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AJKATIAPOBAHHUE 6-(WHIOJ-3-ID)HHIOIO[2,3-5]KAPBA30JIA

V3yqeHo METHIBPOBAHWE W alLIMIMposanue 6-(MHmoN-3-mr)uanonol2,3-b]-
xap6asolla ¥ HONYYECHBl €r0 TPHMETWIBHOE M MOHO-, AH- ¥ TPHUAUTAIIPOV3-
BOITHEIE.

Kiarouesnie ciioa: 6-(unnon-3-mwnunanonof2,3-b]xap6azon, alKamHpOBaHHE.

Hunonoxap6a30ibl OPUBICKAIOT B MOCISTHUE TOABI OOIBLIOS BHHUMAHHME,
TIOCKOJIBKY B 3TOM KJlacce OOHAPYKEHBI COSIUHEHHS C BayKHBIMM OHOJIOTHYe-
CKMMH cBolicTBaMu. Tak, gapo uamono][2,3-alkapbazona sSBISETCS OCHOBOH
CTPYKTYp TPYIIBI BBICOKOAKTHBHBIX aHTHOMOTHKOB U aIKaJloMIoB (pebekka-
MHLMH, CTAypOCHOpPWH W HX CHHTeTHHYecKuwe aHanorw) [1,2], a wmmmomo-
[3,2-b]kap6ason u ero 6-GOpMHIIBEHOE NPOM3BOIHOE IPEICTARIMOT COOOH
ecTeCTBeHHbIE Juranmbl Ah perentopa apoMaTHIeCKuX yIiIeBoJ0poaoB [3—5].
B To Bpems kak OHONOrHHecKume CBOHCTBA Pas3iMYHBIX MHIOIOKap0asonoB
H3yYaroTCs B TEUCHHE HONTOT0 BPEMEHM, UX XMMHYECKHE CBOWCTBA OCTAIOTCA
MajIo H3YYEHHBLIMH; IpPHYEM HaMMEHee WCCICHOBAaH HWHAoMN0[2,3-b]kapbason
[6, 7].

Panee MBI IIOKA34TH, YTO YPOPO3EHH — CONB 3-[(MHIOM-3-HIT)METUIEH [HHI0-
JeHHHa — MMOJABEPraeTcs pacnany B MeTaHoJie WM YKCYyCHOH Kuciore ¢ obpa-
30BaHMEM CMECH, B KOTODPOH Ipeobiamaer 6-(uHmo-3-wi)uanoso|2,3-5]kapo-
azon (1) [8, 9]. B macTosmeli paboTe M3y4eHO METWIMPOBAHUE ¥ AJUTHIMPO-
BaHWE MOCIETHETO. '

Tlpu neficteuu Me,SO, wnu Mel Ha coenunenue 1 B IpHCYTCTBUYN THAPHAA
HaTpuss ¢ BeIXOHOM 95% Obmio momyueno  5,7,1-N,N,N-tpumerunbHoe
npousBonHOe 2a. BrIIeNNTH TUMETHIBHOE IIPOM3BONHOE He yrpaercd. Ilpu
AUTWINPOBAHUE B TEX K& YCIOBHSX IIPOHMCXOAUT IIOCIIENOBATENLHOE
3aMelleHre MPOTOHOB MMPH aToMax as30Ta, MpUYeM B NEPBYIO OYepens  pH
aToMe a30Ta HauboJsee JOCTYITHOTO HHAOMBHOI0 3aMECTUTENI B MOTOXKEHMH 6 C
o0pa3oBaHKeM MPOAYKTa 3, a 3aTeM IOCJIeHOBATEIbHO 3aMEIIAIOTCS TIPOTOHBI
IIpY a30Te B MHI0J0KApOa30ibHOM cucTeMe, 4TO MPUBOIANT K S-auiwi-6-(1'-
ALTATMEI0N-3-un)uEpoio] 2,3-bkapbazony (4) u 5,7-muammwi-6-(1'-amiunvs-
non-3-umjugmonof2,3-bJkapbazony (Zb). Cnemyer oOTMeETHTH, YTO peakiud
NpPAKTHYECKH OCTAHABJIMBACTCS HA CTANHMH MOHOALTMIBEHOTO TMPOM3BOIHOTO 3,
U e npu gobasmenuum Oonpmioro m30biTka NaH mo ammmnbpommpa
AJUTMIMPOBAHUE MPOXOUT 110 IPOCTPAHCTBEHHO 3aTPyAHEHHBIM aroMaM N 1
N7, rHIONOKapOa30IEHOTO IMKIA. MOHO-, ¥- U TPHAJUTWIIPOU3BOAHbIE 3, 4,
2b, a Takxke TPUMETHJIIPOM3BOLHOE 2a OBUIM BBIACNCHBI H3 PEaKIHMOHHOH
cMecu ¢ momoinsio npernapatusHoit TCX, wx CTPYKTypa OBLTa TTOATBEPKACHE
marHbiME SIMP "H u Macc-criekTpoMeTpyi.
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Ilpu BeIEpKMBaHKE HHAOMOKap6asona 1 ¢ ruppumom Hatpus B TI'® Gonee
JUIUTEHHOE BpeMs 6e3 obapieHus aTKWINPYIONIEro areHTa OH MO{BepracTCs
NPEBPAINCHUAM, I0-BHIHMOMY, 3aTPAarHBAIOIIAM CKeJIET MOJISKYJThl. Tak, KOH-
TpoJh Xoma peakimy ¢ nomompio TCX n BOKX nokasan, 910 HCXOMHBIN WH-
nojokapdazon 1 TpancdopMupyercsl B HECKOIBKO HOBBIX COSHMHEHHUI; MOCie-
IyIoliee METWIHPOBAaHHAE PEaKIMOHHOM CMeCH NPHBOAHMT K 00Pa3OBaHHIO
CJIOJKHOTO Habopa BEIIECTB, M3 YHCIA KOTOPHIX OBUT BBIICICH C BEIXOZIOM 36%
5,7-mAMeTHIMHE0TO0[ 2, 3-b]Kap633011 (5), unenTHGMMpPOBAHHBIA [0 HAHHBIM
criextpor SIMP 'H i C, a Taioke HX CpaBHEHHEM C JAHHBIME CIIEKTPOB POJI-
CTBEHHBIX COCXUHSHMI [9]. Hockomsxy MOJ'IGKYJ‘.[a COCUHCHMA . S UMEeT ILTOC-
KOCTH CHMMETpHI, CHTHAITB IIPOTOHOB K sep ~C B monoxenusx 1—4, a Taoxe
rpynnsl S-Me coBNafaiOT ¢ COOTBETCTBYIOLMMHM CHUTHAJIAMH IS TIONOXEHUHA
7-11. Hamporus, curtaisl rpynn 6-CH i 12-CH cunbHO pasnugarores, opudueM
xumuveckue capurn 6-'H, PC maxomarcs B oueHs ciabom mose. Xpomaro-
rpaUyIecKUMH MeTOoJaMHu ObUIO TaKKe MOKA3aHO HpPIcyTCTBHe B PEaKLHOH-
HOM CMeCH HE3aMEINEHHOTO 1-METIIHHIONA M OTCYTCTBHE COETMHEHMSH 2a.

1. NaH; TT'®, 30 vum
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Coexrpst AMP "H coenunenuii 1-4

Co- - Xumuueckue capury, 6, M. A, (KCCB, J, ')
M [T, T2, (3, [4H [ 2H [2-H [4H [5H [6H [7H T
Hue* 11-H, | 10-H, | 9-H, 8-H, (14, (1H, (1H, (1H, (1H, (1H, 5-H/R 7-H/R 1'-H/R
A T T a c) 0) ) L) Ly} piY)
1 817 | 713 {726 | 740 |879 | 776 |723 |702 |721 |7.59 10.42 (2H, ¢) | 11.57 (1H, ¢)
eH | en | @R | e
2a 824 7.20 7.36 7.36 8.96 7.59 7.17 7.05 7.26 7.63 3.17 3.17 (3H, ¢) 3.99 (3H, ¢)
eH) | eH) | eH) | @) (3H, o) .
2b 8.29 7.22 7.34 7.29 8,99 7.50 7.11 7.02 723 7.61 5.45 (2H, m, 2"-H), 4.81 (2H, 1, Jyue= 10,0, 6.08 (1H, M, 2"-H), 5.24 (1H, A,
el | el | el | eI 3"-H a), 4.56 2H, 1, Jmpare= 16.8, 3"-H b), J,,,,c— 10.4,3"-Ha), 5.21 (1H, g,
4.42 QH, 1. 8, Jooy=5.6, Jiw =148, 1"-Ha), | Jypae=17.3, 3"-H b), 4.96 (2H, 1,
4,15 QH, &. A, Jeew= 5.6, S 2»=15.0, 1"-H b) Joen= 5.1, 1"-H)
3 8.18 7.14 7.27 7.41 8.80 7.79 7.24 7.04 7.26 7.63 10.47 (2H, ¢) 6.19 (1H, m, 2"-H), 5.39 (1H, n. 1,
(H) (2H) (2n) (2H) Jmpﬂm 17.1, Joew=1.50, 3"-H a),
5.28 (IH I ll,Jt;m 10.1, Jeon=
=1,5,3"-Hb), 5.03 QH, 1, Joen=
=6.6, 1"-H)
4 824 | 723 | 725 | 735 |890 |762 | 710 |7.01 |725 |7.60 1029 | 5.50 (1H, m, 2"-H), 4.89 (11, 1, 6.14 (1H, m, 2"-10), 5.24 (1H, 1,
am, | am, | amw, | aHy, (H,¢) | Jyue=29.3;3"-Ha), 4.59 (1, 1, Jye=11.5,3"H a), 5.20 (1H, 1,
8.18 7.16 7.28 7.38 Jm,,m,c— 17.2, 3"-Hb),4.55 (1H, . 1, | Jwpane=17.7, 3"-Hb), 5.01 2H, m,
() |y | e | e Jo= 5.6, Jiarzr= 158, 1":H a), 436 | Joow= 6.0, 1"-H)
(IH I B, Joen = 5,6, Jlb"2'~ 16.8,
1".H b)
* JIots BeeX COSIUHEHMM Jy 5 = Jig1) = 7.6, S35 =J510= 7.0, Sy = Jg 0=7.9,J05=709,J5¢=72,J67= 8311




CrpoeHre OpOAYKTOB alKwimpoBaHusa 2ab, 3, 4 noxareepknaercsd COHOCTAB-
feHueM ux crekTpop SIMP 'H co cmexTpoM mHcxomHOro MEIONokap6asona 1
(cM. Tabnmiry). Mosexysist 1, 2a,b 1 3 UMEIOT IIOCKOCT CHMMETPHH, LI03TOMY
CHIHAJIBI POTOHOB B ToJtoxkeHnax 1-4 u 8-11, COOTBETCTBEHHO, COBIIAIAIOT.
B cniekTpax TpHAIKUIIPOU3BOIHEIX 2a,b OTCYTCTBYIOT CHIHAMBL, XapaKTepHbIe
mng rpyrn NH, a cooTHOmeHwe MHTErpalbHBIX HHTEHCUBHOCTEH pasIHyaro-
IMuXCs MeXTy coOoH CHIHATOB aUTMIBHBIX 3aMecThTeNed coctamnger 1:2.
V npoykTa 1'-MOHOASLTHAMPOBAHIS 3 IMEETCS CHHITIETHBIH CHIHAN MPOTOHOB
mByx Tpymd NH ¥ CHrHamI NPOTOHOB ONHOH ALTHIBHOM TPYIIIBL, HTO
CBUIETENECTBYET O 3aMEUICHHM O-HMHIOJNBHOTO 3aMecTuTens. B ciaydae
HECHMMETPUYHOTO NPOAYKTa THAJUIVIIMPOBAHUSA 4 CUIHAJIBL IIPOTOHOB B IIOJIO-
xenusiXx 1-4 u 811, COOTBETCTBEHHO, HE COBNANAIOT M HAOFONAIOTCS PaBHO
UHTEHCHBHBIE CUTHAJIBI ABYX aJUIMIBHBIX 3aMecTuTenel. MHTepecHo oTMETUTD,
9TO CHUIHATBI AUTHSIGHOH IpyNnbl, CBS3aHHON ¢ MBIONOKapOa3oneHBIM (par-
MEHTOM, HMEIOT [TOBHIICHHYO MYJIBETHILUIETHOCTH U HaxoOsTcs B 6oiee CHIIb-
HOM [OJI€ OTHOCHTENEHO CHI'HAIOB AJUIWIBHOM IPYIIIBEL B 6-HHIOIBEHOM 3aMe-
cturesne. Bo Bcex HCCleOBAHHBIX COSIUHEHMIX OTHECEHHE CUTHAIOB IIPOTO-
HOB MHOOJ0Kap0a30apHOH CHCTEMBI OBIIIO IPOBEACHO CIAELYIOINAM 00pa3oM: ¢
nmomontsio NOEDIF skcnepumenTa tps HachIIeHHH C1a0OTIONBHOrO CHHITIeTa
(12-H) oupenensnin nonoxenue curHaios - u 11-H. lanee meromom AgBok-
HOTO pe30HAHCa ONPENC/LUTH MOA0KEHHe OCTaTbHBIX cUrHainos 2- u 10-H, 3- u
9-H, 4- u 8-H. OcHoBriBaschr Ha ToM, 4ro curnail 4'-H maxomgurcs B Gomee
cHUIBHOM moste, deMm 7'-H, MeromoMm mBOHHOIrO pe3oHaHCa ONPEHENIUIM HOJO-
JKEHUE CHTHa/IOB poToHoB 5-H u 6'-H. :

OKCHEPUMEHTAJIBHAS YACTDH

Crexrpst IMP 'H nonyuens! Ha criekrpoMerpe Varian VXR-400 (400 MI'I), pacTBOpuTes
IMCO-ds. KouTpOons 3a X0ZOM peakiiil ¥ YHCTOTON COSAMHEHHM OCYIUECTBILIIH € HOMOIIBIO
TCX na mmacruEkax Merck Kiesegel Fis, B cucTeme merponeiiuwii adup-srwranerar, 3:1,
nperrapatreayo TCX ITPOBOAMNIYE HA CTEKIITHHEIX IacTrHKaX 20 X 20 cM CO CIIOeM CHNMKarelns
0.5 mm (Kieselgel 60 Fasy) B TOi xe cmcreme. Macc-CeKTpsl 3MEKTPOHHOTO YAapa perd-
CTpupoBain Ha ciekrpomerpe SSQ 710 Finnigan.

Otmue yenoBus N-ankumaposanus. K cycnenzmu 0.80 mmons NaH B 4 mn cyxoro TT'®
Jnobasmmror no kamnaM pactBop S50 mr (0.135 mmons) coequmerus 1 B 2 mu TT'®, wepes 1 muH
N00aBISIOT ATKANMPYIOMIMI areHT U3 pacdera IBYKPAaTHOTO M3OBITKA Ha Kaxmywo rpyury NH.
B cryqae cunTesd mpoxykroB 4 u 2b mocne o6pa3oBaHus MOHOQLIMIEHOTO NPOM3BOZHOIO 3
Jo6aBnAFOT 6-KpaTHeI (Ha KXyl K3 JBYX Hesamemenublx rpymm NH) ms6errox NaH
ammiGpoMuza. PeakHOHHYIO CMECh HOAKHCISIIOT X0 pH 7, pa3sbapnsioT STHHANETaTOM, TPHMK b
IPOMBIBAIOT BOJOMW, cymar Ham Na,SO, pacTBopuTens ynapusaioT. M3 ocrarka ¢ IOMOIIBIO
npernapatuBHo# TCX BBUIEIAIOT IIPOJYKTHL AIKHIRPOBAHHS.

5,7-Aumverni-6-(1'-meTuaungon-3-na)uHaoso{2,3-b]xapéasoa (2a). CeeTno-cepsit amop-
¢uprit opomox, Buxon 53 Mr (95%). Ry 0.65. Macc-CriekTp MEKTPOHBOIO yaapa, #/z (Lo, %0):
413 [MT" (100), 398 [M—Me]™ (20), 383 [M-2Me]" (15), 371 [M—3Me]" (55). UK cmextp
(rabmetxa KBr), v, oM ': 3448.5, 2922.5, 1624.7, 1600.2, 1465.6, 1436.2, 1390.8, 1315.8,
1255.7, 1234.3, 1124.6, 742.3, 726.3, 557.9. Haitneno, %: C 84.35; H 5.72; N 10.29. C,oH;N;.
Brraucieno, %: C 84.23; H5.61; N 10.16.

6-(1'-Annmumnaon-3-ua)uaaono[2,3-b]kap6ason (3). becrBeTnbli aMOpQHLIH MOPOIIOK.
Brrxon 40 mr (90%). Ry 0.55. Macc-CIeKTp dAeKTPOHHOTO yuapa, m/z (o, %): 411 [M] ™ (100),
370 [M=AIl] * (20). K cmextp (Tabnerka KBr), v, M 3424.9, 1630.0, 1610.1, 1463.0, 1421.2,
1322.5, 1316.2, 1267.5, 1201.4, 1015.7, 737.1, 576.0. Haiineno, %: C 84.60; H 5.22; N 10.29.
CysHy Ns. Briuucneno, %: C 84.64; H5.14; N 10.21. -
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S-Annun-6-(1'-ammunuugon-3-na)uugono[2,3-blxapéasen (4) u 5,7-N-quanaui-6-(1'-anx- -
Jananaen-3-nayuugonol2,3-blkapbasen (2b). Kenroparsiii amopdHBLL TOPOMIOK, M3 KOTOPOTO
¢ nomompio npenaparueHoli TCX BLIZeAsiOT MEAMBYMIyausHele npoxyxtel 4 u 2b. Coenu-
Hemme 4: BEIxon 8 Mr (40%), Ry 0.65. Macc-ClieKTp SMEKTPOHHOIO ymapa, mZz (I, %) 451
IM] " (100), 410 [M-AIT™ (25), 369 [M-2AI]" (40). Haiinewo, %: C 85.00; H 5.70; N 9.21.
C3,H,sN;. Brramereno, %: C 85.11; H 5.58; N 9.31. Coenumenne 2b: srxon 9 mr (45%),
R;0.70. Macc-cleKTp 3IeKTPOHHOTO yapa, m/z (Lo, %): 491 [M]" (100), 450 [M—Al]" (10),
410 [M=2A1+1H]" (15), 409 [M—=2AI1]" (20), 369 [M—3AL+1H]" (10), 368 [M-3All]" (40).
Haiineno, %: C 83.66; H 5.89; N 8.43. C;sH,oN; Brrmcaeno, %o: C 85.51; H 5.58; N 8.55.

5,7-Humetunungoiaoc|2,3-b]kapbason (5). Pacrsop 40 mr (0.11 mmons) coemunenns 1 B
4 mu TT'® pobasmsror mo kanmaM k cycnersur 0.80 mmons NaH B 3 M TI'®. Cmecs nepeme-
IMKBAIOT NpW KOMHATHOW TeMmmeparype B Tedenme 30 MuH w 3areMm mobasmsior 0.8 MmMoms
Me,SO,. PactBopuTens ynapuBaroT, cMech ogumaroT ¢ noMompio TCX B crcreMe neTposeHspi
asbup—otunauerar (5:1), crumas Hambonee INOMAPHYO (IyopecHupyIOmyo (paKIHIO.
Hoxyuator 10 Mr (36%) coemuuenns 5. Crexrp AMP 'H (IMCO-de), 8, m. ., J (T'm): 8.88 (1H,
c, 6-H); 8.19 (2H, n, J,,,, = 8, 4- u 8-H wmm 1- m 11-H); 7.62 (1H, ¢, 12-H), 7.55 2H, 1, Jo.,, = 8,
1- u 11-H wm 4- u 8-H); 7.40 2H, T, Jg, = 7.9, 2- 1 10-H uwmmt 3- m 9-H); 7.20 2H, T, Jop, = 7.9,
3- u 9-H mwmm 2- m 10-H); 3.92 (6H, ¢, Me). Cnextp SIMP C (JIMCO-dg), 8, m. 1.: 141.33;
141.20; 124.53; 122.77; 119.28; 118.51; 116.54; 111.49; 108.47; 87.77; 29.21. Ha#tneno, %:
C 84.48; H5.67; N 9.85. Cy0H;eN, Brmmcreno, %: C 84.52; H 5.70; N 9.88.
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