VJIOBHBI CIIOCOB CUHTE3A HOBOW T'ETEPOIMKJIUYECKOW CHUCTEMBI — TUOIIUPAHO[4,3-
CIXMHOJIMHA

KioueBrble c1oBa: THOMIHpaH, THONHPaHO[4,3-C]XWHOIIH, XHHOJIMH, TeTEPOIUKITN-3a1IHs.

1H-2-benzotnonupansl (1H-H30THOXPOMEHBI) — CPABHHUTENILHO Majlo M3Y4YEHHBIH KJIACC T€TEepOLUKIIOB,
9TO 00YCIIOBJICHO MPEXKAE BCETO TPYIHO-IOCTYITHOCTHIO HCXOAHBIX COCANHEHMH 11 MX cuHTe3a [1-6].

Cpenu mpomsBoanbix 1H-2-6eH3zoTnonupaHa HaaeHbl OMONOTMYECKH aKTHBHBIE coequHeHus ([7] u
UTHPOBaHHbIC TaM paboThl). Ha ocHOBe YHOMSHYTHIX BBIIIE METOJOB cuHTe3a 1H-2-0eH30THONMpaHOB U
THON30KYyMa-pHHOB MNPOOJEMaTHYHO CO34aBaTh OWOJIMOTEKHM OTHX COEAWHEHHMH, UTO CHCp-)KUBACT
UCCIICIOBAaHUE HX OWMOJIOTHYECKONW aKTUBHOCTH. OJTO KacaeTcs M TeTEepOLMKIMYECKHX COCTUHEHUH C
AHHEJIMPOBAHHBIM THOTIMPAHOBBIM ITUKJIOM.

B mHacrosimem cooOuieHun omnucaH yOOOHBI METOA aHHEIMPOBAHUS THOIHU-PAHOBOIO LHUKJIA K
XHUHOJIMHOBOMY (parMeHTy. YCTaHOBJECHO, YTO INpH B3aMMO-ACHCTBMHM H3aTWHa 1 c AuMmernnanerangeM
alleTOyKCcycHOro anpjaeruaa (4,4-mu-MeTtokcu-2-0yTaHoHOM) 2 B ycJoBUsX peakiuu [lduriuarepa
obpasyercst 2-MeTHI-3-hOpMUIXUHOIHH-4-KapOoHoBast kucioTa 3a. [locnenHss B KUCION cpene IepexouT B
[UKJINYECKOr0 (opmy — 3-ruppokcu-4-metnn-3H-¢bypo[ 3,4-C]-xunonun-1-ou 3b, 4TO MOATBEPKIAIOT JTaHHBIC
crnektpockonuu SIMP H.

Hccnenys B3amMOAEWCTBHE COENMHEHUS 3 C POJAHUHOM (2-THOKCOTHA30-THAWH-4-OHOM) 4, MBI
O0OHapyXWIIM, YTO MPOAYKT KOHIACHCALMHM S BCIEACTBHE PELUKIM3ALUN B YCIOBUSAX THIpOIM3a 00paszyer
THUOMTUPAHOBBINM NUKI. TakuM 00pa3oM, MoMydYeH NepBbIi MPEACTABUTENb THOMHPAaHO[4,3-C]XUHOIHHOB 6.
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BapBI/IPOBaHI/IeM pCarcHToB 1l wu 2, BCPOATHO, MOXXHO TIOJYYHUTb KHUCJIOTHI 6 ¢ pa3IMYHbIMU
3aMCCTHUTCIIIMU B XHWHOJIMHOBOM (bparMeHTe. Kucmora 6 mMoxeT OBITH MCIIOIL30BaHa B KOM6I/IHaTOpHOM
CHHTEC3C.



Crekxrpst SIMP 'H 3ammcansr za npuGope Varian Unity +400 (400 MTI'n) 8 JIMCO-dg, BHyTperHmii cranzapt TMC.
Macc-CreKTphl OJTy9IeHbI Ha XpomaTo-Macc-criektpomerpe Agilent 1100 LC/MSD ¢ xumudeckoit HOHU3aIHeH.

3-Tuapokcu-4-meruiipypo[3,4-c]xunoaun-1(3H)-on (3b). Pacteopsitor mpu Ha-rpeBanuu 5.5 T (37.4 MMOIb)
n3aruHa 1 B pactBope 10.9 r (194.6 mmoins) KOH B 50 M Bogst u 10 mut aTanona. [Ipubasnstor S5 mi (37.5 mmoons) 4,4-
JMUMETOKCH-2-0yTaHOHa 2 U KunATIT 7 4. Oxiaxkmart, cMenmBaroT co 100 mu Bogsl, monkucissror AcOH mo pH 6-7,
0Ca/IoK OTQUIBTPOBBIBaIOT. PacTBopsitoT B arokcane (~2 r B 10 mur), mpubasns-tot 0.5 mu xonu. HCl u kunsatst 1 MuH.
PasbaBisator BOJAOM U HeWTpanu3yloT pactBop. OOpasoBaBumimiics 0CafoK OTGWIHTPOBBIBAIOT M OYMILNAIOT
nepeKkprcTaI3anueil u3 stanona. Bexon 76%, T. mwi. 243-244 °C. Cnektp SIMP H, 5, M. 1. (J, T): 2.94 (3H, c,
CHs); 7.77 (1H, T, %) = 7.8, xunonuH H-6); 7.94 (1H, T, %) = 7.8, xunomuH H-7); 8.06 (1H, ¢, CH); 8.37 (1H, &, 31=7.8,
xunoiun H-5); 8.74 (1H, n, %) = 8.8, xunoaun H-8). Macc-crextp, m/z: 216 [M+H]". Haiineno, %: C 66.79; H 4.07; N
6.71. C;,HgNO;. Beruucneno, %: C 66.97; H 4.22; N 6.51.

2-Metuii-3-[(4-oxco-2-THoKCo-1,3-THa30auauH-5>-wiHAeH)MeTHII]-4-XHHOJIuH-KapOoHoBas kuciora (5). Cmech
2.2 v (10 mmoms) coemuuenus 3, 1.3 r (10 MMoip) pomanuHa 4 M 2 MJI TPUATHIAMHHA B 25 MIJI YKCYCHOW KHCIIOTBI
KATIATAT 2 9 ¢ 00paT-HBIM XOJIOMMIEHUKOM. OOpa30BaBIIMIACS NIPH OXJITXKACHUHU MPOAYKT OTQIIBTPOBBIBAIOT M MOCTE
BBICYIIMBAHMS Ha BO3JyXE OYMIIAIOT MEPEeKPUCTAILIM3ALUEH U3 YKCYCHOH KU-cIoThl. Beixon 76%, T. . 287-288 °C.
Macc-crextp, m/z: 331 [M + H]". Haiineno, %: C 54.79; H 3.07; N 8.31. Cy5H1gN,03S,. Brraucneno, %: C 54.53; H
3.05; N 8.48.

5-Metuii-1-okco-1H-Tuonupano([4,3-C]xunonun-3-kap6onosas kuciaora (6). Ilpubapnstor 3.3 r (10 mMmoib)
coenuHeHus 5 B pactBop 2.24 1 (40 mmoins) KOH B 50 M1 BoAb! ¥ KUTIATAT 3 4. PeaknimoHHYy10 cMech BEUIMBAIOT B 15 M
koHi. HCl u 75 r npaa. OOpa3oBaBIIHiics 0Cag0K OTGUIFTPOBBIBAIOT M OUHUINAIOT MEPEKPHUCTAIUIM3ANUEH U3 dTAHOIIA.
Brixox 69%, T. 1. 246-247 °C. Cnextp AMP 1H, o, M. 1. (J, I'm): 2.73 (3H, ¢, CHy); 7.56 (1H, T, %) = 7.8, xunomuu H-
6); 7.71 (1H, T, %) = 7.8, xunonuu H-7); 7.79 (1H, c, Tnomupan); 7.95 (1H, &, %) = 8.8, xunonun H-5); 8.69 (1H, x, 3=
7.8, xunonun H-8). Macc-cniektp, m/z: 272 [M + H]". Haiineno, %: C 62.09; H 3.09; N 5.11, S 11.67. C1,H,NO5S.
Brmawncaeno, %: C 61.98; H 3.34; N 5.16, S 11.82.
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