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CHHTE3 3AMEIIEHHBIX 1,2,4-TPHA30JIOB M 1,3,4-THAJTAA30JIOB

Huknusanuen 4-3aMeIIeHHBIX |-apUianeTui- U 1-apuioKCHANCTHITHOCEMUKApOa3uIoB, a
TaKXKe KaIUeBOH coiu (4-0poM(DEHOKCH )alleTOMUTHOKAPOA3HHOBOM KHUCIOTHl B MPHCYTCTBUH
OCHOBAHUI CHHTE3UpPOBaHBl HOBBIC 3-apUIIMETHI- U 3-apUIOKCUMETHI-5-Mepkanto-1,2,4-
TpHa3zo-Jbl, a B mpucyrcTBuH KoHHO. H,SO, — HOBBIE 5-3aMemIcHHBIC 2-apUiIMETWI- U 2-
apUIOKCUMETHII-1,3,4-THaana3onsl.

Kuarwuesble ciioBa: THaauasoll, TI/IOCGMI/IKap63.3I/IZ[, TpUa3oJi, HUKJIU3alus.

Hexotopsie 3amemennsie 1,2,4-Tpra3oibl 0071a1aI0T TPOTHBOBOCTIATUTEb-
HEIMHE [1], cocymopacmupsiomumMu [2] ¥ MCUXOTPONHBIMH [3] cBOlicTBaMH, a
MIPOU3BOAHBIE 2-MEPKaNTO-5-aMuHO-1,3,4-THaana300B SBJISIOTCS AaKTUBHBI-MU
MPOTUBOMHUKPOOHBIMH [4], THUMOTIUKEMUYEeCKHMHU [5, 6] ¥ MIPOTUBOOITYXO-
JeBbIMU [7] areHTamu. B mOWCKaX HOBBIX aKTUBHBIX COCIUHCHUU, TMpPHUHAIIC-
JKamuX K YKa3aHHBIM TPyNIaM, B HACTOSIIEeH paboTe OCYIIECTBICH CHHTE3 HE
OMMCAHHBIX PaHee MPOU3BOIAHBIX 1,2,4-TpuaszomnoB u 1,3,4-Tuaanas3onos, couep-
KaIUX apHIIMETHIIFHBINA WIIH apUIOKCUMETHIIEHBIA 3aMECTHTEb.
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1a,b-3a,b R! = Br, R> = MeO, A = CH,, a R = Me, b R = Ph; 1c—f, 2c—e, 3¢,d R' = H,
R?=Br, A = OCH,, 1¢-3¢ R = PhCH,; 1d, 2d R = Ph, 1e, 2e R = All, 1f, 3d R = PhCO,
1g,3e R' = H, R? =MeO, A = CH,, R = Me; 1h,i, 3f,g R' = Br, A = CH,, R = Ph,
1h, 3f R* = i-Pr, 1i, 3g R?> = Bu; 4a R® = PhCH,, 4b R® = NH,COCH,
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Hcxonubie 1,4-mu3aMenieHHbIe THOCeMHKapOasuabl 1a—i OBIIM IMONTYYCHBI
HaMH B3aUMOJICHCTBUEM THAPA3UIOB apUIyKCYCHOM U apUIIOKCHUYKCYCHOM KH-
CJIOT C pa3IuYHBIMU m3oTHOIMaHaTamu [8, 9]. Coenuaenns 1a—e nuUKIH3aIHCH
B meno4Hoit cpene (4.5% Bomusiii pactBop KOH) ¢ mocnmexyrontiM moaku-
CIICHHEM pEaKIMOHHOM CMECH YKCYCHOH KHCJIOTOM OBUIM TIpeBpaIIeHbI
B 3,4-nmu3amMenieHHble  S-Mepkanto-1,2,4-tpuazonsl  2a—e. lluknuzauusa THO-
cemukapbasunoB la—c,f—i c¢ geruaparanuedi B mpucyrctBuu kKoui. H,SOy
MpUBeNa K COOTBETCTBYIOIUM 2,5-mu3amenieHHbM 1,3 4-tnannazonam 3a-g,
MIPEJICTABIISTIONIAM CO00H Oenble KPUCTAJUIMYECKHe BEIIeCTBa, TPYJHOPACTBO-
pUMBIE B OOBIYHBIX OPTAaHMYECKUX PACTBOPUTEIAX.

B3anmoneiictBueM S5-mepkantorpuazona 2d ¢ XJOPUCTBIM OCH3WUIOM WIIH
XJIOpAlleTAMHIOM B MIETIOYHOW Cpelle IOJIydeHBl COOTBETCTBYIOIIHE S-3aMe-
IIICHHBIE TPHa3oJbl 4a,b ¢ BEIXoaMu, OIM3KUMHU K KOTUYECTBEHHBIM.

Hns cuntesa 4-amuHo-3-(4-0poMdeHoKCUMeTH)-5-MepKanTo-1,2,4-Tpraso-
na (2f) u 2-(4-6pomdpenoxkcumernn)-5-mepkanto-1,3,4-tmanuazona (5) Obuia
WCIIOJIb30BaHa KalueBas coib (4-0poMdeHOKCH)alleTOMUTHOKapOa3nHOBOM K-
cnotel (6). llukmm3anuei mocimeaHedl B rumpaswHe moiydeH Tpuwazon 2f, a
B xoun. H,SO,4 — 1,3,4-tmagnaszon 5.
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CICH,COOMe
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7

Tuagnazonm 5 o0pabOTKON METHIOBBIM 3(UPOM XJIOPYKCYCHOW KHCIIOTHI
MIpPEBpAIIeH B COOTBETCTBYIOIIEE S-3aMeNIeHHOe TPOU3BOIHOE 7.

CocTaB U CTpPOCHUE CHHTE3UPOBAHHBIX coeluHeHUU 1-5, 7 moaTBepKaaroT
pe3ynbTaThl JJIEMEHTHOrO aHanu3a (Tabn. 1), manHble cnektpoB SIMP 'H
(Tabi. 2) U Macc-CIeKTPOB.
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XapaKTepnchm CHHTE3UPOBAHHBIX coeTMHEeHUit

Tabnuma 1

C Haiineno, %

o Bpyrtro- Beraucneno, % T. mn., " Brixon,
RS- (hopmyna °C B %
HHe MY

C H N S

2a C11H12BrN;0S 42.28 3.67 13.56 9.88 224-226 0.59 85.3
42.05 3.85 13.37 10.20

2b CysH4BrN;0OS 51.24 3.76 11.08 8.67 203-205 0.71 90.4
51.07 3.75 11.17 8.52

2¢ Ci6H14BrN;0S 51.23 3.61 11.02 8.63 193-195 0.61 79.8
51.07 3.75 11.17 8.52

2d C,5H2BrN;0S 49.61 3.28 11.73 8.57 211-213 0.57 75.6
49.79 3.34 11.60 8.85

2e C12H1,BrN;0S 44.48 3.62 12.70 9.64 132-133 0.47 76.9
44.18 3.71 12.88 9.83

2f CyHyBrN,OS 34.25 2.70 17.32 10.01 186-187 0.52 83.3
34.08 2.86 17.67 10.11

3a C11H12BrN;0S 42.30 3.68 13.11 10.46 220-222 0.49 20.0
42.05 3.85 13.37 10.20

3b Ci6H14BrN;0S 50.93 3.57 11.24 8.29 180-182 0.85 85.1
51.07 3.75 11.17 8.52

3¢ Ci6H14BrN;0S 51.36 3.59 11.32 8.40 157-159 0.62 74.5
51.07 3.75 11.17 8.52

3d Ci6H12BrN;0,S 49.51 3.31 10.61 8.53 210-212 0.70 84.6
49.24 3.10 10.77 8.27

3e Cy1H5N;08 56.05 5.71 18.06 13.38 195-197 0.80 47.7
56.15 5.57 17.86 13.63

3f C,3sH;sBrN;OS 53.64 4.36 10.11 8.23 161-163 0.78 85.0
53.47 4.49 10.39 7.93

3g Ci9H20BrN;0S 54.77 5.04 10.31 7.85 165-167 0.80 95.7
54.55 4.82 10.04 7.66

4a CxH;sBrN;OS 58.64 4.32 9.11 7.25 109-110 0.57 97.3
58.40 4.01 9.29 7.09

4b Cy7H;5sBrN4O,S 48.49 3.72 13.61 7.32 146-147 0.60 96.2
48.70 3.61 13.36 7.65

5 CyH7BrN,OS, 35.41 247 9.51 21.32 139-140 0.63 86.1
35.65 2.33 9.24 21.15

7 C,H;BrN,,0;S, 38.22 2.71 7.19 17.43 111-113 0.47 76.3
38.41 2.95 7.47 17.09

* Cucrembl pactBopuTeseil: meranoi—a3¢up, 1:1 (coenunenus 2a,b); muoxcan—o6ensosn, 1:2

(coenunenus 2¢—f, 3¢,d, 4a,b, 5 u 7); anieron—6en3omn, 1:1 (coenunenus 3a,b,e—g).

1379



Tabnuma 2

Crextpbl SIMP "H cHHTe3MPOBAHHBIX COeIHHEHMil

Coenu- «
eHIe Xumnueckue capury, O, M. 1. (KCCB, J, ')

2a 3.37 (3H, ¢, NCH;); 3.88 (3H, ¢, OCHs;); 4.03 (2H, ¢, CH,); 6.92-7.50 (3H, m,
CgH3); 13.4 (1H, yur.c, SH)

2b 3.77 (2H, ¢, CH,); 3.85 (3H, ¢, OCH;); 6.80-7.55 (8H, m, C¢Hs, C¢Hs); 13.6 (1H,
yur ¢, SH)

2¢ 4.85 (2H, ¢, CHy); 5.25 (2H, ¢, OCH,); 6.62-7.42 (9H, m, C¢Ha, C¢Hs); 13.82 (1H,
yurL ¢, SH)

2d 4.82 (2H, ¢, OCH,); 6.65-7.59 (9H, m, CsHy4, C¢Hs); 13.82 (1H, yur. ¢, SH)

2e 4.70 (2H, n, J = 6.5, N-CH,); 5.08 (2H, ¢, OCH,); 5.09-5.20 (2H, M, CH=CH,); 5.90
(1H, m, CH=CH,); 6.90-7.42 (4H, m, C¢Hy); 13.72 (1H, yur. ¢, SH)

3a 3.35 (3H, ¢, N-CHs;); 3.82 (3H, ¢, OCH; ); 4.15 (2H, ¢, CHy); 6.82-7.35 (3H, M,
CgH3); 10.10 (1H, yur. ¢, NH)

3b 3.86 (3H, ¢, OCHj3); 4.17 (2H, ¢, CH,); 6.88-7.58 (8H, m, CsH3, C¢Hs); 10.00 (1H,
yur ¢, NH)

3d 5.43 (2H, ¢, OCH,); 6.90-8.20 (9H, M, C¢Hy, CsHs); 12.90 (1H, yur. ¢, NH)

4a 4.40 (2H, ¢, SCH); 5.04 (2H, ¢, OCH,); 6.81-7.57 (14H, M, C¢H,, 2C¢Hs)

4b 3.87 (2H, ¢, SCH,); 5.03 (2H, ¢, OCH,); 6.78-7.60 (9H, m, C¢H,, CsHs); 6.96 u 7.50
(2H, nBa ym. ¢, NH,)

5 5.50 (2H, ¢, OCH,); 6.85-7.42 (4H, M, C¢Hy); 14.40 (1H, yur. ¢, SH)

7 3.69 (3H, ¢, OCHj;); 4.13 (2H, ¢, SCH,); 5.40 (2H, ¢, OCH,); 6.90-7.40 (4H, wm,
CsHy)

* Cnekrtpsl caumaiu B JIMCO-dg (2-5) u CD;0D (7).

SKCHEPUMEHTAJIBHASL YACTb

Cnextper SIMP 'H cmatel ma mpubope Mercury-300 (300 MI'm), Macc-cieKTpel — Ha
cnekrpomerpe MX-1320 ¢ cucremolf mpsiMoro BBoja oOpa3ua B HCTOYHMK HOHOB. TCX
mpoBeneHa Ha miactunkax Silufol UV-254 | nposiBienue mapaMu noja.

3-(3-Bpom-4-meTokcubensni)-4-R-5-mepkanro-1,2,4-rpuazonst (2a,b) u 3-(4-6pomden-
okcumeTn1)-4-R-5-mepkanro-1,2,4-rpuasoast  (2c—e) (obumias meroauka). K 25 mmons
THocemukapbasuna la—e mpwimBator pactBop 40 mvons KOH B 30 Mt BOOBI M CMECh KHUIIATAT
B TeueHHe 2 4. OXJaXACHHBII pacTBOP MOAKUCIAIOT JIEASHOW YKCYCHOM KHCIOTOH, BBIIABLIMN
0CaJIOK NPOAYKTa 2a—e OT(WIBTPOBBIBAIOT M MEPEKPUCTALIM30BBIBAIOT W3 MeTaHoia. Macc-
criektp coemuHenns 2b, m/z (I, %): 375/377 [M]" (96/100), 360/362 (29/29), 199/201 (14/15),
77 (50).

2-(3-R'-4-R*-®ennamernn)-5-NHR-1,3,4-Tuaguaszonsi (3a,b,e—g) u 2-(3-R1-4-R2-q)e1-1-
oxkcumeTu)-5-NHR-1,3,4-tuanguazonnt (3c,d) (oOmas mertommka). PacTBopsioT mopuusmu
25 mmone THOCcemuKkapOasuna la—c,f—i B 35 mu konn. H,SO, (d = 1.836). PactBop mpuiuBaroT
K 250 mu sepsiHO# Boxbl. BrimaBiue Oenble KpuUCTauibl Mpoaykra 3a—g OoT(HILTPOBHIBAIOT,
MIPOMBIBAIOT Ha (QUIIBTPE IO HEHTPAILHOM PeaKIMU POMBIBHBIX BOJ| M HEPEKPHUCTAIIN30BBIBAIOT
u3 dTaHona. Macc-criektp coemuaenns 3b, m/z (I, %): 375/377 [M]" (72/68), 257/259 (24/27),
199/201 (40/32), 77 (86).
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5-ben3uituo- u S-aneramuaoruo-3-(4-opomdenoxcumerni)-4-pennn-1,2,4-tpuazon (4a u
4b) (obwas meroauka). ITpu 40 °C pacsopsror 5 MMoib Tpuaszoia 2d B 15 M pactBopa 5 MMOJIb
KOH B meranone. K momydeHHOMY pacTBOpy IOOaBISIOT 5 MMOJb XJIOPHUCTOrO OCH3MIA WU
XJjiopaneraMusa U cMech KumATAT 1 4. [Tocne oxmakneHus BBINABIINK OCamoK IpomyKTa 4a,b
OT(GMIBTPOBEHIBAIOT U NMEPEKPUCTAIUIH30BBIBAIOT U3 METAHOJIA.

4-AMuHO-3-(4-0pom¢peHokcuMeTHT)-5-MepkanTo-1,2,4-tpua3zoa (2f). Cmecy 10 Mmonb
conu 6, 20 mmonb 95% ruapasuHa u 1 M BOJIBI KUIATAT NPU MEPEMELIMBAHUY [0 BBIICICHUS
cepoBOOpOa. 3aTeM K PpEeakIUOHHOW Macce no0aBisoT 50 M JeAsHOH BOABI M CMeECh
noakucisitor koHn. HCl. BemaBmmii ocagox npoaykra 2f oTUIBTPOBBIBAIOT, IPOMBIBAIOT HA
¢GuIbTpe BOXOH, CymIaT M MEPeKPHCTALIM30BHIBAIOT M3 3TaHoNa. Macc-cnektp, m/z (Ioy, %):
300/302 [M]" (40/32), 172/174 (100/94), 129 (87), 75 (23).

2-(4-BpompenoxkcumeTni)-5-mepranto-1,3,4-tuaguazon (5). K 7 ma H,SO, (d = 1.836)
npu 0 °C u mepemenmBaHuy J00ABISIOT HEOONBUIMMH MOPHUAMH 5 MMoib comu 6. Ilocie
TMIOJTHOTO PacTBOPEHUS COJIM IepeMEIIMBaHNE MIPOIOJDKAIOT ellle 15 MUH U pacTBOp BBUIMBAIOT HA
100 T npma. BrimaBmme KpUCTAUIBI IPOAYKTA S OTQHIBTPOBEIBAIOT, IPOMBIBAIOT BOAOH, CyIIaT
U NIePEKPUCTAIUTH30BBIBAIOT U3 TAHOJIA.

2-(4-bpoMpeHOKCUMETHIT)-5-MeTOKCUKAPOOHNIMeTHITHO-1,3,4-THanua3oa (7). Ilony-
YaloT U3 5 MMOJIb THAIHA3051a 5 ¥ 5 MMOJIb METHIIXJIOpAIIeTaTa 110 METOIUKE CHHTE3a MPOAYKTOB
4a.b (cMm. BbIILIE).
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