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Hacrosimee n3o0perenne oTHocuTes K coequHeHmsM obmeit popmyssr (11) wmu (111)
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KOTOpBIE JICHCTBYIOT KaK MOJYJISATOPHI TIIOKOKOPTUKOUIHOTO PELENnTOpa U MOTYT OBITh MPUMEHEHBI JUIS
JIedeHMsT W/¥UTH TPOQHIAKTHKHY 3a00IeBaHNi, KOTOPBIE IT0 MEHBIIEH Mepe YaCTUIHO OMOCPEIOBAHBI TIIFOKOKOP-
TUKOUIHBIM PEIETITOPOM.

I'moxoxoptukonabl (I'K) oka3piBalOT CHIIBHBIN MPOTHBOBOCTAIUTEIBHBINA, HIMMYHOCYIIPECCUBHBIN U 00-
JIe3Hb-MOTUHUIMPYIONTHA TepaneBTHIeCKU 3¢ dexr, omocpenoBaHHBIA TIIOKOKOPTUKOUIHBIM PEIeITOPOM
(I'P). OHHM #ecATHIIETHSIMA ITHPOKO UCTIOIB3YIOTCS AJIS JICUCHUST BOCTIAJUTEIBHBIX 1 IMMYHHBIX 3200JIeBaHUN 1
JIO CHIX TTOp SIBJIAIOTCS Hanbouiee d(h(pEeKTUBHON Tepanuel mpy TaKuX COCTOSHHUAX. OHAKO XPOHHYECKOMY Jiede-
HHIO BOCTIAINTENBHBIX 3a00seBanuii ¢ momouipio I'K mpenstcrByror no6ounsie addexrsl, cszannsie ¢ ['K. Ta-
KHe HeXeJaTelbHble M0O0YHbIe d(PEKTH BKIIOYAIOT MHCYIMHOPE3UCTEHTHOCTD, HAa0eT, TUIEPTEH3HIO, Tiay-
KOMY, JIETIPECCHIO, OCTEONIOPO3, YTHETeHHE (DYHKIMH HAAIMOYSYHUKOB U MCTOIIEHHE MBIIIIL, TIPH 3TOM OCTEOIO-
Po3 ¥ 1uadeT SBISIOTCS Hanboliee TSHKEIbIMU ¢ BpadeOHoi Touku 3penust (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):S29-33; Hartmann
K. et al, Physiol Rev. 2016 Apr;96(2):409-47).

OmHUM TpPUMEpPOM TEPOPATHHOTO TIIOKOKOPTUKOMIA SIBISIETCS NMPEIHWU30H, KOTOPHI 4acTO Ha3HAYAIOT
JUTSI JICYSHHST HECKOJIbKUX BocmanuTenbHBIX 3aboneBanuii (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 yrHETCHHE
(yHKIMK HAANOYCYHUKOB, CHHAPOM OTMEHBI MPEIHHU30JI0HA MOXKET OBITh TSDKENBIM, €CIIH IIPHEM IIperapara
PE3KO MPEKPaTUTh MPH MCUYE3HOBEHUH BCEX MPU3HAKOB 3a00ieBaHus. [103TOMY MOCTENIEHHOE CHI)KEHHE O3B
I'K no ¢u3mnonornyeckoil 4acto SIBISETCS YaCThIO IMPOTOKOJIOB JICUCHMS C LIENBIO CHU3UTh PHUCK PELUINBA U
pasButus apyrux cumnTomoB cuHapoma otmensl (Liu D. et al., Allergy Asthma Clin Immunol. 2013 Aug
15;9(1):30). Takum 0Opa3om, CYIIECTBYET BBICOKAsi MEIUIIMHCKAS TIOTPEOHOCTh B HOBBIX 3()(PEKTUBHBIX MPOTH-
BOBOCTIJINTEIBHBIX IIPENaparax ¢ MEHbIINM KOJIMYECTBOM MOOOYHBIX 3 (PEKTOB.

HenaBHue uccienoBanust cocpeoTOUCHBI Ha pa3paboTKe YaCTHYHBIX arOHUCTOB WM CEJIEKTUBHBIX MOJY-
JSITOPOB TIFOKOKOPTHKOMHOTO PELENTOpa, KOTOPblEe aKTUBUPYIOT IyTH U MHIMOMPOBAaHHS BOCHAJICHUS, OJI-
HaKO M30eraroT HalleJMBaHUS Ha IyTH, KOTOPhIE TIPUBOAT K Pa3BUTHIO cBs3aHHBIX ¢ ['K mo6o4YHBIX 3¢ (eKToB.
Bruto nmponeMoHCTpHPOBaHO, YTO OONBIIMHCTBO TaKuX 3((HEKTOB ONMOCPEIOBaHbI pa3nuIHBIME | P-3aBHCHMBIMI
TeHOMHBIMH MeXaHM3MaMH, Ha3bIBACMBIMH TPAHCAKTHBAIU U TpaHCpemnpeccus. I[lpoTuBoBocanuTensHOE eii-
ctBue ['K 00ycnoBineHo rimaBHEIM 00pa30M TpaHCpENpecCHel BOCTIAUTEIBHBIX TEHOB, TOT/Ia KaK ONpe/IeIeHHBIC
mo0ovHbIe 3PPEKTH MPEUMYIIECTBEHHO OMOCPEIOBAHbI TPAaHCAKTHBAIIMEH HECKOJIbKHX TeHOB. COrIacHO TpH-
pone muranga I'P MoXKeT CeleKTHBHO MOAYIMPOBATHCS B KOHKPETHOW KOH(POPMAITHH, B KOTOPOH MPEATIOUTCHHE
OyzeT oTaaBaThCs TPAHCPENIPECCHU TI0 CPaBHEHMIO C TPAHCAKTUBALMCH, YTO NPUBOAMT K YIYy4YIICHHOMY Tepa-
nesruaeckomMy 3ddekry (De Bosscher K et al., Trends Pharmacol Sci. 2016 Jan;37(1):4-16). Konuenuus no-
JOOHBIX JIMCCOIIMMPOBAHHBIX JIMT'AHIOB ObLIA OIpE/eicHa OKOJIO ABYX JECATHICTUH Hazal, U OblIM MACHTH(H-
IIUPOBAHbl HECKOJIKO COEIMHEHUH, KOTOPbIE NPOILLIH OLEHKY B JTOKJIMHUYECKUX W KIMHUYECKUX HCIBITAHUIX,
OJTHaKO HU OJTHO M3 HHUX JI0 CHX ITOp HE OBLIO 0100peHO JUTsl KIIMHIMYECKOTO NPUMEHECHHSI.

CoennHeHHs, KOTOPBIE SBISIIOTCS AKTUBHBIMH MOIYJIATOPAMH TIIIOKOKOPTHKOWIHOTO PEIETTOpa, TAKXKe
m3BecTHB 13 WO 2009/035067 1 WO 2017/034006.

Lemnbio HacTOAIIETO H300pETEHNS OBLIO OOECTIEdCHNE HOBBIX COSIMHEHNH, KOTOPBIE SIBIISIOTCS MOIYIISATO-
paMH TITIOKOKOPTHUKOHMIHOTO PEeIenTopa U KOTOPHIe MPEAIMOYTHTENFHO 00J1a1al0T IPEUMYIIIeCTBaMH 10 CpaBHE-
HUIO C COSIMHEHISIMU MPEIIECTBYIONIETO YPOBH TeXHUKH. HOBBIE COeTMHEHNS, B YACTHOCTH, TOJDKHBI ITIOXO0-
IUTH JUISL MCTIONIB30BAHMS TP JICYCHHH HW/IUIN TPOQMIAKTHKE PAacCTPOMCTB Wi 3a00JIeBaHUH, KOTOPHIE MO
MEHBIIIE Mepe YaCTUYHO ONOCPET0BAHBI TITIOKOKOPTUKONUIHBIM PELIETITOPOM.

Orta nenb ObUIa TOCTUTHYTa B COOTBETCTBUH C IIPEIMETOM (OPMYJIBI H300pETeHUS.

Heoxunpanuo 66110 00HapYKEHO, YTO COETMHEHHS B COOTBETCTBHHU C HACTOSIIMM N300pETEHUEM SIBIISIOT-
Cs1 BEICOKOA((PEKTUBHBIMU MOy ISITOPaMH TITIOKOKOPTUKOUIHOTO PEIenTopa.

Hacrosiiee n300peTeHne 0THOCUTCS K coeauHeHuto oomeit popmymsr (I1) mm (111)
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0 (1)

rae

R! npencraBisieT coooi Ci_jgamkui win Cs._joIIHKIOATKIIT,

R? npeacraBiser coboit CN; Cyjpankmn; Csjoumkmoankui; O-Cijpankmr; N(H)(Cyjpankum) wim
N(C.jpamkmi)y;

R’ npeacrasisiet coboit H; F; Cl; Br wmu I; R* npezacrasisiet coboit F umu Cl;

R’ 1 R® mpesicTaBnsior coGoii He3aBUCHMO JAPYT OT APYra He3aMelleHHBbIH C_jallku;

X mpexacrasisiet coooi N win NR’;

Z npencrasiseT coboit N, NR wim CRL);

MIPH yCIOBUH, ITO

rae X npexncrasisier co6oit NR', Z npencrasmsier co6oii N mm CRY;

xorna X mpejcrasisier coboii N, Z npeacrasisier coboit NR;

R’ mpencrasisier cooit H mmn L-R®; rae L npexcrasmsier co6oii csisb; S(O) min S(0),; R® npencrasmser
co60ii C_jpankui uian Cs_yglINKIOATKAIT,

rrae Cs.1gIIIKIOATKIIT MOKET He00sA3aTeIIbHO OBITh coeuHEH uepe3 C|_¢aIKIICHOBBIA MOCTHK;

R’ uR" MPEJCTAaBIIOT co00i HezaBucHMO npyT ot Apyra H; Cy_jpankwn wiu Cs.qo DUKIOATKILT,

R" npenctapisiet coboit F; Cl; Br; I; CN; C_jpankmn mwmm O-Cy_jpaikur; n npeactasister coooi 0, 1 wmu 2;

rae Cyjpamkmt, Cankmn u C_¢aKIICH B KOXKIOM CIy4ae He3aBHCHUMO JIPYT OT JPyTa SIBISIOTCS JTHHCH-
HBIMH HJTU Pa3BETBICHHBIMU, U HACHIIICHHBIMU;

rae Cy jpanmkmi, Ci4amkmt ik CsgIIUKIOATKIIT B KaXKOM CITydae HE3aBUCHMO JIPYT OT JAPYra SBISFOTCS
HEe3aMEIICHHBIMHA, MOHO- WJIH ITIOJIN3aMeIIeHHBIMI OJHUM WK OoJiee 3amecTuTensmMu, BeiOpanHbiMH u3 F; Cl;
Br; I; CF3; CF,H; CFH;; OH; =0; O-C,_sanxuna; NH,; N(H)(C,_sankuna) umu N(C,_¢amkumna),;

B (popme cBOOOTHOTO COSAMHEHUS WK €r0 (PU3HOIOTHIECKH TPUEMIIEMOU COJIH.

B mpeamouTHTeIbHOM BapHaHTE OCYIICCTBICHUS COCIUHEHNE B COOTBETCTBHHU C HACTOSIINM H300pETEeHH-
€M TIPUCYTCTBYET B opMe CBOOOIHOTO coeAnHEHHUs. TepMuH "cBOOOIHOE coequHEHHE" TMPEAIOYTHTEIHLHO 03-
Ha4JaeT, YTO COSAMHEHUE B COOTBETCTBHUHU C HACTOSIINM M300pETEHHEM He MPUCYTCTBYET B opme comu. Croco-
OBl OTpeNeICHUs, IPUCYTCTBYET JIM XUMHYCCKOE BEHICCTBO B (popMe CBOOOJHOTO COCAWHCHUS WM COJH, W3-
BECTHBI CICIMATHCTY B JAHHOM 00JIACTH TEXHHUKH, 3TO, HANPHUMEp, criekTpockornus SIMP TBepmoro tena Ha sii-
pax "N mmm "N, pentreHoBckas au(pakius, peHTIeHOBCKas HopolikoBas xudpakromerpus (XRPD), UK, Pa-
man, P®DC. Takke MOKHO MCIONB30BaTh crekTp 'H SIMP, 3amucaHHbI B PacTBOPE, YTOOHI YUeCTh HATHUHE
MPOTOHHPOBAHUS.

B npyrom mpeanodTUTENIEHOM BapUAHTE OCYIIECTBICHUS COCTUHEHUE B COOTBETCTBUU C HACTOSIIUM H30-
OpereHneM MPUCYTCTBYET B popme Qusmonorudecku npuemieMoit conn. TepMuH "QU3HOTOTHIECKH TTPHUEMITS-
Masi coip" TPEAIOYTHTEIHHO OTHOCHUTCS K COJIM, TOJNyYEeHHON M3 COCIWHEHHS B COOTBETCTBHH C HACTOSIINM
n300peTeHneM U (PU3HONIOTHIECKH TPUEMIIEMON KUCIOTHI FITH OCHOBAHHUS.

CoennHEeHHE B COOTBETCTBHU C HACTOSIIUM M300pETEHHEM MOXKET MPHCYTCTBOBATH B JIFOOOH BO3MOXKHOM
(dhopme, BKITIOUAsT COMBBATHI, COKPUCTAIIB M TOTUMOPGBL. TepMuH "conpBaT" MPEANMOYTUTEILHO OTHOCHTCS K
aanykry (i) COCAMHEHHS B COOTBETCTBUU C HACTOSIIUM U300pETCHHEM U/MITH €T0 (PU3HOIOTUICCKU TPUSMIIEMON
coi ¢ (il) OTACTHHBIMHE MOJICKYJIIPHBIMH YKBUBAJICHTAMH OJTHOTO MK OOJIee pacTBOPUTEIICH.

Kpome Toro, coeqrHEHNE B COOTBETCTBHU C HACTOSIINM H300pETEHHEM MOXET IPUCYTCTBOBATH B (JOpME
paremara, SHAaHTHOMEPOB, TUACTEPEOMEPOB, TAYTOMEPOB HIIH JFOOBIX X CMECEH.

CoelMHCHHE B COOTBETCTBUM C HACTOSIIUM H300PETCHHEM MOXET MPUCYTCTBOBATH B (JOPME M30TOITHBIX
HU30MEpOB, IPUYEM 110 MEHBIICH Mepe OJWH aTOM COCIMHCHUS 3aMEIICH M30TOIIOM COOTBETCTBYIOIIETO aTOMA,
KOTOPBII OTIIMYACTCS OT MPEUMYIIIECTBEHHO MPHUPOTHOTO H30TOIIA, a TAK)KE JTIOOBIE CMECH M30TOIHBIX H30MEPOB
TAKOTO COeIMHEHMs. [IpeaodTHTEbHBIME H30TONaMy sBisttorest “H (meitrepmit), *H (tpuruit), °C u “C. W3o-
TOTIHBIE W30MEPHI COCTMHEHUS MO M300pETEeHNI0, KaK MPABUIIO, MOTYT OBITh HOJYYEHBI C MMOMOIIBIO OOBIYHBIX
TIPOTIETYP, N3BECTHHIX CHCIHAINCTY B JaHHON O0JIACTH TEXHUKH.

B cootBercTBUM ¢ HacTosmmuM wu3oOpereHueM TtepMuHbl "Ci jpankmn”, "Cgamkmn", "Ccanmkun" u
"C4anmkun" TPeAnoYTUTEIFHO 03HAYAIOT AMKINYECKHE HACBHIIMIEHHBIC WM HEHACHIIICHHBIC ann(paTHIecKue
(T.e. HEApOMATHYECKHE) YTIICBOIOPOTHBIC OCTATKH, KOTOPHIC MOTYT OBITh TUHCUHBIMU (T.€. HEPA3BCTBICHHBIMH)
WA Pa3BETBICHHBIMHU, KOTOPHIC MOTYT OBITh HE3aMEIICHHBIMHU JTHOO MOHO- WM IMOJIN3aMEIICHHBIME (HAIPH-
Mep, AW- WU TPU3aMEIICHHBIME) M KOTOphIe coaepxar ot 1 mo 10 (t.e. 1,2,3,4,5,6, 7,8, 9 i 10), ot 1 10 8
(te. 1,2,3,4,5,6, 7w 8), ot 1 no 6 (1.e. 1,2,3,4, 5Sumu 6) mor 1 no 4 (t.e. 1, 2, 3 unu 4) aToMOB yriepona,
COOTBETCTBCHHO. B mpenmouturenbHoM BapuaHTe ocymectBieHus Cijpankmn, Cjgamkmi, Cogalkuin u
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C4alKuT SBISIOTCS HACBHINICHHBIMH. B JIpyromM NpeArmouTHTEIBHOM BapuaHTe ocymiecTBIcHHs Ci_jpalIKulL,
Cygamknn, Cygankmn u Cy_4aNKuI SBISIOTCS HCHACBHIIIICHHBIMU. B COOTBETCTBHU C HACTOSIIMM BapUAHTOM OCY-
mectBieHust Cy_jpanmkun, Cjgamkui, Cgankmin u C4aldKWI copepkar 1Mo MEHBIIEH Mepe OJHy TBOWHYIO CBS3b
C-C (C=C-cBs3p) wiu mo MeHsbIeil Mepe onHy TpoitHyto cBsi3b C-C (C=C-cBs3p). B erie ogHOM MpenmoyTH-
TeJapbHOM BapuaHTe ocymecTBiIeHu Ci_jpankui, Cygankmi, Cgankm u Ci_4alKu SBISIOTCS (1) HACHIIIEHHBIMH
nn (ii) HeHacwImeHHBIMU, ipuaeM Ci_jpamkui, Cgankui, Cigankmt u C_4alKWI colepikaTr Mo MEHbIIEH Mepe
OJTHY, TIPEATIOYTUTEIBHO 0/IHY, TpoiHYIO cBsi3b C-C (C=C-cBs3p). [Ipeanourntensusie C. 1o aIKUIBHBIE TPYIIIIBI
BBIOpaHBI U3 METHJIA, 3THJIA, STSHW (BUHIJIA), H-TTPOIKJIA, 2-TPONMIa, |-ponyuHuiIa, 2-TpONHHIIA, TIPONICHIIIA
(-CH,CH=CH,, -CH=CH-CHs;, -C(=CH,)-CH3), u-0ytuna, 1-0ytununa, 2-0ytuauna, 1-0ytenuna, 2-0yTeHua,
n300yTHa, BTOp-OyTHIA, TpeT-OyTWia, H-TIEHTWIA, 2-TICHTHIA, 3-TIeHTWIa, |-TIeHTeHwWIa, 2-TIeHTeHwna, 1-
MEHTUHWIA, 2-TICHTUHWIA, 2-MeTWIOyThna, 3-MeTwnOyTwina, 3-MeTunOyT-2-wia, 2-MeTHioyT-2-uma, 3-
MeTHIOYT-1-nHMWIa,  2,2-TUMETWINPONIIA, H-TeKCWIA, 2-TeKCHiA, 3-TeKCWIa, 2-MCTWINCHTHIA, 4-
METHJITICHTINIA, 4-METHINCHT-2-Wa, 2-MeTWINCHT-2-wna, 3,3-muMetunOyTuna, 3,3-AuMeTHioyT-2-una, 3-
METHJITICHTIIA, 3-METHINCHT-2-WIa W 3-METHIICHT-3-1ia; OoJiee TPEANOYTUTECIFHO W3 METHiA, JTHIA, H-
npomnuia, 2-nponuia, 1-nponununa, 2-nponunuia, nponenuwia (-CH,CH=CH,, -CH=CH-CHj3;, -C(=CH,)-CH3),
H-Oytmna, 1-Oyrununa, 2-OytuHuna, 1-OyreHwmna, 2-OyTeHmna, n300yTHia, BTOp-OyTmna, Tper-OyTmna, H-
MCHTWJIA, 2-TICHTHIA, 3-TICHTUNIA, |-TICHTEeHWIA, 2-TICHTECHIIA, |-TIeHTUHIIA, 2-TICHTUHIA, 2-MeTHIOYTIIa, 3-
MeTWIOyTHIIA, 3-MEeTUNOYT-2-1a, 2-MeTHI0YT-2-1na, 3-MeTWIOyT-1-uaumna, 2,2-TMMEeTHUIINPOIHa, H-TeKCHUIa,
H-TETITHIIA, H-OKTWIA, H-HOHMIA U H-Aermia. [Ipeamoururensapie C; galKuIbHBIC TPYIIBI BEIOPAHBI U3 METHIIA,
9TWJIA, dTEHWI (BHHWJA), H-TIPOMWIA, 2-Tiponwia, l-mponuHwia, 2-nponwHmia, nponeHmia (-CH,CH=CH,,
-CH=CH-CH;, -C(=CH,)-CH;), nB-Oytmma, 1-Oytunwia, 2-Oytuamia, 1-Oyrenuna, 2-OyTeHuia, H300yTHIIA,
BTOp-OyTHIIA, TPeT-OyTHia, H-TIEHTWIA, 2-TICHTWJIA, 3-TICHTWIA, |-TICeHTeHWa, 2-TIeHTeHWIa, |-TIeHTHHIIa, 2-
MIEHTUHWIA, 2-MeTUIOyTHIIa, 3-MeTUIOyTHIIa, 3-MeTHIOYT-2-1ia, 2-MeTWIOyT-2-uia, 3-MeTmI0yT-1-unnna, 2,2-
JUMETHUIIIPONNIA, H-TeKCHa, 2-TeKCHUIIa, 3-TeKCUiia, 2-MEeTHINCHTHIA, 4-MeTHWINeHTHIa, 4-MeTHINEHT-2-1ia,
2-MeTHIINECHT-2-1na, 3,3-IuMeTmIoyTuna, 3,3-IuMeTHIOyT-2-11a, 3-MeTHIICHTHIA, 3-METUINEHT-2-mia U 3-
METHJITICHT-3-11a; OoJice MPEIIOYTUTEIIFHO W3 METWIa, JITWIA, H-MPOMIia, 2-Mpomnuia, |-mpomuHmia, 2-
nponuamia, nponenmia (-CH,CH=CH,, -CH=CH-CH;, -C(=CH,)-CH3;), H-Oytuna, 1-0ytunmia, 2-0ytunmia, 1-
OyreHmna, 2-OyTeHmna, W300yTWiIa, BTOp-OyTHIA, TpeT-OyTwWia, H-NIEHTWNIA, 2-TICHTWIA, 3-TeHTWIa, |-
TIEHTeHWIA, 2-TICHTeHWNa, | -TICHTUHWIA, 2-TIEHTHHWIA, 2-MeTWIOyTHIa, 3-MeTHI0yTHIa, 3-MeTUI0yT-2-1a, 2-
MeTWIOYT-2-Hna, 3-MeTmIOyT-1-uHnmna, 2,2-TMMEeTHITIPOIIA, H-TeKCIIa, H-TeNTWIa U H-okTwiIa. [Ipenmodrun-
TenpHble C| ¢adKUIbHBIE TPYNIBI BEIOpAaHBI M3 METHIIA, JTHJIA, dTCHWI (BUHWIA), H-TIPOMHIA, 2-TPOTNHKa, H-
Oyruia, w300yTHia, BTOp-OyTWIa, TpeT-OyTWia, H-TIEHTWIA, 2-TICHTWIA, 3-TICHTHJA, 2-MEeTHIOyThia, 3-
METWIOyTHIIA, 3-MeTHIOYT-2-1a, 2-MeTHI0yT-2-1ia, 2,2-TAMETHUINPOTIIIIA, H-TeKCHIa, 2-TeKCHuia, 3-TeKCHa,
2-METWITICHTHIA, 4-METHITNICHTIIA, 4-METHIEHT-2-1Ia, 2-MeTWINeHT-2-wia, 3,3-nuMetwnoyTtuna, 3,3-
JUMETWIOYT-2-1a, 3-METHINCHTIIA, 3-METHIINICHT-2-WIa U 3-METHINEHT-3-1ia; 0oee MPEAOYTHTEIBHO U3
METHJIa, ITHIIA, H-IPOIUIIA, 2-MPoMuia, 1-nponuHmia, 2-nponuauia, npornenmwia (-CH,CH=CH,, -CH=CH-CH3;,
-C(=CH,)-CHs3), u-0yTtmia, 1-0ytununa, 2-0ytununa, 1-0yreHuna, 2-0yreHuna, n300yTuia, BTOp-OyTHiia, TpeT-
OyTuia, H-TICHTWNA, 2-TICHTHIA, 3-TICHTWIA, |-TIeHTeHWIa, 2-ICHTCHWNA, |-TICHTHHWIA, 2-TICHTHHWIA, 2-
MeTHIOyTHHa,  3-MeTHnOyTHiaa,  3-MeTHIOyT-2-mma,  2-MeTWiOyT-2-unma,  3-MeTwiOyT-1-wHmma,  2,2-
JUMETHIIPONIa, H-rekcmna. OcobeHHO mnpennodtutenbHbie Ci¢ alKWIbHBIC TPYNIbl BeIOpaHbl w3 Ci.
4ANKWIBHBIX Tpynm. [Ipeanmodturensabie C.4 aNKWIBHBIE TPYIITHI BEIOPAHBI U3 METHIIA, dTHJIA, STSHW (BUHUTIA),
H-TIpoTvJia, 2-miponwia, |-mponuHwia, 2-nponuHmwia, nponenmwia (-CH,CH=CH,, -CH=CH-CH;, -C(=CH,)-
CH;), u-0ytuna, 1-0ytunmia, 2-0ytunuia, 1-OyTeHuna, 2-0yTeHnna, n300yTuia, BTOp-OyTruia, TpeT-0yTiia u
3-metunoyT-1-uHuIA.

Kpome ToTo, B COOTBETCTBHM ¢ HacTOSImMM H300peTeHneM TepmuHbl " Ci ¢ankuien"; "C,4 ankwmieH" u
"C|,ankuseH" OTHOCSTCS K JIMHEHHBIM UJIM Pa3BETBICHHBIM, IPEINOUYTUTENBHO JIUHEHHBIM, U IPEANIOYTUTEIBHO
HACHIIICHHBIM aTH()aTHUYCCKUM OCTAaTKaM, KOTOPHIC IPEAMOYTHTEIBHO BEIOPAHBI M3 TPYIIIBI, COCTOSINCH U3 Me-
twiena (-CH,-), oatmnena (-CH,CH,-), mnpommnena (-CH,CH,CH,- wmu -C(CHj),-), OyruieHa
(-CH,CH,CH,CH,-), nenrunena (-CH,CH,CH,CH,CH,-) u rexcmnena (-CH,CH,CH,CH,CH,CH,-); Goiee
npeamnoutuTensHo u3 metwieHa (-CH,-) u atmrena (-CH,CH,-) 1 HamOolniee MpeqNOYTHTENEHO U3 METHJICHA
(-CH,-). IIpennmouturenpho, Cy_gankuicH BeIOpaH u3 C;.4 alkuiicHa, 0ojiee MpeamnoYTUTENbHO U3 Ci allKuiICHa.

Bonee ToOro, B COOTBETCTBHMHM C HACTOSIIIUM wu300peTeHHeM TepMUHBI "Cs |gIUKIOANKHI" |
"'C3.IIUKIIOATKIIT" TIPEANOYTUTEIHLHO O3HAYAIOT ITUKIMYECKHE aTu(aTHIeCKHe YTIEBOJAOPObI, COoMEpKamiie 3,
4,5,6,7,8,9 umm 10 aromoB yriaepona u 3, 4, 5 uinm 6 aTOMOB yTriepoaa, COOTBETCTBEHHO, IPUYEM YTIICBOJIO-
POZBI B KAKIOM CJIydae MOTYT OBITh HACKHIIICHHBIMH WM HEHACBHIMICHHBIMU (HO HE apOMaTHYECKUMH), He3aMe-
MICHHBIMU JTHOO MOHO- WJIH Moiu3aMeIrneHHbIMe. [Ipeaqnoututensto, Cs_oIUKIoaNKII U Cs gITUKIOATKAT SBIIS-
FOTCS HACBIIEHHBIMU. Cs_joIIUKI0ANKUI U C;_gITUKIOATKUI MOTYT OBITh CBSI3aHBI C COOTBETCTBYIOIIEH OOIICH
CTPYKTYPO# BBICIIETO MOPSAIKA IMOCPEIACTBOM JIFOOOTO KETACMOTO W BO3MOXKHOTO UJICHA KOJBIA ITHKIOATKUIIb-
HOW rpymmbl. Cs.oluKI0anKmibHas U Ciq IUKIOATKWIBHAS TPYIITBI TAKKE MOTYT OBITh KOHICHCUPOBAHBI C JI0-
MOJTHUTEIEHBIMU HACHIIIICHHBIMY, (YaCTHYHO) HEHACHIIIICHHBIMU, (T€TEPO)IIUKIUICCKUMHE, apPOMATHICCKIUMU WA
reTepoapoOMaTHICCKUMHU KOJBIICBBIMU CHCTEMAMHU, T.€. C IUKIOANKIIIBHBIMH, TETEPOIUKITHIBHBIMHE, AP ATbHBIMH
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WIH TETEPOAPIILHBIMU OCTaTKaMU, KOTOPBIC B KaXKJIOM CIydac MOTYT B CBOIO OYepellb ObITh HE3aMEIICHHBIMU
100 MOHO- WK Todm3aMmenieHHbIMHA. KpoMme Toro, Cs_jouknoankui u C; gIUKIOANKII MOTYT COJCPKATh OJIHY
WM MHOXECTBO MOCTHKOBBIX CBSI3€H, Kak, HallpuMep, B clydae aJaMaHTHiIa, OuIukino[2.2.1]rentmna uimu ou-
1ukio[2.2.2Joktwia. OgHako, IpeanouTUTeNbHO, Cs_joIUKIOATKII U C3 IIUKIIOQIKIIT HE SIBIISTFOTCS HU KOH/ICH-
CHUPOBAaHHBIMH C JIOTIOJHUTEIHLHBIMH KOJBIIEBHIMH CHCTEMaMH, HU COICpPKAIIMMH MOCTHKOBBIC CBS3U. boiee
mpeanouTuTeNbHO, Cs_oIUKIOANKIIT U Cs.¢ NUKIOATKHI HE SBISIOTCS HU KOHICHCHUPOBAHHBIMU C JIOTIOJTHH-
TEJIHHBIMU KOJIBIIEBBIMHA CHCTEMaMHM, HU COJIEPIKAIIIMH MOCTHKOBBIC CBSI3H, U SBIISIOTCS HACHIIEHHBIMHY. [Ipes-
MOYTUTENbHBIE Cs_1oIIUKJIOANIKMIBHEIE TPYIIBI BEIOPAHBI M3 TPYIIBI, COCTOSIICH W3 IUKIIONPOINIA, TUKI00Y-
THJIa, IUKIOMEHTHIA, UKJIOTeKCHIIA, UKIOTEHTeHNIa, ITUKIOTeKCEHUIa, UKIOTeNTHIa, TUKIOOKTHIA, IH-
KIIOHOHUJIA, IUKJIOACIIMIIA, afaMaHTHIa, [IMKIONCHTeHIIIA, IIMKIOTeKCEHUITA, IUKIOTeITeHIIa, IIMKIOOKTEHHIIIA,
onnmkio[2.2.1]rentuna u ourmkio[2.2.2 Jokrtuna. OcobeHHO mpeanoyTuTenbabie Cs_qo MUKIOATKIBHBIC TPYII-
bl BBIOpaHbl U3 C;_qalKWIBHEIX rpymil. [Ipeamouturenpnbie C; g MUKIOANKHIBHBIC TPYIITEI BEIOPAHBI U3 TPYII-
IBI, COCTOSIIECH W3 MUKIOMPOMIIIA, ITUKIO0YTHIA, [IUKIONCHTHIA, IIMKIOTCKCUIIA, [TUKIONCHTECHIIA U IIUKIIO-
rekceHmwia. OCOOCHHO MpeanouTHTENbHbIe C3 gITUKIOATKAIBHBIC TPYIITBI BRIOPAHBI U3 TPYIIBI, COCTOSAIICH U3
IUKJIOTIPOTIHJIA, ITUKJIO0YTHIIA, ITUKIIOTICHTHIIA U ITUKIIOTEKCHIIa, Hanbojee MPeAMOYTUTEIHHO U3 ITAKIIOMPOTIHIIA.

CoeMHEeHHS B COOTBETCTBHH C HACTOSIIAM H300pETEHHUEM OMPENEISIIOTCS 3aMECTUTEISIMH, HAaTIpuMep R',
R? u R? (3amecturens 1-ro OKOICHHUs), KOTOPBIE IPH JKEIAHUH CAMH MOTYT OBITh 3aMEHEHBI (3aMECTHTEIN 2-T0
TIOKOJICHUs). B 3aBHCHMOCTH OT ompeneneH s dTH 3aMECTUTENH 3aMECTUTENICH B CBOIO OUYepelb HEOOs3aTeIbHO
MOTYT GBITH 3aMEILEHBI (3aMecTHTENH 3-ro mokonenns). Eciu, Hampumep, R' = C,_jpankmn (3amecturens 1-ro
nokoJieHus1), To Cy.;paIKWJI MOKET B CBOIO odepens ObITh 3amerteH, Hanpumep, N(H)(C,.¢ ankunom) (3amecTn-
Tenb 2-r0 TMOKOJIEHHs). DTO MO3BONAET MONYUHTh (yHKIHOHANBHYI0 rpymy R' = (Cy.jpankmn-NH-C\_sankur).
NH-C,_4alKuia B CBOKO OYepe/b MOKET 3aTeM ObITh 3amelneH, Hanpumep, Cl (3amectutens 3™ mokosenus). B
[EJIOM, 3TO TIO3BOJIACT MOIYYHUTh (PYHKIHOHATBHYIO TPYIIITY R'= Ci.1pankm-NH-C_gankun, rae Ci_qalikui u3
NH-C,_¢ankuna 3amemien Cl. OnmHako B IpeAMOYTUTEIFHOM BapHAHTE OCYIICCTBICHHS 3aMECTUTEIH 3-TO MOKO-
JICHUs. He OYIYT 3aMEIICHBI, T.C. 3aMECTUTEIH 4-T0 TIOKOJICHUS OYAyT OTCYTCTBOBaTh. bojee mpeanouTHTeNbHO,
3aMECTHTENH 2-TO TIOKOJICHHUS He OYIyT 3aMEeIIeHbI, T.€. 3aMECTUTENN 3-TO MOKOJIEHUS OYAYT OTCYTCTBOBATb.

Ecnm ocTaTok MHOTOKpPaTHO BCTpPEYaeTCsl B MOJISKYJIE, TOTa 3TOT OCTATOK MOXET, COOTBETCTBEHHO, UMETh
pasHbIe 3HAYCHUS JJIS PA3IMIHBIX 3aMECTUTEIICH: €CIIH, HalpuMep,

R? u R? 0603nauaror C.¢amxuni, To Ci_¢alKWI MOXKET, HAPUMED, TIPEICTABIATh co00# aTvi s R 1 mo-
JKET MPEACTABIIATH COO0M METHIT ISt R3.

B cBs3u ¢ tepmunamu "C_jpankun”, "Cisankmn”, "C_amkun", "Cs.joruknoankun”, "Cs gITUKIoaTKuI",
"C.gankmieH", "C_jankmieH" u "CjankwieH" TepMUH "3aMEIICHHBIH" B CMBICIIC HACTOSIIETO M300pETCHUS U
MO OTHOIICHUIO K COOTBETCTBYIOIIMM OCTATKaM HJIM TPYIIAM OTHOCHTCS K OJUHAPHOMY 3aMEIICHHUIO (MOHO3a-
MEIICHUIO) WJIM MHOTOKPAaTHOMY 3aMEIICHHUIO (TOJH3aMEIICHHUIO), HAIPUMEp, TU3aMCIICHUIO WM TPH3aMelle-
HUIO; 0oJiee MPEIIOYTUTEIIFHO K MOHO3AMCIICHHUIO MM JU3aMEIICHUIO; OJTHOTO Wi OOoJiee aTOMOB BOAOPOAA
HE3aBUCHMO JIPYT OT JpyTra IO MEHBIICH Mepe OTHIM 3aMECTHTENEeM. B ciryyac MHOTOKPaTHOTO 3aMEIICHHUS, T.C.
B CJIydae MOJIN3aMEIICHHBIX OCTATKOB, TAKUX KaK JTU- WIH TPU3aMEIICHHBIC OCTATKH, TAKHE OCTATKU MOTYT OBITh
TOJIN3aMEICHHBIMU B Pa3HBIX MM OJMHAKOBBIX aTOMaX, HalpUMep, TPU3aMEIICHHBIMHI B OJTHOM aTOME YTJIepO-
na, kak B ciydae CF3;, CH,CF;, unm mu3zaMenieHHbIMH, Kak B ciydae 1,1-mudTopuuKIIoTeKcuiia, Wi B pa3HbIX
Mectax, kak B ciydae CH(OH)-CH=CH-CHCI, wm 1-xiop-3-propumkinorekcmia. MHOTOKpaTHOE 3aMelleHue
MOJKET OCYIIECTBISITHCS C TIOMOIIBIO OJTHOT'O MIJIM C TIOMOIIIBIO Pa3HBIX 3aMECTHTEICH.

B cooTBeTcTBMHM ¢ HacToAmuM H300peTreHHeM mpennodtutenbHo Ci jpankmi, Cgamkmn, Ci4anku,
Cs_joumrnoankmi, Cs gimuknoankmt, C_gankuieH, C jankmieH u Ci,alIKHICH B KaXKIOM CIydac He3aBHCUMO JIPYT
OT JIpyTa SIBISFOTCS HE3aMEUICHHBIMH, MOHO- WM IOJM3aMCIICHHBIMU OJHUM WM 0OO0Jjiee 3aMECTHUTEIISIMU, BbI-
opannsivu u3 F; Cl; Br; I; CF;; CF,H; CFH,; OH; =0; O-C,_¢ankmia; NH,; N(H)(Cy_ankmna); N(C;_sankuna),.

[Ipeanoururensubie 3amectutenu g Cp ankmina, Cigankmna, Cigankmna, Ciq9 LUKIOANKUIA,
C;_gumkioankuna, CgankmneHa u CjankuiieHa BeIOpaHbl w3 rpymmsl, coctosmei u3 F; Cl; Br; I; CF;; CF,H;
CFH,; OH; O-Cankmna; NH,; N(H)(C,_¢amkuna); N(C_gankuna),; u npeamnodruteabHo kKoHkpetHo F, CFj;
CF,H; CFH,; OH, NH,, OCHj;, N(CHs),. B cooTBeTcTBHM ¢ NaHHBIM BapHaHTOM ocyIriecTBIeHUs C.joaJIKHII,
Cgankwmn, Cy_jamkui, Cs_omukimoankmt, Cs ¢IIMKIOATKWI, TPEANOYTUTENHHO KKIBIH HE3AaBUCUMO APYT OT JpY-
ra He3aMeIIeHbI, MOHO-, TU- WITH TPU3aMeIlleHbl, 00JIee IPEANOYTUTEIFHO He3aMeIIeHbI HITH MOHO3aMEITICHBI, HITH
JM3aMeIlieHbl 3aMeCcTHUTeNleM, BBIOpaHHbIM H3 rpymmbl, coctosimeidt w3 F; Cl; Br; I; CF;; CF,H; CFH,; OH;
O-C¢anxmma; NHy; N(H)(Csankuma); N(Cgankwmna),. [IpemmouturensHo C ¢alKWICHOBbIE TPYIIBI U
C/_4QITKAJICHOBBIE TPYTIITHI SIBJSIFOTCS] HE3aMETIICHHBIMH.

B mpennoyTuTebHOM BapHaHTE OCYIICCTBICHUS COCIMHECHUE COTIACHO HACTOSAIIEMY H300PETCHHIO UMEET
o6mryro Gpopmyy (I1) wru (111)
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B npenouTHTeIFHOM BapHaHTe OCYyIIecTBIeHns X mpecTasisier coboit NR', u Z mpecrasisier co6oii N
nm CR’. Bonee npexmoutntensro X mpeacrasisier coboit NR, i Z npexncrasisier co6oit CR’. B npyrom mpes-
IOYTUTEIFHOM BapHaHTE OCYIIECTBICHHS X IpeAcTaBisieT co6oii N, n Z npencrasiser coboit NR'.

Bonee mpeanodYTHTENHEHO COSAMHEHNE COTIIACHO HACTOSIIEMY M300peTeHuIo umeeT obrryto Gopmymy (I1)
wmn (I11), toe X mpencrasisier co6oit NR', u Z npexcrasmsier coGoit N mm CR’, 6onee npemmournrensao CR’.

B npeanouTuTenbHOM BapHaHTe ocymectBiIeHns R’ npencraser co6oit Cyganki min Cs ¢lHKITOATKHIL.
B cooTBeTCTBHM C JaHHBIM BapHAHTOM OCYIICCTBICHHS MPEATOUTHTEIBHO Ci galkui U C; gIIUKIIOATKII B KaX-
JIOM CcIy9ae HEe3aBHCHUMO JPYT OT Apyra He3aMEUICHBI WIIM MOHO-, TU- WU TPU3aMEICHBI OJHUM WX Oojee 3a-
Mmectutensmy, BeiOpanuasiMu u3 F; Cl; Br; I; CF3; CF,H; CFH,; OH; O-C_ankmia; NH,; N(H)(C,_samkuna);
N(Cy_¢amkunna),; u koukpetHo npeanouturenbsho F, CF;; CF,H; CFH,; OH, NH,, OCH;, N(CHjs),.

B pyroM NpeAnodTHTETHHOM BapHaHTe oOcyiecTBieHHs R' mpencraBmser co6oit C,,ankuin Wi
C;_¢IIUKIIOANKWIT; TAe TpearnouTutTeapHo Ci4ankui U C;([IUKIOATIKII B KaXIOM CITydae HE3aBHCHMO JAPYT OT
JpyTa SBISETCS He3aMEIIeHHBIM, MOHO-, I~ FJIM TPHU3aMEIIeHHBIM OJHIM HJIH 00Jiee 3aMECTUTEISIMHU, BBIOpaH-
HeIMH 13 Tpynsl, coctosimieit u3 F, CF3; CF,H; CFH,; OH, NH,, OCH3, N(CH;),.

B eme omHOM MpenNmOYTHTENIEHOM BapUaHTE OCYIIECTBIICHHUS R! npencrasiseT coboit CHs, CF;, CF,H;
CFH,; atun, H-nponwi, 2-nporwt, 1-mponuHwm, 2-nponwami, npornenun (-CH,CH=CH,, -CH=CH-CHs;,
-C(=CH,)-CH;), u-OyTmu, 1-0ytunwn, 2-0ytunui, 1-OyTeHmn, 2-0yTeHWI, H300yTHII, BTOP-OYTHIT;, TPET-OyTHIT,
(CH,)1,0CHg; (CH,)1,0H; (CHy)02C(H)(OH)-(CHz)o..CH3; (CHy)1.N(CHs),.

[peamouturensro R™ mpeacraenser codoit CN; Cy_gankm; Cs giukioankmr; O-C_gankmt; N(H)(C_samkwn),
N(Cy_gamkui),.

B nmpennoyTutenbHOM BapHaHTE OCYLIECTBICHUS R? npenactapisier codoir CN; Cy_gankui; Cs gIIMKIOATKA,
O-C,_¢ankmr; rae npeanodtuTenbHo Co gk U C;_¢IIUKIIOATKUIT B KOXKIOM CIIydae HE3aBUCHMO APYT OT JpyTra
SIBIISICTCS HE3aMCIICHHBIM, MOHO-, IM- WM TPH3aMEIICHHBIM OJHUM WIH 00Jee 3aMCECTUTEIIIMHU, BEIOPAHHBIMH
n3 rpynmsl, cocrosimeit u3 F, CF3; CF,H; CFH,; OH, NH,, OCHj;, N(CHj),.

B xoHKpeTHOM NpennoYTUTEIFHOM BapHaHTE OCYIIECTBICHUS R? npencrapiser coooit CN; METHIT; STHI;
3TeHWIT (BUHWI); H-ponwr;, 2-mporw; 1-mpormuwmn;, 2-nponuHmt, nporenun (-CH,CH=CH,; -CH=CH-CHs;
-C(=CH,)-CH;); u-Oytwr;, wnzoOytun; BTOp-OyTmi;, Tper-Oytmir, CFs;; CH,CF;; CHF,; CH,CHF,; CH,F;
OCH,F; OCH,CH,F; CH,OH; CH,CH,OH; CH,C(H)(OH)CH;; CH,CH,CH,OH; CH,CH,CH,CH,0H;
C(CHj;),CH,OH; 1MKJIONPOITIIT; TUKIO0YTH; IUKIOMECHTH; [IUKIOTCKCHIL.

[IpeanoururenbHO R’ npencrasiser coboit H; F; CI; Br.

B mpeanodTuTensHOM BapUaHTE OCYIECTBICHHS

R? npezacrasiset coooit CN; Cy_gankmn; C; gnuknoankimt; O-Cy_gallkuit, u/uim

R* npezacrasisier coboit H; F; CI; Br.

B cooTBeTCTBHH ¢ HacTosmMM H3o0pererneM R mpencrasmser co6oii F wmu CL.

B COOTBETCTBHH ¢ HACTOSIINM H300peTeHneM R® u R® MIpeCTaBIsAeT CO00W HE3aBUCUMO JAPYT OT Jpyra
Hesamemennbli C_qankmn. [peamournrensro R’ u R® mpexcrasmsier coGoii HezaBucnmo apyr ot apyra CHs,
CH,CH;; CH,CH,CH;, CH(CH3), wm CH,CH,CH,CHj;, 6onee mpeamourutensio H, CH;, CH,CH; wmmmn
CH,CH,CHs;; eme 6osee mpenmnourutensio CH; wimm CH,CHj;; HanGonee npennourutensino CH;. B xonkper-
HOM TP AIIOYTHTEILHOM BapuaHTe ocymectsierns R° u R® 06a npexcrapmsitor co6oit CHs.

B KOHKpETHOM NPEANOYTHTEIHPHOM BapHAHTE OCYIICCTBICHUS COCAWHCHHE COTJIACHO HACTOAIIEMY H30-
6perennio nmeer obmryio hpopmyny (II) mmi (1), e X npeacraemuser coboit NR' i Z npeacrasiser coboit N
wm CR’, Gonee MPEANOYTUTEITBHO CR’, urne R’ u R® 06a npenactaBisoT codoit CH;.

B 0co0OcHHO TPEANMOYTUTETHFHOM BapHaHTE OCYIICCTBICHUS COCTUHECHUE COTJIACHO HACTOSINEMY H300pe-
TeHuto umeet oouryto Gopmyiy (I1) mn (111); n/umm

X npezcrasisier co6oit NR” u Z npexcrasmsier coGoii N wmm CR’; w/nin

R’ 1 R® 06a npexncrasimsiior co6oif MeTHIT; w/itH o MeHbIreii Mepe omuH u3 R', R? u R® He mpencrasser
coboii H.

B cOOTBETCTBHHE ¢ HAcTOSMMM H300perenueM R’ npeacTasiser coboit H mn L-R®.

B mpe/nouTHTeI-HOM BapHaHTe ocyiecTBIeHns R’ npexcrasiuser co6oit H. B COOTBETCTBHE C JaHHBIM
BapUAHTOM OCYIIECTBIICHHUS MPEANOUYTHTENbHO X TpenctaBiseT coboii NH u Z mpencrarmsier coboit N wmimu
CR’; umn X mpencrasiser co6oii N u Z mpencrasnser coboit NH. Bonee mpemmourntensuo X mpeicTapiseT
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coboit NH u Z npexcrasmsier coboii CR’.

Eme cormacHo QaHHOMY BapHaHTy OCYIICCTBICHHS COCAMHCHHE COTJIACHO HACTOSIIEMY W300pETCHHIO
npeanouTuTebHo umeet oomyro Gopmyny (II) wm (1), rme X npencrasnser coboit NH u Z mpeacrapiuser
coboit N mwim CR9, Oonee MPEANOYTUTEITHLHO CR’.

B IpyroM MpearnodTHTENIFHOM BapHaHTe OCyIIecTBIeHns R’ He mpeacrasmsier co6oit H. CormacHo sTomMy
TIPE/IMOYTHTEIFHOMY BAPHAHTY OCYIIECTBICHHS R’ mpeacTaBisieT co6oit L-R®.

B mpeamodruTenrHOM BapuaHTe ocyliecTBIIeHUs L mpeactapiseT coboii cBsasb; S(O); S(0),.

Bonee mpeamoururensHo L npencrasiser coboit cBa3pb; S(O); S(O),; Hanbonee MpeArnovITUTETHHO CBS3b;
S(O),.

B mpeanouTuTenbHOM BapHanTe ocymectsiaenns R® npeacrapmser co6oit Cygankin min Cs glIUKIOATKIT,
rae C;¢lIMKIOATKWI MOXKET Heo0sA3aTeNbHO OBITh coequHeH depe3 C; 4alKUIICHOBBIA MOCTHK; W TPEAMOYTH-
TenbHO 11e C_gankmi U C;_¢IIUKIIOATKUIT B KaXIOM CIy4ae HE3aBHCHMO JPYT OT Apyra He 3aMEIICHBI WJIH MOHO-
WX TIOJM3aMEIICHBl OJIHUM HJIM 0OJiee 3aMECTHTENISIMHU, BRIOPAaHHBIME U3 TPyIIsl, cocTosmei u3 F; Cl; Br; [;
CF;; CF,H; CFH,; OH; O-C,_gankuna; NH,; N(H)(C,_¢ankuna); N(C;_¢ankuna),.

Bonee npeanouturensHo R® npencraBisieT cooor Ci ¢aIKwiI, BEIOpAaHHBIA W3 TPYIIBI, COCTOSIICH U3 Me-
THJA, JTHJIA, dTeHW (BUHWJA), H-TIPOMMJA, 2-TIpoNmiia, H-OyThiaa, 300yTuia, BTOp-OyTwia, Tper-OyTmia, H-
TIEHTHIIA, 2-TIEHTHIA, 3-TIeHTHIa, 2-MeTUI0yTIIa, 3-MeTiinOyTIiIa, 3-MeTWIOyT-2-una, 2-MeTHI0yT-2-una, 2,2-
JTUMETHIITIPOTINIIA, H-TeKCHIa, 2-TeKCHIa, 3-TeKCHIa, 2-METHITICHTHIA, 4-METHITIEHTIIA, 4-METHIIIICHT-2-11a,
2-MeTWINeHT-2-una, 3,3-muMeTmioyTuna, 3,3-TuMeTmIOyT-2-una, 3-MeTHIIMeHTHIa, 3-METHITIEHT-2-WIa U 3-
METWINCHT-3-1Ia; TMPEANOYTHTEIFHO W3 METWJa, JTWiIa, JTeHWIa (BUHWIA), H-TIPONWJa, 2-Tipomwia, 1-
nponuHWIa, 2-nponuHmia, nponenmwia (-CH,CH=CH,, -CH=CH-CH3;, -C(=CH,)-CH;), u-OyTuna, 1-OyTuHunna,
2-0ytuHuna, 1-0yrenuna, 2-0yTeHnia, n300yTuia, BTop-OyTuia u TpeT-0ytuina; Cs; glIMKIOAIKNI, KOTOPBIH BBI-
OpaH U3 TPYNIIBI, COCTOSAUICH M3 UKIONPOIHIIA, IIMKIO0YTHIA, IUKIONCHTHIA, [IMKIOTCKCHIIA, IIUKIOTICHTCHH-
JIa ¥ IUKJIOTEKCCHIIA; MPEIIOYTHTENEHO IUKIONPOITHIIA, ITUKIO0YTHIIA, TUKIOTICHTIIIA ¥ [IMKJIOTeKCHIIA;

rie C; ¢IUKIOANKIT MOXKET HeoOsI3aTeIbHO OBITh coeinHeH uepe3 C_4alKMICHOBBIN MOCTHK; U

rae Cgankmn u C; ¢IUKIOANKIIT B KaXKIOM CIIydae HEe3aBHCHUMO JIPYT OT JApyra He 3aMeIleHbI MM MOHO-
WM TIOJIM3aMEIIeHbBI OJTHUM WK 00Jiee 3aMECTUTEISIMU, BEIOPAaHHBIMU U3 Tpymibl, coctosiieit u3 F, CF;; CF,H;
CFHz, OH, NH2, OCH3, N(CH3)2

Bonee npexnoutntensro R® mpeacraBiser co6oi METHIL, STHIL, H-TIPOIHIL, 2-IPOIII, H-OYTHII, H300yTHIL,
BTOp-6yTI/IH, TpeT-6yTI/IH, CF3, CHFz, CHzF, CH2CF3, CH2CHF2, CH2CH2F, CHFCH3, CHFCHzF, CHFCHFz,
CHFCF;, CF,CH;, CF,CH,F, CF,CHF,, CF,CF;, CH,CH,CF;, CH,CH,CHF,, CH,CH,CH,F, CH,CHFCHj,
CH,CHFCH,F, CH,CHFCHF,, CH,CHFCF;, CH,CF,CH;, CH,CF,CH,F, CH,CF,CHF,, CH,CF,CF;, CH,0OH,
CH,CH,OH, C(H)(OH)CH;, CH,CH,CH,0OH, C(CH;),0H, C(H)(OH)CH,CH;, C(H)(CH;)-CH,OH,
CH,C(H)(OH)-CH3;, CH,CH,CH,CH,0H, CH,CH,C(H)(OH)CHs;, CH,C(H)(OH)CH,CH3;,
C(H)(OH)CH,CH,CH;, CH,-C(CH;),-OH, C(CH3),CH,OH, C(H)(OH)CH,CF;, 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,0CHj,
CH,CH,0OCH;, C(H)(CH;3)-OCH;, CH,CH,CH,0OCH;, C(CH;),0OCH;, C(H)(OCH;)CH,CH;, C(H)(CH,)-
CH,0CHj;, CH,C(H)(OCH;)-CH;, CH,CH,CH,CH,0OCH;, CH,CH,C(H)(OCH;)CH;, CH,C(H)(OCH;3)CH,CH3;,
C(H)(OCH;)CH,CH,CH;, CH,-C(CHj;),-OCHj;, C(CH;),CH,0CH;, CH,NH,, CH,CH,NH,, CH,CH,CH,NH,,
C(CH;),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,)CHs, CH,C(H)(NH,)CH,CHj, C(H)(NH,)CH,CH,CHj, CH,-C(CH3;),-NH,,
C(CH;),CH,NH,, CH,N(CHj3),, CH,CH,N(CHj;),, CH,CH,CH,N(CHz),, C(CHj;),N(CHj3),,
C(H)(N(CH3);)CH,CH;,  C(H)(CH3)-CH;N(CH,),,  CH,C(H)(N(CH,),)-CHs,  CH,CH,CH,CH,N(CH),,
CH,CH,C(H)(N(CH:),)CHs, CH,C(H)(N(CH),)CH,CHs, C(H)(N(CHs),)CH,CH,CH,, CH,-C(CHs),-N(CHy),,
C(CH3),CH,N(CH3),.

[IpeanouTHTEbHBIC BAPHAHTEI PeaTH3allii OXBATHIBAIOT T¢, B KOTOpIX L i R® nMmeror 3nauenue, ykasan-
HOE B Ta0JIUIIC HIXKE:

L R®
El CBSI3b (CH3)0.6-C1-10-asiKm1
E2 CBSI3b (CH3)0-6-C3-10-LIMKJIOAJIKILT
E4 S(O) (CHz)o.s-Cl.lo—aHKI/IJ'I
E5 S(0) {CH3)0.6-C3-10-LIMKJIOAJIKILT
E7 S(O)2 (CHz)o.é-Cl.lo—aHKI/Iﬂ
ES$ S(0), (CH2)0-6-C3.10-LIUKJIOATKHI

[IpeanovTuTensHO

L npencrasinseT coboii csa3p; S(0O); S(O),; u

R® npezactaBiset coboi Cy_gankun wiu Cs ¢MUKI0aNKT; Tae C; ¢IIUKIOANKIIT MOXET HE00sI3aTeIIBHO OBITh
coenuHeH uepe3 C_4alKIICHOBBIA MOCTHK.

Bonee npeamoututenbHO

L npencrapinseT coboii cBsa3p; S(O); S(O),; Hauboee NPeamoYTHTENBEHO CBsi3b; S(O),y; u

RS npencraiseT coboi C_gamkui min Cs_gIUKIT0ATKIT; Te Cs ¢IIUKIIOATKII MOXKET Heo0s3aTelbHO OBITh
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coenuHeH uepe3 Ci_4alKUICHOBBIA MOCTHK; H TIPEAIIOYTUTEIHFHO

rae Cgankmn u C;_ ¢IUKIOANKIII B KaXKIOM CJIydae HE3aBHCHUMO JPYT OT JPyra He 3aMeIIeHBI HIId MOHO-
WIH TIOJIM3aMEIeHbl OJHUM WU 00Jiee 3aMEeCTHUTEISIMY, BEIOpaHHBIMH W3 Tpymisl, coctosiei us F; Cl; Br; I;
CF;; CF,H; CFH,; OH; O-C,_sankwmna; NH,; N(H)(C,_sankwmra); N(C,_sankuia),.

IIpennoururensHo R’ npencraBnsieT coboit H; C;amkun wimm Cs gITUKIOATKAT, TPEANOYTUTELHO TIIe
C.gankmi 1 Cs_gITIUKIOATKHAI B KQXKIIOM CITydae sSBISETCS He3aMEIICHHBIM.

Bonee npexnourtnrensro R’ mpencrasisier co6oii H; METHIL, 9THII, H-IIPOIII, 2-IPOIIHI, H-OYTIII, H300y-
THA, BTop-0yTni, tper-oyrun, CF;, CHF,, CH,F, CH,CF;, CH,CHF,, CH,CH,F, ruknonpomnu, KO0y THIIL.

B KOHKPETHOM MPENOYTHTENLHOM BapHaHTe ocyuiecTBienns R® npeacrapmsier coboit H; MeTHIT; 9THI; H-
nponui;, 2-nponwt; CFs; CH,CF5; CHF,; CH,CHF,; CH,F; CH,CH,F.

[IpeanoururenbHO R npeacrasiser coboil H; Cigankun; Cs gIUKIOAIKII; W HPEANOYTUTECIBHO TIC
Cygamknt u Cs_ gIIUKIOATKIIT B KQXKJIOM CITydae HE3aBUCHMO JPYT OT JAPYyra HE 3aMEIICHBI I MOHO- HITH TIOJH-
3aMEIICHBI OJTHUM WK 00Jiee 3aMECTHTEISIMHU, BRIOpaHHBIME 13 rpynibl, cocrosimeii u3 F; Cl; Br; I; CF;; CF,H;
CFH,; OH; O-C,_sankmna; NH,; N(H)(Cl-¢-anxuna); N(C;_¢ankunia),.

B npyrom mnpeamoyTHUTEILHOM BapHUaHTE OCYIIECTBICHUS R npexacrasiser coboir H; C¢ amkwm;
CsgIIUKIT0ANKAN; TAe TpeanodTuTebHO C ¢amknil U Cs ¢IIUKJIOANKIII B KOKIOM CIIy4ae HE3aBUCHMO IPYT OT
JIpyra He3aMeNIeHBl MM MOHO- MJTH TTOJIN3aMEIIEeHBI OJTHUM WU 0oJiee 3aMECTUTEIISIMH, BEIOPAHHBIMH U3 TPYTI-
w1, coctosmeit u3 F; Cl; Br; I; CF;; CF,H; CFH,; OH; O-C,_janxuna; NH,; N(H)(C,_sankuna); N(C_sankumna),;
6onee npeanoururensHo F, Cl, Br, CF3;, OCH;, OH u NH..

Bonee mpeanouturensHo R mpencrasiser coboi H; metun, 3tumn, H-mponui, 2-nponwi, 1-mponvHm, 2-
npormamwt, nponenuwn (-CH,CH=CH,, -CH=CH-CH;, -C(=CH,)-CH;), u-0yTtun, 1-Oyrtunum, 2-Oytunwmm, 1-
Oyrenmwn, 2-OyreHwn, 3-MeTwi-1-OyTuHMI, H-OyTwi, u300yTmi, BTOp-OyTHi, Tper-OyTmn, CF;, CHF,, CH,F,
CH,CF;, CH,CHF,, CH,CH,F, CH,CHFCH;, CH,CHFCH,F, CH,CHFCHF,, CH,CHFCF;, CH,CF,CHs;,
CH,CF,CH,F, CH,CF,CHF,, CH,CF,CF;, CH,OH, CH,CH,0H, C(H)(OH)CH;, CH,CH,CH,0OH, C(CH;),0H,
C(H)(OH)CH,CH;, C(H)(CH;)-CH,0OH, CH,C(H)(OH)-CH;, CH,CH,CH,CH,0OH, CH,CH,C(H)(OH)CH;,
CH,C(H)(OH)CH,CH;, C(H)(OH)CH,CH,CH;, CH,-C(CH;),-OH, C(CHj;),CH,OH, C=C-C(H)(OH)CHs,
C(H)(OH)-C=C-CHj;3, C=C-C(CH;)(OH)CH;, C(CH3)(OH)-C=C-CH;, C(H)(OH)CH,CF;, 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,OCHjs;,
CH,CH,0CH;, C(H)(CH;)-OCH;, CH,CH,CH,0OCH;, C(CH;),0CH;, C(H)(OCH;)CH,CH;, C(H)(CHs)-
CH,0CHs;, CH,C(H)(OCHj3)-CH3, CH,CH,CH,CH,OCHj;, CH,CH,C(H)(OCH3)CH;, CH,C(H)(OCH;3)CH,CHs;,
C(H)(OCH;)CH,CH,CH;, CH,-C(CH;),-OCH;, C(CH;),CH,OCH;, CH,NH,, CH,CH,NH,, CH,CH,CH,NH,,
C(CH3),NH,, C(H)(NH,)CH,CH;, C(H)(CH3)-CH,NH,, CH,C(H)(NH,)-CH;, @ CH,CH,CH,CH,NH,,
CH,CH,C(H)(NH,)CHs;, CH,C(H)(NH,)CH,CHs;, C(H)(NH,)CH,CH,CHs;, CH,-C(CH3;),-NH,,
C(CH;),CH,NH,, C=C-C(H)(NH,)CH;, C(H)(NH,)-C=C-CH;3;, C=C-C(CH;3)(NH;)CH;, C(CHj)(NH,)-C=C-
CH;, CH;N(CH3);, CH,CH,N(CH;3),, CH,CH,CH,N(CH3),, C(CH3),N(CH3),, C(H)(N(CH3),)CH,CH;,
C(H)(CH3)-CH,N(CH3),, CH,C(H)(N(CH3),)-CH;, CH,CH,CH,CH,N(CH3),, CH,CH,C(H)(N(CH3),)CHs,
CH,C(H)(N(CH:),)CH,CHs, C(H)(N(CH:);)CH,CH,CHs, CH,-C(CH),-N(CH),, C(CH3),CH,N(CHs),.

B mpeAnouTHTEIFHOM BapHaHTe OCYIIECTBICHHS 0 MeHbIneil Mepe oxuu n3 R’ u R'® mpexcrasnser
coboii H.

CoracHO HacTosIIEMY M300peTEeHHI0 n mpeacTasisieT coboit 0, 1 mmm 2. B npennoutuTels-HOM BapuaHTe
OCYILIECTBIICHUS N TpeAcTaBiser coboit 0. B npyrom mpeamodTUTENTFHOM BapUaHTE OCYIICCTBICHHS N TPEA-
cTaBisieT coboi 1. B eme omqHOM MpeAnodYTUTEIFHOM BapHaHTe OCYIIECTBICHUS N peAcTaBisieT coboit 2. bomee
MPEAMOYTHUTENBHO N MPENCTaBIsAeT co00H 1 nim 2, HanboJree MpemoYTUTENHHO 1.

[IpenmodruTenpHO R! npencrasiseT coboit F; Cl; Br; I; CN; C,_sankun; O-C|_¢adKui; MPeAnoOITUTETHHO
rae C,.¢alKua He3aMeIlleH WM MOHO- WITM TIOJIU3aMelleH OJHUM HIIM 0oJiee 3aMECTUTENSIMHU, BEIOPDAaHHBIMHU U3
rpynmel, coctosmedt u3 F; Cl; Br; I, CFs;; CF,H; CFH,; OH; O-Cjankwra; NH,; N(H)(C,ankwma);
N(C,.sankuna),; 6onee npeanoururenpao F, Cl, Br, CF;, OCHz, OH u NH,.

B KOHKpETHOM MpPEnNnoYTUTEIHLHOM BapHaHTE OCYIIECTBICHUS R" npeacrasister coboit F; Cl; Br; I; CN;
Cgamkmn mwm O-Cy_galIKWT;, TpeanodTuTensHo rae Ciqallkiil B KaXKJIOM Clydae HE3aBUCHMO JPYT OT JIpyTa
SIBIISICTCS. HE3aMEIICHHBIM HITH MOHO- WM TOJIN3aMEIICHHBIM OJHUM WIH 0O0Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH
u3 rpynnsl, coctosiueit u3 F u CF;.

Bonee npeanourureabHo R" npezcrasisiet coooit F; Cl; Br; [; CN; CH;, CH,CH;, O-CH;3 wm O-CH,CHj.

B KOHKpETHOM MpPEnNnoOYTUTEIHLHOM BapHUaHTE OCYIIECTBICHUS R" npeacrasister coboit F; Cl; Br; I; CN;
Cgankmn nimn O-C_¢aKuit, u/uny n npeactaisier coboit 0, 1 nmm 2.

B mpenmnouTuTelsbHOM BapuaHTE OCYIIECTBIECHUSI COSAMHEHNE B COOTBETCTBUU C HACTOSIIINM M300PETCHHU-
€M BBIOpaHO W3 TPYIIIBI, COCTOSINEH U3:
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8-(3-Luknonponun-5-¢prop-1H-unnon-7-un)-6-gprop-1,4,4,9-rerpamerun-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCANTUH

9-21un-6-drop-8-(6-prop-1-meruncy nsp onmn- 1 H-uanon-4-mn)-1,4,4-tpumernn-

SH-[1,2,4]tpuna3zono[4,3-a]xnHOKCANTNH

9-9tun-6-drop-1,4,4-rpumernn-8-(1-metuncy nbhonui- | H-unnon-4-um)-5H-

[1,2,4]rpuazono[4,3-a]JxuHokcanux

9-01ui-6-drop-8-(6-dprop-1-meruncynsponnn-1H-unnazon-4-umn)-1,4,4-

TpumeTii-5H-[ 1,2, 41rpuazono[4,3-a|XHHOKCATHH

6-Drop-8-[6-Prop-1-(2-merokcu-atin)- 1 H-unnon-4-un)-9-merokcu-1,4,4-

Tpumetnn-5H-[ 1,2, 4rpuazono[4,3-a]xuHOKCATHH

2-[6-®r1op-4-(6-prop-9-merokcu-1,4,4-rpumern-SH-[ 1,2, 4rpuasono[4,3-

a]xuHOKcanuH-8-mn)- 1H-unnon-1-nn]-EtOH

6-Drop-8-(6-drop-1-meTuncynbdponmi- | H-uunon-4-un)-9-merokcu- 1,4,4-

Tpumetii-5H-[1,2,41rpuazono[4,3-a]xuHoKkcanux

6-Drop-9-merokcu-1,4,4-rpumernn-8-(1-meruncy nsdonun- 1 H-unnon-4-nm)-SH-

[1,2,4]rpunazono[4,3-aJxuHOKCANTHH

8-[1-(2,2-Audrop-atun)-6-¢prop-1H-unnon-4-un]-6-prop-9-merokcu-1,4,4-

Tpumetin-5H-[ 1,2, 41rpuazono[4,3-a]xuHOKCATHH

1-Iuknonponun-6-pTop-8-(6-dhrop-1-Metuncynedonnn- 1 H-uanon-4-nn)-9-
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Metokcu-4,4-numveti-SH-[1,2,4]rpuasono[4,3 -aJxuHOKCAIMH
1-Iukaonponun-6-¢prop-9-metokcu-4,4-numerni-8-( 1 -mermncynbdonun-1H-
uanon-4-nn)-5SH-[1,2,4]rprnaszonol4,3-a]xHOKCATHH
2-[4-(1-Quxonpornun-6-¢prop-9-merokcu-4,4-numernn-5H-[ 1,2, 4]rpuazono[4,3-
a]xuHOKcamuH-8-m)-6-dprop-1H-urnon-1-un]-EtOH
1-Iuknonponun-6-¢prop-8-(5-prop-3-merun- 1 H-unnon-7-un)-9-merokcu-4,4-
mumernn-5H-[1,2 4]tpuasono[4,3-a]xuHOKCanuH
1-Huknonponun-6-drop-8-(6-grop-1-metuincynpdonmn- | H-unnon-4-un)-4,4,9-
Tpumeti-5H-[1,2, 41rpuazono[4,3-a]xuHoKkcanux
1-Iuknonponun-6-drop-4,4,9-rpumernn-8-( 1 -meruincynbdonun-1H-unnon-4-m)-
SH-[1,2,4]rpuazono[4,3-aJxuHOKCATHH
2-[4-(1-Tuxnonpornun-6-¢prop-4,4,9-rpumernn-5H-[ 1,2, 4]rpuaszono[4,3-
a]xuHokcanuH-8-mn)-6-drop-1H-unnon-1-un]-EtOH
1-Iuknonponun-6-drop-8-(5-prop-3-meruin- 1 H-unnon-7-un)-4,4,9-rpumerun-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCATHH

6-Prop-8-[ 1-(2-meTokcu-3Tin)- | H-unnon-4-un|-1,4,4,9-rerpametii-SH-
[1,2,4]rpuazono[4,3-aJxuHokcanux

2-[4-(6-®top-1,4,4,9-rerpamerun-5SH-[ 1,2,4]rpuaszoso[4,3-a|xunokcanuu-8-1i)-
1H-unpon-1-un]-EtOH

6-Prop-1,4,4,9-rerpamerin-8-(1-metui- | H-unnazon-4-un)-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCANNH

8-(1-Huknonpormi- 1 H-ungon-4-nn)-6-gprop-1,4,4,9-rerpamernn-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCATHH
1-Otun-6-drop-4,4,9-rpumerni-8-(1-meruncynbdonnn- 1 H-unnon-4-nn)-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCANTHH

1-91un-6-drop-8-(5-prop-3-merun- 1 H-unnon-7-un)-4,4,9-rpumernin-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCANNH

1-91un-6-drop-8-[ 1-(2-metokcu-otin)- |1H-unnon-4-unl-4,4,9-rpumernn-SH-

[1,2,4]tpuazono[4,3-a]JxuHokcanux
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1-O1un-6-drop-8-(6-prop-1-meruncy nedonnn- 1 H-unnon-4-un)-4,4,9-rpumetHi-

SH-[1,2,4]rpnazono[4,3-aJxuHOKCANUH

8-[1-(2,2-Audrop->tun)- 1H-unnon-4-unl-6-gprop-1,4,4,9-rerpamerun-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCANTUH

6-Dtop-8-(6-Pprop-1-meTwicy abponnn- 1 H-uanason-4-nn)-1,4,4,9-rerpamerin-

SH-[1,2,4]rpnazono[4,3-aJxuHOKCANNH

6-Dtop-8-[ 1-(pTop-mermncynvdonun)- 1 H-unnon-4-mil-1,4,4,9-rerpametun-5SH-

ERERLE]

[1,2,4rpuazono[4,3-ajxunoxkcanun

8-[1-(Oruncynsdonunn)-1H-unnon-4-unl-6-¢rop-1,4,4,9-rerpamernn-SH-

[1,2,4]rpuazono[4,3-a]XxnHOKCAIUH

6-Drop-1,4,4,9-rerpamerni-8-(3-merun- |H-unnazon-7-nun)-SH-

[1,2,4]rpuasono[4,3-a]xuHOKCATNH

1-Otun-6-drop-4,4,9-rpumertin-8-(3-metuin- 1H-ungon-7-nn)-SH-

[1,2,4]rpuazono[4,3-a]xnHOKCAIUH

6-@10p-8-[ 1-(3onpormicynsdonmn)- 1 H-nanon-4-unl-1,4,4,9-rerpamerun-SH-

[1,2,4]tpuaszono[4,3-a]xuHOKCANINH

1-O1un-6-dprop-8-(6-prop-1-meruncy asponnn- 1 H-unnazon-4-un)-4,4,9-

tpumetii-SH-[1,2,4rpuazono[4,3-a]xnHOKCamH

[2-[4-(6-Drop-1,4,4,9-TerpameTin-SH-[1,2,4]Tpuasonol4,3-a]x MHOKcaTHH-8-11)-

1H-uanomn-1-un]-3Tui|-numMeTui-aMus

6-®Drop-1,4,4,9-rerpameru-8-(1-merusncy nbdhonnn- 1 H-unpason-4-um)-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCANTUH

1-O1un-6-drop-4,4,9-rpumerni-8-(1-metuncynbdonmi- 1 H-unnazon-4-mun)-SH-

[1,2,4]tpuazono[4,3-a]xuHOKCAIUH

8-[1-(uxnonponuncyiabpornn)-1H-unnon-4-unl-6-gprop-1,4,4,9-rerpamerin-SH-

[1,2,4]rpuasono[4,3-a]xHHOKCAIUH

8-[1-(Druncynbdponun)-6-¢prop- | H-unnon-4-unl-6,7-nudtop-1,4,4,9-rerpamern-

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

6,7-dudrop-8-(6-prop-1-meruncynsdonnn-1H-unnon-4-mn)-1,4,4,9-terpamernn-
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SH-[1,2,4]tpuaszono[4,3-a]xuHOKCANNH
6,7-Audrop-1,4,4,9-rerpamernn-8-(1-meruncynbponmn- 1 H-unnon-4-um)-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCANTHH
2-[4-(6,7-Audrop-1,4,4,9-rerpamerun-5H-[1,2,4]rpuasono[4,3-a]xuHokcanun-8-
nn)-6-grop-1H-nunon-1-un]-EtOH

8-(1-Luknonponun- 1 H-unnon-4-un)-6-dprop-1,4,4-tpumernn-5H-
[1,2,4]rpuasono[4,3-a]xuHoKCcaNNH-9-KapOOHUTPHIT
6,7-Hdudrop-1,4,4,9-rerpamerni-8-(1-merwmincynsponmn- 1 H-uanazon-4-un)-SH-
[1,2,4]tpuazono[4,3-a]xuHokcanux
6,7-udrop-8-(6-drop-1-meruncynpponun-1H-unnazon-4-un)-1,4,4,9-
terpametwi-SH-[1,2,4]tpuasono[4,3-a|xuHOKCATHH
[6-DTop-8-(6-Prop-1-meTuncynbponun-1H-unnon-4-un)-1,4,4-tpumerun-SH-
[1,2,4]rpuazono[4,3-a]xuHokcannH-9-ni]-MeOH
6-Xiop-8-(5-dprop-3-metun-1H-unnon-7-mn)-1,4,4,9-rerpamernn-5H-
[1,2,4]tpuazono[4,3-a]xuHokcanux
9-(Audrop-mernn)-6-prop-8-(6-¢prop-1-meruncynedonnn-1H-unmgon-4-un)-1,4,4-
tpumerun-SH-[ 1,2, 4]rpuasonol4,3-a]xuHoKcanH
6-Xnop-1,4,4,9-rerpamernn-8-(1-metuncynsdponun-1H-nanon-4-un)-5SH-
[1,2,4]rpunazono[4,3-a]xuHOKCANTHH

6-Xnop-8-(6-drop-1-metuncynbonun- |H-unnon-4-un)-1,4,4,9-rerpamerin-SH-
[1,2,4]rpunazono[4,3-a]xnHOKCANNH
6-Xnop-1,4,4,9-rerpamernn-8-(1-metnncynbponmn-1H-nanason-4-nn)-SH-
[1,2,4]rpuasono[4,3-a]xuHOKCANIH
9-(Audrop-merun)-6-drop-1,4,4-rpumerni-8-(1-meruncynsdonumn- 1 H-unnon-4-
wn)-5H-[1,2,4]tpuasono[4,3-aJxuHOKCAMMH

9-(dudrop-metin)-8-[ 1-(atincynsdonun)-6-grop-1H-unnon-4-un]-6-drop-1,4,4-
TpumeTii-5SH-[ 1,2, 41rpuazono[4,3-a]xuHOKCATHH

9-(Audrop-metun)-8-[ 1-(3Tmncynbdonun)- 1 H-unnon-4-un]-6-drop-1,4,4-

TpumeTi-5H-[1,2 4rpuazono[4,3-a]xuHokcanux

-11 -



462

463

464

465

466

467

468

469

470

471

472

473

474

475

476

045285

9-(udrop-metinn)-6-drop-8-(5-prop-3-merun- 1 H-unnon-7-un)-1,4,4-rpumernn-

SH-[1,2,4]tpuna3zomno[4,3-a]XxuHOKCAIUH

2-[4-(6-Xn0p-1,4,4,9-rerpamerun-SH-[1,2,4]rpuasono[4,3-a]x nHOKCAIHH-8-111)-6-
¢rop-1H-unnon-1-un]-EtOH

2-[4-(9-Dtun-6-drop-1,4,4-rpumerun-SH-[1,2 4 }rpuazono[4,3-a]xunokcanus-8-
wn)-6-¢prop-1H-unnon-1-un]-EtOH

6-Drop-8-(6-drop-1H-unnon-4-mn)-1,4,4,9-rerpamerin-SH-[ 1,2, 4]rpuaszomno[4,3-

a]XHUHOKCAINH

9-(Audrop-metun)-6-dprop-1,4,4-rpumerni-8-(3-meruin- 1 H-uxnason-7-nn)-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCANTUH

9-Iuknonporii-6-prop-8-(6-drop-1-metuncynbponun- 1 H-nanazon-4-un)-1,4,4-

tpumermi-SH-[1,2,4]rpuasonol4,3-a]xuHOKCaIH

6-Drop-8-(1H-ungon-4-un)-1,4,4,9-rerpamerun-SH-[ 1,2 4 rpuasono[4,3-

a]XUHOKCAJIUH

6-®rop-8-(1H-unnon-4-mn)-9-metoxcu-1,4,4-rpumerun-SH-[ 1,2,4tpuazono[4,3-

a]XUHOKCAIUH

6-Prop-8-(6-pTop- 1 H-unnon-4-mn)-9-meroxcu-1,4,4-rpumerun-SH-

[1,2,4]rpuasono[4,3-a]xuHOKCANTNH

9-Tukonponun-6-¢prop-8-(6-drop-1-metnncynpponnn- 1H-nanon-4-un)-1,4,4-

tpumermi-SH-[1,2,4]rpuasono[4,3-a]xuHOKCAIIH

9-Iuknonponun-6-¢prop-1,4,4-tpumernn-8-(3-metun-1H-unnon-7-nm)-SH-

[1,2,4]tpuasono[4,3-a]xuHOKCANUH

6-dtop-9-metokcu-1,4,4-tpumernin-8-[6-(tpudropmerin)- 1 H-unnon-4-nn)-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCANIUH

9-Iuknonpomnui-6-¢prop-1,4,4-rpumernn-8-(1-meruncynbhponun-1 H-unnon-4-wumn)-

SH-[1,2,4]rpuazono[4,3-aJxuHOKCANUH

6-®rop-1,4,4,9-rerpametisi-8-(6-metui- 1-metuscynedonun- | H-unnon-4-um)-5SH-

[1,2,4]rpuasono(4,3-a]xuHOKCANTNH

6-Drop-9-meTokcu- 1,4,4-TpuMeTHi-8-(6-meTiiI- 1-Metincy b onnn-1H-unnomn-4-
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un)-5H-[1,2,4]tpuasono[4,3-a]xuHoKcanux

4-(6-®r1op-1,4,4,9-rerpamerin-SH-[ 1,2,4rpuazonol4,3-a]xuHokcanun-8-wi)- 1H-
HHION-0-KapOOHUTPHIT
8-(3-Hukmnonpomnuin-5-¢prop-1H-unnon-7-m)-6-¢ptop-9-mMetokcu-1,4,4-TpumMeTHiI-
SH-[1,2,4]tpuaszono[4,3-a|xuHOKCAIUH
[8-[1-(DTuncynbdponun)-6-prop-1H-unnon-4-unl-6-drop-1,4,4-rpumerni-SH-
[1,2,4]rprasomno[4,3-a]x MHOKCATMH-9- 1T |-METHI-aMUH
2-[6-Drop-4-(6-pTop-1,4,4-Tpumerin-9-metunamuno-5SH-[ 1,2 4]rpuaszono[4,3-
a]|xunokcanu-8-1)- 1 H-uanon-1-un]-EtOH

[8-(1-Iuknonponui- 1H-ungon-4-un)-6-drop-1,4,4-rpumerni-SH-
[1,2,4]rpuaszomno[4,3-a]x *HOKCATIH-9- 11 |-MeTHII-aMHH
6-Xnop-9-merokcu-1,4,4-rpumerii-8-(1-meruncy asp onnn- 1 H-uanon-4-un)-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCATUH

6-Xnop-8-(6-¢rop-1-metuncynshonni- 1 H-uanon-4-nn)-9-meroken-1,4,4-
tpumeri-SH-[ 1,2,4]rpuazono[4,3-aJxuHoKcaInH
6-®dtop-1,4,4,9-Terpametun-8-(1-metun-1H-unnon-4-un)-5H-[1,2,4]rpuaszono[4,3-
a]XUHOKCAJIUH
6-drop-9-meroxcu-1,4,4-rpumernn-8-(1-merun-1H-nunon-4-mn)-5SH-
[1,2,4]tpuazono[4,3-a]xuHOKCAIUH
[6-DTop-8-(6-Prop-1-meruncyabdonun-1H-nnnon-4-nun)-1,4,4-rpumernin-SH-
[1,2,4]rpuaszomno[4,3-a]x tHOKCAIH-9- NI |-MeTHII-aMUH
[6-DTop-8-(5-¢rop-3-merun-1H-uanon-7-un)-1,4,4-rpumerun-SH-
[1,2,4]rpuazono[4,3-a|xuHOKCANIUH-9- 11 |-METUI-aMUH
6-Xop-8-(6-prop-1H-unnon-4-un)-9-meroxcu-1,4,4-rpumerun-SH-
[1,2,4]tpuazono[4,3-a]xuHOKCAIUH

6-Drop-8-(7-Pprop- 1H-unnazon-4-un)-9-merokcu-1,4,4-rpumerui-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCAIUH
6-®rop-8-(7-prop-1H-unnon-4-un)-1,4,4,9-rerpamerun-5SH-[ 1,2 4 tpuazono[4,3-

EEIE)

a|XUHOKCAJTUH
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8-[1-(Luxnonponun-meruicynbdonin)- | H-uanon-4-unl-6-drop-1,4,4,9-

terpamermi-5SH-[1,2,4]rpuasono[4,3-a]XHHOKCATIH

6-Drop-9-metokcu-1,4,4-rpumerun-8-[ 1-meruncy nbhornn-6-(Tpud TopMeTILI )-

1H-unnon-4-un]-SH-[1,2,4]rpuazonol[4,3-a]xuHOKCATNH

6-Xnop-8-(6-dprop-1-meruncynsdponni- 1 H-uagazon-4-nn)-9-meroken-1,4,4-

tpumermi-SH-[1,2,4]rpuasonol4,3-a]xuHOKCAINH

6-@Dtop-8-(7-¢rop- 1H-ungon-4-un)-9-merokcu-1,4,4-rpumernn-SH-

[1,2,4)rpuazono[4,3-ajxunoxcanun

6-®rop-8-(6-¢prop-1H-unnazon-4-mn)-9-merokcu-1,4,4-rpumernn-SH-

[1,2,4]rpuazono[4,3-a]xnHOKCAIUH

6-Drop-8-(6-prop-1H-unnazon-4-un)-1,4,4,9-rerpamermn-SH-

[1,2,4]rpuasono[4,3-a]xuHOKCATNH

8-[1-(L{uknonponun-metuicy ibdonnn)-6-gprop-1H-nunon-4-un]-6-prop-1,4,4,9-

terpametni-SH-[1,2,4]rpua3zono[4,3-a]xuHOKCAINH

6,7-Mudrop-8-(6-¢prop-1-meruicynbhonni- 1 H-unnon-4-un)-9-merokcu-1,4,4-

TpumeTii-SH-[ 1,2, 4rpuasono[4,3-a]xuHokcanux

6,7-udrop-9-metokcu-1,4,4-rpumernn-8-(1-mernncynbbormn-1H-unnon-4-nn)-

S5H-[1,2,4]rpua3sono[4,3-a]XxuHOKCANIUH

6,7-Mudrop-1,4,4-rpumernn-8-(1-meruncy abponnn- 1 H-ungon-4-umn)-9-

(tpudropmernn)-SH-[1,2,4]rpuazono[4,3-a]xuHokcaaux

6,7-Mudrop-8-(6-prop-1-meruicynsponnn-1H-unnazon-4-un)-9-merokcu-1,4,4-

tpumeTa-SH-[ 1,2, 4 rpuasono[4,3-a]xuHOKCATNH

6-Xsop-7-drop-1,4,4,9-rerpamernn-8-( 1 -meruncynbhonun-1H-unnon-4-umn)-SH-

[1,2,4]rpuazono[4,3-a]xuHOKCAIUH

6-Xnop-7-drop-8-(6-drop-1-metuncynedonmn-1H-uanon-4-un)-1,4,4,9-

tetpametin-SH-[1,2,4]tpuasono[4,3-a]xuHOKCaINH

6-@1op-3-(1H-unpason-4-un)-1,4,4,9-rerpamernun-SH-[1,2,4rpuazono[4,3-

a|XMHOKCAJIUH

8-[1-(uxonpomicyashonmn)-1H-urnon-4-nn]-6-grop-9-merokcu-1,4,4-
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tpumetin-5H-[ 1,2, 41rpuazono[4,3-a]xuHOKCATHH
8-(6-Xnop-1H-uanon-4-un)-6-dprop-1,4,4,9-rerpamernn-SH-[ 1,2, 4Jrpuazono[4,3-
a]XUHOKCAJIUH
6-®rop-1,4,4,9-rerpametnn-8-[6-(tpudropmernn)-1H-nunnason-4-un)-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCANNH
6-Xnop-7-¢prop-8-(5-drop-3-metun-1H-unnon-7-un)-1,4,4,9-rerpamernn-SH-
[1,2,4]rpuazono[4,3-aJxuHOKCANTUH
6-Xnop-7-¢rop-1,4,4,9-rerpamerni-8-(1-meruncynsdonun-1H-unnazon-4-umn)-
SH-[1,2,4]tpuazono[4,3-a]xuHOKCATUH
6-Xnop-7-¢prop-8-(6-drop-1-metuncynsponnn-1H-unnazon-4-nmn)-1,4,4,9-
terpametwi-SH-[1,2,4]tpuaszono[4,3-a|xuHOKCATHH
8-(1-Iuknonponun-1H-unnon-4-un)-6-prop-9-merokcu-1,4,4-rpumerun-SH-

[1,2,4]rpnazono[4,3-aJxnHOKCANHH

6,7-Audrop-8-(1H-unnon-4-un)-1,4,4,9-rerpamerun-SH-[1,2,4Jrpuasono[4,3-

EREIE)

a]XUHOKCAJIUH

6,7-Audrop-1,4,4,9-terpamerni-8-(3-merun-1H-nnnon-7-un)-SH-

[1,2,4]rpunazono[4,3-aJxuHoKCANUH

6,7-Audrop-8-(5-¢prop-3-merun- 1H-unnon-7-un)-1,4,4,9-rerpamernn-5SH-

[1,2,4]rpuazono[4,3-a]JxuHOKCANTHH

6-Prop-8-(5-¢pTop- | H-unnon-7-mn)-9-merokcu- 1,4,4-rpumeti-SH-

[1,2,4]rpuazono[4,3-a]xuHokcanux

6,7-Au¢top-8-(6-dprop-1H-unnon-4-un)-1,4,4-rpumerun-9-(rpudropmerin)-SH-

[1,2,4]rpunazono[4,3-aJxuHOKCANTHH

6-Drop-8-(7-drop-1H-unnazon-4-nun)-1,4,4,9-rerpamernin-SH-

[1,2,4]rpuazono[4,3-a]JxuHOKCANTHH

6,7-nudrop-8-(6-prop-1-meruncynsdonnn-1 H-unnon-4-un)-1,4,4-rpumernn-9-

(tpudropmermn)-5H-[1,2,4]puaszono[4,3-a]xuHOKCANTHH

6,7-dudrop-8-(6-rop-1-meruncynpdhonmn-1H-unnazon-4-un)-1,4,4-rpumernn-9-

(tpudropmerun)-5SH-[1,2,4]rpuasono[4,3-a]xuHokcanux
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520 4-(6,7-Audtop-1,4,4,9-rerpamerun-SH-[1,2,4]rpuasono[4,3-a]xunokcanun-8-ui)-

1H-unxon-7-kapOoHUTpHI

521 6,7-Tudrop-8-(6-¢pTop-1-merun-1H-unnon-4-un)-1,4,4,9-rerpamernn-5H-

[1,2,4]tpuasono[4,3-a]xuHoKCcanuH

522 6,7-Audrop-8-(6-merokcu-1-meruncynsponun- 1 H-unnon-4-un)-1,4,4,9-

terpamernn-5SH-[1,2,4]tpuasono[4,3-a]xuHOKCATIH

523 6-®rop-8-(6-merokcu-1-metmwicynbpoumi- 1 H-unnon-4-un)-1,4,4,9-rerpameriu-

SH-[1,2,4]rpuasono[4,3-a]xuHokcanux

524 6-®rop-9-merokcu-8-(6-metokcu-1-meruncy neonni-1H-unnon-4-un)-1,4,4-

tpumeTn-5SH-[1,2,4rprazono[4,3-a]xuHOKCATHH

525 7-Xnop-6-¢rop-8-(6-dhrop-1-metuncyabbhonnn-1 H-unnason-4-un)-1,4,4,9-

terpamerun-5SH-[1,2,4]tpuasono[4,3-a]xuHoKCamH

526 7-Xmnop-6-¢rop-8-(5-prop-3-merin-1H-unnon-7-un)-1,4,4,9-rerpamermn-5H-

[1,2,4]tpuazono[4,3-a]xuHOKCANTHH

527 7-Xnop-6-¢rop-1,4,4,9-rerpamerun-8-(1-meruncynsdonun-1H-unnason-4-mn)-
SH-[1,2,4]rpuasono[4,3-aJxuHOKCANHH

B (popme cBOGOTHOTO COSAMHEHUS WK €r0 (PU3HOIOTHYECKH TTPUEMIIEMOU COJIH.

CoequHEHHs] COTJIACHO HACTOSIIEMY N300PETCHUIO MOTYT ObITh CHHTE3UPOBaHbI CTAHAAPTHBIMH PEaKIIHs-
MH B 00JIACTH OPraHHUYEeCKON XUMHH, U3BECTHBIMHU CIICIHATNCTY B JAHHOH O0JACTH TEXHHKH, WM CIIOCOOOM,
OTIICAHHBIM B JAHHOM JOKYMEHTE (CM. PEaKIIMOHHYIO cxeMy | HWXKe), HJIM aHaJIOTUIHBIM 00pa3oM. PeakimoH-
HBIC YCIIOBHSA IyTeH CHHTE3a, OMUCAHHBIX B HACTOSIIEM JOKYMCHTE, U3BECTHEI CIICIIUANKCTY B JJaHHOW 00JacTH
TEXHUKH ¥ JUI HCKOTOPBIX CIyYaeB MOKa3aHbI B IPUMEPAX, OMMCAHHBIX B HACTOSIICM JOKYMCHTE.

Peaknmonnas cxema 1.

Ry
R;

R; N
NH, N}‘ N
R
Ry &r XHHOKCIDHHOBAsS Ra I 5 TpHa3ONbHAL g NIR,
7] N Re
m
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R, R,
[+ n Br 7% ):NN
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( ) R
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3aMeIeHHBIH HHAOIBHBIN/MHIA30IbHBIH (GparMeHT B coeauHeHus X Gopmynsl (VII) moxHO BBecTH, Moj-
Bepras coequaenne Gopmyinsl (IV) xaranmmsupyemoit Metamiom peakuun kpocc-coueranus C-C. Karanmusupye-
MBl€ METaJUIaMH peakuuu kpocc-coderanusi C-C u3BecTHHI B jaHHOW oOmactn texHukH (cM. Metal Catalyzed
Cross-Coupling Reactions and More, 3 Volume Set Wiley, 2014; Angew. Chem. Int. Ed, 2012, 51, 5062 - 5085).
Bnaronpusatasie peakiun kpocc-couetanns C-C mpencTaBisioT co00i peakuyu KpPOCC-COUETaHWs, KaTalu3H-
pyemble namtanueM (cp. Angew. Chem., 2005, 117, 4516 - 4563). TpuazonpHas mukiam3amys coeauHenus (I1)
naet coequHenus oomei popmyisl (I1T). OO6pazoBaHre Tprazoia Ha XMHOKCATMHAX U3BECTHO B JAHHOW 001acTH
texauku (cMm. Heterocycles, 1992, 34, 771- 780; Biological and Pharmaceutical Bulletin, 2005, 28, 1216 -1220).
OnextpodunsHOEe apoMatuieckoe opomuposanue coenunenus (II1) maer coemunenne (IV). Peakiuu 6pomupo-
BaHUs apOMaTHYECKHUX coeqnHeHui obmen3BecTHol (cM. Science of Synthesis, Compounds with One Saturated
Carbon-Heteroatom Bond, Volume 35, Houben-Weyl, 2007). Eciu xenarensHo, coenunenne ¢opmynst (I1)
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MOKET OBITh OpOMUpPOBAHO B coeauHeHHE (V), KOTOPOE MOXKET MOJBEPraThCsl PEaKIMU KPOCC-COUCTAHUS, KaTa-
TU3UpPYyEeMOi MeTaiiamu, ¢ monydeHueM coenuHenus (VI). OOpasoBanue Tpuazoyia MPUBOAUT K aTbTCPHATHB-
HOMY ITyTH TIOJTydeHUs coeanHennid oomen Gopmynsl (VII). OnocpenoBanHas Meapl0 XHHOKCAITWMHOBAS [IUKIIH-
3ammst coequHenus (I) B coenunenue (I1) u3BectHa B manHo# obnactu (cp. Adv. Synth. Catal., 2010, 352, 2531-
2537). Coemunenust Gpopmynsl (I) KoMMEpUYECKH TOCTYITHBI WJIH MOTYT OBITh TMOJXYYeHBI CIIOCOOAMM, N3BECTHBI-
MH B JAaHHOI 00JacTH.

CoennHEeHHSI B COOTBETCTBUHN C HACTOSIIUM H300PETCHNEM MOTYT OBITh IOJIy4eHBI CLIOCOOOM, ONTMCAHHBIM
B HACTOSIIIIEM JOKYMEHTE, HIIH aHAJIOTHIHBIM 00pa3oM.

B npeamnouTuTeIpHOM BapHaHTE OCYIICCTBICHUS COCTUHECHUS B COOTBETCTBHU C HACTOSIIMM H300pCTCHU-
€M SIBJIAIOTCS MOIYJSATOPAMHU TIFOKOKOPTHKOMIHOTO perentopa. B cMbiciie HACTOSIEro M300peTeHHsS TEPMUH
"CEIeKTUBHBIA MOIYJIATOP TIFOKOKOPTUKOHMTHOTO perentopa’ MPEeAnOYTHTEIEHO O3HAYaeT, YTO COOTBETCT-
BYIOIIICE COCJMHEHUC B aHAJIN3E CBS3BIBAHUS C KICTOYHOW MHIICHBIO HA arOHUCTHYCCKYIO WITU aHTArOHUCTHYC-
CKYI0 aKTUBHOCTb B OTHOLIEHHU TIIOKOKOPTHUKOUIHOTO perentopa neMoHcTpupyet 3HaueHue EC50 unu IC50 B
OTHOLIICHHH TTIOKOKOPTHKOHMIHOTO perernropa He Gomnee 15 MkM (10x 107 mMos/im) mmn ve Goee 10 MkM; Gonee
penouTHTeNbHO He Gonee 1 MkM; eme Gonee npeamoutuTensHo He Goee 500 BM (107 Moms/1); eme Goree
npennouTuTebHo He 6onee 300 HM; gaxke Oonee mpenmodTuTesbHo He Oonee 100 HM; Hambosee MpearnouTh-
TenbpHO He Oosiee 10 HM; 1, B yacTHOCTH, He Oosiee 1 HM.

Criermanucty B JaHHOM 00JacTH TEXHWKHM W3BECTHO, KaK TECTHPOBATH COCAWHEHHS HA MPEIMET MOJYJIs-
U (arOHUCTHYECKOW MM aHTarOHHUCTUYECKOI) aKTHBHOCTH TJIFOKOKOPTHUKOMIHOTO perenrtopa. [Ipenmourn-
TENbHBIC aHAJHM3HI CBSI3BIBAHUS C MHIICHBIO IS TECTHPOBAHUS COSIMHEHHN HAa MX arOHHCTHYECKYIO WIIM aHTa-
roarcTrieckyro akTuBHOCTH (EC50, IC50) B OTHOIIEHHH TIIOKOKOPTUKOUIHOTO PELENTOpa OMHCAHBI HUXKE B
HACTOSIIEM JIOKYMCHTE.

KrneTouHble aHATH3BI TIIIOKOKOPTHKOUIHOTO PEIIETITOPA.

[NoTeHIMambHBIC CEICKTHUBHBIC MOIYIIATOPBI TIIFOKOKOPTUKOMIHOTO PELENTOpa 10 HacTosIeMy u3o0pere-
HUIO MOKHO MPOTECTUPOBATh HA MPEIMET MOIYJISAINH AaKTUBHOCTH TIFOKOKOPTHUKOHMHOTO PEIEeNTOopa, UCTIONb-
3ys KJICTOYHBIC aHAIU3EI. B Takux aHaM3aX MCIONIB3YeTCs JHHUSA KICTOK SUYHUKA KuTaiickoro xomska (CHO),
KOTOpasi COJCPIKUT (PparMeHTH TITFOKOKOPTUKOMIHOTO PEIENTopa, a TaKKe CIOUThie Oenku. Vcmonb3yembie
(bparMeHThI TITIOKOKOPTHKOHUTHOTO PEIENTOpa CIIOCOOHBI CBA3BIBATHCS C JIMTAHIOM (Hampumep, OeKIoMeTas3o-
HOM) ISl MACHTU(PHUKAIINNA MOJIEKYJI, KOTOPhIe KOHKYPHUPYIOT 3a CBSI3BIBAHNE C JINTAHJAMH TITIOKOKOPTHUKOHIHO-
ro perentopa. bojiee KOHKPETHO, TUTAH/I-CBI3BIBAIOIINI JOMEH TIIIOKOKOPTHUKOUAHOTO perenTopa ciaut ¢ JJHK-
cBs3piBaromuM tomeHoM (DBD) ¢akropa tpanckpunmmu GAL4 (GAL4 DBD-GR) u cTaGMIIEHO HHTETPUPOBAH
B muHMIO kiaetok CHO, coxepxkamiyto penoptepHyro KoHCTpyKiuio GAL4-UAS-mromudepasza. UtoOs naeHTH-
(UIIpPOBaTh CEIEKTUBHBIE MOIYJISTOPHI TIFOKOKOPTHKOMAHOTO PELENTOpa, PEIOPTEPHYIO KICTOUYHYIO JHMHUIO
UHKYOUPYIOT C MOJIEKYJIaMH, HCIIONB3Ys 8-TOUCUHYIO MOTYIOTapu(PMHUUCCKYI0 KPUBYIO pPa3BEICHUS COCTUHE-
HUS, B TCUCHUC HECKOJIBKHX 4. [Tocie KIeTOYHOro Tu3nca 0OHAPYKUBAIOT JTFOMHHECIICHIINIO, CO3/ITAaBACMYIO JIFO-
mudepasoii mocie qo0aBIeHUs cyOcTpara, U MOKHO paccuutats 3HadeHus ECS50 wmu IC50. Boenedenue moie-
KYJI, KOTOpPBIC MHAYIHPYIOT JKCIPECCHIO T€HA MOCPEICTBOM CBS3BIBAHUS TIIFOKOKOPTHUKOHMIHOTO PEIenTopa C
JHK, npuBoauT K 3Kcrpeccuu reHa Jiorudepassl o kontpoieM oenka ciausaus GAL4 DBD-GR u, cnenosa-
TENBHO, K J0303aBUCUMOMY YBEIHUCHHUIO CHUTHAJIA JIIOMHHECHICHINH. CBS3BIBAHUE MOJICKYJ, KOTOPHIE ITOAaBIIs-
0T MHIYITUPOBAHHYIO OEKIOMETa30HOM DKCIPECCHIo TeHa Jironudepasbl moa KoHTposieM Oenka ciusaus GAL4
DBD-GR, npuBoauT K 10303aBUCUIMOMY CHIDKEHHUIO CUTHAJIA JIIOMHHECIICHITHH.

B mpeamouTHTeIbHOM BapHaHTE OCYIICCTBICHUS COCIUHEHNE B COOTBETCTBHU C HACTOSIINM H300pEeTEHH-
€M B aHAJIN3€ CBS3BIBAHMSA C KIIETOYHON MUIICHBIO HA arOHUCTHYECKYIO WM aHTarOHHCTUYECKYI0 aKTUBHOCTH B
OTHOIIICHUH TIIFOKOKOPTUKOUIHOTO perentopa aeMoHcTpupyeT 3HadeHue ECS50 nmu IC50 B OTHOMIEHUH TITIOKO-
KOPTHKOMIHOTO penentopa He Gomee 1 MxM (10 mons/m); Gomee mpeamoururtensuo He Gomee 500 HM
(10° moms/n); emie Gonee mpemmouTHTENBEHO He Goiee 300 HM; maxe Golee MPEANOUYTHTEILHO HE Gonee
100 HM; Haubonee npenmoyTHTENbHO He Oonee 50 HM; u, B yactHoCTH, He Oonee 10 HM mm He Gonee 1 HM.

B npeamnouTuTeIbHOM BapUaHTE OCYIICCTBICHUS COCIUHCHUE B COOTBETCTBHU C HACTOSIINM U300pPCTCHU-
€M B aHAJIN3€¢ CBSA3BIBAHMS C KIICTOYHON MUIICHBIO HA arOHUCTHYCCKYIO MM aHTarOHHUCTUYECKYI0 aKTUBHOCTH B
OTHOIICHHUH TTIOKOKOPTUKOUIHOTO perentopa aeMoHcTpupyet 3HaueHue EC50 numu IC50 B oTHOIMIEHUH TIIOKO-
KOPTHKOMHOTO peuentopa B auamnasone or 0,1 M (107 mons/m) xo 1000 HM; Golee MPEAMOYTHTENEHO OT
1 HM mo 800 HM; eme 6osee mpeanouTuTenbHO OT 1 HM no 500 HM; maxke Oosiee mpeanoyTUTeNsHO OT 1| HM
1o 300 HM; Hanbomnee npeanoututensHo oT 1 HM mo 100 HM; u, B yactHOCTH, OT 1 HM 10 80 HM.

[IpennovyTuTensHO, COSIMHEHUS B COOTBETCTBHH C HACTOSIINM H300PETECHHEM SIBISAIOTCS MPUTOJHBIMH B
Ka4eCcTBE CEJIEKTHBHBIX MOIYIISTOPOB TIIOKOKOPTUKOHMIHOTO PELENTOpA.

Takum 00pa3oM, COCAMHCHHS B COOTBETCTBUH C HACTOSIIIUM H300PETCHUEM SIBISIOTCS MPEAMOYTHTEIEHO
TPUTOAHBIMHE JUTS JICUCHHS WIH MPOQUIAKTUKY in Vivo 3a00JIeBaHUA, CBI3aHHBIX C YYaCTHEM TITFOKOKOPTHKOUI-
HOTO perenTopa.

Takum 00pa3zom, HacTosIIee U300PETCHIE TAKKE OTHOCUTCS K COCIMHCHUIO B COOTBETCTBHUU C HACTOSIIIUM
U300peTeHUEM ISl MPUMEHEHUSI C TICITBI0 MOIYJISIIUN aKTHBHOCTU TTIFOKOKOPTHKOUIHOTO PELEHTOPA.

Takum 00pa3zoM, IPyroil acmeKT HACTOSIICTO M300PETCHUS OTHOCHTCS K COCTUHCHHUIO B COOTBETCTBUU C
HACTOSIIINM H300pETeHHEM JUIS TIPUMEHEHUS TPH JICUCHUH W/HIH MPO(UIaKTHKE pacCCTPONUCTBA, OMOCPEIOBAH-
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HOTO TI0 MEHBIIICH Mepe YaCTHYHO TITFOKOKOPTHKOMIHBIM perientopoM. Ele ouH acmekT HacTosmero uzobpe-
TEHUsI OTHOCHUTCS K CIIOCO0Y JICUSHHS PaCcCTPOMCTBA, OMOCPEIOBAHHOTO MO0 MEHBIIEH Mepe YaCTUIHO TITFOKOKOP-
THKOUIHBIM PEIENITOPOM, TIPH 3TOM CIIOCOO BKIIOYAET B ceOsl BBEICHNE TepareBTUIeCKU 3(PPEKTUBHOTO KOJIH-
YecTBa COCTUHEHUS B COOTBETCTBUH C HACTOAIINM H300pETEHHEM CYOBEKTY, HYKIAIOMIEMYCS B 3TOM, IIPEAIOY-
TUTETHFHO YETIOBEKY.

JIOoTIOTHUTEBHBIN acleKT M300pETeHHS OTHOCHTCS K MPUMEHEHHIO COCJUHEHHUS B COOTBETCTBHH C Ha-
CTOSIIIAM M300pETEHIEM B Ka4eCTBE JICKAPCTBEHHOTO CPENICTBA.

Jlpyroii acTieKT HaCTOSIIETO N300peTEeHUsT OTHOCUTCS K JICKapCTBEHHOH (hopme, cojepikaliel CoeqMHeHNE
B COOTBETCTBUU C HACTOSIINM H300peTeHreM. [IpeamodTuTensHO IeKapCTBeHHAs (hopMa COICPIKUT COCTUHCHUE
B COOTBETCTBHU C HACTOSIIUM HU300pETEHHEM M OJMH Win Ooliee (papMaIleBTUICCKUX HAIMOJHUTEINCH, TAKUX KaK
(hM3HOTOTUUECKHU MTPUEMIIEMBIC HOCUTEINH, TOOABKY W/ITH BCIIOMOTaTEIbHBIC BEIIECTBA; a TAKXKE HEOOsI3aTeIHbHO
OoIuH WU OoJiee JOTONTHUTEIHFHBIX (PapMaKOJOTHUCCKH aKTHBHBIX WHTPEIUCHTOB. [IpuMepamu MOIXOMSIIUX
(hM3HOTIOTHYECKU TPUEMIICMBIX HOCUTEINEH, T00aBOK W/WIIM BCIIOMOTATEIBHBIX BEIICCTB SBJISIOTCS HAIOIHUTE-
JIM, PaCTBOPHUTEIH, pa30aBUTEIH, KPACUTEIH W/WIN CBI3YIONIUE BEMIeCTBA. Takue BeIecTBA M3BECTHBI CIICIUA-
TUCTy B naHHoi oOsactu Texuuku (cMm. H. P. Fiedler, Lexikon der Hilfsstoffe fur Pharmazie, Kosmetik und an-
grenzende Gebiete, Editio Cantor AulendofY).

JlexapcTBeHHas (popMa B COOTBETCTBHH C HACTOSAIINM M300pETEHHEM IpeIHa3HaYeHa MPEIIOYTHTEIBHO IS
CHCTEeMHOTO, MECTHOTO FIIH JIOKQJIBHOTO BBEICHHS, PEANIOYTUTEIHHO I IEPOPAIFHOTO BBeeHUS. Takum oOpa-
30M, JIeKapCTBEHHAs (hopMa MOXKET OBITh B JKHIKOW, TTOMYTBEPAOH WX TBEpAOH (GopMe, HaIpuMep, B BUIE pac-
TBOPOB U MHBEKINH, Kalelb, COKOB, CHPOIIOB, CIIPEEB, CYCHECH3NH, TaOJICTOK, HAKIIA/IOK, INICHOK, KaICyJl, Tuia-
CTBIpEHi, CYNIIO3UTOPUEB, Ma3ei, KPEMOB, JIOCKOHOB, TEIICH, IMYIIBCHIA, adpo30iei, win B (GopMe, COCTOSIICH 13
MHOKECTBA TBEPJIBIX YACTHII, HAIIPUMEP, B (hopMe MEIUICT WK TPAHYJ, €CITH YMECTHO CIIPECCOBAHHBIX B TAOJICTKH,
JICKAHTUPOBAHHBIX B KATICYJIBI MITH CYCIICHINPOBAHHBIX B )KUIKOCTH, @ TAKKE MOJKET BBOJIUTHCS KaK TAKOBAsL.

JlekapcTBeHHYIO (hOPMY B COOTBETCTBUH C HACTOSIIUM U300pPETCHHEM MPEAMOYTHTEIBHO MOTYYAOT C TM0-
MOIIBI0 OOBIYHBIX CITIOCOOOB, YCTPOWCTB, METOIOB U MPOIIECCOB, M3BECTHBIX B JaHHOU 001acTh TeXHUKU. Komm-
YECTBO COCIMHEHHS B COOTBETCTBUH C HACTOSAIINM H300pETEHNEM, KOTOPOE CIeIyeT BBOAUTH MAIIMEHTY, MOXKET
BapbUPOBATHCS M 3aBUCHT, HATIPUMEP, OT MACCHI MJIM BO3pacTa ITAallMeHTa, a TakKe OT croco0a BBEICHNUS, MTOKa-
3aHUH M CTETeHU TsDKeCTH 3a0oneBanus. [Ipenmourutensro ot 0,001 go 100 mMr/kr, GoJsiee MPEMOYTHTENHHO OT
0,05 no 75 mr/kr, Haubonee npeanodTuteabHo oT 0,05 10 50 Mr coemuHEHHS B COOTBETCTBHH C HACTOSIIAM
n300peTeHneM BBONUTCS Ha KT MAacCHI TeJla MaIieHTa.

Cuntaercs, 9TO TIIIOKOKOPTUKOUIHBIN PElenTop MOXKET ITOTEHIINAIHHO MOAU(UIINPOBATh Pa3IUIHbIC 3a-
00JIeBaHUS WM PACCTPONCTBA Y MIICKOMUTAIOIINX, TAKAX KaK YelOBeK. K HUM, B YaCTHOCTH, OTHOCSTCS] BOCIIA-
JUTEIbHBIC 3a00JICBAHU.

Jpyroi#t acieKT HACTOSIIErO U300PETCHHUS OTHOCHUTCS K COCIMHCHHIO B COOTBETCTBHH C HACTOSIIUM H30-
OpeTeHUEM ISl IPUMEHEHUS MPH JICUCHUH W/WIIH TPOQHIAKTUKE O0JIM W/WIU BOCHAJICHUS, OoJiee MPEIIOYTH-
TEJNBHO BOCIATUTEIBHOMN OO,

JIOTIOTHUTEIBHBIH aCTIEKT HACTOSIIEr0 N300PETEHUsI OTHOCUTCS K CIIOCO0Y JIeUeHUsT OOJH W/WiIH BOCTIalIe-
HUs; 00JIee IPEAMOYTHTEIHHO BOCTIAIUTEIHHON OOJTH.

IIpuMmepbI

B ommcaHmsX 9KCIIEPUMEHTOB IPUMEHSIOT CIICAYIOIINE COKPAIICHHS:

AcOH = ykcycHast kucnora; Ac = anetuibHas rpynma; Attaphos = ouc(au-Tper-0yTuin(4 auMeTHIaMuHO-
dbernn)pochun)muxnopnamiaauii(Il); Ar = apron; BISPIN (wmu Bis-Pin) = 6uc(nmunaakonaro)aubopan; dba =
muoenswnaenanetod; DAST = tpudropun (mmatwnammuo)ceps; AXM = JXM; DIPEA = N,N-
mumsonpomTwiamMud; DIBAL-H = runpun nuuzobytunamromunus; JIMA = numernnaneramun; JMAJIMDA
= N,N-mumetundopmamun auMerunanerans, DMAP = 4-(gumerwnamuno)-mupunnn; JIM®PA = N,N-
mumetriopmamug; JIMCO = mumeruncynsdokeun; dppf = 1,1"; 6uc(nndennnpochanni)peppouen; EtOAc =
EtOAc; EtOH = EtOH; u = gyac; LAH = amomoruapun nmutus; LDA = muusonpomunamun sutus; LIHMDS =
OMC(TPUMETWIICHITIIT)aMUl JIUTUS; M, = MYJBTHIUICT LeHTpupoBaHHbIH; MeOH = MeOH; mMuH = MuHyTa;
MTBE = metun-tpet-0ytuioBsiii 3¢up; n-Buli = H-OyTHIIIUTHIA, KOMH. TEMII. = KOMHaTHas TeMmrepaTrypa; Rt =
BpeMs yIepKuBaHUs;, TpeT = TpeTuduHblil; TEA = tpmwdtnnamun; TI'® = tetparuapodypan; p-TSA = mapa-
tosryoscynbhoHoBas kuciora; TMSCl = tpumermncunmixnopun; X-Phos = 2-aumuknorekcmidocpuno-2',4',6'-
tpum3onponmioupeHmt; XANTphos = 4,5-6uc(audennndochuno)-9,9-muMeTHIIKCAHTEH.

Cunre3 6-¢prop-4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-un)-1 H-uamona (IpoMeXyToqHOE COEIH-
HeHue A-1).
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e = fmu Br Pd,dba;
Tama- TpHImKITorekcundochur
mHOXCa®' 110°C

IIpomexyTouHOe coelnHeHe A-
Cramuz- 2 PoMER 3 A

Cranmus 1. K nepemernmBaemMomy pactBopy 2-6pom-4-¢Top-6-autporonyona (4,69 r, 20 mmonb, 1 5kB.) B
1,4-mrokcane (25 M) meanenno npubasisud N,N-numetundopmamuaa mumermwianeTtans (13,3 mi, 100 Mmmons,
5 okB.), nuppomuaud (1,47 mia, 20 MMoib, 1 9KB.). 3aTeM peakIMOHHYIO CMECh IIEpEMEIINBAIN B TedeHue 18 u
npu 100°C. Peak1ioHHYI0 cMeCh KOHIIEHTPUPOBAIH 10 MOJIy4eHHUs] TEMHOrO ocTaTka. K qaHHOMY ocTaTky mpu-
6asismn AcOH (30 mut), mopomiok xkene3a (11 r, 200 mmonsb, 10 9KB.), a 3aTeM peakIMOHHYIO CMECh KHIISITHIN C
00paTHBIM XOJOAWIBHUKOM B TeueHHe | 4. PeakIMoHHYIO0 cMeCh 3aTeM OXJIaKIOald O KOMH. TEMIL., a 3aTeM
¢unpTpoBanu uepes cioi nenura. GunpTpat HelTpanuzoBanu 50% pacTBOpPOM THIPOKCHIA HATPHUSA, a 3aTEM
skcrparupoBamn EtOAc (2x100 min). OObeIMHCHHBIC OpraHMYECKHE CIOW IMpoMbIBaK Boaoi (100 mi), core-
BBIM pactBopoM (100 mur), cymmnu Hanx 6e3BoaHBIM Na,SO,4 ¥ BBITIAPUBAIIN C IMOTYYCHHEM HEOUHIIICHHOTO Be-
MIeCTBa, KOTOPOE OYMINAIM KOJOHOYHOH Xpomartorpadueit ¢ momydaenueM 4-0pom-6-¢rop-1H-unmona (1,3 T,
30%) B BUE KOPUIHEBOH KHUIKOCTH.

Cramus 2. IlepememmBaeMyto cycrnensuto 4-0pom-6-¢rop-1H-unmona (1,1 r, 5,1 mmoms, 1 2kB.),
ouc(nmmHakonato)aubopana (2,6 r, 10,2 Mmmoms, 2 3kB.) u amerara kamus (2,0 r, 20,4 mmonb, 4 3kB.) B 1,4-
muokcane (20 mun) nesokcurenupoBanu Ar B Teuenue 10 mun Pdy(dba); (0,07 1, 0,07 mmons, 0,015 3kB.) u Tpu-
mukiorekcuigocun (0,102 r, 0,36 mmons, 0,07 9kB.) 3aTeM 100aBISUIIM B PEAKIIHOHHYIO CMECh U MTOBTOPHO
Je3okcurenrpoBanu Ar B TedeHne 10 MuH 3aTeM pEakUUMOHHYIO CMECh MEpEeMEIIMBaiu B TedeHue 14 4 mpu
110°C. 3aTeM peakIMOHHYIO CMECh OXJIAXKIANH IO KOMH. TEMIL. W 3aTeM (WIBTPOBAIM Yepe3 CIOU IIeTUTA.
OmwIbTpaT KOHICHTPUPOBAIU MPH TOHIKCHHOM JABJICHUH C TIOJYYCHHEM HEOUHIICHHOTO MaTepHaia, KOTOPBIN
OYHIIAIIA KOJIOHOYHOM XpomMarorpadueii ¢ monyderuem 6-prtop-4-(4,4,5,5-terpamerui-1,3,2-aruokcaboponan-2-
nn)-1H-urnona (1,1 r, 82%) B Buae CBETIO-KEITOTO TBEPIOTO BEIICCTRA.

Cunres 6-dprop-1-(Metnncynppornn)-4-(4,4,5,5-rerpamerni-1,3,2-nuokcadoponan-2-wmin)- 1 H-uamona
(mpomexxyTouHoe coenHeHne A-2).

o.t
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7 tan / KOAC o0
A B Pd.dba; ’)‘_{,\
TpHIHKIorexcungocdun -
ATUA okcar . 110°C POMEANTOUHO!
e ' = coeanHenie A-2
Cramun 2

Cramus 1. [lepememmBaeMomy pactBopy 4-6pom-6-drop-1H-urmona (0,18 1, 0,841 mMmonb, 1 3kB.) B
JAM®A (5 mi) noprwsiMu nipubasisumy ruapun Hatpust (60%, 0,07 r, 1,68 mmons, 2 5kB.) npu 0°C. Peakmmon-
HYIO CMeCh 3aTeM TepeMemmuBaind B TedeHue 30 MUH mpu KoMmH. Temr. Metancynbporunxiaopun (0,114 wmur,
1,26 MmMoub, 1,5 9KB.) 3aTeM H00aBISITH B peaknnoHHYI0 cMech npu 0°C. 3aTeM peakIMOHHYI0 CMeCh TiepeMe-
MIMBAIN B TeUEHHE 2 9 TP KOMH. TemIl. Peakimonnyro cmech pazdaBuiu EtOAc (50 mur). OO0bennHEHHBIE OpTra-
HUYECKHE CJIOW MPOMBIBAIHN Bojon (5x0 M), coieBsIM pactBopoM (10 mur), cymmnm Hax 6e3BoaHbIM Na,SO, u
BBITIAPYBAIIN TIPU TIOHMKEHHOM JaBJIeHUW. HeodnmeHHbIH MPOAYKT OYHIIAINA KOJOHOYHOW XpomaTtorpadueid ¢
noxydeHueM 4-6pom-6-drop-1-2 (metmicynbdonnn)-1H-ungona (0,1 T, 41%) B Bue Oenoro TBepIOro BeIecT-
Ba C METAJUTMYCCKIM OTTCHKOM.

Cramus 2. IlepememmBaemylo cycnensuto 4-6pom-6-¢rop-1-(Metnicynbonun)-1H-uanona (1,2 T,
3,53 mModb, 1 3kB.), Ouc-nuHaKodaToaub0pana (1,79 r, 7,06 mmons, 2 3kB.) u anetata kamus (1,39 r, 10,62 MMorb,
4 5kB.) B 1,4-muokcane (20 mi) me3okcurenupoBanmd Ar B TeueHue 10 mun Pdy(dba); (0,048 r, 0,052 mmos,
0,015 skB.) u Tpurukiorekcwidpochun (0,071 r, 0,25 mmons, 0,07 3KB.) 3aTeM HOOABISIN B PEAKIIHOHHYIO
CMECh U TIOBTOPHO JE30KCUTeHUpoBanu Ar B TeueHrne 10 MuH 3aTeM peakIHOHHYIO CMECh ITePEMEIINBAIH B Te-
genue 14 1 mpu 110°C. 3areM peakIMOHHYIO CMECh OXJIKIAINA JO KOMH. TEMIL. H 3aTeM (WIBTPOBAIN Yepes3
cioif nenmuta. PUIBTPAT KOHIEHTPUPOBATIH NPH MOHMKCHHOM IABICHHH C TOIyYEeHHEM HEOUYHIICHHOTO TIPO-
IyKTa, KOTOPBIA OUYMINAIM KOJOHOYHOW XpomaTtorpadueit ¢ momydeHuem 6-drop-1-(Metmicynbdonnn)-4-
(4,4,5,5-rerpamernin-1,3,2-mnoxcabopornan-2-mn)-1H-uamona (1,0 r, 80%) B BHIE CBETIO-KEITOTO TBEPHOTO
BEILIECTBA.

Cunres 1-(3trncynsponun)-6-prop-4-(4,4,5,5-Terpamerni-1,3,2-muokcaboponan-2-mn)-1 H-ungona
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(mpomesxyTouHOE coenuHeHne A-8).
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Cramin-2 TIpomeayTounoe coennenne A-8

Cranus 1. [lepememmmBaemMomy pactBopy 4-0pom-6-prop-1H-unnona (1,0 r, 4,67 mmons, 1 3xB.) B IMDA
(24 M) nopuusiMu nipuGasisi ruapun Hatpus (60%, 0,224 1, 9,34 mmonb, 2 3kB.) npu 0°C. Peakiponnyro
CMECh 3aTeM IepeMelnBany B TeueHne 30 MuH npu KoMH. Temn. DtaHcynbhonmxiopus (0,604 mi, 7 MMoIs,
1,5 9kB.) 3aTeM 100aBISUIN B peakMoHHYI0 cMech rpu 0°C. 3ateM peakMOHHYIO cMeCh NepeMEIInBalli B Teue-
HHE 2 9 IpH KOMH. TeMIl. Peakirionnyto cmech pasbasinu EtOAc (200 mi). O0beiMHEHHbIE OPraHUYECKUE CIIOH
npoMbIBaA Bofon (5x30 mur), coneBsiM pacTBopoM (30 i), cymmnu Han 6e3BoaHBIM Na,SO4 1 BhIapUBaiu
IpY MTOHIKEHHOM JIaBlIeHUH. HeounIeHHbIH MPOAYKT OYHMIIAIA KOJOHOUYHON XpoMaTorpaduei ¢ moixydeHnem
4-6pom-1-(atrrncynbhornn)-6-¢pTop-1H-uamomna (0,513 1, 36%) B BuIe 6emoro TBEpAOTO BEUIECTBA C METAJUIH-
YECKUM OTTCHKOM.

Cramus 2. [lepemernmBaemyro cycrensuto 4-6pom-1-(druncynshonun)-6-grop-1H-unmona (0,51 r, 1,6 Mmons,
1 2kB.), ouc(muHakonaTo)aubopana (0,843 r, 3,2 Mmoib, 2 9kB.) U anerara kanus (0,653 r, 6,4 MMoIIb, 4 DKB.) B
1,4-nuoxcane (15 mur) ne3okcurennpoBanu Ar B Teduenue 10 mun Pdy(dba); (0,023 1, 0,025 Mmmomb, 0,015 9kB.)
tpunukinorekcwidochun (0,036 r, 0,12 mmons, 0,072 5kB.) 3aTeM 100aBISAIN B PEAKITMOHHYIO CMECh M TIOBTOP-
HO Je30KcUreHupoBanu Ar B TeueHue 10 MuH 3aTeM peakLMOHHYIO CMeCh IepeMelnBalu B TeueHue 14 4 npu
110°C. PeaknoHHYI0 cMeCh OXJIaXJIaJId 10 KOMH. TEMIL. M 3aTeM (HILTPOBAIN Yepe3 ciioi menura. Gunptpar
KOHLIEHTPUPOBAIN MpPU TOHWKEHHOM JaBJICHUU C MOTy4Y€HHEM HEOYMIIEHHOTO MaTepuana, KOTOpPBIH OYMINaIH
KOJIOHOYHOW  XpomaTorpadueii ¢  momydenueM 1-(3tuncynabdonunn)-6-drop-4-(4,4,5,5-rerpamerun-1,3,2-
Jrokcaboponan-2-un)-1H-urnona (0,212 r, 38%) B Buze Gesoro TBepaoro BEIIECTBA C METANIMYECKUM OTTEHKOM.

Cunres 1-(4-(4,4,5,5-rerpamerni-1,3,2-nnokcabopoinan-2-ni)-1 H-unnon-1-mm)stanoHa (IpoMexxyToqHOE
coenuHenue A-10).
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Cramus 1. B mepememmBaemslii pactBop 4-6pom-1H-unmona (0,5 r, 2,55 mmous, 1 9kB.) B TT'® (25 M)
no6asismu ruapua Hatpus (60%) (0,122 1, 3,06 MmModb, 1,2 9kB.) npu 0°C 1 npoaosDKamy epeMenInBaHie Ipu
KoMH. TeMIl. B TeueHue 30 mun Anerwmxiopun (0,02 mi, 3,06 MModb, 1,2 9KB.) 3aTeM JOOABISUIH B PEaKIIMOH-
HYIO CMECh U TIOBTOPHO NEPEMENINBAIN B TeUEHHE ele 2 4. PeakIMOHHYI0 CMECh raCHIIM BOJOW U HKCTPAarupo-
Banu ¢ nomotpio EtOAc (2x100 mur). O0bennHeHHBIE OpraHMYecKre CJION nmpombiBain Bogon (100 mur), cone-
BbIM pacTtBopoM (100 mur), cymmm Han 6e3BoaHbIM Na,SO,4, M pacTBOPHUTEINL BBITAPHBAIN C MOJTYYCHHEM He-
OYMIICHHOTO MPOJYKTa, KOTOPBI OYMINANM KOJOHOYHOH Xpomarorpaduei ¢ momydenueM 1-(4-6pom-1H-
uH101-1-mm)stanona (0,55 r, 91%) B BUae KOPHYHEBOW )KUAKOCTH.

Cragus 2. K nepemenmBaemomy pactBopy 1-(4-6pom-1H-unmon-1-wmm)stanona (0,55 r, 2,31 mmodb, 1 9kB.),
ouc(mruakonaro)audopa (0,707 r, 4,62 mmonb, 2 9kB.), anerata kamus (0,680 r, 6,93 mmons, 3 9kB.) B 1,4-
nmuokcane (20 M) nezokcurennpoBa Ar B Tedenue 10 muna Pdy(dba)s (0,106 T, 0,1155 mmois, 0,08 skB.), CysP
(0,052 1, 0,1848 mMmomb. 0,08 9KB.) 3aTeM MPHUOABISAIN K PEAKIIMOHHOW CMECH W KHUIISATHIIM ¢ 0OpaTHBIM XOJI0-
mutbHEKOM TIpr 90°C B TeueHWe NOMOJHUTENbHBIX 16 4. ®uibTpaT KOHIICHTPUPOBAIHU MPHU MMOHUKCHHOM J1aB-
JICHWH C TIOJIyYeHHEM HEOYHIIIEHHOT'0 MaTepraia, KOTOPHIH OYHINaI KOJIOHOYHON Xpomarorpadueii ¢ momyde-
Huem 1-(4-(4,4,5,5-terpamermi-1,3,2-muokcadboponan-2-wn)-1 H-unmon-1-mm)sranona (0,600 r, 92%) B BUIE
KOPUYHEBOH )KUAKOCTH.

Cunrez  6-drop-4-(4,4,5,5-rerpamerni-1,3,2-nnokcaboponan-2-nn)-1-(2,2,2-rpudpropatrin)- 1 H-uanomna
(mpomesxyTouHoe coenuaenne A-11).
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Cramus 1. K pactBopy 4-6pom-6-¢rop-1H-urgona (2,0 r, 9,345 mmons, 1 9kB.) B JIM®PA (25 mur) nmpubas-
nsma Cs,CO;5 (15,18 1, 46,72 mmons, 5 9kB.), 1,1,1-tpudtop-2-nomaran (5,8 r, 28,037 mmois, 3,0 3kB.) B TepMe-
THYHO 3aKPBITOM COCYZE. PeakiMoHHYI0 cMeCh KUISITIIIM C OOpaTHBIM XOJOoMuiIbHUKOM Tipu 50°C B TedeHme
24 4, PeakllMOHHYIO0 CMeCh (QMIBTPOBAIN Yepe3 QMIBTP U3 CIIEYSHHOTO CTekia, U GuiabTpat pasdasmsuin EtOAc
(100 mur). Opranuyeckuii CJIol MPOMBIBAIN X0JIONHOM Bomoi (3x50 mir), coneBbIM pacTBOpPOM (25 MiT), CyIIHIH
Hax Oe3BomHBIM Na,SO, W pacTBOPHTENb BHIIAPHUBAIHA C HOJTYYEHHEM HEOUHIICHHOTO HPOIYKTa, KOTOPBIH
OYMIIAIHM KOJOHOYHOH (IdII-XxpoMaTorpaduerl ¢ NoIydeHHEM CMECH, KOTOPYIO JTOMOJTHUTEIBHO OYHINAIN Tpe-
napatuBHoit BOXKX ¢ momydenuem 4-6pom-6-¢prop-1-(2,2,2-tpudropatin)-1H-unnona (0,400 r, 14%) B BUIE
0€JI0T0 TBEP/IOTO BEIIECTBA C METAUIMIECKUM OTTEHKOM.

Cramust 2. IlepememmnBaemsblii pactBop 4-0pom-6-¢Top-1-(2,2,2-tpudroparun)-1H-unmona (0,450 r,
1,52 mmomnb, 1 9kB.), 6uc(nmuHakonato)nuoopa (0,461 r, 1,824 mmons, 1,2 3kB.), amerara kamus (0,446 T,
4,56 mMmoib, 3 9kB.) B 1,4-nuokcane (20 M) mezokcureHupoBanmu Ar B tedeHwe 10 mur PdCly(dppf)-AXM
(0,124 1, 0,152 mmouns. 0,1 5KB.) 3aTeM NPHUOABISIIN K PEaKIIMOHHON cMecH U nepeMemnBaiy mpu 90°C B Teue-
HHE TOIOJHUTEIBHBIX 16 4.

QunpTpaT KOHIEHTPUPOBAIHN MIPH TOHIKEHHOM JAaBJICHUH C MOTYyYCHHEM HEOUHIIEHHOTO MaTepHhaia, Ko-
TOPBIN HCIIOJIB30BAIIN Ha CIEAYIONEH cTanquu 6e3 nanbHerIel OYuCTKY.

Cunre3 1-(Meruncynbponmn)-4-(4,4,5,5-rerpamerni-1,3,2-nuokcaboponan-2-mn)-1H-uagona (mpomexy-
TOYHOE coequHeHHE A-12).
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Cramus 1. [lepememmBaemomy pactBopy 4-6pom-1H-ungona (1,0 r, 5,1 MMounsb, 1 9kB.) B IM®DA (20 M)
noprmaMu npubasisuy runpun Hatpus (60%, 0,245 r, 10,2 mmons, 2 3kB.) npu 0°C. Peakunonnyro cmech 3a-
TeM repeMemmBanyd B TedeHrne 30 MuH mpu KoMmH. TeMn. MetaHcynsonmnxiopua (0,584 mu, 7,6 Mmos,
1,5 skB.) 3aTeM n00aBsUIN B peakunoHHyto cMech rpu 0°C. PeaknnoHHyI0 cMech NepeMennBaIi B TeUeHHE 2 4
npu KOMH. TeMIl. Peaknmonnyro cMech paszdasmiu EtOAc (100 min). OObeTMHEHHBIE OPTaHHYECKUE CIIOU TIPO-
MBIBaIIK BO#OH (5x20 M), coeBbIM pacTBopoM (20 M), cymrinn Hax 6e3BoaHbiM Na,SOy. 1 pacTBOPHUTEND BBI-
NapuBajd NPU ITOHWKEHHOM JaBlieHHH. HeounIIeHHBIH MpOIYKT OYMINAIHM KOJOHOYHOHW Xpomarorpaduei c
noxydenneM 4-opom-1-(mermicynsdonmn)-1H-uanona (0,532 r, 38%) B BHAe 0enoro TBEpAOro BEIIECTBA C
METANTHIECKUM OTTEHKOM.

Cramus 2.  IlepememmBaemyto  cycneHsuio  1-(Mermncynsdonmn)-4-(4,4,5,5-terpamerun-1,3,2-
nuokcaboponan-2-un)-1H-uamona (0,36 T, 1,31 mmons, 1 2kB.), Ouc(muuakomnaro)aubdopana (0,66 T, 2,62 MMOJIb,
2 9kB.) m aretara kanwst (0,57 T, 5,25 mmonb, 4 9kB.) B 1,4-muokcane (10 1) 1e30KkCUTeHUpOBaIM Ar B TeUCHHE
10 mun Pd,(dba); (0,018 r, 0,019 mmoms, 0,015 »kB.) m Tpunukimorekcmwipochua (0,027 t, 0,094 Mmoib,
0,072 5KkB.) 3aTeM J00aBISUIA B PEAKIIMOHHYIO CMECh M TIOBTOPHO JI€30KCUTCHHpOBAIH Ar B Teuenue 10 MuH
3aTeM peaknoHHYI0 cMech repememmmBany B Teuenne 14 1 mpu 110°C. PeakiimoHHYI0 CMECh 3aTeM OXJIaXKIATN
JI0 KOMH. TEMIL, a 3aTeM (QWIBTPOBAIN 4epe3 ciod nennta. OuiIbTpar KOHIEHTPUPOBAIN INPH ITOHMKEHHOM
JIaBJICHUH C TOJyYSHHEM HEOUHIIEHHOTO MaTepHala, KOTOPhIH OYMINanyd KOJOHOYHOW Xpomarorpaduei ¢ no-
aydenueM 1-(mermcynbdonnn)-4-(4,4,5,5-rerpamernn-1,3,2-quoxcadoponan-2-un)-1H-unnona (0,31 r, 73%) B
BHJie OEJIOro TBEP/OTo BEIIECTBA C METAIIIMYECKUM OTTEHKOM.

Cunre3 5-drop-3-mernn-7-(4,4,5,5-rerpamerni-1,3,2-nuokcabopornan-2-nn)-1H-ungona  (mpomexyrou-
HOe coenuHeHne A-15).
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Cranus 1. PactBopy 2-6pom-4-¢Top-1-autpobenzona (0,5 r, 2,27 mmons, 1 3kB.) B TT'® (20 M) npubdas-
st (E)-npon-1-en-1-unmaraniiopomun (0,5 M B TT'®) (13,6 mi, 6,818 mmouns, 3 3kB.) pu -60°C B atMocde-
pe a3oTa. 3aTeM peakIMOHHYIO CMECh NepeMELINBAIH MIPU TOH K€ TeMIepaType B TedeHue 4 4. PeakunoHHyro
CMECh IOTACUIIN HACHIIIICHHBIM PAacTBOPOM XJiopuaa ammMonus nipu -60°C. 3aTem NoJydeHHYIO CMECh dKCTparu-
poBamu EtOAc (2x100 mi1), TpOMBIBaIH COJIEBBIM PACTBOPOM U KOHLIEHTPUPOBAIIU MPU MOHUKEHHOM JIaBICHUU
C TOJYYCHHEM HEOUHIICHHOTO MPOIYKTa KOTOPHIN OYHIAINA KOJIOHOYHOH (umII-XxpoMaTorpaduei ¢ morydeHu-
em 7-0pom-5-dprop-3-metnin-1H-unnona (0,3 r, 58%) B BHIE rycTON KEATOM KUIKOCTH.

Cramus 2. B pactBop 7-6pom-5-prop-3-metun-1H-unmona (0,8 r, 3,669 mmonb, 1 9kB.) B 1,4-nuokcane
(15,0 M) mo6asmsmu KOAC (1,43 1, 14,67 mmons, 4 9kB.) U OucnmHakonatoxuoopad (1,12 r, 7,33 MMoIb,
2 okB.). PacTtBOp meraszupoBanu Ar B Tedenue 20 MUH ¢ mocienyromumM npudasieHuem Pd,(dba); (0,16 T, 0,183
Mmodb, 0,05 3kB.), Cy;P (0,082 1, 0,293 MMmoms, 0,08 3kB.). PeakIMoOHHYIO CMECh KUTSATHIN C OOPATHBIM XOJIO-
IuiIbHUKOM B TedeHue 16 4. Ilocne 3aBepuieHust peakuuu (orciexkuBaiu nocpenctsoM TCX) pacTBopuTenb
BBITIAPUBAJIH MIPH HOHIKEHHOM JaBJICHUH C TIOJIy4CHHEM HEOUHIIEHHOTO MPOAYKTa, KOTOPHIH OYHMIIAIH C HO-
MOIIBIO  KOJIOHOYHOH  Xpomarorpaduum ¢  moiaydeHueMm  S-drop-3-mermn-7-(4,4,5,5-trerpameruin-1,3,2-
nrokcaboposan-2-mn)-1H-uamon (0,7 v, 70%) B Buie KOPUYHEBOTO TBEPAOTO BEIIECTBA.

Cunte3 3-muknonponui-S-grop-7-(4,4,5,5-terpamerui-1,3,2-muokcadboponan-2-mi)-1 H-urnona (mpome-
JKyTOUHOE coenuHeHne A-16).

OH
/
. ! uHMDS! ¢ ' [>_Bb F
F KOHI, MOMCI \ H P
\ \ — N
N N N K:PC./PdiCAc),;
N Daea nooTe T N xamoes B o
B v 1.4- Juokcan \
(o]
Crazna-1 Cramz-2 N Cramm-3
I{asenesan
KHUIOTA F QA Bis-Pin F A
—
f4eOH/H,0 N Pd:dbajyCy.P N
g | KOAG 14-Tuoxcas g
Cramun-4 Cramn-5 O} O[ IpomeayTounoe coexnnenne A-16

Cramust 1. B nmepemenmBaeMslil pactBop 7-Opom-5-dropunmona (7,0 r, 32,7 mmons, 1 skB.) B JIMODA
(175 ™) moGaBnsu MOPONIKOOOPa3HBI TuaApokcua kamus (4,56 r, 81,77 mMMoinb, 2,5 9kB.). PeaknumonHyro
CcMech 3areM mepememuBany B TeueHne 30 muH nipu koMmH. TeMi.Moxn (12,46 T, 49,06 mmoib, 1,5 5kB.) 3aTeM
pHUOABIISUIA K PEAaKIIMOHHOM CMECH M OKOHYATEIHHO IIePEMEIINBAIIN B TCUCHUE 2 U MIPH KOMH. TeMI. Peaknnon-
Hylo cMmech pazbasisuin EtOAc (1000 mur) u mpombiBanu Bogoit (5x100 mir) ¢ mocieayromuM poMbIBaHUEM
coreBbIM pactBopoM (100 mir). Opranndeckuit cioit cymn Haa 6e3BoaHbIM Na,SO,, U pacTBOPUTEINH BEITIAPH-
BaJIM C TOJIy9E€HHEM HEOUHIIIEHHOTO MPOTYKTa, KOTOPBIH OYMIAIH KOJOHOYHON XpoMarorpadueit ¢ morydeHu-
em 7-06pom-5-drop-3-noa-1H-nnmona (6,2, 56%) B BIIEe KOPHIHEBOTO TBEPAOTO BEIIECTRA.

Cranus 2. B nepememmBaeMblii pacTBop 7-0poMm-5-rop-3-noa-1H-nnnona (6,2 1, 18,23 mmons, 1 5kB.) B
Tr'® (109 M) modasnsumu o karsim LIHMDS (1 M) (91,15 v, 91,15 mmons, 5 5kB.) nipu -78°C B uHEpTHOU
atMoc(epe. PeaknmonHyto cMech nepemennBaiy B Tedenne 30 MuH mpu AaHHBIX ycnoBusix. MOMCI (5,83 T,
72,94 MMoIb, 4 9KB.) 3aTeM J00aBIISUIN B PEaKMOHHYIO cMech TpH -78°C. ObecrieunBany HarpeBaHUE peaKiy-
OHHOHM CMECH 0 KOMH. TEMII. U 3aTeM IepeMelINBaIN B TeueHre 16 4. PeaknmoHHyto cMech racuim 1o0aBieHH-
€M HAaCBIIIEHHOTO pacTBopa xiopuaa aMmmonus (100 mur). Otnensin opraHMYecKuil CIIOH, a BOJHBIA CIIOH DKCT-
parupoBasii EtOAc (100 mi). O0bequHEHHBIE OPTAHUIECKUE CIIOW MPOMBIBAIH COJIEBBIM pacTBopoM (100 mi).
Opranudeckuii ol cymmiau Haa 6e3BoaHbIM Na,SO, ¥ pacTBOPHUTENh BRITIAPHUBAIN C IMOTYICHHEM HEOUHUIIICH-
HOTO TIPOJyKTa, KOTOPBIM OUYHIIAIN KOJIOHOYHOW Xpomartorpadueir ¢ mosydeHueM 7-0pom-5-¢Top-3-moa-1-
(metokcumetn)-1H-unnona (5,4 , 57%) B Bume rps3HO-0€7I0T0 TBEPAOTO BEIIECTBRA.

Cramus 3. IlepememmBaeMyro CycrieH3uio 7-0pom-5-dTop-3-mon-1-(merokcumernn)-1H-unnona (2,7 T,
7,03 mmonb, 1 9kB.), muKiIonponuiadopoHoBoi kucaotel (1,84 r, 2,03 mmonb, 3 3kB.), K3sPO4 (4,5 1, 21,05
MMOJIb, 3 3KB.) B 1,4-muokcane (45 mu) mezokcurenuponanu Ar B teuenue 10 mur Pd(OAc), (0,08 T, 0,3525
Mmodb, 0,05 3kB.), xantphos (0,407 r, 0,713 mmons, 0,1 3kB.) 3aTeM MPUOABISUTN K PEaKIIMOHHOW CMECH U CHOBa
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Je30kcureHupoBanu B TeueHue 10 muH B koHue peakimoHHylo cmech nepememuBanu npu 100°C B TeueHue
16 4. PeakIIMOHHYIO CMECh OXJIAXIAIH 0 KOMH. TEMIL., a 3aTeM (pUIbTpOBaIM 4yepe3 cioil nenura. Ounbrpar
KOHIICHTPUPOBAIX TPH ITOHIDKEHHOM JIABJICHUH C TOJIYYCHHEM HEOYHIIEHHOTO MaTepraia, KOTOPBIH OYHIIAIN
KOJIOHOYHOM Xpomarorpadueii ¢ moilydeHueM 7-0poM-3-1ukionpornui-5-¢prop-1-(metokcumernn)- 1 H-uamona
(0,651, 31%) B BuaE 6€I0T0 TBEPAOTO BEIIECTBA C METAITUIECKIM OTTCHKOM.

Cramus 4. B mepememmBaeMblii pacTBop 7-0poM-3-miukiionponmi-5-¢prop-1-(meTokcumernn)-1 H-uamona
(1,25 1, 4,19 mmoms, 1 3kB.) B cMecu MeOH u Bomsr (3:1) (66 M) mobGaBnsim maBeneByio kuciory (1,13 T,
12,58 mMmomb, 3 2kB.). 3aTeM peaknuoHHYIO cMech nepememuBanu npu 90°C B teuenue 18 4. PeaknuoHHyO
CMECh OXJIAXKJAIU 0 KOMH. TEMII. M KOHICHTPHPOBAIHN TPU MOHWKEHHOM JABJICHUH C TOJIYYCHHUEM OCTATKA.
Ocratok pazoasun EtOAc (100 mur) u mpombiBasi Bogoi (2x40 M) u coneBbiM pactBopoM (40 mi). Opranu-
YeCKHi cloi cymmian Hax 0e3BoaHbiM Na,SO,, ¥ pacTBOPUTENh BBITAPHBAIK C MMONyYCHHEM HEOYHIICHHOTO
NPOJYKTa, KOTOPHIH OYMIIAIN KOJOHOYHOHM Xpomarorpadueil ¢ moimydeHueM 7-0poM-3-IUKIONPOIHII-5-pTop-
1H-unmona (0,57 r, 54%) B Bue OCCIBETHOH KUIKOCTH.

Cranus 5. [lepemeninBaemylo cycreH3uio 7-0poM-3-rukionponui-5-¢grop-1H-unmona (0,57 r, 2,24 mMos,
1 3kB.), Ouc-nmHakomatoaubopana (1,7 r, 6,73 Mmonb, 3 3kB.) u anerarta kamus (0,66 r, 6,73 MMoib, 3 3KB.) B
1,4-nuoxcane (20 mur) ne3okcurennpoBanu Ar B Teuenue 10 mua Pd,(dba); (0,031 1, 0,033 Mmmomb, 0,015 5kB.)
tpunukinorecuipocdun (0,047 r, 0,168 mmons, 0,075 5kB.) 3aTeM 100aBISIIN B pEaKIIMOHHYIO CMECh U TIOBTOP-
HO JIe30KCUTeHUpoBad Ar B TedeHue 10 MuH 3aTeM peakIMOHHYIO CMECh IIepeMelInBali B TeueHue 14 9 npu
110°C. 3aTeM peakIMOHHYIO CMeCh OXJKIAIH 0 KOMH. TEMI. W 3aTeM (PHIbTpOBa M depe3 CIIOH IIeNnTa.
OunpTpaT KOHIECHTPUPOBAIN NPH MOHIDKCHHOM JABJICHWH C MOJyYEeHHEM HEOYHIIEHHOTO MaTephaiia, KOTOpPBIHA
OUHINAIN KOJIOHOYHOW Xpomarorpaduedl ¢ MOoIydeHHeM 3-IUKIOonpomnmi-5-grop-7-(4,4,5,5-terpamerin-1,3,2-
nokcaboponan-2-un)-1H-urnona (0,35 1, 52%) B Buzme 6emoro TBEpI0ro BEIICCTBA C METALTHICCKAM OTTCHKOM.

Cunre3 2-(6-drop-4-(4,4,5,5-rerpamerni-1,3,2-guokcadboponan-2-win)- 1 H-nanon-1-nm)aran-1-oma  (mpo-
MeXyTO4HOe coequHeHue A-20).
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Cramus 1. B pactBop 4-6pom-6-pTop-1H-unmona (0,5 r, 2,34 Mmmonb, 1 9kB.) B IM®DA (5 M) nobasmsin
ruapun Hatpus (0,130 r, 2,80 mmons, 1,2 9kB.) ipu 0°C. PacTBop mepemMermmBaiv Mpyu KOMH. TEMII. B TEUCHHE
30 MuH ¢ TocnemyromuM aobaBieHueM (2-OpomdTokcH)(TpeT-OyTmin)aumerniacwiana (1,17 r, 4,67 MMoub,
2,0 5KB.) U PEaKIMOHHYIO CMECh MEPEMEIINBAIN MTPH KOMH. TeMIL. B TedeHne 2 4. [locre 3aBepiieHus: peakiun
(otcnexuBanu nocpeactsoM JKX-MC) peakunoHHyI0 cMech pa3dasisuim ¢ nomoisio EtOAc (20 mi) n opranu-
YeCKUU CIIOW TIPOMBIBAIIM XOJIOIHOM Bomoi (5x10 mir), coneBbiM pactBopoM (10 mir), BRICYIIMBaIN HaJ O€3BO-
HbIM Na,SO4 ¥ pacTBOPHUTENH BBINAPUBAIN NPU TIOHWKEHHOM JaBjieHWH. HEeOounIeHHBIH MPOAYKT OYHIIaIH
KOJIOHOYHOW Xpomarorpadueil ¢ mosrydeHueM 4-0pom-1-(2-((TpeT-0yTHIIUMETHICHINIT)OKCH )3THII)-6-pTOp-
IH-uamona (0,85 1, 98%) B BHUIE KOPWUYHEBOH IKMIKOCTH, cojepxkameil (2-OpomaTokcH)(Tper-
OyTWJI)ANMETUIICHIIAH B Ka4ECTBE MTPUMECH.

Cramus 2. B mepememmBaemslii pactBop 4-0pom-1-(2-((Tper-OyTHIINMETHICHINI)OKCH)3THII)-6-(hTOp-
1H-unnona (1,3 1, 3,49 mMonb, 1 3kB.) B TT'® (15 mm) nobasisumm TBAF (3,49 M) (1 M) npu KOMH. TeMII. U
cMech ImepemMenmmBany B TeueHue 16 4. Ilocne 3aBeprienus peakmum (oTciexuBain mocpeactsoM KX-MC u
TCX) peakunoHHYI0 cMech pa30aBisiu ¢ momoinsio EtOAc (20 M) 1 opraHYecKuid CIIOW TPOMBIBAII XOJIOI-
HOHM Bono# (5x10 mu), coneBbiM pactBopoM (10 mur), BeicymmBanu Haj 6e3BonHbIM Na,SO4 M pacTBOpUTEND
BBITIAPYBAIIN TPU TIOHMKEHHOM JaBJIeHUW. HeodnmeHHbIH MPOAYKT OYHIIAINA KOJOHOYHOW XpomaTtorpadueid ¢
noiy4ueHueM 2-(4-6pom-6-¢prop-1H-unnon-1-nm)sran-1-oma (0,55 r, 61%) B BuIe KOPHIHEBOH KUAKOCTH.

Cramus 3. IlepememmBaeMbrii pactBop 2-(4-0pom-6-¢rop-1H-unnon-1-um)sran-1-oma (0,55 r, 2,13
MMOJIb, 1 3KB.), Ouc(muHakonaTo)auoopa (0,647 r, 2,55 mmons, 1,2 3kB.), anerara kamus (0,626 r, 6,393 Mmonsb,
3 9kB.) B 1,4-muokcane (20 mi) nezokcureraupoBasii Ar B tedenue 10 mun PACly(dppf)-AXM (0,173 1, 0,213
mMoub. 0,1 9KB.) 3aTeM NMpUOABIAIM K pEaKIMOHHON cMecH, U cMech nepemennBain npu 90°C B Teuenue 16 u.
[Moce 3aBepieHus peakuy (3a X0A0M peaknuu ciaeauian ¢ nomosio TCX), peakiMoHHYyI0 cMech (hPHIIbTpOBa-
1M 4epe3 cioi nenanrta. PuiabTpaT KOHIEHTPUPOBAIH IIPY HOHIKEHHOM JaBJICHUH C TOIyYeHHEM HEOUYHIICHHO-
ro 2-(6-pTop-4-(4,4,5,5-rerpamermn-1,3,2-nuokcadoponan-2-mn)-1 H-uumon- 1 -m)3ran-1-oma, KOTOpeIid puMe-
HSUTH Ha CIIEAYIOIIEH cTaaun 0e3 TOMOIHUTETbHOH OYMCTKH.

Cunres  2-(6-¢prop-4-(4,4,5,5-terpamerun-1,3,2-quokcaboponan-2-un)-1 H-ungazon-1-um)sran-1-
oJa (mpoMexxyTouHoe coenmuHenne A-21).
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Cramus 1. B mepememmBaeMbiii pactBop 4-6pom-6-dprop-1H-urmazoma (0,2 , 0,93 mmons, 1 9kB.) B
JAM®A (5 mi) nobasmsumm K,CO3 (0,38 1, 2,79 MMoub, 3,0 9KB.) IpH KOMH. TEMII. M1 CMECh TepEMEIINBAIIN B
teuenue 20 muH 3atem gobaBisu 6pomdTan-1-o0m1 (0,07 mur, 0,93 MMoIb, 1 9KB.) U CMECh IEPEMEIIUBATH B TC-
yerue 16 4 npu 50°C. INocne 3aBeprueHus peakuuu (oTciexuBany nocpeactsoM TCX) peakIMoOHHYI0 Maccy
TacWiIM JEOIHONH BOIOH m 3KcTparmpoBamu ¢ momombsio EtOAc (3x20 mu), mpomsBamu ¢ momombsio H,O
(3%20 mur), comeBoro pactBopa (25 mur), BeicymmBanu Haa Na,SO, W KOHIEHTpHpoBad. HeodnmeHHbId mpo-
JOYKT OYHMIIAJIHM C IOMOIIBIO KOJIOHOYHOW Xpomarorpaduu c moiydyeHueM 2-(4-6pom-6-¢rop-1H-unnazon-1-
win)atas-1-omna (0,12 r, 50%) B BHIE 6€10T0 TBEPIOTO BEIIECTRA.

Cranus 2. B pactBop 2-(4-6pom-6-¢Top-1H-nnnazon-1-mn)aran-1-oma (0,9 r, 3,473 mmons, 1 3xB.) B 1,4-
muokcane (60,0 mun) go6aemsmm KOAc (1,02 1, 10,419 mMMmons, 3 9kB.) m OucmuHakoiaromuoopan (1,76 T,
6,947 mmous, 2,0 5kB.). PactBop merazuposanu Ar B reuenue 20 MuH ¢ nocienytomumM npudasienueM Pdy(dba);
(0,17 r, 0,173 mmomsb, 0,05 skB.), Cy;P (0,077 1, 0,277 Mmmoib, 0,08 9kB.). PeakImoHHy0 CMECh KHITSATHIIN C 00-
paTHBIM XOJIOMUIHLHUKOM B TeueHue 16 4. [Tocie 3aBepinenus peakmuu (oTclexuBamn nocpeactsoM TCX) pac-
TBOPHUTEIb BBHITIAPHUBAIN NPY MOHIKEHHOM JABJICHHUH C TIOJyYEeHHEM HEOUYHIEHHOTO IPOIYKTa, KOTOPHIA OYH-
maId ¢ TOMOINBI0 KOJOHOYHOH Xpomartorpadum c¢ monydenueMm 2-(6-prtop-4-(4,4,5,5-terpamermi-1,3,2-
nmrokcaboporan-2-mn)- 1 H-uanazon-1-mm)sran-1-oma (0,95 r, 89%) B BHIe KOPUIHEBOTO TBEPIOTO BEIIECTRA.

Cunte3 1-(metuncynbdonmn)-4-(4,4,5,5-retpamermii-1,3,2-nnokcaboponan-2-mn)-1 H-uamazona (mpome-
JKYTOUHOE coeiuHeHne A-22).
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Cragus 1. B nmepememmBaemblii pactBop 4-6poMm-1H-urnazona (1,0 r, 5,07 mmons, 1 3xB.) B JIM®DA (25 M)
nopuusaMu go6asnsm runpun Harpus (60%, 0,406 1, 10,152 Mmmons, 2 3kB.) pu 0°C. PeaknimoHHyI0 cMech Tie-
pememuBanyu B TeucHrne 30 MUH npu KOMH. Temn. Merancynbdonrmwxiaopun (0,59 mi, 7,6 mmodb, 1,5 9kB.) no-
0aBIsLTM B peakuMoHHyIo cMech pu 0°C. PeaknimoHHYyI0 cCMech IepeMEIINBaIN B TEUCHHE 2 4 IIPH KOMH. TEMII.
Peakmonnyto cmech pasdaBunu EtOAc (150 mir). OObenvHEHHBIE OpraHUYECKHE CIIOM IPOMBIBAIM BOIOH
(5%30 mu), coneBbM pactBopoM (30 mur), cymmnau Hag 6e3BoaHbIM Na,SOy4, U pacTBOPUTENH BHITIAPUBAIH TPH
MOHIKCHHOM JaBJIeHUH. HeounIIeHHbIH MPOAYKT OYMINAIN KOJIOHOYHOW Xpomatorpadueii (cumukarens 230-
400 mem 10% EtOAc/rekcan; Rg-3nauenue-0,5) ¢ momyuenumem 4-6pom-1-(Mmermncynbdonun)-1H-unnazona
(0,95 1, 69%) B BUIE CBETIO->KEITOTO TBEPOTO BEIIECTBA.

Cramus 2. [lepememmBaemyto cycrnieH3uto 4-6poM-1-(metrncynbdonmn)-1H-ungazona (0,95, 3,45 MMoib,
1 9kB.), 6uc(mmHakoaro)muoopana (1,75 r, 6,91 MmMoub, 2 5kB.) u anerata kanus (1,01 r, 10,36 Mmmons, 3 3kB.) B
1,4-nnokcane (35 mur) nesokcurennpoBanu Ar B Tedenue 10 mun Pd(dppf)Cl-JAIXM (0,141 1, 0,1727 mmons,
0,05 7KB.) TOOABIISIIN B PEAKITMOHHYIO CMECh U IMIOBTOPHO JI€30KCUTeHUupoBaiau Ar B Tedenre 10 mun PeakmoHn-
HYIO cMech TiepeMermuBaiy B Teuenne 14 4 nmpu 110°C. PeakninoHHyI0 CMeCh OXJIaKIalH 10 KOMH. TEMIL. H 3a-
TeM (QUIBTPOBAIH Yepe3 cioi rennTa. OuIbTpaT KOHIICHTPUPOBAJIH TP MOHWKEHHOM JaBIICHUH C TIOTydeHUEM
HEOYHIIEHHOTO MaTepHaia, KOTOPHIH OYUIAIN KOJIOHOYHOI XpomaTorpaduei (cunukarens 230-400 mermr, 10%
EtOAc/rekcan; Rp-3nauenme-0,45) ¢ momyuenmeM  1-(metwicynsponmn)-4-(4,4,5,5-rerpamernn-1,3,2-
nrokcaboposan-2-mn)-1H-uanazona (0,9 r, 85,4%) B Buzme Oenoro TBEpJOro BEUIECTBA C METAJUIMYECKHM OT-
TEHKOM.

Cunrez  6-¢top-1-(mMetnncynsdonnn)-4-(4,4,5,5-rerpamerui-1,3,2-nuokcadoponan-2-mn)- 1 H-unnazona
(mpomesxyTouHOe coenuHeHne A-23).
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Cragus 1. B mepememmBaemblii pactBop 4-0pom-6-prop-1H-urnazona (1,2 r, 5,58 mmouns, 1 3kB.) B IMDA
(30 M) moprsamu toGasisiu ruapun HaTpust (60%, 0,446 T, 11,16 MMmons, 2 3kB.) pu 0°C. 3ateM peakunoHHYIO
cMech mepeMemuBaiyd B TedeHue 30 MUH mpu KoMmH. Temn. Mertancynbdormixiopun (0,65 mu, 8,37 Mmoib,
1,5 2kB.) n06aBisuM B peaknnoHHyto cMech npu 0°C. PeaknroHHy0 cMech TIepeMeNINBaIA B T€UEHUE 2 9 TIPU
KOMH. TeMIl. PeaknmoHHyto cMmech pazdasmmm EtOAc (150 min). O0bequHeHHBIE OPTraHUYECKUE CION TIPOMBIBAITH
Bozo# (5x30 mi), coneBsiM pactBopoM (30 M), cymminu Hax 6e3BoaHBIM Na,SO4 1 BEIIapUBAIK TIPH TOHMKEH-
HOM JaBJICHWH. HeodwimeHHBI MpOAYKT OYHWIIAIN KOJOHOYHOW Xxpomartorpadueit (cummkarenb 230-400 mern
10% EtOAc/rekcan; Re3nauenne-0,5) ¢ momydenuem 4-0pom-6-drop-1-(Metmicynsponmn)-1H-nnnazona
(1,3 1, 80%) B BUE CBETIIO-)KENTOrO TBEPAOTO BEIIECTBA.

Cragus 2. B mnepememuBaromyrocs cycrneHsuto 4-6pom-6-drop-1-(Metmncynsdonmn)-1H-uamasona
(1,3, 4,43 mmomb, 1 3kB.), Ouc(muHakomaro)auoopa (2,25 r, 8,87 MMonb, 2 3kB.), arerara kanwus (1,3 r, 13,3 MMoJb,
3 9kB.) B 1,4-nmokcane (45 mm) nesokcurenupoBanii Ar B Tedenue 10 mun Pd(dppf)CL-AXM (0,18 1,
0,22 mmonb. 0,05 9KkB.) 3aTeM NMPUOABISUIM K PEaKIIMOHHOW CMECH M CHOBA JE30KCHI'CHHUPOBAIM Ar B T€UCHHUE
10 muH Peakunonnyo cmech nepememuBany B TedeHue 14 1 npu 110°C. PeakunonHyro cMech OXJIaxaaiu A0
KOMH. TEMII., a 3aTeM (QIIBTPOBAIH Yepe3 cioi renuTta. PuibTpaT KOHIEHTPHUPOBAIN MIPH MOHMKCHHOM JIaBJIe-
HHUH C TIOJTy4Y€HHEM HEOUHIIIEHHOTO MaTepraia, KOTOPHIi OYUINaIy KOJOHOYHOHN XpoMaTorpaduei (Crimkareis
230-400 mem, 10% EtOAc/rexcan; R~-3nauenne-0,45) ¢ momydernem 6-¢ptop-1-(Metnincynshonnn)-4-(4,4,5,5-
teTpamerni-1,3,2-nnoxcaboponan-2-mn)-1 H-uamazona (1,1 t, 73%) B Bume Gemoro TBEpAOTO BEIIECTBa C Me-
TAJTTYECKUM OTTEHKOM.

Cunre3 6-ptop-1-(2-metokcndTi)-4-(4,4,5,5-Terpamerin-1,3,2-mmoxcaboponan-2-un)-1 H-uamona (mpo-
MEXXyTOUHOE CoeqUHEHUE A-24).
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Cragus 1. INepememmBaemoMy pactBopy 4-0pom-6-prop-1H-unmona (0,5 r, 2,34 mmons, 1 9kB.) B JIMDA
(5 M) moprmssmu nipu6assu ruapun Hatpus (0,112 1, 2,8 mmoins, 1,2 5kB.) npu 0°C. PeaknmoHHyI0 cMeCh 3aTeM
nepemMeniBaiy B Tedenre 30 MUH pu KOMH. TeMil. 1 -bpom-2-metokcmaTan (0,812 mi, 5,84 mmonb, 2,5 3KB.) 3a-
TeM TpuOaBIsUH K peaknnoHHOW cMmecHu mpu 0°C. PeakIMOHHYIO CMECh MEepeMENIMBAIM B TEUYCHHE 2 4 TIPH
KOMH. TeMmIl. Peaknmonnyro cmech pazbasmim EtOAc (50 ). OObeTMHEHHBIE OPTaHUYECKUE CIION TIPOMBIBAITH
BoJIO# (5%10 Mi1), coneBbiM pacTBopoM (10 M), cymmnm Hax 6e3BoaHBIM Na,SO,, U pacTBOPHUTETH BEITAPUBAIIN
TIPY TTOHMKEHHOM JIaBJeHUH. HeouneHHbIH MpoayKT OYHIIAIA KOJIOHOYHOW XpomaTtorpadueid (230-400 mern
cunukarenb 20% EtOAc/rexcan; Re-3nauenne-0,6) ¢ mnomyuenunem 4-6pom-6-drop-1-(2-metokcuaTiun)-1H-
unpgona (0,63 r, 99%) B BuIe KOPUUHEBOI CMOJIBI.

Cramus 2. B mepememmBarontyrocs cycrneHsuro 4-6pom-6-¢rop-1-(2-metoxcustun)-1H-nanona (0,8 r,
2,94 mMmors, 1 3kB.), Ouc-nmuHakonaroaudopa (1,2 r, 4,4 mmons, 1,5 skB.), anerara kamms (0,865 T, 8,823 Mmons,
3 9kB.) B l,4-nmokcane (20 wmi) nesokcureHupoBanu Ar B Tedenne 10 MuH 3areM mnpuOaBiIAIH
PACI12(dppf)-AXM (0,239 1, 0,29 mmoms. 0,01 5KkB.), M peaKIIMOHHYIO CMECh IePEMEIINBAIIN B TeUeHHEe 14 4 TipH
90°C. PeakMOHHYIO CMECh OXJIQXKIAJIH J0 KOMH. TEMIL., a 3aTeM (QUILTPOBAIN 4Yepe3 cioi nenurta. Ouibtpat
KOHIICHTPUPOBAIX TIPH TIOHIDKEHHOM TaBIICHUH C TOJXyY€HHEM HEOYHIICHHOTO NPOIYKTa, KOTOPHIH OYHIIAIN
KOJIOHOUHOW Xpomatorpadmueit (cumukarens 230-400 mem 5% EtOAc/rekcan; Ry-3Hauenue-0,6) ¢ momydeHneM
6-¢rop-1-(2-meTokcmdTI)-4-(4,4,5,5-Terpamernin-1,3,2-muokcadboponan-2-mwn)- | H-uamona (0,93 r, 99%) B Bu-
JIe CBETJIO-KOPHIHEBOTO CMOJICTOTO TBEPAOTO BEIIECTRA.

Cunres 1-(2,2-mudpropatun)-6-prop-4-(4,4,5,5-rerpamernn-1,3,2-nnokcadoponan-2-wmn)- 1 H-uamona
(mpomexxyTouHoe coenuHeHue A-25).
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Cramus 1. K nepememmBaemomMy pactBopy 4-0pom-6-¢rop-1H-unmona (0,1 1, 0,469 mMmons, 1 2kB.) B
AM®A (25 mn) npubasisanu Cs,CO; (0,457 1, 1,407 Mmonb, 3 5KB.) ¢ mocienyomuM npudasienueM LiBr
(86,84 1, 0,469 mmonb, 1 3KkB.), cMech NepeMellnBail MpuU KOMH. TeMil. B TeueHue 10 muH. 3atem 2,2-
mudropatun 4-mertundensoncynsgonar (0,133 T, 0,563 Mmoib, 1,2 9KB.) NPUOABISUTH K PEaKIIMOHHOM cMecH U
HarpeBanu npu 80°C B teuenne 3 u (TCX). Peaknumonnyro cMmech 3ateM paszbasisuin Bojoi (10 mi), EtOAc
(15 mut). Oprann4eckui ciol MPOMBIBAIIM X0JIOAHOH Boo# (3x10 mur), coneBsiM pactBopoM (10 M), cymmiu
HaJ 0e3BoaHBIM Na,SO4 M KOHIIEHTPHPOBAIN MPHU MOHMKCHHOM JIABJICHUH C MOJIYYE€HHEM HEOUHIEHHOTO Ipo-
JIyKTa, KOTOPBIA OYHMINAIN KOJOHOYHOW Xpomatorpadueirt (cumukarems 100-200 wmemr; cucrema TCX:
EtOAc/rexcan (3:7); Ri-3nauenne-0,5) ¢ monydenuem 4-6pom-1-(2,2-mudropatun)-6-prop-1H-uamona (0,75 r,
58%).

Cramus 2. Cycnem3ust 4-6pom-1-(2,2-mudropatun)-6-dprop-1H-ungona (0,2 r, 0,722 mMmonb, 1 3KkB.),
6uc(mmruakonaro)audopa (0,275 r, 1,083 mmonb, 1,5 3kB.), anerata kanus (0,212 T, 2,166 mmons, 3 3kB.) B 1,4-
nmuokcane (10 mur) nezokcurennpoBasin Ar B Tedenue 10 mua Kommeke 1,1'-6uc(mudennndocduno)dpeppornen
namwtagus (II) puxmopuna u XM (0,03 1, 0,0361 mmounb, 0,05 5KkB.) 3aTeM MPUOABISLTH K PEAKIIMOHHON CMecH,
U peakunoHHyr cMech Harpeanu pu 100°C B teuenue 16 u OKX-MC). PeakimoHHy0 cMeCh 3aTeM OXJIaKIa-
JIM 1O KOMH. TEMIL., (PUIBTPOBAIU Yepe3 MOAYIIKY U3 [EINTa, U (PIIbTPAT KOHICHTPUPOBAIU MPU MOHWKCHHOM
JaBJICHUM C  TOJyYeHHEM  HeoduineHHoro  1-(2,2-mudropatnn)-6-¢pTop-4-(4,4,5,5-Terpamernin-1,3,2-
JTokcaboporan-2-mi)-1 H-unmona, KOTOPBIH HCIOIB30BATN HA CICAYIONICH CTaauu 03 JTOTOITHUTEIFHOU OYH-
cTkH (BeIxon ~ 49% B XKX-MC).

Cunre3 |-nmkmonponmi-6-¢grop-4-(4,4,5,5-rerpamerni-1,3,2-muokcabopoian-2-un)- 1 H-uamona (mpome-

JKyTOUHOE coenuHeHne A-27).
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Crams-1

Cranmus 1. K nepememnBaemomy pactBopy 4-6pom-6-¢prop-1H-unnona (5,4 r, 25,23 mmons, 1 9kB.) B TO-
nyonte (45 M) MpuOaBISLIN HUKIOMPONIIOOPOHOBYIO Kucioty (4,33 r, 50,46 Mmonsb, 2 3kB.), Cu(OAc), (0,46 T,
2,52 mmousb, 0,1 3kB.), 2-(4,5-murunpo-1H-umunazon-2-mwi)penon (0,41 r, 2,52 mmons, 0,1 5KB.), MUPHIUH
(6,01, 75,7 MMob, 3 9KB.). PeaknmoHHyro cMech nepemeninBany B Teuenue 24 4 npu 65°C. PactBoputens yna-
JISUTH TIPY TIOHM)KEHHOM JTABJICHUH M ABXKIBI YIAISIIN MOCPESICTBOM a3€0TPOITHON IMEPETOHKH ¢ TIOMOIIbI0 Me-
OH. Ocrarok ounmmanu KOJIOHOYHOH xpomartorpadueii (cwmmkarenb 230-400 memr; 10% EtOAc/rexcan; Ry
3Hadyenne-0,6) ¢ momydenuem 4-6pom-1-muxronponun-6-¢ptop-1H-uamona (0,85 r, 13%) B Buae KopuaHEBOH
JKUJIKOCTH.

Cragus 2. [lepememmBaeMyro cycrieH3uro 4-0pom- 1 -muknonponmi-6-grop-1H-urmona (0,85 t, 3,35 MModb,
1 9kB.), buc(rmuHakonaro)aubdopana (1,7 r, 6,7 mmons, 2 3kB.) u anetara kanws (1,31 T, 13,38 Mmmos, 4 3kB.) B 1,4-
muokcane (20 mur) nesokcurennpoBain Ar B Teuenue 10 mun Pdy(dba); (0,046 1, 0,05 mmons, 0,015 9kB.) 1 oMM-
tpurkinorekcmwidochun (0,067 r, 0,24 mmons, 0,072 3kB.) 3aTeM NTOOABISUTH B PEAKIIMOHHYIO CMECh U TOBTOPHO
Je3okcureHupoBanu Ar B TeueHue 10 muH PeakuuonHyto cmech mepementnBanu B TeueHue 14 1 mpu 110°C.
PeaknnoHHYI0 cMECh OXJTaXKJANN 10 KOMH. TEMIIL. M 3aTeM (UILTPOBAIN Yepe3 cloi 1enuTa. OuibTpaT KOHICH-
TPHUPOBAIH MPH TMOHIKCHHOM IaBICHUH C MOJYYCHHEM HCOUYHMICHHOTO MaTepuaja, KOTOPBIH OYUINANIN KOJIO-
HOYHOHM xpomarorpadueii (cmmmkarens 230-400 mem, 20% EtOAc/rekcan; R-3nauenue-0,6) ¢ monyueHuem 1-
muKonponui-6-grop-4-(4,4,5,5-rerpamerun-1,3,2-nuokcadoponan-2-uin)- 1 H-uamona (0,61 r, 61%) B BUIE
CBETJIO-)KEITOTO TBEPIOTO BEIIECTBA.

'H SIMP (400 MI't; IMCO-Dg, 20°C): & 7,45 (un, 1H), 7,35 (n, 1H), 7,15 (un, 1H), 6,67 (1, 1H), 3,41 (M,
1H), 1,32 (12H), 1,03-1,08 (2H), 0,82-0,92 (2H).

Cunre3 5-¢prop-7-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-un)-1 H-uamona (MpoMeXyToqHOe COEIU-
HeHue A-71).
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CwMmechb 7-0pom-5-¢prop-1H-unmona (1 r, 4,7 mmois, 1 3kB.), Ouc(tmHakoaTo)audopana (2,02 1, 7,9 MMos,
1,7 oxB.), amerata xamus (917 mr, 9,4 MMonb, 2 9KkB.), KoMIuiekca 1,1'-6uc(nudenundocduno)dpepporeH-
nayuaausi(1l) muxmopuna n nuxnopmerana (382 mr, 0,467 mmons, 0,1 3kB.) B 1,4-muokcane (13 M) merasuposa-
JIM a30TOM W PEaKIMOHHYI0 cMech nepeMemmBaiu rmpu 60°C. TTocie 3aBepiieHus peaknuu (OTCISKHBAIN TTO-
cpenctBoM JXXX-MC), HaCBIIIIEHHBIH pacTBOp OMKapOoOHATa HATPHS AOOABISUIA B PEAKIIMOHHYIO CMECh, KOTOPYIO
3areM 3kcTparupoBanu ¢ momornbio EtOAc (2x). OObequHEHHBIE OPraHMYECKUE CIOW IPOMBIBAIU COJICBBIM
pacTtBopoMm, cymunn Haj 6e3BogabM MgSO, 1 BRITApUBAIX MIPH TOHIDKEHHOM JaBiieHHH. HeouumeHHsIi mpo-
JIyKT OYHIIAINA KOJIOHOYHOH XpoMaTtorpaduer (cumukarens; EtOAc/mUKIIOTeKCaH B Ka4eCTBE dJIIOEHTA) C TOJTY-
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yerneM S5-ptop-7-(4,4,5,5-rerpamerni-1,3,2-nnoxcaboponan-2-mn)- 1 H-uanona (940 mr, 77%).

HpOMe)KyTO'-IHLIe COCONHCHUSA B Tabm. 1 CUHTC3UPOBAJIN aHAJIOTMYHO MPOMCIKYTOYHOMY COCAMHCHUIO A-

1- mpoMexyTOUHOMY coeauHeHuo A-27.

TIpomescy- CHHTE3HPOBAIN AHATOTHIHO
TOYHOC CTPYKTypa
COETMHCHHUE
TTpomex. o. \\S//O
coem.-A-30 Tpomesk. coem.-A-2 : . 7/
o —
F)/F
TTpomesx. o.
coem.-A-42 ITpomex. coex.-A-11 B N
O —
TIpomesk. o.
coem-A-43 Tpomesk. coen.-A-11 2 g N/\/o\
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TTpomerx. o.
coem.-A-44 TTpomesx. coen.-A-27 \ ; g S 4
2
TIpomesx. o £
coen.-A-45 ITpomesk. coen.-A-2 g . 7
o) —
F
TIpomesx. o. /
coen.-A-46 Ipomesx. coen.-A-11 ,B N/\/N
0 = AN
Q
TIpomex. oL 2
coen.-A-47 IMpomesx. coem.-A-2 ,B N
o) —
(o]
TIpomesx. ~ \\S/,O
coem.-A-48 IMpomex. coen.-A-2 /B N
O —_—
TTpomerx. TTpomex. coen.-A-22
-A-54 _ o
coen o |'3 8
O —
Ipomerx Ipomex. coen.-A-22 O‘B Q\S .0
coen.-A-63 ‘ A N- f
TIpomerx. o. B
coen.-A-59 IMpomesx. coem.-A-21 I,B/CEL/N
O —
F. F F
TIpomesx. Moo coen A2
coen.-A-66 p . coen. (‘)
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F
Tpomesx. TTpomesx. coea.-A-22 o %0
coen.-A-68 ' ' ) -
B N-SC_ A
d —_
(0]
Ipomesx. - Jé//o
Coom AT Ipomesk. coem.-A-22 :B N \
o —
F
[Tpomex. ITpomerx. coen.-A-21
coen.-A-73 ' ' O\B NT
[
o —
2 N
TTpomesx. TMpomesx. coen.-A-71 O~
coen.-A-75 ' . 'B N
o —_—
Cl
TIpome 0 (\)\ °
MCIK. = X
o ITpoMesk. coex.-A-22 B N’S\
4 _—
o
TIpomesk. TTpomesk. coem.-A-22 O\ 0
coen.-A-77 . . O\B N’\Sl/
i
& — \

HpOMe)KyTO‘IHLIC COCOUHCHUS B Ta011. 2 ABISIOTCA KOMMCPYCCKHU JOCTYIIHBIMU.

HaumeHnoBaHue

CrpyxTypa

4-(terpamerui-1,3,2-1uokcaboponaH-2-mi)-
6-(tpudTopmerun)- 1 H-uanon

5-¢rop-1H-unnoa-4-60pOHOBOH KUCIIOTHI

MMHAKOJIOBBIN dup

FOF
O‘? i NH
S \=
F
O«
B ; ;NH
b —
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2-metuin-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponan-2-mwn)-2H-unnon

1-metun-4-(4,4,5,5-reTpameTn-
[1,3,2]nuokcaboposan-2-un)- 1 H-uanazon

4-(terpamerni-1,3,2-nrokcaboponaH-2-1i)-
2-(rpudropmernin)-1H-unnon

4-(4,4,5,5-rerpamernn-1,3,2-
nrokcaboposian-2-wuin)-1H-unnazon

Tper-OyTnn-4-(4,4,5,5-rerpameruin-1,3,2-
nuokcadoponas-2-un)-1H-unpazon-1-
KkapOOKCcuIaT

HUHI0N-4-00pOHOBAs KHCIIOTA

1,1-gumertmnatun-4-(4,4,5,5-reTpame -
1,3,2-nuokcaboponan-2-mn)- 1 H-uamnon-1-
KapOoKcHIaT

3-merun-7-(4,4,5,5-rerpamernn-1,3,2-
nrokcabopodan-2-un)-1H-unnon

(7-xnop-1H-unmazon-4-wmn)o0poHOBast
KHCJIOTA

7-prop-4-(4,4,5,5-rerpamerni-1,3,2-

> 1>

nuokcabdoposan-2-mwn) | H-uanaszon

7-metokcu-4-(4,4,5,5-rerpamerni-1,3,2-
nrokcadoposan-2-uin)-1H-unpazon

4-(4,4,5,5-rerpamerin-1,3,2-
auokcaboponan-2-un)-7-(rpudropMeT)-
1H-uaRa300
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CF3
(6-(Tpudropmernn)- 1 H-ungason-4-
HO-
MJ1)0OPOHOBAsI KUCJIOTA B NH
HO ‘=N
F
(6-dprop-1H-unnazos-4-un)oopoHoOBast
HO-
KHCJIOTa B NH
HO =N
F

7-xnop-6-¢rop-4-(4,4,5,5-Terpamerun-1,3,2-
nuokcadoponan-2-un)-1H-unnaszon

7-prop-4-(4,4,5,5-terpamerun-[1,3,2]-
nuokcadoponas-2-un)-1H-unnon

7-metun-4-(4,4,5,5-rerpamerni-[1,3,2]-
nuokcadoponas-2-un)-1H-unnon

6-meTokcu-4-(4,4,5,5-terpamerun-[1,3,2]-
nuokcaboponan-2-uin)-1H-unnon

(1H-unnon-7-un)00poHOBas KUCIOTA

3-Metun-1H-nHnaz01-7-00poHOBasT KUCIOTa

4-(4,4,5,5-Terpamerun-1,3,2-
nuokcaboposian-2-un)- 1 H-ungon-6-
KapOOHUTPHI

7-prop-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcadoponan-2-un)-1H-unnaszon

7-¢prop-4-(terpamerin-1,3,2-
nuokcaboponan-2-uin)-1H-unnon
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6-¢pTop-4-(4,4,5,5-Terpamerui-1,3,2-
nnokcaboponan-2-uin)-1H-unnazon B

P
O-
T
-
z\Z
I

Q

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

> s

auokcaboponan-2-un)-1H-unmon AS(;‘?,
(o]

7-xnop-4-(4,4,5,5-rerpameruin-1,3,2- O-
auokcadboponan-2-un)-1H-unnon Ax B

s
£

O
e,
Z b

7-¢Top-4-(4,4,5,5-Terpamerun-1,3,2- O-
auokcaboponan-2-imn)-1H-unmon A§< B

(@)
% M

6-¢pTop-4-(4,4,5,5-Terpamerun-1,3,2-
nuokcaboponan-2-un) 1 H-unazon A}C;\ B

|

(0]

6-xnop-4-(4,4,5,5-rerpamerun-1,3,2-

> T~y

auokcaboponan-2-un)-1H-unnon \ SO\I’B
(o)

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

EILE )

IUOKCaboposaH-2-mi)-6-(TpupTopMeTHII )-

1H-numazon o
]
(@]

Cunte3 8-0pom-6-¢pTop-1,4,4,9-rerpametin-4,5-nurunpol 1,2,4]tpuazono[4,3-a]xuHokcanuHa (IPOMEKY-
TOYHOE coeanHeHne B-7).

CH
70%H~SO,-‘ /N@ N
2 NH, N_©O
xroplm NH Pd(OAc)2 NH 100°C: 2 % ? —_— |
c 1 NB.; *m:ryon Cramus 3 B £ u
TR Cragua 4

r@
Z‘Z
I

o

nas
z

m

/
(v 3]

4

f : 11
Z\Z
I

obp. xonom.. 48 ¢
Cramux 2 k
HN
\ NBS. QA
m;r-, RN poc,Tex N .’-N
C 5 CH COC q/\ B2, L
THTN u} 3 t N -
R Cramua * ”

F
Cramux 6

IIposesyTounoe
coeinnenne B-7

Cragus 1. B mepememmBaeMslii pactBop S-prop-2-mertni-penunamuna (100 r, 0,8 monp) B IXM (1500 M)
nobarism upuanH (129 Mo, 1,6 mMonbp) ¢ nmoceayrommmM aodasneanemM DMAP (1 1, 0,008 Moib) mpu KOMH.
TeMI. B 9Ty peakImoHHyI0 cMech T00aBIsIH 1o KaruisiM nuBanommixiaopun (109 mi, 0,88 moms) pu 0°C. Tlo-
JYy4EeHHYI0 peakIUOHHYI0 cMech nepememuBanu npu 0°C B teuenue 2 4. Ilocne m3pacxoqoBaHUSI UCXOIHOTO
Marepuana peakIOHHYI0 CMeCh BhIIMBaIHU B seasHoi pacteop 1(H.) HCI (1500 mur) u nepemerimBaiy B Tede-
Hue 30 MuH JIBa ci0s pa3nensuin U opraHudeckuil cioi npomsiBanyu pactBopom 1(u.) HCI (1000 mir) ¢ mocie-
JYIOIIMM MPOMBIBaHHEM HachleHHBIM pactBopoM NaHCO; (1000 mur), coneBbiM pactBopoM (1000 mur), u 3a-
TEeM BBICYMIMBaIM Hajx Oe3BogHbIM Na,SO4 M KOHIEHTPHPOBAIM NMPU IOHWKEHHOM JABJICHHH C IOJIyYCHHEM
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HEOYHIIIEHHOT0 NPOAyKTa. HeounIeHHbIH MPOIyKT pacTHpain B TOPOIIOK C UCITIONF30BaHMEM I'eKcaHa ¢ HoJryde-
HreM N-(5-¢Top-2-Metun-penun)-2,2-aumeTii-nponronamuna (158 r, 95%) B Buae Oesoro TBepIOro BeLeCTBa.

Cramus 2. B mepememmBaeMblii pactBop N-(5-pTop-2-MeTmi-penwnn)-2,2-mumeTmi-nponuonamunaa (90 r,
0,43 Momp) B Toryoste (2000 mit) mo6GaBiIsiTi MOHOTHIPAT Mapa-ToIyoscynb(oHoBOM kucioThI (82,0 T, 0,43 MOIb),
Pd(OAC), (9,66 T, 0,043 momnp) ¢ mocieayromumM nobasiennemM N-OpoMcykimanMuaa (84,5 r, 0,473 mMonb) nipu
KOMH. TeMIl. [lodydeHHyI0 peakIMOHHYI0 CMECh MepEeMEIINBaId PH KOMH. TeMI. B TeueHue 48 4. Peaxums,
KoTopyto orciexuBainu mocpeactsoM TCX B 20% EA-Hex, nemonctpupoBana obpa3oBaHne HEOOXOIUMOTO
npoaykta (R{0,4) Bmecte ¢ ~60% mcxomHoro Matepmana, He Bcrynuero B peaknuio (R;0,5). 3atem peaxmm-
OHHYIO CMECh KOHIIEHTPHPOBAIH, MOJIYYEHHBIH OCTaTOK pa3baBisun ¢ nmomouipio EtOAc u mpoMbIBany BOmoOM
(mBaxner). Bech opraHudecKuil Clioi BRICYIIMBAIK HaJl 0e3BOAHBIM NaySO, v KOHIICHTPHPOBAIH C MOTyYCHHEM
HEOYMILEHHOTO MPOIyKTa. /IBe 00beIMHEHHbIE MAPTHH HEOYHIIEHHOTO MpoaykKTa (mosrydenssle u3 90 ru 100 T
peakumonHoit cmecu N-(5-prop-2-MeTnin-¢pennn)-2,2-1uMeTHI-IPOITMOHAMUIa) OYHIIAIN C TOMOIIbI0 (emn-
xpomarorpaduu ¢ nosrydyennem N-(2-0pom-3-¢pTop-6-mMeTui-pennin)-2,2-qumeTnia-npornuonamuaa (60 r, 23%) B
Buzie Oeoro TBEpAOro BemiecTBa W BbLIEHTH N-(5-rop-2-MeTmi-GeHmn)-2,2-TMMeTHI-IIPOTMOHAMU, KOTO-
pHIii He BCTYNUA B peaknuto (125 r).

Craaus 3. B mpeaBaputensHO oxnaxkaeHHBIH pactBop 70% H,SO, B Boge (430 mur) moprusaMu qo0aBIsIIH
N-(2-6pom-3-hTop-6-MeTun-pennn)-2,2-mumerun-npormmonamua (60 r, 0,208 monp) npu 0°C. ITlomxydeHHYIO
PEaKIMOHHYIO CMECh TIepEeMENTNBAIN TIPH KOMH. TeMIl. B TeueHue 10 muH u 3ateM Harpeanu 10 100°C B Tede-
uHue 2 4. [locnme m3pacxomoBaHuss MCXOMHOTO Marepuaia (orciexuBanu mocpenctsoM TCX B 10% EA-Hex,
R{0,8) peaxmmonnyro cmech oxiaxaanu g0 0°C u pH perymuposamu g0 ~10 ¢ momomrsio 10% pactBopa NaOH.
ITony4eHHYI0 OCHOBHYIO BOJHYIO YacTh 3KCTparupoBaiu ¢ moMombio EtOAc (3x500 mm). Bee opranmueckue
CJIOW TIPOMBIBAJIM BOJOH C IMOCJIEYIOIIUM ITPOMBIBAHUEM COJICBBIM PACTBOPOM, BBICYIIMBAIN HaJ| OE3BOJHBIM
Na,SO; 1 KOHIEHTPHPOBAIN C MOJIYYSCHHEM HEOYMIIEHHOTO MponayKTa. HeounIneHHBIH MPOIYKT OYHMIIAIN C
MIOMOIIIBI0 KOJIOHOYHOH XpoMmarorpaduu ¢ nonydeHnem 2-6pom-3-¢prop-6-merun-dpenunamuna (36 r, 85%) B
BHUJe OJIETHO-KENTON JKUIKOCTH.

Cranus 4. B nepemeninBaeMyro cycrneHsuto 2-6pom-3-prop-6-mermin-dpennnamuna (36 r, 0,1764 mons) B
cyxom JMCO (540 mu) moGapisuin 2-aMHUHO-2-METHII-IIPONTMOHOBYIO kucnoty (16,9 r, 0,164 mMonb) ¢ moce-
nyrormmM poo6asienneM K;POy (75 T, 0,353 Moub) mpu KOMH. Teml. [loaydeHHy0 peakIMOHHYI0 CMECh JeTa3 -
poBasit azotoM B Tedenne 30 muH, 3aTtem aobasmsuii CuCl (1,75 1, 0,0176 Mob) U peakKIIMOHHYIO CMECh Harpe-
Banu nipu 140°C B Teuenue 5 4. [locne M3pacxo0BaHHUS MCXOMHOTO MaTepHalia (OTCIEKHBAIH MOCPEICTBOM
TCX, 20% EA-rekcan, R¢ 0,4) peakImOHHYIO CMECh OXJIQXKIAJIX 10 KOMH. TEMII. U (QIIBTPOBAIN Yepe3 IIEIHT.
Croit menmuta mpombiBaiii ¢ ioMotmibio EtOAc (500 mur). TlomydeHHBINH (QHUIBTPAT BBUIHIN B JICISHYIO BOAY
(2500 mu). [Momyuyennslit BogHbIi cioit axcrparupoBainn EtOAc (2x750 mi). Bero opranndeckyro yacTb IIpOMBbI-
BaH BOJOH (2x750 M) ¢ MOCIEAYIOIIMM TIPOMEBIBAHAEM COJIEBBIM pacTBopoM (500 mur), cymrmim Haj O0e3BO-
HBIM Na,SO, 1 BRIIApHUBAIK MPY TOHIKEHHOM JaBJICHUU C MOydeHHEM HEOYHIIIEHHOTO MpoxaykTa. Ilomyden-
HBI HEOUYHMIIEHHBIH MPOIYKT pAaCTHPATH B MMOPOIIOK TeKCAHOM, (PHIIBTPOBAIM M BBICYIIMBAIH C TOJTYICHHUEM S5-
¢drop-3,3,8-rpumerni-3,4-nurnapo- 1 H-xuHokcanun-2-ona (19 r, 52%) B Buae KOPHYHEBOrO TBEPIOTO BEIECT-
Ba.

Cramus 5. B pactBop 5-¢Top-3,3,8-rpumernin-3,4-nurnapo-1H-xuHokcanuu-2-ona (19 1, 91,2 Mmmois) B
tomyouie (380 mi) moGarisin peareHT JlaBeccona (55,5 r, 137 MMOJIB) TIpH KOMH. TEMIL. W PEAKIIHOHHYIO CMECh
KUTATIIN ¢ 00paTHeIM xonoamwnbHuKoM 1pu 120°C B Teuenue 1 u. [Tocne m3pacxooBaHUs UCXOTHOTO Marte-
puana (otcnexxnBain nmocpeactBoM TCX B 20% EA-rekcan, Ry 0,7) peaknnoHHYIO Maccy OXJIa)IaiH 10 KOMH.
TEMIT. ¥ Taciii Hachiml. pactBopoM NaHCOj; (250 M), u momydeHHBIH BOAHBIN ciioit akcTparupoBanu EtOAc
(3x250 mur). OObenHEHHbIE OpraHMYECKHE CJIOW MPOMBIBAIHM Bojxod (250 mur), nanee COJEBBIM PacTBOPOM
(250 mur), BeICYymmBa HaJ 0e3BOAHBIM Na,SO, M pacTBOPHUTENh BBHIMAPUBAIM C TOTydYEHHEM HEOUYHIICHHOTO
npoaykTa. [1orydeHHBI HEOUHIEHHBIH TPOAYKT OYHINAIHA C TIOMOIIBIO KOJIOHOYHOW XpomaTorpaduu ¢ momy-
yerneM S-¢pTop-3,3,8-rpumer-3,4-qurunpo-1 H-xunokcanmuu-2-trnona (19 r, 93%) B BuAe KenToro TBEPAOTO
BEIIIECTBA.

Cramust 6. B mepememmuBaemsbiii pactBop S-prop-3,3,8-tpumerni-3,4-quruapo- 1 H-xuHokcanmH-2-TrHoHa
(20,5, 91,5 Mmmons) B TT'® (512 mi1) modaBmsiim o kamisaMm ruapasus-runpar (13,5 mi, 274,5 mmois) mpu 0°C.
PeaknuonHy0 cMech epeMelnBaiy npu KOMH. TeMIl. B TedeHue 16 4. TEA (64 mn, 457,5 MMoub), 3aTeM atle-
tanxaopun (21,5 mi, 274,5 MMoitb) 100aBISUTH B PEaKIMOHHYIO cMech 1o KamrsiM rpu 0°C u nepeMermBaiy B
TeueHue 2 4. mpu KoMH. TeMi. Ilociie u3pacxomoBaHusl HCXOMHOTO MaTepHuaia (3a XOAOM peaKkUUH CICAMIH C
nomompsto JXKX-MC) peakumonHyto cmech pazbasisuii Bopoit (500 mur), skctparupoBamu 10% MeOH-AXM
(5x500 mm). Bcro oprannueckyro 4acTh MPOMBIBAIM COJIEBBIM pacTBOpoM (250 mi), BeicymnBainu Hag Na,SO4 u
KOHICHTPUPOBAJIHM TIPH IOHIKEHHOM JaBieHHH ¢ moiydeHueM (5-drop-3,3,8-tpumernn-3,4-auruapo-1H-
XHHOKCAJINH-2-WIHIEH )-THApPa3uaa YKCyCHOH KUcIoTH (21 T, 87%, HeoUYHIIeHHOE BEIIECTBO) B BUAE OJeaHO-
JKEJITOTO TBEPAOTO BEIIECTRA.

Cramus 7. (5-®@rop-3,3,8-tpumeTti-3,4-nuruapo- 1 H-xuHoKcanH-2-UiuIeH ) -TUAPa3H]l YKCYCHON KHCIO-
161 (10,5 T, 0,04 MOJTB) IOMEMANIN B KPYTIIOAOHHYIO KoJIOy (100 M) 1 3aTem oxnaxmanu a0 -10°C. 3aTem okca-
muxyopun dochopa (18,5 v, 0,2 Mosb) MOOABIAIM MO KAIUIAM C MOCIEAYIOMUM TOOABICHUEM I10 KaTUIIM
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TEA (5,6 mn, 0,04 mons). ITocne 3Toro peakuoHHy0 cMmech nepeMemmBany npu -10°C B teuenune 10 MuH u
3areM 10 MUH IpH KOMH. TEMII. 1 HAKOHEI] KUIISITWIIM ¢ OOpaTHBIM XOJIOMMWIBLHUKOM B TedeHue 1 4. [ocne n3-
pacxoa0BaHUs HCXOIHOTO MaTepuana (orciexuBanu nocpeactsoM XKX-MC) peaknnoHHyto oxmiaxaanu mo 0°C
Y TacWJIM BOJOW W3 apobseHoro gpaa (100 mur). 3aTeM BOIHYIO YaCTh TOIIETAYHBAIN C HCIIOJB30BAHUEM XO-
JIOJTHOTO BOJHOTO pacTBopa amMuaka (100 M) mo KarsM. 3aTeM MOoJydYeHHYI0 OCHOBHYIO BOJHYIO 9acTh OKCT-
parupoBamu ¢ momomupio EtOAc (3x150 mi). Bero opranmdeckyro 4acTb NpOMBIBAJIM COJIEBBIM PAacTBOPOM
(150 ™), cymunm Hag O6e3BoAHBIM Na,SO, W KOHIEHTPHPOBAIN TPU MOHWKCHHOM JABJICHUH C TMOJyUYCHHUEM
HEOYMILIEHHOT0 coeAnHeHusl. HeouunmeHHplil MpoayKT moaBepraau coBMecTHou neperonke ¢ MTBE nBaxel,
3aTeM pAcTUpad B MOPOIIOK TE€KCAHOM W BBICYIIMBAIM ¢ TodydeHuem 6-drop-1,4,4,9-terpamerin-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xunokcanuna (6 T, 61%) B Buae 61e1HO-KEITOr0 TBEPIOTO BEUIECTRA.

Cranus 8. B pactBop 6-¢Top-1,4,4,9-rerpamernin-4,5-nuruapo[ 1,2,4]rpuazono[4,3-a]xunokcanuna (12 T,
0,048 monp) B MDA (360 mur) nobasmsumn NBS (9,39 1, 0,0528 mous) nopumsimu mipu -10°C. INoxyuennyro
PCaKIMOHHYIO CMECh MEpEeMEIINBAIN IIPH KOMH. TeMIL. B Tedenue 4 4. [Tociie n3pacxomoBaHus HCXOIHOTO MaTe-
puana (orcnexuBanu nocpeactsoM KX-MC) peakunoHHylo cMech pa3bdasisuii Bogoi (500 mit) U sKcTparupo-
Banu ¢ nomomsio EtOAc (2x500 min). OObequHEHHBIE OPTaHUYECKUE CJIOM TPOMBIBAIIK Bomo# (750 mur) ¢ mo-
CJICTYIOLINM TIPOMBIBAaHHEM COJIEBBIM pacTBopoM (400 mur), cymmmm Hax 6e3BonHBIM Na,SO,4 ¥ KOHIEHTPHPO-
BJIN C MOJYYCHHEM HEOUHMIIECHHOTO coequHeHHMs. [1oTyueHHBIH HEOUHIIEHHBIH MPOAYKT OYHIIAIN C TOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu ¢ MOCIEAYIOIMNUM pacTUpaHUeM B opomiok mocpenctsoM MTBE ¢ momydenuem 8-
6pom-6-¢pTop-1,4,4,9-terpamerin-4,5-gurunapol 1,2,4]tpuazono[4,3-a]xuHokcanmuHa (9,1 r, 57%) B BUIE TpsA3HO-
0eIroTo TBEpI0TO BEIIECTRA.

Cunre3  8-6pom-9-atmn-6-¢rop-1,4,4-Tpumernin-4,5-muruapol[1,2,4]rpuazono[4,3-a]xuHokcanmHa  (Ipo-
MEXYTOUHOE coenHeHue B-9).

c

1
. ELB DREANOMN \ H-"\
e i NH PiOA:2 b; TS0y 73\3 o N
PdC ospfi 100°C! 2 % ;\:
AR mpE OMAP Py/ \5S ramyan B
Cs:CCy oW oy o o TkpCiCuC Cuc N

807 cmxs 1 Dnco e H
Cramex | Cramux 2 Crazx 3
pame 51 i) NHoNH; "Ny 3 N
Tasxcoma Oy N 2 paCt / ~
—.;i s NBSTHE e
Cramex 6 N "-nmumnopn TEA
H Cramux ¢ Hponez\"roq HO®

coexunenne B-9

Cragus 1. [epememmBaemyto cycnensuro Pd(dppf)Cl-JAIXM (1,03 1, 1,27 mmons, 0,1 3kB.) u Cs,CO4
(16,5 1, 50,63 MmMmoutb, 4 2kB.) B IM®DA (78 M) ne30kcureHUpoBaiu Ar B TeueHue 5 MUH 5-DTOp-2-HOJaHINH
(3,0 T, 12,65 mMmoutb, 1 5kB.) 1 TpudTHIOOpaH (1 M) (16,45 M, 16,45 mmoinb, 1,5 5kB.) 100aBIsUIM B PEAKIIUOH-
HYIO CMECh U ITOBTOPHO Je30KCUreHnpoBain Ar B Teuerne 10 muH B pesynpTaTe peakimoHHYIO CMeCh IepeMe-
mwmBany B TeueHue 16 4 npu 70°C. PeakmoHHYI0 CMECh OXJIaXIAIX JO KOMH. TEMII. ¥ 3aTeM pa30aBIsuIU C TO-
mompio EtOAc (100 mur). Opranudeckuii cioi mpoMbIBaim Bomor (5x20 M) U coJieBEIM pacTBopoM (20 M),
BeIcymuBaK Hag Na,SO,, KOHIEHTPUPOBAIHU MPU MOHKCHHOM JaBICHUH C TOJTYYCHUEM HEOUHIIICHHOTO TIPO-
nykTa. HeodMIneHHbIH MPOAYKT OYMINANN C HOMOIIBIO KOJIOHOYHOH xpomatorpaduu (230-400 mem, cuinka-
renb; 10% EtOAc/rekcan; 3Hauenue Ry - 0,5) ¢ momyuenunem 2-3tmn-5-gropanmmmna (1,20 T, 68%) B BHIE rpsi3-
HO-0€eJI0ro TBEpJ0ro BEIIECTBA.

Cranus 2. B nepememnBaemslii pactBop 2-3Tmin-5-gpropanmnmuaa (2,0 T, 14,38 MMmons 1 3KkB.), mupuanHa
(2,31 wmu, 28,77 mmonb, 2 9kB.) ©u DMAP (0,018 r, 0,144 mmomb, 0,01 5kB.) B JIXM (50 mi1) no6aBisum 1mo Kar-
nsv rBastortxiiopua (1,91 r, 15,82 mmons, 1,1 9kB.) mpu 0°C. 3ateM peakIMOHHYIO CMeCh TIEpEeMEITHBAIN B
tedenue eme 1 1 mpu 0°C m 3aTtem BeuMBaNK B Jensaoi pactBop HCI (20 mur) (1 M). Opranudecknii ciioit oT-
JeISUTM W BOJHBIN citoi skcTparupoBain ¢ nomoisio Et,O (2x20 mi). OObenHEHHBIH OpraHuYecKui cioi
npoMbIBaiK Bogor (2x20 mur) u coneBbIM pacTtBopoM (20 mur). OpraHHYecKui ciioi BBICYIIMBAIN Hajx 0e3BOJI-
HBIM Na,SO,4, KOHIICHTPUPOBAIN IPU MOHMKEHHOM JABJICHUH C ITONyYeHHEM HEOUYHWIEHHOTo MaTepuaia. He-
OYHIIICHHBIH MPOIYKT OYHMINAIM C IMOMOIIBI0 KOJOHOYHOW Xxpomarorpaduu (230-400 mem, cuimkaresb,
10%EtOAc/rekcan; 3Hauenne R-0,5) ¢ momydgennem N-(2-3tuin-5-propdenmn)muBanamuna (2,3 r, 72%) B Buzme
TPSA3HO-0EJIOTO TBEPIOTO BEIIECTBRA.

Cranus 3. B nepemermBaemslii pactBop N-(2-atmi-5-¢propdenmn)nuBanamuza (25,0 , 112,1 mmons, 1 3kB.)
B Toyone (500 mn) gobasmsum p-TSA (19,3 1, 112,1 Mmmons, 1 3kB.), Pd(OAc), (2,52 1, 11,21 mmons, 0,1 3kB.) 1
NBS (21,5 1, 123,3 mmoub, 1,1 5KB.) COOTBETCTBCHHO MPH KOMH. TEMII. PEakIIMOHHYIO CMECh MepEeMEIINBAIA B
TeyeHue 48 4 Mpu KOMH. TEMII. B YCIOBUAX OKpYXKaroliei cpeabl. PacTBopuTens BhIMapyuBaiid U OCTATOK PacTBO-
psima B EtOAc (1000 mur) u mpombiBaimu Bogoi (2x200 mit), 3aTeM cosieBbIM pacTtBopoM (200 mur). OpraHudeckuid
cio¥l BRICYIIMBaNM Haja Oe3BOAHBIM Na,SO,4, KOHICHTPHUPOBAIH MPH MOHIKCHHOM JABJICHUH C MOTYyYCHHEM
HCOYHIIICHHOTO MaTepuana. HeounIeHHbIH TPOIyKT OYHIIATN C TIOMOIIBI0 KOJIOHOYHOH Xpomartorpaduu (230-
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400 wem, cumukarenb, 10%EtOAc/rekcan; 3Hauenume R-0,45) ¢ momydenumem N-(2-Opom-6-3Tmi-3-
¢ropdennn)nuBanamuna (5,0 r, 15%) B Buze rps3HO-0€10T0 TBEPIOTO BELIECTBA.

Cramgus 4. 70% H,SO4 (70 mu) nobamsimm B N-(2-6pom-6-3trn-3-propdennn)nuBanamun (9,2 T,
30,46 mmoutb, 1 3KB.) B KpyriiogoHHOH koJioe pu 0°C. PeakimoHHyI0 cMech TiepeMentuBain B TeueHue 20 MuH
mpu 0°C u B Teuenue 2 4 npu 110°C. 3areM peakMoHHYI0 cMech oxiaxaand 10 0°C u mopmenadnBaig mo-
cpenctBoM pactBopa 20%-NaOH mo pH~14. Bogayto dacTs skcTparupoBanu ¢ momomnpio EtOAc (3x150 mi).

OOBeAMHEHHBIC OPTaHUYCCKUE CIIOM MPOMBIBAIU Bomow (2x100 M) u coneBsiM pactBopom (100 mur). Op-
TaHWYIECKHUHA CIIOW BBICYIIHMBAIHN Haxl 0e3BoAHBIM Na,SO,, KOHIICHTPUPOBAIH IPH MOHMKEHHOM JaBJICHUH C TI0-
Jy4eHHEM HEOYHIICHHOTo Mareprana. HeodnmeHHbIi NPOayKT OYHIIAIN C TOMOIIRI0 KOJIOHOYHONW XpOMaTo-
rpadun (230-400 mem, cuimmkarens; 5% EtOAc/rekcan; 3nauenue Ry0,5) ¢ momydenunem 2-6pom-6-31mi-3-
¢droparnmmHa (5,9 T, 89%) B BUIE KOPUIHEBOH KHUIKOCTH.

Cramust 5. Cycnenzuto 2-6pom-6-otmn-3-¢propanmwnuaa (4,9 r, 22,47 mmoms, 1 9kB.), 2-amMHHO-2-
METHIITIPOTIAaHOBOH KUCTOTHI (4,63 T, 44,94 MMoub, 2 3kB.), K3POy (9,54 1, 44,94 MMOITB, 2 3KB.) U XJIOpUAA MEIU
(0,22 1, 2,247 mmous, 0,1 3kB.) B cyxom JIMCO (75 mi1) B TepMETHYHO 3aKPbITOH POOHUPKE JIE30KCUT'CHUPOBAIIH
Ar B Teuenue 20 muH Peakiiuonnyro cMech 3aTeM nepememuBany npu 140°C B Teuenue 2 4. ITocne 3aBepiieHust
PeaKIMy peakHOHHYI0 CMECh OXJIAXIadd 10 KOMH. TeMII. U (DIIBTPOBAIIM Yepe3 CJIOW LIENUTa M MPOMBIBAIH C
nomornbio EtOAc (100 mur). @umbtpat pazbasisiu ¢ moMomsio EtOAc (500 mim) u mpombiBau Bomoi (3x150 M),
cosieBbIM pacTBopoM (200 mut), BeIcymmBany Haja 0e3BogHBIM Na,SO, M pacTBOPUTENH BBIIAPHBAIIM MPU HOHHU-
JKEHHOM JaBJIeHUH. HeounIeHHbIH MPOIyKT OYHUIIAIHA C MOMOIIIBI0 KOJIOHOYHOM XpoMaTorpaduu (230-400 mer,
cwmkarenb; 20% EtOAc/rekcan; 3Hauenne Rg0,4) ¢ momydenneM 8-3Twi-5-drop-3,3-mumerni-3,4-
muruapoxuHokcannH-2(1H)-ona (2,83 1, 57%) B BUIe CBETIIO-KOPUIHEBOTO TBEPIOTO BEIIECTBA.

Cragus 6. B pactBop 8-3THin-5-¢rop-3,3-aumerni-3,4-guruapoxunokcanud-2(1H)-ona (3,4 T, 15,3 Mmmonb,
1 skB.) B Tosryone (110 mm) noGasmsun pearent JlaBeccona (8,03 1, 19,89 mmons, 1,3 9KB.) IpyU KOMH. TEMII. U
PEAKIIMOHHYIO CMECh KUTIATHIIH ¢ 00paTHBIM XonoamibHukoM Tipu 120°C B Teuenue 40 muH. [Tocne 3aBepuieHus
peakuuu (orcnexnBaiy nocpeactsoM TCX) peakimoHHyIo cMech racwii Hacei. pactBopoM NaHCO; (80 M)
C TIOCJIEYIONINM dKCTparupoBanueM ¢ momomnsio EtOAc (2x70 mir). O0bemuHEHHBIE OPTAHUIECKUE CIIOH TPO-
MbIBasM Bostor (80 mut), coseBbiM pactBopoM (80 Mir), BeicymmBaiy Haj 6e3BoaubiM Na,SO4 U pacTBOpUTENH
BBITIAPUBAJIM C MOJYYECHHEM HEOUYHMIIEHHOTO MPOJYKTa, KOTOPBIH OYHUIIAIH C TOMOILIbI0 KOJIOHOYHOH XpOMaToO-
rpaduu (230-400 memr, cwmmkarens; 20% EtOAc/rekcan; 3Hauenue R-0,6) ¢ moxydenuem 8-3tun-5-gprop-3,3-
qumetn-3,4-nuruapoxuHokcanud-2(1H)-trona (3,0 T, 82%) B BHJE XKENTOrO TBEPAOTO BEIIECTBA.

Cranus 7. B nepemerunBaemblif pactBop 8-9THi-5-¢rop-3,3-mumern-3,4-muruapoxunoxcanui-2(1H)-trnona
(3,0 1, 12,58 mmomb, 1 3kB.) B TT'® (50 Muir) moGaBisiimy 1o KaruisMm ruapasua-ruapat (3,03 mi, 62,93 mMmoisb,
5 askB.) mpu 0°C. PeaknmoHHYIO cMech TepeMemuBaik B TedeHne 16 4 mpu komH. Temm. TEA (8,56 wmu,
62,93 MMOTb, 5 9KB.) 100aBISUTH B PEAKIIMOHHYIO CMECh U MEepEMENINBAIN B TeueHue eme 10 MUH ALeTHIIXII0-
pun (2,7 M, 37,74 MMoub, 3 9KB.) OY€Hb MEIJICHHO OOABISIN B peakIMOHHYI0 cMech npu 0°C u 3aTeM mepe-
MEIIMBAIA B T€YCHUE 2 4 MPU KOMH. TeMIl. PeakinoHHy0 cMech noracuiu Bojoi (100 Mir) u dKcTparupoBaiu
JAXM (3x100 mir). OObeqMHEHHBIH OpraHMYEeCKUi CIION MPOMBIBaIN cojieBbIM pacTBopoM (100 mir). Oprannye-
CKuil cioi BeIcymmBasK Hag Na,SO,, KOHICHTPUPOBAIH NPH HMOHIKEHHOM JABICHUH C MOJTYYCHHEM HEOUH-
MICHHOTO MaTepualia, KOTOPIA OYHINAIH ITyTEM MIPOMBIBAaHUS AUITHIOBBIM dQUPOM, ¢ rmorydeHneM N'-(8-3Twir-
5-¢dTop-3,3-mumermin-3,4-quruapoxunokcanud-2( 1 H)-unmunen)anerorunpasuna (3,4 r, 97%) B Buie rps3HO-
0€eJI0TO TBEP/IOTO BEIECTRA.

Cramus 8.  N'-(8-Otmn-5-¢rop-3,3-numernn-3,4-muruapoxunokcanut-2(1H)-nnunen)amneroruapasun
(3,4 1, 12,23 mmouts, 1 5KB.) HOMemaIn B KpyriaonoHHyo konoy (100 mi) u oxnaxknamu go -10°C. Oxcuxnopua
tdocdopa (11,7 mut, 122,3 Mmmons, 10 3KB.) 3aTeM TOOABIISIIH IO KAIUISAM K COSAMHCHUIO C ITOCIEAYIOMAM 100aB-
nerauem 1o kamsiMm TEA (1,66 M, 12,23 MMoub, 1 9kB.). Peaknnonnyto cmech nepementuBain npu -10°C B Te-
genue 10 MuH 1 3aTeM B TeueHrne 10 MUH TIpH KOMH. TEMIL. U B pe3yJIbTaTe HarpeBaJIn 10 KATIEHUSI ¢ 0OpaTHBIM
XOJIOMWIHPHUKOM B TedeHHe 2 4. PeaknmuoHHy0 cMmech oxnaxknanw no0 0°C u 3aTeM mo KaruisiM Jo0aBIsuid B
IpOOJICHBIH JIe]] ¢ TIOCTOSHHBIM IIepeMeIInBaHiueM. B BOIHYIO J4acTh MEIIICHHO HOOABISUIA XOJMOTHBIN pacTBOp
ammuaka 10 pH~12. Boxnyto wacts skcrparupoBanu JIXM (3x100 mur). OObeqMHEHHBI OPraHUYECKUH CII0H
MIPOMBIBAIA cosieBbIM pacTBopoM (100 mur). Opranuyeckuid ciioi BeICYIMBaU Haja 0e3BoaHbIM Na,SO,4, KOH-
[EHTPHPOBAIH TIPH MOHIKCHHOM JIABJICHUH C TIOJTYYCHNEM HEOUHIIIEHHOT0 MaTepHraia. HeounmmeHHbIi npoayKT
OYMINAIH C TTOMOIIBI0 KOJIOHOYHOH xpomarorpaduu (230-400 memr, cumukarens; 5% MeOH/AXM; 3nauenne
R0,4) ¢ monmyuenueM 9-3tun-6-¢prop-1,4,4-rpumernn-4,5-quruapo[ 1,2,4]rpuazono[4,3-a]xunokcanuna (1,4 T,
44%) B BHJE CBETIIO-KEITOTO TBEPIOTO BEIECTRA.

Cranmus 9. IlepememmBaeMslii pactBop 9-aTmi-6-¢rop-1,4,4-tpumernin-4,5-nuruapo[1,2,4]rpuazomno[4,3-
a]xunokcanuHa (1,4 r, 5,38 mmons, 1 5kB.) B IM®DA (30 M) npu -10°C oOpabarbiBaiy MOPLUUSIMHU B TCUCHHUE
10 mun TBepabiM N-OpomcykiauMuaoM (1,01 r, 5,65 mmois, 1,05 3kB.). OOecrneunBany HAarpeBaHUE PEAKIIH-
OHHOHW CMECH JI0 KOMH. TeMII. U NepeMemuBaiy B Teuenue 1,5 4. [locie 3aBepmienust peaknun (OTCISKHBAIN
nocpeactBoM JKX-MC) peaknmoHHYIO cMech pazbaBisum ¢ momonisio EtOAc (300 mir) U opraHudeckue Ciiou
npoMbIBaiy Bosor (5x50 mir), coneBbiM pactBopoM (50 M), BeIcynmmBanu Hajx Oe3BoaubM Na,SO4 1 BeImapu-
BaJIM TIPH TTOHIDKEHHOM HaBlICHUHA. HeoUYHIIeHHBIH MPOAYKT OYMINAIHN C TIOMOIIBI0 KOJIOHOYHOW XpOoMarTorpa-
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¢um Ha cumukarene (230-400) (5% MeOH/JIXM; 3nauenne R-0,4) ¢ momydenuem 8§-0pom-9-3Tmin-6-¢rop-
1,4,4-tpumerun-4,5-nurunpol 1,2,4]tpuazomno[4,3-a]xunokcanuna (1,45 r, 80%) B BUIE TPsA3HO-0ETI0TO TBEPIOTO
BEIIIECTBA.

'H SIMP(400 MI'u; IMCO-Dg, 20°C): & 7,54-7,56 (1H), 6,69 (c, 1H), 2,82-2,85 (2H), 2,38 (c, 3H), 1,46
(mmp. ¢, 3H), 0,94-0,97 (3H).

Cunre3 8-0pom-6-thTop-9-meTokcu-1,4,4-rpumetii-4,5-murunpo[ 1,2,4]tpuazono[4,3-a]XuHOKCcATHHA
(HpOMe)KyTO‘{HOG coenunenue B-10).
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Cramust 1. B nexsnoli pactBop 3-6pom-4-dropdenona (100 r, 523,56 mmonb, 1 9kB.) M rexcaruapara
cynbdara ammonus-aukersa(1l) (103,4 r, 261,77 mmons, 0,5 3xB.) B JIXM (1000 M) Mo KamisMm J00aBIsUTH JTbI-
MSIIYIOCS a30THYIO KHCJIOTY M PEaKIIMOHHYIO CMECh ITepPEeMEINBAIH IIPH TAKOI ke TeMIiepaType B TeUeHHe 3 .
(TCX). PeakimmoHHYI0 CMECh BBEUIMBAIM B JPOOJIEHBIN JieA u pa3baBisumi ¢ momoinsio JIXM. DkcrparnpoBaH-
HBI OPTaHWYIECKUH CIIOW MPOMBIBAIIA COJIEBHIM PAacTBOPOM; OPTaHMUYECKUN CIIOW BhICymHMBaM Han Na,SO4 u
KOHIICHTPUPOBAIH. HeodHImeHHbIH MPOIYKT OYHWIIATH C TIOMOIIBIO KOJOHOYHOW Xpomatorpadum (230-400
Mer, cunukarens, cuctema TCX: EtOAc/rekcan (2:8); Ry = 0,2) ¢ momyuenuem 3-6pom-4-pTop-2-HUTpodeHoa
(35T, 28%).

Cranus 2. B nepememmBaemslii pactBop 3-6pom-4-¢rop-2-Hutpodenona (35 r, 148,30 mmoib, 1 3kB.) B
ACN (40 mi) nob6aBnsum kapOonat kamus (61,48 r, 444,91 mmons, 3 9kB.) U woametad (63,15 r, 444,91 MmMmodb,
3 9KB.) M peakunMoHHYyI0 cMech HarpeBanu npu 80°C B Teuenue 4 u. [Tocie 3aBeprueHus (OTCICKUBAIHN TTOCPEI-
ctBoM TCX) peakImoHHYIO cMech pa30aBisuin ¢ nomomnisio EtOAC U mpoMBIBaU BOJOW. DKCTPAarHpOBaHHBIN
OpPTaHUYECKUH CIION MPOMEIBAII COJICBBIM PACTBOPOM, BBICYIIMBAIU Hal 0¢3BOMHBIM Na,SO, U KOHICHTPUPO-
BaJIM TIPH TOHIDKEHHOM HaBlicHHHA. HEOUYHICHHBIH MPOIYKT OYHMIIATHN C TIOMOIIBIO KOJIOHOYHOW XpOMarTorpa-
¢um (230-400 mem, cumukarens, cuctema TCX: EtOAc/rekcan (2:8); Ry = 0,6) ¢ momydenuem 2-6pom-1-¢prop-
4-metoxcu-3-aHuTpoden3ona (35 r, 94%).

Cranus 3. B nepememmBaeMbIii pacTBop 2-06pom-1-dTop-4-meTokcu-3-autpodensona (35 r, 140 Mmmors,
1 skB.) B EtOH u Boze (300 mur, 1:1) mo6aBmnsiu xene3nbiit mopomok (78,17 r, 1400 mmo:b, 10 3kB.) U XJtopup
amMmonwust (74,886 T, 1400 mMonb, 10 9kB.). PeakmmoHHYIO0 cMech HarpeBaiM J0 KWUIEHHUS ¢ OOpaTHBIM XOJIO-
JuiIbHUKOM B Tedenue 12 4. [Tocne 3aBepmenus (orciexxuBany nocpeactsoM TCX) peakunoHHYIO cMech (GHITb-
TpOBaIX Yepe3 cioi nenuta. OUiIbTpaT KOHICHTPUPOBAIN MPH MOHMKCHHOM JIABJICHUU C TIOTYYCHHUEM HEOYH-
IIEHHOTO MpOoJayKTa. HeounmmeHHBIH NpOIyKT OYMINANIM C IOMOIIBIO KOJOHOYHOH xpomatorpaduu (230-400
Memr, cwimkarens, cuctemMa TCX: EtOAc/rekcan (2:8); Ry = 0,6) ¢ momyueHueM 2-Opom-3-drop-6-
MerokcuanmmmHa (30 T, 97%).

Cragus 4. Cycnensuto 2-Opom-3-drop-6-merokcuanmwinaa (30 r, 136,36 mmonb, 1 2kB.), 2-
aMHUHOM30MACIISTHOM KUCIOTHI (44,65 1, 340,83 MMoub, 2,5 3kB.), DBU (49,70 T, 272,21 MMOmb, 2 3KB.) H HOAHIA
memn (2,59 1, 13,59 mmoms, 0,1 2xB.) B cyxom JIMA (300 Mi1) B KpYTJIOAOHHOM KOJIOE A€30KCUTEHUPOBATU AT B
teuenrne 20 mMuH PeaknnoHHyro cMmech 3aTeM nepeMentuBaiy mpu 120°C B Teuenue 16 4. Ilocne 3aBeprieHus
peakiuu (otcnexuBann nocpeactsoM TCX) ee GUIBTpOBAIHM Yepe3 CIION IEeNuTa U MPOMBIBAIHA C MOMOIIBIO
EtOAc (500 M), mpomsiBanu Bojo# (3x500 mur), coneBbiM pactBopoM (500 Mir), BBICYITHBAIN HaJ OC3BOJIHBIM
Na,SO,4 1 BeITapHUBaiy MY MOHMWKEHHOM JIaBJICHUH C TTOJTyYeHHEM HEOUYHIIEHHOTO MPOIYKTa, KOTOPHIA OYHIIa-
JIU ¢ TIOMOTIBbIO KOJIOHOYHOU Xpomartorpadpuu (230-400 mem, cunmkarenb; cuctemMa TCX: EtOAc/rexcan (2:8);
R¢ = 0,3) ¢ momyuenuem S-¢rop-8-merokcu-3,3-numerii-3,4-quruapoxuHokcaini-2(1H)-ona (14 1, 46%) B
BUJI€ KOPUYHEBOT'O TBEPJOTO BEIIECTBA.

Cranus 5. B pactBop 5-¢rop-8-meToken-3,3-numernin-3,4-guruapoxunokcanus-2(1H)-ona (14 r, 62,22 mmons,
1 3kB.) B Tomyoute (150 mi) mobarisiau pearent JlaBeccona (37,75 r, 93,33 mmodnb, 1,5 9KB.) mpu KOMH. TEMIL. U
PCaKIIMOHHYIO0 CMECh KUIATHIN ¢ 00paTHBIM XooamwibHUKOM npu 120°C B Teuenue 1 4. [ocie 3aBepriueHus
peakuuu (oTcnesxuBany nocpeactsoM TCX) peakiMOHHYIO cMech racmiii Hachl. pactBopoM NaHCO; (200 M)
C TOCJIEYIOIINM SKCTparupoBanueM ¢ momomipio EtOAc (2x200 ). OObeIMHCHHBIC OPTaHUIECKHE CIIOU TIPO-
MbIBaiu Bogoi (300 mu), cosieBbiM pactBopoM (100 M), BeIcymuBanu Han 6e3BoqHBIM Na,SO, U pacTBOPUTEIH
BBIITAPHUBAJIH C TTOIyYEHHEM HEOUYHIEHHOTO MPOAYKTa, KOTOPHII OYMIIAIN C IIOMOIIBI0 KOJIOHOYHOW XpOMaTo-
rpaduu ¢ ucnons3oBanueM cwimkarens 230-400 mem u 10% EtOAc B rekcane B KadecTBE PacTBOPHUTEIS IS
JJIOUPOBaHUs ¢ TodydeHueM S-prop-8-mMerokcu-3,3-qumeTii-3,4-murunpoxuHokcanui-2(1H)-tuona (10 T,
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67%) B Buze xentoro TBepaoro BemectBa. Cucrema TCX: EtOAc/rekcan (2:8); R{0,4).

Cragus 6. B pactBop 5-drop-8-merokcu-3,3-nmumeri-3,4-nurunpoxunokcanud-2(1H)-tuona (10 r,
41,61 mmonb, 1 3kB.) B n-BuOH (100 M) moGasinsum runpasuy ykeycHou kuciots (10,80 T, 145,93 mmons, 3,5 9kB.)
C TOCTIENYIONTNM JT0OaBIeHHEM YKCYCHOW KUCIOTHI (10 MIT) M 3aTeM peakIMOHHYIO CMECh IePEeMEINBal MPH
140°C B Teuenue 16 4. Ilocie 3aBepiieHnst peakiuu (oTciexnuBanu nocpeactBoM TCX) peakIMOHHYIO CMECh
paszbasmsm Bomoit (100 mur) m sxcrparupoBanyu ¢ nomousio EtOAc (2x50 mir). OObeMHEHHBIE OpraHMYeCKHe
cion npombiBaiy Bojaoi (100 M), coneBsiM pactBopoM (100 M), BeIcymmBamu Han 60e3BoaHBIM Na,SO4 U BBI-
MapUBaId C TOJTy9YeHHEM HEOUYHIICHHOTO IMPOIYKTa, KOTOPHIA OUMIIAIHN C TOMOIIBI0 KOJIOHOYHON XpoMarTorpa-
¢um ¢ nucrons3oanreM 5% MeOH B JIXM B kauecTBe pacTBOPUTEIIS AJIS DIIONPOBaHIS U cunkarens 230-400
MeIl ¢ oiay4deHueM 6-¢prop-9-merokcu-1,4,4-rpumerin-4,5-nurunpo[ 1,2,4]tpuazono[4,3-a]xuHokcanuna (3,5 T,
32%) B BHIE TpsA3HO-Oemoro TBepaoro BemecTra (cuctema TCX, 5% MeOH B JIXM, R-0,2).

Cramns 7. IlepemermBaeMsblii pactBop 6-prop-9-merokcu-1,4,4-tpumeriin-4,5-muruapo[ 1,2,4]rpuazono[4,3-
a]xuHokcammHa (3,5 1, 13,34 mMmoinsb, 1 akB.) B IM®A (30 mur) mpu 0°C oOpabaThiBaii MOPILMAMH B TCUCHHUE
10 muH TBepabM N-OpomcykiHaMuaoM (2,48 T, 13,93 mmons, 1,05 3kxB.). ObecrieunBanyu HarpeBaHUE PEAKIIH-
OHHOHM CMeCH JI0 KOMH. TeMII. 1 nepeMernnBany B Tedenue 30 muH. [Tocie 3aBepiuenns peakiun (OTCIeKUBAIIH
nocpeactBoM JKX-MC) peaknmoHHYI0 cMech paszbaBisuid ¢ oMornpio EtOAc (50 mur) U opraHuvecKue Ciiou
npomeiBany Bozoi (3x100 mir), coneBbiM pactBopoMm (100 M), BeIcymmBanyu Hax 6e3BoansiM Na,SOy4 1 pacTBo-
pUTENh BHITAPHUBAIH IIPH NOHIHKEHHOM JaBlieHUH. HeounmmeHHbIi MPpOAYKT OYHINATIH C TIOMOIIHI0 KOJIOHOYHON
xpomarorpaduu ¢ ncnois3oBanueM 1,5% MeOH B JIXM B kauecTBe pacTBOPHUTEINS ISl DIIIOUPOBAHUS W CHIIH-
Karest 230-400 MeTt c MTOJTy9CHUEM 8-0pom-6-pTop-9-meTokcu-1,4,4-rpumerni-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xunokcanuna (1,9 r, 42%) B Buae Ips3HO-0EIIOT0 TBEPAOTO BEIIECTBa (CHCTEMa
TCX, 5% MeOH B IXM, R~0,4).

'H SIMP (400 MI'r; IMCO-Dg, 20°C): & 7,58 (n, 1H), 6,73 (c, 1H), 3,56 (c, 3H), 2,44 (c, 3H), 1,49 (c,
3H), 1,46 (c, 3H).

Cunre3 §-6pom-1-uukionponui-6-grop-9-merokcu-4,4-numerni-4,5-nuruapo[1,2,4]rpuazono(4,3-
a]xuHOKcanuHa (MpoMeXyTOuHOE coeanHenue B-1 1).

H 0

- H;N’
1 N_s NES/DC KO%N
Br N ,N
M
H i B”OH Cramm 2 Nq/\
AcGH. 140°C H
Crama 1 OpomesyToumoe:

coepmemne B-11

Cramnst 1. B pactBop 5-¢hrop-8-merokcn-3,3-mumerni-3,4-nurunpoxunokcamma-2(1H)-tmona (10 T,
41,61 mmois, 1 9kB.) B n-BuOH (100 mu1) mobGammsum mukonponankapOormraapazuy (14,58 r, 145,62 mmos,
3,5 5KB.) ¢ mocneayomM 100aBIeHHEM YKCYCHON KHCIOTHI (10 MiT) M 3aTeM peakIMOHHYI0 CMECh NepeMelIn-
Basn ripu 140°C B teuenue 16 u. ITocne 3aBeprrenus peakiuy (orcnexnBaiy nocpeactsoM TCX) peakIMOHHYTO
cMmech paszbasisum Boxoit (100 M) u skcrparupoBaiu ¢ momoribio EtOAc (2x50 mut). O0bemnHEHHBIE OpTaHU-
Yyeckue ciou nmpoMbiBain Bogoi (100 mur), coneBbiM pactBopoM (100 mun), BeicymmBany Haz 6e3BoaHbIM Na,SOy
W PacCTBOPHTENb BBHIIAPHUBATH C MOJTY4CHHEM HEOUYHIIEHHOTO NPOIAYKTa, KOTOPHIH OYHIIAIN ¢ IOMOIIBIO KOJIO-
HOYHOH Xpomatorpaduu ¢ ucnons3oBanueM 5% MeOH B JIXM B kauecTBE pacTBOPUTENS IS SITIOMPOBAHUS U
cwmkarens  230-400 wmem ¢ TmoimydeHWEM | -IUKIONpONHi-6-GpTop-9-MeTokcu-4,4-numeTnin-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xuHokcanuna (2,6 T, 32%) B Buae TPsA3HO-0€TI0T0 TBEPAOTO BEIIECTBA.

Cramuss 2.  IlepememmBaemblii  pactBop  l-mukmonponui-6-gprop-9-metokcn-4,4-numernn-4,5-
muruapol[ 1,2,4]tpuazono[4,3-a]JxuHokcanuna (2,6 T, 9,02 mmons, 1 3kxB.) B JIM®DA (30 mur) mpu 0°C o6pabdaTsi-
BanM nopuusMu B TedeHue 10 muH TBepabiM N-OpomcyknuHamugoM (1,68 T, 9,43 mmons, 1,05 axB.). Obecrme-
YMBAJIM HATPEBAaHUE PEAKIOHHON CMecU 0 KOMH. TEMIL. U nepememuBanu B TeueHue 30 muH. Ilocne 3aBepue-
HUA peakuuu (orcnexuBann nocpeactBoM JKX-MC) peaknuoHHYI0 cMech pa3baBisiin ¢ momomsio EtOAc
(50 M) 1 opraHudecKue cion MpombiBas Boaok (3x100 M), coneBbiM pactBopoM (100 MiT), BEICYIITUBAIHA HATT
6e3BoHBIM Na,SO4 M pacTBOPHUTENH BHITAPHBAIN TIPH NOHIDKEHHOM JaBlieHHH. HeounIneHHbIH NpoayKT 04u-
IIaJIK C MIOMOIIBIO KOJIOHOYHOH XxpoMaTorpaduu ¢ ucrons3osanueM 1,5% MeOH B IXM B kadecTBe pacTBOpHU-
TeIst JUTs SIIoupoBanus U cutmkareis 230-400 ment ¢ mosryyeHueM 8-06pom-1 -ruknonponun-6-gprop-9-meTokcu-
4,4-mumernin-4,5-quruapo[ 1,2,4]rpuazono[4,3-a]xunokcannaa (1,8 r, 55%) B Buzme rpsa3HO-0€I0TO TBEPAOTO
BEIIIECTBA.

Cunre3 8-0pom-1-1muknonponun-6-prop-4,4,9-rpumetmin-4,5-nuruapo| 1,2,4]rpuazono[4,3-a]XuHOKCAINHA
(mpomexxyTouHoe coenuHeHue B-12).
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Cramus 1. B nmepememmBaeMblii pactBop S-¢rop-3,3,8-tpumerii-3,4-nuruapoxunokcaint-2(1H)-tuona
(1,7 r, 7,58 mmonb, 1 3kB.) B TT'® (40 M) mo6aBmsu o KarwisaMm ruapasuH-ruapar (1,72 v, 37,94 Mmodb,
5 skB.) npu 0°C. PeakuunoHHyi0 cMech nepeMeuInBaid B TeueHue 16 4 mpu koMH. Temi. TEA (5,13 wu,
37,94 MMonb, 5 9KB.) I00ABISIIM B PEaKMOHHYIO CMECh M TepeMemnBain B TeueHue eme 10 mun [ukmnonpo-
nankapoonwxiopun (2,39 r, 22,76 MMob, 3 9KB.) OY€Hb MEUICHHO TOOABIISIIN B peaKIIMOHHYIO cMech mpu 0°C
W 3aTeM TepeMEeNInBaIi B TeUeHHE 2 9 MPH KOMH. TeMIl. PeaknmmoHHyI0 cMech pazbasisuin Bogoi (100 mur) u
skctparupoBan JIXM (3x100 mur). OObequHEHHBIE OpraHUYECKHE CJIOM ITPOMBIBAJIHM COJIEBBIM PacTBOPOM
(100 mu). Opranmdeckuii cioit BeIcymuBaiy Haa Na,SO,, KOHIICHTPHPOBAJIH TIPH TIOHIKSHHOM JaBJICHUH C TIOJTyde-
HHIEM HEOYHIICHHOTO TPOTyKTa, KOTOPBI OYHIIAIN ITOCPEACTBOM IMPOMBIBAHHS TMATHIOBEIM (hHPOM C TTOTyUICHHUEM
N'-(5-¢prop-3,3,8-tpumetin-3 ,4-muruapoxuHokcanus-2( 1 H)-uminen) muknonponankapoormruapasiga (2,1 r, 95%)
B BHJIC TPSI3HO-0EIIOTO TBEPIOTO BEIIECTBRA.

Cramust 2. N'-(5-®rtop-3,3,8-TpumeTtii-3,4-quruapoxuHokcannH-2( 1 H)-mmneH) mukionponankapOOHUIT A
pazun (1,44 r, 4,96 Mmoib, 1 9KB.) oMeIany B KPyrJIOAOHHY0 Kosoy (50 mir) u 3atem oxnaxaamu 1o -10°C. Oxcu-
xyopuz Gocdopa (4,7 mi, 49,65 Mmonb, 10 9kB.) 3aTeM N00ABISUIN 10 KAIUISIM K COSIMHEHHS C TOCIIELYIOIINM J0-
6aBnenremM 1o kKarsiM TEA (10,67 i, 4,96 Mmonb, 1 9kB.). IToce 3TOro peakmoHHyI0 CMeCh IepeMEINBaIN MPH -
10°C B Teuenne 10 muH u 3ateM 10 MHH IIpH KOMH. TEMIT. ¥ HAKOHEI[ KUIITIN C OOpaTHBIM XOJOAWJIEHHKOM B
TeueHne 2 4. Peaknmonnyto cmech oxiaxaany 10 0°C u 3areM ee 100aBIsUTH O KaIulsiM B APOOJICHBIH Jiex ©
MOCTOSIHHBIM TIepEeMEIIMBAaHIEM. B BOAHYIO YacTh MEUIEHHO MOOABIIIM XOJOIHBIN pacTBOpP aMMHuaka g0
pH~12. Boanyto wacte skcrparupoBamu XM (3x50 mi). OObeMHEHHbBIH OPraHWYEcKUil CIIOW HMPOMBIBAIN
coseBbIM pactBopoM (50 mur). Opranudeckuil ciioi BeICymuBanu Hax 0e3BogHbiM Na,SO4, KOHIEHTPUPOBAIH
NpY TOHM)KEHHOM JIaBJICHHH C MOJIYYEHHEM HEOUYMIIEHHOTO MPOAyKTa. HEeoUYHMIeHHBIH MPOAYKT OYHINAIA C
MIOMOIIIBIO KOJIOHOYHOM XpomaTorpadun (230-400 memr, cunukarens; 5% MeOH/AXM; 3nauenne Rs-0,4) ¢ mo-
TydeHueM | -muknonponui-6-grop-4,4,9-rpumernn-4,5-muruapol 1,2,4]tpuazono[4,3-a]xunokcamuaa (0,24 T,
18%) B BHE CBETIIO-KENTOTO TBEPIOTO BEIIECTRA.

Cramust 3. TlepememmBaemblii pactBop |-mmkionpormmi-6-¢prop-4,4,9-tpumernin-4,5-muruapol 1,2,4]tpua-
3010[4,3-a]xunokcammna (0,55 T, 2,02 Mmois, 1 3kB.) B JIM®A (15 vut) mpu -10°C 00padaThIBaiy MOPHUSMU B TEUE-
Hue 10 mun TBepabM N-OpomeykimarMunoM (0,36 T, 2,02 Mmonb, 1 5kB.). ObecrieurBany HarpeBaHNE peaKIMOHHOM
CMecH 10 KOMH. TeMII. ¥ nepememuBanu B TeueHue 1,5 4. [locne 3aBepuienns peakiyu (OTCISKUBAIH OCPE-
ctBoM JKX-MC) peaknpionHyo cMech pazbasisiii ¢ nomomibio EtOAc (80 mi1) n opranuueckue clion IpoMbIBa-
i Bogou (5%20 mur), coneBbIM pacTBopoM (20 MiT), BRICyIIMBamu Haj 0e3BOAHBIM Na,SO,4 U pacTBOPUTEINH BBI-
MapuBaNd NpU NOHWKEHHOM JaBleHHnU. HeouuieHHbli TpoJyKT OYHIaNU ¢ TOMOILIbIO KOJIOHOYHOM XpOoMaTo-
rpadun Ha crmkarene (230-400) (5% MeOH/AXM; 3nauenue R-0,4) ¢ noxyuennem 8-0pom-1-mukionpornui-
6-¢Top-4,4,9-tpumernn-4,5-quruapo[ 1,2,4]rpuazono[4,3-a]xunokcanmnaa (0,55 r, 78%) B Buae rpsa3Ho-0e10r0
TBEPJIOTO BEIIECTBA.

'H SIMP (400 MI'i;; IMCO-Dyg, 20°C): § 7,58 (1, 1H), 6,58 (c, 1H), 2,45 (c, 3H), 1,71-1,77 (1H), 1,44 (bs,
6H), 1,02-1,27 (4H).

Cunre3  8-6pom-1-atrn-6-¢prop-4,4,9-tpumernin-4,5-muruapol[ 1,2,4]rpuazono[4,3-a]xuHokcanmHa  (Mpo-
MEXYTOUYHOE COCTMHECHHE B—30)

- miBanomul _ SO0, Ho
_KnopEL Pd(OAc) 100°C: 21
DMAP: Py _— K,Po.l cucy Y
ohe oo .
DCH: CC 06p xmom 48 Cramua 3 MCO. 140°C

Cramux 1 Corapuan 2 Cramu 4
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pearest P N NBS
" NS  NHMN obp. X008, Ny -
—_— CH,CH,COCI N Cramus 8 N
Crages 5 N H Crasmex 7 N F
H Cramtx 6 F F IpomesyTouHoe

coeannenne B-30
Cranus 1. B nepemernmBaemMsiiil pactBop S-¢Top-2-metuin-dpennnamuna (100 r, 0,8 moxns, 1 3xB.) B XM
(1,5 nm) nobapmsua mupuauH (129 M, 1,6 Mons, 2 3kB.) ¢ nocneayromuM godasneaneM DMAP (1 r, 0,008 mons,
0,01 »kB.) Ipy KOMHATHON TeMIleparype. B 3Ty peakimoHHYI0 cMeCh M0OaBISIIH IO KaIlIsiM MTHBAJIOIMIIXJIOPH]T
(109 mur, 0,88 mMomb, 1,1 2xB.) pu 0°C ¥ OTYyYEHHYIO peaKIIMOHHYI0 cMech nepeMenmuBau nmpu 0°C B TedeHne
2 4. Ilocne n3pacxogoBaHUs MCXOQHOTO MaTepuaia (orciexuBanu nocpeacrsoM TCX B 10% EtOAc-Hex, Ry
0,7), peakIMOHHYIO cMeCh BhUTUBAIH B JiegsHoi pactBop 1 H. HCI (1,5 ) u nmepememmuBanyu B Teuenne 30 MuH
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[Ba ciios pa3aersui 1 opranndeckuii cioif npomeiBau pactsopom 1 H. HCI (1 1), 3aTem HachIeHHBIM pacTBO-
pom NaHCO; (1 1) u coneBeiM pactBopoM (1 1), BeICymuBanu Haja 6e3BoaHbIM Na,SO4 M KOHIEHTPUPOBAIH
TIPY OHM)KEHHOM JaBJICHUH. JTOT HEOUHIIICHHBIH OCTATOK PACTUPAJH B MIOPOIIOK C UCIOIH30BAaHNUEM I'eKCaHa C
nonyserneM N-(5-¢pTop-2-metmn-pennn)-2,2-qumeTtii-nponronamuaa (158 r, 95%) B Buge Oemoro TBepmoro
BEIIIECTBA.

Cramus 2. B mepememmBaeMblii pactBop N-(5-¢pTop-2-meTmi-penwnn)-2,2-mumetmwi-nponuonamunaa (90 r,
0,43 momb, 1 5kB.) B Tomyose (2 1) 700aBISITA MOHOTHAPAT Mapa-ToxyoJicysibdoHoBoi kucioth (82,0 T, 0,43
Moutb, 1 3kB.) 1 Pd(OAc), (9,66 T, 0,043 moms, 0,1 2kB.) ¢ mocaeayronuM nodaBieHueM N-OpOMCYKITHHIMHIA
(84,51, 0,473 Mmonsb, 1,1 5KB.) IpH KOMHAaTHOH TeMIIEpaType U MOIYUYEHHYIO PEaKIMOHHYIO0 CMECh IIepeMEIINBa-
I TIpU KOMHATHOH TeMmmepaType B TeueHue 48 4. Peakius, koropyro oTrciexuanu nocpenctsoM TCX (20%
EtOAc B rekcane), AeMOHCTpHpoOBaiia o0pa3oBanue Heooxoaumoro npoxaykra (Ry 0,4) Bmecre ¢ ~60% ucxomHo-
ro MaTepuana, He BcTynuBiuero B peakuuro (Ry 0,5). Bropyto maptuio 3arem nporousuiy, HaunHas co 100 T N-
(5-¢prop-2-mernn-denmn)-2,2-IMMETUII-IIPONMOHAMHIA, B COOTBETCTBHHU C TaKOH K€ MPOIEAYPOH, KaK OIHCaHO
Boiie. OObeIMHEHHBIE PEaKIIMOHHBIE CMECH U3 JIBYX mapTuil (Bcero 190 r McxomHOTro MaTepHana) 3aTeM KOH-
IEHTPUPOBAIIA W TIOMYyYEHHBIH 0cTaToK pactBopsuti B EtOAc u mpoMbiBanm Bojoi (aBaxknsl). OObeTMHEHHBIE
OpTraHMYECKHE CIIOW 3aTeM BBICYIIMBAIH HajJ 0e3BOIHBIM Na SO, M KOHIEHTPUPOBAIN IPU MOHIKEHHOM J1aB-
neHur. HeounmeHHbI OCTaTOK OYHWIIAM ¢ TIOMOIIBbIO KOJOHOYHOH xpomatorpadum (100-200 mem, cunmmka-
rems; 1-5% EtOAc/rekcan B KadecTBe 3JIOCHTA) ¢ mosrydeHHeM N-(2-0pom-3-¢rop-6-mermi-herun)-2,2-
numeTui-pornuornamMuaa (60 r, 22,9%) B Bume 0JIOTO TBEPIOTO BEIIECTBA BMECTE C BBLICICHHBIM HMCXOIHBIM
MaTepHuaoM, He BCTYIUBITUM B peakmmio (125 T).

Cranus 3. B npenBaputenbpHo oxnaxaeHHsI pactBop 70% H,SO, B Boae (430 min) nobasisum N-(2-6pom-
3-¢dTop-6-MeTnn-penmn)-2,2-mumerria-nponuonamun (60 r, 0,208 monb, 1 5kB.) nopuusiMu npu 0°C 1 moydeH-
HYIO PEaKIOHHYIO CMECh IIEPEMEIINBAIH ITPH KOMHATHOH TeMmIiepaType B TeueHre 10 MUH U 3aTeM HarpeBaju
npu 100°C B Teuenue 2 4. Ilocne u3pacxoqoBaHus HCXOQHOTO MaTepuana (orcaexusany nocpeactsoM TCX B 10%
EtOAc-rekcan, Ry 0,8) peakimonHyro cMech oxuaxkaamu jo 0°C u perymaupoamu pH 1o ~10 ¢ momomisio 10% pac-
tBopa NaOH. Iloiy4yeHHy0 OCHOBHYIO BOZIHYIO (PpaKIMIO SKCTparupoBaimyu ¢ nomorsio EtOAc (3x500 mir), oobe-
JMHEHHBIE OpraHMYEeCKHE CIIOH MOCIIeJ0BATEIbHO IIPOMBIBAIN BOJIOH U COJIEBBIM PacTBOPOM, BBICYIIMBAIHM HaJ
6e3BogHbIM Na,SO,4 M KOHIIGHTPUPOBATIH NPU TOHIDKEHHOM JABJICHHH C MOJTYYCHHEM HEOUHIIEHHOTO OCTATKA.
Ero ounmanu ¢ momompio KooHOUHON xpomarorpaduu (cummkarens, 100-200 memr; 1-3% EtOAc/rekcan B
KadyecTBE JIIIOEHTA) C MOIy4eHueM 2-0pom-3-prop-6-metni-penunamunaa (36 r, 85%) B Bume 61exHO-KENTON
JKUIKOCTH.

Cragus 4. B mepememmuBaeMylo CyCHeH3UI0 2-0poMm-3-pTop-6-meTmn-pennnamuna (36 r, 0,1764
Momab, 1 3kB.) B cyxoM JIMCO (540 mu) moGaBisutk 2-aMHUHO-2-METHI-TIPONMOHOBYI0 KHCioTy (16,9 T,
0,1636 momnb, 0,93 3kB.) ¢ mocnenyromum godasneaneM K;PO, (75 1, 0,3528 Moinb, 2 9KB.) IpHU KOMHATHON
Temriepatype. [lony4eHHyI0 peakIIMOHHYIO CMECh JIETa3upOBAIH a30TOM B TedeHue 30 MUHYT, 3aTeM 100aBIsIn
CuCl (1,75 1, 0,0176 moms, 0,1 3kB.) U peakMOHHYIO cMech HarpeBanu pu 140°C B Teuenue 5 4. [Tocne uzpac-
XO0JIOBaHUS UCXOMHOTO MaTepuana (orciexuBanu nocpeactsoM TCX, 20% EtOAc-rekcan, Ry 0,4) peakmuon-
HYIO CMECh OXJIaXIaJIM 10 KOMHATHOH TeMIlepaTyphl U (GUILTPOBAIN Yepe3 ciioi nenuta. [locie mpoMbIBaHus C
nomornisio EtOAc (500 mir) momydeHHbIH QHIBTPAT BRUITUBAIH B JICASHYIO BOIY (2,5 JI) U MONYYCHHYIO BOTHYIO
¢pakiuro sxcTparuposain ¢ nomouipio EtOAc (2x750 mur). O0beiMHEHHBIE OpPraHUYECKHE CIIOHM TTPOMBIBAIIH
BOJIOH (2x750 mit) u coneBbiM pacTBopoM (500 mut), BEICyImIuBamu Haj 0e3BoaHBIM Na,SO, v BeIIApUBAIH PU
TIOHI)KEHHOM JIaBJICHHUU C TIOJIyYe€HHEeM HEOYMIIIEHHOTO OocTaTKa. Ero pacTupaii B MOPOIIOK TeKCaHOM, (DHUIBT-
POBaJH ¥ BBICYIIMBAJIHM C MOMydeHneM S-¢pTop-3,3,8-rpumerin-3,4-qurunpo- 1 H-xuHokcammna-2-oHa (19 1, 52%)
B BU/I€ KOPUIHEBOTO TBEPJOTO BEIIECTBA.

Cramus 5. B pactBop 5-dprop-3,3,8-tpumernn-3,4-nuruapo- 1 H-xunokcammu-2-ona (19 T, 91,2 Mmonsb, 1 9kB.) B
tosryosie (380 mi) noGasisum peareHt JlaBeccona (55,5 r, 137 mmonb, 1,5 9KB.) Ipu KOMH. TEMII. U pEaKIIUOH-
HYIO CMECh KUIISITIIIH ¢ 00paTHBIM XooamisHukoM mpu 120°C B Tedenune 1 4. [Tocie u3pacxomoBaHust HCXOI-
Horo Matepuana (orcnexxusanu nocpeactsoMm TCX B 20% EtOAc-rekcan, Ry 0,7) peakiimoHHYI0 Maccy OXJax-
Jlaji 10 KOMHAaTHOM TeMmeparypsl U racwin Hachkill. pactBopoM NaHCO; (250 M) u moiydeHHYIO BOJHYIO
(dpakmuto sxcTparupoBanu ¢ momonislo EtOAc (3x250 min). OObeMHEHHBIE OPTAaHWUYECKHE CIIOW TPOMBIBAITH
BOJI0H (250 Mu1) 1 coneBbIM pacTBOpoM (250 mut), BeIcymmBany Haj 6e380aHbIM Na,SO, 1 BeIIApUBAIIH MIPU HO-
HIDKCHHOM J1aBJIeHUH. [1oyydeHHBIH HEOYHMIICHHBIH OCTaTOK OYHMIIAIM C MOMOIIBI0 KOJIOHOYHOW XpoMmarorpa-
¢un (cunukarens 100-200 mem; 3-5% EtOAc/rekcan) ¢ noixyuenunem S-drop-3,3,8-tpumernin-3,4-quruapo-1H-
XHHOKcanuH-2-TroHa (19 T, 93%) B BHJIE KEITOTO TBEPIOTO BEIIECTRA.

Cramus 6. B mepememmuBaembiii pactBop S-prop-3,3,8-Tpumerni-3,4-quruapo- 1 H-xuHokcanmH-2-TrHoHa
(9 1, 0,0401 momp, 1 3xB.) B Terparumpodypane (225 mi) mo KarsMm 1o0aBisuty Tuapar ruapasuHa (6,02 T,
0,1203 moub, 3 2xB.) pu 0°C U peakMOHHYIO CMECh TIEPEeMEIINBAIN MTPH KOMHATHOW TeMIiepaType B TeUCHHE
16 4. TpuyTrnamus (27,8 mi, 0,2006 Momb, 5 3kB.) u npomanuxiopun (10,5 v, 0,1203 Mo, 3 9KB.) 100aBII-
T B pEeaKIMOHHYIO cMech o KaruisiMm rpu 0°C 1 ee mepeMenrBaiy B TeueHue 2 4 IpH KOMHATHOHN TeMIepary-
pe. ITocne n3pacxoq0BaHMsI UCXOAHOTO MaTepHraa (OTciaekuBaH ocpeactsoM KX-MC) peakimoHHYIO CMeCh
pa3b6asmsun Bomoit (250 mi) m sxcrparupoBanu ¢ nmomombio 10% MeOH-IAIXM (5x250 mim). O0benuHEeHHBIE
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OpraHUYECKUE CJIOW TPOMBIBAIN COJIEBBIM pacTBopoM (250 mu), BeicymmBaiy Hax Na,SO, M KOHIEHTPUPOBAIIH
IpY TOHW)KEHHOM JaBIeHHH c nosydeHueM (5-¢rop-3,3,8-tpumerni-3,4-auruapo-1H-xuHokcannu-2-uimaeH)-
THIpa3uia TIPOITMOHOBOM KUCIIOTHI (12,5 T HEOUHITIEHHOTO MaTepHalia) B BUIE TPSA3HO-0€I0T0 TBEPIOTO BEIECTBA.

Cramuss 7. Heounmennsit (5-drop-3,3,8-rpumetin-3,4-nurunpo- 1 H-xuHOKCaTWH-2 -UTHIEH ) -THAPAZH]T
MPONMMOHOBOH KUCHOTHI (12,5 T, 0,0449 Monb, 1 2KB.) MOMEIIATN B KPYTIIOJOHHYIO KOJIOY, 3aTEM €Tr0 OXJIaXaalln
1o -10°C. Oxcamunxiopun docdopa (20,9 mur, 0,2243 mMonb, 5 3KB.) 3aTeM IO KarulsiM TOOABIISIIIN K COCTUHE-
HUIO C MOCJIECIYIOIIMM T00aBIIEHHEM 10 KaruisiM TpudTwiamuHa (6,25 mit, 0,0449 moms, 1 3kB.). Ilocie storo
peaKIMoHHYI0 cMech nepememmBany mpu -10°C B teuenue 10 MUH ¢ TIOCTEAYIONMM TEPEMENINBAHUEM TIPH
KOMHATHOY Temreparype B TeucHre 10 MUH U HAKOHEI[ KHUITATIIIN ¢ 0OpPaTHBIM XOJOAMIBLHHKOM B TEYCHHUC 4 .
[ocne m3pacxonoBaHHs MCXOIHOTO Marepuaina (orciexxuBanu nocpenctsoM JKX-MC) peaknmoHHYIO CMech
oxaxxaanu 10 0°C u racwiu IpoOJIeHBIM JIbAOM B Boje (250 Mi1). 3aTeM BOIHYIO YacTh MOANICTAYUBAIN 100aB-
JICHUEM T10 KaIUIsIM XOJIOAHOTO pacTBopa aMMmuaka (250 mir). [TonyueHHyI0 OCHOBHYIO BOJHYIO (PPAKLIUIO DKCT-
parupoBas ¢ iomotibio EtOAc (3x500 M) m 0ObeIMHEHHBIE OPTAHUIECKUE CJIOM TMPOMBIBAIIN COJIEBBIM pac-
TBOPOM (250 Mi1), BeICymmBaiu Hall 6e3B0IHBIM Na,SO,4 ¥ KOHICHTPUPOBAJIH MPH MOHKEHHOM aaBieHud. [1o-
Jy9eHHBIH HEOUMILECHHBIH OCTaTOK OYMILAIH ITOCPEICTBOM PACTHPaHUs B MOPOIIOK ¢ ucnoab3oBanneM MTBE ¢
noiay4eHueM 1-3tmin-6-¢dTop-4,4,9-rpumermn-4,5-qurunpo[ 1,2,4]rpuazono[4,3-a]xuHokcamnHa (6,5 T, 56%) B
BHUJIE TPSA3HO-0EJI0T0 TBEPAOTO BEIIECTRA.

Cranus 8. B pacTBop 1-3Tun-6-grop-4,4,9-rpumernin-4,5-nurunpol[ 1,2,4]rpuazono[4,3-
a]xunokcanmuna (10 r, 0,0384 moup, 1 3kB.) B JIM®PA (250 mur) moGaBmsimiu NBS (7,52 1, 0,0422 Mo,
1,1 skB.) mopiusamu npH -10°C 1 MOTyYeHHYIO peaKIIMOHHYIO0 CMECh TIEPEeMENTUBAIH ITPH KOMHATHON TeMITe-
patype B TeueHue 4 4. [locite m3pacxoqoBaHus UCXOMHOTO Marepuaia (orciexuBanu mocpenctsoM KX-MC)
PEaKIMOHHYIO0 cMech pa30aBisiu BoAol (500 M) u skcTparupoBanu ¢ nmomoisio EtOAc (2x250 mi). O6beau-
HEHHBIC OpraHUYecKue CJIOM TpombiBasid Bogol (500 mur) u coseBbIM pactBopoM (400 MiT), BEICYIIIMBAIA HAT
6e3BoaHBIM Na,SO4 M KOHIICHTPHPOBANM MPU MOHMKCHHOM JaBiicHHH. [10ydeHHBIH HEOUYHINCHHBIH OCTaTOK
OYMIIAIH C MOMOIIBIO KOJOHOUHOH xpomaTorpadun (230-400 memr, cunukarens; 5% MeOH/IXM B kadecTtse
JIIOECHTA) c HOJIy4CHHEM 8-0pom-1-aTrn-6-drop-4,4,9-rpumernin-4,5-quruapo| 1,2,4 | tpuaszono[4,3-
a]xuHokcanuHa (7,5 T, 58%) B BHIE rpsI3HO-0EI0T0 TBEPIOTO BEUICCTBA.

Cunre3 8-0pom-6,7-nudrop-1,4,4,9-rerpamernin-4,5-nuruapo[ 1,2,4]rpuazono[4,3-a]xuHokcanuna (1po-
MEXYyTOUHOE coeanHeHne B-38).
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Cramus 1. B cycnensuto 4,5-mudrop-2-mermwianmnuia (0,5 r, 3,49 mmodnb, 1 3xB.) B JIXM (30 M) mobag-
nsmm Bry (0,55 T, 0,17 Mo, 3,49 mmons, 1 9kB.) B JIXM (20 M) nipr 0°C. 3aTeM peakMOHHYIO CMECh IepeMe-
MIMBaJH MIPYU KOMH. TeMII. B TeueHne 2 4. Ilocie m3pacxomoBaHus UCXOTHOTO MaTepHaja PEaKIHOHHYIO MacCy
racui HachieHHBIM pacTBopoM NaHCO; (50 mim). Opranudeckuii Ci0i OTIACISITA ¥ BOJHBINA CIION dKCTparu-
poBay ¢ oMotibio IXM (50 mur). OObeqMHEHHBIE OpTaHUYECKHE CIIOM MpoMbIBaM Bomoit (150 mur), 3atem
coJleBbIM pactBopoM (150 mur), BeIcymmBanu Hax 6e3BOAHBIM Na,SO4 ¥ pacTBOPUTEINb BHITIAPUBAIIHU C TTOJTyde-
HUEM HEOYMINEHHOTO MPOIYKTa, KOTOPHIH OYHINAIN C MOMOIILI0 KOJIOHOUHOW XxpomaTorpadum (230-400 merr,
cumkarenb; 10% EtOAc/rexcan; 3Hauenue R-0,6) ¢ monyuenuem 2-6pom-3,4-nu¢rop-6-merunannnuna (0,4 T,
52%).

Cramust 2. Cycnensuto 2-6pom-3,4-nudrop-6-metwnanwmua (0,25 1, 1,13 mmoms, 1 3kB.), 2-
amuHOMacisHoH kucioThl (0,23 T, 2,26 MMonb, 2 3kB.) B JIMA (10 M) B TepMETHYHO 3aKPHITOH MpoOUpKe Je-
3okcurenupoBanu Ar B teuenune 20 mua DBU (0,35 mu, 2,26 mmons, 2 5k8.) u Cul (0,02 1, 0,113 MMmoms,
0,1 5KkB.) 100aBISTM M peaknMOHHYIO cMech nepememmBaiu npu 140°C B teuenune 16 4. [locne 3aBeprueHus
peaknuu ee GUIBTPOBAIH Yepe3 CIION HeauTa u mpoMbiBainu ¢ momornibio EtOAc (100 mur). @unbTpart pa3zbasiisi-
1 ¢ nomotubio EtOAc (100 mir) 1 mpombiBaiu Boxoi (3x150 mut), coneBbiM pactBopoM (200 M), BEICYIINBAIIN
Hax 6e3BogHbIM Na,SO4 U pacTBOPHUTENb BHITAPUBAIH MPH MOHIKEHHOM JIABICHUH C ITOJyYE€HHEM HEOUHIIICH-
HOTO TIPOAYKTA, KOTOPBII OYHIAIH C MOMOIIBI0 KOIOHOYHOH Xxpomartorpaduu (100-200 mem, crmkarens; 30%
EtOAc/rexcan; 3nadenne Rq-0,4) ¢ momydenuem 5,6-mudTop-3,3,8-tpumernin-3,4-muruapoxuHokcannt-2(1H)-
ona (0,2 T, 75%).

Cramus 3. B pactBop 5,6-nudtop-3,3,8-pumetni-3,4-muruapoxuHokcanua-2(1H)-ona (3,66 T, 17,6 MMob,
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1 3kB.) B Tomyoute (75 M) mo6aBnsuin peareHt JlaBeccona (10,67 r, 26,2 MMonb, 1,5 9KB.) TP KOMH. TEMII. U
peakunoHHyto cmech HarpeBanu npu 120°C B teuenue 40 mun. [locine 3aBepiieHns peakuuu (OTCISKHUBAIHU IO-
cpenctBoM TCX) peakImoHHYIO cMech Tackiid HachIiml. pactBopoM NaHCO; (100 mur) ¢ mociemyrommmM 3KCTpa-
rupoBanueM c¢ romouipio EtOAc (2x100 mir). O0bearHEHHBIE OpraHUYECcKHe CIION MPOMbIBaH BooH (100 M),
cosreBbIM pactBopoM (100 mur), BeIcymmBamu Hax 6e€3BOAHBIM Na,SO4 ¥ pacTBOPUTEINb BHITIAPUBAIIHN C TTOJTyde-
HUEM HEOYMIIEHHOTO MPOIYKTa, KOTOPHIH OYHINAIN C MOMOIILI0 KOJIOHOUHOW xpomaTorpadum (230-400 mer,
cwmmkarenb; 20% EtOAc/rekcan; 3Haduenme R-0,4) ¢ momydenuem 5,6-mudrop-3,3,8-Tpumerni-3,4-
muruapoxuHokcanuH-2(1H)-trona (2,8 T, 71%) B BHIE KENTOrO TBEPAOTO BEIIECTBA.

Cramgus 4. B mepemermmBaeMblii pactBop 5,6-mudrop-3,3,8-tpumeTnin-3,4-muruapoxuHokcannd-2(1H)-trona
(5,50 r, 24,55 mmonsb, 1 9kB.) B TT'® (30 Mi1) m00aBisiM MO KarusiM Tuapasus-ruapar (5,17 v, 122,76 Mmons,
5 akB.) mpu 0°C. 3aTeM peakIMOHHYIO CMECh MepeMeIIuBaid B TeueHue 16 1 mpu komH. tem. TEA (16,7 wmu,
122,76 MMoOIb, 5 5KB.) JOOABIISUIN B PEaKIIMOHHYIO CMECh M NepeMEeINBaIIN B TeueHue eme 10 MuH AneTuixio-
pun (5,78 r, 73,65 Mmmoib, 3 5KB.) n00aBIAIM OueHb MeaieHHO npu 0°C u 3aTeM cMech NepeMelInBaii B Tede-
HHE 2 9 IIpY KOMH. TeMIl. PeakiimonHyto cMech pa3odasisiiin Bogoi (50 Mi1) ¥ 9KcTparupoBanu ¢ nomouipo XM
(5%100 mur). O6benUHEHHBIC OPTAHWYECKHE CIIOW MPOMBIBAIN COJeBBIM pacTBopoM (100 mur). Opranmyeckuit
cioit BeicymmBany Haja Na,SOy4, KOHIIGHTPUPOBAIN MPH MTOHIKCHHOM JABJICHHUHU C MTOJTydCHHEM HECOUYHUIICHHOTO
Marepuana, KOTOPBIH OYMINANIM ITyTeM HPOMBIBAHHS IUITHIOBBIM 3(pHupoM, ¢ mnoiydeHueM N'-(5,6-mudrop-
3,3,8-tpumerii-3,4-aurunpoxuHokcanun-2( 1| H)-uminen)aneroruapasuna (5,5 T, 85%) B Bune 6emoro TBepaoro
BEIIIECTBA.

Cramus 5 N'-(5,6-/ludrop-3,3,8-tpumernii-3,4-guruapoxunokcannna-2( 1 H)-unmunen)aneroruapasun (5,5 r,
20,8 Mmomb, 1 9KB.) TOMeIANH B KPYIOAOHHYIO Koyi0y (50 mur) u 3atem oxmaxkaamm 1o -10°C. Okcuxiopun
dhocdopa (18,4 M, 197,6 MMoitb, 9,5 3KB.) 3aTeM MOOABIISIIN 1O KAIUIAM K COSAMHEHHUIO C MOCIEAYIOMNM J0-
6asienneM 1o kamrsiM TEA (2,9 mn, 20,8 MmMoub, 1 3kB.). [Tociie 3TOro peakimoOHHYI0 CMECh IepEeMEITHBATN
npu -10°C B Teyenne 10 muH 1 3areM 10 MUH IIpU KOMH. TEMIT. © HAKOHEL KUIISTHIIN ¢ 0OpaTHBIM XOJIOJMIbHHU-
KOM B TeucHue 4 4. Peakimonnyro cMech oxnaxaanu 1o 0°C u 3aTeM Mo KaruisiM T00aBIsuTd B IPOOIICHBIH JieH ¢
MOCTOSIHHBIM TIEpEMEIIUBAaHIEM. B BOJHYIO YacTh MEJICHHO JOOABISUIM XOJIOHBINH pacTBOp ammuaka (100 mi).
Bonnyro gactek skcTparupoBasiv ¢ momomisio JIXM (2x100 mi). O0beTMHEHHBI OPTaHUISCKUH CIION TTPOMBIBA-
1 cosieBbIM pactBopoM (100 mir). Opranndeckuii cioi BeicynuBany Haj 6e3BoaHbIM Na,SOy4, KOHIIEHTPHUpPOBa-
JIM TIpY TIOHI>KCHHOM JIaBJICHHH C TIOJIyYEHHEM HEOUHMIIEHHOTO NMPOAYKTA, KOTOPBIH OYHINAIN C TIOMOIIBIO KO-
noHouyHOM Xxpomatorpadun (230-400 mem, cunukarens; 5% MeOH/AXM; 3nauenue Ri-0,4) ¢ moryuenuem 6,7-
mudrop-1,4,4,9-rerpamernn-4,5-muruapo| 1,2,4]tpuazono[4,3-a]xuaokcanmuaa (3,0 T, 59%) B BHme XenToro
TBEPJIOTO BEIIECTBA.

Cramus 6. [lepememmBaeMsbiii pactBop 6,7-mudrtop-1,4,4,9-retpamernin-4,5-muruapo(1,2,4]rpuazono(4,3-
a]xuHokcanmuna (4,0 r, 16,2 mmonsb, 1 3kB.) B IM®A (40 mi) nipu -10°C o6pabaTeiBa IOPIUAMA B TCUESHUE
10 mue TBepabIM N-O6pomcykmmanmunoMm (3,1 T, 17,1 mmons, 1,05 3xB.). OGecniednBany HarpeBaHUE PeaKIMOH-
HOM CMECH JI0 KOMH. TEMII. U MepeMeImBaiy B Teuenue 1,5 4. [Tocne 3aBepmieHust peakiuu (OTCIEKUBAIN TI0-
cpenctBoM XKX-MC) peakumoHHy0 cMech pa3daBmsu ¢ momorbio EtOAc (300 mu1) u opraHUYECKUE CIIOU
MIPOMBIBAIH BoAoH (5x50 mir), coneBbIM pacTtBopoM (50 mur), BeicymmBainy Haa 6e3BoaabiM Na,SO4 U pacTBOpH-
TeJb BBIAPHUBAIH TPU MOHKCHHOM JABJICHUH C MMONydCHHEM HEOUHMIIIEHHOTO MPOIYKTa, KOTOPBIA OYHIIATHN C
MOMOIIBIO KOJIOHOYHOM XxpoMmarorpadun Ha cunkarene (230-400) (5% MeOH/XM; 3nauenne R-0,3) ¢ momy-
yeHneM 8-0pom-6,7-mudrop-1,4,4,9-retpamernn-4,5-nurunpo| 1,2,4]rpuazono[4,3-aJxunokcanuna (3,3 r, 63%)
B BHJIE I'PSI3HO-0EIIOr0 TBEP/IOTO BELIECTBA.

Cunre3 8-6pom-6-¢rop-1,4,4-rpumetnin-4,5-nuruapo[ 1,2,4]rpuazono[4,3-a]xuHOKCANNH-9-KapOOHUTpHIA
(mpomexxyTouHoe coenuaeHue B-39).
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ITepememmBaeMblii  pactBop 6-¢hrop-1,4,4-tpumeTtmin-4,5-nuruapo[ 1,2,4]rpuazomno[4,3-a]XxuHOKCATHH-9-
KapOOHHUTpWIa (U1 CHHTE3a CM. IIPOMEXyTouHoe coeamHenne B-41) (2,0 r, 7,78 mmons, 1 skB.) B MDA
(20 mu) mpu 0°C obGpabateiBanu mopumsiMu B Tedenne 10 muH TBepasiM N-OpomcykumHuMuzom (1,38 T,
7,78 MMoib, 1 9kB.). OOecrieunBaii HarpeBaHNE PEaKIMOHHOM CMECH /10 KOMH. TEMII. U EepeMEIINBalI B Teue-
Hue 1,5 u. [locine 3aBepmenus peakiun (otcnexusainn nocpenctsoM JKX-MC) peakunoHHYI0 cMech pa30aBiis-
mu ¢ nomomsio EtOAc (100 M) m opranwdeckue ciion TpoMbIBad Bojon (5x100 MiT), COJIEBEIM PacTBOPOM
(100 mu), BeICYmIMBanyu Hajx Oe3BoAHBIM Na,SO4 M pacTBOPHUTENs BHIIAPHBAIM NMPU TOHMKXEHHOM JIaBJICHHUU C
MOJYYCHHEM HEOUYHMIIEHHOTO MPOAYKTA, KOTOPBIH OYHINAIN C TIOMOIIBIO KOJIOHOYHOW XpoMmarorpaduu Ha CHIIH-
karene (230-400) (5% MeOH/IAXM; 3nauenue Rs-0,3) ¢ momydermem 8-6pom-6-¢Top-1,4,4-rprmeriin-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xuHokcanua-9-kapborutpuna (1,5 r, 58%) B Buae rpsA3HO-0eI0TO TBEPAOTO Be-
IIECTBA.
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Cunrez  (8-0pom-6-¢drop-1,4,4-tpumernin-4,5-nmurunpo[ 1,2,4]rpuazono[4,3-a]xuHokcanun-9-uiaa)MeOH
(mpomesxyTouHOe coenuHeHne B-41).
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Cramust 1. PactBop 6-(prop-9-merokcu-1,4,4-tpumetmin-4,5-nuruapo|1,2,4]rpuazono[4,3-a]XxuHOKCAINHA
(ms cuHTE3a cM. mpoMekyTouHoe coeauHeHue B-10) (12 r, 45,80 mMoinb, 1 5kB.) B BogHOM pactBope HBr
(350 mur) marpeBanu g0 80°C u 3areM H00aBISIN YKCycHYI0 KUCIOTy (100 MiT) M HarpeBaHWe MPOIOJKAIA TIPH
120°C B Teuenue 48 4. Ilocie 3aBepiieHns peakiuu (OTciaexnBanu nocpeactBoM TCX) peakIMOHHYIO CMECh
pasbasisum neastHor Bozoi (1000 M) m moamenadnBanu OukapooHaroMm Hatpus (pH>8). Peaknmonnyto cmech
skcTparupoBanu ¢ nomompio EtOAc (3x500 wmur). OObeAWHCHHBIE OPTaHUYECKHE CIIOM MPOMBIBATH BOJIOW
(1000 M), coneBbM pactBopoM (1000 M), BeICyITBaH HaJ 6€3BOAHBIM Na,SO4 U pacTBOPUTEIHL BEITIAPUBATTA
C TOJIy4YeHHEM HEOUYHIIEHHOTO MPOAYKTA, KOTOPHIH OYMIIANN C IMOMOIIBI0 KOJIOHOYHON XpomaTorpaduu ¢ Uc-
nonb3oBanueM 3% MeOH B JIXM B kauecTBe pacTBOPHUTENS Ui dIoupoBaHus U cunukarens 230-400 mem ¢
nonydeHueM 6-¢rop-1,4,4-tpumermn-4,5-quruapo[ 1,2,4]rpuazono[4,3-a]xunokcanun-9-oma (8 v, 70%) B BHUIE
rps3HO-0enoro TBepaoro BemecTra (cucrema TCX, 5% MeOH B IXM, R~0,2).

Cramust 2. B memsHol XomomHbelii pactBop 6-¢rop-1,4,4-rpumermn-4,5-nuruapo[1,2,4]rpuazono[4,3-
a|xuHOKcanuH-9-o1a (8 r, 32,25 mmous, 1 3kB.) B IXM, TEA (4,89 1, 48,32 mmonb, 1,5 3xB.) u DMAP (591 1,
48,37 mMmoutb, 1,5 3KkB.) M00aBISUIM U CMECh TIEpEMENTHBAIH TIPHU TaKOH ke Temreparype B Teuenue 10 muH 3a-
TeM TpudTOpMeTaHCYyIbPOoHOBEIN anruapun (10,92 1, 38,70 mmoins, 1,2 5KkB.) 1OOABISUIH 1O KAIUIAIM U CMECh
nepeMemuBaiy B Teuenne 16 4. [Tocne 3aBeprieHust peakuu (oTciexuBain mocpenctsoM TCX) peakmoHHy0
cMech pazbapmsum JeasHod Bomow (1000 MuT) W peaknMOHHYIO CMECh JKCTparupoBaid ¢ ToMolipio XM
(2x500 mi). OOBeAMHEHHBIE OpraHYecKne cIou pombIBaiy Bojoi (1000 mir), coneBbiM pactBopoM (1000 M),
BBICYIIMBaNX Hal 6e3BogHBIM Na,SO, U pacTBOPUTENh BHINIAPHUBAIH C MOIYYCHHEM HEOUHIIEHHOTO MPOIYKTa,
KOTOPBII OYUIIAIH C TIOMOIIBIO KOJIOHOYHOM Xpomarorpaduu ¢ ucnois3oannueM 2% MeOH B /IXM B kagecTBe
pacTBopuTeNs A dionpoBaHusS u cwimkarens 230-400 mem ¢ momydeHuem 6-¢rTop-1,4-mumeTnin-4,5-
muruapo| 1,2,4]tpuazono[4,3-aJxuHokcanuH-9-un-rpudTropmerancynsponara (4 1, 33%) B BHIE KHIKOCTH.
(Cucrema TCX, 5% MeOH B JIXM, R-0,5).

Cramust 3. B mpoxmyTtwlii  aproHoM pactBop 6-¢rop-1,4-mumermn-4,5-nuruapo[1,2,4]rpuasono[4,3-
a]xuHOKCANMH-9-mi-TpudTopmerancynbponara (4 r, 10,52 mmons, 1 9kB.) B 1,4-muokcane no6asmsun N,N'-
mumermwTneHanamus (0,611 r, 37,67 mMoins, 0,5 9kB.) u nmanua muaka (0,962 1, 10,52 mMMoinb, 1 3kB.) u
cMech nepemermmBany B TedeHre 10 muH 3atem mobasmsau Pdy(dba)s (1,089 r, 1,052 MmMous, 0,1 5kB.) 1 xant-
phos (0,611 r, 1,05 mmomb, 0,1 3KB.) U peakIMOHHYIO CMECH MPOYBAJIM B TCUECHHUE €IIe 5 MUH, U PEAKIMOHHYIO
cMmech HarpeBanu g0 100°C B teuenme 12 4. Ilocie 3aBepmieHUst peakuu (OTciexuBain nocpeacrsom TCX)
PEaKIMOHHYIO CMeCh (PUIIBTPOBAIIH Yepe3 ciIol rennTta. PuinbTpar KOHIIEHTPUPOBAIH B BAKYYME C ITOJTydCHHEM
HEOYHIIEHHOTO MPOAYKTa, KOTOPBIH OYHIAIN C TIOMOIIBI0 KOJIOHOYHOH XpoMmartorpaduu ¢ ucrnoias3oBanneM 4%
MeOH B JIXM B KadecTBe pacTBOPHUTEIS IS JIFOMpoBaHus U crnkarens 230-400 mern ¢ mosryaenueM 6-¢rop-
1,4,4-tpumerun-4,5-nurunpol 1,2,4|tpuazono[4,3-a]xuHokcanuu-9-kapoonutpmna (3 r, 37%) B BUAE KUIKOCTH
(cucrema TCX, 5% MeOH B IXM, R0,4).

Cramuss 4. B pactBop  6-drop-1,4,4-tpumernin-4,5-aurunpo[ 1,2,4]rpuazonol4,3-a]xuHokcann-9-
kapOonutpuina (0,1 r, 0,389 mmomns, 1 3kB.) B Tomyone (5 mi) mobasmsutu DIBAL-H (0,2 mi, 0,389 mmons,
1 skB.) mpu 0°C. PeakniuoHHy0 cMech NepeMelInBaIl MpHU Takoil ke TemmnepaType B TedeHue 3 4. Ilocne 3a-
BepleHus peaknuu (orciexnBany nocpeactsoM TCX) peakunonHylo cmech racuiu ¢ momoinsto NH4Cl u ake-
TparupoBaiu ¢ momoiisio EA. OpraHndeckuii Ciioi MpOMBIBIH BOJIOH, COJIEBBIM PAaCTBOPOM, BBHICYIITUBAH HAJl
Na,SO,, huneTpoBany U paCTBOPUTEINH BEITIAPUBAIHN IIPH MOHKECHHOM JABJICHUH C ITOTyYeHHEM HEOUYHIIEHHO-
0 TPONYKTa, KOTOPBHIH OYHIIAINA C IMOMOIILI0 KOJOHOYHOH Xpomarorpaduu ¢ mosryaeHuem 6-drop-1,4,4-
TpuMeTii-4,5-nurunapol 1,2,4]tpuazono[4,3-a]xunokcannu-9-kap6ansaeruna (0,04 r, 34%) B BuIe KOPUIHEBOTO
TBEPJIOTO BEIIECTBA.

Cramus 5. B pactBop  6-drop-1,4,4-tpumernin-4,5-aurunpo[ 1,2,4]rpuazono[4,3-a]xuHokcanH-9-
kapOanpneruaa (0,04 r, 0,15 mmonb, 1 3kB.) B TT'® (5 M) mobasismu LAH (0,005 r, 0,15 mMouns, 1 3kB.) npu
0°C. PeakunoHHyI0 cMech epeMeIIuBaIN IPU TaKoH ke Temneparype B TeueHue 3 4. [locne 3aBepiieHus peak-
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uuu (orcnexxuBanu nocpeactTBoM TCX) peakIMOHHYIO CMECh FacHIIM HACHIIEHHBIM pacTBOpoM Na,SOy4 U 9KCT-
parupoBanu ¢ nomomsio EA. Oprannueckuil cnoil mpomsIBany BOJOMH, COJEBBIM PACTBOPOM, BBICYIIUBAIN HaJ
Na,SO,, GUIBTpOBAIN U PACTBOPUTENH BHITIAPUBAIHN MIPY TTOHMKEHHOM JABJICHHH C MOTY4YEeHHEM HEOUYHIIICHHOTO
TIPOIYKTA, KOTOPBIA OYHIIIAIH C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu ¢ morydeHueM (6-¢prop-1,4,4-tpumMeTrin-
4,5-muruapo[ 1,2,4]rpuazomno[4,3-a]xurokcanmH-9-m1)MeOH (0,01 1, 25%) B Bue KOpUIHEBOH KaMeIu.

Cramuss 6. IlepememmBaemsbiii  pactBop  (6-drop-1,4,4-tpumernin-4,5-nuruapo|1,2,4]rpuazono[4,3-
a]xuHokcanmuua-9-un) MeOH (0,18 1, 0,692 Mmmonb, 1 5kB.) B JIM®DA (15 mi) ipu 0°C 06pabaTheiBaiy MOPIUIMHU
B Teuerue 10 muH tBepapiM N-Opomcykmuaumuaom (0,123 r, 0,692 MMoub, 1 3kB.). ObecnieunBany HarpeBaHue
PpeaKkuMoOHHOM cMecH 10 KOMH. TEeMIL. M repeMennBaiy B TedeHue 1,5 u. [Tocne 3aBepuieHus peakuu (OTCIeKH-
Basn nocpezctBoM JKX-MC) peaknmoHHyI0 cMech pazbasisumn ¢ nomorbsio EtOAc (30 mir) m opranndeckue
CJIOW TTPOMBIBAITH BOJIOM (5x50 Mi1), coneBsIM pacTBopoM (50 mur), BeICymMBau Ha 6e3BoaHbIM Na,SO, u pac-
TBOPHTEIb BHINAPUBAIN IIPH MOHIKCHHOM JIABJIICHHUM C MOJYYEHHEM HEOUYHIIEHHOTO MPOAYKTa, KOTOPBIH O4H-
IIaJM C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha cunukareie (230-400) (5% MeOH/AXM; 3nauenue R-0,3)
¢ mnoxydeHueM (8-6pom-6-rop-1,4,4-rpumernin-4,5-nuruapo[1,2,4]rpuazono[4,3-a]xunokcannn-9-nn)MeOH
(0,12 1, 50%) B BHIE rpsI3HO-0EIOTO TBEPIOTO BEIICCTRA.

Cunre3 8-6pom-6-xyop-1,4,4,9-rerpamernn-4,5-muruapol[ 1,2,4]tpuazono[4,3-a]xuHOKCcanuHa (IPOMEXKyY-
TOYHOE coeanHeHne B-42).
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Cragus 1. IlepememnBaeMblit pacTBop S-xjop-2-metunanwinna (25,0 r, 176,55 mmons, 1 3xB.) B IM®DA
(530 M) npu -10°C obpabarsiBasin nopiusMu B Tedenue 10 muH TBepabiM N-OpoMcykuumaumunom (69,13 r,
388,4 mmoutb, 2,2 akB.). ObecnieunBany HarpeBaHWE PEAKIMOHHOM cMecH J0 KOMH. TEMII. H NepeMEIINBalli B
teuenne 1,5 u. ITocne 3aBepieHNs peakMy peakInOHHYI0 cMech pa3baBisuin ¢ nomomibio EtOAc (3000 M) n
OpTraHHYecKHe CJIOM MpOoMbIBaIIM Boxol (5x500 mur), coneBbiM pactBopoM (500 mir), BeICYImIMBaM Hajx 0e3BOJ-
HbIM Na,SO, 1 pacTBOPUTEINH BRIIAPUBAIH IIPU MOHWKEHHOM JABJIECHUH C NIOJyYCHHEM HEOUYHIIEHHOTO MPOIYyK-
Ta, KOTOPHI OYHMINAIM C TIOMOIIBIO KOJIOHOYHOM Xpomartorpadmm Ha cmuukarene (230-400) (10%
EtOAc/rekcan; 3Hauenne Ri-0,6) ¢ momyuennem 2,4-mubpom-3-xmop-6-metmnanmwimHa (35 T, 66%) B BUIE KO-
PHUYHEBOTO TBEPJOTO BELIECTBA.

Cramust 2. PactBop 2,4-mubpom-3-xmnop-6-mermnanwmaa (7,5 1, 25,08 mmons, 1 9kB.), 2-aMHHO-2-
METHIIIIPOIIAHOBOU KUCHOTHI (5,16 T, 50,16 MMoub, 2 9kB.) 1 DBU (9,54 1, 44,94 MmMmouns, 2 9kB.) B cyxoM JIMA
(112 mu1) B TepMETHUHO 3aKpBITOH MPOOHpKe Je30KcurennpoBamu Ar B Tedenne 10 mun Mommn menu (0,479 T,
2,5 mmoutb, 0,1 9KB.) 100aBISIIM B PEaKIMOHHYIO CMECh U ITOBTOPHO JE30KCHTeHUpoBanu Ar B Teuenue 10 MuH
Peaknuonnyto cmecs 3ateM nepememmusany npu 140°C B teuenue 16 4. Ilocne 3aBeplieHHs peaklUU peakiy-
OHHYIO CMECh OXJIAXJIAIH J0 KOMH. TeMIL. U pazbamisuiu ¢ momoribio EtOAc (1000 i) 1 mpoMBIBaTl BOJOM
(4x150 m), coneBsiM pacTtBopoM (200 mur), BRICYIIMBaIN Haj 0e3BOAHBIM Na,SO, ¥ BHIMApUBAIM MPU TTOHH-
JKEHHOM JIaBJIEHHH C MOJIyYEHUEM HEOUMIIIEHHOTO MPOAYKTa, KOTOPBIM OUHUIAIN ¢ TOMOIIBIO KOJIOHOYHOI XpoMa-
torpadru (230-400 merr, crmkareis; 20% EtOAc/rekcan; 3Hauenue Ri-0,4) ¢ monydenuem 6-0pom-5-xiop-3,3,8-
TpuMeTHII-3,4-muruapoxuHokcanun-2(1H)-ona (2,2 T, 29%) B BUIE CBETIIO-KOPUYHEBOTO TBEPAOTO BEIIICCTBA.

Cramus 3. B mepeMermmBaemMblii pacTBOp 6-0pom-5-xi0p-3,3,8-tpumeTi-3,4-murunpoxuHokcanua-2(1H)-
oHa (3,9 r, 12,87 MmMoub, 1 3kB.) B cMecH 1,4-muokcana u Boasl (1:1) (100 mur) moGaBisuM XJIOPUI aMMOHUS
(10,32 1, 193,06 MmMoub, 15 2kB.) U UHKOBYIO THLTH (12,26 T, 193,06 MMoOB, 15 3KB.). Peakuonnyo cMech
MEepEeMEIINBAI B TEYCHUE 16 4 NMpU KUISTYEHUX ¢ OOpaTHBIM XOJIOJUIBHUKOM. PEakIIMOHHYIO CMECh OXJIaXKAalll
JI0 KOMH. TEMIL. U 3aTeM (priIbTPOBAN Yepe3 MIOTTOBCKYIO BOPOHKY. PHIBTPAT KOHLEHTPUPOBAIIH MIPU TOHMKEH-
HOM JIaBJICHHUH C TIOJIy9E€HUEM OCTaTKa, KOTOphiid pacTBopsuid B EtOAc (100 mur) n mpoMbiBaiy Boont (2x30 i),
3aTeM coJieBBIM pactBopoM (30 mur). Opranmueckuii ciioil BeIcymuBaiu Hag Na,SO4, KOHIEHTPHPOBAIHA TPH
MOHIDKCHHOM JIaBJICHWH C ITOJydeHHeM S-xiop-3,3,8-tpumerni-3,4-auruapoxunokcanuu-2(1H)-ona (2,3 T,
80%) B BUIe TPA3HO-0ETIOT0 TBEPAOTO BEIICCTBA.

Cramus 4. B pactBop 5-xmop-3,3,8-tpumerii-3,4-guruapoxunokcains-2(1H)-ona (2,3 1, 10,23 Mmours,
1 okB.) B Tomyose (75 mi) nobasnsiu peareHt JlaBeccona (5,37 1, 13,3 Mmmodb, 1,3 9KB.) Ipu KOMH. TEMIL U pe-
AKIMOHHYIO0 CMECh KUIIATIIIM ¢ 00paTHBIM XojoauiabHuKoM rpu 120°C B Teuenue 40 muH. [Tocne 3aBepuieHus
peakuuu (orcnexuBany nocpeactsoM TCX) peakimoHHyIo cMech racwii Hachi. pactBopoM NaHCO; (80 M)
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C TIOCJIEYIOMIMM dKCTparupoBanueM ¢ rmomomisio EtOAc (2x70 mi). O0bemuHEHHBIE OPTAaHUIECKUE CIIOH TPO-
MbIBasM Bostor (80 mut), coseBbIM pactBopoM (80 MiT), BeIcymmBainy Haj 6e3BoaubiM Na,SO4 U pacTBOpUTEND
BBINMTAPHUBAIIH C TTOJYYCHUEM HEOUYHIICHHOTO MPOAYKTA, KOTOPHIH OYHUIIAIH C MIOMOIIBI0 KOJIOHOYHOW XpOMATO-
rpadpuu (230-400 mem, cunmkarens; 20% EtOAc/rekcan; 3HaueHue R-0,6) ¢ momyuenwem 5-xmop-3,3,8-
TpuMeTII-3,4-nurunpoxuHokcania-2( 1 H)-tnona (2,0 T, 81%) B Buae KeATOTO TBEPIOTO BEIIECTRA.

Cramus 5. B mepememmBaemblii pactBop S-xyop-3,3,8-tpumerni-3,4-quruapoxuaokcanud-2(1H)-trnona
(2,0 , 8,33 MmMomb, 1 9kB.) B TT® (50 mur) mobaBnsmm mo KarusiM ruapasua-ruapat (2,08 mi, 41,64 MMoub,
5 akB.) npu 0°C. PeaknmoHHyI0 cMech INepeMelrBaiy B TedeHne 16 4 mpu komH. Temm. [lo6aBmsuim TEA
(5,8 mu1, 41,65 MMoJTB, 5 9KB.) U PEAKIIMOHHYIO CMECh TIepeMelTUBaIN B TeueHue eme 10 MUH ATETHIXJIOpHT
(1,78 ™M, 24,99 mmonb, 3 9KB.) OYEHb MEIJICHHO NOOABIISIIN B peakimoHHyIo cMech npu 0°C u 3ateM mepemMe-
NIMBajJH B TCYCHUE 2 9 MPU KOMH. TeMII. PeakiimoHHyI0 cMech pa30aBisuii Bogoi (50 MIT) U 3KCTparupoBaiu ¢
nomotnisio JIXM (3x100 mur). O0bequHEHHBI OPTaHUIECKUH CITOW TIPOMBIBAIIA COJIEBBIM pacTBopoM (100 mur).
Opranuueckuil cioit BeicymuBanu HaJ Na,SO,4, KOHUEHTPUPOBAIHU NP MOHMKEHHOM JAaBJICHUU C MOJyUYEHUEM
HCOYHIIICHHOTO TPOIYKTA, KOTOPBIA OYHIIAIN MOCPESICTBOM MPOMBIBAHUS JUITHIOBHIM 3(QUPOM C MMOTyYCHHEM
N'-(5-x110p-3,3,8-Tpumeri-3,4-nurunpoxunokcanus-2( 1 H)-umunen)anerorunpasuna (2,2 r, 94%) B Buge rpsas3-
HO-0eJI0ro TBEpJ0ro BEIIECTBA.

Cramus 6. N'-(5-Xnop-3,3,8-tpumeri-3,4-murunpoxunokcanus-2(1H)-ununen)anerornapasug (5,2 T,
18,57 mmomb, 1 9KB.) IOMemany B KpyriogoHHY0 koa0y (100 M) u 3aTtem oxnaxknamu 1o -10°C. Oxcuxmopu
dhocdopa (17,8 mi, 185,7 mmons, 10 5kB.) 3aTeM M00ABISUN 1O KaIULSIM K COSAWHEHHIO C MOCICTYIOINUM 100aB-
neraueM mo karsm TEA (2,52 mi, 18,57 mmomns, 1 9kB.). TTocie 3Toro peakiMoHHYI0 CMECh MepEMEITHBAIN TIPH
-10°C B Teuenue 10 muH 1 3aTeM 10 MUH MPU KOMH. TEMIT. 1 HAKOHEI KUITSITHIIU C 00OPaTHBIM XOJIOAHILHUKOM B
TedeHue 2 4. Peaknmonnyto cMech oxnaxaamm a0 0°C 1 1o KamisaM 100aBisuid B APOOJIEHBIN JIeNl ¢ TIOCTOSH-
HBIM TIepeMeNInBaHueM. B BOIHYIO 4acTh MEIJICHHO JOOABJISITN XOJIOJHBIN pacTBOp ammuaka 1o pH~12. Bon-
HYIO 9acTh dKcTparupoBaiu ¢ nomomsio JIXM (3x100 mi). O0beIMHEHHBIA OPTaHUIECKUI CIIOH TPOMBIBAIIN
cosieBbIM pactBopoM (100 mur). Opranuyeckuii cioi BeICymMBaiy Hajx 0e3BoHbIM Na,SOy4, KOHLIEHTPUPOBAIH
TPY MMOHMKCHHOM JIABJICHUH C IOJIyYCHHEM HCOUYHIICHHOTO MPOJIYKTa, KOTOPBIH OYHIIAIN C IIOMOIIBED KOJO-
HO4yHOW Xxpomarorpaduu (230-400 mem, cunukarens; 5% MeOH/IXM; 3nauenne R-0,4) ¢ momydenuem 6-
xyop-1,4,4,9-rerpamerun-4,5-nurunpo[ 1,2,4]tpuazono[4,3-a]xunokcanuna (3,25 r, 67%) B BuIe CBETIO-
JKEJITOTO TBEPJIOTO BEIECTRA.

Cragust 7. IlepememmBaemblii pacTBop 6-xJop-1,4,4,9-tetpamernn-4,5-guruapo|1,2,4]rpuazono(4,3-
a]xuHokcanmuua (3,25 r, 12,4 mmons, 1 9kB.) B IM®A (60 mur) mpu -10°C 06pabaThiBai OPIUSIMHI B TCUESHUE
10 muH TBepaBIM N-OpoMcykmmaUMUAIOM (2,32 T, 13,02 MMoib, 1,05 5kB.). ObecrieunBaiy HarpeBaHUe peakiy-
OHHOHW CMECH JI0 KOMH. TeMII. U NepeMemuBaiy B Teuenue 1,5 4. [locie 3aBepmienust peakiuu (OTCISKHBAIN
nocpeactBoM KX-MC) peaknmoHHYIO cMech pa3zbaBisum ¢ momonisio EtOAc (500 mir) U opraHndeckue Ciou
npoMbiBaiy Bozo# (5x100 mir), conebiM pactBopoMm (100 M), BeIcymmBanyu Hax 6e3BoansM Na,SOy4 1 pacTBo-
pUTEh BHITAPHUBAIH IIPH NOHIHKEHHOM TaBIEHUH C MOJTYYCHHEM HEOUYHIICHHOTO MPOIYKTa, KOTOPHIH OYHINAIH
C TIOMOIIIBIO KOJIOHOYHOHM Xpomatorpadun Ha cuinukareie (230-400) (5% MeOH/AXM; 3nauenne R-0,4) ¢ mo-
nydeHueM 8-0pom-6-xiop-1,4,4,9-terpamermin-4,5-qurunpo[ 1,2,4]rpuaszono[4,3-a]xunokcanuna (3,0 v, 71%) B
BUJIE TPS3HO-0EIIOT0 TBEPIOTO BEIIECTRA.

Cunrez  8-0poM-9-(andropmerwin)-6-drop-1,4,4-rpumernn-4,5-nurunpo-[ 1,2,4]rpraszono[4,3-a]xuHokcannua
(mpomesxyTouHOe coenuHeHne B-43).
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Cramus 1. B mepememmBaeMblii pactBop 4-¢dTop-2-aHuTpodenzansaeruga (20 v, 118,27 Mmmoinb, 1 3kB.) B
JAXM (600 M) mobasmsumu DAST (23,26 mut, 177,51 mmonsb, 1,5 3xB.) pu 0°C. PeakunoHHyI0 cMech TiepeMe-
IIMBAJIM [IPU KOMH. TeMIL. B TedeHue 4 4. [Tocne n3pacxomoBaHusi HCXOAHOTO MaTepHajia PEaKIMOHHYIO CMECh
racwn Hacel. pactBopoM NaHCO; n skctparuposanu ¢ nmomomisio IXM (2x500 mi). O0bennHeHHBIE Opra-
HUYECKHE CJIOW MpoMbIBaiy Boxoi (500 mur), 3ateM coneBsIM pactBopoM (500 mur), BeICYIIMBany Hajx 0e3BOJI-
HbIM Na,SO4 u KoHLIEHTpupoBanu. HeounieHHsli NpoAyKT OYUIIANK C MOMOILIbI0 KOJOHOUYHOHW XpOMaTorpa-
¢um ¢ ucnonpzoBanueM 2-3% EtOAc/rexcana ¢ momydenueM 1-(mudropmerun)-4-gpTop-2-HuTpodbensona (22 r,
88%) B BUJIE )KENTOM KUIKOCTH.
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Cranus 2. B nepememnBaemslii pactBop 1-(audropmerni)-4-¢prop-2-untpodenzona (10 r, 52,16 Mmos,
1 skB.) B EtOH (372 mn) no6asmsum SnCl,-2H,0 (47 1, 209,46 MMOITb, 4 9KB.) ¢ TIOCIEAYIOMUM JT00aBICHUEM
koHl. HCI (35 mu) npu 0°C. PeakumoHHy!0 cMech NepeMenInBai IPU KOMH. TeMIl. B TedeHue 2 4. [locne us-
PAacXoIOBaHUS HCXOJHOTO MaTepuaia PEaKIMOHHYH CMECh KOHIICHTPHPOBAIH, OCTATOK MOJIICTAYHBATN 5 H.
pactBopoM NaOH u skcrparupoBamu ¢ nomoisto MTBE (2x500 mi). OObearHEHHBIE OpraHUYECKHE CIION
npoMbiBai Bogoi (500 mur), 3ateM coneBbiM pacTBopoM (500 mur), BeICymMBamu Han 0e3BomHbIM Na,SO, u
KOHIIEHTpUpOBaIH. HeounmeHHsI MPOAYKT OYHINAIN C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpaduil ¢ HCIOIB30-
BaHueM 2-3% EtOAc/rexcana ¢ momydenneMm 2-(audropmernin)-5-¢propanmmuna (7,0 r, 83%) B Bume xenton
KaMeJIEHOCHOH JKHJKOCTH.

Cramus 3. B pactBop 2-(mudropmernn)-5-propanmnuna (4 t, 24 mmons, 1,0 5kB.) B IM®DA (40 mur) mop-
My 1o6asisma NBS (13 1, 74 mmous, 3,0 9kB.) nipu -10°C. TlonydeHHYIO pEakIMOHHYIO CMECh TTepEMEIIIH-
Banu npu 0°C B Teuenue 1 u. Ilocne u3zpacxomoBaHusi HCXOIHOTO MaTepuaia (OTCieKUBaIu nocpeacTsoM KX-
MC) peakmonHyio cMmech paszbaBisuin Bogoi (100 M) m akcTparupoBamu ¢ nomoribio EtOAc (2x100 mi).
OObenMHEHHBIE OpTaHMYECKHUE CIIOW MPOMBIBAIIA BOaOH (2x100 MIT) U CONEBBIM PAaCTBOPOM, BBICYIITHUBAIM HA
6e3BomHBIM Na,SO; M KOHLEHTPHUPOBAJIM C IOJYYEHHEM HEOUYHIIeHHOTo 2,4-mubpoM-6-(audTopmeTni)-3-
¢ropanunuHa (7 1, 85%), KOTOPHII NCIIOIB30BAIN HA ClIeTyOUIel cTauy 6e3 JOTOIHUTEIFHON OUUCTKH.

Cranus 4. B cycnieHsuro HeoquieHHoro 2,4-mubpoM-6-(audropmerin)-3-propannnuna (8 r, 25,2 MMOIIB,
1 sxB.) B IMCO (80 M) moGaBmisumi 2-aMHHOMACIsIHYIO KHCAOTY (5,2 T, 50 MMOJIb, 2 9KB.) P KOMH. TEMII.
3areM peakIMOHHYI0 cMech Je3okcureHupoBanu Ar B Teuenue 20 mun Job6asmsmu K3PO, (10,6 T, 50 Mmons,
2 9kB.) u CuCl (0,024 r, 2,5 mmoib, 0,1 9KB.) U PEaKIIMOHHYIO CMeCh 3aTeM repemertuBany npu 140°C B Teue-
uue 16 9. ITocne 3aBepIieHus peaknuu PeakMOHHYI0 CMeCh (GUIBTPOBANN Yepe3 CIIOW IETNTa W IPOMBIBAIHN C
nomoripio EtOAc (100 mur). ®@unbtpar pasdasmsmu ¢ nomoripio EtOAc (100 M) W mpombIBaidMl BOAOH
(3x150 M), conebM pactBopoM (200 mit), BEICYIIUBaIU Hax 0€3BOHBIM Na,SO4 U pacTBOPUTEIH BEITAPUBAIN
TIPY TTOHMKCHHOM JABJICHUH C TOJIyY€HHEM HEOUYHMIICHHOTO MPOIYKTa, KOTOPHIH OYMIIANN C IIOMOIIBIO KOJIO-
HouHOH xpomartorpaduu (100-200 mem, cunukarens; 30% EtOAc/rexcan; 3Hauenue Ri-0,4) ¢ momydenunem 6-
6pom-8-(mudpTopmerni)-5-prop-3,3-agumeriu-3,4-gurunpoxunokcanud-2(1H)-ona (1,5 T, 20%).

Cramuss 5. B mepememmBaeMblii  pacTBOop  6-Opom-8-(mudropmerwn)-S-drop-3,3-nmumerni-3,4-
muruapoxuHokcanuH-2(1H)-ona (3,0 T, 9,3 MmMons, 1 3kB.) B cmecu 1,4-muokcana u Bozsl (1:1) (100 M) mobas-
s NH4Cl (7,47 1, 139,0 mmonb, 15 3kB.) u uHKOBYIO mELTH (9,08 T, 139,0 MMonb, 15 3kB.). Peakunonnyro
CMECh TICPEMEIITNBAIY B TEUCHUE 16 U MPH KUISUYCHUH C 00OPATHBIM XOJOAMIBHIKOM. PEakKIIMOHHYIO0 CMECh 0X-
JAKIAU 0 KOMH. TEMII. U 3aTeM (PHIBTPOBAIH Yepe3 MIOTTOBCKYIO BOPOHKY. DHIBTpAT KOHIICHTPUPOBAIH MIPH
TIOHIKCHHOM JIaBJICHHUH C MTOJIyYEHHEM MPOAYKTa, KOTOpbIid pacTBopsu B EtOAc (100 Mi1) m mpoMbIBay BogoH
(2x30 M), 3aTem cosieBbIM pacTBopoM (30 mur). Oprarndeckuit cioi BeicymmBaiy Hag Na,SO,4, KOHIEHTPUPO-
BaIM TNPH  TOHWKECHHOM  JIABICHUM C  TOJXy4YeHHeM  8-(mudpropmern)-5-pTop-3,3-aumer-3,4-
muruapoxuHokcanuH-2(1H)-ona (2,0 T, 90%) B Buae rps3HO-0€JI0T0 TBEPAOTO BEIIECTBA.

Cramus 6. B pactBop 8-(mudropmerwi)-5-drTop-3,3-mumeTi-3,4-muruapoxuHokcanni-2(1H)-ona (1 1,
4,09 mmois, 1 9kB.) B Tosryosie (10 mur) noGasmsimn peareHT JlaBeccona (2,48 T, 6,14 Mmmonb, 1,5 9KB.) IpH KOMH.
TEMII. U PEAKINOHHYI0O CMECh KHUIATUIN ¢ 00paTHBIM XosoamwibHuKoM 1pu 120°C B Teuenune 40 muH. [Tocie
3aBepIIeHs peakuuy (oTciexuBanu mocpenctsoM TCX) peakIoHHYI0 CMECh TaCHIM HACHIII. pacTBopoM Na-
HCO; (100 mi) ¢ mocnenyromeit axcrpakimeir EtOAc (2x100 mir). O0beAMHCHHBIC OPTAaHHYECKHUE CIIOU TPOMBI-
Banu Boxo# (100 mur), coneBbiM pactBopoM (100 mur), BeICymMBaM Hal 0e3BOAHBIM Na,SO, U pacTBOpPHUTETH
BBINTAPHUBAJIH C TTOyYEHHEM HEOUYHIEHHOTO MPOAYKTa, KOTOPHII OYMIIAIH C IIOMOIIBI0 KOJIOHOYHOW XpOMaTo-
rpaduu (230-400 mem, cummkarens; 20% etOAc/rekcan; 3HaueHue Re-0,4) ¢ momyuenueM 8-(qudTropMeTiun)-S-
¢rop-3,3-mumermin-3,4-muruapoxuHokcanni-2(1H)-tuona (0,6 T, 65%) B BHe KeATOTO TBEPIOTO BELIECTBA.

Craaus 7. B nepeMeIINBaeMblit pacTBop 8-(mucropmernin)-5-drop-3,3-aumerni-3,4-
muruapoxuHokcanuH-2(1H)-tuona (2,5 r, 9,6 MMons, 1 3kB.) B TI'® (30 M) 100aBIsUTH MO KATUTSAM THAPA3UH-
rugpar (2,4 miu, 48 mMonb, 5 9kB.) pu 0°C. PeaknnoHHyI0 cMech 3aTeM INepeMeNInBaIN B TeUeHHE 16 4 mpu
KOMH. TEMII. 3aTeM PEeaKIMOHHYI0O CMeCh KOHIIEHTPHUPOBAIW NPH MTOHMKCHHOM AABIICHHH C ITONyYCHHEM He-
OYHIIICHHOTO MaTepuayia. 3aTeM B peaKIIMOHHYIO CMeCh M00aBisuii TpudTmioproaretar (20 min). Peaknuonuyro
cMmech nepememnBany npu 140°C B teduenne 16 4. Ilocie 3aBeprieHns peakiuu (OTCICKUBAIN TOCPEICTBOM
TCX) peakimonnyto cMech pazbasisuii Bogoit (50 mur) u skcTparupoBany ¢ nomoinsio XM (5x100 mir). O0s-
€JIMHEHHBIN OpTaHMYECKUN CITOM TIPOMBIBAIIK coJieBBIM pacTBopoM (100 mir). OpraHudeckuid clI0i BBICYIIMBAIN
Hax Na,SO4, KOHIEHTPHUPOBAIN IIPHU MOHIKEHHOM JABJICHHU C IMOJyYCeHHEM HEOUYHIICHHOTO MPOIYKTa, KOTO-
PBIH OYHUINANN C TIOMOINBIO KOJOHOYHOH XpomaTorpadun (230-400 mem, cumukarens; 5% MeOH/JIXM; 3Haue-
aue RF0,4) ¢ momyuenuem  9-(mudropmermn)-6-¢prop-1,4,4-tpumerni-4,5-guruapol(1,2,4]rpuazono(4,3-
a]xuHokcanuHa (2,0 T, 74%) B B TPpSI3HO-0EIOTO TBEPIOTO BEUICCTBA.

Cragus 8. IepememnBaemblit pactBop 9-(mudropmerun)-6-Pprop-1,4,4-tpumerni-4,5-
muruapo[ 1,2,4]rpuaszono[4,3-a]xunokcanuna (2,0 r, 7,08 mmons, 1 3kxB.) B JIM®DA (30 mur) npu -10°C obOpaba-
TBHIBAJM MOpUUsAME B TeueHue 10 MuH TBepabM N-OpomcykiauMuaoM (1,3 r, 7,79 mmons, 1,05 3kB.). Obecre-
YUBAJIM HaIPEBaHUE PCAKIIMOHHON CMECH IO KOMH. TEMIL. U IepeMelnBany B TeueHue 1,5 u. [locie 3aBepieHus
peakuu (orcnexuBany mocpenctsoM JKX-MC) peakimoHHYI0 cMech pa3daBisiin ¢ momorisio EtOAc (300 mu)
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Y OpTaHWYECKHE CJIOM TPOMBIBAIIN BOIOH (550 M), coyeBbIM pacTtBopoM (50 mir), BRICYIIMBAIN Hall O€3BOJI-
HBIM Na,SO4 1 pacTBOPHUTEIIN BBITAPUBAIN IIPH MOHIKEHHOM JaBJICHHH C MTOJYYeHHEM HEOUHUIIEHHOTO TIPOIYK-
Ta, KOTOPBIA OYMINAIN C TIOMOIIBIO KOJIOHOYHOH Xpomartorpaduu Ha cuinukarese (230-400) (5% MeOH/JIXM;
3Ha4YCHUE R¢0,3) c HOJIly4E€HUEM 8-0pom-9-(mudropmernn)-6-prop-1,4,4-rpumerni-4,5-nuruapo-
[1,2,4]rpuazono[4,3-a]xuHoKCcanuHa (1,5 T, 75%) B BHIE rps3HO-0EI0r0 TBEPIOTO BEIIECTRA.

Cunre3 8-0pom-9-muknonponun-6-prop-1,4,4-tpumetmin-4,5-nuruapo| 1,2,4]rpuazono[4,3-a]XuHOKCAINHA
(mpomexxyTouHoe coennHeHne B-45).
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Cranus 1. 2-Bpom-5-drop-dpennnamun (50 1, 0,262 Moib, 1 9KB.) pacTBOPSUIH B aHTHAPHUIE YKCYCHOH KH-
cioTel (25 M) mpu 10°C u nepeMemmBaiy NMpu KOMHATHON TemImepaType B TedeHue 3 4. [locie 3aBepmieHus
peaxmmu (otcnexxnBain mocpenctsoM TCX, 10% EtOAc/rexcan) rycTyio peakIHMOHHYIO MacCy pa30aBisum H-
TeKCaHOM M (IIBTpOBaIH. TBepIbIii MaTeprai NPOMBIBAIN H-TEKCAaHOM W BHICYIIMBAIH IIPH HOHIKEHHOM JaB-
JeHnu ¢ nonydeHneM N-(2-6pom-5-drop-denmn)-aneramuna (55 r, 90%) B BuIe Trps3HO-0€1I0TO TBEPAOTO Be-
IIecTBa.

Cramus 2. B nmepememmBaeMsiii pactBop N-(2-0pom-5-dTop-penwmn)-aneramuna (50 r, 0,259 momns, 1 9kB.)
B cMecu Toyoi:Bona (1:1, 1 ) moGammsumu Tpunmkinorekcmwipochun (7,26 r, 0,0259 mons, 0,1 3kB.) ¢ mocie-
nytommm nobasnenuem K;PO, (192 1, 0,906 moib, 3,5 9KB.) Ipr KOMHATHOM TeMIlepaType M CMECh JIera3upoBa-
7 aproHoM B TedcHue 30 MuH. J[00aBIsIH IUKIONPONMIOOPOHOBYIO KUCIOTY (28,98 T, 0,336 Moub, 1,3 3kB.) U
Brocaencteuu Pd(OAc), (2,9 r, 0,0129, 0,05 3kB.) u peaknuoHHy0 cMech HarpeBamu npu 100°C B TeueHue
16 u. ITocne 3aBepmieHus peakiuu (otcnexkuBanu mocpenctBoM TCX, 20% EtOAc-rekcan, Ry 0,4) peakuuon-
HYIO CMECh OXJIaKJIaJIH JI0 KOMHATHOH TeMIiepaTypsl, pazoasisui ¢ momomsio EtOAc (1 1), mpombIBamy BoIOH
(2x500 M) u coneBbiM pactBopoM (500 M), BeICymMBamy Hax 0e3BoaHBIM Na,SO4 M KOHIIGHTPHPOBAIN TIPH
MOHWKEHHOM JaBiieHUU. [10aydeHHbI HEOUMINEHHBIH OCTATOK OYMILAIM C IOMOILBIO KOJIOHOYHOM XpomaTo-
rpadpuu (100-200 mem, cummkarenms; 15-20% EtOAc/rekcan B KadecTBe d3JIOeHTa) ¢ mHoiydeHuem N-(2-
muKnonponui-4-¢rop-dpennn)-aneramuaa (36 , 86%) B BuIe KOPUIHEBATOTO TBEPIOTO BEIIECTBA.

Cragus 3. IlepememmBaemyro cycneHzuto N-(2-mukinomnponmi-4-grop-penun)-aneramuga (54 T,
0,279 mons, 1 9kB.) B BogHoM pactBope HCI (2,1 1, 2 M) HarpeBanmu npu 90°C B teuenue 16 4. ITocne 3aBep-
meHus peakuuu (otcnexxuBanu mocpenctsoM TCX, 20% EtOAc-rekcan, Ry 0,6) peakimmoHHYIO CMECh OXJIaXaa-
JM 10 KOMHAaTHOW TeMmmeparypbl n mojmenaunBanu 1o pH~13-14 ¢ nomompto pactBopa NaOH (2 M). Oty
cMech JKcTparupoBamu ¢ nomonisio EtOAc (1 ), mpombiBanm Bomod (2x500 Mi1) M COJNIEBBIM pPacTBOPOM
(500 1), BBICYIIMBaNM Ha Oe3B0HBIM Na,SO4 ¥ KOHIIEHTPHPOBAIH NP MOHM)KEHHOM JIABJICHHUH C TIOJyYECHHEM 2-
UKITOTIpOII-S-Grop-henunamuna (48 r, HEOUHIIIEHHOE BEIIECTBO) B BU/IC TEMHO-KOPHYHEBOH KUIKOCTH.

Cranus 4. B nepememnBaeMsblii pacTBOp 2-IHKIONponiI-5S-dprop-¢pennnamuna (27 r, 0,18 Monb, 1 9kB.) B
JAM®A (480 mur) nopuusmu gobasmsuin NBS (79,5 1, 0,447 Mo, 2,5 akB.) npu -10°C 1 MoTy4eHHYIO peakiu-
OHHYI0 cMech nepeMentuBany npu 0°C B Teuenue 1 4. [Tocne 3aBepiieHus peakyuu (OTCIEKHUBAIH IOCPEACTBOM
TCX, 20% EtOAc/rexcan) peakiIMOHHYIO cMeCh paz0aBsiii Boaoit (1 1) u skcTparupoBanu ¢ nomomisio MTBE
(2x750 mur). OObeIMHEHHbBIE OPIaHUYECKHUE CIION ITPOMBIBAIIHM XOJIOIHBIM COJIEBBIM pacTBopoM (3x500 mir), BBI-
cymmBainy Hag 0e3BomHBIM Na,SO, W KOHIEHTPHUPOBAIH NIPH MOHKCHHOM NaBiieHUH. 110Ty4eHHBIH HEeodH-
IIEHHBIH OCTATOK OYHMINAIHM C IIOMOIIbIO KOJOHOWHOH xpomatorpaduu (100-200 mem, cmmmkarens; 5-10%
EtOAc/rexcan B kKadecTBE JIIOCHTA) C MONydeHHEeM 2,4-1uOpoM-6-nukionponwi-3-¢grop-henmnamunaa (22 T,
45% c nByx cTazmii) B BUAE KOPHYHEBATOM KHUIKOCTH.

Cramus 5. B mepememmBaeMylo cycneHsuio 2,4-muOpoM-6-mukionponui-3-grop-penmmamuna (20 r,
0,065 momnb, 1 2kB.) B cyxom IMA (300 mi) no6aBisumi 2-aMHHO-2-METHWII-IIPONTMOHOBYIO kucioty (13,35 T,
0,129 moib, 2 3kB.) ¢ mocnenywmum godasnearneM DBU (19,2 mi, 0,129 Mok, 2 9KB.) IpU KOMHATHOW TEMIIC-
parype. [ToayueHHyI0 peakIMOHHYIO CMECh JIeTa3upoBalid apronoM B Tedenue 30 munyT, nodasmsumn Cul (1,2,
0,006 momns, 0,1 5kB.) U peakiuoHHy0 cMech HarpeBanu npu 140°C B Teuenue 16 4. Ilocne n3pacxogoBaHus
ucxogHoro Mmarepuaina (orcuexxusaiau nocpenctsoM TCX, 30% EtOAc-rekcan, Ry 0,4) peakunoHHyI0 cMech
OXJIKAAIH 0 KOMHATHOM TeMIepaTyphl U QUIBTPOBAIN Yepe3 CIIOH LeINTa, 3aTeM €€ IPOMBIBAIIN C TOMOLIBIO
EtOAc (500 mur). Opranudeckyro (pakiuio MPOMBIBaTN Bomoi (2x750 M) u coneBbIM pactBopoMm (500 mur),
BBICYIIMBANX HaJ 0e3BoIHBIM Na,SO, ¥ KOHIIEHTPHUPOBAIN NP MOHWKEHHOM JaBiieHHH. [lomydeHHbI Heoun-
IIEHHBI OCTATOK OYMIIAIH C IIOMOMIBIO KOJOHOYHOH Xpomatorpadpuu (15-16% EtOAc-rexcaH) ¢ momydyeHHEM
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6-06pom-8-1uKonponui-5-gprop-3,3-qumermn-3,4-nuruapo- 1 H-xunokcanuu-2-ona (13 r, 64%) B Bune Kopud-
HEBOT'O TBEPAOT'O BELIECTBA.

Cramus 6. B cycnensuto 6-6pom-8-1mukionponui-5-gTop-3,3-gumetni-3,4-quruapo- 1 H-xuHokcanuH-2-
oa (10 r, 0,031 monb, 1 3kB.) B cMecu aumokcaH:Boaa (2:1, 200 mur) H00aBISUTH MOPOIIKOOOPA3HBIN ITMHK
(12,52 1, 0,191 momb, 6 3kB.) ¢ TocHeAyONUM no0aBieHneM xjaopuaa ammonus (10,25 r, 0,191 Mok, 6 9KkB.)
TIPY KOMHATHOH TeMIlepaType U peaklmoHHyI0 cMech nepemeruBany mpu 100°C B Tedenue 16 4. [Toce 3aBep-
meHus peakuuu (otcnexxuBanu mocpenctsoM TCX, 30% EtOAc-rekcan, Ry 0,4) peakiimoHHYI0 CMECh OXJIaXaa-
JIM 10 KOMHATHOW TeMIIepaTypsl U (pUIBTPOBAIM Yepe3 CIIOH IeTNTa, 3aTeM ee MmpoMbIBain ¢ nomomisio EtOAc
(500 mi). Opranmdeckyro GpakIuio MPOMBIBaIH BoaoH (2x750 M) u coneBbIM pacTBopoM (500 M), BRICYIIN-
Bany HaJ 0e3BOAHBIM Na,SO4 M KOHIICHTPUPOBAIH NMPHU TIOHWKECHHOM JaBJICeHUU. [10ydeHHBIH HEOUNIIICHHBIN
OCTaTOK OYHIIAIH C TIOMOIIBIO KOJOHOYHOH XxpoMaTorpaduu ¢ ucnonszoBanueM 15-20% EtOAc-rekcan ¢ no-
Jyd9eHHeM 8-IUKIonponui-5-gprop-3,3-qumetnii-3,4-nurnapo-1H-xunokcanuu-2-ona (4,3 r, 59%) B BHIe ko-
PUYHEBOTO TBEPJOT'O BELIECTBA.

Cramust 7. B pactBop 8-muknonponmi-6-¢rop-3,3-agumernin-3,4-nurnapo-1H-xuHokcanuna-2-ona (4,3 T,
18,376 mmomb, 1 3kB.) B Tomyoue (86 mi) mobasisu peareHT JlaBeccona (11,16 r, 27,564 mmons, 1,5 3kB.) npu
KOMHATHOW TEMITEpaType W PEaKIMOHHYIO CMECh KUIISATHIM C OOPATHBIM XOJIOAMILHUKOM 1pHu 120°C B TeueHune
1 4. [Tocne 3aBepmenus peakiun (orcnexuBanu mocpeactsoM TCX B 20% EtOAc-rekcan, Ry 0,6) peakunon-
HYIO CMECh OXJTAKJIAIIN O KOMHATHOM TeMIiepaTyphl U raciiin Hackiml. pactBopoM NaHCOj;. TTomyueHHy0 BOI-
HYI0 (pakiuio dKcTparupopain ¢ moMoinsio EtOAc (3x200 mir) u 00beIMHCHHBIC OPTaHUYCCKHIE CIIOU IPOMBI-
Banu Bozoi (200 mur) u coneBbiM pactBopoMm (200 mir), BeICymuBaiy Haj 0e3BoaHBIM Na,SO4 M KOHIIEHTPUPO-
BaJy IIPU NOHWKEHHOM JAaBiieHUHU. [losydeHHbII HEOUHIIEHHBIH OCTAaTOK OYMINAIN C IOMOULIbIO KOJOHOYHOM
xpomarorpaduu (100-200 mem, cumukarens; 5-10% EtOAc/rexcan) ¢ moimydeHHeM 8-IMKIOMPOIIII-S-(TOp-
3,3-mumetnin-3,4-nuruapo- 1 H-xunokcanua-2-tuona (4,2 , 92%) B BUE KENTOTO TBEPOTO BEIIECTBA.

Cramus 8. B nmepememmBaeMblii  pactBop — 8-mmkmonponui-S-¢prop-3,3-mumerii-3,4-qurugpo-1H-
XUHOKcanuH-2-troHa (4 1, 16 mMonb, 1 2kB.) B Terparuapodypane (80 mi) 100aBisUTM THAPAT THApa3HHA
(2,35 ™1, 48 mmob, 3 9kB.) 1o KaruisaM 1pu 0°C 1 peakIMOHHY0 CMECh IIEpEMEIINBAIIH IIPU KOMHATHOH TeMIIe-
parype B TeueHue 16 4. 3aTeM pacTBOPHUTENb BHIIAPHBAIM M OCTATOK ITOTJIONIATN B TPUATHIIOPTOALIETATE U Ha-
rpeBanu npu 140°C B TeueHue 48 u. PeaknMoHHYI0 cMeCh KOHLEHTPUPOBAIU IPHU MOHIKEHHOM IABICHUH U
OYMINAIN C TOMOIIBI0 KOJIOHOUHOH XpoMaTorpadun (100-200 mem, cummkarens; 2% MeOH/IXM B kadecTBe
JJIIOEHTA) c MTOJTy9ICHUEM 9-nimkmonponii-6-rop-1,4,4-tpumetnin-4,5-guruapo( 1,2,4 Jrpuazono[4,3-
a]xuHOoKcanuHa (2,7 T, 59%) B BHIe 0€I0T0 TBEPIOTO BEIIECTRA.

Cramus 9. B mepememmBaemblii  pacTBOp  9-1uKIionponwi-6-¢prop-4,4-mumeTtn-4,5-murunpo 1,2,4 tpua-
30510[4,3-a]xuHokcanuHa (2,27 T, 8,345 MMoub, 1 9kB.) B JIM®A (40 M) mopuusmu nobasnsiim NBS (1,33 1,
7,511 mMomb, 0,9 9kB.) npu -10°C 1 moTydeHHYIO peakKIHOHHYI0 cMech nepemeruBany mpu 0°C B reuenue 1 4.
[ocne m3pacxonoBaHMs MCXOIHOTO Marepuaina (orciexxuBanu nocpenctsoM JKX-MC) peaknmoHHYIO cCMech
pasbassum Bomoi (20 mi) u skcTparupoBaiu ¢ omornbio EtOAc (2x30 mur). OObeTMHEHHBIE OPTaHHYECKHE
CJIOW TIPOMBIBAH BOJOW (2x50 MIT) ¥ COJEBBIM PacTBOPOM, BBICYIIMBAIU Haj 0e3BomHBIM Na,SO, U KOHIIEH-
TpupoBaiu. HeounmieHHbIH 0CcTaTOK OO0BENUHSIM C Ipyrod maprueil (HaunmHas ¢ 800 Mr 9-muxionponmi-6-
¢drop-4,4-mumetrn-4,5-nmuruapo[ 1,2,4]tpuaszono[4,3-a]XWHOKCAIMHA M COTJACHO TaKOW JKe MpOoLeaype, Kak
OIMCAHO BHIIIE) U BCE KOJIMYECTBO HEOUMIIEHHOTO BEIIECTBA 3aTEM OYHINIAIN C IOMOIIBIO KOJIOHOYHOH XpoMa-
torpaduu (100-200 mem, cumukarens; 5% MeOH/IXM B kadecTBe 3JIOCHTA) C IONyYeHHEM 8-Opom-9-
muKonponui-6-grop-1,4,4-tpumernin-4,5-muruapo| 1,2,4 Jtpuazono[4,3-a]xuHokcamuna (2,2 r, 56%) B BuUIE
IpsI3HO-0EJIOr0 TBEPIOTO BEIIECTBA.

Cunres 8-6pom-6-¢hTop-N, 1,4,4-TerpameTin-4,5-nmuruapo[ 1,2,4]rpuazomno[4,3-a]xuHOKCAIMH-9-aMUHA
(mpomexxyTouHoe coenuHeHne B-46).
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Cramus 1. B mepememmuBaemsiii pactop 1,4-mudtop-2-autpodenszona (120 r, 754,7 mmoins, 1,0 3kB.) B
JAM®A nmobasnsimn Oukapoonat Hatpus (82,41 r, 981,07 Mmmoutb, 1,3 9KB.) U cMeCh TIEpeMENINBAIA B TCUCHUE
10 muH 3arem nob6aBnsmu N-metmnoensmwiamuH (109,58 r, 905,6 MMois, 1,2 3KB.) U cMeCh IEPEMEIITHBATY TIPU
KOMH. TeMIl. B TeueHue 16 4. [locne 3aBepuenus (orcnexusanu nocpenctsoM TCX) peaklIMOHHYIO CMECh pas3-
6aBismi ¢ omotubsio EtOAC 1 nmpombIBany Bogoi. DKCTparupoBaHHBIH OPraHUMYECKUI CIIOW NMPOMBIBAJIM COJIe-
BBIM PacTBOPOM, BBICYIIMBAIN HaJ 0e3BOAHBIM Na,SO, M KOHICHTPUPOBAIH IIPH TIOHMXKEHHOM JaBiieHuH. He-
OYMIICHHBII MTPOIYKT OYHIIAIH C TIOMOIIBIO KOJOHOYHOH XxpoMaTorpaduu (230-400 mer, cuimkareis, cucremMa
TCX: EtOAc/rekcan (2:8); Ry = 0,3) c monydenuem N-6eH3un-4-prop-N-metun-2-autpoanuiuna (110 r, 56%).

Cramus 2. B nenstaoii pactBop N-OeH3min-4-¢prop-N-metnn-2-autpoanmiiaa (110 r, 423,07 mmons, 1,0 9kB.) B
EtOH (800 mur) mo6asmstmu xmopun onosa(Il) (381,8 r, 1692,3 mmob, 4,0 9kB.). PeakiimoHHYIO0 CMeCh TepeMe-
muBaK B TedeHne 10 muH npu komH. Temir. Konnentpuposannyto HCl (250 mur) moGaBnsim Mo KaruisiM TIpu
0°C. PeakninoHHYIO CMECh TIEpEMEIINBAINA TIPU KOMH. TeMIl. B Tedenue 2 4. [locie 3aBepieHns (OTCISKUBATN
nocpenctBoM TCX) peakMOHHYIO CMeCh KOHIIGHTPHPOBAIH B BakyyMe. OCTaTOK pacTBOPSUTH B XOJIOIHOW BOJIE
u noamenaynBany rpanyinamMu NaOH no (pH~12) u BogHyro yacts pazbasisuti ¢ momousio EtOAc. Dkerparu-
POBaHHBI OpraHUYECKU CIIOH MPOMBIBAIM COJIEBBIM PACTBOPOM, BHICYIINBaIH Haj O0e3BoaHbIM Na,SO4 U KOH-
HEHTPUPOBAIH IIPU MOHIKEHHOM JaBJICHUH C ITOJyYeHHUEM HEOYHIIEHHOTO MPOIYKTa, KOTOPBIH OYHINAIHN C TIO-
MOIIBI0 KOJIOHOYHOU XpoMaTorpaduu (230-400 mem, cumukarens), (cuctema TCX: EtOAc/rekcan (2:8); Ry =
0,4) ¢ nonyuenuem N'-Gensmn-4-¢prop-N1-metunbenson-1,2-muamuna (100 r, 100%).

Cragus 3. TepemermiBaemsiit pactBop N'-6ersmn-4-prop-N1-merinbenson-1,2-mamuna (100 T, 434,7 Mvons,
1 skB.) B JIM®A mpu -10°C obGpabdateiBanu mopiusiMu B Tederne 10 MUH TBepAbIM N-OpOMCYKITHHUMHIOM
(81,26 T, 456,51 mMmoub, 1,05 3kB.). ObecnieunBaIi HarpeBaHUE PEAKITMOHHON CMECH 70 KOMH. TEMII. U TIepeMe-
muBaK B Tedenne 1,5 4. [locne 3aBeprnenust peakiuu (orciexuBanu mocpeactBoM JXKXX-MC) peakimoHHyo
cMech pazbaBisuin ¢ momomibio EtOAc (300 MiT) i opraHHYECKHe CIIOU MPOMBIBAIH BOJOH (5%50 MII), CONCBBIM
pactBopoMm (50 mi1), BRICYmUBamM Hall 60e3BoAHBIM Na,SO, 1 pacTBOPUTEINH BBHIIAPHUBAIN TIPH ITOHMKEHHOM J1aB-
neHur. HeounIeHHbIH MPOIyKT OYHIIAINA C TIOMOIIBI0 KOJIOHOYHOM XpoMarorpaduu Ha cumkarene (230-400)
(cucrema TCX: EtOAc/rekcan (2:8); Ry = 0,3) ¢ momydennem N'-Gersui-5-6pom-4-dprop-N'-merunbernzon-1,2-
muamuHa (60 1, 45%) B BUIE O€CIBETHOM YKHIKOCTH.

Cramus 4. Tlepememmpaembiii pactBop N'-Gemsmi-5-6pom-4-drop-N'-metunGenson-1,2-mamuna (60 T,
194,17 mmonb, 1 2kB.) B JIM®A mpu -10°C ob6pabareiBanm nopuusiMu B TedueHue 10 mMuH TBepabiM N-
opomcykiuHuMHIOM (34,56 T, 194,17 mmons, 1,05 sxB.). ObecnieunBaiy HarpeBaHWE PEaKIMOHHOM cMecH /0
KOMH. TE€MIL. U IepeMeInnBainy B Teuenue 1,5 4. [Tocne 3aBepmienns peakuuu (0TciIexuBamu nocpeactsom JKX-
MC) peakImoHHYIO cMech pa3dapisuin ¢ moMoInbio EtOAc (300 Mir) m OpraHHYECKUE CIIOU MPOMBIBATH BOJIOH
(5%50 M), coneBsiM pactBOopoM (50 MiT), BRICYIIHBamy Haj 6e3BomHBIM Na,SO, U pacTBOPUTEH BBEITAPUBAIN
IpY MOHMKEHHOM JABJICHUH C MOJIyY€HHEM HEOUHIEHHOTO MPOIYKTa, KOTOPHIM OYMINAIN C MOMOLIBIO KOJO-
HOYHOU xpoMaTtorpadun Ha cunukarene (230-400) (cucrema TCX: EtOAc/rekcan (2:8); Ry= 0,3) ¢ momyueHnem
N'-6ensun-3,5-mm6pom-4-prop-N'-mernnéenson-1,2-mmamuna (30 1, 40%) B BHAE IPA3HO-0ETOrO TBEPIOTO
BEIIIECTBA.

Cranus 5. Cycrnemsuo N'-6ensni-3,5-mu6pom-4-grop-N'-merrnbenson-1,2-auamuna (30 r, 77,31 MMoIb,
1 9KkB.), 2-aMuHOM3OMACISTHOM KUCIOTHI (15,94 1, 154,63 MMoutb, 2 5kB.), DBU (29,42 1, 193,29 MMoib, 2,5 9KB.)
u noxuaa meau (1,47 r, 7,73 mmons, 0,1 sxB.) B IMA (300 Mi1) B KpYIJIOIOHHOH KOJIOE NIE30KCUI'CHUPOBAIH AT
B TeueHue 20 MuH PeaknnoHHyto cmech 3aTeM nepemennBany npu 130°C B teuenue 16 u. Ilocne 3aBeprieHus
(otcnexuBanu nocpeactBoM TCX) peakuuoHHY0 cMech paz0aBsuti ¢ nomornbio EtOAc (500 mi) m Boasl
(5%100 M), cosreBbM pactBopoM (100 M), BeICymuBain Hax 6e3BoAHBIM Na,SO, v pacTBOPUTENH BBITIAPUBATH
IpY MOHMKEHHOM JABJICHUH C MOJIyY€HHEM HEOUHIIEHHOTO MPOIYKTa, KOTOPHIM OYMINAIN C MOMOLIBIO KOJO-
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HO4HOU xpomaTorpadun (230-400 mem, cunukarens; (cucrema TCX: EtOAc/rekcan (2:8); Ry = 0,2) ¢ momyye-
HHeM 8-(OeH3mI(METHIT)aMIHO)-6-0poM-5-Prop-3,3-numeTnin-3,4-nuruapoxnHokcanus-2(1H)-ona (8,0 r, 26%)
B BU/I¢ KOPUIHEBOTO TBEPJOTO BEIIECTBA.

Cramuss 6. B pactBop 8-(6eH3MI(METHIT)aMUHO)-6-0poM-5-hTop-3,3-mumMeTHII-3,4-TUTUAPOXHHOKCATHH-
2(1H)-ona (8 1, 20,40 mmodb, 1 3xB.) B EtOH no6asmsamu 10% Pd/C (2 r). Peakuuio npoBoaiiIN B CTAaHAAPTHOM
aBTOKJaBe B atMocdepe Bogopoaa (200 ¢hyHTOB/KB. MI01iM) B TeueHue 8 4. [locie 3aBepIIeHUsT peakIy peak-
IIUOHHYIO CMeCh (DMIIBTPOBAIM Yepe3 CIIOU LeNHTa, ee MPOMBIBaIH ¢ moMoIbio EtOAc. @uipTpar BRIIapuBaIN
TIPY TTOHMKCHHOM JABJICHUH C TOJIyY€HHEM HEOUYHMIICHHOTO MPOIYKTa, KOTOPHIH OYMIIAIN C IIOMOIIBIO KOJIO-
HO4HOU xpomaTorpadun (230-400 mem, cunukarens; (cucrema TCX: EtOAc/rekcan (4:6); Ry = 0,3) ¢ momyue-
HUeM 5-drop-3,3-aumerni-8-(MeTnnamuno)-3,4-murunpoxunokcaant-2(1H)-ona (2,0 r, 22%) B Buae Gernoro
TBEPJIOTO BEIIECTBA.

Cragus 7. B pactBop 5-¢rTop-3,3-mumeTnin-8-(MeTunamuno)-3,4-murunpoxunokcanua-2(1H)-on (2 T,
8,95 mMounb, 1 3kB.) B Tomyorne (30 mu) mobGaBisumu peareHt JlaBeccona (5,43 1, 13,43 mmons, 1,5 9kB.) mpu
KOMH. TEMIL. ¥ peaKIHOHHYIO cMech HarpeBau a0 120°C B Teuenue 40 muH. [Tocne 3aBepiueHnst peakuu (0T-
ciexxuBanu nocpeactBoM TCX) peakIMOHHYIO cMeCh Tacuiu Hachil. pacTBopoM NaHCO; (100 M) ¢ mocie-
JYIOIIMM 3KcTparupoBanueM ¢ momoripio EtOAc (2x200 mi). O0beTUHEHHBIE OPTaHUICCKHUE CIIOW MPOMBIBAJIH
Bozoi (300 mur), coneBeiM pactBopom (100 mir), BeIcymmBanu Haj 0e3BoaHBIM Na,SO, U pacTBOPUTEINh BhIMA-
PHBAIH C ITOyYeHHEM HEOUHIIEHHOTO MPOIYKTa, KOTOPBIA OYHIIAIIH C IOMOIIBI0 KOJOHOYHOH XpoMaTorpadun
(230-400 memr, cumukarensb; (cucrema TCX: EtOAc/rekcan (4:6); Ry = 0,3) ¢ momydenuem 5-¢ptop-3,3-1umMeTHII-
8-(meTmnamuuo)-3,4-murnapoxurokcanni-2(1H)-truona (1,85 r, 86%) B BHae )KEITOTO TBEPAOTO BEUIECTBA.

Cramus 8. B mepemermmBaeMblii pacTBop S-¢hTop-3,3-mumMeTHII-8-(METHIaMUHO)-3 ,4 - TUTUAPOXUHOKCATHH-
2(1H)-tuona (1,85 r, 7,73 mMmounb, 1 2KB.) U ruapasuga ykCycHoil kuciotsl (2 r, 27,05 mmoinb, 1 2kB.) B H-
Oyranose (20 M) OOaBIAIM KaTATUTHIECKOE KOJMUECTBO YKCYCHOM KHCIOTHI M CMECh HAarpeBaln 10 KUIIEHUS
¢ 00paTHBIM XOJIOJMIIBHUKOM B TedeHue 16 4. [locie 3aBepiieHns peakiy pacTBOPHUTENb BHIIAPUBAIN NPH ITOHH-
JKEHHOM JIaBJICHUH C TIOJIyYeHHEM HEOUYMILEHHOTO MPOYKTa, KOTOPBIH OYHIIAIIH C TOMOIIBIO0 KOJIOHOYHOW XpOMaTo-
rpadun (230-400 mem, cuimmkarens; (cucrema TCX: MeOH/JIXM (1:9); Ry = 0,2) ¢ nomyuenuem 6-gprop-N,1,4,4-
terpametii-4,5-muruapo| 1,2 ,4 tpuazono[4,3-a]xuHokcanH-9-amuna (1,0 T, 50%) B BUIE KUIKOCTH.

Cramuss 9. TlepememmBaemblii pactBop 6-ptop-N,1,4,4-Terpamernin-4,5-nuruapo|1,2,4]rpuazono[4,3-
a|xuHokcanmuH-9-amuna (1,0 T, 3,82 Mmonb, 1 9kB.) B IM®PA (20 M) npu -10°C oOpabaTbiBaay TOPIHMAMH B
tederne 10 mun tBepapiM N-Opomcykiuaumuaom (0,681 T, 3,82 mmodb, 1,05 skB.). ObecriednBany HarpeBaHue
PEaKIIMOHHOM CMEeCH 10 KOMH. TeMII. U iepeMemnBaii B Tederne 1,5 4. [Tocne 3aBeprieHns peakiiun (OTCIeKH-
Banu nocpenctsoM JKX-MC) peakimoHHyo cMech pa3dasisuin ¢ moMornbio EtOAc (300 mur) u opraHndeckue
cJIou poMbIBaiy Bojo# (5x50 mir), coneBsiM pactBopoM (50 mur), BeicymuBany Hax 6e3BoxHbIM Na,SO, 1 pac-
TBOPUTEIH BBHITIAPUBAIN NPY MOHIKEHHOM JABJICHUH C TIOJYYEHHEM HEOUYHIEHHOTO IPOIYKTa, KOTOPHIA OYH-
ANy C TOMOIIBIO KOJOHOUHOH Xpomarorpaduu (230-400 mem, cumukarens; (cuctema TCX: MeOH/IXM
(1:9); Ry = 04) c¢ mnomyuenuem 8-6pom-6-dprop-N,1,4,4-TerpameTin-4,5-nurunpol1,2,4]tpuazomno[4,3-
a]xuHokcanuH-9-amuna (1,0 T, 77%) B BUAE )KUJIKOCTH.

Cunre3 8-6pom-6-xsop-9-merokcu-1,4,4-rpumeTnin-4,5-auruapo| 1,2,4]rpuazono[4,3-a]xunokcanuna (Tpo-
MEXYTOYHOE COEAUHECHUE B-47)

OMe r ONQ
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1 Cramux 1 Cramua 2 1 u Cramus 4
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T BUOHACOH! 1

140°C B Cramux 6§

Cramux §

TIpoxeayTowroe
coeammerme B-47

Cragusa 1. B nensgHoi pacTtBop S5-xnop-2-MeTokcuanunuHa (25 r, 158,62 mmons, 1,0 skB.) B JIM®DA no-
Oapmsun pactBop N-Opomcykrmanmuna (56,47 r, 317,25 mmons, 1,0 3KB.) HOPUUAMHU U CMECh MEPEMCIIUBAIA
IpH Takoi e Temneparype B Teuenue 1 4. [Tocie 3aBepmenus (orcnexxusanu nocpenctsoM TCX) peakunos-
HYI0 cMech paszbaBisum ¢ nomompio EtOAc u nmpoMbiBany BOJOH. DKCTparupoBaHHBIH OPraHUYECKUI CIOH
MPOMBIBAJIN COJICBBIM PAaCTBOPOM, BHICYIIMBAIN Haja 0e3BoAHBIM Na,SO4 M KOHIEHTPUPOBAIH NPHU MMOHNKEHHOM
JABJICHUH C TOJyYCHUEM HEOUYHIIEHHOTO MPOAYKTa, KOTOPHIA OYHIIAIN C IIOMOIIBI0 KOJIOHOYHOW XpoMaTorpa-
¢um (230-400 mem, cunmkarens, cucreMa TCX: EtOAc/rekcan (1:9); Ry = 0,5) ¢ monydenuem 2,4-nubpom-3-
xnop-6-merokcuanunuHa (30 T, 60%).

Cragus 2. Cycnemsmo 2,4-nuOpom-3-xyop-6-merokcuanmmuaa (30 1, 95,12 mmoms, 1 2kB.), 2-
aMUHOU30MACIISTHOHM KUCTOTHI (24,92 1, 190,24 Mmons, 2 3kB.), DBU (43,44 1, 285,36 MMos, 3 9kB.) u Cul (1,81 1,
9,51 MmMoutb, 0,1 3kxB.) B IMA (300 Mi1) B KpYTIIOJIOHHON KOJIOE Ae30KcuTreHnpoBany Ar B tederue 20 muH Pe-
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aKIUOHHYIO0 cMech 3aTeM nepememuBanu npu 130°C B teuenue 16 u. Ilocne 3aBepuieHus (OTCIEXKUBAIU MO-
cpenctBoM TCX) peakinoHHyI0 cMech pazbaBisuti ¢ momonibio EtOAc (500 M) u Boasr (5x100 M), coneBbIM
pactBopoM (400 mit), BeicymmBaiu Hajx Oe3BoAHBIM Na,SO4 M pacTBOPHUTENb BHINAPUBAIN MPU HNOHIKEHHOM
JIaBJICHUH C TOJyYeHNEM HEOUHIIEHHOTO MPOXYKTa, KOTOPHIH OYHINAIN C ITOMOIIBI0 KOJOHOYHON XpoMarorpa-
¢dum (230-400 mem, cumkarenb,; (cucrema TCX: EtOAc/rekcan (2:8); Ry = 0,2) ¢ momydennemM 6-6poM-5-x1op-
8-merokcu-3,3-mumernin-3,4-quruapoxunokcanud-2(1H)-ona (3,0 r, 10%) B Bume KOPHYHEBOTO TBEPIOTO Be-
IIeCTBa.

Cranus 3. ITepememmuBaembrit pacTBop 6-06poM-5-xy0p-8-MeTokcu-3,3-numMeTni-3,4-
nuruapoxuHokcanuH-2(1H)-ona (3 r, 9,38 Mmmoub, 1 9kB.) B cMecu Boasl u 1,4-guokcana (1:1) moGaBusn
nuHK (8,94 r, 140,78 Mmoub, 15 3kB.) u xnopun ammonus (7,53 r, 140,74 MmMonb, 15 9KB.) U cMech HarpeBau
JI0 KHMIICHHSI ¢ OOpaTHBIM XOJIOMMIBHUKOM B TeueHue 16 4. Ilocne 3aBeprueHus (OTCIIEKHUBAIN MOCPEACTBOM
TCX) peakuuoHHYI0 cMech (QUIBTpOBaIM uepe3 cioil nemura. Ounprpar pazbasmsum ¢ nomompbio EtOAc
(500 mur) m Bozer (5x100 M), coneBoro pactsopa (100 M), BeIcymuBamy Haa 6e3BoaHbIM Na,SO4 1 pacTBOpH-
TEJb BBIAPHUBAIH TPU MMOHKCHHOM JABJICHUH C MMONydCHHEM HEOUHMIIIEHHOTO MPOTYKTa, KOTOPBIA OYHIIATHN C
MIOMOIIBI0 KOJOHOYHO# XpoMaTorpadun (230-400 memr, cumukarens; (cuctema TCX: EtOAc/rekcan (2:8); Ry =
0,4) ¢ momy4enuneMm 5-xyop-8-merokcu-3,3-nqumeTni-3,4-guruapoxuHokcanuu-2(1H)-ona (2 r, 88%) B Bune Oe-
JIOTO TBEPAOTO BELIECTRA.

Cragus 4. B pactBop 5-xmop-8-metokcu-3,3-gumerwii-3,4-quruapoxunokcanuu-2(1H)-ona (2,5 T,
10,38 mmoutb, 1 3kB.) B Tomyouste (30 mur) noGasmsun pearent JlaBeccona (6,30 T, 15,58 mmous, 1,5 2kB.) mpu
KOMH. TEMII. U peakIMOHHYI0 cMech HarpeBanu no 120°C B teuenune 40 muH. [locne 3aBeprieHus peakuu (0T-
ciexxuBanu nocpeactBoM TCX) peakIMOHHYIO cMecCh Tacuiu Hachil. pacTBopoM NaHCO; (100 M) ¢ mocie-
JIYIOIIIMM 3KcTparupoBanueM ¢ momoribio EtOAc (2x200 mi). O0beTUHEHHBIC OPraHUICCKHUE CIIOW MPOMBIBAJH
Bozoi (300 mur), coneBeiM pactBopoMm (100 mir), BeIcymmBanu Haj 0e3BoaHBIM Na,SO, U pacTBOPHUTEINH BhIA-
PHBAIH C IOJTyYE€HHEM HEOUHIIEHHOTO MPOIYKTa, KOTOPBIA OYHIIAIIH C IOMOIIBI0 KOJOHOYHOH XpoMaTorpadun
(230-400 mem, cunmkarens; (cucrema TCX: EtOAc/rekcan (3:7); Ry = 0,3) ¢ momyuenuem 5-xmop-8-MeTokcu-
3,3-numerni-3,4-murunpoxunokcanui-2(1H)-tuona (2,1 , 79%) B BUIE *KeATOTO TBEPIOTO BEIIECTBA.

Cragusa 5. IlepeMemmBaeMsblil pacTBOp S5-XIOp-8-MeTokcu-3,3-auMeTuin-3,4-nuruagpoxuHokcanus-2(1H)-
thoHa (2,1 r, 8,17 MmMmonb, 1 3kB.) ¥ TUApa3una yKCycHOH KUcIoTh (2,13 1, 28,75 MMoItb, 3,5 9KB.) MOTIOMIAIH B
H-OyTanone (20 M) 1 700ABJISUIN KaTAIMTHIECKOE KOJIMYECTBO YKCYCHOHM KHCIIOTBHI M CMECh HAarpeBajk 10 KH-
MEHUs] ¢ 0OpaTHBIM XOJIOJWILHUKOM B TeueHue 16 4. [locie 3aBeplueHnst peakuuy pacTBOPUTETh BHITAPHBAIH
TIPY TTOHMKEHHOM JABJICHUH C TOJy4Y€HHEM HEOUYHIICHHOTO MPOIYKTa, KOTOPHIH OYMIAIN C IIOMOIIBIO KOJIO-
HOYHOM XpoMartorpaduu (230-400 mem, cumukarens; (cuctema TCX: MeOH/IIXM (1:9); Ry = 0,2) ¢ mony4enn-
eM 6-xi0p-9-metokcu-1,4,4-tpumerni-4,5-quruapo[ 1,2,4]rpuazono[4,3-a]xunokcanmaa (1,2 r, 53%) B BuIe
KUIKOCTH.

Cramus 6. TlepeMemmBaeMblii pacTBop 6-xiop-9-metokcu-1,4,4-tpumetin-4,5-qurunpo[ 1,2,4]rpuazono[4,3-
a]xuHokcammHa (1,2 r, 4,30 MMob, 1 3kB.) B IM®PA (20 mun) mipu -10°C o6pabaTeiBayv MOpIwsiMy B Tederre 10 MuH
BepabM N-OpomcykuuaumunoM (0,804 1, 4,52 mmois, 1,05 3kB.). OOecnieynBalii HarpeBaHHE PEaKIIMOHHOM
CMECH JI0 KOMH. TEMIL. M IepeMemnBain B Teuenue 1,5 4. [Tocine 3aBepmieHns peakiyun (OTCICKUBAIH TTOCPEI-
ctBoM JKX-MC) peaknuoHHyI0 cMech pa3baBisuti ¢ momotnbio EtOAc (300 M) i OpraHHYECKUE CIIOU POMBI-
Bany Bojo# (5x50 mur), conmeBsiM pacTBopoM (50 MiT), BRICymMBaIHM Hall 0e3BOAHBIM Na,SO, M pacTBOpHUTETH
BBITIAPUBAJIH TIPH HOHIKEHHOM JaBJICHUH C TIOJIydCHHEM HEOUHIIEHHOTO MPOAYKTa, KOTOPHIH OYHMIIAIH C HO-
MOIIBIO KOJIOHOYHOH Xpomartorpaduu (230-400 mer, cunukarens; (cucrema TCX: MeOH/IXM (1:9); Re=0,4)
¢ monydyeHueM 8-OpoM-6-xiop-9-merokcu-1,4,4-rpumerni-4,5-nmurunpo| 1,2,4]rpuaszono[4,3-a]xuHoKcannHa
(0,9 1, 59%) B Bue OEIOTO TBEPOTO BEIIECTRA.

Cunre3 8-0poM-6,7-nmudrop-9-merokcu-1,4,4-tpumetmin-4,5-nuruapo| 1,2,4]rpuazono[4,3-a]XuHOKCAINHA
(mpomexxyTouHoe coenuHeHne B-49).
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coexnaernne B-49
Cranus 1. B nmepememuBaemsiit pactop 4,5-nudrop-2-aurpodenona (20 r, 114,226 mmonp, 1 9kB.)
B JIM®A (100 mn) nob6aBysiiu kapOoHat kanus (47,2 v, 342,68 mmonb, 3 3kB.) U noametan (21,34 wmm,
342,68 MMOJb, 3 DKB.) B PEaKIIMOHHYIO CMECh MPU KOMH. TeMmIl. B TedeHue 4 4. [Tocne 3aBepieHus (OTCISKH-
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Basn nocpenctBoM TCX) peaknnoHHYIO cMech pa3daBisiin ¢ nmomounipio EtOAc 1 nmpoMeiBany Bogoi. DKerpa-
THPOBaHHBIH OPraHMYECKUH CJIOW NPOMBIBAIIM COJIEBBIM PAacTBOPOM, BBICYIIMBAIHM Haja 0e3BoaHbIM Na,SO4 u
KOHIICHTPUPOBAIX TP NOHMKEHHOM JIaBICHUH C MOTyYCHHEM HEOUHUIIEHHOTO MPOAYKTa, KOTOPHIH OYHIIAIN C
TTOMOIIBI0 KOJIOHOUHOM Xpomartorpaduu (230-400 mem, cunmkarens, cuctemMa TCX: EtOAc/rekcan (2:8); Ry =
0,6) ¢ momyuenunem 1,2-nudrop-4-meTokcu-5-autpodenzona (20 r, 93%).

Cramus 2. B nepememuBaemsiii pactBop 1,2-audrop-4-metokcu-S-autpodensona (20,0 r, 105,75 mmons,
1 sxB.) B MeOH (200 M) no6asmsmm Pd/C (10,0 T, 10% Biarm) u peakiiHOHHYIO CMECh IIEPEeMEIINBAIIN C TIOMO-
IbI0 OaJIJIOHA BOAOPOJa B TeUeHHE 2 4 pu KOoMH. Temrl. [loce 3aBepmenus (oTcnexnBanu nocpenctsom TCX,
cucrema TCX 20% EtOAc B rekcane, Ri-0,4) peakunoHHyI0 cMech (UIBTPOBAJIM Yepe3 CIIOW LEeTUTa U IPOMBI-
B 2-3 pasa ¢ momouipto MeOH. DunbTpar KOHLEHTPUPOBAIM C TOJydeHHeM xxenaemoro 4,5-nudrop-2-
MeTokcuanmnuHa (16,0 T, 95%).

Cranus 3. B nepemenmBaeMslii pactBop 4,5-mu¢drop-2-merokcnannnusa (8,0 r, 50,273 mMoins, 1 9kB.) B
MeOH:IXM (50 mm:100 m) mobGaBnsuim OeH3mnTpuMeTHIaMMOHUS TpuOpomun (8,82 1, 60,328 MMmob,
1,2 5KB.) MOpPUMAMH NPHU KOMH. TeMI. [loJy4eHHyI0 peakIMOHHYIO CMECh NEepPEMEIINBAIN IIPH KOMH. TEMII. B
tedyeHnue 12 4. [locnme n3pacxo10BaHUS UCXOAHOTO MaTepHalia PEaKIMOHHYIO0 CMECh KOHIICHTPHPOBAJIH C ITOITY-
YeHHEM HEOUYHIEHHOTO TPOAYKTa, KOTOPHIH OYHINAIH C MOMOIIbI0 KOJOHOYHOW Xpomarorpadpuu (230-400
Mmem, cwimkarenb, 15% EtOAc/rekcan; 3Hauenme Rg0,4) ¢ momydenumem 2-0pom-3,4-mudTop-6-
metokcnaamimuaa (0,5 T, 4%) B BHIIE KENTOTO TBEPIOTO BEIIECTBRA.

Cramus 4. B mepememmBaeMbiii pactBop 2-0pom-3,4-mudrop-6-merokcnanmmmaa (0,413 1, 1,735 mMMob,
1 2kB.) B cyxom IMCO (10 mn) mobaBisumd 2-aMHHO-2-MeTHII-TIponroHoByto kucioty (0,536 1, 5,205 MMomb,
3,0 akB.) ¢ mocnenyromum godasnerueM KzPO, (0,919 r, 4,337 mmons, 2,5 3kB.) ipu KoMH. Temil. [lomaydeHHyto pe-
AKIIMOHHYIO CMECH JICTa3upoBaly ¢ TOMOIIBI0 Ar B Teuenue 10 muH, 3atem pobasmsum Cul (0,033 r, 0,1735 mMmorb,
0,1 skB.) U peakuuoHHyto cMech HarpeBanu npu 140°C B Teuenue 12 4. [locie u3pacxogoBaHUsI UCXOAHOTO Ma-
TepHaja peakMOHHYI0 CMECh OXJIaXKAAIN IO KOMH. TeMIL. W (GuiIbTpoBainy uepe3 nenuT. Ciiol menmTa mpoMbl-
Banu ¢ momotisio EtOAc (500 mur). [TomydeHHbIi GuibTpaT mpoMbIBaiId Bomo# (2x50 mir), 3aTeM COJIEeBBIM pac-
TBOpOM (50 MIT), BRICYIIMBany HaJ 6e3B0oHBIM Na,SO,4 1 pacTBOPHUTENb BHINAPUBAIIN IPH IOHMKEHHOM JaBJe-
HHUH C TIOJYYEHHEM HEOYMIIEHHOTO NPOJYKTa, KOTOPHIH OYMINAIN C MOMOLIbI0O KOJOHOYHOW XpoMaTorpaduu
(100-200 memr, cwmmkarenb; 20% EtOAc/rekcan; 3nauenne R-0,2) ¢ momydenuem 5,6-mudtop-8-meTokcu-3,3-
muMetw-3,4-auruapoxuHokcanunH-2(1H)-ona (0,3 1, 71%) B BHIe KOPHYHEBOTO TBEPAOTO BEIIECTBA.

Cramus 5. B pactBop 5,6-mudrTop-8-meTokcu-3,3-aumernn-3,4-auruapoxunokcannd-2(1H)-ona (0,3 1,
1,238 mmomb, 1 2kB.) B Tomyouste (50 mur) mo6asmsumn pearenT JlaBeccona (0,65 r, 1,61 mmons, 1,5 9kB.) npu
KOMH. TeMII. H peakIMOHHYI0 cMech HarpeBanu 1o 120°C B Teuenue 1 4. [Tociie n3pacxoqoBaHus WCXOIHOTO
MaTepHala peakKnOHHYI0 MacCy OXJaKIalH O KOMH. TEMII. ¥ TacHiIX HachIeHHbIM pacTBopoM NaHCO; (50
wut). OpraHn4ecKuid 0¥ OTAEINSIN M BOAHBIN CJIoH SKcTparupoBanu ¢ nomoinsio EtOAc (50 mir). O6bennHen-
HblE OpPraHWYecKHe CJIOM NMpoMbIBanu Bonod (50 mur), 3ateM coyieBbIM pacTBopoM (50 MiT), BBICYIIMBAIHM Haj
6e3BoHBIM Na,SO,4 1 pacTBOPHUTEINs BHIIAPUBAIIH C MOJTYYECHHEM HEOUHIIEHHOTO MPOIYKTa, KOTOPHIA OYHIIaIIH
C TIOMOIIIBIO KOJIOHOYHOH XpomaTorpaduu (230-400 mem, cunkarens; 20% EtOAc/rekcan; 3Hauenue Ri-0,6) c
noixy4yeHueM 5,6-nudtop-8-mMerokcu-3,3-aumetui-3,4-gurunpoxunokcanud-2(1H)-tuona (0,3 r, 94%) B BUMIE
JKEJITOTO TBEPAOTO BEIIECTRA.

Cramus 6. B pactBop 5,6-mudTop-8-merokcu-3,3-numermin-3,4-nuruapoxunokcamua-2(1H)-tnona (0,1 T,
0,3871 mMoub, 1 3kB.) B n-BuOH (10 mur) mob6asnsuti ruapasua ykcycHou kucnotsl (0,094 r, 1,277 mmons, 3,3
9KB.) C TIOCTIEAYIONTUM JTO0aBJIIEHHEM YKCYCHOHM KUCIOTHI (1 MIT) M 3aTeM pPEeakIMOHHYIO CMECh NepeMelTHBAIN
npu 140°C B Teuenue 12 4. [Tocne 3aBepiieHns peaknuu (OTciaexuBaiH mocpeacTBoM TCX) peakIMmoHHYIO
cMech pazdasistin Bonoi (10 mur) u sxctparupoBanu ¢ nomouipio EtOAc (2x20 mur). O0beJMHEHHBIN Oprannye-
CKHIA CJIOH TIpOMBIBAII BOJIOH (20 M), cosieBbIM pacTBopoM (20 M), BeICymuBaiK Haja 0e3BoAHBIM Na,SO4 u
PacTBOPHTEINH BHIIAPUBAJIHN C TIOJydYEeHUEM HEOUNIEHHOTO MPOIYKTa, KOTOPHIH OYHIIAIH C TIOMOIIBIO KOJIOHOY-
HOU xpomarorpaduu ¢ ucnonb3oBanueM 5% MeOH B JIXM B kadecTBEe pacTBOPHUTEINS ISl SIOUPOBAHUS U CH-
JIKaress 230-400 Mell c [OJIy4E€HUEM 6,7-nmudTop-9-metokcu-1,4,4-rpumerri-4,5-
quruapo| 1,2,4]tpuaszono[4,3-a]xuHokcanuna (0,05 T, 46%) B BuIe IpsA3HO-0€I0T0 TBEPOTO BEIIECTBA.

Cragnst 7. IlepememmBaemsblii pactBop 6,7-mudTop-9-meroken-1,4,4-rpumernn-4,5-aurunpol 1,2,4]tpua-
30110[4,3-a|xuHokcammHa (0,8 1, 2,854 Mmmoib, 1 5kB.) B IM®A (20 mu1) npu 0°C nopimsimu 06pabaThIBaiy TedeHHE
10 muH TBepabpIM N-OpomMcykimHamuaoMm (0,6 T, 3,425 mmois, 1,2 3kB.). ObecrieunBai HarpeBaHNe PEaKIMOHHOM
CMeCH JI0 KOMH. TeMII. ¥ niepemermrBany B Teuerre 30 muH. [locrne 3aBeprieHns peakyy (OTCICKUBAIN TIOCPEICT-
BoM JKX-MC) peakimoHHyI0 cMech pazbaBisut ¢ momompio EtOAc (50 Mi1) U opraHudeckre CJIOU TPOMBIBAIH
Boso# (3x50 M), coneBbiM pacTBopoM (100 mir), BeICymmBamu Ha 6e3BoqHBIM Na,SO,4 U pacTBOPHUTEIH BEHITIA-
PHUBAIK TIPH TTOHIDKEHHOM JABJICHHH C MOJYYCHHEM HEOUYHIIEHHOTO MPOAYKTA, KOTOPHIA OYHIIATH C TOMOIIBIO
KOJIOHOYHOH XpoMaTorpadun ¢ ucnoip3oBanueMm 1,5% MeOH B JIXM B xauecTBe pacTBOPHUTENS AJIS ITIOMPO-
BaHnsd W cwmkarenas 230-400 mem ¢ monydeHHeM 8-Opom-6,7-mudTop-9-meTtokcu-1,4,4-Tpumerni-4,5-
quruapo| 1,2,4]tpuaszono[4,3-a]xuHokcanuna (0,25 T, 42%) B BUIE IpsA3HO-0€I0T0 TBEPOTO BEIIECTBA.

Cunre3 8-0pom-6,7-nudrop-1,4,4-Tpumernn-9-(tpudropmerni)-4,5-nuruapo[1,2,4]rpuasonol4,3-
a]xuHOKcanuHa (mpoMexxyTouHoe coeauHenne B-50).
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Cranus 1. PactBop 1-6pom-4,5-nu¢rop-2-aurpobensona (1,0 r, 4,2 Mmois, 1 okB.) B IM®DA (15 mi) ne-
rasupoBalid ¢ MOMOIIb0 Ar B TedeHue 20 muH ¢ mocienyrommm godasmenuem CuBr (0,06 r, 0,42 MMoIb,
0,1 skB.) u MeTmi-2,2-mudTop-2-(propcynshonmn)anerara (0,88 i, 6,93 mmons, 1,65 3kB.). PeaknuoHHyIo
cmech nepemermuBasid ipu 80°C B Teuenue 16 4. IMocne 3aBepmieHus peakmuu (OTCISKHUBAIN TOCPEICTBOM
TCX) peaknnoHHYIO0 CMeCh pa30aBIsUIA TUATHIIOBBIM d(QUPOM U MPOMBIBAIHN JISITHOM BoIOH (2-3 paza). O0be-
JIMHEHHBIH OPTraHUYeCKHil CJIIOW BBIMIAPUBAIN C TMOJYyYEHHEM HEOUHIIEHHOrO0 MPOAYKTa, KOTOPHIH OUYHILNAIH C
TTOMOIIBIO0 KOJIOHOYHOH XpoMaTtorpaduu ¢ Hcrmosib3oBanneM cuiukarens 100-200 memn u rekcaHa B KadyecTBE
pacTBOpUTENS IS SIMOUPOBAHUA ¢ TToaydeHneM 1,2-mudrop-4-aurpo-5-(tpudropmernn)oensona (0,6 T, 45%) B
BUJI€ CBETJIO-XKEITON KUAKOCTH.

Cranus 2. PactBop 1,2-nudrop-4-Hutpo-5-(tpudropmerun)oensona (0,25 r, 1,1 mmoins, 1 skB.) B EtOH
(10 M) oxmaxmanu no 0°C. SnCl,-2H,0 no6asisum mopumsimu (0,994 1, 4,4 Mmmodb, 4,0 3KB.) ¢ IOCTIEAYIONAM
nobasienueM o karisaM kouil. HCI (2,5 min). PeakiioHHy 0 cMech MepeMelInBajy P KOMH. TEMIT. B TCUCHHE
2 4. [Tocne 3aBepiieHus peakun (oTciaexuBany nocpeactsoM TCX) peakIMOHHYI0 cMech MOANIETaqyBain 6 H.
pactBopom NaOH u pas6asisimu ¢ momoinsio JJXM. Opranuueckuii cioi mpombIBaiy Boaoit (2-3 pasza). O0be-
JMHEHHBIH OpraHNYeCcKHi CJION BBIIAPUBANIN C IOJIyYSHHEM XKelaaeMoro 4,5-nudrop-2-(TpudTopMeTrin)aHInHa
(0,21 1, 93%) B BUIE CBETIO-KEIATOTO KHUIAKOTO COCAMHCHHUSI.

Cramus 3. PactBop 4,5-mudtop-2-(tpudtopmermn)anmnmaa (0,20 r, 1,01 mmoinsb, 1 3xB.) B JIM®DA (10 mur)
oxnaxaamm 10 0°C. NBS mo6asmstmn mopuwsimu (0,217 1, 1,21 Mmonb, 1,2 3kxB.). O6GecnieunBamy MOCTENEHHOES
HarpeBaHHE PEAaKIMOHHOW CMECH N0 KOMH. TeMIl. B TeueHue 5 4. [locie 3aBepiieHus peakiiuu (OTCICKUBAIN
nocpeactBoM TCX) peakIMOHHYIO CMeCh pa30aBisuId AUITUIOBBIM dhupoM. OpraHUUecKuid CIOH TMPOMBIBAIIN
nenssHor Bomou (2-3 pasza). OObeqUHEHHBI OPTaHWYSCKUI CIIOW BHIMAPWBAIHN C TIOTYyYEHHEM HEOUHIICHHOTO
MPOAYKTa, KOTOPHII OYHIIATIHN C MOMOIIBI0 KOJIOHOYHOW Xpomarorpaduu ¢ ucnojip3oBanueM cuimkarens 100-
200 Memr W TEeKCaHa B Ka4yeCTBE PACTBOPUTEINS JUIS JIIOMPOBAHHS C MoOJydeHHeM 2-Opom-3,4-mudtop-6-
(rpudropmernn)annnuHa (0,19 1, 63%) B Bujie CBETIIO-KENTOTO KUIKOTO COEIMHEHHS.

Cramust 4. PactBop 2-6pom-3,4-mudrop-6-(tpudropmermn)anmnuna (5,0 r, 18,11 mmoms, 1 2kB.), 2-
aMUHOM30MACIISTHOW KucioThl (3,76 T, 36,23 mMmonb, 2 3kB.), KsPO,4 (9,6 T, 45,28 MMoinb, 2,5 9KB.) B CyXoM
JIMCO (86 mur), mOMEIICHHBIH B TEPMETUYHYIO MpoOupKy, nezokcurerupoBanu Ar. Cul (0,34 r, 1,8 mMmodb,
0,1 »kB.) TOOABISITN ¥ IOBTOPHO BOCCTAHABJIMBAIH B TCUCHHE 5 MUH PCaKkIIMOHHYIO CMECh 3aTeM IePEMEIIHBa-
mu nipu 120°C B teuenue 6 u. [locne 3aBepruenus peakiuu (orciexuBanu nocpeacrsom TCX, 20% EtOAc B
rexcane, R0,2) peakmmoHHYIO0 cMech (DHIBTPOBaIM dYepe3 CIOW IeluTa M IpoMbiBad ¢ momoimsio EtOAc
(100 mi), npombiBasu Bogoit (3x100 mir), coneBbiM pactBopoM (100 mut), BeicymmBanu Hax 6e3B01HBIM Na,SOy4
¥ BBITTAPUBAJIH IPU MOHWKEHHOM JIaBICHUH C NOJIYYCHHEM HEOUHIIICHHOTO NMPOAYKTa, KOTOPHIM OYHIIAIH C TO-
MOIIBI0 KOJIOHOYHOM XxpomaTorpadun (230-400 memr, cunukarens; 20% EtOAc/rekcan; 3nauenne R¢-0,2) ¢ mo-
nyderueM 5,6-mudrop-3,3-aumetin-8-(tpudropmernn)-3,4-quruapoxunokcanud-2(1H)-ona (0,7 r, 14%) B
BU/I€ KOPUIHEBOTO TBEPJIOTO BEIIECTBA.

Cramust 5. B pactBop 5,6-nu¢Top-3,3-numernn-8-(tpudropmerin)-3,4-muruapoxnHokcanis-2(1H)-ona
(0,7 1, 2,5 MMous, 1 3kB.) B Tomyoute (15 M) mobasisutu pearent Jlaseccona (1,5 r, 3,75 mmons, 1,5 3kB.) mpu
KOMH. TEMII. ¥ PEaKLHOHHYIO CMECh KUIIATHIN ¢ 00paTHBIM XojoauibHUKOM npu 120°C B Teuenne 1,5 4. [Tocne
3aBepieHus peakiuu (otcnexuBainu mocpenctBoM TCX, 20% EtOAc B rekcane, Ri-0,5) peaknuoHHyo cMmech
racwn Haceiml. pactBopom NaHCOj; (100 mur) ¢ mocneayromeii axctpakmueid EtOAc (2x100 mm). O6benuHeH-
HBIE OpraHIYecKHe clIou npombIBaik Boxoi (100 mir), coneBbiM pactBopom (100 MiT), BRICYIIMBaIN Hall 6€3BOI-
HBIM Na,SO4 ¥ pacTBOPUTENH BEITAPUBAIH C TOJTYYCHHEM HCOUYHIICHHOTO MPOAYKTA, KOTOPBIA OYHIAIN C TO-
MOIITBI0 KOJIOHOYHOM XpoMaTorpaduu ¢ ucroys3oBanneM cummkarens 230-400 mem u 10% EtOAc B rexcane B
KAaueCTBE PACTBOPHUTENS IS JIIOMPOBAHUS C TolydeHueM 5,6-mudrop-3,3-numernin-8-(TpudTopmeTin)-3,4-
muruapoxuHokcanuH-2(1H)-trona (0,7 T, 94%) B BHIE KENTOTO TBEPAOTO BEIIECTBA.

Cramus 6. B pactBop 5,6-mudrop-3,3-mumetni-8-(tpudropmeTin)-3,4-muruapoxuaokcanud-2(1H)-truona
(0,7 r, 2,36 mmonb, 1 3kB.) B TT'® (30 M) mobasnsumm ruapat ruapasuna (0,59 r, 11,82 mmons, 5,0 5kB.) npu
KOMH. TEeMII. ¥ pEaKIIMOHHYIO CMECh ITePEeMEINBAIN NPH KOMH. TeMIL. B TeueHue 1 4. [Tocre 3aBepiieHus peak-
uuu (otcnexuBanu nocpeactsoM TCX, 5% MeOH-JIXM, R-0,5) peakuronnyo cMech KOHIEHTpUpoBaiu. Pe-
aKIUOHHYI0 cMech pactBopsutd B TT'® u oxnmaxaamu mo 0°C. TEA (1,6 mi, 11,82 mMoms, 5,0 9KB.) 1 aneTmi-
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xmopua (0,5 mi, 7,09 mmonb, 3,0 9kB.) HOOABIAIM U TEPEMEIINBAIU IPU KOMH. Temil. B TeueHue 1 4. [Tocie
3aBepIIeHUs peakiuu (otTciexkuBaiy nocpeacteomM TCX, 5% MeOH-IXM, R-0,5) peakunonHyro cMmech pas-
GaBisn ¢ momotpio EtOAc. OObeHEHHBIE OpTaHUYeCKHe CIIOW MPOMBIBAIHM BOJOH, COJEBBIM PACTBOPOM,
BBICYIITMBAIM HaJ 0e3BOJHBIM Na,SO, M pacTBOPUTENh BBITIAPUBAIN C TOJydeHHEM HeoudumieHHoro N'-(5,6-
nmudTop-3,3-mumeTiin-8-(tpudropmernn)-3,4-muruapoxnnokcanun-2( 1 H)-unmuaen)anetoruapasuaa,  KOTOPBIA
MIEPEHOCHIIN Ha CIEAYIONTYIO CTaaui0 0e3 JOMOTHUTEIEHOW OYUCTKH.

Cramuss 7. PactBop N'-(5,6-mudTop-3,3-numernn-8-(tpudropmerin)-3,4-muruapoxuHokcanud-2(1H)-
unueH )arneroruapasuaa (2,36 mmons, 1 9xB.) B POCI; (15 M) oxmaxnanu no 0°C. TEA (0,33 mu, 2,36 MMOJIB,
1,0 5kB.) 7OOABISIIM U CMECh TIEPEMEIINBAIN NIPU TaKOH XKe TemriepaType B Tedenue 10 MUH U 3aTeM IIpH KHIIS-
YCHHUU ¢ 0OpaTHBIM XOJIOMWIEHUKOM B TeueHue 6 4. [locie 3aBeplicHUs peakiuu (OTCICKHBAIU MOCPESICTBOM
TCX, 50% anerona-rexcaH, R¢-0,5) peakiimOHHYI0 CMECh KOHIICHTPHPOBATH. PEakIMOHHYIO CMECh OXJIAXKIaIn
1o 0°C u monmenavynBalid ¢ MCIOIb30BAHUEM BOIHOTO PAacTBOpa aMMHaka U pa3dapisuii ¢ momoripio EtOAc.
OOBeIMHEHHBIC OPTaHUYECKUE CIIOW TPOMBIBAIM BOJOH, COJCBBIM PAcCTBOPOM, BBICYIIMBAIN HaJ OC3BOIHBIM
Na,SO,4 1 pacTBOPHUTEH BRIAPUBAIN C TIOTYYCHUEM HEOUHIICHHOTO MPOIYKTA, KOTOPBIH OYHIAIN C TIOMOIIBIO
KOJIOHOYHOH Xpomarorpaduu ¢ ucnoiap3oBanueM cwimnkarens 230-400 memr u 50% ameroHa B rekcaHe B KayecT-
BE paCTBOPHUTENS JUIA DJIIOMPOBAaHWSA C TolydeHueMm 6,7-mudrop-1,4,4-tpumetnin-9-(tpudTopmeTin)-4,5-
muruapo[ 1,2,4]rpuazono[4,3-a]xunokcanuna (0,5 T, 66%) B Buae KOPUIHEBOTO TBEPIOTO BEIIECTBA.

Cramuss 8. PactBop 6,7-mudTop-1,4,4-tpumeTin-9-(tpudropmernn)-4,5-muruapo( 1,2,4 ] rpuazono[4,3-
a]xunokcammna (0,5 r, 1,57 mmons, 1 9kB.) B IM®PA (15 M) oxnaxnamu mo 0°C. NBS (0,559 r, 6,28 MMoub,
2,0 9KkB.) MOOABISUIM U CMECh MEePEMEININBaIN TPU KOMH. TeMII. B TeueHrne 10 MUH W 3aTeM TpU KHUIISTYEHUH C
00paTHBIM XOJIOMWILHUKOM B TeueHHe 2 4. [Tocne 3aBepiueHus peakimu (oTciexxuBaid nocpenctsoM TCX,
50% anerona-rekcaH, R-0,5) peakuuonHyro cMech pa3dapisuii ¢ momoinesio EtOAc. O0beqHEHHBIC OpraHuye-
CKHE CJIOU TPOMBIBAIIN JICASHON XOJIOTHOW BOJOM, COJIEBBIM PAacTBOPOM, BBICYIIIMBAIH HaJll 0e3BOMHBIM Na,SOy
W PACTBOPHTEIb BBIAPHUBATH C MOJTYYCHHEM HCOYHIICHHOTO MPOIYKTA, KOTOPHIH OYHIIATU C TTIOMOIIBIO KOJIO-
HOYHOW Xpomarorpaduu ¢ ucnonb3oBanueM cuimkareins 230-400 mem u 50% ameroHa B rekcaHe B KayecTBe
PACTBOPHUTEINS JJIsl DIIOUPOBAaHUS C ToiydeHueM 8-06pom-6,7-nudrop-1,4,4-rpumeTnn-9-(tpudropmern)-4,5-
muruapo[ 1,2,4]rpuasorno[4,3-a]xunokcanuna (0,45 r, 72%) B BuIIe KOPHYHEBOT'O TBEPAOTO BEIIECTBA.

Cunre3 8-6pom-6-x1mop-7-hrop-1,4,4,9-retpamerni-4,5-nuruapo[ 1,2,4 Jrpuazono[4,3-a]XuHOKCATHHA
(mpomexxyTouHoe coenuHeHue B-51).
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Cranus 1. B nepememmBaemsrii pactBop NiCly,-6H,0 (12,54 1, 0,0527 momnb, 1 3xB.) B MeOH (526 M) no-
6asisin NaBHy (5,97 1, 0,158 mounb, 3 2xB.) nopuusiMu nipu 0°C 1 TIOJTyYEHHYIO CYCIICH3HUIO IepPEMEIINBAIH
mpu 0°C B Teuenue 1 4. 3aTem gobammsum 1-x10p-2-pTop-4-meTmi-S-autpo-6en3on (20 r, 0,1055 monb, 2 9kB.)
C TIOCIISAYIOMINM JIOTIOTHATEIRHBIM obaBneHueM NaBH, (13,95 1, 0,369 Moib, 7 9KB.) HOPIMSIME U PEAKITHOH-
HyI0 cMech nepememuBaiy mpu 0°C B teuenne 2 4. [Tociie n3pacxomoBaHus UCXOAHOTO MaTeprana (OTCIEKHU-
Bau nocpeacTBoM TCX) peaknnOHHYIO CMECh KOHIIEHTPHPOBAIH M TOIYIEHHBIH OCTaTOK pa30aBIsiId C TIOMO-
mpio 1 5 HCI (150 mun), 3atrem BomHbIM pacTBopoM ammuaka (150 mi) u EtOAc (200 mur). DTy cMech iepeMe-
IIMBaJIM IPM KOMHATHOW TeMIlepaType B Te4eHHe 15 MHH, (GUILTPOBAIM Yepe3 CIOH LENUTa W IMOJIy4YEeHHBIH
BOAHBIN (UIBTpAT dKCTparupoBanu ¢ momornisio EtOAc (2x250 mi). OObeaMHEHHBIE OpTaHUIecKue (Qpakiuu
npoMbiBany Bojo# (350 mi) u coneBsiM pacTBopoM (250 mir), BeIcymmBanu Hax 6e3BoaHbIM Na,SO4 M KOHIIEH-
TPUPOBAJIH C TOJIydeHUEM S-XJ0p-4-prop-2-MmeTmin-penmnamuna (14 T, 83%) B Buae TpsA3HO-0eI0ro TBEPAOTO
BEIIIECTBA.

Cranus 2. B pactBop 5-xnop-4-¢rop-2-metnin-¢penmtamuna (14 r, 0,087 mous, 1 9kB.) B IXM (280 M) o
KaruisiM o0aBsuiu pactBop Br, (4,97 mu, 0,098 mons, 1,1 3kB.) B IXM (70 mun) npu 0°C 1 mOTydYCHHYIO peak-
IIUOHHYI0 cMech nepeMemuBany npu 0°C B tedenue 2 4. [locne u3pacxoqoBaHMs UCXOIHOTO Marepuana (OT-
cnexwuBaiy nmocpeactsoM TCX B 10% EtOAc-rexcan) peakimoHHYIO cMech paz0asiisiin Bogoit (300 M) u 3KCT-
parupoBain ¢ momompio JAXM (2x150 mur). OObeAMHEHHBIE OpPraHUYECKHE CIIOM IPOMBIBAJIM BOJIOU
(2x250 mi1), HaCHIIEHHBIM PAcTBOPOM THOCYJb(ara HaTpus (2x250 mi) n coneBbIM pacTBopoM (250 mi), BBI-
cymmBainy Hax 0e3BomHBIM Na,SO, W KOHIEHTPHUPOBATH NIPH MOHIKCHHOM NaBieHUH. 110TydeHHBIH HEodH-
IICHHBIH OCTaTOK OYMWINAIM C IIOMOINBI0 KOJIOHOYHOH xpomarorpaduu (100-200 wmem, cuimmkarens; 5%
EtOAc/rekcan B KauecTBE AIIIOCHTA) C TOIydeHUEM 2-0pom-3-xitop-4-pTop-6-meTmn-penmnamuna (11,2 1, 53%)
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B BHJIE KOPUYHEBOTO TBEPAOTO BEILECTBA.

Cragns 3. B nepemerBaemMyto cycneHsmio 2-0pom-3-xiop-4-¢rop-6-metun-¢penmwiamuna (18 r, 0,075 mos,
1 9kB.) B cyxom DMACc (270 m1) 100aBisim 2-aMHHO-2-METHII-TIPOTTMOHOBYIO kucioty (15,56 T, 0,15 Momb, 2 9kB.),
3atrem DBU (22,57 mi, 0,15 mMonb, 2 9KB.) Ip¥ KOMHATHOW TeMIIepaType U TOIYyYEeHHYIO PEaKIIMOHHYIO CMECh
JierazupoBaiy a3otoM B TedeHne 30 muH. 3atem nodasisum Cul (1,43 1, 0,0075 moms, 0,1 9KB.) U pEaKIUOHHYIO
cMech HarpeBany npu 140°C B teuenue 16 4. Tlocnme M3pacxoqoBaHHWsS WCXOJHOTO MaTephana (OTCICKHBAIU
nocpencteoM TCX, 20% EtOAc-rekcan, Ry 0,4) peakiimoHHYI0 CMeCh OXJTaXKJaJId IO KOMHATHOM TeMIlepaTypsl
1 BeUMBM B JensHyilo Bomy (1 ). IlomydeHHYI0 BOOHYIO CMeCh JKcTparupoBaid ¢ momormibio EtOAc
(2x400 M) 1 oOBeAMHEHHBIE OpraHWYecKue (PpakIyy MPOMBIBATH BomOH (2x500 MIT) M CONEBBIM PAacTBOPOM
(400 mur), BeICymIUBaNK Hax 6e3BomHbIM Na,SO4 ¥ BRITApUBAIN NP TOHHKEHHOM JIaBleHUH. [lomydeHHbIN He-
OYMIICHHBII OCTaTOK pacTHpalli B MOPOIIOK I'€KCAHOM € MOJIydeHHeM S-xJop-6-¢rop-3,3,8-rpumerni-3,4-
nuruapo-1 H-xuHokcanuu-2-ona (8 r, 44%) B BUlle KOPUUHEBOM HKUAKOCTH.

Cramuss 4. B pactBop 5-xuop-6-¢Top-3,3,8-rpumernin-3,4-nuruapo-1H-xuHokcanun-2-ona (12 T,
0,049 monb, 1 2kB.) B Tonmyoxne (150 mu) mobGaBisutu pearent JlaBeccona (29,97 r, 0,074 momns, 1,5 9kB.) npu
KOMHATHOW TeMIIepaType U PeaKIHOHHYI0 CMECh KUISATIIU C 00OpaTHBIM XoJoamibHuKoM mpu 120°C B TeucHme
2 4. ITocne n3pacxomoBaHUs UCXOAHOTO Marepuaia (orciexusanu nocpeacrsoM TCX B 20% EtOAc-rekcan, Re
0,6) peakIMOHHYIO cMech racwiu Hackl. pactBopoM NaHCO; (200 M) ¥ OJTYYSHHYIO BOJHYIO CMECh DKCTpa-
rupoBasu ¢ romouibio EtOAc (2x350 mur). O0beanHEHHBIE OPTaHUYECKUE CIION MPOMBIBaIM BoAoi (200 mur) u
coyieBbIM pacTBopoM (200 mur), BRICymMBamu Haj 0e3BoAHBIM Na,SO4 U BRITAPUBAIIH MTPH MOHKEHHOM JIaBJIe-
HuH. [TorydeHHBI HEOYUIIIEHHBIH OCTATOK OYHINAIHA C TIOMOIIHIO0 KOJOHOUHOH XpomaTorpaduu (100-200 merr,
cunukarenb, 10% EtOAc/rekcan B KkadecTBEe 3JIIOCHTA) C IONydeHHEM S-xyop-6-prop-3,3,8-Tpumerii-3,4-
muruapo- 1 H-xunokcanua-2-troHa (128 1, 93%) B Buze XeITOro TBEpPAOTO BEIIECTRA.

Cramus 5. B nmepememmBaeMsblii pacTBop S5-xyiop-6-gpTop-3,3,8-rpumeTnin-3,4-muruapo- 1 H-xuHokcanmuH-2-
tioHa (11 r, 0,042 mous, 1 5kB.) B TeTparuapodypane (275 M) O KarmwsiM JOOABISUIH TUIpaT ruapasuHa (6,38
1, 0,127 Monsb, 3 9kB.) npu 0°C ¥ MOIy4YEeHHYIO PEAKIIMOHHYIO CMECh ITEpEeMENINBaIN IIPU KOMHATHOW TeMIiepa-
Type B Teuenue 16 4. [Tocie oOpa3oBaHMsl IPOMEKYTOYHOTO COSANHEHUS B BUJIE MMUHA PEAKIIMOHHYIO CMECh
KOHLEHTPUPOBAJIH U JABAX/BI OABEPTaIN a3€0TPOIHON MEPETOHKE TOJIy0JIoM. [1osTydeHHBII OCTaTOK PacTBOps-
i B TpudTHAOpToanerate (120 mil) ¥ HarpeBaidH O KUICHUSA ¢ 0OpaTHBIM XOJOAWIHLHUKOM B TEUYCHHE 24 .
TToce m3pacxomoBaHUs MCXOMHOTO MaTepuana (oTciexxuBann mocpencTtBoM JKX-MC) peakIMOHHYIO cMech
KOHIICHTPHUPOBAIX W IIOYYEHHBIH HEOUHIICHHBIH OCTATOK OYHIIAIN C TOMOINBI0 KOJIOHOYHON Xpomartorpaduun
(230-400 mem, cumukarens, 5% MeOH/[JXM B kadecTBe 3JIOCHTA) C TONXy4eHHEeM 6-xiop-7-¢rop-1,4,4,9-
teTpametni-4,5-murnapo[ 1,2,4]rpuaszorno[4,3-a]xunokcanuHa (8,5 T, 71%) B BUIe rps3HO-0€I0TO TBEPAOTO Be-
IIecTBa.

Cramqus 6. B pacTBop 6-xmop-7-prop-1,4,4,9-rerpamernn-4,5-muruapol 1,2,4tpuazono[4,3-
a]xuHokcanuHa (8 T, 0,028 Momb, 1 3kB.) B IM®DA (160 M) nopuusamu mobasisua NBS (5,07 r, 0,028 mouns,
1 5kB.) mpu 0°C ¥ MOJIy4YEeHHYIO PEaKIMOHHYIO CMECh NepeMEeIInBaIi IPU KOMHATHOW TEMIIEpaType B TCUCHHUE
3 4. ITocne u3pacxomoBaHUs UCXOAHOTO MaTepuana (oTcaexkuBanu nocpeacrsoM JKX-MC) peakiMoHHYIO cMech
pa3b6asmsum Bomoit (500 mur) u axctparupoBanu ¢ momomsio EtOAc (2x250 mir). OObeIMHEHHBIE OpPraHTYECKIEe
CJIOW TIPOMBIBAIIM BOZON (2x250 MiT) U coeBbIM pacTBOopoM (250 mir), BEICYIIMBAIH Hax 0e3BoIHBIM Na,SO, u
KOHIICHTPUPOBAIX TPH TOHIKCHHOM JaBJICHUH. [10JTydeHHBIH HEOUHICHHBIH OCTATOK OYHUIIAIHM C TOMOIIBIO
KOJIOHOYHOM XpomaTorpaduu (230-400 mem, cunmukarens; 5% MeOH/JIXM B kadecTBe DIIIOCHTA) C MOTyYCHH-
eM 8-0pom-6-xi0p-7-¢Top-1,4,4,9-Terpamerun-4,5-nurunpol[ 1,2,4]tpuazono[4,3-a]xuHokcanuna (6,2 T, 60%) B
BUJIE TPS3HO-0EIIOT0 TBEPIOTO BEIIECTRA.

Cunres 8-6pom-7-xmop-6-hrop-1,4,4,9-retpamerni-4,5-nguruapo( 1,2,4 rpuazono[4,3-a]XxuHOKCaTMHA
(mpomexxyTouHoe coenuHeHne B-53).
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coeannenne B-53
Cranus 1. B nepemenmBaeMsli pactBop 1-xmop-2-rop-5-merun-4-autpo-6ensona (10,0 r, 52,91 mmons,
1 2xB.) B cmecu EtOH-Boma (1:1, 120 mur) nobaensuia koHIl. BoaHblA pactBop HCI (6 mur) ¢ mocneayrommm 1o-
6aBienueM sxeneszHoro nopomxka (10,3 r, 185,18 Mmoib, 3,5 5KB.) Ipu KOMHATHOW TeMIepaType W peakIHOH-
HYI0 cMech nepeMentnBany B Tedenue 16 1 npu 110°C. Iocne 3aBepuieHus peakiuu (OTCIEKUBAIA HOCPEACT-
BoM TCX, 20% EtOAc/rekcan, Ry 0,3) peakimoHHyto cMech (HIBTPOBAIN Yepe3 CJION LENUTa U MTPOMBIBAIIH C
nomombio EtOAc (200 mnx3). OObequHEHHBIE OpraHYecKrue (pakiiy KOHIECHTPUPOBAIHM IIPH ITOHWKEHHOM
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naBieHuH, pazbaBismn ¢ momombsio EtOAc (500 mur), mpombiBamu Bogoi (100 Max2) ¥ CONEBBIM PacTBOPOM
(200 mu), BeicymmBanm Hal O6e3BogHbIM Na,SO4 ¥ KOHIEHTPHPOBAIM NIPH HMOHMKEHHOM JaBieHuH. [lomydeH-
HBI HEOYHMIIICHHBIA OCTATOK OYUINAIA C IIOMOIIBIO KOJTOHOYHOH xpomarorpaduu (100-200 mem, cuimkarens;
20% EtOAc/rexcan B kKauecTBe 3JIIOCHTA) ¢ HOIydeHHeM 4-xJop-5-prop-2-metmin-¢penmnamuna (7,5 v, 89%) B
BUJI€ CBETJIO-KOPUIHEBOTO TBEPIOTO BEIIECTRA.

Cramus 2. B mepememmBaeMblii pactBop 4-xJop-5-¢rop-2-metwi-¢pennnamuaa (5,5 r, 34,81 MMoub,
1 oxB.) B IXM (150 mur) noGasmsum pactBop Br, (1,79 M, 34,81 mMoinb, 1 9kB.) B IXM (60 M) 1Mo KaruisiM mpu
0°C u monmy4eHHYI0 peakIMoOHHYI0 cMech nepememmmBaiy pu 0°C B Teuenue 2 4. [locne m3pacxoqoBaHus HC-
xogHOTO Martepuana (oTcuexxuBanu nocpenctsoM TCX B 20% EtOAc-rekcan, Ry 0,6) peaknnoHHyI0 cMech ra-
cvIi HachImeHHbIM pacTBopoM NaHCO; (400 Mir) 1 opraHUYecKuit ciioit oTaessuii. BogHyro Gpakiuo 3KcTpa-
TUPOBaIM W OOBEAMHEHHBIE OPTAaHWYECKHE CIIOM MPOMBIBaTH BOJoW (2x300 M) W CONEBBIM PacTBOPOM
(200 mu), BeicymmBanm Hal O0e3BogHbIM Na,SO4 ¥ KOHIEHTPHPOBAIM NPH HOHMKEHHOM JaBieHuH. [lomydeH-
HBI HEOYHMIIICHHBIA OCTATOK OYUINAIA C IIOMOIIBIO KOJTOHOYHOH xpomarorpaduu (100-200 mem, cuimkarens;
10% EtOAc/rekcan B KauecTBe 3JIIO€HTa) C NOIydeHneM 2-0pom-4-xiop-3-¢rop-6-metnnanununa (4,5 r, 54%)
B BUJI€ KOPUYHEBOTO TBEPJOrO BEIECTBA.

Cramus 3. B nepememmBaemsblii pactBop 2-0pom-4-xiop-3-prop-6-metninanmnuna (5 r, 21,008 mmons,
1 5xB.) B cyxom DMAc (100 mi1) 1o6aBisui 2-aMHHO-2-METHII-TIPOIIMOHOBYIO KHCIOTY (4,4 T, 42,016 MMoUs,
2 axB.) 1 DBU (5,46 mi, 42,016 MMomb, 2 9KB.) TP KOMHATHOH TemrepaType W MOJyYeHHYIO PEaKIHOHHYIO
cMech aerazupoBanu azotoM B TedeHne 30 mun. Cul (400 mr, 2,1006 Mmmos, 0,1 9kB.) 100aBISUIH B 3Ty peaKiin-
OHHYIO CMeCh, KoTopyro HarpeBanu mpu 140°C B Teuenue 16 4. [Tocne n3pacxoaoBaHus UCXOJTHOTO MaTepHala
(orcmesxxuBamu mocpeactBoM TCX, 20% EtOAc-rekcan, Ry 0,3) peaknoHHyI0 cMeCh OXJIaXKJaJIM 10 KOMHATHON
TeMITepaTyphl U QUIBTPOBAIIM Yepe3 CIIOH LEeNnTa, 3aTeM ee poMbiBaiu ¢ moMouisio EtOAc (2x300 mu). TTomy-
YeHHBIN (UIBTPAT BBUIMBAIU B JeqsdHyI0 Boay (200 mur) m skctparupoBanu ¢ nomoiusio EtOAc (2x400 mi).
OObeaMHEHHBIE OpraHUYecKHe (QpakIWU MPOMBIBAIHM X0J0oAHOH Bomod (3x100 Mi) M COJNEBBIM PacTBOPOM
(100 mur), BEICYymmBaIA HaJ 0e3BOAHBIM Na,SO, W BIMapuBajIM MpU MOHIKEHHOM JaBJIeHUH. HeounIeHHbIH
OCTaTOK OYHIaIK ¢ momomnsio xpomarorpaduu (100-200 mem, cmmmkarens; 20% EtOAc/rekcan B kadecTBe
JIOCHTA) C MONydeHHeM O6-Xxiop-5-¢Top-3,3,8-Tpumernn-3,4-quruapoxunokcanud-2(1H)-ona (28 r, 69%) B
BUJIE TPS3HO-0EIIOT0 TBEPIOTO BEIIECTRA.

Cranus 4. B nepememmBaemslii pactBop 6-xi0p-5-¢rop-3,3,8-rpumeri-3,4-nquruapoxunokcaint-2(1H)-
ona (12 r, 49,58 mmonb, 1 9kB.) B Tomyone (240 mur) noGaensum peareHt JlaBeccona (30,08 T, 74,38 mMmons,
1,5 5KB.) IpM KOMHATHOW TEMIIEpaType M PEaKIHOHHYIO CMECh KHIISITHIM C OOpPaTHBIM XOJIOJMIBHUKOM IIPH
120°C B Teuenue 2 4. ITocne n3pacxogoBaHUs UCXOAHOTO Marepuana (orciexkusanu nocpeactsoM TCX B 20%
EtOAc-rekcan, Ry 0,6) peakMOHHYI0 CMeCh KOHIEHTPUPOBAIM NpPU MOHWXKEHHOM AaBleHUU. [lomydeHHBIH
TBEPABIHA OCTaTOK racwiim Hachiml. pactBopoM NaHCO; (500 mun) 1 momydeHHy0 BOIHYIO (pa3y dKCTparnpoBau
¢ nomotusio EtOAc (3x300 min), mocie yero o0beIMHEHHBIE OPraHUYECKUE CIIOU IIPOMBIBaNM Bogo# (400 min) u
coJieBbIM pacTBopoM (200 mur), BRICYmMBaIu Haj 0e3BoAHBIM Na,SO4 U BhITAPUBAIIH MTPH MOHKEHHOM JIaBJIe-
HuH. [TorydeHHbI HEOYUIIIEHHBI OCTATOK OYHINAIHA C TIOMOIIHI0 KOJOHOUHOH XxpomaTorpaduu (100-200 mer,
cunukarenb, 10% EtOAc/rekcan B KkadecTBEe 3JIIOCHTA) C IONydeHHEM O-xyop-5-prop-3,3,8-Tpumerii-3,4-
muruapo- 1 H-xunokcanua-2-troHa (11,5 1, 90%) B BUzIE jKe1TOro TBEPAOTO BEIIECTBA.

Cramus 5. B nmepememmBaeMsblii pactBop 6-xiop-5-gpTop-3,3,8-rpumeTnn-3,4-murunpo- 1 H-xuHokcanuH-2-
tioHa (8 r, 31,007 mmonb, 1 5kB.) B Terparunpodypane (200 mir) n00aBIsIIM MO KalblsiM THAPAa3HH-THIPAT
(6,209 1, 124 mmons, 4 3xB.) npu 0°C 1 peakIUOHHYIO CMECh NEepeMeIIuBalIl IPpU KOMHATHOHM Temrmeparype B
TedyeHue 16 4. [locne n3pacxoqoBaHUS UCXOAHOTO MaTepuana (orcnexusanu nocpeactsoM TCX B 5% MeOH-
OXM, R¢ 0,4) peakunoHHYI0 cMeCh KOHLEHTPHUPOBAJIM C IOJYYEHHEM HEOYHIICHHOTro 7-xJyop-8-¢Top-3-
THApasuHWINACH-2,2,5-TpuMeti-1,2,3,4-TeTparuapoxuHokcanHa (8 T), KOTOphIH MPUMEHSUTH Ha CIeayIomei
craguu Oe3 IOTIOTHUTEIHbHOH OYMCTKH.

Cramus 6. K HeounmeHHoMy 7-x710p-8-(rop-3-ruapazuammmaeH-2,2,5-tpumeti-1,2,3,4-TeTparuApoXuHOKca-
mny (8 T, 34,06 MMoub, 1 9kB.) moOaBsIHM TpUATHIIOpTOareTar (240 M) Mpyu KOMHATHOW TeMIiepaType, U pac-
TBOp nepeMentuBaiy npu 140°C B Teuenne 48 4. [locie u3pacxomoBaHUS UCXOTHOTO MaTepraia (OTCIIEKUBAIH
nocpeactBoM JKX-MC) peakiimOHHYI0 CMeCh KOHIICHTPUPOBAIH U OYHIIAIN C TIOMOIIHIO KOJIOHOYHOW XpOMaTO-
rpaduu (100-200 mem, cunukarens; 2% MeOH/IXM B kadecTBe 3JIOCHTA) C MOIYYCHHUEM 7-XJIOP-6-hTOp-
1,4,4,9-rerpamernn-4,5-nuruapo| 1,2,4]tpuasono[4,3-a]xuHokcanmHa (6 T, 69% c nByx cranmii) B Buae 6e1oro
TBEPJIOTO BEIIECTBA.

Craguns 7. B nepememmBaeMsiii pactBop 7-xiyop-6-drop-1,4,4,9-rerpamerint-4,5-muruapo[ 1,2,4rpuazomnol4,3-
aJxuHokcamuHa (3 T, 10,686 MMonb, 1 3kB.) B IM®DA (90 M) mopuusmu nodasmsuta NBS (1,99 r, 11,22 mmoins, 1,05
9KkB.) mpu 0°C 1 MOMYyUCHHYIO peakIMOHHYI0 cMech nepeMenmBaii mpu 0°C B Teuenue 1 4. [Tocite u3pacxomoBaHus
MCXOAHOTO MaTeprana (orciexxuBanu nocpeactsoM JXXKX-MC) peakioHHYI0 cMech pa30aBisui Bogoi (60 mir)
U sKcTparupoBan ¢ nomoineio EtOAc (2x100 mur). OObenuHEeHHBIE OpraHUYeCKHe CIOM MPOMBIBAIHM BOJOH
(2x60 M) U CONEBBIM PAcCTBOPOM, CYIIWIH Haj 0e3BOgHBIM Na,SO, W KOHIEHTPUPOBAIH TPH MOHMKEHHOM
nasiaeHun. Tpu naptud (3x3 T) BBITOJIHSIN NMapauIebHO U 00bSIMHEHHBIH HEOUNIIICHHBIH MaTepHall OUHIIATH
C TIOMOIIBIO KOJIOHOYHOH XpomaTorpaduu (100-200 memr, cunrkarens; 5% MeOH/JIXM B kauecTBe 3JIIOCHTA) €
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HOJIy4YEHUEM 8-0pom-7-x110p-6-Prop-1,4,4,9-rerpamernin-4,5-nurnapol[ 1,2,4]rpuazono[4,3-a]xuHOoKCcaIMHA
(7,6 T, 66%) B BuAE KEITOrO TBEPAOTO BELIECTBA.

JIto60€e 13 MPOMEKYTOUHBIX COSAMHEHNN-A MOXKET OBITh CBSI3aHO C JIFOOBIM M3 MPOMEKYTOIHBIX COEIMHE-
HUH-B B cTaHIapTHBIX XUMHUYECKAX PEAKIUAX, KOTOPBIE U3BECTHHI CIICIIHAICTY B JaHHOW 00JIacTH, HalpuMep
Te, KOTOPBIE OMHCAaHBI B JAHHOM JOKYMEHTE HIXKE.

IMpumep 38. 8-(3-mmuxmonpornmi-S-gprop-1H-uamon-7-un)-6-¢prop-1,4,4,9-rerpamernn-4,5-muruapo| 1,2,4|tpu-

a3ono[4,3-a]XMHOKCAJIHH.
d
_ NH
e
- O O NN
e
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B pactBop mpomexyrounoro coeaunenust B-7 (0,30 r, 0,923 mmonb, 1 5kB.) B cMecn Tonyom:EtOH (2:1)
(9 M) mobasmsum 10% pactBop Na,CO; (1,0 mi) m 3-muknonponui-5-¢rop-7-(4,4,5,5-terpamermi-1,3,2-
nmuokcaboponan-2-un)- 1 H-uanon (mpomexxyrounoe coenunenne A-16) (0,361 r, 1,2 mmons, 1,3 5kB.) B repme-
THYIHO 3aKpBITON Tpodupke. PacTBop aerazupoBaiiv ¢ MOMOIIBI0 Ar B TedeHre 20 MUH ¢ IMOCIEeTYIOIMHUM 100aB-
neauem Pd(PPhs), (0,053 1, 0,0461 mmomb, 0,05 3KB.), pEaKITMOHHYIO CMECh KHIIATHIIN ¢ OOPATHBIM XOJIOINIIh-
HukoM mipu 110°C B teuenue 16 4. [locie 3aBepieHus] peakuy peakIIMOHHYIO CMECh BBIMIAPUBAIH JIOCyXa U
ocratok pa3oasisim ¢ nomouipio EtOAc (50 mur). Opranndeckuii cioit nmpomsiBany Bogoit (2x30 mir), coseBbIM
pactBopoMm (30 mur), BeIcymuBaim Hax 0e3BogHbIM Na,SO4 U paCTBOPUTENN BHITIAPUBAIIN C TTOTYICHHEM HEOUH-
MICHHOTO TPOAYKTa, KOTOPHIH OYMINAIH C IOMOIIBI0 KOJOHOYHON xpomaTtorpadum Ha cuiukarene (230-400)
(5% MeOH/AXM; 3nauenne R~0,4) ¢ momywyenuem 8-(3-muxmonpornmi-5-rop-1H-uanomn-7-um)-6-gprop-
1,4,4,9-retpameTnn-4,5-nurunpo| 1,2,4]tpuazono[4,3-a]xunokcanmua (0,140 r, 36%) B Bume rpsa3HO-0eI0TO
TBEPAOTO BEIECTBA.

'H SIMP (400 MI'ry, IMCO-dq): & 10,64 (c, 1H), 7,36 (1, 1H), 7,17 (x, 1H), 7,08 (c, 1H), 6,9 (1, 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 (1, 2H).

[pumep 49. 9-3tun-6-¢prop-1,4,4-rpumeriin-8-(1-(mermwicynsponmn)-1 H-unnon-4-nm)-4,5-marnapo[ 1,2 ,4]pu-
a3ono[4,3-a]XUHOKCAIHH.
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B pactBop nmpomexyrounoro coemuaenus B-9 (0,25 r, 0,737 mmons, 1 3kxB.) B 1,4-muokcane u Boge (15 mi
n 1,5 mu) mobasmsumm CsF (0,336 1, 2,21 mMMmomb, 3 9KB.) W mpoMexyTtouHoe coemuHeHue A-2 (0,344 T,
1,1 MModb, 1,5 9KB.) B TEpMETHYHO 3aKpBITOH Npodupke. PacTBop nerasupoBanu Ar B Teuenne 20 MUH ¢ Tociie-
nytomm npudasiaeaueM Pd(PPhs), (0,043 1, 0,0368 mmonb, 0,05 9kB.). PeaknmoHHYI0 CMeCh MepeMEeIIHBaIH
npu 90°C B Teuenue 16 4. Ilocne 3aBepuienus peakuuu (otciuexuBanu nocpenctsom XKX-MC) pactBopurenu
BBITIAPUBAJIH JI0CyXa M OCTaToOK pazbasisun ¢ momousio EtOAc (50 mir). OpraHndeckuid cioi MpoMBIBaIN BO-
noit (2x20 mi), coneBbIM pacTBopoM (20 MiT), BRICYIIUBaIU Hal 0e3BOIHBIM Na,SO4 U pacTBOPHUTENH BBITIAPH-
BaJIH C TIOJIyYCHUEM HEOUYHIIICHHOTO MPOYKTa, KOTOPBIH OYHIIATU C TOMOIIBI0 KOJIOHOYHOM XpoMaTorpaduu Ha
cunukarene (230-400) (5% MeOH/IXM; 3nauenue R-0,4) ¢ momyuenuneM 9-3tun-6-drop-1,4,4-tpumernn-8-(1-
(metuncynshonnn)-1 H-uanon-4-nm)-4,5-murunpo[ 1,2,4]rpuazono[4,3-a]xunokcammaa (0,08 r, 24%) B BHIE
TPSA3HO-0EJIOTO TBEPIOTO BEIIECTBRA.

'H SIMP (400 MT't;, IMCO-d6, ripu 100°C): 7,92 (1, 1H), 7,62 (c, 1H), 7,48 (t, 1H), 7,34 (z, 1H), 7,08 (x,
1H), 6,58 (c, 1H), 6,21 (c, 1H), 3,43 (c, 3H), 2,68-2,66 (M, 2H), 2,53 (¢, 3H), 1,57 (¢, 6H), 0,51 (T).

[pumep 58. 8-(1-(2,2-mgudropaTun)-6-dprop-1H-unnon-4-un)-6-prop-9-metokcu-1,4,4-rpumerun-
4,5-murunpo[ 1,2,4]tpuazono[4,3-a]XMHOKCATTHH.

B pactBop mpomexyrouHoro coenuaenus B-10 (0,1 r, 0,294 mmounb, 1 5KB.) ¥ TPOMEKYTOUHOTO COETUHE-
aus A-25 (0,115 1, 0,353 MMoutb, 1,2 9KB.) B cMecH TpeT-aMIIIOBBIN ciiupT (3 M)/ muoxcaH (3 mi)/Boma (0,3 mur)
nobasnsn K,CO; (0,122 1, 0,882 Mmoib, 3 9kB.). 3aTem pactBop nerazupoBaiu (N,) B Tedenue 10 MuH ¢ mo-
cienyromuM aobaBieHreM Katamm3atopa Attaphos (0,011 1, 0,0147 mmons, 0,05 5kB.). 3aTeM peakIMOHHYIO
cMmech HarpeBanu npu 100°C B reuenue 16 4. [Tocne 3aBepmenns (JKX-MC) peakIIMOHHYIO CMeCh (PHIBTPOBAITH
yepes cinoil nenuta. PUIbTpaT KOHIEHTPHUPOBANK MIPH MOHWKEHHOM IABJICHUH C TOJIYYCHHEM HEOUHIIIEHHOTO
MPOYKTa, KOTOPBIA OUYHMINAIN C TMOMOINBI0 mpemapatuBHoi BOXX ¢ momydyennem 8-(1-(2,2-mudropaTii)-6-
¢rop-1H-nunon-4-nn)-6-dprop-9-merokcu-1,4,4-rpumernn-4,5-murunpo[ 1,2,4|rpuazoino[4,3-a]|XxuHOKCaIMHA
(0,071 1, 50%).
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'H SIMP (400 MI't; IMCO-de): & 7,51 (am, 1H), 7,41 (n, 1H), 7,25 (1, 1H), 7,05 (an, 1H), 6,67 (c, 1H),
6,54-6,27 (m, 2H), 4,71 (11, 1H), 3,16 (c, 3H), 2,55 (&, 3H), 1,55 (c, 3H).
Mpumep  446.  8-(1-(a3tmncynbdonnn)-6-¢prop-1H-nanon-4-nn)-6,7-qudrop-1,4,4,9-rerpamernn-4,5-
nurunpo[ 1,2,4]tpuazono[4,3-a]XMHOKCATUH.
(o
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B  pactBop  8-Opom-6,7-mudTop-1,4,4,9-terpamerii-4,5-nmuruapo[ 1,2,4]rpuazomno[4,3-a]xuHOKCATNHA
(mpomexyrtounoe coemunenue B-38) (0,6 T, 1,75 mmonb, 1,0 3kB.) B CMeCH TpeT-aMIJIOBEIN coupT:1,4-
muokcan:H,O (3:2:1) (100 mur) modasmsumu K,CO; (0,725 1, 5,25 MMonb, 3 9KB.) mpu KOMH. TeMIl. PactBop jera-
3upoBasi Ar B TedeHme 20 MUH ¢ mHOCHeAyromuM ngoOasieHueM |-(atmincynsponumn)-6-¢prop-4-(4,4,5,5-
terpameTni-1,3,2-nnokcabopornan-2-mn)-1 H-uagona (mpomexxyrounoe coenunenue A-8) (0,930 r, 2,63 mmouts,
1,2 skB.) u Attaphos (0,062 r, 0,0875 mmons, 0,05 5kB.). 3aTeM peaknIMOHHYIO CMeCh ITOMEIIANN Ha MpeABapu-
TEJIHHO HarpeTyro MacisiHyio O6anro npu 90°C B Teuenue 2 4. [locie 3aBepmieHUs peaknuu (OTCISKHBAIN TO-
cpenctBoM TCX u XKX-MC) peaknnoHHYI0 cMech pazbaBisum Bomoi (100 M) U SKCTparupoBalii ¢ TIOMOIIHIO
EtOAc (2x250 mur). Opranudeckuii Ciioi MPOMBIBAJIM COJICBBIM pacTBopoM (75 mur), BeicymuBany Hag NaySOy,
(UIbTpOBaNN W PACTBOPUTENH BBHITAPHBAIN IPH MOHWKCHHOM JIABJICHUHU C MOJIYYCHHEM HEOUYHIICHHOTO TPO-
JTIyKTa, KOTOPBI CHAaYaJIa OYHUINAIN C MMOMOIIBI0 KOJIOHOYHON XpoMaTtorpaduu ¢ ucnois3oBanneM MeOH-/IXM
B KauecTBe 3JroeHTa. [locie 3TOro ero CHOBa MOBTOPHO OYHINAIN C ITOMOIIBIO KOJOHOYHOW Xpomartorpadun
Combiflash ¢ ncronp30BaHWEM aleTOHA-TEKCaHA B KaUeCTBE AIIOCHTA. 3aTeM MPOAYKT IMPOMBIBATIH 3PUPOM C
nosydeHneM  guctoro  8-(1-(atuncymnbdonnn)-6-dprop-1H-unmon-4-nn)-6,7-nudprop-1,4,4,9-rerpamernin-4,5-
muruapo[ 1,2,4]tpuazono[4,3-a]xunokcanuna (0,32 r, 38%) B Buae 6eIOro TBEPIOTO BEIICCTBA.

'H SIMP (400 MTI'ry, IMCO-de): & 7,71 (n, 1H), 7,66 (1, 1H), 7,37 (z, 1H), 6,93 (c, 1H), 6,59 (z, 1H), 3,75
(x, 2H), 2,45 (c, 3H), 1,97 (c, 3H), 1,57 (¢, 3H), 1,51 (¢, 3H), 1,11 (1, 3H).

IIpumep 448. 6,7-mudrop-1,4,4,9-rerpamernn-8-(1-(metmicynsponmn)- 1 H-uanon-4-mn)-4,5-
nurunpo[ 1,2,4]tpuazono[4,3-a]XMHOKCATUH.
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B pactBop  8-Opom-6,7-mudTop-1,4,4,9-terpamerii-4,5-nmuruapo[ 1,2,4]rpuazomno[4,3-a]xuHOKCATHHA
(mpomexxytounoe coeamaenue B-38) (0,05 r, 0,146 mmonb, 1 5kB.) B 1,4-muokcane (9 mur) noGammsuin CsF
(0,067 r, 0,438 Mmounb, 3 3kB.) u 1-(Metwicynshonmn)-4-(4,4,5,5-rerpameri-1,3,2-mruokcadoponan-2-un)-1H-
nH01 (IpoMexxyTouHoe coequnenne A-12) (0,07 r, 0,219 mmous, 1,5 3KB.) B repMETHUHO 3aKpHITOH MPOOHpPKeE.
PactBop nmerasmpoBanu ¢ momomrsio Ar B TeueHue 20 MuH ¢ nocieayronmMm gooaeneraneMm Pd(PPhs), (0,013 T,
0,0073 mmous, 0,05 3kB.). PeakiioHHy10 CMeCh KUIATHIIN ¢ 00paTHBIM XosoAmIsHIKOM npu 110°C B TeyeHue
16 u. Tlocne 3aBepmeHus peakuun (orcinexxuBanu nocpenctBoM JKXKX-MC) peakIMOHHYI0 CMECh BBITTapUBAIIH
JIOCyXa M 0CTaTOK pa3dasisuiu ¢ momoinisio EtOAc (50 mur). Opranudeckuii ClIoi mpoMbIBaIId BOAOH (2x20 M),
coJIeBBIM pacTBopoM (20 mit), BeICYIIMBaIM HaJ 06e3B0HBIM Na,SO,4 M pacTBOPUTEIH BBIITAPUBAIN C TOIYyYECHHU-
€M HEOUMILEHHOTO MMPOAYKTa, KOTOPBIH OYMIIaiy ¢ oMolbio npenaparnBHoil BOXX (5% MeOH//IXM; 3Ha-
genne R0,4) ¢ momydenwmem 6,7-mudTop-1,4,4,9-rerpametin-8-(1-(metrncynshonmn)- 1 H-uagomn-4-wmn)-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xunokcanuna (0,04 r, 61%) B Buae 6eoro TBEpAOTO BEIIECTBRA.
'H SIMP (IMCO-dg) 8= 7,94 (1, 1H), 7,65 (n, 1H), 7,51 (t, 1H), 7,35 (n, 1H), 6,88 (c, 1H), 6,57 (1, 1H),
3,53 (c, 3H), 2,44 (c, 3H), 1,95 (c, 3H), 1,58 (c, 3H), 1,49 (c, 3H).
IMpumep 450. 8-(1-muknonponwi-1H-uanon-4-mm)-6-¢prop-1,4,4-tpumernn-4,5-muruapo-[ 1,2,4]tpuazo-

n0[4,3-a]XuHOKCATNH-9-KapOOHUTPHIL.

B pactBop 8-06pom-6-prop-1,4 4—TpI/IMCTI/IH—4 5-;(14m;[p0 [1,2,4]Tpuazoino[4,3-a]XxuHOKCATH-9-KapOOHUTpHIIA
(mpomexxyrounoe coemurenue B-39) (0,130 r, 0,388 mmois, 1,00 3kB.) B cMecu auokcan:Boaa (10:1, 10 mur) moGas-
msum CsF (0,176 1, 1,164 mmois, 3,00 5kB.) u 1-mukmonponun-4-(4,4,5,5-tetpamerii-1,3,2-nmuokcabopoiad-2-1)-
1H-urnon (mpomexyrounoe coeaunenne A-44) (0,219 r, 0,776 mmons, 2,00 5kB.). PactBop nerasmpoBanu c
nmomoInisio Ar B TedeHue 20 MuH ¢ nocneayomuM aobasieaneM Pd(PPhs), (0,022 1, 0,019 MMous, 0,05 3kB.).
3areMm peaknnoHHyI0 cMmech HarpeBam 1o 90°C B Teuenue 16 4. [locie 3aBepuieHus peaknuu (OTCISKUBAIN
nocpenctBoM TCX) peaknnoHHYIO cMeCh (QMIBTPOBAIH Yepe3 CIIOW LENHUTa M CIOW IeUTa MPOMBIBATH C TO-
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mombtio EtOAc. O0beiMHEHHBIE OPraHUMYECKUE CIIOM BBIAPUBAIH TIPH MOHIDKEHHOM JIABJICHHHU C TIOJTyYEHHUEM
HEOUMILEHHOTO COEIUHEHHS, KOTOpOe OYMIIaiM C IoMoulpio npemnapariBHoii BOXX ¢ nomyuenmem 8-(1-
nukonponui- 1 H-uanon-4-un)-6-gprop-1,4,4-tpumetnn-4,5-nuruapo[ 1,2,4 rpuazono[4,3-a]xuHOKCINH-9-
kapOonuTpuia (0,045, 28,3%) B Buae 6e10r0 TBEPIOTO BEIIECTBA.

'H SIMP (JIMCO-de) 8=8 7,71 (n, 1H), 7,52-7,50 (m, 1H), 7,47 (1, 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 (¢, 3H), 1,57 (¢, 6H), 1,11-1,08 (M, 2H), 1,02-1,00
(M, 2H).

ITpumep 455. 9-(mudropmeTin )-6-prop-8-(6-prop-1-(MeTrncymshonwnn)- 1 H-uagon-4-un)-1,4,4-tpumetnn-4,5-
murunpo| 1,2,4]rpuazono[4,3-a]XHHOKCAIHH.

B  pactBop  8-OpomM-9-(mudpropmernn)-6-prop-1,4,4-rpumerrn-4,5-muruapo-  [1,2,4]rpuazono[4,3-
a]xuHOKCcanuHa (IpoMexyTounoe coeannenne B-43) (0,470 T, 1,388 MmMoub, 1,50 3KkB.) B cMecH TpeT-aMUJIOBBIH
crupT: quokcan:Boaa (3:2:1, 30 mu) mobasmsmn K,CO; (0,287 1, 2,082 MMomb, 3,00 3KB.) ipu TeMrepaType OK-
pyxatorieit cpensl. PacTBop nerasupoBaiy ¢ mOMOIIbI0 Ar B TedeHre 20 MUH C TIOCTIEAYIONTIM JT00aBIeHUEM 6-
¢drop-1-(meTrncynsdonnn)-4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-un)- 1 H-uamona  (MpoMexyTodHOe
coequuaenue A-2) (0,250 1, 0,694 mmons, 1,00 skB.) u Attaphos (0,025 1, 0,035 mmons, 0,05 3kB.). 3ateM peak-
UOHHYI0 cMech HarpeBaiu 10 90°C B Teuenue 2 4. [locie 3aBepiicHUs peakiuu (OTCIEKUBATH TOCPEICTBOM
TCX n XKXX-MC) peakuuoHHYIO cMech pa30aBisTd BOJOHW M SKcTparuposain ¢ nomoinsio EtOAc. Oprannye-
CKHUH CJIOH MPOMBIBAIIH COJICBBIM PAaCTBOPOM, BhICYyImIUBaNu Haa Na,SO, ¥ BRIAPUBAIN IPU MOHUKCHHOM JaB-
JICHUHU C MOJIYYCHHEM HEOUYHINECHHOTO COCAWHCHHS. JTOT HEOUHIIICHHBIA MaTepHall 3aTeM OYHUIIAIH MOCPEICT-
BOM KOJIOHOYHOW xpomarorpaduu ¢ ucnoiap3zoBanneM MeOH-JIXM B kauecTBe 3JIFOCHTA U MOBTOPHO OYHIIAIN
MOCPENICTBOM KOJIOHOYHOM Xpomarorpadui ¢ WCHOJIH30BAaHHEM alleTOHA-TeKCaHa B KauyecTBE DIIIOCHTA. 3aTeM
TOJTyYE€HHBI MaTeprajl MPOMBIBAIH MPOCTHIM 3PHUPOM ¢ TodaydeHueM 9-(audTopmeTui)-6-pTop-8-(6-pTop-1-
(meTuncynshonmn)- 1 H-uanon-4-un)-1,4,4-rpumetin-4,5-nurunpo[ 1,2,4]tpuazono[4,3-a]xurokcanuna (0,150 T,
42%) B BUIIE OEJIOTO TBEPAOTO BEIICCTBA. 'H siMP (AMCO-d¢) 6= 7,68-7,65 (M, 1H), 7,61 (un, 1H), 7,29-7,26 (M,
2H), 7,18-6,92 (m, 2H), 6,56-6,55 (M, 1H), 3,56 (c, 3H), 1,54 (mmp., 6H); (CH;-ckpeiThIit muxkom IMCO).

IIpumep 465. 6-dprop-8-(6-dprop-1H-uanon-4-mn)-1,4,4,9-rerpamernin-4,5-nguruapo| 1,2,4]rpuazono[4,3-

a]XWHOKCAJIHH.
F
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B cocyn mnst  MuKpOBONHOBOH  00paboTku  oTBemmBanmu  6-prop-4-(4,4,5,5-trerpamerui-1,3,2-
nmuokcaboponan-2-un)-1H-uanon (mpomexyrounoe coenmuuenue A-1) (144,5 mr, 0,554 mmons, 2,0 9kB.), 8-
Oopom-6-dTop-1,4,4,9-terpametin-SH-[ 1,2,4]tpuazomno[4,3-a]xuHOKCaNUH (MMPOMEKYTOYHOE CcoenuHeHne B-7)
(90,0 mr, 0,277 mmonb, 1,0 5kB.) u Ouc(tpu-Tper-oyrrndochun)namianuii(0) (14,2 mr, 0,028 mmons, 0,1 9kB.).
Jlo6aBmsim MarHUTHBIA TIEPEMENIHBAIONINA 3JIEMEHT, COCYA TePMETH3UPOBAIN U COCYA MPOAYBAIH a30TOM B
TeYeHHe 5 MUH Tipu nepememrBanny. 3ateM nobasisum TI'® (1,8 mir) u 2 M pactBop Na,COs (0,6 Min) 1 cMech
HarpeBaiu 10 60°C B TeueHue 16 4. 3aTeM cMeCh OXJIaXKIA 00paTHO IO TEMIIEPaTyphl OKPYKAIOIIEH CPEeIbl C
nocienyronM pobasnenneM JIXM u Boxmsl. CMech (QHIBTPOBAaIM MOCPEACTBOM THIPOPOOHOTO BXOJHOTO
(bUIbTpa M OpPraHUYECKUIA CIOU BHITAPHBAIN NPU MOHWKCHHOM JaBieHuU. OcTaBIieecss HCOYUICHHOE BEIECT-
BO 3aTE€M OYMILAJIM C HCIOJIb30BAHUEM KOJOHOYHOW XpomaTorpaduu Ha cuiMKareie ¢ noiydeHuem 84,0 mr
(80%) 6-hrop-8-(6-dTop-1H-unnon-4-un)-1,4,4,9-rerpamermn-4,5-qurunpo[ 1,2,4rpuazono[4,3-a|XxuHOKCATHHA
(mpumep 465) B Buze Genoro Teepaoro emectea. 'H SIMP (JIMCO-dg) 8: 11,30 (c, 1H), 7,40 (1, 1H), 7,22 (ax,
1H), 7,18 (x, 1H), 6,91 (an, 1H), 6,46 (1, 1H), 6,19 (1, 1H), 2,50 (c, 3H), 2,05 (c, 3H), 1,53 (c, 6H).

[Mpumep 466. 9-(mudropmernn)-6-dprop-1,4,4-rpumernn-8-(3-mernn-1H-unnazon-7-un)-4,5-1u-
ruapo|1,2,4]rpuazono[4,3-a]XHHOKCAIHH.
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;N KOAc/PACi(dppf) ;N Attaphos K;CO3 l" HN-N

H ! Juoxcan 16w 110°C H 90°C 1%
B8-43 Cramux 1 Cramux 2
Cramus 1. B pactBop 8-0pom-9-(mudropmern)-6-dprop-1,4,4-tpumernin-4,5-auruapol(1,2,4]rpuazono[4,3-
a]XuHOKCcaNHHA (IpoMekyToUHOE coequaenue B-43) (0,05 r, 0,138 mmodb, 1 9kB.) B muokcane (10,0 M) nobas-
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s KOAc (0,041 1, 0,414 mMons, 3 3kB.) u bucnimHakonatoaubopasn (0,42 r, 0,166 mmons, 1,2 3kB.) PacTBOp
JIETa3upoBaIH ¢ TIOMOIIBI0 Ar B Teuenne 20 muH ¢ nocienyrommm aodasirenneM PACly(dppf)-AXM (0,011 r,
0,0138 mmomb, 0,01 9kB.). PeakinoHHYIO CMECh KUTISTHIIN ¢ OOpaTHBIM XOJOIMIFHIKOM B TeueHue 16 4. [locie
3aBepIIeHUs peaknuu (oTciexuBaiu mocpeactBoM TCX) pacTBOPUTENH BHIMAPUBATIH MPU MOHKCHHOM JaBIic-
HHUH C TIOJTy9eHHEM HEOYHIICHHOTO MPOAYKTa, KOTOPHIH OYUINAIN C MOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu ¢
MOJTydeHUEM 9-(mudropmeTnn)-6-prop-1,4,4-rpumeTii-8-(4,4,5,5-rerpamernin-1,3,2-muokcadoponan-2-mun)-
4,5-muruapo[ 1,2,4]tpuazono[4,3-a]xunokcanuna (0,05 r, 89%) B BHIe KOPHYHEBOTO TBEPAOTO BEIIECTRA.

Cramus 2. B pactBop 7-6pom-3-metmii-1H-nanazona (0,10 1, 0,473 mmois, 1,0 9kB.) B cMecH TpeT-aMIJIOBBIH
crmpt:auokcan:H,O (3:2:1) (30 mun) mo6asmsumn K,CO; (0,196 T, 1,419 MMoits, 3 9KB.) TIpH KOMH. TeMIt. PacTBop nie-
Ta3WPOBAIM C TIOMOINBI0 Ar B TedeHwe 20 MHWH C TIOCIERyIOmUM no0aBieHueM 9-(mudropmernn)-6-¢prop-1,4,4-
TpumeTi-8-(4,4,5,5-rerpameri-1,3,2-auokcaboponan-2-mn)-4,5-murunpo[ 1,2,4|rpuazono[4,3-a]XMHOKCATUHA
(0,231 1, 0,568 MmMmoIB, 1,2 3kB.) 1 Attaphos (0,017 1, 0,023 Mmois, 0,05 9KB.). 3aTeM pEaKIMOHHYO CMECh ITOMETIAIIH
Ha IpeABapHUTENIBFHO HarpeTyro MacisiHyto Oanto mpu 90°C B Teuenue 2 4. [ocie 3aBepuienus peakiuu (OTCIeKnBa-
m nocpenictBoM TCX u XKX-MC) peakumoHHyro cMech pa30aBisuIi BOJOH M SKCTparnpoBaiy ¢ nomouisio EA. Op-
TAHUYECKUIA CIIOH MPOMBIBAITH COJIEBBIM PACTBOPOM, BBICYIIHBAIN HAll Na,SO,, GUIIBTpOBaIH M PACTBOPUTEIH BBIA-
PHBAJIN IPH TTOHIDKEHHOM JIABJICHHUH C TIOJy4eHHEM HEOYHIICHHOTO MPOIYKTa, KOTOPBIA CHavaJla OYHIIAIN C IIOMO-
IIpI0 KOJIOHOYHOM XpoMarorpaduu ¢ ucnonp3oBanrneM MeOH-JIXM B kadectBe amioenTa. [locie 3Toro ero cHoBa
TIOBTOPHO OYHIIIAIM C TIOMOIIBIO KOJIOHOUHOH Xpomarorpadun Combiflash ¢ ucnonp3oBanuem arneToHa-rekcana B
Ka4eCTBE AMIOCHTA. 3aTEM MPOIYKT MPOMBIBAIH MPOCTHIM 3(HUPOM C TIOTYYEHUEM YUCTOTO 9-(TudTOpMETHII)-6-
¢drop-1,4,4-tpumetnin-8-(3-metun- 1 H-unnazon-7-mn)-4,5-quruapol[ 1,2,4]tpuaszono[4,3-a]xunokcanuaa (0,08 r,
40%) B BuIE OEIIOTO TBEPIOTO BEIIECTBA.

'H SIMP (400 MT'i, IMCO-dg): & 12,55 (¢, 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).

[Mpumep 481. 8-(1-mmknonpornwi-1H-uunon-4-un)-6-gprop-N, 1,4,4-Terpamernn-4,5-nqurunpo-[1,2,4]rpua-

30J10[4,3-a]XuHOKCAIMH-9-aMUH.
,N=( HN O
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B pactBop 8-0pom-6-¢hTop-N,1,4,4-tetpamermin-4,5-muruapo|1,2,4]rpuaszono[4,3-a]xuHOKCaTUH-9-aMUHA
(mpomesxyTouHoe coenunenue B-46) (0,15 r, 0,44 Mmmonb, 1 9KB.) B CMECH TPET-aMWJIOBBIH CIMPT:qHOKcaH (2:1)
(5,0-2,5 mim) nobapmsiim 2 M pactBop K,CO; (1,0 mi) wm 1-muknomponmi-4-(4,4,5,5-terpamermin-1,3,2-
nokcabopomnan-2-un)- 1 H-uamon (mpomexxytouHoe coenqunenne A-44) (0,15 r, 0,53 mmons, 1,2 3kB.). PacTtBop
JIETa3upOBAIH C MOMOIIBI0 Ar B TedueHue 20 MUH ¢ ocieayomuM godasieaneM Attaphos (0,016 T, 0,02 MMob,
0,05 7kB.). Peaknmonnyto cMech HarpeBanu 10 90°C B Teuenne 16 4. ITocne 3aBepimeHus peakiuu (0TCIeKUBa-
mu nocpenctBoM TCX) peakIOHHYIO cMeCh (MIBTPOBAIM 4epe3 CJIOH IEeNUTa M HMPOMBIBAIN C ITOMOIIBIO
EtOAc. OO0benmuHeHHBI OPTaHUYECKUH CIIOW BBIMAPUBAIH C TIOTYYCHHEM HEOYHIIEHHOTO TPOAYKTa, KOTOPBIHA
ounImanu ¢ momMoineio mpenapatuBHoi BOXKX (3Hauenme Ri-0,3: 5% MeOH/AXM) c momyuenuem 8-(1-
uktonponui- 1 H-uamon-4-un)-6-dgrop-N, 1,4,4-retpameTin-4,5-nurunpo| 1,2 ,4 | tpuazono[4,3-a]xuHOKcannH-9-
amuHa (0,09 r, 49%) B BHIE OEIOTO TBEPIOTO BEIIECTBA.

'H SIMP (400 MI'n, IMCO-dq): & 7,63-7,61 (m, 1H), 7,40 (1, 1H), 7,31-7,27 (m, 1H), 7,08 (z, 1H), 7,00-
6,98 (M, 1H), 6,46 (c, 1H), 6,20 (1, 1H), 4,07-4,05 (M, 1H), 3,48-3,47 (m, 1H), 2,53 (c, 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).

IMpumep 483. 6-xm0p-8-(6-hTop-1-(MeTmincynsdonnn)-1H-nnnon-4-un)-9-meroxcun-1,4,4-rpumerni-4,5-
nurunpo[ 1,2,4]tpuaszono[4,3-a]XMHOKCATUH.
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B pactBop 8-0pom-6-x70p-9-MeTOKCH-1,4,4-TpuMeTnin-4,5-muruapo| 1,2,4]tpuaszono[4,3-a|xuHOKCATHHA
(mpomexxyrounoe coemunenue B-47) (0,150 1, 0,42 Mmomb, 1 03KB.) B CMECH TpET-aMHIIOBBIH
cmpr:auokcan:H,O  (3:2:1) (10 mm) pobasmum K,CO; (0,174 1, 1,26 mmombs, 3 3kB.) u 6-¢rop-1-
(metmncynsonmn)-4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-mn)- 1 H-uagon  (mpomexyTodHoe coeiHe-
Hue A-2) (0,171 r, 0,50 mmoisb, 1,2 5kB.). PacTtBOp merasupoBanu ¢ nmomonipio Ar B TeueHne 20 MUH ¢ mocre-
nyrommM nob6asnenuem Attaphos (0,015 r, 0,021 Mmmous, 0,05 3kB.). Peaknmonnyio cMech HarpeBaym 10 90°C B
teyerne 30 muH. [Tocite 3aBepiieHus peaknun (oTchaekuBam mocpenctsoM TCX) peaklMOHHYI0 cMeCh (QUIIbT-
pOBAIM Yepe3 CJION MeNuTa W CJION IeNnTa MpoMbiBamu ¢ momomisio EtOAc. O0benMHEHHBIA OpraHNYeCKHMA
CJIOI BBIMIAPHBAJTH C IOJYYEHHEM HEOUHIIEHHOTO MPOAYKTA, KOTOPHIA OYHINAIN C MOMOIIBIO MperapaTUBHON
BOXX (3mauenme Ry0,3: 50% ameron/rekcan) ¢ moxydeHueMm 6-xiop-8-(6-¢rop-1-(meruncynsdonmn)-1H-
uHpoN-4-1mn)-9-metokcu-1,4,4-tpumerni-4,5-murnapo[ 1,2,4]rpuaszono[4,3-a]xunokcanuna (0,05 r, 24%) B BuIe
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0erroTo TBEpIOTO BEIIECTBA. 'H samP (400 MI'u, IMCO-d¢): o 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 (¢, 3H), 3,21 (c, 3H), 2,55 (c, 3H), 1,57 (c, 6H).
[Mpumep 490. 6-dTop-8-(7-Gprop-1H-unnon-4-un)-1,4,4,9-rerpamernn-4,5-nqurunpo-[1,2,4]rpuazomno[4,3-
a]XWHOKCAJIHH.
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B cocyn mnst  MuKpOBONHOBOH  00pabGoTku  orBemmBanu  7-gprop-4-(4,4,5,5-trerpamermi-1,3,2-
nmuokcaboponan-2-wn)-1H-unmon (128,5 mr, 0,492 mmoins, 2,0 3kB.), 8-0pom-6-¢rop-1,4,4,9-rerpameTrn-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCcamuH (TpoMexyTouHoe coemunenue B-7) (80,0 mr, 0,246 mmonb, 1,0 3kB.) u
Pd(PPh;)s. {o6aBmnsiny MarHWTHBIA NEepeMEIINBAIONIMN 3JIEMEHT, COCY/l T€PMETH3UPOBAIIM U COCY IPOIyBaJIN
430TOM B TECYCHUC 5 MHH IMPH NEPEMCIIMBAHUU. 3aTeM MOCJIEI0BATENbHO J00aBsui Toayon (2,1 mur), EtOH
(0,6 M) u 2 M pactBop Na2CO3 (0,5 mur). 3aTem peakIMOHHYIO cMech HarpeBamu a0 90°C B TeueHue 16 .
ObecreunBamy OXJIAXKJICHUE CMECH JI0 TeMIIepPaTyphl OKpYKaroIIed cpenbl, pa3zdaBisuin ee Bojgor n XM u
dumpTpoBaNH Yepe3 ruApoPOOHBIH BXOAHON GUIbTp. OpraHNdecKuil CI0H BBHITIAPUBAIN TIPH TOHMKEHHOM J1aB-
JICHWHU C TIOJTy4YE€HHEM HEOUHIEHHOTO MaTepHalia, KOTOPhIM 3aTeM OYHINAIN ITOCPEACTBOM KOJIOHOYHOW XpoMa-
torpaduu Ha cunukarese u BOXKX ¢ momyuenuem 6-prop-8-(7-dpTop-1H-unnon-4-un)-1,4,4,9-rerpamerin-4,5-
muruapo[ 1,2,4]rpuasono[4,3-a]xunokcanuna (mpumep 490) ¢ BerxogoM 71% (66,0 mr) B Buae 6e10ro TBEPIOTO
BEIIIECTBA.
'H SIMP (IMCO-dg) &: 11,76 (r, 1H), 7,47 (t, 1H), 7,13 (1, 1H), 7,01 (az, 1H), 6,96 (nx, 1H), 6,42 (x,
1H), 6,27 (m, 1H), 2,49 (c, 3H), 2,02 (¢, 3H), 1,52 (c, 6H).
Mpumep 500. 6,7-mudrop-1,4,4-rpumernin-8-(1-(meTmwicynsponmn)-1H-nnnon-4-mn)-9-(rpudropmerni)-
4,5-purugapol1,2,4]tpuazono[4,3-a]XUHOKCATHH.

B pactBop 8-06pom-6,7-mudrop-1,4,4-TpumMeTnin-9-(tpudropmernn)-4,5-nqurunpo-[1,2,4]rpuazomnol4,3-
a]xuHOKcannHa (Mpomexytoynoe coeamnenue B-50) (0,07 1, 0,17 mMmonb, 1 2KB.) B cMecH TpeT-aMHIIOBBIH
crmpt:auokcan:H,O (3:2:1) (3,0 mm:2,0 m:1 mi) mobaBmsumm K,CO; (0,073 1, 0,53 mmoinb, 3 9kB.) u 1-
(metmncynsonmn)-4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-mn)-1 H-uagon  (mpomexyTodHoe coeuHe-
Hue A-12) (0,085 1, 0,26 mmomnb, 1,5 9kB.). PacTBop nerasmpoBay ¢ momonipio Ar B TedeHre 20 MUH C IOCIIe-
nyrommM nobasnenueM Attaphos (0,006 r, 0,008 Mmoutb, 0,05 3kB.). Peaknmonnyto cMech HarpeBaym 10 90°C B
tedenue 16 4. [Tocne 3aBeprieHus peakiuu (oTchexxuBan nocpeactsoM TCX) peakIMoOHHYI0 cMech (QHUIBTPO-
BaJIM Yepe3 CJIOH IeNInTa U pOoMBIBaIIK ¢ TIoMoIIbio EtOAc. O0benMHEHHBI OpTaHUIECKHIA CIIOHM BBITIAPHBAIIN C
MOJTy9€HUEM HEOUHIIEHHOTO MPOAYKTa, KOTOPHIH OYHINAIHN C MOMOINBI0 TipernapatuBHoi BOXKX (3HaueHne Ry
0,3: 50% ameron/rexcan) ¢ morydeHueM 6,7-audrop-1,4,4-rpumetnn-8-(1-(metmicynshornn)- 1 H-urmon-4-wmn)-
9-(rpudTopmernin)-4,5-nurunpol1,2,4]rpuazono[4,3-a]xunokcanuuna (0,037 r, 39%) B Bume 0enoro TBEpAOTo
BEILECTBA.

'H SIMP (400 MT'1, IMCO-dg): & 8,00-7,98 (m, 1H), 7,61 (c, 1H), 7,51-7,47 (m, 1H), 7,38 (c, 1H), 7,25 (c,
1H), 6,63 (c, 1H), 3,46 (c, 3H), 2,49 (c, 3H), 1,85 (c, 3H), 1,40 (c, 3H).

Ipumep 518.  6,7-nudrop-8-(6-drop-1-(MeTnncynsponnn)- 1 H-uanon-4-mn)-1,4,4-rpumetun-9-(rpudropme-
i)-4,5-quruapo[ 1,2,4]rpuaszono[4,3-a|XMHOKCATHH.

H
B pactBop 8-06pom-6,7-mudrop-1,4,4-TpumMeTnin-9-(tpudropmernin)-4,5-nqurunpo-[1,2,4]rpuazonol4,3-
a]xuHOKcanuHa (mpomexytodnoe coeamnenue B-50) (0,07 1, 0,17 mMmonb, 1 3KB.) B cMecH TpeT-aMUIIOBBIH
crmpt:auokcan (1:1) (2,5 mn-2,5 mm) mob6asmsmu K,COs; (0,073 r, 0,53 mmomb, 3 3kB.) u 6-drop-1-
(metmncynsonmn)-4-(4,4,5,5-rerpamerni-1,3,2-muokcaboponan-2-mn)- 1 H-uagon  (mpomexyTodHoe coeuHe-
aue A-2) (0,09 r, 0,26 mmonb, 1,5 9kB.). PacTBop merazupoBaiu ¢ TOMOIIbI0 Ar B TedeHre 20 MUH C TIOCIIEIYTO-
M gobasiieareM X-phos (0,017 1, 0,035 mmodb, 0,2 9kB.) 1 Pdy(dba)= (0,016 t, 0,017 mmomsb, 0,1 9kB.). Peakinon-
HYIO CMECh KHITTHIM ¢ 00paTHBIM XoJjoamibHUKOM Tipr 90°C B Teuenne 16 4. Tlocne 3aBepireHus peakiuu (0Tclie-
xuBamn nocpenctsoM TCX) peakIMOHHYIO cMech (DMIIBTPOBAIN Uepe3 CIIOH IEeNUTa U MPOMBIBAM C MOMOIIBIO
EtOAc. O0benMHEHHBINH OpraHMYeCKHid CII0H BBHITAPUBAITH C MTOTYICHHEM HEOUYHIIICHHOTO MPOAYKTA, KOTOPBIA OYH-
many ¢ moMontpio npenapatusHoit BOXKX (3Hauenne R-0,3: 50% aneron/rexcan) ¢ nomydenuem 6,7-mudrop-8-(6-
¢rop-1-(metuncynsponnn)-1 H-nanon-4-um)-1,4,4-rpumetrin-9-(tpudropmerni)-4,5-muruapo[ 1,2,4Jrpuasono[4,3-
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aJxunokcamuna (0,037 1, 37%) B BHIE OSIOTro TBEPIOTO BEIICCTBA.
'H SIMP (400 MTI'u, IMCO-de): 8 7,77 (n, 1H), 7,63 (n, 1H), 7,28-7,34 (m, 2H), 6,64 (c, 1H), 3,51 (c, 3H),
2,47 (¢, 3H), 1,77 (c, 3H), 1,38 (S, 3H).
Mpumep 520. 4-(6,7-mudrop-1,4,4,9-rerpamernin-4,5-nuruapo[ 1,2,4]rpuazono[4,3-a]XuHOKCATHH-8-1I1)-
1 H-unn0mn-7-kapOoHUTPHI.
N
=L oC
NN
O ~NH
lm F
F

B cocynm anms MukpoBOMHOBOW 00paboOTKM oTBemuBaiu 8-0pom-6,7-nudtop-1,4,4,9-rerpamerrn-SH-
[1,2,4]tpuazono[4,3-a]xuHOKCaNUH (MpOMexKyTOUHOE coeamHeHue B-38) (60,0 mr, 0,175 mmons, 1,0 3kB.), 4-
(4,4,5,5-rerpamerni-1,3,2-nnokcabopomnan-2-wui)- 1 H-unno1-7-kapOoHUTprI (IIPOMEKYTOUHOE COSIMHEHHE A-
75) (93,8 mr, 0,350 mMous, 2,0 3kB.), Pd,dba; (16,0 mr, 0,018 MmMos, 0,1 3kB.) u X-Phos (16,9 mr, 0,036 Mmmonsb,
0,2 9kB.). 3aTeM M0OABIISII MAarHUTHBIN MTEPEMEIIMBAIONINNA 3JIEMEHT M COCYJ TePMETU3UPOBAIU. 3aTEM COCY/T
BaKyyYMHUPOBAIIX U 00PATHO 3aIOJIHSUIA a30TOM TPH pa3a C MOCIeAYIomuM nooasneHueM 1,4-muokcana (1,3 mi),
tpeT-amuioBoro cnupra (1,3 M) u 2 M K,CO; (0,4 mu). 3aTeM peakIMOHHYIO cMech 0apOOTHPOBAJIM a30TOM B
yCIIOBUAX 00pabOTKH YIBTPa3BYKOM ¢ MocCieayromuM HarpeBoM 10 60°C B Teuenue detbipex 4. ObecrneqnBann
OXJIKJIEHUE CMECH JI0 TeMITepaTyphl OKpYXKaroIIel cpebl, pa3dapisum ee Bogon u JIXM u punsTpoBamu yepes
ruapoGoOHBIH BXOAHOH GuibTp. OpraHMdecKuid CI0H BBHITAPUBAIH MPH MOHMKEHHOM JAaBJICHUH C TOTYICHHEM
HEOYHIIICHHOTO MaTepHaia, KOTOPHIi 3aTeM OYHINAIH TOCPEACTBOM KOJIOHOYHOH XpoMaTorpady Ha CHIIHKare-
ne 1 BOXKX ¢ mosryaennem 4-(6,7-nudrop-1,4,4,9-rerpamernn-4,5-muruapol 1,2,4]tpuazono[4,3-a|XuHOKCATHH-
8-mi)-1H-nnnon-7-kapbonntpuna (mpumep 520) ¢ Berxogom 76% (54,0 Mr) B Bue 6e0ro TBEpAOTO BEIIECTBRA.

'H SIMP (IMCO-de) &: 12,20 (¢, 1H), 7,72 (z, 1H), 7,57 (t, 1H), 7,22 (1, 1H), 6,90 (z, 1H), 6,36 (1z, 1H),
2,45 (c, 3H), 1,95 (c, 3H), 1,59 (c, 3H), 1,50 (c, 3H).

B crenyromux tadu. 3, 4 M 5 KpaTKO U3J0KEHO, KaK OBUIH MOJTYYCHBI OCTATBHBIC TPUMEPHI.
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Tab6muna 3

IIp. Ne | Hpomexyrou | Cunres Beixox | 'H-IMP
HbIE AHAJIO- (%

COeTMHEHNsI THYHO MOJTh)

48 Ipomex. Ip. 49 31% 1H SIMP (400 MI'y, IMCO-ds, mpu 100°C): 7,68 (a, 1H), 7.63
coem-A-2  + (c, IH), 7,24 (n, 1H, J=10,16 Tw), 7,11 (g, 1H), 6,57 (c, 1H),
TTpomex. 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 (t, 3H).

53 TIpomesx. Ip. 49 15% 1H SIMP (400 MI'u, AMCO-ds, mpu 100°C): 8,33 (c, 1H), 7,73
coem.-A-23 + (m, 1H, J=9,0 T'm), 7.4 (z, 1H), 7.2 (7, 1H), 6,36 (c, 1H), 3,53 (c,
TTpomesx. 3H), 2,74-2,66 (M, 2H), 2,56 (c, 3H), 1,58 (c, 6H), 0,56 (T, 3H).
coen.-B-9

54 TIpOMEIK. Tlp. 49 40% TH SIMP (400 MI'n, IMCO-d): & 7,44-7,38 (m, 2H), 7,24 (1
coen-A-24 + 1H), 7.0 (ux, 1H), 6,67 (c, 1H), 6,33 (1, 1H), 4,33 (r, 2H), 3,67
TIpoMEx. (1, 2H), 3,24 (¢, 3H), 3,16 (¢, 3H),2,55 (¢, 3H),1,55 (c, 6H).
coen.-B-10

55 TIpomesx. IIp. 49 63% "H SIMP (400 MT'n, IMCO-dg): & 7,40-7,39 (M, 2H), 7,23 (z,
coem.-A-20 + 1H), 7,0 (mzn, , 1H), 6,67 (c, 1H), 6,33 (a, 1H), 4,9 (1, 1H), 4,22
TTpomesx. (1, 2H), 3,74 (x, 2H), 3,17 (¢, 3H), 2,56 (c, 3H),1,55 (c, 6H).
coen.-B-10

56 TIpoMes. TIp. 49 34% TH SIMP (400 MT', IMCO-dg): & 7,68-7,62 (v, 2H), 7,33-7,26
coem-A-2  + (M, 2H), 6,66 (c, 1H), 6,69 (1, 1H), 3,56 (c, 3H), 3,18 (c, 3H)
TIpoMex. 2,57 (¢, 3H),1,55 (c, 6H).
coen.-B-10

57 TTpomex. Ex.49 33% "H SIMP (400 MI'n, IMCO-de): & 7.89 (z, 1H), 7,62 (1, 1H),
coem.-A-12  + 748 (o, 1H), 7,38 (x. 1H), 7,23 (a, 1H), 6.69 (a, 1H), 3.5 (c,
TTpomex. 3H), 3,14 (c, 3H). 2,57 (c, 3H),1,55 (c, 6H).
coen.-B-10

59 TIpomesxk. Ip. 49 20% 'H SIMP (400 MI'u, IMCO-ds): & 7,66 (am, 1H), 7,63 (x, 1H),
coem.-A-2  + 7,31-7,36 (M, 1H), 7,19 (@, 1H), 6,55-6,56 (M, 2H), 3,56 (c, 3H),
TIpomesxk. 2,18 (c, 3H), 1,95 (m, 1H), 1,50 (mmp., 6H), 1,08 (mmp., 4H).
coen.-B-11

60 TTpomex. Ip. 49 26% "H SIMP (400 My, IMCO-ds): & 7.88 (a, 1H), 7,62 (1, 1H),
coem.-A-12  + 7,46 (t, 1H), 7,33-7,35 (M, 1H), 7,16 (x, ] = 10,4 Ty, 1H), 6,55
TTpomex. (z, 1H), 6,50 (c, 1H), 3,50 (c, 3H), 2,15 (c, 3H), 1,90 (m, 1H),
coen.-Bl1 1,50 (mup., 6H), 1,07-1,11 (m, 4H).

61 TIpomesx. Ip. 49 27% "H SIMP (400 MI'n, IMCO-de): & 7,38-7,40 (v, 2H), 7,15 (x,
coem.-A-20 + 1H), 6,96 (7, 1H), 6,46 (c, 1H), 6,16 (x, 1H), 4,90 (1,J =52 'L,
TIpomesxk. 1H), 4,21 (1, 2H), 3,73 (%, 2H), 2,19 (¢, 3H), 1,92 (M, 1H), 1,50
coen.-B-11 (mmp., 6H), 1,07-1,12 (M, 4H).

62 Ipomex. Ip. 49 29% "H SIMP (400 MT'u, IMCO-dy): & 10,61 (c, 1H), 7,26 (aa, 1H),
coem.-A-15 + 7,15-7.18 (M, 2H), 6,93 (z, 1H), 6,46 (c, 1H), 2.25 (c, 3H), 2,07-
TTpomex. 2,08 (M, 4H), 1,51 (tump., 6H), 1,09 (ump., 4H).
coen.-B-11

63 TTpoMex. Ip. 49 20% 'H AMP (400 MI'u, IMCO-d,): § 10,61 (c, 1H), 7,26 (an, 1H),
coem-A-2  + 7,15-7,18 (M, 2H), 6,93 (z, 1H), 6,46 (c, 1H), 2.25 (¢, 3H), 2,07-
TIpomesx. 2,08 (M, 4H), 1,51 (ump., 6H), 1,09 (mmmp., 4H).
coen.-B-12

64 TTpomex. Ip. 49 26% "H SIMP (400 MI'u, IMCO-ds): & 7,88 (a, 1H), 7,62 (u, 1H),
coem.-A-22 + 7,46 (1,J=8,0 'y, 1H), 7,33-7,35 (M, 1H), 7,16 (7, J = 10,4 T'm,
TIpomesxk. 1H), 6,55 (x, 1H), 6,50 (c, 1H), 3,50 (c, 3H), 2,15 (c, 3H), 1,90
coca.-B-12 (M, 1H), 1,50 (mump., 6H), 1,07-1,11 (m, 4H).

65 TIpomesxk. Ip. 49 27% 'H SIMP (400 MI'n, IMCO-de): & 7,38-7,40 (v, 2H), 7,15 (x,
coen-A-20 + 1H), 6,96 (a, J = 10,0 T, 1H), 6,46 (c, 1H), 6,16 (1, 1H), 4,90
TTpomex. (r, 1H), 4,21 (1, 2H), 3,73 (x, 2H), 2,19 (c, 3H), 1,92 (v, 1H),
coen.-B-12 1,50 (mup., 6H), 1,07-1,12 (m, 4H).

66 TTpomex. Ip. 49 29% TH SIMP (400 MT'n, IMCO-dy): & 10,61 (c, 1H), 7,26 (ax, 1H),
coem.-A-15 + 7,15-7,18 (M, 2H), 6,93 (z, 1H), 6,46 (c, 1H), 2,25 (c, 3H), 2,07-
TIpomesx. 2,08 (M, 4H), 1,51 (ump., 6H), 1,09 (mmmp., 4H).
coen.-B-12
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Tabiuma 4
Cun-
BrIxoa
Ip. IpomexyTounnie T€3 (% m/z "H-SIMP
Ne CcoeMHeHsI AHAJI0 o) [M+1]
THYIHO
TH SIMP (IMCO-do) 5: 7,54 (Mo, 1H), 741 (g, 1H),
Mpovesx. coen-B-7 | 7,23 (mm, 1H), 7,13 (x, 1H), 7,02 (z, 1H), 6,44 — 6,40
300 | + TTpomek. coem.-A- 461’5' 22% (v, 1H), 6,21 — 6,17 (v, 1H), 4,38 (1, 2H), 3,70 (r,
43 2H), 3,25 (z, 3H), 2,50 (c, 3H), 2,03 (c, 3H), 1,55 —
1,51 (m, 6H)
TIpomesk. coen.-B-7
* I(AM:TSH;I_' 4 'H SIMP (AMCO-ds) &: 7,86 (c, 1H), 7,68 (a, 1H),
525 IIp. . 749 (un, 1H), 7,20 (x, 1H), 7,16 (x, 1H), 6,51 (c,
304 [1’;;522‘5;:51)% s00 | 7% 1H), 4,10 (¢, 3H), 2,52 (¢, 3H), 2,04 (¢, 3H), 1,53 (c.
aH-2-um)-1H- 6H)
HHAA30J1
H SIMP (IMCO-dy) &: 7,61 (am, 1H), 7,38 (x, 1H),
ITpomesk. coen.-B-7 I 7,27 (an, 1H), 7,11 (x, 1H), 7,08 — 7,03 (M, 1H), 6,42
305 | +Tpovex. cocn-A- | 61’5‘ 88% (n, 1H), 6,15 (an, 1H), 2,49 (c, 3H), 2,02 (c, 3H),
44 1,52 (c, 6H), 1,34 — 1,25 (v, 1H), 113 — 1,05 (1,
2H), 1,02 — 0,96 (w1, 2H)
MTposte. cooB-30 H SIMP (IMCO-d;) 3: 7.91 (a, TH), 7.66 (a. TH),
308 | +Tpovion. coon A | TP 0% 748 (ax, 1H), 731 (z, 1H), 7.15 (x, 1H), 6,55 (a1,
i 465 1H), 6,50 (g, 1H), 3.51 (c, 3H), 2,84 (c, 2H), 2,01 (c,
3H), 1,75 — 1,34 (v, 6H), 1,29 (1, 3H)
ﬁ TH SIMP (IMCO-ds) 5: 10,59 (x, 1H), 7.27 (zx, 1H),
316 T‘l’;’rﬁ)eM";;‘fjef;O TIp. 80% 721 - 7,12 (v, 2H), 6,90 (z, 1H), 6,45 (1, 1H), 2,86
s 465 (c, 2H), 2,27 (n, 3H), 1,98 (c, 3H), 1,69 — 1,39 (u,
6H), 1,29 (1, 3H)
'H SIMP (AIMCO-dy) &: 7,53 (am, 1H), 7,41 (x, 1H),
Tpomer. coen-B-30 | 722 (un, 1H), 7,12 (x, 1H), 7,01 (z, 1H), 6,41 (x,
322 | +IIpomesx. coen.-A- 4(?:_; 66% 1H), 6,16 (v, 1H), 4,37 (1, 2H), 3,70 (v, 2H), 3,25
43 (z, 3H), 2,84 (c, 2H), 2,02 (c, 3H), 1,52 (c, 6H), 1,28
(r, 3H)
5 TH SIMP (IIMCO-d) &: 7,69 — 7,67 (w, 1H), 7,66 (1,
3 T‘ﬁmﬁ;"(ﬁff TIp. 8204 1H), 7,27 (x, 1H), 7,19 (1, 1H), 6,54 (x, 1H), 6,53
5 465 (an, 1H), 3,56 (c, 3H), 2.83 (c, 2H), 2,03 (c, 3H),
1,74 — 1,33 (w. 6H), 1,28 (1, 3H)
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TIpomesk. coen.-B-7

'H SIMP (IMCO-dy) 8: 7,60 (n, 1H), 7,44 (1, 1H),

TIp. 727 (an, 1H), 7,14 (x, 1H), 7,08 — 7,04 (v, 1H), 6,51
326 +Hp°Mei‘2'°°eﬂ"A' 43?) 62% —6,35) (O, 21—)1), 6,27 (1, 1) H), 4,73 (m,(zH), 2?50 (,
3H), 2,02 (c, 3H), 1,52 (¢, 6H)
Mpowex coex-B7 | H AMP (IMCO-dy) &: 847 — 843 (v, 1H), 7.72
340 | + TIpome. coem.-A- 461’5 77% (am, 1H), 747 (nx, 1H), 7.29 (an, 1H), 6,63 (1, 1H),
23 3,57 (z, 3H), 2,54 (g, 3H), 2.08 (c, 3H), 153 (c. 6H)
TH SIMP (JIMCO-ds) &: 7,89 (x, 1H), 7.65 (x, 1H),
349 Pﬁ%ﬁfﬁmm;ia ? A7_ TIp. s70, 7,54 — 7,46 (w, 1H), 7,35 (1, 1H), 7,17 (g, 1H), 6,66
e 465 (x, 1H), 6,51 (1, 1H), 6,07 (x, 2H), 2,50 (c, 3H), 2,01
(c, 3H). 1,58 (c, 3H), 1.48 (c, 3H)
H AMP (IMCO-ds) 5: 7,90 (M, 1H), 7.65 (v, 1H),
350 Pﬁ%“;i:;‘m“’;in % /Z_ Tlp. 6% 747 (M, 1H), 7,31 (M, 1H), 7,17 (., 1H), 6,58 (M,
p 465 1H), 6,50 (, 1H), 3,66 (Mo, 2H), 2,50 — 2.49 (v, 3H),
2,00 (c, 3H), 145 (c, 6H), 1,10 (M, 3H)
Hpoyen: coen 57 . 'H AMP (JIMCO-~dy) 3: 12,56 (c. 1H), 7.74 (ax, 1H),
352 - e 20% 7,26 (a1, 1H), 7,20 - 7,12 (w, 2H), 6,47 (d, 1H), 2,55
SoDoRoRI KIGIOTa (c, 3H), 2,53 (c, 3H), 1,97 (c, 3H), 1,53 (c, 6H)
ITpomex. coexn.-B-30
+ 3-MeTHI-7- 'H SMP (IMCO-dy) 3: 10,47 (1, 1H), 7,51 (1, 1H),
355 (4.4,5,5- TIp. 819 7,14 - 7,06 (v, 3H), 6,99 (z, 1H), 6,40 (g, 1H), 2,93
retpavermn-1,32- | 465 ~ 2,78 (v, 2H), 2,29 (1, 3H), 1,96 (c, 3H), 1,67 —
JHOKCA00POIaH-2- 1,43 (M, 6H), 1,28 (1, 3H)
um)-1H-uHnon
H SIMP (IMCO-ds) o 7,90 (x, 1H), 7,64 (x, 1H),
Mpowex. coen-B-7 | 747 (un, 1H), 731 (z, 1H), 7,18 (z, 1H), 6,58 (1,
366 | + ITpomesk. coen.-A- 461’5‘ 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)
TH SIMP (IMCO-de) &: 8,42 (z, 1H), 7.75 — 7.70 (m,
374 Tprc[’mﬁ;f’sjéf_i? IIp. 85% 1H), 7,49 — 7.44 (v, 1H), 7,29 (z, 1H), 6,62 (x, 1H),
s 465 3,57 (c, 3H), 2,94 — 2,80 (v, 2H), 2,10 — 2,06 (v,
3H), 1,67 — 1.42 (v, 6H), 1,30 (1, 3H)
TH SIMP (IMCO-dy) o: 7,52 (x, 1H), 7.45 (x, 1H),
Mpowerx. coen-B-7 | 723 (un, 1H), 7,13 (z, 1H), 7,02 (z, 1H), 6,42 (x,
375 | +Tlpove. cocn-A- | 61’5' 67% 1H), 6,20 — 6,13 (v, 1H), 4,30 (v, 2H), 2,65 (1, 2H),
46 2.49 (x, 3H), 2,21 (1, 6H), 2,03 (c, 3H), 1,57 — 1,48
(M, 6H)
TH IMP (IMCO-dq) 5: 8,45 (c, 1H), 8,03 (x, 1H),
378 Pﬁ%ﬁ;ﬁ;oﬁl % A7_ Ilp. 99% 773 (un, 1H), 746 (1, 1H), 7.25 (x, 1H), 6,58 (x,
s 465 é g; 3,53 (c, 3H), 2,52 (x, 3H), 2,05 (c, 3H), 1,54 (c,
TH SIMP (IMCO-dy) o: 8,41 (x, 1H), 8,02 (x, 1H),
380 Tprc[’gﬁ’;;osjefzo Tlp. 06% 773 (mam, 1H), 7,46 (n, 1H), 7,24 (1, 1H), 6,57 (a,
% 465 1H), 3,53 (z, 3H), 2,86 (c, 2H), 2,04 (c, 3H), 1,72 —
1,38 (v, 6H), 1,30 (r, 3H)
TH SIMP (IMCO-d;) 5: 7,95 (ax, 1H), 7,66 (xx, 1H),
Mpowex. coen-B-7 | 7,50 — 744 (v, 1H), 7,31 (x, 1H), 7,18 (an, 1H), 6,58
391 | +Tpovex: coen-A- | 61’5' 86% (am, TH), 6,50 (x, 1H), 3,15 (v, 1H), 2,53 — 2.47 (v,
48 3H), 2,01 (¢, 3H), 1,53 (v, 6H), 1,33 — 1,25 (a, 2H),
115 - 1,07 (w, 2H)
TH SIMP (IMCO-dp) &: 7,43 (z, 1H), 7.42 — 7.38 (M,
» fﬁ%ﬁ;ﬁ‘;‘ﬁﬁ B :_ P 1H), 7.13 (1, 1H), 6,55 (1, 1H), 628 — 6,18 (v, 1H),
- CoeaL. 465 423 (1, 2H), 3,76 (o, 2H), 2,67 (c, 2H), 2,54 (c,

20

3H), 1,78 — 1,35 (v, 6H), 0,49 (1, 3H)
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TIpomex. coen.-B-45

'H IMP (IMCO-d;) &: 8,52 (c, 1H), 7,72 (an, 1H),

Tp. . 7,52 (¢, 1H), 7,29 (z, 1H), 6,64 (1, 1H), 3,57 (¢, 3H),
467 +Hp°Me’2‘§ coen-A- 46135 0% 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 (z, 2H)
'H IMP (IMCO-dy) &: 11,24 (c, 1H), 7,44 (o, 1H),
168 Hpoi‘i’:{;;‘j‘_']gﬂ Tlp. 99% 7,40 (1, 1H), 7,18 (1, 1H), 7,14 (x, 1H), 6,99 (x, 1H),
soporionan xnerora | 463 6,40 (x, 1H), 6,19 (az, 1H), 2,50 (1, 3H), 2.03 (c,
3H), 1,53 (c, 6H)
H SIMP (IMCO-d;) &: 11,19 (c, 1H), 7.44 (a, 1H),
169 npo”f;;;g;f‘{_]g'lo Tlp. 119 7,37 (v, 1H), 7.23 — 7,15 (g, 2H), 7,10 (g, 1H), 6,57
soporionan rncrora | 463 (x 1H), 6,35 (1, 1H), 3,13 (¢, 3H), 2,57 (c, 3H), 1,56
(c. 6H)
'H AMP (IMCO-ds) &: 11,26 (c, 1H), 7.38 (v, 1H),
470 Eﬁf;;;osgefio TIp. 250 725 (z, 1H), 7,22 (zx, 1H), 6,99 (zx, 1H), 6,64 (x,
| 465 éﬁi 6,35 (1, 1H), 3,16 (c, 3H), 2,57 (¢, 3H), 1,56 (c.
TH SAMP (IMCO-ds) &: 7.69 — 7.63 (v, 2H), 7.47 —
Mpover. coen-B-45 | 1 723 (v, 1H), 7,19 (x, 1H), 6.69 — 6,64 (m, 1H), 6,56
471 | + pomesk. coer -A- 461’5' 67% (x, 1H), 3,54 (c, 3H), 2.61 (c, 3H),2,08-1,82 (m, 1H),
2 1,79 (¢, 3H), 1,18 (c, 3H), 0,62 (c, 1H), 0,21 (c, 1H),
-0,19 (1, 2H)
IMpomex. coen.-B-45 'H SIMP . ~
o (IMCO-dy) &: 10,49 (c, 1H), 7,50 (1, 1H),
4455 o 7.27 - 6,70 (v, 4H), 6,42 (1, 1H), 2,64 (c, 3H), 2,30
2| el 32 | 469 63% (c. 3H), 2,04-1,86 (v, 1H), 1,79 (c, 3H), 1,19 (c, 3H),
AroxcaGopoa 2. 0,55 (¢, 1H), 0,06 (c, 1H), -0,14 — -0,34 (v, 2H)
wn)-1H-ungon
IIpomesx. coen.-B-10
+ 4-(TeTpaMeTuI-
1.3,2- - 'H SIMP (IMCO-ds) 5: 11,64 (c, 1H), 7,78 (z, 1H),
473 | mmoxcadoposan-2- | P 68% 7,64 (v, 1H), 7,36 (z, 1H), 7,28 (1, 1H), 6.67 (x, 1H),
11)-6- 6,47 (1, 1H), 3,15 (c, 3H), 2,57 (¢, 3H), 1,57 (c, 6H)
(tpudropmeT)-
1H-ua101
TH SIMP (JMCO-ds) o: 7.89 (1, 1H), 7.64 (g, 1H),
Mpower. coen-B-45 | 1 7,48 (1, 1H), 7,36 (¢, 1H), 715 (z, 1H), 6,67 (1, 1H),
474 | +Tipove. coen-A- | (f’_' 45% 6,51 (x, 1H), 3,49 (c, 3H), 3.35 (c. 1H), 2,61 (c, 3H),
12 - 1,79 (c. 3H), 1,18 (c, 3H), 0,60 (c, 1H), 0,13 (c, 1H),
-0,20 (c, 2H)
TH SIMP (IMCO-ds) o: 7,16 (n, 1H), 7.15 (g, 1H),
475 Pﬁ%i{’&c‘g@ﬁ A7_ Tlp. 010 6,48 (1, 1H), 7,72 (x, 1H), 7,55 (x, 1H), 6,52 (mx,
e 465 1H), 3.48 (c, 3H), 2,52 (c. 3H), 2,50 (¢, 3H), 2,01 (c,
3H), 1,73 — 1,17 (v, 6H)
TH SIMP (IIMCO-dy) &: 7.72 (M, 1H), 7,53 (z, 1H),
476 Tﬁf&‘;ﬁg&f&? Tp. 3% 723 (1, 1H), 7,21 (g, 1H), 6,66 (1, 1H), 6,63 (11,
Yt 465 1H), 3.47 (c, 3H), 3,16 (c, 3H), 2,58 (¢, 3H), 2,53 (c,
3H), 1,56 (c, 6H)
IIpomesx. coen.-B-7
+4-(4.4,5,5- 'H SIMP (JIMCO-dy) &: 11,84 — 11,80 (v, 1H), 7,95
477 | TeTPAMETHA-132- | Tip. 7% (x, 1H), 7,71 (v, 1H), 7,38 (1, 1H), 7.20 (z, 1H), 6,50
Jmokcaboponan-2- | 465 (x, 1H), 6,34 (1, 1H), 2,51 (c, 3H), 2,02 (¢, 3H), 1,55
un)-1H-unm0m1-6- - 1,49 (M, 6H)
KapOOHHTPHIT
Tpoven coen-B-10 | TH SIMP (IMCO-d,) 5: 10,56 (x, 1H), 7.36 (11, 1H),
478 | +Tipoves. coen-A- | 48% 722 (a, 1H), 7,08 (n, 1H), 6,98 (aa, 1H), 6,64 (1,

16

1H), 3,18 (g, 3H), 2,57 (c, 3H), 1,92 (M, 1H), 1,56
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(c, 6H), 0,86 (m, 2H), 0,66 — 0,55 (v, 2H)

IIpomex. coen.-B-7

H SIMP (JMCO-dy) o: 7,48 (za, 1H), 7.38 (z, 1H),

Ip. o 725 (an, 1H), 7,12 (1, 1H), 7,06 — 7,00 (v, 1H), 6,42
484 +Hp°M‘”;‘(') coer-A- | o5 | 24% (n, 1H), 6,18 (ax, 1H), 3.84 (c, 3H), 2.49 (c, 3H),
2,02 (c, 3H), 1,52 (c, 6H)
T 2
H AMP (IMCO-dy) &: 7.47 (x, 1H), 7.35 (x, 1H),
Tlpowes. coex-B-10\ -y, | 725 (a1, 1H), 7.19 (1, 1H), 7,14 (o1, 1H), 6,58 (1,
485 | +IIpomex. coen.-A- P 52%
o 465 1H), 6,33 (ax, 1H), 3.83 (c, 3H), 3,12 (c, 3H), 2,57
(. 3H), 1,56 (c, 6H)
IIpomesx. coen.-B-10
+7-grop-4-(44.5.5- | 'H SIMP (IMCO-dg) : 8,06 (x, 1H), 7.30 (1, 1H),
489 | Tterpavermi-1,3,2- 4(5’5' 36% 728 (n, 1H), 7,19 (mn, 1H), 6,69 (c, 1H), 3.13 (c,
JTHoKcabopoman-2- 3H), 2,61 (c, 3H), 1,56 (c, 6H)
wi)-1H-unmazon
TH IMP (IMCO-ds) &: 7,90 (g, 1H), 7,62 (, 1H),
Tpovier:. coex-B-25 | 746 (v, 1H), 7.30 (x, 1H), 7.17 (x, 1H), 6,58 (x, 1H),
491 | + IIpomesk. coen.-A- 461’5' 57% 6,50 (1, 1H), 3.61 (1, 2H), 2,50 (c, 3H), 2,01 (c, 3H),
53 1,77 - 1,33 (v, 6H), 0,90 — 0,76 (v, 1H), 0,42 — 0,27
(v, 2H), -0,00 — 0,11 (v, 2H)
TH SIMP (IMCO-dy) 5: 8,22 — 8,18 (v, 1H), 7,88 (%,
Tpowe. coen-B-10-1 - ) , 1H), 7,69 (x, 1H), 7,32 (, 1H), 6,82 (1, 1H), 6,77
492 | +TIlpomes. coea-A- | P 59%
PP 465 (x, 1H), 3,64 (c, 3H), 3,18 (c, 3H), 2,58 (c, 3H), 1,57
(c. 6H)
TTpomex. coen.-B-10
T-drop4-(44.55- | 'H SMP (IMCO-ds) &: 11,69 (v, 1H), 7,44 (r, 1H),
494 | rerpaverna-132- | 5 50% 720 (n, 1H), 7,09 — 6,98 (M, 2H), 6,59 (1, 1H), 6,41
JHOKCAGOPOTaH-2- (v, 1H), 3,12 (c, 3H), 2,57 (¢, 3H), 1,56 (c, 6H)
wn)-1H-uamon
TTpomex. coen.-B-10
+ 6-rop-4-(4,4,5.5- | 1, 'H SAMP (IIMCO-dy) &: 1321 (c, 1H), 7,99 (c, 1H),
495 | retpaverna-132- | (?5 22% 739 =732 (v, 2H), 7,14 (an, 1H), 6,78 — 6,73 (v,
JHOKCAbopOIaH-2- 1H), 3,17 (c, 3H), 2,61 (c, 3H), 1,56 (c, 6H)
wn)-1H-unpazon
ITpomex. coen.-B-7
+ 6-grop-4-(445.5- | IH AMP (IMCO-ds) 5: 13,28 (¢, 1H), 7,89 (x, 1H),
496 | Tetpamerni-1,3.2- 461’5' 51% 741734 (m, 1H), 7,26 (x, 1H), 7,09 (ax, 1H), 6,55
HOKCAGOPOTAH-2- (x, 1H), 2,53 (c, 3H), 2,07 (c, 3H), 1,53 (c, 6H)
un)-1H-uamaszon
TH SIMP (IMCO-ds) &: 7,66 (am, 1H), 7.63 (am, 1H),
Mpowes. coen-B-7 | 729 -723 (v, 1H), 7.21 (3, 1H), 6,58 (1, 1H), 6,55
497 | +Tpover:. coen-A- | b 20% (x, 1H), 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 —
-0,06 (v, 2H)
1 ~
H AMP (IMCO-ds) 5 7.95 (M, 1H), 7,65 (x, 1H),
Tpoves. coen-B-51 | - ) 751 (nx, 1H), 7,34 (z, 1H), 6,55 (1, 1H), 6,45 (c,
502 | +IIpomex. coen.-A- P 37%
5o 465 1H), 3,52 (c, 3H), 2,44 (c, 3H), 1,98 (¢, 3H), 1,63 (c,
3H), 1,52 (c, 3H)
TH SIMP (IMCO-dy) &: 7,73 (v, 1H), 7.66 (g, 1H),
03 Tlﬁ’“fz‘e';"si'B_'i mp. | 200 7,35 (ax, 1H), 6,56 (z, 1H), 6,50 (c, 1H), 3,59 (c,
p 5 A 465 o 3H), 2,45 (c, 3H), 2,01 (c, 3H), 1,64 — 1,60 (v, 3H),
1,53 (c, 3H),
TIpomex. coen.-B-7
+4-(4,45,5- - 'H IMP (IMCO-dy) &: 7.88 (c, 1H), 7,58 (z, 1H),
504 | Tetpamermi-1,3.2- 461°5' 13% 7.45 (am, 1H), 721 (x, 1H), 7,12 (1, 1H), 6,50 (1,

HOKCcaboponaH-2-
wi)-1H-uHnazon

1H), 2,52 (c, 3H), 2,05 (c, 3H), 1,53 (c, 6H)
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IIpomesx. coen.-B-10

H SIMP (IMCO-dy) &: 7,94 (ar, 1H), 7,64 (x, 1H),

"~ | Tp. o 747 (ax, 1H), 7,38 (ax, 1H), 7.24 (1, 1H), 6,72 —
05 +Hp°Me’fé coen-A- | s | 62% 6.64 (v, 2H), 3,17 — 3,09 (i, 4H), 2,58 (c, 3H), 1,56
(c. 6HD. 1.28 (a1, 280, 111 (1. 2H)
_ H AMP (IMCO-dy) : 11,37 (v, 1H), 7.49 (aa, 1H),
so | L powex COGBT |y | s 745 (r, 1H), 7,17 (2, 1H), 7.03 (2, 1H), 647 (z, 1H),
p"Me’g‘écoeﬂ' 465 ° 6,20 (mxx, 1H), 2,49 (c, 3H), 2,03 (c, 3H), 1,52 (c,
6H)
IIpomesx. coen.-B-7
+4-(4,4,5,5-
rerpaviera-l 32 | Y IMP (JIMCO-dg) 8: 8,06 (c, 1H), 7,98 (c, 1),
507 | awoxcaboponan-2- | 61’5' 35% 741 (c, 1H), 7.29 (x, 1H), 6,57 (x, 1H), 2,54 (c, 3H),
)6 2,04 (c, 3H), 1.53 (c, 6H)
(tpudropmeTrim)-
1H-unma3zon
T
H SIMP (IMCO-dy) &: 10,70 (x, 1H), 7,33 (1, 1H),
qog | povere coeaBAL |y 7,18 (ua, 1H), 6,97 (az, 1H), 6,41 (¢, 1H), 2,45 (c,
pOMC’{; coen 465 o 3H), 2,27 (¢, 3H), 1,96 (¢, 3H), 1,61 (c, 3H), 1,55 (c,
3H)
1
H SIMP (IMCO-d,) o: 8,46 (c, 1H), 8,08 (z, 1H),
09 T‘ﬁ“‘e"" Coe"‘"B'Zl IIp. 30 777 (an, 1H), 7.49 (1, 1H), 6,52 (c, 1H), 3,56 (c,
: pOMe;‘; COBL-A~ 1 465 7o 3H), 2,47 (c, 3H), 2,01 (c, 3H), 1,64 (c, 3H), 1,53 (c,
3H)
Mpower. coen-B31 | TH SIMP (MCO-ds) &: 8,47 (c, 1H), 7.81 — 7.75 (1,
510 | + Ipomesk. coer -A- 4& 4% 1H), 7,54 (mn, 1H), 6,58 (c, 1H), 3.60 (c, 3H), 2,48
23 (c. 3H). 2,04 (c, 3H), 1.58 (x, 6H)
T
H SIMP (IMCO-dy) &: 7.60 (an, 1H), 7.35 (a, 1H),
11 T‘;_(I’Me"" COeZ‘"B_'}s mp. | o 7,27 (an, 1H), 7,21 - 7,13 (m, 2H), 6,59 (z, 1H), 6,29
pOMe’ﬁ coen. 465 7 (an, 1H), 3.48 (r1, 1H), 3.13 (c, 3H), 2.56 (c, 3H),
1,55 (¢, 6H), 1,09 (tx, 2H), 1,02 — 0,96 (x, 2H)
T
H SIMP (IMCO-dq) &: 11,27 (c, 1H), 7.49 (x, 1H),
<1 Hp‘”‘f"" °°ef‘4:B'38 T 7,40 (x, 1H), 7,21 (1, 1H), 7.01 (1, 1H), 6,77 (c, 1H),
HHAON 465 0 6,14 (1, 1H), 2,45 (c, 3H), 1,97 (c, 3H), 1,60 (c, 3H),
60pPOHOBAS KHCIIOTA 1,49 (c. 3H)
ITpomesx. coen.-B-38
e | o 'H SIMP (IMCO-dg) &: 10,59 (x, 1H), 7.57 (g, 1H),
513 Tczgcmﬁ-f o | s 61’5' 73% 7,17 - 7,08 (w, 2H), 7,05 (ax, 1H), 6,78 (1, 1H), 2,47
OXCABOpOTAR.2- (c, 3H), 2,30 (z, 3H), 1,93 (c, 3H), 1,56 (g, 6H)
wn)-1H-ungon
Mpover. coea-B-38 | TH AMP (JIMCO-ds) 5: 7.33 (am, 1H), 7.19 (c, 1H),
514 | +Tpovex: coen-A- |, & 55% 6,99 (ax, 1H), 6,84 (1, 1H), 2.47 (c, 3H), 2.27 (x,
15 3H), 1,95 (c, 3H), 1,57 (c, 3H). 1,55 (¢, 3H)
) IIpomex. coen.-B-10 Tp. .
515 | +Ilpomex. coen.-A- 165 4% 396,1
71
[Ipomex. coen.-B-7
T-prop-4-(44.55- | 'H SIMP (IMCO-dy) : 7,99 (x, 1H), 7,28 (a1, 1H),
517 | merpavernn-132- | % 46% 720 (z, 1H), 7,09 (az, 1H), 6,50 (1, 1H), 2,52 (c,
JHoKcabopoIaH-2- 3H), 2.03 (c, 3H), 1,53 (¢, 6H)
wi)-1H-urgazon
H SIMP (IMCO-d,) &: 7,42 (ar, 1H), 7,38 (x, 1H),
1 T%O“e”“ Coe‘l"B'zS IIp. 509 6,99 (ax, 1H), 6,84 (x, 1H), 6,14 (1, 1H), 3.82 (1,
p"“‘e’;‘é CoR-A 1 465 ° 3H), 2,44 (c, 3H), 1,97 (c, 3H), 1,59 (c, 3H), 1,50 (c,
3H),
522 | Tlpomex. coen-B-38 | Iip. 55% "H AMP (IMCO-ds) 5 7.49 (x, 1H), 7.46 — 7.42 (.
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+ [IpoMerk. coea-A- | 520 1H), 7.01 (z, 1H), 6,87 (x, 1H), 6,46 (g, 1H), 3,88 (c,
77 3H), 2,45 (c, 3H), 1,97 (c, 3H), 1,58 (c, 3H), 1,49 (c,

3H) (MeO- cKpbITHIii TUKOM BOJIbI)
TH SIMP (OMCO-dy) 5: 7,49 (1, 1H), 7,42 — 7,38 (m,

23 fg%‘;f:mc‘zzﬂ B_ /Z_ TIp. 870 1H), 7,16 (1, 1H), 6,96 (1, 1H), 6,51 (1, 1H), 6,50 —

> RShche 520 ’ 6.45 (v, 1H), 3,89 (c, 3H), 3,48 (c, 3H), 2,50 (c, 3H),

: 2,02 (c, 3H), 1,52 (c, 6H)
TH SIMP (IMCO-ds) 5: 747 (1, 1H), 7,42 — 7.38 (m,

4 T‘l’fl’;f\;‘;;"gé‘éfi‘f Mp. | g 1H), 7,24 (1, 1H), 7,03 (z, 1H), 6,69 (1, 1H), 6,60

ez et 465 (am, 1H), 3,89 (c, 3H), 3,46 (c, 3H), 3,18 (c, 3H),
2,57 (c, 3H), 1,55 (c, 6H)
Tpove. coeaB-53 | 1 TH IMP (AMCO-d;) 5: 8.48 (c, 1H), 7,78 (1, 1H),

525 | + [Ipomesx. coer.-A- 46135' 41% 7,54 (z, 1H), 6,58 (c, 1H), 3.60 (c, 3H), 2,48 (z, 3H),

23 2,05 (c, 3H), 162 (c, 3H), 1,55 (c, 3H)
R TH AMP (IMCO-ds) 5 10,72 — 10,68 (v, 1H), 7.33

526 T‘ﬁ’;f\;’;;ozé‘éf_’f_ Tp. 61% (am, 1H), 7.21 - 7,12 (w, 1H), 6,97 (zx, 1H), 6,41 (c,

e et 465 ’ 1H), 2,45 (c, 3H), 2,27 (a, 3H), 1,96 (c, 3H), 1,61 (c,
3H), 1,55 (c, 3H)
TH AMP (IMCO-d;) &: 8.46 (c, 1H), 8,08 (1, 1H),

57 Tﬁ;f\’;;"gé‘jf_ TIp. 730 781~ 7,75 (m, 1H), 7,49 (x, 1H), 6,53 (c, 1H), 3,56

MEK. COCAL. 465 : (1, 3H), 2,47 (c, 3H), 2,01 (c, 3H), 1,65 (c, 3H), 1,53
22
(c.3H)
Tab6muma 5
Mp. | Hpomexyrou- Cunres Beixon (% 'H-SIMP
Ne HbIEC COCAMHEHHS | AHAJIO- MOJIb)
THIHO

447 | Hpomex. coea- | Iip. 446 56% TH AMP (400 MI'm, IMCO-de): & 7.72 (ax, 1H), 7.66 (1,
A2 + Ilpowex. 1H), 7.36 (ax, 1H), 6,93 (c, 1H), 6,58 (1, 1H), 3,59 (c, 3H),
coen.-B-38 245 (c, 3H), 1,97 (c, 3H), 1,57 (c, 3H), 1,50 (c, 3H).

449 | Tlpomerx. coex- | IIp. 448 59% TH SAMP (JIMCO-dy) 5= 7,46 (a, 1H), 7.41 (z, 1H), 6,98 (1,
A-20 + TIpoMex. 1H), 6,85 (c, 1H), 6,13 (c, 1H), 4,92 (c, 1H), 4,22 (c, 2H),
coen.-B-38 374 (c, 2H), 2,44 (c, 3H), 1,97 (c, 3H), 1,58 (c, 3H), 1,48 (c,

3H).

451 | Tlpomex. coen.- | TIp. 448 54% TH SIMP (IMCO-ds) 5= 8,49 (c, 1H), 8,07 (g, 1H), 7,77 (T,
A-22 + Tlpomes. 1H), 7,51 (1, 1H), 6,95 (c, 1H), 3,55 (c, 3H), 2,48 (c, 3H),
coca.-B-38 1,98 (c, 3H), 1,52-1,58 (x, 6H).

452 | Tlpomex. coen.- | Ip. 448 58% TH IMP (IMCO-ds) 5= 8,51 (S, 1H), 7.77 (n, 1H), 7.57 (&,
A-23 + Tlpomes. 1H), 7,02 (c, 1H), 3,59 (c, 3H), 2,02 (c, 3H), 1,53-1,56 (M,
coen.-B-38 6H). (CH;- cxpsrrbiii mukoMm JIMCO)

453 | Hipomex. coea.- | IIp. 450 28% TH SIMP (IMCO-ds) 5= 7,66-7,64 (v, 2H), 7.29-7.26 (M,
A-2 + Tlpowmesx. 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 (c, 6H). (CH;3- CKpBITBIH MTHKOM

IMCO)

454 | Tlpomex. coen.- | Ip. 450 54% TH SIMP (IMCO-ds) = 10,62 (c, 1H), 728-725 (w, 2H),
A-15 + TIpomex. 717 (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;- CKpBITBIH ITHKOM

IMCO)

456 | Ilpomesx. coex- | IIp. 450 55% TH AMP (IMCO-dg) 6= 7.91 (1, 1H), 7,65-7.64 (w, 1H), 7,49
A-12 + TIpomex. (r, 1H), 7.31-7,29 (v, 1H), 7,27 (c, 1H), 6,57-6,56 (M, 1H),
coen.-B-42 6,10 (c, 1H), 3,50 (c, 3H), 2,47 (c, 3H), 2,01 (c, 3H), 1,62-

1,47 (v, 6H).

457 | Tlpomesx. coex- | IIp. 450 52% TH AMP (JIMCO-ds) o= 7.68-7.65 (v, 2H), 7.31-7.27 (m,

A-2 + TIpowex. 2H), 6,56-6,55 (m, 1H), 6,15 (c, 1H), 3,56 (c, 3H), 2,03 (c,
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coen.-B-42 3H), 1,59-1.48 (M, 6H). (CH;- ckpeiThiii mukom JIMCO)

458 | Ilpomex. coen.- | Ip. 450 57% "H AMP (IMCO-dg) 5= 8.43 (c, 1H), 8,03 (1, 1H), 7,74 (T,
A-22 + TIpomex. 1H), 7.45 (m, 1H), 7,35 (c, 1H), 6,17 (c, 1H), 3,53 (c, 3H),
coen.-B-42 2,04 (c, 3H), 1,55 (c, 6H). (CH;- cxprrThiii makoM IMCO)

459 | Ilpomex. coen.- | IIp. 455 40% 1H SIMP (400 MI'u, IMCO-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 (M,
coen.-B-43 1H), 7,12-6,86 (M, 2H), 6,56-6,55 (M, 1H), 3,50 (¢, 3H), 1,54

(mmp., 6H). (CH;- ckpsithiii miukom JMCO)

460 | ITpomex. coen.- | [Ip. 455 40% 1H SIMP (400 MI'u, IMCO-d6): 6 7,67-7,65 (m, 1H), 7,61
A-8 + TIpomex. (z, 1H), 7,31-7,25 (m, 2H), 7,17-6,91 (M, 2H), 6,56-6,55 (M,
coen.-B-43 1H), 3,75-3,69 (M, 2H), 1,61-1,54 (v, 6H), 1,14-1,07 (m, 3H).

(CH ;- cxporthiii maxoM IMCO)

461 | Ilpomex. coen.- | [Ip. 455 40% 1H SIMP (400 MI'u, IMCO-d6): 6 7.89 (m, 1H), 7,60 (m,
A-47 + TIpomex. 1H), 7,44-7.40 (v, 1H), 7.33-7.31 (M, 1H), 7,26-7,23 (m, 1H),
coen.-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). (CH - CKpBITBIH THKOM
AMCO)

462 | Ilpomex. coen.- | [Ip. 455 40% 1H AMP (400 MI'u, IMCO-d6): & 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;- ckporteii makom JIMCO)

463 | Ilpomex. coca.- | I1p. 450 43% IH SIMP (400 MI'w, JMCO-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 (v, 1H), 6,07 (M, 1H),
coexn.-B-42 491 (r, 1H), 4,23 (1, 2H), 3.,75-3,71 (M, 2H), 2,47 (c, 3H),

2,05 (c, 3H), 1,54 (¢, 6H).

479 | Ilpomex. coen.- | Ip. 481 37% 1H SAMP (400 MI'u, IMCO-d6): 3 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 ;- CKPBITBIH THKOM
AIMCO)

480 | ITpomexx. coen.- | Ip. 481 52% 1H SIMP (400 MI', IMCO-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 (a, 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 (¢, 3H), 2,17-2,16 (m, 3H), 1,54
(mmp., 6H).

482 | Ilpomex. coen.- | [Ip. 455 20% 1H SIMP (400 MI'u, IMCO-d6): 6 7,90-7.88 (M, 1H), 7,62
A-12 + TIpomesx. (m, 1H), 7.47-7,45 (m, 1H), 7,39-7.35 (M, 2H), 6,68 (z, 1H),
coen.-B-47 6,27 (c, 1H), 3,50 (c, 3H), 3,17 (c, 3H), 2,55 (c, 3H), 1,57 (c,

6H).

486 | Ilpomex. coen.- | Ip. 481 43% 1H SAMP (400 MI'y, IMCO-d6): b 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 (¢, 3H), 2,54 (¢, 3H), 2,17-2,16 (m, 3H), 1,61-

1,47 (m, 6H).

487 | Ilpomex. coen.- | Ip. 481 50% 1H AMP (400 MI'u, IMCO-d6, 100°C): 5 10,29 (c, 1H),
A-15 + TIpomex. 7,27-7,25 (M, 1H), 7,14 (c, 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 (c, 3H), 2,28-

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

488 | Ilpomex. coen.- | IIp. 483 29% 1H SIMP (400 MI'y, AMCO-d6): 6 11,28 (c, 1H), 7,38-7,37
A-1 + Tlpomex. (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 (c, 3H), 2.54 (c. 3H), 1,57 (c, 6H).

493 | Ilpomex. coen.- | [p. 483 29% 1H SIMP (400 MTI'u, IMCO-d6): 3 8.46 (c, 1H), 7,72-7,70
A-43 + TIpomex. (M, 1H), 7,53 (¢, 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 | Ilpomex. coen.- | IIp. 455 29% 1H AMP (400 MI'u, IMCO-d6): & 7,73-7,71 (m, 1H), 7,65-
A-2 + TIpomex. 7,64 (M, 1H), 7,38-7,35 (m, 1H), 7,12 (c, 1H), 6,67-6,66 (M,
coen.-B-49 1H), 3.59 (c, 3H). 3.22 (c, 3H), 1,65 (c, 3H), 1.49 (c, 3H).

(CH ;- ckporthiii mukom IMCO)

499 | Ilpomex. coen.- | Ip. 455 36% 1H SMP (400 MI'u, IMCO-d6): 6 7,94-7,92 (m, 1H), 7,63
A-12 + TIpomesk. (m, 1H), 7,52-7,48 (v, 1H), 7.40-7,38 (v, 1H), 7,05 (c, 1H),
coex.-B-49 6,66-6,65 (v, 1H), 3,53 (c. 3H), 3,18 (c, 3H), 1.65 (c, 3H),

1,49 (c, 3H).

501 | IIpomex. coex.- | IIp. 500 39% 1H SIMP (400 MI'u, IMCO-d6): 6 8,53 (¢, 1H), 7,78 (a, 1H),
A-23 + TIpomesk. 7,55 (z, 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 | Ilpomex. coex.- | IIp. 500 44% 'H IMP (400 MTu, IMCO-dg): & 11,33 (m, 1H), 7.51 (x,
A-1 + Tlpomex. 1H), 7.36-7,39 (M, 1H), 7,28-32 (M, 1H), 7,02 (mx, 1H), 6,23
coen.-B-50 (m, 1H), 2,41 (c, 2H), 1,82 (c, 3H), 1,35 (c, 3H). (CH;-

CKpbIThI THKOM [IMCO)

519 | Ipomex. coen.- | Ilp. 518 17% H SIMP (400 M, IMCO-dg): 6 8,65 (1, 1H), 7,83 (z, 1H),
A-23 + Tlpomex. 7,59-7,67 (M, 2H), 3,62 (m, 3H), 2,49 (c, 3H), 1,83 (c, 3H),
coen.-B-50 1,37 (g, , 3H).

[Tpumep B Tab1. 6 (HKE) OBLT CHHTE3UPOBAH CTAHJIAPTHBIMU XUMHUYECKAMHU PEAKITUSIMH, KOTOPHIE U3BECT-

HBI CIIEIIUAIMCTY B TaHHOMW 00JIacTH.
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Ip. Ne

Boixon

HpOMeH(yTO‘{HLIe COCIHUHCHHST (0/ )
()

'H IMP

301

JemernmipoBanue 1o npuM. 300 19%
(DL-MeTHOHUH)

"H SIMP (IMCO-ds) &: 7,53 (1, 1H), 7,42 (1, 1H),
7,22 (an, 1H), 7,12 (., 1H), 7,01 (x, 1H), 6.42 (x,
1H), 6,20 — 6,16 (M, 1H), 4,91 (T, 1H), 4,27 (1, 2H),
3,77 (, 2H), 2,50 (c, 3H), 2,04 (c, 3H), 1,55 — 1,51
(M, 6H)

TIPYUBECHHI B Ta0J. 7 HIKE.

MonexymspHbIe CTPYKTYpBl W XUMHYECKHE Ha3BaHUs IMPHMEPOB, NMPEICTaBICHHBIX B TaOu. 3, 4,

F
=
NQN o\\S//0
g B aas
N
N
H
F

Ip. Ne Crpykrypa HaumenoBaHue
F
N —_—
/ \( 0. o 9-Otun-6-prop-8-(6-prop-1-mermncynsdonun-1H-
48 NQUN \\S// unpon-4-mn)-1,4,4-rpumernn-5SH-[1,2 4]rpuazono[4,3-
;i O NN aJxuHOKCANTHH
N
H
F
9-91rn-6-¢Top-8-(6-dprop-1-mMeTmncynspormn-1H-
53 uHpgason-4-mn)-1,4,4-rpumermn-SH-

[1,2,4]rpuasono[4,3-a]xuroKCcamun
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54

6-D1op-8-[6-dTOp-1-(2-MeTokcH-3TILN)-1 H-MHER0I-4-
wn]-9-merokcu-1,4,4-rpumermn-SH-
[1,2,4]Tpuazono[4,3-a]xuaOKCAIIH

55

2-[6-®Top-4-(6-hTOp-9-MeTOKCH-1 ,4,4-TpUMeTIIT-5H-
[1,2,4]Tpuasono[4,3-a]xurokcamin-8-mn)-1 H-uunon-
1-mn]-EtOH

56

6-Drop-8-(6-dTOp-1-MeTHnCyMBhOoHNT-1H-IA10T-4-
un)-9-merokcn-1,4,4-rpumernn-5H-
[1,2,4]Tpuazono[4,3-a]xuroKCcaImH

57

6-Drop-9-merokcu-1,4,4-rpumernn-8-(1-
metmicynshornn-1 H-unmon-4-nm)-5H-
[1,2,4]Tpuazono[4,3-a]xuroKcamH

59

1-Iuxnonporwn-6-drop-8-(6-drop-1-
meTwicynbdorni-1 H-unpon-4-mn)-9-metoxcn-4,4-
mumetwi-5H-[1,2,4]tpuazomno[4,3-a]xua0KCATHE

60

1-Iuxronpommn-6-¢rop-9-merokcu-4,4-gumernn-8-
(1-meruncymnsdonnn-1H-uanom-4-mr)-5H-
[1,2,4]Tpuazono[4,3-a]xunoxcamn
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61

2-[4-(1-TOuknonpomnui-6-dprop-9-meTokcu-4,4-
mumeTuin-5H-[1,2,4]tpuazono[4,3-a]xunokcanus-8-
wn)-6-¢rop-1H-uanon-1-un]-EtOH

62

1-Iuxnonpommn-6-dprop-8-(5-drop-3-metun-1H-
uHaon-7-1w1)-9-MeTokcu-4,4-mumetun-SH-
[1,2,4]rpuasono[4,3-a]xuHOKCAIHE

63

1-ITuxnonponun-6-drop-8-(6-drop-1-
metmicynsdorni-1H-uanon-4-nn)-4,4,9-rprmerni-
5H-[1,2,4]tpua3zono[4,3-a]xuHOKCATHH

64

1-[uxnonponun-6-drop-4,4,9-TpumeTni-8-(1-
meTwicynbdorni-1 H-uanon-4-mn)-5H-
[1,2,4]Tpuasomno[4,3-a]XxMHOKCATHH

65

2-[4-(1-Iuknonpomun-6-drop-4,4,9-rpumern-5H-
[1,2,4]rpuazono[4,3-a]xunoxcanuu-8-mn)-6-drop-1H-
uHgon-1-mi]-EtOH

66

1-Iuxnonponun-6-¢prop-8-(5-dprop-3-meTmn-1H-
vHjo1-7-11)-4,4,9-rpumernn-5H-[1,2,4]rpuasoino[4,3-
a]XMHOKCAUH
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300

N
/:(
NS N
O N/\/O
— N
N
H
F

6-®rop-8-[1-(2-meToxcu-aTmn)-1 H-uanon-4-wm) -
1,4,4,9-rerpamerin-SH-[1,2 4]rpuazono[4,3-
a]XHHOKCAIUH

301

T e

2-[4-(6-Prop-1,4,4,9-Terpamermn-SH-
[1,2,4]rpuazono[4,3-a]xurokcams-8-mn)-1H-usmon-
1-mn]-EtOH

304

o

6-Drop-1,4,4,9-rerpamernn-8-(1-mermn-1 H-uunazon-
4-mn)-5H-[1,2,4]rpuazono[4,3-a]xuHOKCATHH

305

ot
%”

8-(1-Huxnonpomui-1H-wuon-4-un)-6-drop-1,4,4,9-
terpametii-SH-[1,2,4]tpuazono[4,3-a]xuHoxcanun

308

1-31nn-6-rop-4,4,9-rprmerin-8-(1-
MeTmicynbhorui-1H-unnon-4-um)-5H-
[1,2,4]rpuazono[4,3-a]xuHOKCATMHE

316

1-Otrn-6-drop-8-(5-dprop-3-mermwn-1H-ungon-7-wm)-
4,4,9-tpumern-5SH-[1,2,4]tprazomno[4,3-
a]XMHOKCATUH
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322

1-Otrn-6-$rop-8-[1-(2-MeTokcu-aTI)- | H-MHKO0T-4-
un]-4,4,9-rpumerin-5H-[1,2,4]tprazono[4,3-
a]XHHOKCATHH

323

1-Otmn-6-¢prop-8-(6-prop-1-meTmncymspormn-1H-
uHjon-4-1w1)-4,4,9-pumern-SH-[1,2,4]tpuazono[4,3-
a]XuHOKCAIHH

326

8-[1-(2,2-Tudrop-o1Im)-1H-mn0m-4-11]-6-drop-
1,4,4,9-rerpamernn-5H-[1,2,4]rpuasono[4,3-
a]XMHOKCAIHH

340

6-Drop-8-(6-dTOP-1-MeTHNCYIB(GOoHNT-1 H-MAA33071-
4-un)-1,4,4,9-rerpamernin-5H-[1,2,4]tprazono[4,3-
a]XHHOKCATHH

349

6-Dr1op-8-[1-(dhTop-Meruncynshonwmn)-1H-urnom-4-
un]-1,4,4,9-rerpamerin-SH-[1,2,4]tpuasono[4,3-
a]XMHOKCAITHH

350

\ N \\ 0
I N/S7

8-[1-(Otuncynsdonmn)-1H-unpon-4-ui]-6-brop-
1,4,4,9-terpamernn-5SH-[1,2,4]rpuasomno[4,3-
a]XMHOKCAIIHH
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N
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NaL N
O /

gi N—nN

N H

H

F

6-Prop-1,4,4,9-rerpameri-8-(3-mermn-1 H-uanazon-

a]XHMHOKCAIUH

352 7-mm)-5H-[1,2,4]rpuaszono[4,3-a]xUHOKCAITHH
355 l 1-3tun-6-hrop-4,4,9-rpumernn-8-(3-metnn-1H-
unxon-7-wi)-5H-[1,2,4]tpuazono[4,3-a]xuHOKCATIH
\ ’/\\540 6-®@1op-8-[1-(w3onpomucymsdormn)-1 H-uanon-4-
366 N wn]-1,4,4,9-rerpamerin-5H-[1,2,4]tpuazono[4,3-
a]XHMHOKCATUH
F
N —
N/ 0 1-O1rn-6-¢dTop-8-(6-¢pTop-1-MeTrncynsponun-1H-
374 N \\540 uHa301-4-1un)-4,4,9-TpumMerii-SH-
O /N/ AN [1,2,4]Tpuaszomno[4,3-a]xuHOKCATHEH
N
N
H
F
)=
N N [2-[4-(6-DTOp-1,4,4,9-TeTpameTrn-SH-
375 [1,2,4]tpuasono[4,3-a]xurokcammH-8-w1)-1H-maaomn-
— / 1-mw1]-3THIn] - TAMETHII-aMHIH
N
y \
F
N —
/ 0
NN /\\ 0 6-DT1op-1,4,4,9-TerpameTiun-8-(1-MeTHICY B HOHMI-
378 O /N AN 1H-unpazon-4-un)-5H-[1,2,4]rprasono[4,3-
Y
N
H
F

-75 -




045285

1-Otan-6-prop-4,4,9-rpumermwi-8-(1-

\ 0

389 \ N N/\S// metwicynbhormni-1H-unnason-4-mn)-5H-
[1,2,4]rpuazomno[4,3-a]xuHOKCATHE

\ \\ 0 8-[1-(Hmxronpommwicymsdormwr)- 1 H-nanon-4-mi]-6-
3 N2 trop-1,4,4,9-rerpamernn-5H-[1,2,4]rpuazomno[4,3-
\v a]XMHOKCATHH
F
0 o 6,7-Iudtop-8-(6-prop-1-MeTmicymbdormn-1H-
447 \ /\\S// uHpon-4-un)-1,4,4,9-rerpamernn-5H-
;i N AN [1,2,4]rpuazomno[4,3-a]xurOKCAME

2-[4-(6,7-0udrop-1,4,4,9-rerpamernn-5SH-
[1,2,4]rprazomno[4,3-a]xurOKCamMH-8-11)-6-hTOop-1H-
mHpon-1-mwi]-EtOH

449

6,7-Oudrop-1,4,4,9-retpamermn-8-(1-
metwicynbdorni-1 H-ungason-4-un)-5H-
[1,2,4]tprasomno[4,3-a]xuHOKCATHE

451

6,7-Iudrop-8-(6-prop-1-MeTmicymsdormn-1H-
vHpaason-4-un)-1,4,4,9-rerpamernn-SH-
[1,2,4]tpuazono[4,3-a]xunoKcamn

452
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F
OH
N=—
iN ) ox
AN
N
H
F

[6-®PTop-8-(6-dTop-1-MeTuncynsdonun-1 H-mmon-4-

453 um)-1,4,4-rpumermn-5H-[1,2,4]tpnazomno[4,3-
a]xuHoKcamuH-9-un]-MeOH
F
454 N/\‘\\_N( O 6-Xnop-8-(5-¢rop-3-merun-1H-unmon-7-mn)-1,4,4,9-
; O / terpamerii-SH-[1,2,4]tpuazono[4,3-a]xunokcamun
N H
H
c
N _—
/ o o
NN \\// 6-Xuop-1,4,4,9-terpamernin-8-(1-metuncynbdormi-
456 N/S\ 1H-nnpon-4-un)-5H-[1,2,4]rprasono[4,3-
— a]XMHOKCAIHH
N
H
Cl
F
=
N/ N ?\/ ° 6-Xirop-8-(6-drop-1-Mermicyisdonnn-1 H-uanon-4-
457 N—S5 - un)-1,4,4,9-rerpamermn-5SH-[ 1,2,4 ]tpuasosno[4,3-
— N a]XMHOKCATHH
N
H
cl
N ——
/ o
AN \é// 6-Xu10p-1,4,4,9-Tetpametin-8-(1-MeTUnCy 16 OHIIT-
458 /N/ AN 1H-unazon-4-un)-5H-[1,2,4]rpuasono[4,3-
=\ a]XMHOKCATUH
N
H
cl
N F F
/T o]
~ N 1\ 0 9-(dudrop-merun)-6-drop-1,4,4-rpamerin-8-(1-
459 N> MeTmicysdormn-1H-uupon-4-un)-SH-
== [1,2,4]Tpuazono[4,3-a]xuHOKCATHH
N
H
F
9-(Androp-mermn)-8-[ 1-(3rrucynshornn)-6-¢prop-
460 1H-unnon-4-un]-6-¢rop-1,4,4-rpumernn-SH-

[1,2,4]Tpuaszomno[4,3-a]xuHOKCATMH
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461

9-(Indrop-Mernn)-8-[ 1 -(aTrincymsdornn)-1 H-urgon-
4-pi]-6-¢rop-1,4,4-rpumernn-5H-
[1,2,4]rpuasoino[4,3-a]xnrOKCaME

462

9-(Androp-MeTnn)-6-dprop-8-(5-prop-3-meTmn-1H-
uHgo1-7-11)-1,4,4-tpumerin-SH-[1,2,4]tpuasono[4,3-
a]XHHOKCATUH

463

2-[4-(6-Xnop-1,4,4,9-TeTpameTin-SH-
[1,2,4]rpua3omno[4,3-a]xurokcanmn-8-mn)-6-drop-1H-
unrgon-1-mi]-EtOH

464

2-[4~(9-Otun-6-¢drop-1,4,4-rpumernn-5SH-
[1,2,4]tpuazono[4,3-a]xunokcamma-8-mm)-6-prop-1H-
vipon-1-mwi]-EtOH

467

9-ITuxnonponun-6-¢rop-8-(6-prop-1-
metuicynsporun-1H-unnason-4-un)-1,4,4-rpumerni-
5H-[1,2,4]tpua3ono[4,3-a]xuHoKcaTnH
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6-®1op-8-(1H-unnon-4-um)-1,4,4,9-rerpamernn-SH-

468 [1,2,4]Tpua3zomno[4,3-a]XHHOKCATHH

6-®drop-8-(1H-uanon-4-wm)-9-metokcu-1,4,4-

469 TpumeTmi-5SH-[1,2,4]Tpuasono[4,3-a]xuHoKCcaIMH

6-®DTop-8-(6-0TOp-1 H-uHmon-4-um)-9-merokcn-1,4,4-

470 tpumetnin-5H-[1,2,4]rprnasono[4,3-a]xuHOKCaTME

9-ITuxonponmn-6-prop-8-(6-prop-1-
MeTmicynshormt- 1 H-uanon-4-wun)- 1,4,4-rpumMeTrn-
5H-[1,2,4]tpuasono[4,3-a]xuHOKCATHH

471

9-Iuxnonpommn-6-¢prop-1,4,4-rpumeTn-8-(3-mMeTmir-
1H-usgon-7-un)-5H-[1,2,4]rpuazomno[4,3-
a]XHHOKCaJIHH

472

6-DTop-9-meTokcn-1,4,4-TpumeTit-8-[6-
(tpudropmernn)-1H-urmon-4-un]-5H-
[1,2,4]Tpuazomno[4,3-a]xuHOKCATHH

473
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N N N\ 0 9-Iuxnonpommin-6-¢prop-1,4,4-rprmernn-8-(1-
474 —S N MeTwicynb{ormwt- 1 H-uanon-4-wr)-5H-
— [1,2,4]Tpuazono[4,3-a]xuHOKCATHH
N
H

N
/ :( 0 _®r1op- y _8-(6- -1-
N A 0 6-drop-1,4,4,9-Tetpamerun-8-(6-mermn-1

475 NN s MeTmwicynshormi- 1 H-uanon-4-mwr)-5H-
. NN [1,2,4]Tpuazono[4,3-a]xHHOKCATMH

/N:( \O
N N O\\ _0 6-Drop-9-Merokcu-1,4,4-tpumeTi-8-(6-MeTHiI-1-
476 —3 < MeTtuiacyib(ormi-1H-unnon-4-um)-5SH-
—_ [1,2,4]Tpuazono[4,3-a]xHHOKCATHEH
N

[1,2,4]Tpuazono[4,3-a]xuHOKCammHE-8-mn)- 1 H-mamon-
6-xapGoOHHTPHI

/\‘:( 4-(6-®top-1,4,4,9-rerpamernin-5H-
477

8-(3-Iuxonponwun-5-¢rop-1H-umron-7-mr)-6-Grop-

478 9-merokcu-1,4,4-tpumermn-SH-[1,2,4]rprazomno[4,3-
a]|XMHOKCATHH
[8-[1-(Tuncynsdonmn)-6-prop-1H-urnon-4-m]-6-
479 ¢rop-1,4,4-rpumernn-5H-[1,2,4]rprazono[4,3-

a]XMHOKCATHUH-9-HJI|-MEeTHII-aMAH
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2-[6-®Top-4-(6-dhTOp-1,4,4-TpIAMETHI-9-METHIIAMHHO-
5H-[1,2,4]tpuazono[4,3-a]xuHokcanmuH-8-wmw1)-1H-
wHpon-1-wn]-EtOH

480

6-Xnop-9-metokcu-1,4,4-tpumetnn-8-(1-
meTmwicynbhoumna-1 H-uagon-4-mr)-SH-
[1,2,4]tpuazono[4,3-a]xuroKcamuu

482

6-®drop-1,4,4,9-terpamernn-8-(1-mermn-1H-unyon-4-

484 wun)-5H-[1,2.4]tpuazono[4,3-a]xuHokcanun

6-@1op-9-MeTokcu-1,4,4-TpameTHn-8-(1-meTmn-1H-

485 vHaon-4-wn)-5H-[1,2,4]tprazono[4,3-a]xuroxcamiH

[6-®Top-8-(6-bTOp-1-MeTHICYnBQOHIT- 1 H-¥MH1011-4-
un)-1,4,4-tpumerun-SH-[1,2 4]rprazono[4,3-
a|XMHOKCAITUH-9-UJI|-MeTHI-aMIH

486

[6-PTop-8-(5-PpTOp-3-MeTmn- | H-unnon-7-wn)-1,4,4-
tpumerni-SH-[ 1,2, 4]rpuaszono[4,3-a]xuHoKcamH-9-
WJI|-MEeTAI-aMAH

487
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6-Xnop-8-(6-¢rop-1H-ungom-4-mn)-9-meroxcu-1,4,4-

488 tpumetni-SH-[1,2,4]tpuaszono[4,3-a]xunokcamin

6-Drop-8-(7-prop-1H-unaazon-4-uim)-9-MeToKCH-
1,4,4-tpumetnn-SH-[1,2,4]rprazomno[4,3-
a]XHHOKCAJIUH

489

8-[1-(Lmxmonponun-MeTuicysdormn)- 1 H-uanon-4-
un]-6-¢op-1,4,4,9-retpamerin-5SH-
[1,2,4]tpuazono[4,3-a]xunokcamn

491

6-Drop-9-meTokcu-1,4,4-TpumeTmn-8-[1-
MeTHCYNbGOHUI-6-(TpudTopMeTIn)- 1 H-unnon-4-
wn]-5H-[1,2,4]tpuaszono[4,3-a]xuHoKCaNHH

492

6-Xiop-8-(6-¢prop-1-MeTmwicymsdonun-1H-urnazon-
4-nn)-9-metokcu-1,4,4-tpumernin-SH-
[1,2,4]tpuazono[4,3-a]xunoxcamn

493

6-®1op-8-(7-0Top-1H-unn0Nn-4-11)-9-MeTOKCH- 1 ,4,4-

494 tpumeTHi-SH-[1,2,4]tprasono[4,3-a]xuHOKCaTMH
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495

6-Drop-8-(6-drop-1H-urmazon-4-uim)-9-MeTOKCH-
1,4,4-rpumerun-5H-[1,2 ,4]rpraszono[4,3-
a]XHHOKCAITHH

496

6-Drop-8-(6-dprop-1H-numazon-4-un)-1,4,4,9-
Terpametnn-SH-[1,2,4]rprasomno[4,3-a]xuHOKCATHH

497

8-[1-(Iuxmonponun-metiwicynsdormn)-6-¢pTop-1H-
vHon-4-11]-6-¢pTop-1,4,4,9-Terpamernn-SH-
[1,2,4]rpuaszomno[4,3-a]xuHOKCATIH

498

6,7-Tudrop-8-(6-dTop-1-Mermncynsdommn-1H-
uHA0I-4-1n)-9-MeTokeu- 1,4, 4-tpumeTin-5H-
[1,2,4]Tpuazono[4,3-a]xuroKCamUH

499

6,7-Iudrop-9-meroxcu-1,4,4-rpumernn-8-(1-
meTwicynbdonnn- 1 H-unnon-4-mm)-5H-
[1,2,4]tpuasono[4,3-a]xunoxcamia

501

6,7-Tubrop-8-(6-drop-1-mermncynshorun-1H-
vHpazon-4-mm)-9-meroxcu-1,4,4-rpumernn-5SH-
[1,2,4]Tpuazono[4,3-a]xunokcamun
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N:
) :( .
N, X N \\ 40
N F
p
Cl

6-Xnop-7-¢rop-1,4,4,9-rerpamermn-8-(1-

502 meTwicynbhormt-1 H-unnon-4-mwr)-SH-
[1,2,4]tpuazono[4,3-a]xuroKCUTHH
F
N:(
N/ N O\\ _0 6-Xuop-7-tTop-8-(6-dTop-1-MeTmicynsdonmt-1H-
503 N N—"S - uHoI-4-11)-1,4,4,9-TerpameTnn-SH-
— N [1,2,4]rpuazomno[4,3-a]xuroKcama
N F
H
cl
N—
Y YL
N N
504 NH 6-®rop-8-(1H-ungazon-4-um)-1,4,4,9-rerpameriur-
— N/ 5H-[1,2 4]tpuasono[4,3-a]xuHoKCcanuH
N
H
F
)= o’
NN //0 8-[1-(Huxionponmncymsdonwmn)- 1 H-uanon-4-un)-6-
505 N—S——o ¢rop-9-merokcu-1,4,4-tpumernn-5SH-
— ﬁ [1,2,4]Tpuazono[4,3-a]xunokcamma
N
H
F
Cl
/N:(
506 NaL N 8-(6-Xmop-1H-unnon-4-un)-6-prop-1,4,4,9-
gi O NH tetpameTwi-SH-[1,2,4]rpuazono[4,3-a]xuHOKCATHE
N
H
F
6-drop-1,4,4,9-rerpamerin-8-[ 6-(TpudTopmerni)-
507 1H-unpazon-4-mi]-5H-1,2,4]tprazono[4,3-

a]|XMHOKCAIUH
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508

6-Xinop-7-drop-8-(5-pTop-3-mermwi-1 H-uamomn-7-um)-
1,4,4,9-terpamerin-SH-1,2,4]rpuazono[4,3-
a]XMHOKCaITHH

509

6-Xiop-7-¢rop-1,4,4,9-rerpamermi-8-(1-
MeTwicynbhormn-1 H-uanason-4-um)-5H-
[1,2,4]tpnazono[4,3-a]xuHOKCaHH

510

6-Xiop-7-¢rop-8-(6-brop-1-Mermncynshormn-1H-
vHpxason-4-mwn)-1,4,4,9-terpamernn-5H-
[1,2,4]tpnazono[4,3-a]xuHOKCAMH

511

8-(1-Iuxnonponun-1H-uunon-4-un)-6-¢rop-9-
Metokcu-1,4,4-rpumernin-SH-[1,2,4]rprazono[4,3-
a]XMHOKCaITMH

512

6,7-Iu¢rop-8-(1H-unnon-4-un)-1,4,4,9-rerpamermi-
5H-[1,2,4]Tpuazono[4,3-a]xuHOKCATHH

513

6,7-Iudrop-1,4,4,9-rerpameri-8-(3-mermwn-1H-
uHpon-7-mn)-5H-[1,2,4]tpuazono[4,3-a]xnHOKCAITHH

514

6,7-Tudrop-8-(5-bTop-3-metrn- 1 H-urmon-7-mm)-
1,4,4,9-terpamerrin-5H- 1,2,4]rpuazono[4,3-
a]XMHOKCAMH
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6-Orop-8-(5-prop-1H-unmon-7-mwn)-9-meroxcu-1,4,4-

515 Tpumetn-SH-[1,2,4]tpuazono[4,3-a]xuHOKCATHH

6,7-Tudrop-8-(6-brop-1H-manon-4-mn)-1,4,4-
TpuMeTHn-9-(Tpudropmernn)-5SH-
[1,2,4]rpuazono[4,3-a]xurOKCAnHE

516

6-Or1op-8-(7-prop-1H-unnazon-4-un)-1,4,4,9-

517 terpametnin-SH-[1,2,4]rpnasomno[4,3-a]xunoxcamna

6,7-Tudrop-8-(6-prop-1-mermncymsdormn-1H-
wmHazon-4-mn)-1,4,4-rpumernin-9-(tpudropmernin)-
5H-[1,2,4]tpua3zono[4,3-a]xuHOKCATHH

519

6,7-Audrop-8-(6-bTop-1-mermn-1 H-uamon-4-wr)-
1,4,4,9-rerpamernn-5H-[1,2,4]Tpuazomno[4,3-
a]XMHOKCAIHH

521
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6,7-Tuprop-8-(6-meTokcu-1-mermwicynsdorun-1H-
uHAo-4-mn)-1,4,4,9-rerpamermi-SH-
[1,2,4]rpuazono[4,3-a]xuHOKCATHH

522

6-d1op-8-(6-MeTokcH-1-MeTmwicymsdormn-1 H-uagomn-
4-mm)-1,4,4,9-rerpamerun-5H-[ 1,2 4] tpuazomno[4,3-
a]XMHOKCANUH

523

6-®dTop-9-MeTokcH-8-(6-MeTOKCH-1-
Metwicynbhorun- 1 H-ungon-4-mn)-1,4,4-tpumeTin-
5H-[1,2,4]tpunazono[4,3-a]xusokcanuu

524

7-Xnop-6-¢Top-8-(6-prop-1-MeTmcynbdonmn-1H-
vHpxason-4-un)-1,4,4,9-rerpamerin-SH-
[1,2,4]Tpuazono[4,3-a]xuHOKCATHH

525

7-Xnop-6-¢Top-8-(5-dTop-3-mermn-1 H-unnon-7-wr)-
1,4,4,9-tetpamernn-5H-[1,2,4]tpuaszomno[4,3-
a]XHHOKCATHH

526

527 NN MeTmwicyns(Gornt- 1 H-uanason-4-un)-SH-
N [1,2,4]Tpuazono[4,3-a]xuHOKCATHH

cl

N

/ :( Q

NiN l O \\540 7-Xnop-6-drop-1,4,4,9-retpamerrn-8-(1-
N
H

F

Bronornyeckue uccnenoBanusl.

AroHHCTHYECKHUIT ClIOCO0 AEHCTBHUS HA TIIOKOKOPTUKOUAHBIA PELenTop.

Jlunms penoprepubix kiaerok CHO-Gal4/GR cocTosuia U3 JTMHUM KIIETOK SIMYHMKA KATAWCKOTO XOMSYKa
(CHO) (Leibniz Institute DSMZ - Hemenkast KOJUICKIHSI MUKPOOPTAaHU3MOB U KIETOUHBIX KynbTyp I'M0X: ACC-
110), coneprkamux rex jgonudepassl CBETIITYKA OA KOHTPOJIEM JIMTaHA-CBsI3bIBatomero nomena GR, ciuroro ¢
JHK-cBs3piBaronum nomeHoM (DBD) GAL4 (GAL4 DBD-GR), crabunsHo unTerpupoBantoro B kiaetku CHO.
DTa KJIeTOYHAs IMHUS ObLIa MOJIy4eHa myTeM cTabmibHoU TpaHchekmuu kietok CHO penopTepHOit KOHCTPYK-
et GAL4-UAS-momudepasza. Ha mocneayromem dtane TpaHcHHUIIUPOBATN TUTaHI-CBSA3bIBAIONTNI qoMeH [P,
knoanpoBaHHbli B pIRES2-EGFP-GALA4, conepxxamuit JIHK-cBsaspiBatomuii nomen GAL4 u3 pFA-AT2. Ora
ruOpHuIHAsT KOHCTPYKIUS aKTHBHPOBAJIa 3KCIIPECCUIO JIFOIM(epasbl CBETIITIKA MOJ] KOHTPOJIEM MYJIbTHMEPH3H-
POBaHHOH PACIIOJIOKEHHOH Tepes] calTOM TPaHCKPHIIIUN aKTUBHpYomel nocnenoBatenbHocTd GAL4 (UAS).
CurHan UCITyCKaeMOW JIFOMHHECIIEHITUN ObLT 3aperuCTPUPOBaH C MTOMOIIBIO FLIPR™™A. 310 nossommio cre-
[IaJbHO OOHAPYKUTh MHAYIUPOBAHHYIO JUT'AaHAOM akTHBamio I'P u, Takum oOpa3om, HASHTUPHUINPOBATH CO-
€IMHEHUsI ¢ arOHNCTHYecKUMHU cBoicTBamu. Pemoprep GAL4/UAS mpenBapUTENbHO CMENIMBAIN C BEKTOPOM,
KOTOpBIH KOHCTHTYTHUBHO SKcHpeccupoBai monudepasy Renilla, xotopas ciayxnna B kauecTBe BHYTPEHHETO
TMIOJIO>KUTEIBHOTO KOHTPOJIS 2P PEKTUBHOCTH TPaHCHEKIIUH.

[Monnas KyneTypanbHas cpeaa At aHaIu3a OblIa CIIeAyIONIeH:
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CMECH DMEM F-12 (1:1) (LONZA Ne no xar. : BE04-687F/U1) 500 mn

5 mut 100 MM nupyBata Hatpust (LONZA Ne mo kar. : BE12-115E)

25 v 7,5% 6ukap6onara Hatpust (LONZA Ne o kat. : BE17-613E)

6,5 mur 1 M Hepes (LONZA Ne o kar. : BE17-737E)

5 mit 100X menummmmuHa/cTpentomuninaa (LONZA Ne o kat. : DE17-602E)

50 M peranpHOM Obr9aubeli ceiBopoTkH (Euroclone Ne o kar. : ECS 0180L)

0,25 mut 10 mr/mi mypomuninaa (InvivoGen Ne o kart. : ant-pr-1)

0,5 M1 100 mr/mi 3eoruaa (InvivoGen Ne o kar. : ant-zn-1)

Coxpanennble npu Huskod temmeparype kierku CHO-Gal4/GR cycnenaupoBanu B HOJNHOH cpele |
5000 knerok/25 MKI/TyHKa 3aceBajii B JIyHKH 384-TyHOUHBIX aHAIMTHYECKUX IUIAHIIETOB M3 IOJHCTHPOJIA
(Thermo Scientific, Ne mo xar. 4332) u kynsruBupoBaiu npu 37°C, 5% CO, u Braxuoctu 95%. Yepes 24 4 nu-
TaTeNbHYIO CPeAy OCTOPOXKHO ynanmsui U 3amensu 30 mxn Opti-MEM (GIBCO, Ne no kat. 31985062) B kaue-
cTBe aHasMTH4ecKoro Oydepa. st TECTUPOBaHMS COCMHEHUH CTPOWIN TMOJYJIOTapu(pMHIECKYIO KPUBYIO pas-
Oapnenus coenuneHus ¢ 8 Toukamu B 100% AMCO, Haunnas ¢ 2 MM HCXOIHOTO PacTBOPA, U 3aTEM COCIIIHE-
Hus pasbamsun 1:50 B Opti-MEM. 3atem 10 Mxi1 coeauHeHn 100aBsua B TyHKH, coaepxamue 30 mxi Opti-
MEM, dro mpuBoANIIO K KOHEYHOMY IHAIla30Hy TeCTUPYEeMbIX KoHIeHTparwmii ot 10 MxM 1o 0,003 MxM B 0,5%
JAMCO CoenuHeHMs TECTUPOBAIIN B 8 KOHIIEHTPAIIUAX B YETHIPEX PETUIMKAX TOUEK MaHHBIX. KileTkn nHKyOupo-
BaJil B TeUEHHUE 6 9 C COSNMHEHUAMH M OekiomMeTazoHoM (Sigma, Ne o kat. Y0000351) B kauecTBe KOHTPOJIb-
Horo coenuHerus npu 37°C, 5% CO, u Braxxunoct 95% ob6muM o6beMom 40 Mki1. HakoHelr, KIIETKA TU3UPOBa-
i ¢ 20 MKJI pacTBOpa TpUTOHA/Monu(epruHa, U CUTHAJ UCITyCKaeMOH JIIOMHUHECIICHIINN OBLT 3apETUCTPUPOBAH C
nomoripio F LIPRTE™A g reuenme 2 mun.

OtHocuTenbpHy0 3 dexTnBHOCT, coenuHeHus (% addekra) paccunThHIBaIM Ha OCHOBAHHH IOJTHOTO 3(-
(bekTa aroHucTa OEKIIOMETa30Ha!

% addexra = ((coeannenue — mun)/(Maxc — mun)) x 100

[Mur=TONMEKO Opti-MEM, Makc=0ekiomeTa30H]
Uto651 paccuntath ECsy, MAaKCUMYM, MUHAMYM U YTJIOBOW KO3(POHUIIMESHT IS KaXKJIOTO COCTUHECHHSI, KPH-
BYIO 3aBHCHMOCTH OTBETa OT KOHIICHTPAIINH MTOATOHSUIN ITyTeM HOCTPOCHHUS rpaduka 3aBHcUMOCTH % 3¢ddekra
OT KOHIICHTPAIIMHU COCJMHEHNUS, UCTIONB3Ysl JIOTHCTUUECKOE YpaBHEHHE C 4 mapameTpamu:
y =A + (B-A)/(1+((10C)/x)D)

[A=muH y, B=makc y, C=logECs), D=yri08B0ii k03 PurmenT]

AHTaroHUCTHYECKUI CrIOCO0 NEeHCTBUS Ha MITIOKOKOPTUKOUIHBINA PELenTop.

Jlunms penoprepubix kiaerok CHO-Gal4/GR cocTosuia U3 IMHUM KIIETOK SIMYHMKA KUTAWCKOTO XOMSYKa
(CHO) (Leibniz Institute DSMZ - Hemenkast KOJUICKIHS MUKPOOPTaHU3MOB U KJIETOUHBIX KynbTyp I'M0X: ACC-
110), coneprkanyx rex onudepassl CBETIIUKA 0 KOHTPOJIEM JIMTaHA-CBsI3bIBaroniero fomeHa GR, ciauroro ¢
JHK-cBs3piBaronm gomeHoM (DBD) GAL4 (GAL4 DBD-GR), crabunsHo unTerpupoBantoro B kiaetku CHO.
Orta KJIeTouHast TMHUS OblIa IoJydeHa myTeM cTaOmibHOM Tpancdekuun xietok CHO penoprepHOit KOHCTPYK-
et GAL4-UAS-momudepasza. Ha mocneayromem dtane TpaHcHHUIUPOBATN TUTaHI-CBSA3bIBAIONINI qoMeH [P,
knoanpoBaHHblii B pIRES2-EGFP-GALA4, comepxxamuii JIHK-cBsa3piBatomuii nomen GAL4 u3 pFA-AT2. Ora
rHOpUHAsT KOHCTPYKIUSI aKTUBUPOBAJA 3KCIIPECCHIO JIOIH(Eepa3bl CBETIITYKA 10l KOHTPOIEM MYJIbTUMEPH3H-
POBaHHOH PAaCIIOIOKEHHOH Tepes] calTOM TPaHCKPHIIIUK aKTUBHpYomel nocnenoBateabHocTd GAL4 (UAS).
CHIHAI HCITYCKaeMOii IIOMHUHECILICHIMA OBLT 3aperucTprupoBa ¢ moMouisio FLIPR™E™A, 310 moseommno cre-
[IaJbHO OOHAPYKUTh aHTAarOHUCTHYECKUE CBOMCTBA COCAMHEHUI MyTEM M3MEpEHHs MHAYIHPOBAHHOTO JHMIaH-
oM nHrubuposanus I'P, akruBupoBanHoro 6ekiaomerazonoM. Penoprep GAL4/UAS npeaBapuTenbHO CMELIH-
BaJIM C BEKTOPOM, KOTOPBIH KOHCTUTYTUBHO dKcIIpeccrpoBal jonudepasy Renilla, koTopas cirykuna B Kadect-
BE BHYTPEHHETO IOJIOKHUTEIHLHOTO KOHTPOIIS 3 PeKTUBHOCTH TpaHchekuu. [lonHast KynbTypaibHas cpena ais
aHanmu3a ObLIa CIETYOIICH:

CMECDH DMEM F-12 (1:1) (LONZA Ne no xar. : BE04-687F/U1) 500 mn

5 mi 100 MM nimpyBata Hatpust (LONZA Ne o kat. : BE12-115E)

25 v 7,5% 6ukap6onara Hatpust (LONZA Ne o kat. : BE17-613E)

6,5 mur 1 M Hepes (LONZA Ne o kar. : BE17-737E)

5 mit 100X menummmmuHa/cTpentomuninaa (LONZA Ne o kat. : DE17-602E)

50 M eranpHOM Obr9aubeli ceiBopoTkH (Euroclone Ne o kar. : ECS 0180L)

0,25 mut 10 mr/mit mypomuninaa (InvivoGen Ne o kart. : ant-pr-1)

0,5 mur 100 mr/mn 3eounna (InvivoGen Ne ro kat. : ant-zn-1)

Coxpanennble npu Huskod temmeparype kierkn CHO-Gal4/GR cycnengupoBanu B HONHOH cpele |
5000 knerok/25 MKI/ITyHKa 3aceBajii B JIYyHKH 384-TyHOUHBIX aHAIMTHYECKUX IUIAHIIETOB M3 IOJHMCTHPOJIA
(Thermo Scientific, Ne mo xar. 4332) u kynsTuBupoBaiu npu 37°C, 5% CO, u Braxuoctu 95%. Yepes 24 4 nu-
TaTeNbHYIO CPeAy OCTOPOXKHO ynamsui U 3amensu 20 mxn Opti-MEM (GIBCO, Ne no kat. 31985062) B kaue-
CTBe aHaJMTHYecKoro Oydepa. s TecTHpOBaHMS COCAMHEHUH MOTYYaIn §-TOUESUHYIO ITOJTyJI0Tapu(pMHUIECCKYIO
KpuBYyIo pa3BeneHus coequHenns B 100% JIMCO, maunnas ¢ 2 MM HCXOJHOTO pacTBOpPA, W 3aT€M COCIUHECHUS
pasbasmsum B Opti-MEM B cootHOmennu 1:50. [t TeCTUpOBAHUS COSTUHEHHH B peKuMe aHTaroHucta 10 MK
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COEIMHEHMH 3aTeM 100aBisuy B IyHKH, conepxkamue 20 mxn Opti-MEM, u nakyouposanu B Tedenue 10 MuH.
Iocne 3ToM MpeaBapUTETFHON MHKYOay 100aBsun 10 MK 3TaIOHHOTO aroHucTa Oekimomera3zona (Sigma, Ne
mo kaT. Y0000351) nmpu EC50 2,5 HM, nony4as B pe3yiabTaTe KOHSUHBIN AUAMa30H TECTUPYEMON KOHIICHTPAIIUH
ot 10 MxM 1o 0,003 MxM B 0,5% AMCO ob6urim o6bemom 40 Mk, CoequHEHNST TECTUPOBAIN B 8 KOHIIGHTpa-
IIUSX B YETHIPEX PEIUIMKAxX TOYeK JaHHBIX. KileTkn nHKyOMpoBamy B Te4eHHE 6 9 ¢ COSAUHESHUSMH U MupenpH-
CTOHOM B KadecTBE KOHTPOJBHOTO coenuHeHus (Sigma, Ne mo xar. M8046) npu 37°C, 5% CO, u BIa)xHOCTH
95%. Hakonern, kieTku Jm3upoBain ¢ 20 MK pacTBOpa TPUTOHA/ToNH(EeprHa, U CUTHAI HCITyCKaeMOil JTIOMH-
HECIICHITNH OBLI 3aPETUCTPUPOBAH C TTIOMOIIHIO FLIPR'™A g reucnue 2 mun.

OtHocuTenbHy0 3 ¢dexTnBHOCT, coenuHeHus (% addekrra) paccunThHIBaIN Ha OCHOBAaHHH IOJTHOTO 3(¢-
(hekra aHTaroHUCTa MUGETIPUCTOHA:

% s¢dexra = ((coennHeHne — MuH)/(Makc — MuH)) X -100

[Mun=TonbKk0 Opti-MEM, Makc=mudpenpucToH]
Uto068s! paccuntath 1Csy, MAKCUMYM, MUHAMYM H YTIOBON KO3(DPHUIMEHT IS KaXKIOTO COSAMHEHUS, KPH-
BYIO 3aBHCHMOCTH OTBETa OT KOHIICHTPAINH MOATOHSUIN ITyTeM HOCTPOCHHUs rpaduka 3aBHCHUMOCTH % 3¢ddekra
OT KOHIIEHTPAIIH COCIMHEHUS, NCIOIb3Ys JIOTUCTHYECKOE YpaBHEHHUE ¢ 4 mapaMeTpamMu:
y =A + (B-A)/(1+((10C)/x)D)
[A=muH y, B=makc y, C=logICs,, D=yrnoBoii ko3 duruent]
B Tabn. 7 Hmwxke cymmupoBansl auanazonsl [Csy mmu ECsy B mpuMepax, KOTOpbIe HA0JII01all B arOHUCTH-

YECKOM aHaJIu3¢ WM aHTarOHUCTHYECKOM aHalln3e, OMMMCAHHOM BBIIIIE.
(A <100 vM; B = 100 'M-1 MxM; C = 1 MkM-15 MxM; n.d. = He ompeeNeHO)

Tabmuna 7
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
55 B 454 A 494 B
S6 B 455 A 495 B
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57 B 456 A 496 B
58 B 457 A 497 A
59 C 458 B 498 A
60 H.J. 459 A 499 B
61 C 460 A 500 B
62 B 461 B 501 B
63 B 462 A 502 A
64 C 463 A 503 C
65 C 464 B 504 B
66 B 465 A 505 B
300 B 466 B 506 B
301 B 467 B 507 B
304 B 468 A 508 B
305 A 469 B 509 B
308 A 470 B 510 A
316 B 471 A S11 B
322 H.J. 472 B S12 A
323 B 473 B 513 B
326 B 474 B S14 A
340 B 475 B S15 B
349 B 476 B S16 A
350 A 477 B 517 B
352 B 478 A 518 B
3558 B 479 B 519 B
366 C 480 B 520 B
374 H.J. 481 B 521 A
375 B 482 B 522 B
378 C 483 A 523 B
389 H.J. 484 A 524 B
391 A 485 B 525 A
446 A 486 B 526 A
447 A 487 A 527 B
448 A 488 A
OOPMVJIA U30OBPETEHUA

1. Coennnenue obmeit popmyssr (II) wmm (111)

m m

rie

R' npezactaBisieT coboit C.jpankmt win Cs_jIUKIOATKHI;

R? npeacraBiuser coboit CN; Cyjpankmn; Csjoumkmoankun; O-Cijpankmr; N(H)(Cyjpankum) wim
N(Cy.jpamkmi)y;

R? npencrasiseT coooit H; F; Cl; Br nnm [

R* npencrasmser co6oii F mmu Cl;

R’ uR® MIPEACTaBISAIOT COOOM HE3aBUCHMO APYT OT JApyTa He3aMemeHHbINH C _4aTKuT;

X mpencrasiser coboit N man NR';

Z nipeacTapisiet coboit N, NR wu CR9;
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IIPH YCIOBUU, YTO

rae X mpeacTaBiseT coOoi NR7, Z npencraBiseT co6oit N win CRQ;

xorna X mpejcrasisier coboii N, Z npeacrasisier co6oit NR;

R’ npencrassier coboit H mu L-R®; e

L npencrasnser co6oit ca3b; S(O) mmu S(O),;

RS npencraBisieT coooi Ci_jgamkui win Cs_joIIHKIOATKIIT,

rie Cs.oIIUKI0ATKII MOKET HeoOs3aTeNTbHO OBITh coenuHeH depe3 C| ¢ IKUICHOBBI MOCTHK;

R’uR" MPENCTaBIAIOT co00M He3aBucHMO ApyT oT apyra H; C_jpankwmn nmm Cs.gIIUKI0ATKNT,

R" npenctapisiet coboit F; Cl; Br; I; CN; Cy_jpamkmn wim O-Cy_qoaldKu;

n npenacTaBisieT coooit 0, 1 wim 2;

rae Cyjpamkmt, Cankmn u C ¢alKIICH B KOXKIOM CIy4ae He3aBHCUMO JIPYT OT IPyTa SIBISIOTCS JTHHCH-
HBIMH HJTU Pa3BETBICHHBIMU U HACHIIIICHHBIM,

rae Cy_jpankmi, Ci4ankmt u Cs.IIUKIOATKII B K&KIOM CIIydae HE3aBUCHMO JIPYT OT ApYra SBISIOTCS He-
3aMEIICHHBIMU, MOHO- WITH MOJIN3aMEIICHHBIME OJTHIM WK OoJiee 3aMeCTUTENsIMU, BhIOpanHbiMU 13 F; Cl; Br;
I; CF;; CF,H; CFH,; OH; =0; O-C,_sankuna; NH,; N(H)(C,_sankuna); win N(C,_sankuina),;

B (hopme cBOOOTHOTO COSAMHEHUS WK €r0 (PU3HOIOTHIECKH TPUEMIIEMON COJIH.

2. Coemunenvie 1o 1.1, rie R u R 06a npencraBisaioT codoit CHs.

3. CoeiMHEHHE TI0 JTF060MY U3 IPEABIIYIHX MyHKTOB, rae X mpeactasmser coboit NR' u Z npencrasiser
co60ii N mmu CR’.

4. CoemuHeHHe 1O TIO60My H3 MPEIBIAYIIAX MyHKTOB, rae R' mpexcraBmser co6oif C galKuI WIH
C;_6LIUKIIOQTKHIT.

5. CoenuHeHue Mo JTOOOMY W3 MPEIBIIYNIUX ITYHKTOB, TIC R? npenctapisieT coboir CN; C; ¢aiKu;
C;_gumrumoankui; O-Cygankm win N(H)(C)_¢-anmkwn).

6. CoeHeHHMe 110 MOGOMY M3 MPEAbIAYIINX MyHKTOB, rae R’ npencrasmser coboit H; F mwiu Cl.

7. CoeHeHHeE TI0 MOGOMY M3 MPEeAbIAYIINX MyHKTOB, rae R’ npencrasser coboit H.

8. Coenuuenne 1o To6omy m3 mr.1-6, rae R’ mpexncrasmsier coboit L-R®; rme R® mpencraBmser coGoit
C_ganxmn wii Cs_¢ITUKIIOATKIIT;

riae C3 ¢IIUKIIOATKHI MOXKET HEO0sM3aTebHO OBITh coeuHeH uepe3 C;_4allKuICHOBBIH MOCTHK.

9. CoeMHEHHE 110 I0GOMY W3 MPEIBIAYIIMX MyHKTOB, rae R’ npencrasmser coboit H.

10. CoenuHerHe 10 MIO60OMY B3 IpebLIyIHX MyHKTOB, rae R'’ mpencrasmser coboit H; C) ankuit wim
C;3_lIUKIOQIKHIL.

11. Coenmunenue mo JOOOMY M3 MPEIBIYIINX MTYHKTOB, TIC R npencrasisier coboit F; CI; Br; I; CN;
C.¢ankmn unu O-Cy_galIKuIL.

12. CoeauHeHME 1O JFOOOMY M3 MPEIBIIYIINX TYHKTOB, BEBIOpaHHOE M3 TPYIIIIEI, COCTOSIICH H3:

38 8-(3-Lluxnonpormmi-5-gprop-1H-unnon-7-uwm)-6-drop-1,4,4,9-rerpamernn-5H-[ 1,2,4]tprazono[4,3-
a]XWHOKCAINH

48  9-D1un-6-¢prop-8-(6-Prop-1-mernncynsponnn-1H-nanon-4-nn)-1,4,4-rpumernn-SH-[ 1,24 rprazono[4,3-
a|XMHOKCAINH

49 9-2trn-6-¢prop-1,4,4-Tpumetnin-8-(1-metuncynbhonnn- 1 H-ungon-4-un)-5H-[ 1,2,4]rpuazono[4,3-a]xu-
HOKCAJIIH

53 9-OtHn-6-¢prop-8-(6-dprop-1-metmwincynbponni- 1 H-unnazomn-4-un)-1,4,4-rpumerrn-SH-[ 1,2,4 | tpua-
30510[4,3-a]XUHOKCAINH

54  6-®rop-8-[6-Prop-1-(2-meTokcu-atnin)-1H-unnomn-4-mn)-9-meroxcu-1,4,4-rpumernn-5H-[1,2,4 ] rpua-
30J10[4,3-a]XuHOKCAJIMH

55 2-[6-DTOp-4-(6-pTOp-9-MeTOoKCH-1,4,4-TpumeTnin-SH-[1,2,4]tpua3ono[4,3-a]xuHoKcanuH-8-wm)- 1 H-
ungo-1-mi]-EtOH

56 6-Drop-8-(6-pTOp-1-MeTmcynbhonun-1 H-nunon-4-nm)-9-metoken-1,4,4-rpumernin-SH-[ 1,2,4 | rpna-
30J10[4,3-a]XMHOKCATUH

57 6-®drop-9-metokcu-1,4,4-rpumeTrin-8-(1-metmicynbdonni-1 H-uamon-4-nn)-SH-[ 1,2,4]tpuazono[4,3-
a]XWHOKCAITNH

58 8-[1-(2,2-Audrop-aTiin)-6-prop- 1 H-ungon-4-mi]-6-prop-9-metokcu-1,4,4-rpumernn-SH-[ 1,2,4 ] tpua-
30J10[4,3-a]XHHOKCAIINH

59 1-luxmonponmi-6-¢grop-8-(6-prop-1-metuncynsdonmn- 1 H-unnon-4-mn)-9-metokcu-4,4-numernn-SH-
[1,2,4]rpuazomno[4,3-a]XHHOKCAINH

60 1-Luknonpornmi-6-¢rop-9-merokcu-4,4-mumetn-8-( 1 -metnicynbhonmn-1 H-nunon-4-um)-5H-[1,2,4 ] tpua-
30110[4,3-a]XUHOKCATUH

61 2-[4-(1-Luxnonpommi-6-prop-9-merokcu-4,4-numernn-SH- [1,2,4]rpuazono[4,3-a]xuHoKcannH-8-m)-
6-¢rop-1H-unnon-1-un]-EtOH

62 1-luknonpomnun-6-dgrop-8-(5-prop-3-mernn-1H-nunon-7-nn)-9-merokcn-4,4-mumerun-SH-[1,2,4]tpu-
azono[4,3-a]XxuHOKCaINH

63  1-IHuxmonponmi-6-¢prop-8-(6-hrop-1-Metuncymbhonmi- | H-uanon-4-mn)-4,4,9-rpumernn-SH-[ 1,2,4]tpu-
azono[4,3-a]XMHOKCATH
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64 1-Luxnonponmi-6-¢grop-4,4,9-tpumernn-8-(1-meruncynsponnn-1 H-uanon-4-um)-5H-[ 1,2,4tpuazono[4,3-
a]XMHOKCAIUH

65 2-[4-(1-Iuxnonponui-6-pTop-4,4,9-rpumetrn-SH-[1,2,4 ] tpruazono[4,3-a|xuHOKCATHH-8-1I)-6-PTOP-
1H-unnon-1-wn]-EtOH

66 1-I{uxmonporui-6-prop-8-(5-prop-3-metnn-1H-unmon-7-un)-4,4,9-tpumerrn-SH-[ 1,2,4|tpuazono[4,3-
a|XMHOKCAINH

300 6-®Drop-8-[1-(2-meTokcu-3trn)- 1 H-unnon-4-mn|-1,4,4,9-rerpamernn-5SH-[ 1,2,4]rpuazomno[4,3-a]xu-
HOKCAJIIH

301 2-[4-(6-DTop-1,4,4,9-TreTpamerun-SH-[1,2,4]tpuazono[4,3-a]xunokcanun-8-mun)-1 H-unmon-1-
un]-EtOH

304 6-d1op-1,4,4,9-Tetpamerii-8-(1-metui-1 H-unnazon-4-mn)-5SH-[ 1,2 ,4]rpuazono[4,3-a|XuHOKCATHH

305 8-(1-Lukmnonpormin-1H-ungon-4-nim)-6-gprop-1,4,4,9-rerpamernn-SH-[ 1,2,4|tpnazono[4,3-a|XuHOKCAINH

308 1-Otun-6-¢prop-4,4,9-rpumernin-8-(1-mernncynsdonni-1 H-unnon-4-nm)-5H-[1,2,4]rpuazono[4,3-
a]XHHOKCATNH

316  1-DtIn-6-¢prop-8-(5-¢prop-3-metmn-1H-unnon-7-un)-4,4,9-rpumernn-SH-[ 1,2,4]rpuazomno[4,3-a]xu-
HOKCaJIIH

322 1-Otrn-6-¢prop-8-[ 1-(2-meTokcu-3tvn)- 1 H-unnon-4-un|-4,4,9-rpumermn-5SH-[ 1,2,4]tpuazomno[4,3-
a]XWHOKCAITNH

323 1-Dtun-6-drop-8-(6-dprop-1-mermicynbdonmn-1 H-unmon-4-nn)-4,4,9-tpumerin-SH-[ 1,2,4]tpuazono[4,3-
a|XMHOKCAINH

326 8-[1-(2,2-Audrop-3tun)-1H-unnon-4-unl-6-prop-1,4,4,9-rerpamernn-SH-[1,2,4]tpuasono[4,3-
a]XUHOKCAINH

340  6-Drop-8-(6-drop-1-meruncynsponnn-1H-unnazon-4-un)-1,4,4,9-rerpamernn-SH-[ 1,2,4Jrpuazono[4,3-
a]XMHOKCAIUH

349 6-®rop-8-[1-(prop-mernncynbdonmn)-1H-unnon-4-unl-1,4,4,9-rerpamerun-5H-[1,2,4]rpuazomno[4,3-
a]XWHOKCAITMH

350 8-[1-(Ormincynbhonmn)-1H-unnon-4-unl-6-grop-1,4,4,9-rerpamermn-SH-[1,2,4]tpuazono[4,3-
a]XWHOKCATNH

352 6-®rop-1,4,4,9-rerpamernn-8-(3-metmi- 1 H-ungazon-7-mn)-5H-[ 1,2,4]tpuazono[4,3-a|XuHOKCATHH

355 1-Otmn-6-¢prop-4,4,9-rpumernn-8-(3-metun- 1 H-unnon-7-un)-5H-[ 1,2,4 ] rpuazono[4,3-a]XuHOKCAIHH

366 6-Drop-8-[1-(m3onponmicynbdonmn)-1H-uanon-4-unl-1,4,4,9-retpamernn-SH-[1,2,4]tpuazomno[4,3-
a]XUHOKCATUH

374 1-Ot-6-¢prop-8-(6-prop-1-mernncynsdonmi- 1 H-uanazon-4-nm)-4,4,9-tpumernn-SH-[ 1,2,4]rpua-
30110[4,3-a]XHHOKCATUH

375 [2-[4-(6-DTop-1,4,4,9-TreTpamerun-SH-[1,2,4]tpuazono[4,3-a]xunokcanun-8-mn)-1 H-ungon-1-
W |9TWI | IUMETUIIAMUH

378 6-d1op-1,4,4,9-rerpamernn-8-(1-metuncynbdonmi- 1 H-unaazon-4-mn)-5H-[1,2,4]rpuazono[4,3-a]xu-
HOKCAJIIH

389  1-Otmn-6-drop-4,4,9-rpumernn-8-(1-mermncynshonmi- 1 H-uagazon-4-un)-SH-[ 1,2,4]tpuazomno[4,3-
a]XWHOKCAITNH

391  8-[1-(Huknonporuicymshonwnn)- 1 H-unnon-4-un]-6-dprop-1,4,4,9-retpametin-SH-[ 1,2,4]tpuazono[4,3-
a|XMHOKCAINH

446 8-[1-(Oruncynsdponnn)-6-¢prop-1H-nanon-4-un)-6,7-mudrop-1,4,4,9-rerpamern-SH-[ 1,2 4 |rpuazomno[4,3-
a]XMHOKCAIUH

447 6,7-dudrop-8-(6-¢prop-1-mermwcynsdonmn-1H-unnon-4-un)-1,4,4,9-rerpamern-SH-[ 1,2 4 ]tpuazomno[4,3-
a]XMHOKCAIUH

448 6,7-Oudrop-1,4,4,9-rerpamernn-8-(1-mermwicynsponmwi-1 H-uanon-4-un)-5H-[ 1,2, ,4]rpuazono[4,3-
a]XUHOKCATUH

449 2-[4-(6,7-Tudtop-1,4,4,9-terpamerii-SH-[ 1,2,4]tprazono[4,3-a]xuHOKCcanuH-8-mi)-6-¢ptop-1 H-uamon-1-
wi]-EtOH

450 8-(1-Huxmonporui-1 H-uamon-4-nm)-6-drop-1,4,4-tpumernin-SH-[1,2,4]tpuazono[4,3-a]XHHOKCATHH-
9-kapOOHUTPIIT

451 6,7-Iudrop-1,4,4,9-rerpameTin-8-(1-meTmncynbdonni-1H-uanazon-4-un)-5H-[1,2,4]rpuazono[4,3-
a]XWHOKCAITNH

452 6,7-Androp-8-(6-Prop-1-meruncynsponmn-1H-unnazon-4-mn)-1,4,4,9-rerpamernn-SH-[ 1,2,4]rpua-
30110[4,3-a]XUHOKCATUH

453  [6-Dr1op-8-(6-Prop-1-MeTnncynbdonni-1H-unnon-4-nn)-1,4,4-rpumernn-5SH-[1,2,4]rpuazomno[4,3-
a]xuHokcanuH-9-un]-MeOH

454 6-Xnop-8-(5-¢prop-3-mernin-1H-unnon-7-um)-1,4,4,9-rerpamerun-5H-[ 1,2,4]rpuazono[4,3-a] XMHOKCAINMH

455 9-(Audropmernn)-6-dprop-8-(6-pTop-1-mernncynsdonnn-1H-unnon-4-mn)-1,4,4-tpumernn-
5H-[1,2,4]tpnazono[4,3-a]XMHOKCATIH

456  6-Xmop-1,4,4,9-tetpametnin-8-(1-metuncynbhonmi-1 H-ungon-4-un)-5H-[ 1,2,4]rpuazono[4,3-a]xu-
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HOKCAJIIH

457 6-Xnop-8-(6-drop-1-meruncynsponmi-1H-nanon-4-un)-1,4,4,9-rerpamernn-5H-[1,2,4]rpuazomno[4,3-
a]XWHOKCAITNH

458 6-Xnop-1,4,4,9-rerpamerin-8-(1-metmwicynbdonni-1 H-unanazon-4-un)-5H-[1,2,4]rpuazono[4,3-a]xu-
HOKCAJIIH

459 9-([qudropmern)-6-prop-1,4,4-tpumeTin-8-( 1 -metmncynshonmn- 1 H-uamon-4-un)-5SH-[1,2,4]rpua-
30110[4,3-a|XHHOKCATUH

460 9-(Iudropmernn)-8-[ 1-(3Truicymbdonmn)-6-hrop- 1 H-unnon-4-mn]-6-¢prop-1,4,4-tpumernn-SH-
[1,2,4]tpuazosno[4,3-a]XxuHOKCAINH

461 9-(qudropmernn)-8-[ 1 -(atrcynsdonmn)-1 H-unnon-4-unl-6-gprop-1,4,4-tpumernn-SH-[ 1,2,4]rpua-
30110[4,3-a]XuHOKCAIUH

462  9-(dudropmerni)-6-prop-8-(5-prop-3-mernn-1H-unnon-7-nm)-1,4,4-rpumernn-SH-[ 1,2,4rprazono[4,3-
a]XMHOKCAIUH

463 2-[4-(6-Xnop-1,4,4,9-terpamernn-5H-[1,2,4]rpuazono[4,3-a]xunokcanun-8-mn)-6-dprop-1 H-unnon-1-
i |-EtOH

464  2-[4-(9-OT1un-6-¢prop-1,4,4-rpumernn-SH-[1,2,4]tpruazono[4,3-a]xuHoKcanuH-8-ui)-6-pTop-
1 H-unmon-1-un]-EtOH

465 6-OTop-8-(6-pTop-1H-unmon-4-un)-1,4,4,9-rerpamerun-5H-[1,2,4 ] tpuazono[4,3-a]XuHOKCATIH

466  9-(Iudropmermn)-6-pTop-1,4,4-Tpumetmin-8-(3-metnin-1 H-uanazon-7-uwn)-5H-[1,2,4]rpuazono[4,3-
a]XWHOKCAITNH

467  9-Lukinonponun-6-dprop-8-(6-dprop-1-meruncynsdonnn-1H-nunazon-4-nmn)-1,4,4-rpumet-
SH-[1,2,4]tpuazono[4,3-a]XuHOKCAIUH

468 6-Dtop-8-(1H-unnon-4-un)-1,4,4,9-rerpamernin-SH-[1,2,4rpuazono[4,3-a]XxuHOKCATHH

469 6-®dtop-8-(1H-urnon-4-un)-9-merokcu-1,4,4-rpumernin-SH-[1,2,4]tpuazono[4,3-a]XxuHOKCATHH

470 6-drtop-8-(6-dprop-1H-urnon-4-mn)-9-merokcu- 1,4,4-tpumerun-SH-[ 1,2 4] tprazono[4,3-a]XHHOKCATMH

471 9-Huknonpomui-6-ptop-8-(6-pTop-1-metmncynsdonun-1H-ungon-4-mn)-1,4,4-tpumetnn-SH-
[1,2,4]rpuazomno[4,3-a]XHHOKCAINH

472 9-Imkmonponmi-6-prop-1,4,4-tpumetni-8-(3-metun-1 H-ungon-7-un)-5SH-[1,2,4]tpuazono[4,3-

a]XWHOKCAITNH

473 6-Dtop-9-meTokcu-1,4,4-tpumeTni-8-[ 6-(TpudTopmetiun)- 1 H-unnon-4-un]-5H-[1,2,4]rpuazono[4,3-
a]XWHOKCAITNH

474 9-Iuxnonpormwi-6-¢prop-1,4,4-rpumerii-8-(1 -metmcynbdonnn-1 H-nanon-4-um)-5H-[ 1,2,4 ] tpua-

30110[4,3-a]XuHOKCAIUH

475  6-drop-1,4,4,9-rerpameriin-8-(6-metnin- 1 -metnncynbhonnn-1 H-nunon-4-nm)-5H-[1,2,4 |tpuazono[4,3-
a]XWHOKCATUH

476 6-Ddrop-9-merokcu-1,4,4-rpumeTri-8-(6-mMetui- 1 -metmicynbdonnn-1 H-nanon-4-nm)-5H-[1,2,4]tpu-
azono[4,3-a]XuHOKCaINH

477 4-(6-Drop-1,4,4,9-terpameriii-SH-[ 1,2,4]tprazono[4,3-a]xuHokcannH-8-min)- 1 H-uH1051-6-Kap OO HUTPIIT

478 8-(3-Huknonporun-5-prop-1 H-unmon-7-un)-6-prop-9-metokcn-1,4,4-tpumernn-SH-[ 1,2,4 ] rpua-
30510[4,3-a]XUHOKCAIINH

479  [8-[1-(OTuncymnbdonmn)-6-dprop-1 H-unmon-4-nn]-6-dprop-1,4,4-rpumernn-SH-[1,2,4]rpuazono[4,3-
a]XWHOKCATMH-9-HJ1 |-MeTHIIaMUH

480 2-[6-DTOp-4-(6-dTODp-1,4,4-TpHMeTHI-9-MeTHnamMuHO-5H-[1,2,4]Tprazono[4,3-a]xuHOKCaTHH-8-1I1)-
1H-unpnon-1-un]-EtOH

481  [8-(1-Hukmompormn-1H-unnon-4-um)-6-drop-1,4,4-rpumerin-SH-[ 1,2 4] tpuazono[4,3-a]xuHOKCATHH-9-
WI|METHIaMUH

482 6-Xnop-9-metokcu-1,4,4-tpumeTni-8-(1-mermncynbonni-1H-unnon-4-mm)-5H-[1,2,4]rpuazono[4,3-
a]XWHOKCATUH

483 6-Xmop-8-(6-drTop-1-meTmicynbdonnn-1H-uamon-4-nm)-9-merokcu-1,4,4-rpumetmin-SH-[ 1,2,4 ] tpua-
30510[4,3-a]XUHOKCAIINH

484 6-OTop-1,4,4,9-rerpametrn-8-(1-metwmi- 1 H-unnon-4-wm)-5H-[1,2,4]tprnazono[4,3-a]XxuHOKCATIH

485 6-drop-9-merokcu-1,4,4-tpumetin-8-(1-metun-1 H-urnon-4-wn)-5H-[ 1,2,4]tpuaszono[4,3-a]xuHOKCcaiH

486  [6-DTop-8-(6-dTOp-1-MeTmincynbdonni-1 H-unmon-4-un)-1,4,4-rpumernn-SH-[1,2,4]rpuazono[4,3-
a]XWHOKCATMH-9-1J |MEeTUIIaMUH

487  [6-DTop-8-(5-bTOp-3-MeTmn-1H-unnon-7-um)-1,4,4-rpumerin-SH-[ 1,2 4] tpuazono[4,3-a]xuHOKCATHH-9-
WI|METHIaMUH

488 6-Xnop-8-(6-prop-1H-nunon-4-nm)-9-meroxcu-1,4,4-rpumernn-SH-[ 1,2,4]tpuazono[4,3-a]xuHOKCATNH

489 6-Drop-8-(7-prop-1H-nunazon-4-um)-9-meroxcu-1,4,4-rpumernn-SH-[ 1,2,4]rprazosno[4,3-a]xuHoKcanuH

490 6-Drop-8-(7-¢pTop-1H-nanon-4-nmn)-1,4,4,9-rerpamernn-5H-[ 1,2,4]tprazono[4,3-a|XuHOKCATHH

491 8-[1-(uxnonpommi-meruncyinbhonmn)- 1 H-nanon-4-un]-6-drop-1,4,4,9-rerpamernn-5SH-[ 1,2,4]rpua-
30110[4,3-a|XHHOKCAITUH

492  6-dtop-9-metokcu-1,4,4-TpumeTin-8-[ 1 -MetuncynbPorun-6-(tpudropmern)- 1 H-uanon-4-wmn]-5H-
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[1,2,4]tpuazomno[4,3-a]XxuHOKCAINH

493  6-Xn0p-8-(6-¢rop-1-mermicynshonun-1H-unnazon-4-mm)-9-meroken-1,4,4-rpumerun-SH-[1,2,4]rpna-
30110[4,3-a|XHHOKCAITUH

494 6-Dtop-8-(7-¢pTop-1H-uanon-4-nn)-9-merokcu- 1,4,4-rpumern-SH-[ 1,2 4 tpuazono[4,3-a]XxHOKCATHH

495 6-dtop-8-(6-¢Top-1H-namazon-4-mn)-9-merokcu-1,4,4-tpumernn-SH-[ 1,2,4]tpuazono[4,3-a]XuHOKCAITMH

496 6-OTop-8-(6-pTOp-1H-nHmazon-4-mn)-1,4,4,9-rerpamermin-SH-[ 1,2,4]tprazono[4,3-a]XuHOKCATHH

497 8-[1-(Huknomponun-MeTUaCcyabPonmn)-6-grop-1 H-uamon-4-un]-6-drop-1,4,4,9-rerpameTun-
5H-[1,2,4]Tpnazono[4,3-a]XMHOKCATIH

498  6,7-Androp-8-(6-Prop-1-mernncynbponnn-1H-uanon-4-nn)-9-merokcu-1,4,4-rpumernn-5H-[ 1,2,4 ] tpua-
30110[4,3-a]XHHOKCATUH

499 6,7-Androp-9-meroxcu-1,4,4-rpumernn-8-( 1 -meruncynasponmi-1 H-nanon-4-nm)-5H-[ 1,2,4rpuazono[4,3-
a]XMHOKCAIUH

500 6,7-Audrop-1,4,4-rpumeTin-8-(1-metmwicynshonmwi-1 H-unnon-4-um)-9-(tpudropmerin)-SH-[ 1,2,4 | tpua-
30110[4,3-a]XUHOKCATUH

501 6,7-qudTop-8-(6-hTop-1-metuncynbponmi-1 H-uanazon-4-uin)-9-metokcu-1,4,4-rpumerrn-SH-
[1,2,4]rpuazomno[4,3-a]XHHOKCAINH

502 6-Xmnop-7-ptop-1,4,4,9-rerpameTrn-8-(1 -meTmicynbdonmn- 1 H-uanon-4-nn)-SH-[ 1,2,4]tpuazomno[4,3-
a]XWHOKCAITMH

503 6-X1op-7-¢hTop-8-(6-hTop-1-MeTrncynsponmn-1 H-uanon-4-un)-1,4,4,9-rerpametnn-SH-[ 1,2,4 ] tpua-
30110[4,3-a|XHHOKCATUH

504 6-d1op-8-(1H-unma3071-4-1171)-1,4,4,9-TeTpamern-SH-[ 1,2, 4] rpuazono[4,3-a|XuHOKCATHH

505 8-[1-(HUuxnonponmicynsdonrmn)- 1 H-unnon-4-un]-6-gprop-9-merokcu-1,4,4-rpumern-SH-[ 1,2,4 | tpua-
30110[4,3-a]XHHOKCATUH

506 8-(6-Xmop-1H-unnon-4-nn)-6-gprop-1,4,4,9-rerpamernn-SH-[ 1,2,4]rpuazono[4,3-a|XHHOKCATHH

507 6-dtop-1,4,4,9-rerpameTun-8-[6-(tpudTopmernn)-1H-nnnazon-4-nn]-5H-[1,2,4]rpuazonol4,3-
a]XWHOKCAITNH

508  6-Xnop-7-pTop-8-(5-dpTop-3-metmn-1 H-unnon-7-mn)-1,4,4,9-rerpamerin-SH-[ 1,2,4 | tpuazomno[4,3-
a]XWHOKCAITNH

509  6-Xmop-7-dTop-1,4,4,9-rerpamernin-8-( 1 -metmicynbdonmi-1 H-uanazon-4-nm)-SH-[ 1,2,4]tpuazono[4,3-
a|XMHOKCAINH

510 6-Xop-7-hTop-8-(6-hTOp-1-MeTrncynshonmi- 1 H-uanazon-4-un)-1,4,4,9-rerpametrn-SH-[ 1,2,4 | tpu-
azono[4,3-a]XuHOKCATINH

511 8-(1-Hukmonponun-1H-uan0m1-4-nm)-6-gprop-9-metokcu-1,4,4-tpumernn-SH-[ 1,2, 4]tpuazono[4,3-
a]XUHOKCAIUH

512 6,7-Audrop-8-(1H-unnon-4-un)-1,4,4,9-rerpamermn-5SH-[1,2,4]tpuazono[4,3-a]XuHOKCAIUH

513 6,7-Audrop-1,4,4,9-rerpamernn-8-(3-metmn- 1 H-unmon-7-un)-5SH-[1,2,4rpuazono[4,3-a]XuHOKCATHH

514 6,7-Qudtop-8-(5-pTop-3-metmn-1H-unnon-7-mn)-1,4,4,9-rerpamernn-SH-[1,2,4]tpuazono[4,3-
a]XWHOKCAITNH

515 6-®1op-8-(5-dTop-1H-unmon-7-mm)-9-merokcu- 1,4,4-tpumernn-SH-[ 1,2,4 ] puazono[4,3-a]XuHOKCATMH

516 6,7-IudTop-8-(6-bTop-1H-unnon-4-mn)-1,4,4-rpumetnin-9-(tpudropmernn)-SH-[ 1,2,4]tpuazomno[4,3-
a]XWHOKCAITNH

517 6-®rop-8-(7-prop-1H-urnazon-4-un)-1,4,4,9-rerpamerrn-5SH-[ 1,2,4]tpnazono[4,3-a]XxuHOKCATIH

518 6,7-mudrop-8-(6-drop-1-meruncynsponmn-1H-nanon-4-un)-1,4,4-rpumerin-9-(rpudropmerwn)-5SH-
[1,2,4]tpuazomno[4,3-a]XxuHOKCAINH

519  6,7-Audrop-8-(6-drop-1-mermncynsponmn-1 H-unnazon-4-mn)-1,4,4-tpumetin-9-(Tpud ropMe T )-
5H-[1,2,4]tpuazono[4,3-a]xuHOKCATNH

520 4-(6,7-Audrop-1,4,4,9-terpamermn-SH-[1,2,4]tpuazono[4,3-a]xunokcanus-8-mn)- 1 H-ungon-7-

KapOOHHUTpPHUII

521 6,7-Audtop-8-(6-dtop-1-metnun-1H-unnon-4-un)-1,4,4,9-rerpamerun-SH-[1,2,4]tpuazono[4,3-
a]XWHOKCAITNH

522 6,7-Indrop-8-(6-meTokcu- 1 -metmncynbdonmi-1 H-unnon-4-nn)-1,4,4,9-rerpamernn-SH-[ 1,2,4 ] tpu-

azono[4,3-a]XMHOKCATIH

523 6-Prop-8-(6-MeTokcu-1-metuncymshonmi- 1 H-uanon-4-un)-1,4,4,9-rerpametnn-SH-[ 1,2,4]tprazono[4,3-
a]XWHOKCATNH

524  6-®drop-9-merokcu-8-(6-merokcu- 1 -metmicynbhonmn-1 H-nanon-4-nm)-1,4,4-rpumerin-5H-[ 1,2,4 ] pua-
30110[4,3-a]XMHOKCAJINH

525  7-Xnop-6-¢prop-8-(6-prop-1-meTmcynshonmt-1 H-nanazon-4-un)-1,4,4,9-rerpamerin-5H-[ 1,2,4 ] tpua-
30110[4,3-a]XUHOKCATUH

526  7-Xnop-6-¢pTop-8-(5-dprop-3-merun-1H-unnon-7-un)-1,4,4,9-rerpamernn-5SH-[1,2,4]rpnazomno[4,3-
a]XUHOKCATUH

527  7-Xnop-6-¢Top-1,4,4,9-rerpamernin-8-( 1 -metnmicynbdonmi- 1 H-uanazon-4-nm)-SH-[ 1,2,4]tpuazono[4,3-
a|XMHOKCAINH
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B (hopMe CBOOOTHOTO COCTUHEHUS HITH €r0 (PU3UOJIOTHICCKH MPUEMIIEMOM COJTH.

13. JlexapcTBeHHas Gopma, copeprkalias COSAMHEHUE 0 JroboMy u3 mm.1-12 u oxguH wiu 6ojee dapma-
HEBTHYECKUX HATIOJHUTEIICH.

14. TlpumeHeHne cCOeNMHEHUS 10 IF000OMY 13 Ml 1-12 [u1st TedeHust u/viv poQUIaKTUKKA 00U W/WIIH BOC-
TIaJICHHSL.

15. ITpumenenue 1o 1. 14 s JIedeHus |/ Wi TpoHITaKTHKH BOCTIATUTEILHOM 00JIH.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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