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MUCBMA B PEJAKIHIO

HEOBBLIYHOE KHCJIOTHOKATAJIN3UPYEMOE IPEBPAIIIEHUE
2-[IA(2-®YPUI)METWIBEH3I UIPOJIOB

Kawuessbie cioBa: 4,9-nurunponadro[2,3-b]dbypansl, 2-(nudypunMeTii)0eH3rui-
poJtbl, GypaHbl, KUCIOTHBINA KaTaJln3, MUTPALIHSL.

Panee O0wm10 TMOKazano [1, 2], ato 2-[mu(2-dbyprn)MeTHn|0eH30iMHBIe KHCIIO-
THI B IPUCYTCTBHH KUCIOTHOTO KaTaIN3aTOpa MOTYT MPEBPAMIATHCA B COSIIHE-
HUSl Pa3NnUYHON CTPYKTyphl. Tak, oO0paboTka 3THX KHCIOT STaHOJNBHBIM pac-
TBOPOM XJIOPHCTOTO BOAOPOZA MPHUBOANT K PEIUKIIM3AINHA OTHOTO U3 PypaHO-
BBIX IIUKIIOB C 00pa3oBaHWEeM H30KyMapHHOB [1], mpu 3ToM KapOOKCHILHAS
rpynma pearupyetr kak O-Hykimeodmia. B cMecn ykCycHO#M KHCIOTHI U YKCYyC-
HOTO aHTHIPHAA B MPUCYTCTBHUH OE3BOJHOTO XJIOPHCTOTO IWHKA 2-[mu(2-dy-
pyI)METHI |OCH30MHBIE KUCIIOTHI TpeBpamarmTcs B 9-bypunHadTo[2,3-b]dy-
paubel [2]. B sTrom ciiygae peaknmms MPOTEKaeT MO IMyTH SJIEKTPOQPHIBHOMN
LIUKIN3AIH, a KapOOKCcHiIbHas (PYHKIMS ydacTByeT B Hel B kadecTBe C-dJek-
Tpodua.

C omHO# CTOPOHBI, M3BECTHO, YTO MPOW3BOAHBIE 2-[mu(2-dyprm)meT]-
OCH3WIOBOTO CIIHPTAa B 3TaHOIHFHOM DPAacTBOpPE XJIOPHCTOTO BOAOPOJa TpeBpa-
MIAI0TCS B U30XPOMEHBI [3], THUIPOKCUMETHIIbHAS TPYIIa MPOSIBISET B 3TOU
peaknuu cBotictBa O-Hykieodmta. C Ipyroif CTOPOHBI, B KUCIIOTHBIX YCIIOBUAX
OEH3WIIOBBIE CITUPTHI MOTYT IPOTOHUPOBATHCS C 0OPa30BaHUEM COOTBETCTBYIO-
X KapOOKaTHOHOB, sBisFoIuXcs C-anekrpodunamu. [losToMy M3HAYAIIBEHO
IeNbI0 Hamied paboThl OBUT TIOMCK TaKWX YCIOBHH MPOBENEHUS PEaKIHH, MPH
KOTOPBIX MBI CMOTNIM ObI TIpeBpamaTth Mpou3BOAHbBIE 2-[au(2-dypui)MeTn]-
Ocen3mioBoro cnupra B 4,9-muruaponadro[2,3-b]dypansl. OgHAKO BCE HAITH
TMIOTIBITKA OCYIIECTBUTH YKA3aHHYIO PEAKIHIO OKA3AINCH O€3yCIEITHBIMH, YTO MBI
CBSI3BIBAEM C MAJIOi CTAOMIIFHOCTHIO 00Pa3yoMerocs: OEH3MIBPHOTO KaTHOHA.

Juis moBBIIIeHHnsT CTAOMIBHOCTH BO3HHKAIOIIETO B XOJ€ peakmuu Kapoo-
KaTHOHA, MBI CHHTE3MPOBAIHM OCH3THAPOI 2 B3auMOACHCTBHEM anbaeruaa 1 [2]
¢ n-TonunmMaraniiopomunom. OgHAKO B pe3ynbTaTe 00paboTku apminnudypui-
MeTaHa 2 YeTHIPEXXJIOPHUCTHIM OJIOBOM BMECTO OXKHIAEMOTO COCITUHEHHS 3 MBI
noyumin quruapoHadTodypan 4 B BUIe CMECH JBYX JHACTEPEOMEPOB B COOT-
Homennu 2 : 1. CTpykTypa QuactepeoMepoB TOATBEpXkIECHA METONaMHU [BY-
mepHoii criektpockormu IMP ("H, “C-HSQC, 'H, *C-HMBC, 'H, 'H-NOESY),
OJIHAKO MMEIOIINecs JaHHbIE HE MMO3BOJIAIOT B HACTOSIIEE BPEMs OTPEACITUThH
OTHOCHUTEJHHYIO0 KOHOUTYPALINIO ATHX JUACTEPEOMEPOB.
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MsI nonaraem, 4TO peaklus HadMHaeTcs ¢ oOpa3oBaHMA KapOoKaTHOHa A,
KOTOpBIA HM30MEpH3yeTcs B KaTHOH B B pesynbTare 31eKTpOPHIBHON aTaku
KaTHOHHOTO HEHTPA IO OL-MTOJIOKEHUI0 OJHOTO U3 (PyPaHOBBIX IIUKIIOB C ITOCIIe-
TyIOIIeH MUTpanueil 3Toro nukia [4, 5]; mampHeHIas 2IeKTpoduiIbHas THKITH-
3a1usl MPUBOIUT K 00pPa30BaHUIO COCTUHCHUS 4.

Cnextpsl IMP 'H u C 3ammcanrr ma cnexrpomerpe Bruker DPX 300 (300 u
75 MI'1 cCOOTBETCTBEHHO), IBYMEpPHBIC CIIEKTPHI MTOy4YeHHI Ha mpubope Bruker Avance
600 B CDCls, ctanmapt — CHTHAJIBI OCTAaTOYHBIX MPOTOHOB pactBoputes (CDCls, 7.25
s 'Hu 77.0 m. 1. s IMP °C). Macc-criextpsl moydeHs Ha criekrpomerpe Kratos
MS-30 meronom DY (nonnsupyromniee Harpspkenue 70 3B, Temneparypa kamMepbl HOHU-
3aruu 200 °C). It O4MCTKH peaKIUOHHBIX CMECeH NCTIOIh30BAaJICS CHIMKATEIIb MAPKH
KCK (mpomzsoactea OOO Copbnommumep, ppaxmus 5—40 MEm).

[2-Au(5-meTna-2-gpypua)Meruia-5-xyopodenui| (4-merundenwia)meranoa (2). K
ToNMIMarHniiOpomuy, npuroroBieHHomy w3 0.8 r (33 mmonp) maraus m 4.3 T
(25 mmomp) 4-6pomronyona B 100 mi abcomoTHOTO 3(upa, MpHU MEepeMEIINBaHUT IO
KarusiM po6asistor pactBop 4.7 T (15 mmonb) coequnenns 1 B 50 mur abcoroTHOTO
s¢upa, HE NOMycKas CHIBHOTO KHIICHHS PEAKIMOHHOW CMecH. 3aTeM peakIMOHHYIO
Maccy MepeMEmnBaoT emé 2 4 npu KumstueHud. [lo OKoHYaHuM peakunu (KOHTPOINb
TCX) peakIMOHHYIO CMECh OCTOPOKHO NPH TIIATEIFHOM NEPEMEIINBAHUH BBIIUBAIOT
B 500 M1 XO0JOAHOH! BOABI M OCTaBJSIOT Ha HOUYb. Ilocie 4ero peakUuOHHYIO CMECh
(UIBTPYIOT, OTACTSAIOT OPTaHMYSCKUH CIIOW, a BONHBIA CJIOH JKCTPArupyroT 3THII-
arieratoM (3 X 100 mu1). OObeqUHEHHBIE OpPraHUYecKhe (Qpakiuy Cymar 0e3BOAHBIM
Na,SO,, ounIIalOT akTUBMPOBAHHBIM YITEM M YNapUBAIOT J0CyXa B BakKkyyMe.
[omyuaror 4.63 T (76%) coemwHeHHWs 2 B BHAE CBETIO-KENTOTO Macia, KOTOPOE
UCTIOJNB3YIOT Jlasiee 6e3 JOMOIHUTENBHON OUNCTKH.

2-Metni-9-(4-mernindennin)-4-(5-merun-2-gpypui)-7-xjaop-4,9-nurngponadro-
[2,3-b]dypan (4). K pactBopy 4.1 T (10 Mmmoms) coenuuerus 2 B 100 Mt aOCONFOTHOTO
OcH3051a TIPM MHTEHCHBHOM IE€PEMENIMBAHUM JOOaBISIOT Mo KammiM 3 ma SnCly.
Peakmmonnyro cmech nepememuBaioT 5—10 MuH mpu KoMHaTHOHM Temmeparype. Ilo
OKOHYaHMU peakuuu (KoHTposib TCX) peakIMOHHYI0 CMECh BBUIMBAIOT B 250 MJI BOJIBI,
Heiirpanusytor NaHCO; no pH 7, opranuueckuil cioil OTAEISIOT, a BOJHBIN AKCTpa-
rupytoT atuminaneratoM (4 x 50 wmu). OO0beanHEHHBIE opraHudeckue (aspl cymiar
6e3BoHBIM Na,SO,4 1 ynapuBaroT jocyxa B Bakyyme. OCTaTok MpeaBapUTeIbHO OYH-
IIAIOT MPOIYyCKaHWEM 4Yepe3 CIIOW CHIIMKarenis (DIIIOCHT XJIOPUCTBIH METHIICH-IIETPO-
newnbiid 3¢up, 1: 10). OcraTtok, mpeacTapIsiomuil co0oif kENToe Macio, Pa3AeisoT
METOJIOM KOJIOHOYHOHM Xpomarorpaduu Ha cuinukarene (dpakuus 5/40 MKM), SIIOEHT
METPOJICHHBIN hHp.

OcHOBHOIi 1uacTepeoMep coefMHeHHs1 4 TOy4aloT B BUAE OEIOTO IMOPOIIKA.
T. mn. 169-170 °C (u3 merponeitnoro sdupa). Bexox 1.39 r (36%). Cnekrp SIMP 'H,
S, M. 1. (J, I'm): 2.19 (3H, ¢, CH3); 2.24 (3H, ¢, CH;3"); 2.32 (3H, ¢, CH3"); 5.18 (1H, &,
J=4.2,H-9); 5.26 (1H, n, J=4.2, H-4); 5.87 (1H, n, J = 3.0, H-4"); 5.88 (1H, ¢, H-3);
5.94 (1H, n, J=3.0, H-3"); 7.02 (2H, M, AA'BB'-cucrema, H-2',6"); 7.08 (1H, 1, J=2.3,
H-8); 7.11 (2H, m, AA'BB'-cuctema, H-3',5"); 7.12 (1H, 1. n, J=2.3, J= 8.4, H-6); 7.29
(1H, n, J = 8.4, H-5). Criextp IMP “C, &, m. 11.: 13.6 (CH;"); 13.7 (CH;); 21.1 (CH3");
38.1 (C-4); 44.2 (C-9); 105.4 (C-3); 106.0 (C-4"); 107.2 (C-3"); 117.2 (C-3a); 126.7
(C-6); 128.4 (C-2',6"; 129.5 (C-3',5"); 130.0 (C-8); 130.7 (C-5); 132.4 (C-7); 133.6
(C-4a); 136.5 (C-4"); 139.5 (C-8a); 140.1 (C-1"); 147.9 (C-9a); 151.5 (C-5"); 151.9
(C-2); 154.9 (C-2"). Macc-cniektp, m/z (Lo, %): 390/388 [M]" (23/62), 347/345
(21/60), 308/306 (35/100), 296 (34), 253 (16), 219 (15), 101 (15), 59 (45), 43 (53).
Haiineno, %: C 77.35; H 5.49. C,sH,,ClO,. Brruncieno, %: C 77.21; H 5.44.
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MuHoOpHBII AMacTepeoMep coeAMHeHUsl 4 INOTydYaroT B Bujae 0EJoro HOpOLIKa,
1. 1. 146-147 °C (u3 nerponeiinoro >¢upa). Beixox 0.74 r (19%). Crexrp SIMP 'H,
o, M. 1. (J, I'm): 2.22 (3H, ¢, CH3); 2.27 (3H, ¢, CH3"); 2.32 (3H, ¢, CH3"); 5.11 (1H, &,
J=4.0, H-9); 5.16 (1H, n, J = 4.0, H-4); 5.87 (1H, x, J = 3.0, H-4"); 5.90 (1H, n,
J=3.0, H-3"); 5.95 (1H, ¢, H-3); 7.10 (2H, M, AA'BB'-cuctema, H-3'5"); 7.14 (1H, g,
J=2.3, H-8); 7.16 (1H, n. a1, J = 2.3, J = 8.3, H-6); 7.17 (2H, m, AA'BB'-cuctema,
H-2',6"); 7.40 (1H, 1, J = 8.3, H-5). Criextp SIMP "°C, &, m. 1.: 13.6 (CH;"); 13.7 (CHs);
21.0 (CH3'"); 38.3 (C-4); 44.4 (C-9); 105.5 (C-3); 106.0 (C-4"); 106.6 (C-3"); 116.7
(C-3a); 126.7 (C-6); 128.5 (C-2',6"); 129.3 (C-3',5"); 130.0 (C-8); 131.2 (C-5); 132.4
(C-7); 133.4 (C-4a); 136.4 (C-4"); 139.5 (C-8a); 140.2 (C-1"); 148.2 (C-9a); 151.4
(C-5"); 152.0 (C-2); 155.3 (C-2"). Macc-cniektp, m/z (Iyy, %): 390/388 [M]" (36/100),
347/345 (28/83), 308 (44), 253 (37), 218 (23), 119 (15), 59 (27), 43 (72). Haiineno, %:
C 77.13; H 5.47. C,5H,,ClO,. Boruucneno, %: C 77.21; H 5.44.

Paboma evinonnena 6 pamxax pearusayuu DedepanvHoli yenegou npo-
epammul "Hayunvle u nayuno-nedazocuyeckue xaopvi unnosayuonnou Poccuu"
Ha 2009-2013 ze. (meponpusimue 1.3.1, 2cocyoapcmeennutit konmpaxm Ne [12347)
u npu nooodepacke Cosema no epawmam npu npezudenme PD (epanm
MK-4902.2010.3).
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