CHUHTE3 U NEPETPYNIIUPOBKA COJIEN
3-AMHHO-2-BEH3WJI([1,2,4] TPHA30.10[4,3-a] TAPUMUTUHUS

KioueBbie ciosa: [1,2,4]tpuazono[4,3-a]nupumununsl, [1,2,4]tpuasono[1,5-a]nupu-
MUJIMHBI, TeOCH3WINPOBAHUE, IEPerpynmupoBka JluMpora.

Panee ObUIO TmOKa3zaHO, YTO B3aMMoJEWCTBUE mepxiopata 1-dennn|l1,2,4]-
Tpuazon-3,5-muamuna ¢ 1,3-nukeronamu win 1,1,3,3-TeTpa’sTOKCUTIPOIIAHOM TIPH-
BOJIUT K 00pa30BaHUIO MepxXiiopaToB 2-amuHo-1-¢ennn| 1,2,4|rpuazono[ 1,5-a|nupu-
vuauaus [1]. [lo MHeHHIO aBTOpOB [1], 3TH cOoenMHEHHUS SBIAIOTCS MPOTYyKTAMU
neperpynnupoBky JumpoTra mepBoHadaipHO oOpasyrommxcs [4,3-a]-n3omepos,
BBIJIEJIUTH KOTOPHIE HE yAaJIOCh.

Hamm ycraHOBnEeHO, YTO TpPH HENPONOLKUTEIHHOM HarpeBaHWd 1-OeH3umil-
[1,2,4]rpuazon-3,5-muamuna (1) ¢ 1,3-aukeronamu 2a,b wim 1,1,3,3-Terpamerokcu-
npornanoM (2¢) B atanone B npucytctBun HCl o6pasyrorest xmopunsl 2-R-3-amuHo-
[1,2,4]rpuazono[4,3-a|mupumunuaust 3a—c, T. €. KOHACHCAIHS MTPOTEKAeT aHATIOTUIHO
peakiuy 1-3ameménnbix [ 1,2,4]rprazon-3,5-muamMuHoB ¢ B-ketoadupamu [2].
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CrpoeHne coequHEHHH 3a—C¢ TOATBEPKIEHO CIEKTPAIFHBIMA METOJaMH,
Brurrouas crekTpel NOESY coenunenunii 3a,¢, B KOTOPBIX HAOIIOMAIOTCS KOPPEIIs-
[IUOHHBIE THKHW MPOTOHOB AMHUHOTPYIIIBI C CHUTHAJAMH TPOTOHOB KaK TPYTIITHI
CH,Ph, Ttak u 3aMecTuTesd B IOJOXXEHHH 5. 3HAYeHUS XUMHUYECKMX CIBHUIOB
atomoB C-3 m C-8a coemmnenmii 3a—¢ (OTHECEHHWE CHUTHAJIOB BBITIONHEHO C
nmomomneo ciektpoB HSQC u HMBC) 6iM3ky aHaIOTHIHBIM CHTHAIAM B CITCKT-
pax Me30uoHHBIX 2-R-3-amun0[ 1,2,4]Tprazono[4,3-a JmupuMuauH-5-0HoB [2, 3].

[Ipu gyMTeT HOM KUTITIYCHHHM PAacTBOPOB cojied 3a—¢ B 3TaHONIE OOpa3yroOTCS
2-amuHO[ 1,2,4]Tprazomno[1,5-ajmupumunuast 4a—c. Takum oOpa3oM, B OTIUYHE OT
ME30MOHHBIX TPHA30JIOMUPUMHUINH-5-0HOB, KOTOPBIE IEPErPyIITUPOBHIBAIOTCS B 1-
R-3-amuno[1,2,4]rpuazono[4,3-a|nupumMunnH-5-0861 [2], coequHeHUs 3a—c TIpe-
TEpIIeBalOT MEPEerpyNIUpPOBKy JMMpoTa C OTHIeIUIEHHEeM OEH3WIBLHOW TPYMIBI B
MATKUX ycIoBHsX. C TIOMOIIBIO Ta30BOM XpOMaTO-Macc-CIEKTPOMETPUH YCTaHOB-
JIEHO, YTO OCH3WJIbHAS TpyMIa OTHICIUIICTCS B GopMe OCH3MIXIOPHAA, KOTOPBIMA
MOCTENEHHO TOJBEPTaeTCs COTBBOIU3Y.

CpoiicTBa coennHeHnH 4a—C HWISHTUYHBI ONHMCAaHHBIM B JUTeparype [4—6], nx
CTPOCHHE TaKXKe IMOATBEPXKIACHO BCTPEUYHBIM CHHTE30M u3 [1,2,4]tpmazon-3,5-mu-
aMUHa ¥ COCTUHEHUHN 2a—C 110 M3BECTHOH MeTomuke [4].
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[IpencraBneHHbIe Pe3yabTaTHl U JAHHBIC OMYOIMKOBAHHBIX Pa0OT IMOKA3BIBAIOT,
YTO MEePBUYHAS HAMIPABICHHOCTh NUKJIOKOHIEH AN | -3ameménnbIX [1,2,4]tpuazon-
3,5-mMaMUHOB ¢ pa3IMIHBIME 1,3-IMKapOOHMIHFHBIME COSTUHEHHUSAMH, TIO-BHIAMOMY,
OJIMHAaKOBa — 00pasyroTcs 2-3ameménnbpie 3-amuHo[ 1,2,4]rpuazono[4,3-a|nuprumu-
nuabl. OTHAKO HAMPaBICHHOCTH MOCICAYIONUX PEIUKIIA3AINN ITHX COCAMHCHHMA
CYIIECTBEHHO 3aBHCHT OT OCOOCHHOCTEH MX CTPOCHHUS.

Crextpsl SIMP 'H u °C 3anucans! na npuGope Bruker Avance 600 (600 u 150 MI'u
cootBercTBeHHO) B IMCO-ds, BHyTpenuuit crangapr TMC. Macc-criektps! (Y, 70 3B)
3aperucTpupoBansbl Ha criektpomerpe Finnigan MAT Incos 50 ¢ npsimbiM BBOJIOM 00pasia
B MIOHHBIM MCTOYHUK M3Jy4eHHs. ['a30ByI0 XpoMaTo-Macc-CleKTPOMETPHIO OCYIECTRIISIIN
Ha Ta3oBoM xpomarorpade Agilent 7890A, cHaOXEHHOM Macc-CeNEKTUBHBIM JIETEKTOPOM
Agilent 5975C (3Y, 70 »B) n xanmmuispHoi komonkoir HP-5MS. DnementHbii aHamm3
npoBenéH Ha aHanuzarope Perkin Elmer 2400. Temneparypsl muiaBieHus OnpenesieHbl B
3amasiHHBIX Kamwusipax Ha npudope T1TTI.

Ionyuyenne coenunenuii 3a—c (obmas meromuka). K pactBopy 539 mr (2.85 mmonsb)
coequHeHnss 1 u 3.71 mmonp coemuuennst 2a—¢ B 2 mu EtOH mnpubasmstor 390 mr
(3.71 mmome) 36% HCI B 1 mit EtOH, nomydenHyro cMech KUIATAT B Tedenue 30 MuH, 3aTeM
oxyaxxnarot 10 0—5 °C, BBIMaBIIMA 0CaI0K OT(QHIETPOBBIBAIOT U KpUCTAIUTU3YIOT 13 MeCN.

Xnopua 3-amuno-2-0eH3uW1-5,7-numetni|1,2,4] tpuasono|4,3-a|nupumuaun-2-us (3a).
Brixon 297 mr (36%), GecupeTrble mpusmsl, T. 1. 215-217 °C. Crekrp SIMP 'H, 8, M. 1.:
2.45 (3H, ¢, CHa3); 2.83 (3H, ¢, CH3); 5.64 (2H, ¢, CH,); 6.82 (1H, c, H-6); 7.34-7.45 (5H,
M, H Ph); 8.82 (2H, ¢, NH,). Crextp SIMP "°C, §, m. 1.: 18.2 (5-CH3); 25.0 (7-CHs); 51.1
(CHp); 111.8 (C-6); 128.2, 128.4, 128.6, 134.4 (C Ph); 144.3 (C-3); 146.2 (C-5); 147.9
(C-8a); 169.9 (C-7). Macc-cniektp, m/z (Iym, %): 254 [M—CI1]" (6), 253 [M-HCI]" (36), 162
(11), 107 (100), 91 (58), 67 (55), 65 (32), 36 (30). Haiineno, %: C 58.31; H 5.41; N 23.89.
C4H;cCINs. Brruucaeno, %: C 58.03; H 5.57; N 24.17.

Xuopun 3-aMHHO-2-0eH3WI-5,7-TuMeTHI-6-x510p0[1,2,4] Tpua3ono[4,3-a|nupumu-
nun-2-us (3b). Bexox 286 mr (31%), OecuBeTHbIe mpu3Mel, T. L. 211-214 °C. Crektp
SIMP 'H, §, m. 1.: 2.56 (3H, ¢, CH3); 2.99 (3H, ¢, CH3); 5.74 (2H, ¢, CH,); 7.32-7.47 (5H,
M, H Ph); 9.24 (2H, ¢, NH,). Crextp SIMP “°C, §, m. 1.: 15.9 (5-CH3); 24.8 (7-CH3); 51.3
(CHp); 118.2 (C-6); 128.2, 128.3, 128.5, 134.0 (C Ph); 143.2 (C-5); 144.4 (C-3); 145.5
(C-8a); 166.9 (C-7). Macc-cniektp, m/z (Iom, %): 289 [M—CI1]" (6), 287 [M—HCI]" (18), 141
(50), 91 (100), 67 (40), 36 (30). Haiineno, %: C 52.08; H 4.53; N 21.47. C4H;5CIL,N;.
Brruucneno, %: C 51.86; H 4.66; N 21.60.

Xuopua 3-amuno-2-6en3ui|1,2,4]tpuazonol4,3-ajnupumuaun-2-us (3c). Beixon 330
Mr (44%), GecrseTHbIe Tpu3MEL, T. T 206207 °C. Cnextp SAMP 'H, 8, M. 1.0 5.59 (2H, c,
CH,); 7.14-7.16 (1H, m, H-6); 7.33-7.46 (5H, m, H Ph); 8.78-8.79 (1H, M, H-7); 9.28-9.29
(1H, m, H-5); 10.03 (2H, ¢, NH,). Crextp SIMP “C, &, m. 1.: 51.2 (CH,); 110.2 (C-6);
128.2, 128.3, 128.5 (C Ph); 133.7 (C-5); 134.0 (C Ph); 143.7 (C-3); 146.4 (C-8a); 160.4
(C-7). Macc-cniektp, m/z (Iym, %): 226 [M=CI]" (1), 225 [M-HCI]" (20), 91 (100), 79 (38), 65
(37), 53 (28), 36 (23). Haiigeno, %: C 55.32; H 4.53; N 26.49. CH,CIN;.
Brruucneno, %: C 55.07; H 4.62; N 26.76.

IHoayuenue coenunenuii 4a—c (obmas meronmka). Pacteop 1.15 MMone coenuHeHUs
3a—c B 3 mun EtOH xumsarsat B TeueHue 48 4, 3aTeM OXJIAXJAIOT, BBIMABIIMNA OCAJI0K
OT(UIBTPOBBIBAIOT M KPUCTAILTU3YIOT.

5,7-Aumetni[1,2,4] tpuazosio[1,5-alnupumuaun-2-amun (4a). Beixon 244 mr (84%),
T. 1. 354-357 °C (AM®DPA-EtOH) (1. 1. 355-357 °C [4]). BemecTBo He naér nenpeccuu
TEMITEpaTypbl IJIaBJICHUS B MPOOE CMEMeHus ¢ 00pa3oM, MOJTyUYeHHBIM IT0 MeToauKe [4].
Cnextp IMP 'H 8, m. 1.: 2.45 (3H, ¢, CH;); 2.52 (3H, ¢, CHs); 6.22 (2H, ¢, NH,); 6.80
(1H, ¢, H-6). Criextp SIMP "°C, 8, m. 1.: 16.6 (CH3); 24.1 (CH;); 108.1 (C-6); 144.6 (C-7);
161.0 (C-3a); 166.9 (C-2,5). Macc-ciektp, m/z (Iym, %): 163 [M]" (100), 124 (17), 108
(11), 67 (10), 39 (14).
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5,7-Tumetnii-6-xsio0po[1,2,4] rpuasoJio[1,5-a|nupumuaun-2-amun (4b). Berxog 180 mr
(79%), 1. 1. 328 °C (c pasn., IMDA-EtOH). BemectBo He na€t aenpeccuu Temrepa-
TYpHI IJIaBJICHUS B Ipo0e cMemeHus ¢ o0pasloM, MoJydeHHBIM KoHJeHcanwmeit [1,2,4]-
Tpuason-3,5-mmamuHa ¢ coeauHernem 2b B AcOH mo meronmke [4]. Crektp SIMP 'H,
o, M. 1.: 2.54 (3H, ¢, CH3); 2.70 (3H, ¢, CH;); 6.31 (2H, ¢, NH,). Macc-criektp, m/z (I, %):
197 [M]" (100), 142 (10), 124 (12), 65 (9). Haiimeno, %: C 42.21; H3.91; N 35.19.
C;HgCIN;s. Boruucneno, %: C 42.54; H 4.08; N 35.44.

[1,2,4] Tpuasouo[1,5-almupumuaun-2-amun (4¢). Boeixog 70 mr (45%), T. 11 205—
206 °C (EtOH) (r. 1. 202-203 °C (BuOH) [5]). Y® u SIMP 'H CHeKTpsl HICHTHUHBI
ONHMCAHHBIM B paboTax [5, 6]. Macc-criektp, m/z (Lo, %): 135 [M]" (100), 95 (6), 80 (7), 68
(5),53(22), 39 (10).

Paboma evinonnena npu gpunancosoii noooepoicke Munucmepcmea o06paszo-
sanus u Hayku P® ¢ pamxax @LII "Hayunvle u Hayuno-nedazocuyecKkue Kaopol
unnosayuonnou Poccuu" (kommpaxm I11297, npoexm HK-65611).
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