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CHHTE3 BULUKJINYECKUX MMUPUMMIO][2,1-b][1,3] THAZHTHOB
HA OCHOBE 34-TATWAPOITMPUMMUIAH-(1H)-2-THOHOB

AnunmupoBanueM  4-apwm3amenieHHbIX  3,4-auruaponupuMuauH(1H)-2-trnoHoB
XJIOP- aHTUAPHIOM 3-OpOMITPOITMOHOBOM KUCIOTHI MOMYYCHBI OMITUKITIYSCKUE TUPHUMHUIIO-
[2,1-b]- [1,3]THa3uHbl, CTpOCHUE KOTOPHIX JOKa3aHO naHHbIMEU PCA.

KuroueBsbie cioBa: 3,4-muruaponupumunu( 1 H)-2-tnonsl, mupumugo[2,1-b][1,3]-
THA3MHBI, XJIOPAHTUAPHJ 3-OPOMIPOIUOHOBOW KHCIOTBHI, BHYTPHUMOJIEKYJISIpHAs
rerepo- nuknusanus, PCA.

K mHacrosmmemy BpeMeHM MO peakUWd bBHKUHENIN CHHTE3WPOBAHO
OTPOMHOE YHCIO TPOU3BOIHBIX 3,4-TUTHAPOIMPUMHUINH-2-0OHOB(2-THOHOB)
C Pa3IMYHBIMA (YHKIIHOHAIBHBIMA apOMaTHUYECKUMHU M TETePOLUKINIECKUMU
3aMECTUTEISIMH, pa3padOTaHO MHOXECTBO CIIOCOOOB WX TONYYCHUs, BKIIOYAs
MHUKPOBOJHOBOH, 0€3 pacTBOpUTENs, HalJeHbl BHICOKOA((PEKTHBHBIC KaTallU-
3aTOpbl, MPUBEALINE K 3HAYUTEILHOMY TOBBIIIEHUIO BBIXOJ0B U COKPAIICHUIO
BpEMEHHU TMpoBeAcHHUsS KoHaeHcanmuu [l1—7]. MHOTOUYHCICHHBIE IOUCKH 10
CHUHTE3Y U TMOCIeAyIONleH Moau(uKanmuu MPOU3BOAHBIX  3,4-TUTHAPO-
nupuMuanH-(1H)-2-0HOB HMHTEHCHBHO TPOJODKAIOTCA BO MHOTHMX CTpaHax
C pasBUTOl (hapMUHIYCTpHEH, YTO CBS3aHO C MPOSBICHHUEM HMH IIHPOKOTO
creKTpa (apMaKoJIOTHYEeCKOW aKTUBHOCTH — aHTHTHIICPTEH3UBHOM, aHTH-
0akTepualbHOW, NPOTUBOBHPYCHOH, TNpOTHUBOOMyXoyieBoi u nap. [8-10],
YTO Ae7aeT JalbHEHIINe MOWCKH B pPxy 3,4-TUrHApONHPUMHINH-2-OHOB-
(2-THOHOB) BechbMa MEPCIIEKTUBHBIMH.

B pa6ote [11] Hamu ObUT TIpeJIOKEH YOOOHBIM MeTon cuHTe3a u3 3,4-mau-
THAPOMUPUMUINH-2-THOHOB HOBBIX TPOU3BOJHBIX OHIMKINYECKUX 3,5-1u-
ruapo-2H-tuazono[3,2-a|nupuMUINHOB, YCTAaHOBJICHO WX IPOCTPAHCTBEHHOE
CTpPOCHHE, W3yYeHBl YCJIOBHS LMKIW3AIMH TOJ MACWCTBHUEM DPa3TUYHBIX
raJIOTeHANETUILHEIX peareHToB [12]. C menbio MONBITKY MOTYYCHHSI Ha OCHOBE
4-apu3aMeIIeHHbIX 3,4-TUTHAPOITUPUMUIITH-2-THOHOB OUITUKIMYCCKIX THA3H-
HOBBIX TPOU3BOJAHBIX NPOBEAEHO alWINpOBaHHE 4-apui3aMelméHHbIX 3,4-1u-
TUAPONMPUMUANH-2-THOHOB 1a—C XJIOpaHTHAPHIOM 3-OpOMITIPOITHOHOBON KHCIIOTHI
0 CXeMe.

Peakuuio anmimupoBaHusl TPOBOIMIM B pacTBope Oe3pogHoro JIM®A
B MIPUCYTCTBUM JABOWHOTO W30BITKA TOTAaIlla TPU HArpeBaHWU PpEaKIMOHHOM
cmecu oT 25 10 120 °C B teuenne 6—10 4. [Ipu 3TOM, Kak U IpeIOIaraioch,
OBLIH BBIACEHBI IPOIYKTHI TETEPOLIUKITN3AINH 2a—C B BHIE CIIETKA )KEJITOBATHIX
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KpHCTAIUTMYECKHX BemlecTB. Hanbornee npreMiieMble BBIXOABI COSNMHEHUH 2a—C
OBUTH JOCTUTHYTHI MPHU HCIIOIB30BAHUY IOyTOPAKPATHOTO M30BITKA 3-OpoM-
nponuoHwixiopuna. [IpoBenenne peaknuu mpu Oojee HU3KOM TemrmepaType
(60-70 °C) u 5KBUMOJIBHOM COOTHOIIICHUH XJIOPAHTHIPHIA TIPUBOJIUT K BBIZE-
JEHUI0 HE TMPOMEXKYTOYHBIX TPOAYKTOB AaIMIIMPOBaHUS, a, B OCHOBHOM,
HUCXOJHBIX 3,4-AUTUAPONUPUMUANH-2-THOHOB 1a—c.

Mupumuno[2,1-b][1,3]Tnazunel 2a—¢ B JaHHOM cllydae OOpa3yroTCs Kak |
panee ObLIO ormmcaHo B paborte [12], cormacHO OOIIMM TMPUHIMIIAM TEOPUHU
KECTKHX M MSTKHX KUCIIOT U OCHOBaHWH, C TIEPBOHAYAIBHBIM aI[MITHIPOBAHHEM
aroma N(3) 1 IOCIIe Iy FOIM BHYTPUMOJIEKYIISIPHBIM ANKAIAPOBAHUEM THOIBHOTO
(parMeHTa ¢ 3aMBbIKaHHEM B THa3HHOBOE KOJIBIIO.

O6pazoBanue mupumMuao[2,1-b][1,3]tnazuHoB 2a—¢ T0Ka3aHO OTCYTCTBHEM
B UK crmekrpax moioc BaJeHTHBIX KOJE€OaHWH aMHHOTPYMIBI, a TaKxkKe
orcyrcTBHeM B cmektpax SMP 'H curnanos mportono N(3)-H, mposss-
IONIMXCSI B HMCXOAHBIX coeluHeHWsx la—c B Buae mybieroB mpu 9.2 M. 1.
CurHanbsl METHUIICHOBBIX MPOTOHOB THA3MHOBOTO KOJBIA MPEACTABISAIOT COOOM
CJIO’KHBIE MYJIBTUILIETHI C IIEHTPOM B oOstacti 3.04 M. 1.

C 1enpl0 yCTaHOBJICHWS MPOCTPAHCTBEHHOTO CTPOSHHSI CHHTE3MPOBAaHHBIX
ourukmyeckux nmupuMuao[2,1-b][1,3]Tna3nHOB M UX BO3MOXKHOTO OTIHYHS OT
CHHTE3UPOBAaHHBIX HaMu paHee [11] OMM3KKX 10 CTPYKTYype OMIMKINIECKHX 3,5-
nurunpo-2H-tuazono[3,2-a |nMpUMUIUHOB, HAaMH OCYILIECTBIEHO PEHTTEHO-
CTPYKTYpHOE HCCIIeIOBaHNE coequHeHNs 2b (pUCYHOK).

JMHBL CBs3el W BaJIGHTHBIE YTIIBI B CTPYKType 2b ONMu3KH K CTaHIapTHBIM
BenmunHaMm [13]. Tuasmuossiit mukn N(1)C(4)S(1)C(5)C(6)C(7) mpuHHMaeT
KOH(OPMAIMIO HCKAKEHHOTO 5.6-nonykpecia AC,° = 6.55 A. Uckakenue
Ha Halll B3IJIAJ TPOUCXOAUT M3-3a HAIMYMS B LUKJIE Ooyiee THKENOro aToma
cepsl, KapOoHWIBHBIH arom O(1) OpHEHTHPOBaH S5KBATOPHAIBHO M JICKHUT
B uiockoctu atoMoB C(4)N(1)C(7)C(6). TIMpuMUAMHOBBIA MK NPUHUMACT
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ITpocTpaHCTBEHHOE CTPOCHHE MOJIEKYJIbI 7-alleTHII-8-MeTHII-6-(4-MeToKCupeHw)-
2,3-nuruaponupumuno|2,1-b][ 1,3 Jruasun-4(6H)-ona (2b)

KOH(GOPMAIMIO CHIBHO HCKaXKeHHOH eannvl noaykpecia AC,"ND = 1957,
TakKe Kak B CTPYKType S-HuUTpo-4-(2-aHutpodenun)-6-penni-3,4-murunpo-
(1H)-mupumuuH-2-oHa [14], XOTsS B paHee M3yYSHHON HaMH MOJIEKYJIEe 3THII-
5-(2,4-mametokcudeHun)-7-MeTui-3-okco-3,5-muruapo-2H-tuazomno[ 3,2-
almupumu- — nuH-6-kapOokcumata [11] pmaHHBIA UK HAaXOOUTCA B
KoH(opMau yniaowenHou cogul. Takoe pa3nuuue B KOHPOPMALUSIX TaHHOTO
LKA, 10 HAlleMy MHEHHIO, 3aBUCHT OT HAIMYMS W TOJOXKEHHs 0O0BEMHOrO
3amecTH- Tens npu atome C(1), KOTOpEIil B IepBOM cilydae pa3BepHYT Ha 24.3°,
a BO BTOPOM pa3BoOpOT 2,4-AMMETOKCU(PEHUILHOTO 3aMECTUTENS COCTaBII 68.6°
OTHOCUTEIILHO OCHOBHOT'O KapKaca.

4-MetokcudeHunpHas TpyINa OPHEHTHPOBAHA AKCHAIbHO OTHOCHTEIBHO
OCHOBHOTO CKelteTa MoJieKyibl (TopcuoHHBIH yron C(7)N(1)C(1)C(8) —106.31°).
MeToKcHurpymnmna JeXHT B MIIOCKOCTH OEH30JbHOTO KOJbIa. MeTuiibHas rpymmna
W aueTorpyImna OpPUEHTUPOBAHbI SKBATOPHUAIBHO OTHOCHUTEIBHO NUPHUMHUIHU-
HOBOTO LIMKIIA.

SKCIIEPUMEHTAJIBHASI YACTb

UK crhexTpsl cHUMaIK Ha CcriekTpoMeTpe ¢ dypbe-ipeodpazoatenem AVATAR-320
B Tabuerkax KBr. Crexrpsr SIMP 'H perncrpuposamm na mpu6ope Bruker DRX500
(500 MI') B AMCO-ds, BHyTpeHnuii cranaapr TMC, macc-crieKTpsl — Ha npudope
Finnigan MAT Incos 50 mpsiMbIM BBOJOM BEIECTBA B MOHHBIH MCTOYHHK, DHEPIHS
nonuzauuu 70 3B. KoHTposab 32 X010M peakuuil 1 YUCTOTOM MOJIYYEHHBIX COEAMHEHUN
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ocymectBisun  Meronom TCX nHa mractmHax Sorbfil. Xmopanrumpun 3-0powm-
MPOMUOHOBO# KHCIOTHI (97%) — KoMMepueckuit nmpoaykT Aldrich, ucnonb3oBanu 0e3
npeABapuTeNbHON ouncTk. Mcexomusle 3,4-puruaponupumuanH(1H)-2-tnonsr la—c
TONTy4alid TPEXKOMIIOHEHTHON KOHAEHCAIMeH COOTBETCTBYIOIIMX ANbICTHUAOB, alleTo-
yKcycHOro a¢upa (it coemuHenuit la,b), amerwraneroHa (mis coeauHeHHs 1c)
Y THOMOYEBHHEI kurstaeHreM B JIM®DA 1o MeToanke, ormucanHoi B padore [15].

PeHTreHOCTPYKTYpHBIi 3KcnepuMeHT. I[lapameTphl silueikM U HMHTEHCUBHOCTHU
3715 He3zaBUCUMBIX OTpakeHMH coeanHeHus 2b usmepens! npu —100 °C Ha aBTOMa-
THYecKOM 4YeTHIpExKpykHOM nmudpakromerpe Bruker APEX-II CCD c rpadpuueckum
MOHOXPOMAaTOpoOM C WHcrojb3oBaHHeM MoKo-u3nyuenns (0/20-ckaHupoBanue,
26<56°). Kpucrammer xénroro mBera (0.15x0.40x0.60 wMM), MOHOKIWHHEIE,
a=28.572(2), b=9.919(3), ¢ =18.399(6), ¥ =1557.4(8) A?, dy,, = 1.409 r/cM’, Z=4
(C17HsN,O;S). Ipoctpancteennas rpymmna P2(1)/n.

B pacuérax ucmons3oBaHo 3283 oTpakeHHsI ¢ HHTEHCHUBHOCTEIO [ > 20. CTpyKTypa
pacmudpoBana npsmeiIM MerogoM 1o mporpamme SHELXS-93 [16] m yrounena
noiaHoMaTpuuHbiM MHK B aHM30TPOITHOM NpUOIMKEHUH JJIs1 HEBOAOPOIHBIX aTOMOB.
AtomMpl H BbISIBIEHBI M3 Ppa3HOCTHOI'O CHHTE3a OJEKTPOHHOW  IJIOTHOCTH.
OxkoHuaTensHBle (akTopsl pacxomumoctd R =0.0315, wR,=0.0829. VYTouHeHme
reomeTpun mnposeneHo mo mporpamme SHELXL-97 [16]. JlaHHBIE TIO CTPYKType
nernonnpoBanbl B KeMOpumxckom 0anke cTpykTypHbIX AanHbIX (CCDC 752521).

ItwioBblii 3pup 8-meTnii-6-(4-meroxcudenmnn)-4-oxco-2,3,4,6-reTparuaponupu-
mua0[2,1-b][1,3]Tnazun-7-kapdonoBoii kuciaorsl (2a). K pacteopy 1.53 r (5.0 Mmmois)
4-(4-merokcudennn)-3,4-muruapormpumuua(1H)-2-tmona  (1la) B 3mn  JAM®DA
nobasmstor 1.38 1 (10.0 Mmons) K,CO; M Ipu MHTEHCHBHOM TIEpEMEIIMBAHUM IPU
KOMHATHOH Temrieparype B TeueHre 30 MuH nprOaBistoT 1mo KarwsiM 1.28 T (7.5 mmons) 3-
6pom- mpormoHmTxiopuaa. Iloctenenno yBermumBas HarpeB 10 120 °C, mepeMermBaroT
em¢ 6-8 u. OxnaxmarooT, K cycneHsud npuiuBaoT 100 M easHON BOIBI, BHINABIIUM
CBETJIO-PO30BBIA 0CAJIOK OT(QMIBTPOBHIBAIOT, IPOMBIBAIOT HECKOJIBKO pa3 BOJOH, CyIIaT.
[omywaror 1.26t (70%) coemmHeHHMs 2a, KOTOpO€ IOCIE  TPEXKPATHOM
MEPEeKPUCTALIN3ALMNA M3 CMeCH 2-Tpo- MaHoj-TekcaH, 1:1, mpencraeiser coOoit
TIPO3PAUHbIe CBETIIO-KENThIE KPHCTALIBI ¢ T. 11, 147148 °C. UK cmektp, v, cM ': 1705
(C=0), 1612 (C=0), 1503 (C=N), 1240 (C-0). Cnekrp IMP 'H, &, m. a. (J, T): 1.15
(3H, T, J=7.1, CH,CHs); 2.29 (3H, ¢, CH;); 3.72 (3H, ¢, OCH,); 3.05 (4H, M, 2CH,); 4.09
(2H, %, J = 7.1, CH,CH3); 6.56 (1H, c, H-6); 6.88 u7.11 (4H, mBa 1, J = 8.7, H apom.).
Hatineno, %: C 60.39; H 5.17; N 8.14. C;3H,N,0O,4S. Beruancaeno, %: C 59.98; H 5.59; N
7.77.

7-Aunetmii-8-meTni-6-(4-metToxcugennn)-2,3-gurugponupumnao|2,1-b][1,3] tua-
3un- 4(6H)-on (2b) momy4aroT aHamorn4Ho coeauHeHUIo 2a u3 2.76 T (10.0 Mmmois) 4-(4-
Mertokcudpenmn)-3,4-qurunporupumuann(1H)-2-tuona (1b), 2.76 r (20 mmons) K,CO; 1
2.57t (15.0 mmois) 3-6pommpormormxiopuna. Bexon 2.08 T (63%) coemunenus 2b,
MoCIie JBYX TEPEKPUCTATUTM3ALNNA U3 CMECH 2-TIpOoraHoi—OeH30-Tekcan, 5:1:1, cBemo-
KENTHIe POMOMYECKHe KPUCTATHI ¢ T. 1. 155-156 °C. MK crektp, v, cm ': 1706 (C=0),
1632 (C=0), 1509 (C=N). Cnextp AMP 'H, 8, m. . (J, T'm): 2.27 (3H, ¢, CHz); 2.31 (3H,
¢, C(O)CHjy); 3.04 (4H, M, 2CH,); 3.71 (3H, ¢, OCHy); 6.67 (1H, ¢, H-6); 6.88 u 7.10 (4H,
nea 1, J = 8.7, H apom.). Macc-cniektp, m/z Iy, %): 330 [M]" (8.3), 287 (15.5), 233
(41.7), 169 (15.1), 55 (56), 43 (100). Haiineno, %: C 62.19; H 5.17; N 8.83.
C17H1sN>O;S. Beruncneno, %: C 61.80; H 5.49; N 8.48.

ITUI0BBII 3¢pup 8-meTn1-4-0KC0-6-(4-pTOpPenni)-2,3,4,6-
TeTparuaponupumMuao- [2,1-b][1,3|tua3zun-7-kap6oHoBOil KHMCJOTHI (2€) MOTYYaroT
aHaJOrMyHO  coeauHenmto 2a w3 1.47r (5.0 mmomnb)  4-(4-dropdennn)-3,4-
muruapornupumuant(1H)-2-tnona (1c¢), 1.38 r (10.0 mmons) K,CO; 1 1.28 r (7.5 MMoi1b)
3-6pommpormmonmwixiopuna. Bexox 1.0l (58%) coemmHenms 2¢, mocie BYX
MepEeKPUCTAILIM3AIMI U3 CMECH 2-TIponaHoi-TekcaH, 1:1, »k&nro-3enéHple KPUCTALIHI C T.
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mr. 175-177 °C. UK crektp, v, em @ 1703 (C=0), 1610 (C=0), 1512 (C=N), 1233 (C-
0). Criextp SIMP 'H, 8, m. . (J, T'): 1.15 (3H, 1, J = 7.1, CH,CH;); 2.30 (3H, ¢, CH3);
3.06 (4H, m, 2CH,); 4.10 (2H, x, J= 7.1, CH,CH}5); 6.60 (1H, ¢, H-6); 7.17 (2H, T, /= 8.8,
H apom.); 7.24 (2H, x, J = 5.5, H apom.). Macc-criektp, n/z (I, %): 348 [M]" (2.1), 253
(15.2), 221 (17.5), 199 (30.6), 95 (17.4), 86 (18.1), 67 (42.4), 60 (17.6), 55 (100), 42
(19.3). Haiineno, %: C 58.94; H 5.17; N 8.37. C;7H7,FN,05S. Brruncneno, %: C 58.61; H
4.92; N 8.04.

Paboma evinonnena npu gpunarcosoti noddepocxke Oowecmeennozo Ponoa
"®ono Ilepsoco [Ipezudenma Pecnyonuku Kazaxcman" (I'pant Nel12-09).
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