CHUHTE3
ME30UOHHBIX 1,2,4-TPUA30J10[4,3-a]INPUMHUINH-5-OHOB
M 3AMEIIEHHBIX ®OPMAMMWJINHOB HA OCHOBE
2-(5-AMHHO-1-R-1H-1,2,4-TPHA30JI-3-HI)AMUHOMETHUJIEH-MAJIOHATOB

Kuarwuesble cjoBa: aMuJMHBI, aMUHOMETUJIICHMAIOHATHI, Me30MOHHbIE 1,2,4-Tpu-a3ono[4,3-a|nupuMuaus-5S-
OHBI, ITUKJIM3AIHS.

lerepmizaMeriéHHbple aMIHOMETHIIEHMAJIOHATBI, TOJIy4aeMble KOHACHCa-IMeld aMWHOa30JioB C 2-
AIKOKCUMETHIICHMAJIOHATAMH, [IMPOKO HCIONB3YIOTCA IS CHHTe3a OHOJOTMYECKHM aKTHUBHBIX
azononupuMuIuHoB [1, 2]. OgHaKo LUK-TU3alMs TIeTepuI3aMeIlEHHbBIX aMHHOMETUIEHMAJIOHATOB B
a30JIOMMUPUMHIN-HBl 3a4acTyl0 MPOTEeKaeT JIMIIb MpHU BBICOKOW TeMIepaType WIH B YCIOBHUSIX
MHUKPOBOJTHOBOH akTuBanwH [ 1], 1160 Tpedyer mpuMeHeHus ClIeMalIbHBIX pe-areHToB [2]. B HacTosmen
paboTe MBI YCTaHOBMJIM, YTO HEMPOAOJDKUTEIFHOE HarpeBaHHE aMUHOMETHIICHManoHatoB 1a,b B aTaHose
B MPHUCYTCTBHU JTWJIaTa HATPHS MPUBOIUT K 0Opa30BaHUIO ME3OMOHHEBIX 1,2,4-Tpmazono[4,3-a]nupumu-
IUH-5-0HOB 2a,b ¢ BeIcOKUM BbIxoJoM. [Ipu HarpeBanuu coeanHeHU 1 ¢ TPETUYHBIMHU aTU(paTHUECKUMH
aMHHaMH peakuus He nmpoucxoaut. OIHaKO Ha-TpeBaHUe COCIMHEHHH 1 C MEePBUYHBIMU M BTOPHYHBIMU
anmnQaTHIeCKUMA aMH-HaMH B 3TAHOJIC WM alleTOHUTPHJIC TPHBOIUT K HYKJICOPIILHOMY 3aMelle-HUI0
MaJIOHOBOTO 3pHpa 1 00pa30BaHIIO aMUANHOB 3a—C C BEICOKAM BEIXO/IOM.
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1a,2a, 3 a,b R =Ph; 1b, 2b, 3¢ R = Bn; 3 a, ¢ R'R? = (CH,CH,),0; bR' = Bn, R”*=H

Crpoenne coequHeHHd 2 W 3 TIOATBEPXKACHO DIEMEHTHBIM aHAIU30M, MaccC-CIEKTPaMH,
KoppemsmonnsiMA criektpamu SIMP 'H-'H NOESY, 'H-"C HMBC u HSQC. Crextps SIMP 'H u "°C
coenmuHeHNH 2a,b aHAaNOTHYHBI CHEKTpaM APYTUX ME30MOHHBIX 2-3aMemIéHHBIX 3-ammuHo-2H-1,2.4-
TpHuazono[4,3-alnupu-muauH-5-o1oB [3]. CTpykTypa coeauHeHui 3 Takke OJHO3Ha4HO JokasaHa PCA
coeTMHEHMs 3a.

Cnextpsl SIMP 'H u "C 3amucansr ma mpu6ope Bruker Avance 600 (600 i 150 MI'L[ cOOTBETCTBEHHO) B
JAMCO-d¢, BuyTpennuii crannapt TMC. Macc-cniektpsl (V) nonmydensl Ha cnekrpomerpe Finnigan MAT Incos 50
C TIPSIMBIM BBOJIOM 00pa3iia B MOHHBIH HCTOYHUK M3ITy4EeHUs ¢ sHeprueit nonusamuu 70 3B.

3-AMHHO-5-0Kc0-2-peHnI-6-3Tokcukapoonna-SH-1,2,4-tpuazono[4,3-a|nupumu-qun-2-uii-8-ux~ (2a). K
pactBopy 0.14 r (6 mmons) Na B 5 mu Oe3BogHoro sranona gobasistor 0.69 r (2 mmonb) coenuHeHus la.
[onyuennyto cmech kumsatatT 20 MHUH, HeWTpanu3yoT mobaBieHueM AcOH, OXJaXTarOT W BBIMABIIMA OCAIOK
oThub-TpoBsBaIoT. Beixox 0.54 T (90%), T. mr. 275-276 °C (u3 cmecu AcOH—stanon). Criektp SIMP 'H, 8, m. 1.
(/, Tm): 1.23 (3H, T, J= 7.1, CH;); 4.14 (2H, x, J=7.1, CH,); 7.54-7.63 (5H, M, C¢Hs); 8.50 (1H, ¢, CH); 8.60 (2H,
¢, NH,). Crextp SIMP “C, 8, m. 1.: 14.45 (OCH,CH3), 58.98 (OCH,CHjy), 95.12 (C-6), 125.16, 129.62, 129.77,
134.40 (CgHs), 145.07 (C-3), 152.04 (C-8a), 157.60 (C-5), 162.72 (C-7), 164.90 (COOELt). Macc-cuextp, m/z (Lo,
%): 299 [M]" (8), 253 (100), 186 (27), 119 (16), 91 (29), 77 (78). Haiineno, %: C 55.86; H 4.76; N 23.11.
C4H3N5O;3. Beruucneno, %: C 56.18; H 4.38; N 23.40.

3-AMHnHO-2-0eH311-5-0KkCc0-6-3TOKCUKapOoHnI-SH-1,2,4-Tpuazono[4,3-a| nupu-MmuanH-2-nii-8-un (2b)
MONTy4aloT aHajJorugHo u3 coexuHeHus 1b. Beixon 0.49 1 (78%), 1. mur. 209-210 °C (w3 stanona). Crektp IMP 'H,
S, M. x. (J, Tm): 1.22 (3H, 1, J= 7.2, CH;); 4.12 (2H, x, J = 7.2, CH,); 5.23 (2H, ¢, CH,C4¢Hs); 7.32-7.38 (5H,
M, C¢Hs); 8.43 (1H, ¢, CH); 8.71 (2H, ¢, NH,). Macc-cniektp, m/z (I, %): 313 [M]" (4), 91 (100), 65 (20).
Haiineno, %: C 57.18; H 5.01; N 22.08. C;5H;5sN;sOs. Berancneno, %: C 57.50; H 4.83; N 22.35.

N3-[(E)-Mopq)omm-4-m1Memmmeﬂ]-l-q)emm-IH-l,2,4—Tpna30n-3,5-zmaMnﬂ (3a). Cmecp 0.69 T (2 MMOIB)
coenunenus 1a, 0.37 r (4.2 MMoib) MOpQONIHHA M 5 MIT alleTO-HUTPUIIA KUISITAT B TCUCHUE 5 9, 3aTEM OXJIaXIAIOT,



BBINABIINI OCamoK OTGUILTPOBEI-BalOT. Bexox 0.46 T (84%), 1. mn. 208-208.5 °C (u3 ameronutpuina). CriekTp
SAMP 'H, §, m. 1. (J, T): 3.42-3.61 (8H, M, 4CH,); 6.21 (2H, ¢, NH,); 7.25-7.53 (5H, m, C¢Hs); 8.26 (1H, ¢, CH).
Crextp SIMP C, 8, m. 1.: 42.52, 48.58, 65.44, 66.57, 121.68, 125.75, 129.16, 137.71, 153.59 (C-5 Tpuazoma),
155.03 (N-CH=N), 163.52 (C-3 Tpuasona). Macc-cuextp, m/z (Iym, %): 272 [M]" (100), 241 (25), 186 (17), 175
(17), 77 (27). Haiineno, %: C 57.35; H 5.94; N 30.88. C,3H,NO. Boruucneno, %: C 57.34; H 5.92; N 30.86.

N'-(5-Amuno-1-pennn-1H-1,2,4-tpuazon-3-mn)-N-6ensnanmugopopmamug (3b) mosnydaroT aHaJIOTUYHO U3
coenuuenus 1a u Gensunamuna. Boixox 0.47 r (80%), T. mr. 181182 °C (u3 aneronntpuna). Crekrp SIMP 'H, §,
M. 1. (J, I'n): 4.47 2H, n, J=5.7, CHy); 6.25 (2H, c, NH,); 7.23-7.52 (10H, m, 2C¢Hs); 7.81 (1H, m, NH); 8.37 (1H,
1, J=3.9, CH). Cuextp SIMP °C, &, m. 1.: 43.44 (CH,), 121.64, 125.68, 126.76, 127.35, 128.23, 129.14, 137.76,
139.05 (apom.), 153.36 (N-CH=N), 153.55 (C-5 Tpuazomna), 163.99 (C-3 tpuazona). Macc-cuextp, m/z (1o, %0): 292
M (8), 175 (49), 133 (35), 119 (32), 106 (35), 91 (100), 77 (81). Haitneno, %: C 65.48; H 5.50; N 29.02.
Ci6H¢Ns. Beraucneno, %: C 65.74; H 5.52; N 28.75.

1-BeH3I/lJ1-N3-[(E)-Mopd)O.I]]/IH-4-I/l.I]MeT]/IJII/l)j[eH]-lH-l,2,4-Tpl/la30JI-3,5-lI]/IaMI/lH (3¢) momy4aroT aHaAJIOTHUYHO
n3 coequHeHus 2a u MopdonuHa. Beixon 0.42 1 (74%), T. . 206-208 °C (u3 aneronutpuia). Criexrp SIMP 'H, 8,
M. 1.: 3.38-3.57 (8H, m, 4CH;); 4.97 (2H, ¢, CH,C¢Hs); 6.17 (2H, ¢, NH,); 7.17-7.32 (5H, m, C¢Hs); 8.17 (1H, ¢,
CH). Macc-criektp, n/z (Iym, %): 286 [M]" (17), 125 (92), 91 (99), 65 (34), 54 (100). Haitnero, %: C 58.49; H 6.51;
N 29.37. C14HsN4O. Beruncneno, %: C 58.73; H 6.34; N 29.35.

Paboma evinonnena npu gpunancosoil nodoepacke PedeparvHozo azenm-cmea no obpazosanuio PO ¢
pamkax PLII "Hayynvle u nayuno-nedazozuye-ckue kaopwvl unHosayuonnol Poccuu", koumpaxm 11302,
npoexm HK-10911/2.
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