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CUHTES3 [1,2,3]TPUA30JI0[1,5-a] IAPASUHUI-3-OJIATOB

[Toxazano, uro 4-xapbamomnn-3-rmanomMeTni-1,2,3-Tpua3onnuii-5-01aThl TUKIUIYIOTCS
MoJa JEWCTBHEM OJTWaTa HATpUsl B I[BUTTEP-HOHHBIE 6-aMUHO-4-0KCO-4,5-AUTHIpO-
2H-1,2,3-tpuazono[ 1,5-anupazunnii-3-onarel. B oriamume or  4-xapbamown-3-uuaHo-
Metui-1,2,3-tpuasonuii-5-01aToB, 4-kapbamoni-3-heHanmi-1,2,3-Tprua3onuii-5-oaarsl [UKII-
3YIOTCS TOJIBKO MO JCHCTBUEM OPTO(HOCPOPHOI KHCIOTHL

KiroueBbie c10Ba: KOHACHCUPOBAHHBIEC IUKIIBI, ME30MOHHBIC TETEPOITUKIEI, 1,2,3-Tpu-
a30JIbl, [IMKJIA3ALIHSL.

Me30HOHHBIE TEeTEPOLUUKIBl 00Iaga0T MIMPOKHM CHEKTPOM OHOJIOTHYECKOH
aktuBHOCTU [1]. OHU TPOSBISAIOT MPOTHUBOOIMYXOJNEBYIO [2—4], aHTUMHUKPOOHYIO
[5, 6], >kapOTIOHMKAIONTYI0 W JAPYTHE BHIBI OMOJIOTHYECKOW aKTHUBHOCTH [7, 8].
brto moxazaHo, 4TO KOHACHCHUPOBAHHBIE ME30UOHHBIE 1,2,3-TpHa3onuii-5-01aThl
00J1a1al0T UMMYHOTIO/IABIISIFOINEH aKTUBHOCTBIO [9]. PaHee HaMu OBLIO MOKa3aHO
[10—12], uTo anKuIMpOBAaHHE HATPUEBBIX coJell 1-apun- u l-apunmeTHIeHaMUHO-
1,2,3-Tpua3on-5-071aTOB  aJKWITAIOTEHUIAMH TPUBOAUT K  I[BUTTEP-HOHHBIM
3-ankui-1,2,3-tpuaszon-3-nit-5-onaty u [1,2,3]rpuazono[1,5-a|nupaszunuii-3-onary.
B npopomkenne uccnenoBanuii B 001acTH ME30MOHHBIX TeTeponukioB [13—-16] B
HacTOAIIeH paboTe MBI MPEACTABISIEM CHHTE3 HOBBIX NMPOW3BOAHBIX [1,2,3]Tpm-
azono[ 1,5-a|nupaszunuii-3-onara.

I'eomerpust 3-peHanun- ¥ 3-IUAHOMETWIBHBIX TPOW3BOJHBIX TPUA3OIHIA-
5-omatroB la—¢ [10-12] mO3BONSIET NPENITONIONKHTH, YTO BO3MOXHO B3aHMO-
JIEHCTBHE aTOMa a30Ta KapOOKCAMHIHON TPYMIBI B MOJOXKEHUU 4 TPHA30JIBHOTO
LUKJIA C KeTO- WM IIMaHOTPYIIION ¢ 00pa30BaHUEM KOHICHCUPOBAHHOTO IIBUTTEP-
WOHHOTO TpHWasoyionupasuHa. JIeHCTBUTENbHO, TIpPH KHUISIYEHUH  3-I[HaHO-
METHIIFHBIX MTPOM3BOAHBIX 1a—C B ATHIIATEe HATPHS B T€UCHHE 5 9 OBLIN BBIIEICHBI
WHIUBUIyaTbHBIC OUIMKINYECKHE COCIUHEHUS 2a—C C XOPOIIUMHU BBIXOJAMU —
1o 80%.
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NnenTndukanuio moyIeHHBIX COeTUHEHU TpoBoamiIn ¢ momorisio MK, SIMP
CHEKTPOCKOINH, MacC-CIIEKTPOMETPHUH, a TaKXKe IAHHBIX SJIEMEHTHOTO aHajHu3a.
Tax B MK cnekTpax KOHEYHBIX MPOTYKTOB 2a—C€ HMCYE3aeT IM0JI0Ca MOIIOLEHUS
naHorpymisl mpu 2110 cM ', koTopasi HaGmoaNack B CIIEKTpax coeuHeHmi 1a—c.
B cnektpe AMP 'H coequHEHNs 2¢ MBI HAONIOOAIM HE3HAUMUTENLHBIHA CHOBHUT
CUTHAJIOB apHJIbHBIX IIPOTOHOB B OoJiee cuibHoe noje Ha 0.10 M. A. IO CpaBHEHHIO
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C HCXOIHBIMH COEAMHEHHMAMH. Takke OTCYTCTBYET CHIHAJ NPOTOHA aMUIAHOU
rpynnsl (10.14 M. n.), xXapakTepHBI Ui aJKWIMPOBAHHBIX 1,2,3-TpHa3olos,
OJTHAKO HAOJII0JAeTCsl CUTHAN C XMMUYECKUM CIOBUroM 6.81 M. 1., XapaKTepHBIH
s rpynnsl NH,. BmecTo cuUrHamoB METWIICHOBOWM TpyNIIbl MPH XMUMHUYECKOM
casure 6.12 M. JI. peruCTpUpOBajIu CUTHAI METUHOBOM rpynmbl rpu 8.03 M. 1.

CrnenyeT OTMETUTh, UYTO W3 COENWHEHHM 3a—c, colepkallux B MOJOXKEHHU 3
LUKJIA LUAHOATUIBHBIA 3aMECTHTENb, HaM HE YIAJIOCh IOJYyYUTh COOTBET-
CTBYIOIIME KOHAECHCHPOBAHHBIC CEMHWIEHHBIE I'€TEPOLMKIBl TAKHM CIIOCOOOM.
[lpy xunsyeHun B OTHIATE HATPHUs, a Takxke B oprodocdopHOil KucCIOTE
MPOUCXOJNUT JEeaJKUIMPOBaHUe 3-3aMEIEHHBIX TPUa3ojoB 3a—c¢ ¢ oOpa3oBaHUEM
MPOU3BOAHBIX S-TUlIpokcH-1,2,3-Tpruazona 4a—c.
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B omnuume or nmaHoOMeTHANpPOM3BOMHBIX la—c¢ 3-deHanmnTpuazonbl Sa—f
B QHAJIOTMYHBIX YCIOBUSAX HE IUKIU3YIOTCS B COOTBETCTBYIOIIUE TPHA30JIO-
nupasuHel. B pe3ynbrate peakiyy ObUIM BBIICICHBI HCXOAHBIC TPUa3oibl. Takxke
HE YAaJoCh MOJYYHUTh [HUKIUYCCKHE MPOU3BOJHBIC NPU KUIISTUYCHUH (EHAIWII-
NPOU3BOJHBIX 5a—f B TONyOJe, B TOM YHCIEC M C BOJOOTHUMAIOIIUMH arcHTaMH,
TaKUMH Kak okcugl hochopa u MoJIeKysipHbIe cuTa A3 nim A4.

Jns cuHTe3a TpuazononupasuHoB 2d—i B KadyecTBe IMKIU3YIOMIETO0 areHra
ObUTa WCMONBb30BaHa OpPTOGOCOpHAsS KUCIOTA, TOJ ICHCTBHEM KOTOpPOHM Mpo-
HCXOJIUT BHYTPUMOJICKYJISIpDHAS KOHJEHCAIUsl KapOOHWIBHOTO U aMHUIHOTO
(hparMeHTOB OJTHOM MOJICKYIIBI.
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5a, 2d Ar! = Ar? = Ph; 5b, 2e Ar! = Ph, Ar> =4-MeC.H,;
S5c, 2f Ar' = Ph, Ar? = 4-MeOCH,; 5d, 2g Ar' =4-MeC(H,, Ar?> = 4-MeOCH,;
Se, 2h Ar! = 4-MeC H,, Ar? = 4-CIC H,; 5f, 2i Ar! = Ar2 = 4-MeOC H,

CrpoeHne OWIMKINYECKUX COCIUHEHUH, TOMYyYCHHBIX W3 IMPOU3BOIHBIX
3-kapOonwmi-1,2,3-Tpuasonuii-5-o1aroB Sa—f Obuto mokazano ¢ nomomeo MK u
SIMP crniekTpockomnuu, a Takxke Macc-ciekrpomerpuu. Tak, B UK cniektpax koHeu-
HBIX TMPOLYKTOB 2d—i Mcue3aeT 1ojoca MOroeHns Kerorpymnmbl npu 1700 cv'. B
crekrpax JAMP "H Bmecto JIBYIIPOTOHHOT'O CHHTJIETa METHJICHOBBIX MPOTOHOB MPHU
5.6-6.5 M. /1. IOSIBIISIETCSI CUTHAJ apOMaTUYeCKOTo ITPOTOHA B obnactu 7.21-8.19 m. 1.,
KpOME 3TOT'0 UCYe3aeT CUTHAT aMHIHOT'0 ITPOTOoHa B obmacte 9—10 M. 1.
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Takum o00Opa3oM, HamMu pa3paboTaH METON TMONyYeHHUS IIBUTTEP-HOHHBIX
1,2,3-TpuazononyupasuHoOB  IUKIM3alMed  3-IIMaHOMeTHI- U 4-KapOamouni-
3-enarmi-1,2,3-Tpua3zonuii-5-01aToB U MOKa3aHO, YTO BBIOOD IMKJIM3YIOLIETO
areHTa 3aBUCHUT OT CBOMCTB 3aMECTUTENEH B TIOJOXKEHUH 3 TPHA30JIHHOTO IHKIIA.

SKCIHEPUMEHTAJIBHAS YACTb

UK cnekrpsl 3amucansl Ha criektpodoromerpe Bruker Alpha (HIIBO, ZnSe). CriekTpsl
SAMP 'H u "C saperucrpuposans Ha cnexrpomerpe Bruker Avance II (400 u 100 MI'n
cootBercTBeHHO) B JIMCO-de—CCly B JlabopaTopuy KOMIUIEKCHBIX HCCIICIOBAHUH U
SKCHEpTHOH oLeHKu opraHuueckux wmarepuano LKIT Yp®Y, BHyTpeHHHH cTanmaprt
TMC. Cnektpsi SIMP "C 3aperucrpupoBausl 6e3 nopasnenuss C—H-B3anmoneiicTsus.
Macc-criexTpsl 3apeructpupoBansl Ha npubope MAT11 (OY, 70 3B). DnemeHTHBIN aHan3
BeimoiHeH Ha CHNS-anammzarope PE 2400 Series II. Temmneparypsl muiaBiieHHs
ompeneneHsl Ha npudope Stuart SMP3. KoHTponp 3a X010M peakuuii U WHIUBHIYalb-
HOCTBIO CHHTE3MPOBAHHBIX coequHeHni npoBenéH meronoM TCX nHa mmactunax Silufol
UV-254 B cucteme stminaneraT-rekca, 1:2 (nmposiienue B YO csere).

Coenunenus 1b,c, Sa,c,f cuHTe3upoBaHbl N0 onucaHHBIM MeToauKaMm [11], Tpuazon 1a
U TpUA30JI0NUpa3uHuiionar 2a no Mmeroauke [16].

Hoaydenne [1,2,3]Tpua3osno[l,5-a|nupa3nnumii-3-oaatoB 2a—c (00mas METOIUKA).
PactBop 0.6 mmonb 1-apun-3-umanomerun-1H-1,2,3-tpuazonuii-5-onata la—¢ u sTuiarta
Harpusi, npurotossiieHHoro u3 0.014 r (0.6 Mmoxnp) HaTpust B 25 MJI 3THJIOBOTO CIIUpTa,
KUIIATAT B T€UEHHE 5 4, OXJAXJAIT A0 KOMHATHOM TeMIEepaTypsl, BBINABIIMH OCak0K
OT(WIBTPOBBIBAIOT U KPUCTAILIM3YIOT U3 CITUPTA.

6-AMuH0-4-0KkC0-2,5-1udennn-4,5-quruapo-2H-[1,2,3| rpuazono(1,5-a|nupasunuii-
3-omar (2a). Berxox 0.15 1 (80%). T. mr. 280-281 °C (t. . 280 °C [16]). UK criektp, v, cM :
3370, 3358, 3180 (NH), 2920 (CH), 1640 (CO). Haiizeno, %: C 64.01; H 4.18; N 21.61.
C17H13N502. BI)ILII/ICJ'IGHO, %: C 6394, H 410, N 21.93.

6-AMuH0-2,5-0uc(4-meTnndennn)-4-oxkco-4,5-qurnapo-2H-1,2,3-trpuazoo[1,5-a]-
nupazunuii-3-oaat (2b). Beixox 0.16 r (78%). T. . 154-155 °C. UK crektp, v, cM ': 3400
(NH), 2950 (CH), 1630 (CO). Crextp SIMP 'H, 5, m. 1. (J, T): 2.32 (3H, ¢, CH;); 2.36
(3H, ¢, CH3); 5.23 (2H, ym. ¢, NH,); 6.88 (2H, n, J = 8.0, H Ar); 7.16 (2H, n, J = 8.4,
H Ar); 7.36 (2H, n, J = 8.0, H Ar); 7.65 (2H, 1, J = 8.4, H Ar); 8.06 (1H, ¢, H-7). Macc-
crextp, m/z (Iym, %): 347 [M]" (10), 91 [C¢HsCH,]" (100). Haiineno, %: C 65.52; H 5.04;
N 20.02. C;9H7N;50,. Beraucneno, %: C 65.69; H 4.93; N 20.16.

6-AMuHO-2,5-0uc(4-meToxcudennn)-4-oxco-4,5-quruapo-2H-1,2,3-rpuazo.io[1,5-a]-
mipasunmii-3-oat (2¢). Boxon 0.19 1 (82%). T. mr. 280-281 °C. UK crektp, v, cM ': 3390
(NH), 2930 (CH), 1630 (CO). Cnextp SIMP 'H, 5, m. 1. (J, Tw): 3.71 (3H, ¢, OCH3); 3.78
(3H, ¢, OCH3;); 6.81 (2H, ¢, NH); 6.83 (2H, n, J=9.2, H Ar); 7.02 (2H, x, J= 9.2, H Ar);
7.37 2H, n, J=9.2, H Ar); 7.87 (2H, n, J = 9.2, H Ar); 8.54 (1H, ¢, H-7). Macc-cniektp, m/z
Uom> %0): 379 [M]" (7), 107 [C¢H4OCH;]" (100). Haitneno, %: C 60.02; H4.61; N 18.13.
C9H7N504. Beruucneno, %: C 60.15; H 4.52; N 18.46.

Mony4enne [1,2,3]tpnazono[l,5-almupasunmii-3-onaroB 2d—i (oOmias meroamka).
PactBop 0.6 mmonb 1-apuin-4-(apunkxapbamonin)-3-denanui-1H-1,2,3-rpuazonmii-5-onarta
S5a—f B 7 Mu1 opToochOpHOI KHCIOTHI KUITATST B TEUCHHE 5 U, 3aTEM OXJIAXKIAIOT 10 KOM-
HatHOW Temneparypsl. [Ipm noGaBnennu 50 M1 ITUCTHIUIMPOBAHHOW BOABI BBINAJIACT
0Ca/I0OK, €ro OT(MIBTPOBHIBAIOT M IPOMBIBAIOT JUCTWIIIMPOBAaHHOW Bonoi. Kpwucran-
JIU3YIOT U3 ATAHOJIA U CyIIaT.

4-0xco0-2,5,6-rpudennin-4,5-nuruapo-2H-[1,2,3] rpua3zosno[1,5-a|nupaszunuii-3-onar
(2d). Boixox 0.20 1 (87%). T. rr. 125-126 °C. K cmektp, v, cM ': 2920 (CH), 1620 (CO).
Cuextp AMP 'H, &, M. 1. (J, I'm): 7.20-7.31 (10H, m, H Ph); 7.47 (1H, 1, J = 5.4, H Ph);
7.60 2H, 1, J = 5.3, H Ph); 7.94 (1H, c, H-7); 7.97 (2H, n, J = 7.3, H Ph). Macc-cnekrp,
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m/z Iy, %): 380 [M]" (7), 77 [CeHs]™ (100). Haitneno, %: C 72.48; H 4.41; N 14.34.
Cy3H;6N4O,. Boruucineno, %: C 72.62; H 4.24: N 14.73.
6-(4-MeTungenun)-4-oxco-2,5-nudennia-4,5-guruapo-2H-[1,2,3] rpuazoo[1,5-a]-
nupasunuii-3-onar (2¢). Bexox 0.20 1 (86%). T. mn. 137-138 °C. UK crektp, v, cM ': 2950,
2920 (CH), 1625 (CO). Cnextp SIMP 'H, 8, m. 1. (J, Tu): 2.21 (3H, ¢, CH;); 7.05 (2H, x,
J=28.0, H Ar); 7.15-7.29 (7H, m, H Ar); 7.46 (1H, 1, J = 7.9, H Ar); 7.60 2H, T, J = 8.2,
H Ar); 7.88 (1H, c, H-7); 7.98 (2H, n, J = 7.6, H Ar). Macc-cniektp, m/z (Ioy, %): 394 M1
(10), 91 [C¢HsCH,]" (100). Haiimeno, %: C 73.04; H 4.80; N 14.02. C,4HsN,O,.
Breruncneno, %: C 73.08; H 4.60; N 14.20.
6-(4-MeTtoxcugennn)-4-oxco-2,5-nupenni-4,5-muruapo-2H-[1,2,3] tpuazono[1,5-al-
mupasunuii-3-onar (2f). Bexon 0.22 r (90%). T. 1. 100101 °C. UK crektp, v, cM 1 2980,
2930 (CH), 1620 (CO). Criektp SIMP 'H, 8, m. 1. (J, T'n): 3.69 (3H, ¢, OCH3); 6.79 (2H, 1,
J=6.8, H Ar); 7.18-7.31 (7H, m, H Ar); 7.46 (1H, 1, J = 6.1, H Ar); 7.60 2H, T, J = 6.0,
H Ar); 7.87 (1H, ¢, H-7); 7.97 (2H, n, J = 7.7, H Ar). Macc-cniektp, m/z (Ioy, %): 410 M1
(23), 77 [CsHs]"™ (100). Haitneno, %: C 70.03; H 4.64; N 13.31. Cy4H sN,4O;. Boruncneno,
%: C70.23; H4.42; N 13.65.
2,5-buc(4-meTupennn)-6-(4-meroxcudenni)-4-oxkco-4,5-quruapo-2 H-[1,2,3| rpu-
a30.10[1,5-a]nupa3zunmii-3-onar (2g). Bexog 0.11 r (41%). T. . 100-101 °C. UK cnekrp,
v, eM 1 3000, 2950, 2930 (CH), 1620 (CO). Cnextp SIMP 'H, §, M. . (J, T'm): 1.90 (3H, c,
CHj); 2.41 (3H, ¢, CH3); 3.70 (3H, ¢, OCHz3); 6.72 (2H, n, J = 8.9, H Ar); 7.18 (2H, n,
J=173,H Ar); 7.19 2H, n, J= 8.9, H Ar); 7.21 (1H, ¢, H-7); 7.41 (2H, n, J = 7.3, H Ar);
7.50 (2H, 1, J = 6.8, H Ar); 8.00 (2H, 1, J = 7.3, H Ar). Macc-cuiektp, m/z (I, %): 438
[M]" (33), 91 [C¢HsCH,]™ (100).. Haiineno, %: C 71.22; H 5.30; N 12.28. CyH,,N,40s.
Beruncneno, %: C 71.22; H 5.06; N 12.78.
2,5-buc(4-metuigenni)-4-oxco-6-(4-xaoppennn)-4,5-quruapo-2 H-[1,2,3] tpu-
a30J10[1,5-a|mupazunmnii-3-onat (2h). Bexozg 0.08 T (29%). T. . 178-179 °C. UK crexTp,
v, eM 112980, 2950 (CH), 1630 (CO), 740 (C—CI). Cnextp SIMP 'H, &, m. 1. (J, T): 2.24
(3H, c, CH3); 2.38 (3H, ¢, CHj3); 7.08-7.14 (4H, m, H Ar); 7.29-7.37 (4H, M, H Ar); 7.39
(2H, n, J = 8.3, H Ar); 7.81 (2H, n, J = 8.4, H Ar); 7.93 (1H, ¢, H-7). Macc-cniextp, m/z
(ors %): 444 M C7CD]" (8), 442 [M (*°C)]" (23), 91 [C¢HsCH,]" (100).. Haiinero, %:
C67.79; H4.31; N 12.72. Cp5H4CIN4O,. Beruncneno, %: C 67.80; H 4.32; N 12.67 .
2,5,6-Tpuc(4-metoxcupennn)-4-okco-4,5-nuruapo-2H-[1,2,3]rpuazono[1,5-a]-
nupazunmii-3-onar (2i). Bexox 0.15 t (52%). T. mn. 210-211 °C. MK cnektp, v, cM
2950, 2930 (CH), 1620 (CO). Cnektp SIMP 'H, &, m. 1. (J, T'n): 3.71 (3H, ¢, OCH3); 3.72
(3H, ¢, OCH3;); 3.82 (3H, c, CH3); 7.08-6.51 (8H, m, H Ar); 7.13 (2H, n, J = 8.5, H Ar);
7.85 (2H, n, J = 8.9, H Ar); 8.19 (1H, c, H-7). Macc-cniektp, m/z (I, %): 470 IM]" (21),
107 [CsH4OCH;]" (100). Haitneno, %: C 66.22; H 4.89; N 11.52. C,6H,,N,Os. Boruucneno,
%: C66.37;, H4.71; N 11.91.

Honyuenne 1,4-nu3amemiénnsix  3-(2-umanodtun)-1,2,3-tpuaszonuii-5-oaatoB  3a—c
(obmas wmerommka). K cycmensum 1.0 mMmonp cooTBercTByromero 1-apui-4-(apui-
kapbamomnn)-1H-1,2,3-tpuazon-5-onara Hatpus [11] B 1 mn IM®A nobasmstor 0.35 mn
(0.72 r, 4.0 MMoOmTB) |-HOMUPUIMOHUTPIII M BBIIEPKUBAIOT B T€UCHHWE 72 U MpPH TeMIIe-
parype 50—60 °C. IIpu nobaBnennn 50 M BOIBI MPOUCXOANT BEHIMAJCHHE KOHETHOTO TIPO-
JIYKTa B 0CaJIOK, €ro OT(UIBTPOBIBAIOT U KPUCTAIUIM3YIOT U3 3TAHOIA.

1-®enunn-4-(pennnaxkapoamonin)-3-(2-uuanodrrun)-1H-1,2,3-rpuazonuii-5-oaar (3a).
Brexox 0.13 1 (39%). T. . 155-156 °C. UK cnexrp, v, cm ;3410 (NH), 2985, 2950,
2930 (CH), 2250 (CN), 1680 (CO). Cnexrp SIMP 'H, 8, m. 1. (J, T'm): 3.31 2H, 1, J = 6.5,
CH,); 5.08 (2H, T, J = 6.5, CH,); 7.10 (1H, T, J = 7.5, H Ar); 7.48-7.66 (SH, M, H Ar); 8.01
(2H, a. n, J=2.1,J="7.0, H Ar); 7.34 (2H, T, J = 7.3, H Ar); 10.37 (1H, ¢, NH). Macc-
ciektp, m/z Iy, %): 333 [M]" (42), 77 [C¢Hs]" (100). Haiineno, %: C 64.52; H 4.88;
N 20.85. CgH;5N;50,. Beraucneno, %: C 64.86; H 4.54; N 21.02.

1-(4-Metuapenuni)-4-[(4-metnndennn)kapéamonn]-3-(2-unanodtuin)-1H-1,2,3-rpu-
azosmii-5-01at (3b). Bexox 0.30 r (94%). T. mn. 151-152 °C. UK cnektp, v, cM 'z 3410
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(NH), 2990, 2940 (CH), 2220 (CN), 1680 (CO). Cnektp SIMP 'H, &, m. x., (J, T'm): 2.31
(3H, ¢, CH;); 2.42 (3H, ¢, CH3); 3.28 (2H, 1, J = 6.4, CH,); 5.05 2H, 1, J= 6.4, CH,); 7.12
(2H, n, J=8.2,H Ar); 7.37 (2H, n, J=8.2, H Ar); 7.51 (2H, 1, J= 8.2, H Ar); 7.85 (2H, &,
J =82, H Ar); 10.30 (1H, ¢, NH). Macc-cniekrp, m/z (o, %): 361 IM]" (79), 91
[CeHsCH,]" (100). Haiineno, %: C 66.32; H 5.68; N 19.08. CyH;oNsO,. Beraucneno, %:
C 66.47; H 5.30; N 19.39.

1-(4-Metokcudpenuin)-4-[(4-meroxkcudenun)kapoamon|-3-(2-unanodrui)-1H-1,2,3-
Tpuaszoanii-5-onar (3¢). Beixox 0.25 1 (63%). T. . 179-180 °C. MK crekTp, v, cM
3400 (NH), 2990, 2950 (CH), 2250 (CN), 1690 (CO). Cnextp SIMP 'H, 8, m. a. (J, I'n):
3.29 (2H, 1, J = 6.3, CHy); 3.76 (3H, c, OCHj;); 3.85 (3H, ¢, OCHj;); 5.04 (2H, 1, J = 6.3,
CH,); 703 2H, n 1, J=9.2,J=2.1, H Ar); 7.11 2H, n. n, J =9.2, J= 2.1, H Ar); 7.62
(2H, n, J=9.0, H Ar); 7.77 2H, 1, J= 9.0, H Ar); 10.26 (1H, ¢, NH). Macc-cniektp, m/z
sy %0): 393 [M]" (13). Haiineno, %: C 60.93; H 5.01; N 17.50. C5H;oN;5O,. Boruncneno, %:
C 61.06; H4.87; N 17.80.

Houyyenune amuaos 1-apuia-S-ruapokcu-1,2,3-Tpua3zon-4-kap0ooHoBOH KUCI0ThI 4a—¢
(obmas meromuka). A. K pactBopy 0.01 MOIBb COOTBETCTBYIOIIEr0 MaTIOHANAMHUIA B STHIIATE
HaTpus, npurorosieHHOM u3 0.23 1 (0.01 monp) HaTpus B 50 M1 STHIIOBOTO CIIMPTA, MPH
nepemermBanuy go6asisioT 1.97 r (0.01 mMonb) To3unasuna. Yepes 2 4 BbInaBiunil Oenbiid
0CaJIOK OT(HUILTPOBBIBAIOT, PACTBOPSIOT B 10 MJI XOJOIHON BOIBI M BBICAKUBAIOT TPHU
OXJIKIIEHUU U TOJKUCICHUHM CoJisiHOM kucinoro no pH 1. BemaBmmid ocagok
OT(IIBTPOBEIBAIOT U CyIIAT B Bakyyme Hax P,Os.

b. PactBop 1.0 Mmmons 1-apmi-3-(2-manostun)-1H-1,2,3-tpuazonmii-5-onata 3a—¢ u
STHJIATa HATPUSL, IPUTOTOBICHHOTO U3 23 MT (1 MMOJB) HATPHS B 25 MII STHIIOBOTO CITUPTA,
KUIOATAT B TEUYEHHUE 5 4, OXJaXAAlT A0 KOMHATHOW TeMIEpaTyphl, BBINIABIIMN OCaJOK
OT(UIBTPOBBIBAIOT U KPUCTALIH3YIOT U3 CIIHAPTA.

B. PactBop 1.0 mmons 1-apun-3-manostuin-1H-1,2,3-tpuazonuii-5-onata 3a—¢ B 10 mi
opTooCcOpHOI KHUCIOTHI KHIATAT B TEUYEHHE 5 U, 3aTeM OXJIAXKAAIOT A0 KOMHATHOH
temnepatypsl. IIpu go6asnernn 100 MiI AUCTIIUITMPOBAHHON BOJBI BBINAAAET OCANIOK, €r0
OT(HUIBTPOBHIBAIOT W MMPOMBIBAIOT JUCTHILIMPOBAHHON Bo#oM. KprcTammzyroT u3 3TaHona
U CyIIaT

5-T'uapoxcu-N,1-nupennn-1H-1,2,3-rpuazon-4-kapooxcamuy (4a). Brixon 2.42 r
(86%, meronm A), 252 mr (90%, meron b), 155 mr (55%, meron B). T. mn. 165-166 °C.
UK crektp, v, cM : 3430-3490 (OH), 3380 (NH), 3120, 3050, 2950 (CH), 1690 (CO).
Crextp SIMP 'H, &, m. 1. (/, T'm): 6.96 (1H, T, J="7.0, H Ar); 7.29-7.33 (4H, M, H Ar); 7.64
2H, 0. o, J=17.5,J=12,H Ar); 7.70 (1H, x. n, J=4.8, J= 1.7, H Ar); 8.07 (2H, n. n,
J=1.5,J=12,H Ar); 10.67 (1H, ¢, NH); 11.20 (1H, ymu. ¢, OH). Macc-criektp, m/z (1o, %):
280 [M]" (33), 252 (100). Haiineno, %: C 63.98; H 4.61; N 19.77. C;sH;,N40,.
Brruucaeno, %: C 64.28; H4.32; N 19.99.

5-I'mapoxcu-N,1-ouc(4-mernindennn)-1H-1,2,3-rpuaszon-4-kapooxkcammu (4b).
Brixox 2.40 r (78%, meton A), 265 mr (86%, meron b), 201 mr (65%, merox B). T. .
187-188 °C. UK cnektp, v, cM ': 3480-3520 (OH), 3390 (NH), 3120, 3050, 2950, 2920
(CH), 1695 (CO). Cnexrp SIMP 'H, 8, m. . (J, T'm): 2.25 (3H, ¢, CH3); 2.35 (3H, ¢, CH3);
7.10 2H, n, J= 8.3, H Ar); 7.36 (2H, n, J = 8.3, H Ar); 7.65 (2H, n, J = 8.5, H Ar); 7.65
(2H, n, J = 8.5, H Ar); 10.12 (1H, ¢, NH); 11.45 (1H, ym. ¢, OH). Macc-criektp, m/z
(Lors %): 308 [M]" (25), 280 (100). Haitneno, %: C 66.12; H 5.38; N 18.06. C;;H 4N,O,.
Beruncneno, %: C 66.22; H 5.23; N 18.17.

5-I'mapoxcu-N,1-6uc(4-meroxcupennin)-1H-1,2,3-rpuaszon-4-kapoéoxkcamuy  (4c¢).
Brxox 2.70 t (77%, meton A), 289 mr (98%, meron b), 245 mr (72%, metrox B). T. o
158-159 °C. UK crektp, v, cM ': 3420-3490 (OH), 3380 (NH), 3050, 2950, 2940 (CH),
1690 (CO). Criextp SIMP 'H, 8, m. 1. (J, T'): 3.75 (3H, ¢, OCH3), 3.85 (3H, ¢, OCH3), 6.89
(2H, n, J=9.1,H Ar), 7.02 (2H, r, J=9.1, H Ar), 7.60 (2H, o, J=9.1, H Ar), 7.90 (2H, &,
J=9.1,H Ar), 10.30 (1H, ¢, NH), 11.05 (1H, ym. ¢, OH). Macc-criektp, m/z Iy, %): 340
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[M]" (55), 312 (100). Haitneno, %: C 59.85; H 4.93; N 16.26. C,7H;4N,O,. Boiuucneno, %:
C 59.99; H 4.74; N 16.46.

3-(n-Metundenauui)-1-penuni-4-(pennaxkapoamonn)-1H-1,2,3-Ttpuasonunii-5-oaar
(S5b) momywaroT aHAJOTHYHO COENWHEHHWIO 3a TpPH HCIOJB30BAHWUHU /-METHI(EHAIIII-
6pomuia. Beixox 0.30 r (73%). T. mn. 137-138 °C. UK cnextp, v, eM ': 3310 (NH), 2950,
2930 (CH), 1700 (CO). Cnextp AMP 'H, §, m. . (J, T'n): 2.47 (3H, ¢, CH3); 6.37 (2H, c,
CH,); 7.03 (1H, 1, J = 7.3, H Ar); 7.40 2H, 1, J = 7.5, H Ar); 7.54-7.60 (SH, m, H Ar);
7.21 2H, 1, J=8.2, H Ar); 7.97-8.08 (4H, m, H Ar); 10.27 (1H, ¢, NH). Macc-cniektp, m/z
(Iom> %): 412 [M]" (37), 77 (100) [Ph]". Haiineno, %: C 69.75; H 5.01; N 13.23.
C,4H»oN4O5. Boruucieno, %: C 69.89; H 4.89; N 13.58.

3-(n-MeTtokcupenanun)-1-(4-metundenunn)-4-[(4-meruapennna)kapdamoun|-1H-
1,2,3-Trpua3onuii-5-onar (5d) momydarorT aHajormyHo coeanHeHwo 3b mpu HCHoOIB30-
BaHMU n-MeTokcudenammnopomua. Bexon 0.38 r (83%). T. mn. 184185 °C. UK cnektp,
v, eM ': 3380 (NH), 2950, 2920 (CH), 1700 (CO). Cnextp AMP 'H, §, m. 1. (J, Tm): 2.31
(3H, ¢, CH3); 2.42 (3H, c, CH3); 3.90 (3H, c, OCHj); 6.35 (2H, c, CH,); 7.04 (2H, &,
J=7.3,H Ar); 7.10 2H, n, /= 7.3, H Ar); 7.39 2H, n, J="7.3, H Ar); 7.75 2H, n, J = 7.3,
H Ar); 7.90 (2H, n, J = 8.2, H Ar); 8.03 (2H, n, J = 8.2, H Ar);10.25 (1H, ¢, NH). Macc-
cnextp, m/z (Iom, %): 456 (30) [M]", 91 (100) [C¢HsCH,]". Haiineno, %: C 68.30; H 5.41;
N 11.96. C;6H,4N404. Boraucneno, %: C 68.41; H 5.30; N 12.27.

1-(4-Metunadenni)-4-[(4-meTundenunn)kapoamoni]-3-(n-xaoppenanui)-1H-1,2,3-
Tpua3zojmii-5-ojar (Se) MOMy4alOT aHAJOTHYHO COEAWHEHHWIO 3b IMpH HCIOIB30BaHUN
n-xnopdenarmmnbpomuna. Berxox 0.25 1 (54%). T. . 168-169 °C. UK cnektp, v, cM ':
3370 (NH), 2930, 2920 (CH), 1710 (CO). Cnextp IMP 'H, &, m. 1. (J, T'm): 2.27 (3H, c,
CHs); 2.42 (3H, ¢, CH3); 6.31 (2H, ¢, CH,); 7.07 (2H, n, J = 8.2, H Ar); 7.40 (2H, &,
J=28.5,H Ar); 7.62 2H, n, J = 8.2, H Ar); 7.86 (2H, n, /= 8.2, H Ar); 7.90 (2H, n, J = 8.2,
H Ar); 8.12 2H, 1, J= 8.2, H Ar); 10.19 (1H, ¢, NH). Macc-cniektp, m/z (1o, %): 462 (15)
M ('CD]Y, 460 [M (°CI)]" (44), 91 (100) [CsHsCH,]". Haiineno, %: C 65.03; H 4.82;
N 12.01. CysH;; CIN4O5. Beruncneno, %: C 65.15; H4.59; N 12.16.

Paboma svinonnena npu noooepoicke PODU (epanm 13-03-00137).
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