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B3AVMMO/JIEMCTBHE 2,5-TAKAPBITOKCH-
N 5-BEH30MJI-2-KAPB3TOKCH-4-IINPOHOB
C 0-OEHWJIEHIUAMWHOM

Karwuesble cioBa: mipuao[ 1,2-a|XHHOKCANINHBI, 4-TUPOHBI, IOTUKAPOOHUIBHBIC COCIU-
HEHHS, 0-()CHIWICHTUAMUH.

U3BectHO, uTO 3puphl XenuaoHOBOW [1] 1 KOMaHOBOW [2] KHCIOT, a TaKXke
5-0eH3WIOKCUKOMaHOBast KUCioTa [3] pearupyioT ¢ o-QpeHUICHANaMHHOM C 00pa-
30BaHHEM COOTBETCTBYIOMUX mOHPpUIO[]1,2-a]xuHoKcanuHoB. Peakiusi mporekaet
yepe3 pacKkpbhITHE MUPOHOBOTO KOJIbLIA C MOCIEAYIOMEH peHUKIN3aieil B Mpous-
BojaHbIe N-(2-amuHOGMEHW)-4-TUPUI0HA, KOTOPBIE Jaliee IUKIU3YITCS B KOHEY-
Hble upuo| 1,2-a|xunokcanussl. [Ipu 3TOM HU B OTHOM U3 OMUCAHHBIX TPUMEPOB
MPOMEKYTOUYHBIE COETUHEHMSI HE (PUKCUPOBATUCE.

HenaBHO MBI OnMcaiy MpOCTOM METO CHHTE3a 2,5-TUKapO3TOKCH-4-nipoHa 1a [4]
u 5-OeHzonn-2-kapO3ToKcu-4-upona 1b [5], KOTopeIi caeman 3T paHee Maio-
W3BECTHBIE COEAMHEHHUS NOCTYMHBIMH Ul LIMPOKUX HCCleAoBaHWi. B Hacrosmeit
paboTe mpencTaBlIeHbl IEpBbIE JaHHBIE O B3amMozelicTBuM 4-mupoHOB lab
¢ o-¢penmnenmamuaoM. Okasasioch, 4to Bartanose npu 0°C B TeueHwe 1-2 9
peaKuus OCTaHABIMBAETCA HA CTaJUM PACKPBITHS MUPOHOBOIO KOJIbIA U C BBIXOJAMH
85-89% naér mpomykThl 2a,b kak pe3ynbTaT aTakd aMUHOIpymnmsl 1o atomy C-6,
AKTUBUPOBAHHOMY ABYMsI KapOOHWIBHBIMU rpynmamu. Cyas 1O JaHHBIM CHEKTPOB
SIMP 'H, 5T nonugyHKIMOHANbHbIE coenuHenns cymectByioT B CDCl; B Buae Tpéx
OTKPBITOLIETIHBIX TayTOMEpHBIX (opMm B cooTHomeHusx 76:18:6 (coequHeHue 2a)
1 76:15:9 (coenunenue 2b), u3 KOTOPHIX HA CXEME IMOKAa3aHbI TOJIBLKO JIBE OCHOBHEIC
(popMLI A u B (CTpyKkTypa MUHOpPHOTO TayTOMEpa HE YCTAaHOBJIEHA).
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Wnrepmenuats! 2a,b npu oopadorke MeSO;H nnm npu KUISTYEHUH B 3TaHOJE
JIETKO IMKJIU3YIOTCS B HOBBIC MPOW3BOAHBIE MUPHAO[1,2-a]xuHOoKcamuHa 3a,b
(BeIXOABI 55 u 69% COOTBETCTBEHHO), MPEACTABISAIONING MHTEPEC IS MEIUIIUH-
CKOIl XUMHUH B Ka4eCTBE MPOTHBOMUKPOOHBIX [1] 1 aHTUBUPYCHBIX MIpemnapaToB [6—
8]. K manHOMYy Kiaccy COeIWHEHHMH OTHOCHUTCS W HOBEWIIMH Mpemnapar OTyTer-
paBup, npuMeHsieMblid ipu Tepanun BUY [6-8].

B cnextpe SIMP 'H unTepMenmara 2a OCHOBHOI HAGOp CHIHAJIOB, NPUHAI-
nexamuii Tayromepy A ¢ 2Z,5E-koHurypanueil IBOWHBIX CBSI3€H, COCTOUT H3
ny6nera nporona NH (8 12.41 m. 1., °J = 13.1 I'f), KOTOPBIH CBHACTENECTBYET
0 ero ydactuu B o0pazoBanuu mpodnoii BMBC ¢ keToHHBIM KapOOHMIIOM, aybiera
nporona =CHNH (3 8.52 M. 1., °J = 13.1 I'l[) ¥ CHHITIETa BUHUIBHOTO IIPOTOHA
(67.62 m. n.). B MuHOpHBII HaOOp curHanoB Ttayromepa B ¢ 2Z,5Z-koHdu-
rypanueii Bxoasat ay6ier npotona NH (5 11.24 m. x., >J = 13.9 I'iy), Xumudeckuit
C/IBUT KOTOpOTO YyKa3bplBaeT Ha MeHee MpouHyo BMBC ¢ kapOOHHIOM CIIOXKHO-
s¢upHoit rpymmsl, gyoner npotora =CHNH (5 8.69 M. ., °J = 13.9 I'i) u cunrier
nporona COCH (6 7.34 M. 1.). DOTH JaHHBIE XOPOIIO COINIACYIOTCS C IPEIJIo-
JKEHHBIMH CTPYKTYpaMH A u B, KoTopble Takke MOATBEPKIAIOTCS CpaBHEHHEM
crektpo AAMP 'H coequaeHuit 2a u 2b. Tak, CHIBHONONBHBIN CHBHUT MPOTOHOB
=CHNH u COCH (Ab 0.54-0.55 M. n1.) B criekTpe coemuHeHus 2b-A, 1Mo cpaBHEHHIO
CO CIIEKTPOM COCTMHEHHUS 2a-A, CBsS3aH C DKPAHUPYIONIMM BIHSHUEM (DEHMITHHOM
TPYTIBL, KOTOPasi BRIXOJUT M3 IDIOCKOCTH MOJIEKYJIBI TI0 CTEpHYECKUM NpHdIrHaM. B
cmydae coenuHeHnid 2a-B u 2b-B xumudeckuit casur nporora =CHNH noutn He
Mensercs (0 8.69 m 8.57 M. 4. COOTBETCTBEHHO), B TO Bpems kak npoton COCH B
coemuaeHNH 2b-B momamaer B 00acTh 3KpaHUPOBAHUS OCH30JIEHOTO KOJIBIIA M €TO
CHTHAI CMeIaeTcs B CHibHOe mone Ha 1.42 M. 1. B crmexrpax SIMP 'H mmpumo-
XUHOKCAIMHOB 3a,b, momumo curHaoB rpymmsl OEt u apoMatndeckux TPOTOHOB,
MIPUCYTCTBYIOT CHHTIIETHI MTPOTOHOB MUPHUIOHOBOTO KoJibila (H-7 mpu 7.08-7.14 m. 1.,
H-10 mpm 9.17-9.21 M. 1.) u noasrkHOTO TipotoHa NH mpu 12.02—-12.06 m. 1.

Takum o0Opa3oM, BBEICHHE DJIEKTPOHOAKIICTITOPHOW TPYNIBI B IOJOXKEHHE 5
STUJIKOMAaHOATa IIO3BOJIIET OCTAHOBHTH PEAKIHI0 C O-QeHUJICHINAMHUHOM Ha
cTanmuu 00pa30BaHUSl OTKPBITOIETHBIX MOIH(PYHKIMOHAIBFHBIX HHTEPMEIHATOB,
BHYTPUMOJIEKYIISIPHAS IUKIA3AIHUS KOTOPBIX TPUBOAUT K HOBBIM IPOWU3BOIHBIM
nupuo| 1,2-a]xuHOKCanmHOBOM cucteMbl. [lomydeHHBIE OTKPHITOIETHBIE ITOJH-
(hyHKIIMOHATBHBIE HWHTEPMENWATHl MPENICTABIAIOT TaKKe W CaMOCTOSITEIHHBIN
HMHTEPEC, CBSI3aHHBIH C MOTydYeHHEeM Ha MX OCHOBE ITOJUEHTATHBIX JINTAH/IOB.

UK crnektpbl 3aperrcTpupoBadbl Ha criekrpomeTpe Bruker Alpha ¢ mpucraBkoit HITBO
(xpuctamn ZnSe). Crextpst SIMP 'H u C 3apernctpuposansl Ha crektpomerpe Bruker
Avance II (400 u 100 MI't; coorBerctBenno) B CDCl; (coenunenus 2a,b) wm B JIMCO-dg
(coemuuenust 3a,b), BHyTpennwmii crangapr TMC. OneMeHTHBI aHamU3 BBIIOJNHEH Ha
aBToMaTmdeckoM aHammzatope PE 2400. TemmeparTypbl IUIaBIeHHS ONpeesieHbl Ha TIproOope
SMP30.

JdumrTna-5-{[(2-amunodeHu)aMuHO | MeTHINIEH } -2-THAPOKCH-4-0KCOT eKC-2-€H-
auoart (2a). Cmecs 0.50 r (2.08 Mmons) 2,5-mukap63tokcu-4-mupona 1a u 0.25 1 (2.31 Mmons)
o-ennnenanamuHa B 8 M EtOH mepememmBaror npu 0 °C B Tedenue 2 4. BrimaBmmid
ocasiok oThwITpoBEIBalOT, npoMeiBatoT EtOH u BeicymmBaror. Beixon 0.64 r (89%),
KpacHblii mopomiok. T. min. 123-124 °C. UK cnektp, v, oM 3409, 3346, 2987, 1722,
1692, 1578. Cnextp AIMP 'H, 8, m. 1. (J, Tw): popma A (2Z,5E-m3omep, 76%) — 1.36 (3H,
T, J=7.1, OCH,CH,); 1.38 (3H, 1, J = 7.1, OCH,CHjs); 3.50-3.90 (2H, ym. ¢, NH,); 4.28
(2H, x, J="17.1, OCH,CH3); 4.35 (2H, x, J = 7.1, OCH,CHjy); 6.85 (1H, n. n, J=7.9, J= 1.0,
H-3); 6.89 (1H, 1. 1, J=7.6,J=1.0, H-5); 7.11 (1H, 1. 1, J= 7.8, J= 1.2, H-4); 7.16 (1H, &,
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J=18.7, H-6); 7.62 (1H, ¢, COCH); 8.52 (1H, x, J = 13.1, =CHNH); 12.41 (1H, n, J = 13.1,
NH); 14.50 (1H, ¢, OH); dopma B (2Z,5Z-uzomep, 18%) — 1.39 (3H, T, J = 7.1, OCH,CH,);
1.45 (3H, 1, J = 7.1, OCH,CHs;); 4.24-4.40 (4H, m, 20CH,CH3); 6.71 (2H, ¢, NH,); 6.80—
6.92 (2H, m, H-3,5); 7.07-7.20 (2H, m, H-4,6); 7.34 (1H, c, COCH); 8.69 (1H, n, J = 13.9,
=CHNH); 11.24 (1H, n, J = 13.9, NH); 15.6-16.0 (1H, yur. ¢, OH). Haiineno, %: C 58.85;
H 5.69; N 8.41. C;7H,N,Og. Beruncneno, %: C 58.61; H 5.79; N 8.04.
I1THA-6-[(2-amMuHOpeHnT)aMIHO|-5-0eH30MI-2-THAPOKCH-4-0KCOTeKca-2,5-
aueHoat (2b) nmoyy4aroT aHaJOTUYHO COEIMHEHUIO 2a NPU MEePEMEIINBAHUN PEAaKIIMOHHON
cmecu npu 0 °C B Teuenue 1 4. Beixox 0.59 r (85%). Opamxessiit nopomtok. T. mi. 141-—
142 °C. VIK cmekTp, v, eM ': 3393, 3340, 3261, 2990, 2908, 1730, 1588. Cnekrp SIMP 'H,
o, M. 1. (J, I'm): popma A (2Z,5E-m3omep, 76%) — 1.32 (3H, T, J = 7.1, OCH,CHj;); 3.76
(2H, ym. ¢, NH,); 4.30 (2H, x, J = 7.1, OCH,CH;); 6.81 (1H, T, J = 7.8, H-5); 6.84 (1H, &,
J = 8.0, H-3); 6.94 (1H, n, J = 8.0, H-6); 7.07 (1H, ¢, COCH); 7.08 (1H, 1. x, J = 7.8,
J=1.1, H-4); 7.47 (2H, 1, J = 7.5, H-3,5 Ph); 7.56 (1H, 1, J = 7.3, H-4 Ph); 7.72 (2H, n,
J=17.0, H-2,6 Ph); 7.98 (1H, n, J = 13.1, =CHNH); 12.31 (1H, n, J = 13.1, NH); 14.31
(1H, ¢, OH); dpopma B (2Z,5Z-uzomep, 15%) — 1.21 (3H, 1, J = 7.1, OCH,CH3); 3.76 (2H,
yur. ¢, NHy); 4.17 (2H, k, J = 7.1, OCH,CH3); 5.92 (1H, ¢, COCH); 6.78-6.87 (2H, M,
H-3,6); 6.92 (1H, 1, J = 7.8, H-5); 7.13 (1H, T, J = 7.5, H-4); 7.43-7.53 (3H, m, H-3,4,5
Ph); 7.72 (2H, n, J=7.0, H-2,6 Ph); 8.57 (1H, n, J = 13.5, =CHNH); 12.31 (1H, &,
J=13.1, NH); 15.08 (1H, ym. c, OH). Haiineno, %: C 66.28; H 5.55; N 7.32. C;;H;oN,O:s.
Brruucneno, %: C 66.31; H 5.30; N 7.36.
91THA-6,8-1M0KC0-6,8-TUrNaApo-SH-nupuro[1,2-a]xuHoKcaIuH-9-KapOoKcHaAaT
(3a). Cmech 0.30 r (0.86 mmons) amuHoeroHa 2a u 0.33 1 (3.43 mmouib) MeSOsH B 12 Mo
CH,Cl, nepememmBator npu 0 °C B Teuenue 3 4. PacTBopuTenb ymapuBalOT, OCTATOK
3aJIMBaIOT BO/IOH. BrinaBuiuii ocaiok OTHUIBTPOBBIBAIOT U KUISTAT B alleTOHE, MOCIIE Yero
HPOAYKT BHIAEIAOT (uisTpoBanueM. Breixox 0.14 1 (55%). XKénrteiit mopomok. T. m.
287-288 °C. VIK cmextp, v, cM : 3224, 3124, 3049, 2905, 2836, 2757, 2690, 1707, 1689,
1630. Crexrp IMP 'H, 8, m. x. (J, Tm): 1.32 (3H, T, J = 7.1, OCH,CH,); 4.29 (2H, k, J =
7.1, OCH,CHs;); 7.08 (1H, ¢, H-7); 7.27 (1H, 1, J = 8.0, H-4); 7.28 (1H, 1, J = 7.4, H-2(3));
7.39 (1H, 1, J = 7.5, H-3(2)); 8.13 (1H, n, J= 8.5, H-1); 9.21 (1H, ¢, H-10); 12.02 (1H, c,
NH). Crnextp SIMP °C, &, m. n.: 14.1; 60.8; 115.4; 117.0; 118.5; 122.8; 123.4; 123.7;
127.3; 127.6; 136.3; 137.1; 154.5; 164.1; 173.1. Haiineno, %: C 63.17; H 4.19; N 9.79.
CsH,2N,0,. Beruucneno, %: C 63.38; H 4.25; N 9.85.
I1tna-9-6enzounn-SH-nupuno[1,2-a]xunokcanun-6,8-ruon  (3b). PactBop 93 wr
(0.262 mmoip) amuaOeHOHA 2b B 3 Mt EtOH xunstsar B TedeHne | 4, peakIMOHHYI0 CMECh
OXJIKIAI0T, 00pa30BaBIINIiCs 0CaT0K OTQUILTPOBBIBAIOT. Beixox 50 mr (69%). XKentosa-
1ot mopomok. T. . 352-353 °C (¢ pasn.). UK cnektp, v, oM 3225, 3183, 3109, 1693,
1647, 1631, 1576. Cnexrp SIMP 'H, §, m. x. (J, Tu): 7.14 (1H, ¢, H-7); 7.25 (1H, 1, J = 7.8,
H-2(3)); 7.30 (1H, x, J = 7.8, H-4); 7.38 (1H, 1, J = 7.5, H-3(2)); 7.53 2H, T, J = 7.6, H-3,5
Ph); 7.67 (1H, 1, J = 7.3, H-4 Ph); 7.86 (2H, n, J = 7.3, H-2,6 Ph); 8.19 (1H, 1, J = 8.5, H-1);
9.17 (1H, ¢, H-10); 12.06 (1H, ¢, NH). Criektp SIMP °C, &, m. x.: 115.5; 117.0; 117.4; 123.1;
123.6; 127.2; 127.5; 128.6; 129.3; 132.1; 133.6; 133.8; 136.5; 137.6; 154.6; 174.6; 193.6.
Haiineno, %: C 72.05; H 3.89; N 8.83. C;9H;,N,Oj;. Beruncieno, %: C 72.15; H 3.82; N 8.86.

Paboma evinonnena npu urancosoti noodepoicke PODU (npoexm 14-03-
31925 mon _a) u Ilpoepammer pazsumus Yp@Y ons nobedumeneii KOHKypca
"Monoovie yuenvie Yp@Y".
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