PELUKJIU3ALMSA 2-(2,5-IMOKCONUPPOJININH-1-M)I'YAHUJUHA
MOJ AEACTBUEM AJIMP®ATUYECKUX AMUHOB —
HOBBIIl METOJ] CHHTE3A AMHJ/IOB
3-(5-AMHMHO-1H-1,2,4-TPUA30J1-3-UJ)[IPONTAHOBOI KHUCJIOTbI

KaroueBsbie ciioBa: amunel, aMuHbl, 3-(5-amuHo-1H-1,2,4-Tprnazon-3-un)nponano-
Bas KUCNIOTA, 2-(2,5-AMOKCOMPPOTUANH- | -FIT)TyaHUIWH, PEIIHKITA3AIIHS.

Panee coobmranock [1], uro ruapoxnopun 2-(2,5-TMOKCOMUPPOTUANH- 1 -1T)-
ryanuguaa (1), momydaemblil CIJIaBICHHEM THAPOXJIOpUAA aMHHOTYaHU-
IuHA (2) C aHTUAPHUIOM SHTAPHOM KHUCIIOTHI, IPY HAarpeBaHUU B BOIHO-ILENOY-
HOM pacTBOpe meperpynmnupoBsiBaercss B 3-(5-ammuo-1H-1,2,4-tpuazon-3-
WI)IPONIAaHOBYIO KHCIIOTY.
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B Hacrosieii paboTe Mbl yCTaHOBHIIH, YTO JCHCTBUE CITa0BIX OCHOBAHMIA Ha
coequaeHre 1 mpuBoauT K 00pa3oBaHHI0 CBOOOAHOTO 2-(2,5-THOKCOMUPPOITH-
nmuH-1-wn)ryaaunuaa (3). Coenunenne 3 mpu HarpeBaHUM C anupaTHICCKUMU
amuHamu B JIM®DA moasepraercs peluKIM3aii U ¢ BEICOKUM BBIXOJIOM 00Opa-
3yer amuasl 3-(5-amuHo-1H-1,2,4-Tpua3on-3-min)nponaHoBoil KUCIOTH 4a—e.
[peamonaraemplii MexaHW3M BKIIOYAaeT HYKICOQHIBHYIO aTaKy aMHHA II0
KapOOHWJIBHOW TpyIIe, pacKpbITHE MHPPOTUANH-2,5-THOHOBOTO (parMeHTa C
o0Opa3oBaHMEM TyaHWITHApa3uaa A U ero MNOCIEeIyIOMYI LUKIN3AIHIo B
TpHuason 4.
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4aR=iPr,R'=H,bR=Bn,R'=H, ¢ R+R' = (CH,),, d R+R' = (CH,CH,),0,
e R+R! = (CH,),

Crnextps SIMP 'H u "*C 3anmcansr ma npuope Varian Unity-300 (300 u 75 MI'y
coorBercTBeHHO) B JIMCO-d¢, BHyTpenHuii cranmapt TMC. Macc-ciiektpsl (V)
monmy4yeHsl Ha crekrpoMeTpe Finnigan MAT Incos 50 ¢ mpsiMbiM BBOmOM oOpasiia B
MOHHBIA UCTOYHUK U3TY4YEHHUS ¢ dHeprueit nonmsanuu 70 3B.

2-(2,5-Inokconuppoauan-1-m)ryanuaun (3). K pacrsopy 6 r (31 mMmob)
coequnenus 1 B 9 mu Boxbl mpubaistor 2.62 1 (31 mmons) NaHCO; mpu 50-60 °C u
nepemMenIiBaHuy. BrinaBiimii ocaok oTGuIbTpOBBIBAIOT U IIPOMBIBAIOT BO/IOH. Brixoa
4.11 r (85%), 1. . > 310 °C. Crektp IMP 'H, 8, m. 1.: 2.50 (4H, c, 2CH,); 5.23 (2H,
¢, NH,); 5.57 (2H, ¢, NH,). Crektp SIMP °C, &, M. 1.: 26.90 (2CH,), 160.03, 175.64
(2CO). Macc-cnektp, m/z (Iym, %): 156 [M]" (76), 114 (82), 101 (23), 85 (29),
43 (100). Haitneno, %: C 38.72; H 5.12; N 36.11. CsHgN4O,. Beruucneno, %: C 38.46;
H 5.16; N 35.88.

Cunte3 coennHenuii 4a—e (oOmas wmeromuka). Cmecr 0.8 r (5.1 ™MMmoub)
coeauHenus 3, 10.2 mmons anudarndeckoro amuna u 1 mir IM®A Harpesarot 2 4 rpu
130-140 °C u nepememmBaHuy (CHHTE3 COCTUHEHHI 4a,c TPOBOAAT B 3aNasHHONW aM-
myJie). 3aTeM PeaKIMOHHYIO0 CMECh OXJIAKIAIOT, MPUOABIIAIOT 5 M1 OCSH30J1a, BBITABIIHIA
0CaZioK OT(QUIBTPOBBIBAIOT U NTEPEKPHUCTAIIIU30BIBAIOT.

3-(5-Amuno-1H-1,2,4-Tpua3os-3-ui)-N-uzo-nponuanponanamua (4a). Beixon
0.8 1 (79%), T. 1. 209-210 °C (u3 Bozsl). Criektp AMP 'H, 8, m. 1. (J, T'm): 1.01 (6H,
1, J=6.6, 2CH3); 2.19-2.33 (2H, M, CH,); 2.56-2.60 (2H, m, CH,); 3.76-3.80 (1H, m,
CH); 5.73 (2H, ym. ¢, NH,); 7.68 (1H, 1, J = 7.2, NH); 11.54 (1H, ym. ¢, NH). Macc-
ciextp, m/z (Iom, %): 197 [M]" (9), 111 (100), 58 (25), 43 (62). Haitneno, %: C 48.03;
H 7.59; N 35.23. CgH;5N;O. Boruncneno, %: C 48.72; H 7.67; N 35.51.

3-(5-Amuno-1H-1,2,4-tpua3on-3-uwi)-N-oen3unnponanamus (4b). Bexon 1.13 ¢
(90%), T. 1. 208-209 °C (u3 sranona). Cuekrp AMP 'H, &, m. 1. (J, I'm): 2.59-2.65
(4H, m, 2CH,); 4.25 (2H, n, J = 5.4, CHy); 5.77 (2H, yw. ¢, NH,); 7.22-7.36 (5H, m,
Cg¢Hs); 8.36 (1H, ymr. ¢, NH); 11.56 (1H, ymr. ¢, NH). Macc-cnektp, m/z (Iyw, %):
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245 [M]" (20), 111 (100), 106 (30), 91 (48), 77 (8), 43 (20). Haitneno, %: C 58.88;
H 6.30; N 28.78. C{,H;5NsO. Boruncineno, %: C 58.76; H 6.16; N 28.55.

3-(5-Amuno-1H-1,2,4-tpua3zon-3-ui)-1-(nuppoanaun-1-ua)nponan-1-on (4c).
Beixon 0.99 r (92%), T. 1. 183—184 °C (u3 sranona). Criektp SIMP 'H, 8, m. x1. (J, I'):
1.71-1.83 (4H, M, 2CH,); 2.53-2.61 (4H, M, 2CH,); 3.25 (2H, 1, J = 6.8, CH,); 3.38
(2H, 1, J = 6.8, CH,); 5.60 (2H, ym. ¢, NH,); 11.60 (1H, yur. ¢, NH). Macc-crnektp,
m/z (Lo, %): 209 [M]" (10), 111 (100), 70 (23), 43 (29). Haitneno, %: C 52.00; H 7.19;
N 33.41. CyH;5N5O. Beruucieno, %: C 51.66; H 7.23; N 33.47.

3-(5-Amuno-1H-1,2,4-tpua3zon-3-uia)-1-(moppoaunn-4-un)nponan-1-on  (4d).
Beixo 0.92 r (80%), T. . 177-179 °C (u3 2-npomnanomna). Crexktp SIMP 'H, &, m. 1.:
2.61-2.66 (4H, m, 2CH,); 3.41-3.44 (4H, M, 2CH,); 3.51-3.55 (4H, M, 2CH,); 5.73
(2H, yur. ¢, NH,); 11.54 (1H, yur. ¢, NH). Macc-cniektp, m/z (I, %): 225 M]" (11),
139 (12) 111 (100). Haiigeno, %: C 48.21; H 6.51; N 30.82. CoH;sNsO,.
Brruucneno, %: C 47.99; H 6.71; N 31.09.

1-(Azenan-1-ua)-3-(5-amuno-1H-1,2,4-Tpua3on-3-ua)nponan-1-on (4e). Boixon
1.08 r (89%), T. . 147-148 °C (u3 aneronutprna). Crextp SIMP 'H, 8, . 1.: 1.45-1.49
(4H, M, 2CH,); 1.55-1.60 (2H, M, CH,); 1.63-1.67 (2H, M, CH,); 2.59-2.66 (4H, ™,
2CH,); 3.38-3.43 (4H, M, 2CH,); 5.66 (2H, ym1. ¢, NH,); 11.60 (1H, ym. ¢, NH). Macc-
ciextp, m/z (Iyy %): 237 [M]" (13), 139 (10), 111 (100), 98 (24), 43 (14).
Haiineno, %: C 55.82; H 8.20; N 29.67. C;;H9N;sO. Brruucneno, %: C 55.68; H 8.07;
N 29.51.

Paboma evinonnena npu ghunancosoii noodepocke Dedepanvrozo azeHm-
cmea no obpazosanuro PO 6 pamxax @Il "Hayunvie u nayumno-nedaco-
euyeckue Kaopel unnosayuounot Poccuu", xomwmpaxm [11472, npoexm
HK-18611/3.
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