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[peyioxkeHn METOA CHHTE3a 3THIOBBIX 3upoB 5-(3-apui-4-dpopmi- 1 H-mupason-1-mn)-1,2,3-tnanuazon-4-kapOOHOBBIX KHUCIOT peak-
el (4-sTokcukapOoHmI-1,2,3-THaanas3on-5-mwi)ruIpa3oHoB aneToGpeHOHOB ¢ KoMIriekcoM Bunscmaitepa—Xaaka. [ToiydeHHbIe reTepo-
IUKIMIECKHE aHCAMOIN HHTEPECHBI C TOUYKHU 3PEHNUS JalbHEHIIeH MOAU(DHUKAINH U N3ydeHHs OHONIOTHIECKOH aKTHBHOCTH.

KnroueBble cJI0Ba: TeTepOIUKIMYECKHE aHCaMOJIM, THIPA3oHBI aneTo(GeHOHOB, S5-(mmpasoin-1-wmn)-1,2,3-THaanasonsl, MHPa3obl,

1,2,3-tnaauasounsl, peaknus Bunscmaiiepa—Xaaxa.

CuHTE3 TeTepOUMKINYECKHX aHcaMOield MpHuBIEKaeT
BHUMaHHME HccienoBaTeneld Onarogaps BO3MOXHOCTH
KOMOWHAIIMHX TTOJIE3HBIX CBOWCTB HECKOJIBKUX MOHOTETEPO-
LUKJIOB B MOJIEKYJIE OJTHOTO COCINHEHNSI.

Cpenu ancamOIiel TeTepoIMKIOB, BKIFoUarmux 1,2,3-tua-
JUA30JIbHBIA UK, OOHAPYKEHBI COCIWHEHMS C pa3iIud-
HBIM CIIEKTpOM Omojorudeckor aktuBHocTH (puc. 1). Tak,
Hanpumep, (1,2,3-tnaguazon-5-mn)-1,3,4-oxcaguazomnsr 1
MIPOSIBIJIM BBICOKYIO TepOMLMIHYIO, IPOTHBOBUPYCHYIO U
dynrumumnyro  akrueHOCTB, (1,3,4-THaMazon-2-un)-
1,2,3-tnaana3zonsl 2 — GYHTHIUAHYIO U IPOTHBOBUPYCHYIO
AKTHBHOCTB, a (1,2,4-tpuazon-3-un)-1,2,3-tTuaanazons
3, 4 — BBICOKYI0 HMHTHOHPYIONIYIO CIIOCOOHOCTh B OTHO-
uIeHHH 06paTHO# TpanckpunTashl BUU-1.° V (1,2,3-tna-
JINa30I-5-WI)TeTpa3oaoB 5 00HapyKEHO ITUTOTOKCHYECKOE
JeHiCTBHE Ha OMyXOJIEBBIE KIETKH. '

B nmrepatype NMpUBOAMTCS BCETO HECKOIBKO MPUMEPOB
TeTePOIMKIMYECKUX aHcaMOyiel, comepxkammx 1,2,3-THa-
JMa30JIbHBIA W MTUPa30NbHBIA IUKIEI (puc. 1). Bee ommcan-
HBIE COCIMHEHUS SBISIOTCS TPOU3BOAHBIMH (5-TIHpa3oi-
3-un)-1,2,3-Tnaanazona W MPOSIBIAIOT Pa3TUYHBIC BHJIBI
OMOJIOTHYECKOW AaKTHBHOCTH. Tak, OOHapyXeHO, dYTO
aHcamOm 6 MHTHOMPYIOT MPEHWIUPOBAHUE OETIKOB, SIBIISIO-
meecsl MPUIMHON MHOTHX 3a60seBanumi, (1,2,3-tTnagmazon-
5-mn)-2,4-niuruaponupas3on-3-oHel 7 MHTHOUPYIOT KHHA3y
aHamacTHueckol uMdombL’ aHcamMGnb 8 mposBiseT
AHTHOAKTEPHATIFHYIO aKTUBHOCTH B OTHOIIEHUH IPaMIIOIO-
KUTENbHBIX OakTepwit.

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

Takum 00pa3oM, reTepoOIMKINIECKUe aHCaMOITH, COJIep-
xamue 1,2,3-THannua3onbHBId W MUPA30JbHBIA  ITUKJIBI,
MPECTaBISIOT WHTEpEC Kak TMOTEHIMAIbHbIE OWOJIOTH-
YECKU aKTUBHBIE COEIUHEHMUS.

Pucynoxk 1. bruonorimdecku akTHBHBIE TETEPOIMKIIMIECKIE aHCAMOITH,
conepxamue 1,2,3-Tuaaua3onbHbIN UKL
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a Ar = Ph, b Ar = 4-MeCGH4, cAr= 4-MeOCeH4, dAr= 4-EtOCGH4, e Ar= 4-C|CGH4

B nanHO# paboTe MBI MIPEACTABIsIEM CHHTE3 HEOIHCAaH-
HBIX paHee B nuTeparype (5-mmpazon-l1-mm)-1,2,3-trnamu-
a3onoB 9a—e peakmueit (1,2,3-THagma3on-5-un)ruapa3zoHoB
arieroeroHoB 10a—e ¢ xomruiekcoM Bubcmaiiepa—Xaaka
(cxema 1). Ucxomupie tunpazonsl 10a—e Obun cHHTE3H-
pOBaHBI W3 STHIOBOTO »dupa S5-x10p-1,2,3-THannazoIN-
4-xap6ounoBoii kucmotsl (11)° peakumeit HykIe0)HIBHOTO
3aMeIIeHus aToMa XJiopa Ha rnzxpamHorpyHHle U Tocle-
OyIomie KoHAeHcanued oO0pa3yromerocs THAPOXIOpUAA
S-runpasuHo-1,2,3-tnaguazona 12 ¢ amerodenonamu 13a—e
COIIACHO METOAHKE, OIIMCAHHOMH paHee.lO

CymMmapable BBIXOABI (mupason-1-mm)-1,2,3-trmagmaso-
JOB 9a—e B mepecuere Ha MCXOIHBIM S5-xiyop-1,2,3-Tha-
mraszon 11 cocraBunu 34-40%. HeBbicOkne BBIXOIBI Ha
mocuenHei cranun (45-66%) MOXHO OOBSICHUTH MPOTEKa-
HHEM TMPOIIECCOB DPA3IIOKCHHUSA, a TaKKe IMOTEPAMH MpHU
JOTIOTHUTEBHOW OYUCTKE MePEeKPHCTAILTH3AIHCH.

Cremyer oTMeTHTbh, YTO TIpU B3amMmopeiricteun (1,2,3-tna-
Ira3on-S-mwi)rugpazoHoB 10a—e ¢ komIuiekcoM Bube-
Maliepa—Xaaka B okcuxjopune ¢ocdopa He oTMeUanoCh
Tparchopmarmu 1,2,3-tnaanazonpHoro nukia B 1,2,3-tpu-
a30NBHBIN, B TO BpeMs KaK paHee IaHHAs Ieperpyri-
mUpoBKa HaOiromamace Hamu Uit 1,2,3-THagmas3omnmi-
THIPa30HOB aneTO()EHOHOB TOJ MACWCTBHEM THOHMII-
xnopuaa'' n nentaxnopuaa dpocdopa.'?

OCHOBHBIMH JTaHHBIMH, TOATBEPKIAOIUMH CTPOCHUE
MTOYYCHHBIX COSANHCHUH 9a—e, SBISIFOTCS MPUCYTCTBHE B
MacCC-CIIEKTpaX IHKOB MOJICKYJSIPHBIX HOHOB, COOTBET-
CTBYIOIINX MOJIEKYIIDHOM Macce BEIIeCTB, a TaKxke
Hamuune B crektpax SMP  'H  curmamo mpotoHa
¢dopmuneHO# Tpymmel mpu 10.04—-10.05 M. 1. w mporona
mupazoneHoro mwkima (H-5') mpu 9.53-9.60 M. n., a B
crekrpax SIMP BC — curmana atoma yriaepoaa anbAerui-
HO# rpynnsl pu 184.1-185.0 M. 1.

Takum o00pa3oM, HaMH TPEUIOKEH METOH CHHTE3a
5-(tmpazon-1-wmm)-1,2,3-THaia3zonos, COASPIKAIIINX BBICOKO-
PEaKIMOHHOCTIOCOOHBIE  (DYHKIIMOHAJBHBIC — TPYIIIBI
(OPMUIBHYIO M 3TOKCHKapOOHWIBHYIO. [lanpHelmas Moau-
(GuKaIys ITUX TETEPOIMKINYCCKUX aHCAMOIICH SBISETCS
MIEPCIICKTUBHOMN ISl MOyYCHHUsT OMOJOTHYECKH aKTHBHBIX
COEJIMHEHUH.

3KC]’[epPlMel—[TaJ’leafl 4yacTb

UK crekTps! 3anmcansl Ha criekTpodoromerpe Bruker
Alpha (HIIBO, ZnSe). Cmextper SIMP 'H u "“C
3aperncTpupoBanbl Ha crekrpomerpe Bruker Avance 11
(400 u 100 MTI'11 coorBercTBeHHO) B JIMCO-d4, BHYTpCH-
Huii cragmapt TMC, B naboparopun KOMIUIEKCHBIX
UCCIIEIOBAaHUA M DKCIEPTHOM OLEHKM OpraHHMYeCKUX
marepuanoB LIKIT Yp®VY. Macc-cniekTpsl 3aperucTpupo-
BaHbl Ha ra3oBOM XpoMaro-macc-cnekrpomerpe GCMS
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QP-2010 Plus (wmonmszamust DY, 70 »B). DiemeHTHbIH
anamu3 BeimonHeH Ha CHNS-anammzatope PE 2400 Series 1.
Temneparypsl IJIaBJIeHUs] ONpesesieHbl Ha prbope Stuart
SMP3. KoHTponb 3a XOJOM peakuuil M WHAWBUIYaNb-
HOCTBIO CHUHTE3UPOBAHHBIX COEJUHEHUI IPOBEIECH METOJOM
TCX na mnactuHax Silufol UV-254 B cuctreme EtOAc—
rekcaH, 1:2 (mposiBnenue B YO csere).

Ucxonnbie (4-3TOKCHKapOOHWI-1,2,3-THaana3om-5-1mr)-
ruapa3oHsl anerodeHoHoB 10a—e mosydeHbl MO ONHUCAH-
HOi B THTEpaType Metoauke. '’

IToay4enune 3THIOBBIX 3pupoB 5-(3-apnia-4-popmuli-
1H-mupa3on-1-ui)-1,2,3-Tnaanazon-4-kapooHOBbIX  KHC-
JoT 9a—e (o6mas meromuka). K 0.54 mu (7 mmornb) abce.
JAM®A npu —5+0 °C B Teuenue 1 4 nmpuxansiBaroT 1.77 M
(19 mmons) POCI;. [Tony4yeHHBIH pacTBOp MepeMenINBalOT
npu 0 °C B TeueHue | 4, 3aTeM MO KalUIIM JTOOAaBISIOT
pacTBop 2 MMoOIb THaauazoidwiryapazoHa 10a—e B 1 mi
JAM®A. PeakunonHyo cMmech HarpeBatoT npu 65-70 °C B
TedyeHue 8 4, 3aT€M OXJAXKJAlT ¥ BbLIuBailoT Ha 100 T
nbJa. BeinaBuimid ocajok OTGHUIBTPOBBIBAIOT, IPOMBIBAIOT
BOJIOH, epekpucTauin3oBeiBaioT u3 EtOH u cymart.

Itunosselii 3¢pup 5-(3-pennn-4-popmui-1H-nupaso-
1-na)-1,2,3-Tuaguazon-4-kapooHoBoi KucJI0THI  (92).
Bexon 382 mr (58%), CBETJO-)KENTHIH MOPOIIOK, T. I
161-162 °C. UK cnextp, v, cM : 3126, 1719 (CHO), 1688
(CO), 1532, 1440, 1364, 1304, 1245, 1200, 1154, 750, 704.
Cnektp SIMP 'H, &, m. n. (J, Tm): 1.46 3H, 1, J = 7.2,
OCH,CHs;); 4.53 (2H, , J = 7.2, OCH,CHj3); 7.49-7.51
(3H, m, H Ph); 7.85-7.87 (2H, m, H Ph); 9.58 (1H, c, H-5");
10.05 (1H, ¢, CHO). Cnekrp SIMP “C, §, m. x.: 13.9
(OCH,CHs;); 62.3 (OCH,CHj); 123.3; 128.7 (CH Ar);
128.8 (CH Ar); 129.5; 130.1 (CH Ar); 139.7; 140.1 (C-5";
155.1; 159.6; 159.7; 185.0 (CHO). Macc-cuiektp, m/z (1o, %0):
329 [M+H]" (17), 328 [M]™ (69), 300 [M-N,]" (49), 271
(17), 227 (72), 215 (16), 199 (19), 184 (13), 172 (23), 155
(49), 140 (16), 128 (65), 115 (27), 103 (28), 89 (20), 84
(23), 77 (100), 70 (20), 50 (40). Haiineno, %: C 55.03;
H 395, N 16.92. C]5H]2N403S. BI)I‘II/ICJ'[GHO, %: C 5487,
H 3.68; N 17.06.

ItwioBbiii 3¢up 5-[3-(4-meTnndenni)-4-popmuii-
1H-nupa3zon-1-uial-1,2,3-Tuaauazon-4-kapooHoBoii Kuc-
gotbl (9b). Bexox 308 mr (45%), OGexeBBIi MOPOIIOK,
1. . 177-178 °C. UK cnektp, v, oM ' 3134, 1695, 1533,
1439, 1356, 1203, 1160, 979, 824, 779, 729. Cnextp SIMP 'H,
o, M. 1. (J, I'm): 1.38 3H, 1, J = 6.8, OCH,CH3); 2.39 (3H,
¢, ArCH;); 4.50 (2H, x, J = 6.8, OCH,CHs); 7.35 (2H, n,
J=28.0, H Ar); 7.78 (2H, 1, J = 8.0, H Ar); 9.53 (1H, c,
H-5"; 10.04 (1H, ¢, CHO). Criextp SIMP °C, §, m. 1.: 14.3
(OCH,CH;); 21.6 (ArCH;); 63.2 (OCH,CHj); 124.4;
126.8; 129.1 (CH Ar); 129.7 (CH Ar); 138.7; 139.7; 140.9
(C-5"; 157.2; 160.8; 160.9; 184.1 (CHO). Macc-criextp, m/z
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(Iom> %0): 343 [M+H]" (22), 342 [M]" (100), 314 (33), 285
(20), 241 (80), 229 (16), 213 (18), 186 (25), 169 (39), 142
(31), 128 (28), 115 (29), 91 (65), 77 (13), 65 (42).
Haiineno, %: C 55.99; H 4.23; N 16.07. C;sH4N4O5S.
Brruucaeno, %: C 56.13; H4.12; N 16.36.

ITnaoBsli 3¢up 5-[3-(4-meroxcudenni)-4-gpopmui-
1H-nupa3zon-1-ni]-1,2,3-tuagnazon-4-kapooHoBoil Kuc-
aorsl (9¢). Bexon 387 mr (54%), cBeTno-KOpUUYHEBBII
nopomok, T. wi. 146-147 °C. UK cnektp, v, em ': 3130,
2978, 2932, 1713 (CHO), 1693 (CO), 1610, 1520, 1426,
1310, 1253, 1206, 1162, 1026, 830, 780. Crektp SIMP 'H,
5, M. 1. (J, T'm): 1.46 3H, T, J= 7.2, OCH,CHs); 3.86 (3H,
¢, OCH;); 4.54 (2H, x, J = 7.2, OCH,CHs;); 7.40 (2H, n,
J=28.0, H Ar); 7.86 (2H, 1, J = 8.0, H Ar); 9.56 (1H, c,
H-5"); 10.04 (1H, ¢, CHO). Criextp SIMP °C, §, M. 1.: 15.0
(OCH,CH3;); 55.3 (OCHj); 62.2 (OCH,CH;); 114.1
(CH Ar); 121.7; 122.9; 130.3 (CH Ar); 139.2; 140.4 (C-5");
154.9; 159.7; 160.1; 160.7; 184.9 (CHO). Macc-criektp, m/z
Uors %): 359 [M+H]" (16), 358 [M]"(100), 257 (44), 214
(14), 202 (27), 185 (24), 158 (33), 145 (36), 133 (24), 130
(18), 115 (33), 107 (18), 102 (59), 92 (56), 77 (86), 64 (42),
44 (36), 38 (19). Haitneno, %: C 53.57; H 3.88; N 15.76.
C]6H]4N404S. BI)I‘II/ICJ'ICHO, %: C 5362, H 394, N 15.63.

dtunoBblii 3pup 5-[4-popmun-3-(4-3Tokcudenna)-
1H-nupa3zona-1-nil-1,2,3-tuagnazon-4-kapooHoBoii Kuc-
aorel (9d). Beixon 380 mr (51%), OexeBbIl MOPOIIIOK,
1. 1. 153-154 °C. UK cnextp, v, cM ': 3140, 2978, 1693,
1613, 1538, 1518, 1437, 1312, 1165, 1024, 920, 841, 777.
Cnextp SIMP 'H, §, m. a. (J, I'm): 1.42 3H, 1, J = 7.2,
OCH,CHy); 1.46 (3H, 1, J = 7.2, OCH,CH,); 4.11 (2H, Kk,
J="17.2, OCH,CHz); 4.53 (2H, x, J = 7.2, OCH,CH3;); 7.00
(2H, n, J = 8.8, H Ar); 7.84 (2H, n, J = 8.8, H Ar); 9.57
(1H, ¢, H-5"); 10.04 (1H, ¢, CHO). Criextp SIMP °C, §, m. .:
13.7 (OCH,CH3); 14.3 (OCH,CHj;); 62.1 (OCH,CH3); 63.1
(OCH,CHj3;); 114.5 (CH Ar); 121.5; 123.0; 130.1 (CH Ar);
139.1; 140.1 (C-5"); 154.8; 159.4; 159.5; 159.9; 184.6
(CHO). Macc-cniextp, m/z (Iym, %): 373 [M+H]™ (23), 372
[M]™ (100), 271 (56), 243 (26), 216 (29), 199 (18), 188
(18), 171 (23), 144 (24), 131 (30), 119 (25), 102 (22), 77
(34), 65 (47), 44 (19), 38 (19). Haiimeno, %: C 54.69;
H 446, N 14.87. C17H16N404S. BI:-I‘II/ICJ'IeHO, %: C 5483,
H 4.33; N 15.04.

ItniaoBslii 3¢up 5-[4-popmun-3-(4-xnoppennn)-1H-
nupazou-1-mil-1,2,3-Tuaanazon-4-kapooHoBoii  KUCJIO-
ThI (9¢). Boixon 479 mr (66%), cBETI0-KOPUYHEBEIH TTOPO-
mok, T. . 176—177 °C. UK cnektp, v, em s 3129, 2982,
1707 (CHO), 1692 (CO), 1529, 1500, 1438, 1402, 1307,
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1249, 1202, 1158, 1097, 1021, 840, 781. Crexrp SIMP 'H,
8, M. 1. (J, Tm): 1.46 3H, 1, J= 7.2, OCH,CH); 4.53 (2H,
x, J = 7.2, OCH,CH;); 7.53 (2H, 1, J = 8.8, H Ar); 7.94
(2H, 1, J = 8.8, H Ar); 9.60 (1H, ¢, H-5"); 10.05 (1H, c,
CHO). Criextp SIMP C, §, m. 1.: 13.9 (OCH,CH;); 62.3
(OCH,CHs3); 123.1; 128.4; 128.8 (CH Ar); 130.5 (CH Ar);
134.9; 139.8; 140.8 (C-5"); 153.8; 159.5; 159.6; 184.8
(CHO). Macc-cniektp, m/z (Iom, %): 364 [MC'CD]* (17),
363 [M(°CI+H]" (8), 362 [M(PCD)]" (40), 336 (9), 334
(25), 305 (12), 261 (62), 249 (18), 206 (24), 189 (31), 162
(38), 149 (30), 155 (28), 137 (34), 112 (17), 111 (96), 84
(64), 75 (97), 70 (53), 44 (42). Haiineno, %: C 49.85;
H 3.19; N 15.59. C;sH;;CIN4O;S. Boruucieno, %: C 49.66;
H 3.06; N 15.44.

Paboma evinonnena npu noodepoicxe PH® (epanm
16-16-04022).
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