IIHCbMA B PEJAKLHIO

CHUHTE3 HOBOM TI'ETEPOLIMKJIUYECKOM CUCTEMBI —
[1,2,3] TPHA30.10[4',5'":4,5]IIAPUMHUIO][1,6-a] BEH3UMHUJIA30JIA

KaoueBble  caoBa:  asuael,  OCH3UMHUIA30I, [1,2,3]rpuazomo[4',5":4,5 lnupumumo-[1,6-a]6eHzumMumazo,
reTePOLUKIN3AIINS, IUKIONPHUCOSANHEHHUE.

IIpon3BoaHBIE OEH3MMIIa301a HCITONB3YIOT B MEAUIIMHE KaK MIPOTHBOS3BEH-HBIE, aHTUTUIIEPTOHNYECKHE,
aHTUBHPYCHBIE, TPOTHBOTPUOKOBBIE, IPOTUBO-OMYXOJEBbIE, AHTUTHCTAMHHHBIE W TPOTHUBOTJIMCTHBIC
cpeactBa [1-3]. buono-ruueckyro aKTHUBHOCTb MPOSBIAIOT TaKKe MPOU3BOIHBIE uMHIa30[1,2-ajnupu-
muauHa [4-9] u Tpuazono[4,5-d]nupumunnna [10-16]. B HacTosmiei paboTe MpemToxKeH yIOOHbBIH METO.
CHHTE3a HOBOW monmsaepHod cucteMmbl — [1,2,3]rpu-azono[4',5"4,5mupumuso[l,6-a]6en3nmugazona, B
KOTOPO# COYETAIOTCsl yIO-MAHYThIe (ParMeHTHI.

H3BecTHO, YTO TpU IMKIIONpUCOoeAMHEHNH apuia3uaoB k CH-kucnoram oOpasyroTes mpousBoaueie 1H-
1,2,3-tpuazona [17]. OaHako peakiuy a3uaoB ¢ METHICHAKTUBHBIMEA HUTPUIIAMU M3y4CHBI HEJOCTATOYHO.
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Msr nonaranu, yto 1H-0en3umunazon-2-nnanerorutpus 1 OyAer pearupo-BaTh CTOJNb XK€ JIETKO, Kak U
aHaJOTMYHbIN 1,3-0eH30THAa30M-2-MIaleTOHUTPHI (JUIMTETLHOCTh PEakuu 1—2 MWH, BBIXOABI TPHA30JI0B —
oonee 80%).

OnHako, KaK MOKa3aJiy OIBITHL, B peakiuy HUTpuia 1 ¢ apunasugaMu 2 BBIXOJbI coenuHeHunid 33,0 Opum
ke (52 m 68%), mpudueM peaknus IIHIach JOJbIIE W TpeOoBama AOMONHUTEIHLHOTO ASKBHBAJICHTA
OCHOBaHUS. JTO MOXKET OBITH CIEICTBHEM CTa0MIN3aui KapOaHnoHa 1 3a c4eT BO3MOXKHOM eTOKaTH3aIul
3apsja c ydacTheM aroma aszora B |H-OeH3umuga3oinbHON cucTeMe M NPOTEKaHWs KOHKYPUPYIOIINX
peaKkuu.

Hamnume B coenmuenusx 3 aByx HykineopuibHbIX 1eHTpoB (NH, m NH) moxHO ucmons3oBath Iuis
(dopMupoBaHHs HOBOTO IMKIa. Hamu yCTaHOBIICHO, YTO INpU B3aUMOJCHCTBUH aMHUHOTpPHA30JIoB 3a,b ¢
OPTOSTHI(POPMHUATOM J0-BOJILHO JIETKO 3aMBIKAeTCs NUPUMHUIMHOBBIA K. [Ipu sTOoM mpoxmyktsl 4a,b
MOJYYEHBI ¢ XOPOIIMMH BBIXOJJAMH, HECMOTPSI Ha HEBBICOKYIO PEaKIMOHHYIO CHOCOOHOCTh aMUHOTPYIIIIHL,
JI€3aKTUBUPOBAHHON  3JEKTPOHOAKLENTOPHBIM  BIMSHHEM  TPUA30JbHOTO  KOJbLIA.  AHaJIOTHYHBIE
4-(tnazonui/6ensruazonun)-1l-apun-1H-1,2,3-tpuazon-5-unamunsl 1 Metun S-amuHo-1-apuin-1H-1,2,3-tpu-
a3011-4-kapOOKCHIIATBl B YKCYCHOMW KHCIIOTE C OPTOATWI(QOPMHUATOM HE pearu-pyror. BeposrtHo, B ciydae



obpaszoBanMs coemuHeHuii 4a,b peaxiys HauM-HAaeTCS C aTak¥ OPTOITHI(OPMHATA IO aTOMy a30Ta B
OCeH3MMIIa30JIbHOM (pparMeHTe, a MoClIeAyIolee B3aNMOIEHCTBHE /lyKTa ¢ aMUHOTPYTINOI B TPHA30JIbHOM
IUKJIC IPUBOJIUT K 0OPa30BaHUIO ApOMATUICCKON CUCTEMBI.

Takum o0pa3zom, pa3paObOTaHHBIN MMOAX0]] OTKPHIBAET BO3MOXKHOCTH JIJIsl CHHTE3a MPEICTaBUTENICH HOBOM
reTeponmkiIndeckoi cuctemol — [1,2,3]tpu-azomno[4',5":4,5|mupumuno[1,6-a]0eH3UMUAA30JI0B — TyTEM
BapbUPOBaHM 3aMecTUTENeH B azuaax 2, 1H-0ensumuaasone u oproddupe.

Crexrpsl SIMP 'H 3amicanst va npu6ope Varian Unity +400 (400 MI'n) 8 JIMCO-ds, BryTpennmuii crangapr TMC.
Macc-creKTpsI ToNTy4eHbl Ha XpoMaTo-macc-criekTpo-merpe Agilent 1100 LC/MSD ¢ xuMHYecKOH HOHU3AIHEH.

4-(1H-Bensumuna3zon-2-uin)-1-(4-opompennn)-1H-1,2,3-rpuazon-5-unamun (3a). K pacteopy merunara Hatpus,
npurotoBiaeHHoro u3 0.5 T HaTpusa u 20 M3 MeTaHONA, MPUOABIAIOT MPH MHTEHCUBHOM repeMermmBanuu 1.57 r (0.01
Monb) 1H-6emsmmup-azon-2-mmaneronntpmwia 1 m 0.01 moms apmnasmpma 2a. [lepememmBaroT mpW KOMHATHOH
TeMneparype 1o oOpa3zoBaHus ocaaka. OcaloK OT(QHIBTPOBHIBAIOT M OYHUINAIOT INEpe-KPUCTANIM3ALUEH M3 CMECH
staHo—/IM®A. Bexon 52%. T. . 237-238 °C. Crextp AMP 1H, S, m. n. (J, T'm): 6.71 (2H, ¢, NH,); 7.10-7.13 (2H,
M, Hgim-6,5); 7.44-7.47 (1H, m, Hgijn-4); 7.54-7.56 (1H, m, Hgin-7); 7.67 (2H, 1, J = 8.8, Ha-3,5); 7.77 (2H, 1, J = 8.8,
Har-2,6); 12.83 (1H, ¢, Hgjp-1). Macc-cniektp, m/z: 356 [M + H]". Haiineno, %: C 50.64; H 3.22; N 23.48. Cy5H;;BrNs.
Beruncneno, %: C 50.72; H 3.12; N 23.66.

4-(1H-Bensumunazon-2-un)-1-(4-uurpodenni)-1H-1,2,3-rpuazon-5-unamun  (3b) cuHTE3UPYIOT aHATOTHYHO C
HCTIOIB30BaHHeM 4-Hurpodenmasima 2b. Beixox 68%. T. mr. >300 °C. Crnektp SIMP 'H, &, m. . (J, T'): 6.99 (2H, c,
NHy); 7.10-7.17 (2H, ™, Hgin-6,5); 7.50-7.55 (2H, M, Hgin-4,7); 8.05 (2H, 1, J = 8.8, Ha-2,6); 8.46 (2H, 0, J =8.8,
Ha-3,5). Macc-cextp, m/z: 322 [M + H]". Haiineno, %: C 55.89; H 3.56; N 30.47. Ci5H1;N;O,. Brruucneno, %: C
56.07; H 3.45; N 30.52.

3-(4-bpom¢pennn)-3H-[1,2,3] Tpuazono[4',5":4,5|nupumuno[1,6-a]oensumun-azon (4a). K cycnensun 50
MMOJIb COCIMHEHHs 3 B 25 M aTHiopTohopMHUaTa NMpu-0aBIsIOT NpH nepeMemuBanud 40 MJI YKCYCHOM KHCIOTBHI U
0.2 r Tonyoncymnbho-kucnotsl. Harpepator 4 4 pu 95-100 °C; mpu 3TOoM 00pasyercst ocagok. OXIaxIaroT cCMeCh 10
KOMHATHOU TemriepaTypbl. Ocagok oTGUIFTPOBRIBAIOT M OYHIIAIOT Hepe-KpHUcTauIH3anueil u3 cmecu 3taHoa—/IM®DA.
Brixon 80%. T. mn. >300 °C. Cnekrp SAMP 1H, o, ™. 1. (J, I'm): 7.54 (1H, 1, J = 8.0, Hgin-9); 7.62 (1H, T, J = 8.0, Hgjm-
8); 7.89 (2H, 1, J = 8.8, Ha-3,5); 7.95 (1H, n, J=8.0, Hgi-7); 8.17 (2H, n, J =8.8,

Ha-2,6); 8.45 (1H, n, J = 8.0, Hgim-10); 10.03 (1H, ¢, Hpy-5). Macc-criektp, m/z: 366 [M + H]". Haiineno, %: C 52.47;
H 2.40; N 23.13. C1¢HgBrNg. Brruncneno, %: C 52.62; H 2.48; N 23.01.

3-(4-Hurpodenunn)-3H-[1,2,3]rpuazono[4',5":4,5|nupumuio[1,6-a]6ensumua-azon  (4b) CHUHTE3UPYIOT
ananormano. Beixon 88%. T. mt. >300 °C. Crekrp SIMP 'H, 8, m. 1. (J, Tw): 7.58 (1H, 1, J = 8.0, Hgin-9); 7.65 (1H, T,
J=8.0, Hgim-8); 7.99 (1H, x, J = 8.0, Hgin-7); 8.49 (1H, x, J = 8.0, Hgin-10); 8.58 (4H, m. ¢, CsH,); 10.07 (1H, ¢, Hpy,-
5). Macc-cniektp, m/z: 332 [M + H]". Haiineno, %: C 57.90; H 2.53; N 29.47. CysHgN;O,. Brruncneno, %: C 58.01; H
2.74; N 29.60.
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