmn;, S-Cijo-ankmn, N(H)(Ci.jo-ankmi), N(Ci.jo-ankui),;, C(O)-
Crao-ankmr,  C(0)-O-Ci.jp-amxkmn, C(O)-NHy; C(O)-N(H)(C,.jp-amxmn);
C(O)-N(Cy.o-ankmun)y,  O-Cs.o-muxmoankmr,  N(H)(Cs.po-ukoaakm),
N(C1.10-anxmn)(Cs.o-mknoankun);, C(0)-C;.ip-umknoankmr;, C(0)-0-Cs.jo-
ukoankui, C(O)-NH)(Cs.jo-muxinoankmn); C(O)-N(Ci.jo-anxmn)(Cs.io-
muktoankun);, O-3—7-uneHHblii rereporukiaoankmwi, N(H)(3—7-uneHHbIi
rerepouukioankmn), N(Ci.jp-amkmn)(3—7-4JeHHbIH  reTepOnNKIOATKIII);

C(O)-3—7-unennslit reTepOLIUKIIOANKII, C(0)-O-(3—7-uneHusbIit
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rerepouukioankmn), C(O)-N(H)(3—7-uneHHbIH TeTepOMKIOATKII) WIH
C(O)-N(C1-10-ankmn)(3—7-4JIEHHBIH FeTePOLMKIOATKIII);
rne  Ci.o-OUKIOANKHI HW  3—7-4J€HHBIM TeTePOLMKJIOANKHUI  MOTYT

Heo0s3aTeNIbHO OBITh CoeTUHEHBI Yepe3 C|-aTKUIeHOBBIN MOCTHK;

R" npenctasisier coboit F; Cl; Br; I; CN; Cy.jp-ankwmr; O-C.jp-ankwr;, NO,; OH, NHy;
Cs.o-mmuktoankwr, 3—7-uneHHblii rerepouukynoankmi; S(O)-(Ci-jo-amxmn);
S(0)-(Cs.1p-umknoankmn), S(O)-(3—7-unennsbiii rereporukioankun), S(O),-
(C1-10-amkmn); S(0),-(C5.10-1IUKIOATKI); S(0O),-(3—7-unennbrit
reTepOLIUKIIOANKILI), P(O)-(C.10-amxmn);y; P(O)(C-10-amxmm)(Cs.10-
rukgoankun);, P(O)(Ci.jp-ankmn)(3—7-uneHHblii rereporukioankmn); P(O)-
(O-C.p-anxmn);; P(O)(O-Cy.p-ankumn)(O-Cs.o-tukmoankui);, P(O)(O-Cy.o-
ankuin)(O-(3—7-unennsiii rereporukioankun)), O-Ci.jp-amkmwt, N(H)(Ci.1o-
ankwi), N(Cij-anxmn);, C(0)-Ci.-ankxmr, C(O)-O-Cijp-anmxun, C(O)-
NH;; C(O)-N(H)(C-10-anxun); C(O)-N(Ci.1p-anmkmn);; O-C3.10-LIUKITIOATKHIT,
NH)(C;.1p-umkmnoankmn), N(C.jp-ankmn)(Cs.jp-umknoankmn), C(0)-Cs.jo-
uknoankuy, C(0)-0-Cs.p-mxnoankmr, C(O)-N(H)(Cs.po-1MKI0aTKIN);
C(O)-N(C1-10-anxmi)(C3.10-IUKIOATKIII); O-3—7-4neHHbIl
rerepounkoankmwt, N(H)(3—7-unennbrii  rerepouunknoankmn), N(Ci.io-
ankun)(3—7-4IeHHBIHA reTePOLIKIIOANIKIN); C(O)-3—7-uneHHslit
rerepouukioankmt; C(0O)-O-(3—7-unennsbnii rerepounknoankmn), C(O)-
N(H)(3—7-unennsiii rereporukioankuia) wiu  C(O)-N(Ci.p-ankmm)(3—7-
YJIEHHBIH TeTePOLINKIIOATKIII),
rne  Ci.o-OUKIOANKHI HW  3—7-4J€HHBIM TeTePOLMKJIOANKHUI  MOTYT

Heo0s3aTeNIbHO OBITh CoeTUHEHBI Yepe3 C|-aTKUIeHOBBIN MOCTHK;

n npencrassiet codoii 0, 1, 2 v 3;

rne Ci.o-ankmi, Cig-ankun u Cg-alKWiIeH B KaKIOM Clydyae HEe3aBHUCHMO JIPyr OT
Opyra  SBISIOTCS  JIMHEHHBIMM  WJIM  Pa3BETBJICHHBIMH, HACBIIEHHBIMH  HJTH

HEHACBIICHHBIMU,

rie Ciae-aaxmn, Cig-ankun, Cig-ankuieH, Cs.o-IUKIOAIKHI U 3-7-UJ€HHbBIN
TeTepPOLIUKIIOANIKIII B KaXKIOM Cllydyae HE3aBUCUMO OPYyr OT Jpyra SIBIISIOTCS

HE3aMCIICHHbIMHY, MOHO- WJIM ITOJU3aMCUICHHBIMH OJHUM HJIH Oonee 3aMECTUTCIIAAMU,
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BeiOpanabiMu u3 F; Cl; Br; I; CN; Cis-ankuna; CF3;; CF,H; CFH;; CF,Cl; CFCl,; C(O)-
Cis-ankuna; C(0)-OH; C(0O)-OC,¢-anxuna, C(O)-NH,; C(O)-N(H)(C,¢-ankuna);
C(O)-N(C,4-ankuna),; OH; =0; OCF;, OCF,H; OCFH,, OCF,Cl; OCFCl;; O-C,-
ankmna;, 0-C(0)-C,g-ankmna, O-C(0)-0-C,¢-ankuna; O-(CO)-N(H)(C,¢-ankuna);, O-
C(O)-N(C¢-ankuma),; O-S(0),-NH;; O-S(0O);-N(H)(Cis-anxuna), O-S(O):-N(C,-
ankwuna),; NHy; N(H)(Cis-ankuna), N(C,¢-ankuna),; N(H)-C(O)-C,s-anxkuna, N(H)-
C(0)-0-C 4-ankmma; N(H)-C(O)-NH,; N(H)-C(O)-N(H)(C,.¢-anxuna); N(H)-C(O)-
N(C,-anmkuna);; N(C,s-ankun)-C(O)-C,s-ankmia; N(C.¢-anxmn)-C(0)-0-C . ¢-ankuna;
N(Ci6-amkmn)-C(O)-NHy;  N(Cj-ankmn)-C(O)-N(H)(Cis-ankmna), N(Ci.¢-ankun)-
C(O)-N(C¢-anxuna),; N(H)-S(0),OH; N(H)-S(0),-Cs-anxuna; N(H)-S(0);-0O-C,,-
ankmna;,  N(H)-S(0),-NH;;  N(H)-S(O),-N(H)(C,¢-ankmuna),  N(H)-S(O),N(C,-
ankmna),; N(Cg-amkmn)-S(0),-OH; N(Ci.-ankmn)-S(0),-C.g-ankuna; N(Ci.¢-ankun)-
S(0),-0-Cr¢-ankuna;,  N(Cje-ankmn)-S(0),-NHy;,  N(Ci-amkmn)-S(O),-N(H)(C16-
ankmna), N(Ci.s-ankmn)-S(0),-N(C,s-anmkuna),; SCF3; SCF,H; SCFH;; S-C,¢-ankuna,
S(0)-Cig-ankuna;, S(0),-Cis-ankuna, S(0),-OH; S(0),-O-C,s-ankuna, S(O),-NH;;
S(0),-N(H)(C,¢-ankuna); S(0),-N(C¢-ankuina);, Cj.e-IUKIOANKWIA, 3-6-4JIEHHOTO
reTepoLuKIoankmia; Genuna; S uimn 6-uiseHHoro rerepoapuia; O-Cs¢-LHUKIOATKIIA;
O-(3-6-unenHoro  rerepouukioankmna), O-penwna, O-(5 wim  O6-4jIeHHOrO
rerepoapmna), C(0)-Cs.g-uknoankuia, C(O)-(3-6-4neHHOTO TreTepOLUKIIOATKUIA);,
C(O)-dbennna, C(O)-(5 wmm 6-unennoro rerepoapmna), S(O),-(Cs.-LUKIIOATKHIIA),
S(0),-(3-6-unennoro rereporukioankuna), S(O),-penmna wumun S(O0)-(5 wmm  6-

YJICHHOTO reTepOoapuia);

I7e apuia U 5- WUau 6-4JIeHHBIM reTepoapwusl B KaKAOM CJIy4dae HE3aBHUCHUMO JPYr OT
Apyra SIBISIFOTCSI HE3aMEIEHHBIMH WM MOHO- HJTH TMOJIM3aMEIIEHHBIMH OIHUM UJIH
bonee 3amecturensimu, BeiOpanabiMu u3 F; Cl; Br; I; CN; C,¢-ankuna, CF3; CF;H;
CFH,; CF,Cl; CFCly; C4-ankunen-CFsz; Ci4-anxunen-CF;H; C,4-ankunen-CFHjy;
C(0)-C,¢-anmxuna, C(0O)-OH; C(0)-0OC,¢-ankuna; C(O)-N(H)(OH), C(O)-NH;; C(O)-
NH)(C,s-ankuna), C(O)-N(C,¢-ankuna),; OH; OCF;; OCF,H; OCFH,, OCF,CI;
OCFCl,; O-Cs-ankuna; O-Cs.s-tuknoankuia;, O-(3-0-4I€eHHOTO reTepOIUKIOATKUIA);,
NH,; N(H)(C,¢-ankuna), N(Cis-ankuna),; N(H)-C(O)-Cs-ankuna; N(Ci.g-ankwmn)-
C(0)-C,¢-anmxuna, N(H)-C(O)-NH;; N(H)-C(O)-N(H)(C,.s-ankuna),; N(H)-C(O)-N(C,;.
granmkmna)y;,  N(Cig-ankmn)-C(O)-N(H)(C¢-ankuna),  N(Ci.g-ankmn)-C(O)-N(C1.6-
ankuna),; N(H)-S(0),-C¢-ankuna; SCF3; S-Cie-ankuna;, S(0)-Ce-ankuna;, S(0),-C;.
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6-aJIKHJIA, S(O)z-NHz; S(O)z-N(H)(Cl.G-aJ'IKI/IJ'Ia); S(O)z-N(C1.6-aJ'IKI/IJ'Ia)2; C3.6-
nukyoankuna, Ci4-ankmneH-Cs-IUKIoaNKIIa; 3-6-4JeHHOro rerepouuknoaikuna; C.
4-JIKWIIEH-(3-6-4JIEHHOTO TeTepOLMKIOANKNIA), (eHuna wiam S5 win O-4IEHHOTrO

reTepoapuIa,;

B (popMe CBOOOIHOTO COETUHEHUS WIIH €T0 (PU3HOJIOTHIECKH TPUEMIIEMOH COJIH.

Coennuenne ro 1. 1, rie R’ u R® 06a npexcrasmstor coboit CHs.

Coenunenue 1o . 1 win 2, oTIMYarOIIeecss TeM, YTO COOTBETCTBYET o0Iel Gopmyie

(IT) wm (11D)

(1 (1

.
CoenuneHue 1o J0OOMY M3 IPEIBIYIIUX TYHKTOB, rne X npeacrasiser codoit NR', u

Z npencrassier coboit N umi CR”.

CoennHeHue N0 TFOOOMY M3 TIPEIBITYIIUX MyHKTOB, TIe

R npencrasisier cobdoit  H; Cig-ankmn,  Cse-UUKIOATKUI,  3—O-uJeHHBIN
reTEPOLMKIOATKIIT, (DEHWIT WK 5- HITH O-YJICHHBIN TeTepOapu,
rne Cs.g-IMKIoanKuyI, 3—6-4JeHHBIH TeTepouuKioankmi, Geranmn u S5 wim 6-
YWIEHHBI TreTepoapuil MOXKeT Heobs3arenbHO ObiTh coeamHeH uepes Ciu-

AJKUJIEHOBBIM MOCTHK.

CoennHeHue N0 TFOOOMY M3 TIPEIBITYIIUX MyHKTOB, TIe
R? npencrasisier coboii H; F; Cl; Br; CN; C¢-ankun; Cs.g-umknoankuit, O-Ci.¢-anku,
C(O)-NHz; C(O)-N(H)(Cl-s-aJ'IKI/IJ'I); C(O)-N(Cl.ﬁ-aJ'IKI/IJ'I)z; C(O)-N(H)(C36-

rukJioankui) uin C(O)-N(Cg-ankmn )(Cs.6-LUKITIOATKI),
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rne  C;6-IMKIOANKUIT MOXKeT HeoOs3aTenbHO ObiTh coenuHeH uepe3 Ci.a-
ANIKUJICHOBBIM MOCTHK;, W/HITH

R’ npencrasisier coboii H; F; Cl; Br; CN; C¢-ankun; Cs.g-umknoankuit, O-Ci.¢-anku,
C(O)-NH;; C(O)-N(H)(C,s-anmkmn); C(O)-N(C,s-ankun);; C(O)-NH)Cs.-
rukJioankui) uin C(O)-N(Cg-ankmn )(Cs.6-LUKITIOATKI),
rne  C;6-LIMKIOANKUIT MOXKET HeoOs3aTenbHO ObiTh coenuHeH uepe3 Ci.a-

AJKUJIEHOBBIM MOCTHK.

CoennHeHue N0 TFOOOMY M3 TIPEIBITYIIUX MyHKTOB, TIe R’ npencrassietr codoit H.

Coennuenue mo mobomy u3 . 1-6, rae R’ npexncrasmser coboit L-R®; rae

L mpencrasisier coboit cBsizb, S(O); S(O),; Cy-anxunen; C(0); C4-ankunen-C(O),
C(0)-0; Ciy-amxkunen-C(0)-O; Ciuy-ankunen-N(H)-C(O) wmu Ci4-ankuieH-
N(H)-C(0)-0;

R® npencrasisier cobohi  Crg-amkmi, Ci4-IUKIOANKWI WIH  3—O-4JIeHHBIN
reTEPOLMKIOATKII,
rrne Cs-LUKIOANKIT U 3—0-4JICHHBIA TeTePOIMKIIOATKHUI MOTYT HEOOs3aTeIbHO

ObITh coenuHeHbl Yepe3 Ci.4-aIKUICHOBBIH MOCTHK.

CoenuneHue No TrOOOMY M3 TIPEIBITYIINUX MyHKTOB, TIe

R’ npencrasisietr codoit H; F; CN; metwr; atun;, H-npormu; 2-niponiut, CF3; CH,CFs;
CHF,, CH,CHF,, CHyF; CH,CHyF; S(O)-CH;3; S(O)-CH,CHs; S(O)-
CH,CH,CHj3; S(O)-CH(CHj),; S(0),-CHj3; S(0),-CH,CHj;; S(0O),-CH,CH,CH;
wiu S(0),-CH(CHj3),.

Coenunenue 1o JFIOOOMY U3 TIPEIbITYIINX yHKTOB, TIe

RY npencrasisier codoii H; F; Cl; Br; CN; Cg-anxumr, Cs¢-UHUKIOANKIWI, 3-6-
yineHHbli  rerepouukioankmr,  P(O)-(Cig-ankun),; P(O)(Ci.g-ankun)(Cs.e-
ukJoankuin), P(O)(Ci.s-ankun)(3-6-unennswiii rereporukinoankui) P(0)-(0-C -
ankmn)y, P(O)O-C.s-ankun)(O-Css-tmukioankmn), P(O)(O-Cis-ankun)(O-(3-6-

YJICHHBIN TETePOIUKIIOATKII)).

Coenunenue 1o JFIOOOMY U3 TIPEIbITYIINX yHKTOB, TIe
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R" npencrasisiet codoii F; Cl; Br; I; CN; Cys-ankwn win O- C6-anku,

w/unu

n

CoenuHenue no J000My U3 MPENbIAYIINX MyHKTOB, BEBIOPAHHOE U3 TPYIIIBI, COCTOALIECH

npencTasiset codoit 0, 1 wm 2.

us:

8-(3-Huknomnponui-5-¢pTop-1 H-unnon-7-um)-6-gprop-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
9-3tun-6-prop-8-(6-pTop-1-meruncynvpornn-1 H-unnon-4-nn)-1,4,4-rpumerin-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
9-3tun-6-¢prop-1,4,4-rpumernn-8-(1-meruncynbdonmn-1H-uanon-4-un)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
9-3tun-6-prop-8-(6-pTop-1-meruncynvponnn-1 H-unnazon-4-un)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Drop-8-[6-Prop-1-(2-merokcu-3tun)- 1 H-unnon-4-nin|-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
2-[6-Drop-4-(6-Prop-9-merokcu-1,4,4-rpumern-SH-[ 1,2,4]tpuazono[4,3-
a]xunokcanuH-8-mn)-1H-unpon-1-un]-EtOH
6-Drop-8-(6-dprop-1-meruncynpdonmn- | H-uanon-4-un)-9-meroxcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Prop-9-merokcu-1,4,4-tpumernn-8-( 1-meruncynbdponni-1 H-unnon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[1-(2,2-Audrop-atun)-6-pTop-1 H-unnon-4-nil-6-pTop-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
1-Luknonponun-6-¢grop-8-(6-Prop- 1 -meruncynpdonnn-1H-unnon-4-mn)-9-
meTokcu-4,4-numetun-SH-[1,2,4|rpuazono[4,3-a]xuHOKCANNH
1-Luknonponuin-6-grop-9-merokcu-4,4-numeriin-8-( 1 -mermncynsponni- 1 H-
unnoa-4-un)-5H-[ 1,2 4]tpuazono[4,3-a]xuHOKCAIUH
2-[4-(1-Uuknonpomn-6-¢prop-9-metokcu-4,4-numernn-SH-[ 1,2 4 ]rpuazono[4,3-

a]xurOoKcanuH-8-mn)-6-¢prop-1H-unnon-1-un]-EtOH



62

63

64

65

66

300

301

304

305

308

316

322

323

326

340

170

1-Luknonponun-6-¢grop-8-(5-prop-3-merun- 1 H-uanon-7-un)-9-metokcu-4,4-

numetun-SH-[ 1,2, 4]rpuazono[4,3-a]xuHOKCAINH

1-Luknonponui-6-¢grop-8-(6-rop- 1 -meruncynpdonnn-1H-unnon-4-mn)-4,4,9-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

1-Luknonponun-6-¢grop-4,4,9-rpumerin-8-( 1-metuincynsponnn- 1 H-unnon-4-ni)-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

2-[4-(1-Huknonpomun-6-¢pTop-4,4,9-tpumernn-SH-[ 1,2,4 ]rpuaszono[4,3-

a]xurOoKcanuH-8-mn)-6-¢prop-1H-unnon-1-un]-EtOH

1-Luknonponun-6-¢rop-8-(5-prop-3-mernn- 1 H-unnon-7-un)-4,4,9-rpumerun-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-[ 1-(2-meTokcu-atun)-1H-unnon-4-unl-1,4,4,9-rerpamerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

2-[4-(6-DTop-1,4,4,9-rerpamerin-SH-[ 1,2,4]tpuazono[4,3-a]xuHOKCATUH-8-1T)-
1H-unmon-1-un]-EtOH

6-Drop-1,4,4,9-rerpamerin-8-( 1-merun-1H-unnazon-4-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-(1-Uuknomnponun- | H-uanon-4-un)-6-¢grop-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-4,4,9-rpumernn-8-( 1 -meruncynapdonni- 1 H-unnon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-(5-¢pTop-3-merun- | H-unanon-7-un)-4,4,9-rpumernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-[ 1-(2-merokcu->tun)- 1 H-unnon-4-nn|-4,4,9-rpumerun-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-31un-6-¢prop-8-(6-pTop-1-mermncynsponnn-1 H-unnon-4-nn)-4,4,9-rpumerin-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

8-[1-(2,2-Audrop-atun)-1H-unnon-4-unl-6-dprop-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-(6-dprop-1-meruncynpdonmn- | H-uanazon-4-mn)-1,4,4,9-rerpamernn-
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SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Drop-8-[ 1-(prop-mernncynsponmn)- | H-unnon-4-un|-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[1-(Oruncynshonmn)- | H-ungon-4-unl-6-¢prop-1,4,4,9-rerpamernin-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Drop-1,4,4,9-rerpamerin-8-(3-mermn- 1 H-unnazon-7-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-3tun-6-¢prop-4,4,9-rpumernn-8-(3-merun- | H-uanon-7-mn)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-[ 1-(nzonponmncynbdonmn)-1H-unnon-4-un|-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
1-31un-6-¢prop-8-(6-pTop-1-meruncynsdponmnn-1 H-unnazon-4-un)-4,4,9-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
[2-[4-(6-DTOp-1,4,4,9-TerpameTin-SH-[ 1,2,4]Tprazono[4,3-a|XxuHOKCATUH-8-111)-
1H-unmon-1-un]-3Tui|-nuMeTuI-aMyuH

6-Drop-1,4,4,9-rerpamerin-8-( 1 -mermncynbponnn-1 H-unnazon-4-nm)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

1-3tun-6-¢prop-4,4,9-rpumernn-8-( 1 -meruncynsdonni- 1 H-nnnazon-4-mn)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[1-(LUuxnonponuicynbdonmn)- 1 H-uanon-4-un|-6-¢grop-1,4,4,9-rerpametini-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
8-[1-(BTuncynbhonnn)-6-¢prop-1H-unnon-4-un]-6,7-nudrop-1,4,4,9-reTpameTu-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
6,7-udrop-8-(6-pTop-1-metuncynbdonun- 1 H-uanon-4-un)-1,4,4,9-rerpame -
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6,7-Audrop-1,4,4,9-rerpamernn-8-( 1 -meruncynvdponni- 1 H-unnon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

2-[4~(6,7-Hudrop-1,4,4,9-rerpamernii-SH-[ 1,2, 4]tpuazono[4,3-a |x uHOKCaTHH-8-
un)-6-grop-1H-uanon-1-un]-EtOH
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8-(1-Huknonponun- 1 H-uanon-4-un)-6-¢prop-1,4,4-tpumernn-SH-

[1,2,4]Tpuazomno[4,3-aJxuHOKCATNH-9-KapOOHUTPUIT

6,7-Audrop-1,4,4,9-rerpamernn-8-(1-meruncynpdonnn- 1 H-unnazon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(6-Prop-1-meruncynsdonmn- 1 H-uanazon-4-mn)-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

[6-DT1op-8-(6-pTOp-1-MeTuncynbdonmn- 1 H-unnon-4-un)-1,4,4-rpumernn-SH-

[1,2,4]rpuazono[4,3-a|xuHokcanuH-9-un]-MeOH

6-Xnop-8-(5-¢prop-3-merun-1H-unnon-7-nm)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-(Audrop-metmn)-6-¢prop-8-(6-prop-1-meruncynpdonmn- | H-uanon-4-mn)-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

6-Xunop-1,4,4,9-rerpamein-8-( 1 -metuncynsdonmn- | H-unnon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Xnop-8-(6-prop-1-meruncynsdonmn-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Xnop-1,4,4,9-rerpameTin-8-(1-meruncynbdponni- 1 H-unnazon-4-ni)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-(Audrop-metmn)-6-¢prop-1,4,4-Tpumernn-8-( 1 -mermncynvponni- 1 H-unnon-4-

wn)-5H-[1,2,4]tpuazono[4,3-a]XuHOKCATUH

9-(Audrop-metmn)-8-[ 1 -(3tusncynsdponmn)-6-¢prop- 1 H-unnon-4-un]-6-¢prop-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

9-(Audrop-metmn)-8-[ 1 -(3tuncynsponun)- 1 H-unnon-4-un)-6-dprop-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

9-(Audrop-metun)-6-¢prop-8-(5-prop-3-merun- 1 H-unnon-7-nn)-1,4,4-rpumermn-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

2-[4-(6-Xn0p-1,4,4,9-rerpamerin-SH-[ 1,2, 4]tpuazono[4,3-a|xuHOKCaTuH-8-111)-6-
¢Top-1H-unpon-1-un]-EtOH

2-[4-(9-Otun-6-¢rop-1,4,4-rpumernn-SH-[ 1,2, 4]tpuazono[4,3-a]xuHokcanns-8-
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un)-6-grop-1H-uanon-1-un]-EtOH
6-Prop-8-(6-prop-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-[ 1,2 4] tpuazono[ 4,3-
a|XUHOKCAJINH

9-(Audrop-metmn)-6-¢prop-1,4,4-Tpumernn-8-(3-mermn- 1 H-uanazon-7-mn)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
9-Llnknonponun-6-¢grop-8-(6-prop-1-meruncynsdonmn-1H-unnazon-4-un)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Otop-8-(1H-urnon-4-un)-1,4,4,9-rerpamerun-5SH-[ 1,2, 4]rpuazono[4,3-
a|XUHOKCAJINH

6-Dtop-8-(1H-urnon-4-un)-9-merokcu-1,4,4-rpumerin-SH-[ 1,2, 4] tpuazono[4,3-
a|XUHOKCAJINH
6-Drop-8-(6-prop-1H-unnon-4-un)-9-merokcu-1,4,4-rpumerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
9-Lluxnonponui-6-¢grop-8-(6-prop-1-meruncynsdonmn-1H-unnon-4-mn)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
9-Iluxnonponun-6-¢grop-1,4,4-rpumerin-8-(3-metni- 1 H-unnon-7-mn)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-9-merokcu-1,4,4-tpumernn-8-[ 6-(tpudropmernin)- 1 H-uanon-4-un]-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

9-Lluxnonponun-6-¢grop-1,4,4-rpumerin-8-( 1 -metnincynsporni- 1 H-unnon-4-nmn)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Drop-1,4,4,9-rerpamerin-8-(6-metmin- 1 -meruncynbdonmn- 1 H-uanon-4-um)-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Prop-9-merokcu-1,4,4-tpumernn-8-(6-metmi- 1 -meruincynsponmn- 1 H-uanon-4-
wn)-5H-[1,2,4]tpuazono[4,3-a]XuHOKCATUH

4-(6-Dtop-1,4,4,9-rerpamermn-SH-[ 1,2,4]tpuazono[ 4,3 -aJxuHokcanuH-8-mi)-1H-
UHIOJI-0-KapOOHUTPHUIT
8-(3-Huknomnponun-5S-¢pTop-1H-unnon-7-nn)-6-prop-9-merokcu-1,4,4-rpumeTi-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
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[8-[1-(Dtrncynbdonmn)-6-¢prop-1H-uanon-4-unl-6-¢prop-1,4,4-rpumernn-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

2-[6-Drop-4-(6-Prop-1,4,4-TpumeTnn-9-merunamuno-SH-[ 1,2, 4]rpuaszono[4,3-

a]xunokcanuH-8-mn)-1H-unpon-1-un]-EtOH

[8-(1-Luxnonponun-1H-unnon-4-nn)-6-prop-1,4,4-rpumerni-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

6-Xnop-9-merokcu-1,4,4-rpumernn-8-( 1 -meruncynbdponni- 1 H-unnon-4-mn)-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-X10p-8-(6-pop-1-meruncynbdonni-1H-uanon-4-ui)-9-merokcu-1,4,4-

tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH

6-Dtop-1,4,4,9-trerpamerin-8-( 1 -metwin-1H-unnon-4-un)-SH-[ 1,2,4]tpuazono[4,3-

a|XUHOKCAJINH

6-Prop-9-merokcu-1,4,4-tpumernn-8-( 1-merun-1H-unnon-4-mn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

[6-DT1op-8-(6-pTOp-1-MeTuncynbdonmn- 1 H-unnon-4-un)-1,4,4-rpumernn-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

[6-DT1op-8-(5-pTOop-3-MeTun-1H-unnon-7-un)-1,4,4-rpumerni-SH-

[1,2,4]rpuazono[4,3-a|XuHOKCATUH-9-1JT|-MEeTUII-aMUH

6-Xnop-8-(6-¢prop-1H-unnon-4-mn)-9-meroxcu- 1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnazon-4-mn)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnon-4-un)-1,4,4,9-rerpamernn-SH-[ 1,2, 4] tpuazono[ 4,3-

a|XUHOKCAJINH

8-[1-(Lluknonponun-meruicyabpornn)- | H-uanon-4-un]-6-¢rop-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

6-Drop-9-merokcu-1,4,4-Tpumernin-8-[ 1 -meTrncynbpoHnI-6-(TpudTOpMeTII)-

1H-unnon-4-un]-SH-[1,2,4]tpuazono[4,3-a]xuHOKCATUH

6-X0p-8-(6-prop-1-mermncynbhonni-1 H-uanazon-4-un)-9-merokcu-1,4,4-
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tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Drop-8-(7-prop-1H-unnon-4-un)-9-meroxcu-1,4,4-rpumerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Prop-8-(6-prop-1H-unnazon-4-mn)-9-meroxcu-1,4,4-rpumerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Prop-8-(6-prop-1H-unnazon-4-nn)-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

8-[ 1-(Lluknonponun-metuicyibpornn)-6-¢prop-1 H-unnon-4-nn|-6-prop-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH
6,7-Audrop-8-(6-Pprop-1-meruncynsdonmn- 1 H-uanon-4-mn)-9-meroxcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6,7-Audrop-9-merokcu-1,4,4-rpumernn-8-( 1 -meruncynsdonmn- | H-uanon-4-wmn)-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH
6,7-Hudrop-1,4,4-tpumerni-8-(1-meruncynbdonmn-1H-unnon-4-mn)-9-
(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH
6,7-Audrop-8-(6-¢prop-1-meruncynsdonmn-1H-uanazon-4-mn)-9-meroxcu- 1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
6-Xnop-7-dprop-1,4,4,9-rerpamerun-8-(1-meruncynbdonnn- 1 H-unnon-4-ni)-5SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH
6-Xnop-7-prop-8-(6-pTop-1-meruncynsponnn- 1 H-unnon-4-nn)-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH
6-Dtop-8-(1H-urnazon-4-mn)-1,4,4,9-rerpamermn-SH-[ 1,2,4]tpuazono[4,3-
a|XUHOKCAJINH

8-[1-(Lluknonponuincynbdonnn)- 1 H-uanon-4-un|-6-prop-9-merokcu-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
8-(6-Xnop-1H-unnon-4-nn)-6-prop-1,4,4,9-rerpamern-5SH-[ 1,2,4]tpuazono[4,3-
a|XUHOKCAJINH

6-Drop-1,4,4,9-rerpamernn-8-[ 6-(tpudropmernn)- 1 H-uanazon-4-un|-5SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH
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6-Xnop-7-prop-8-(5-pTop-3-metun-1H-unnon-7-un)-1,4,4,9-rerpamerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Xnop-7-¢prop-1,4,4,9-rerpamerun-8-(1-mernncynbponnn- 1 H-unnazon-4-umn)-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Xnop-7-prop-8-(6-pTop-1-meruncynvponnn- 1 H-unnazon-4-un)-1,4,4,9-

terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH

8-(1-Huknonponun- | H-uanon-4-un)-6-¢prop-9-merokcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Mudrop-8-(1H-unnon-4-un)-1,4,4,9-rerpamerun-SH-[ 1,2,4]tpuaszono[4,3-

a|XUHOKCAJINH

6,7-Audrop-1,4,4,9-rerpamernn-8-(3-metmn-1H-unnon-7-un)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(5-prop-3-merun-1H-unnon-7-nmn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Drop-8-(5-prop-1H-unnon-7-un)-9-meroxcu-1,4,4-rpumerni-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Audrop-8-(6-prop-1H-unnon-4-mn)-1,4,4-rpumernn-9-(tpupropmernn)-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6-Prop-8-(7-prop-1H-unnazon-4-nn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-nudrop-8-(6-prop-1-meruncynpdonmn- | H-uanon-4-un)-1,4,4-rpumernn-9-

(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH

6,7-Androp-8-(6-¢prop-1-meruncynbdponmn-1H-uanazon-4-un)-1,4,4-rpumernin-9-

(Tpudropmern)-SH-[ 1,2,4]rpuazonol4,3-a]xuHOKCcannH

4-(6,7-Mudrop-1,4,4,9-rerpamernin-SH-[ 1,2, 4]rpuazono[4,3-a |x uHOKCATUH-8-1JT )-

1H-unnomn-7-kapOboHUTpUI

6,7-Audrop-8-(6-prop-1-merun-1H-unnon-4-nmn)-1,4,4,9-rerpamernn-SH-

[1,2,4]tpuazono[4,3-a|xuHOKCATUH

6,7-Androp-8-(6-merokcu-1-meruncynbsdonnn-1H-unnon-4-mn)-1,4,4,9-
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terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCATNH
6-Drop-8-(6-merokcu-1-mermncynbponni-1 H-unnon-4-un)-1,4,4,9-rerpamernn-
SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

6-Prop-9-merokcu-8-(6-merokcu- | -meruncynabdonmn- | H-unnon-4-mn)-1,4,4-
tpumetun-SH-[ 1,2 4]rpuasono[4,3-a|xuHoKcamuH
7-Xnop-6-¢prop-8-(6-pTop-1-meruncynvponnn- 1 H-unnazon-4-un)-1,4,4,9-
terpameTun-SH-[1,2,4]rpuazono[4,3-a]xuHOKCAINH
7-Xnop-6-prop-8-(5-pTop-3-merun-1H-unnon-7-un)-1,4,4,9-rerpamerni-SH-
[1,2,4]tpuazono[4,3-a|xuHOKCATUH

7-Xnop-6-drop-1,4,4,9-rerpamerun-8-(1-mernincynbponnn-1 H-unnazon-4-umn)-

SH-[1,2,4]rpuazono[4,3-a]XuHOKCATNH

B (popMe CBOOOIHOTO COEUHEHUS HITH €r0 (PU3NOJIOTHUECKH TPUEMIIEMON COJIH.

Coenunenne mo moOOMy U3 IIIL

JlexapcrBennas Gopma, comepskaiasi CoequHeHue o Jirodomy u3 mm. 1-12.

npodunakTuke OONU W/ MM BOCTIATICHHUSI.

Coenudenne 1mo I

BOCHAJIUTEILHON 0OJIHU.

1-12 nng npuUMeHEHWs TpU JICUEHUH W/HIIH

14 nns mnpuMeHeHWsT B JIEYEHUH W/WIM TPOPUIAKTHKE
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