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1,2,3-Tpurasonbl NpUBAEKAOT BHUMAHWE CBOEN CNOCOHBHOCTLIO K PACKPBITUIO LMKAA € 06pa3oBaHm-
eM Qa-AMa30MMMHA U BHYTPUMONEKYAAPHBIM NeperpynnupoBKam 1 TpaHchopmaumnam ¢ obpasosa-
HUEM PA3INYHbIX TeTEPOLMKANYECKMX cucTeM. PaHee Hamu Hbl10 3yyeHo B3aumogencteme 1,2,3-
TpMasonaTa HaTpUA C TMAPOXI0PULAAMMN AMUHOB, NpMBoAALLEe K 06pa3oBaHMIO M3oMepHbIX 1,2,3-
TpuasosioB. B gaHHOM paboTe mbl NpeacTaBAsEM UcCen0BaHMe B3aumoaencrTeua 4-auetmn-1,2,3-
Tpmason-5-onata HaATpUA € NPOU3BOAHBIMWU rMApPA3UHA. BbinnM noayyeHbl NponsBogHble 5-meTnn-
1,2,3-Tpnason-4-peHnnkapbokcammngos 7 buc-deHnnammpg, 5,5’ -anmeTunn-
[1,1’]6u[[1,2,3]Tpmazonnn]-4,4’-aukapbOHOBON KUC/IOTbI.
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Cpegu NPOM3BOAHbIX 1,2,3-Tpnasona K K
OBHApYKEHb! BellecTsa, o6napaiotme PaHee Hamum 6bl0  NOKasaHo, uTO

Pa3ANYHBIMM BUZAMM 61MONOrMYECKOi B3ammopgeictene  4-auetmn-1,2,3-tpnasonaTta

dKTUBHOCTMU! 6aKTepVILI,VI,CI,HOl‘;1, NnpPoTNBOONYXO- HaTpUA 1 ¢ rmapoxnopuaamm amuHos
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NeBoii, GyHrMLMAHOM , MMMyHoNOAaB AW npotekaer ¢ obpasosaHnem 5-metun-1,2,3
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1,2,3-Tpmasona, obnagarowmx 6uonormyeckon Ph Ph R ,
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dKTUBHOCTbIO, n, Kak cneacrteue  3T0ro0,

. B paHHOM paboTte 6bl1O  Mcceao0BaHO
HabnoaaeTca PoOCT KoauyecTsa nybauKauumm, .
B3aMmogelictene  4-auetun-1,2,3-TpmnasosnaTa
noceAaleHHbIX 1,2,3-Tpuasonam.

HaTpmA 1 c NPon3BOAHBIMU TMAPA3UHA.
Kpome Toro 1,2,3-Tpuasonbl  NpoOABAAIOT P P A AP

MHTEPECHbIE XMMHNYeCKmne CBOVICTBa, TaKune Kak Pe3yanaTb| u OGCY)‘KAEHME

KONIbYaTO-LLeNHan nsomepwus,

neperpynnMpoBKN U TpaHCcPopmauMn LUKAA. BbiNO  MOKasaHo, uYTO peakums 1,2,3-
310  obycnoseHHo  cnocobHoctblo  1,2,3- Tpuasonata Hatpua 1 C  IKBUMONAPHBIM
Tpwnasosos K PackpbITULO KO/bla c KONMYECTBOM MMAPOXA0PUA0B rmapasnHos 3 a-

obpas3oBaHMeM 0-Ana3onMmHa.
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He3ameleHHOro rmapasmvHa rugpoxaopuaa B
pe3ynbTaTe peakuumu 6bin BblgeneH Guctpmason
5. B paHHOmM chaydvae,

OAHa  MOJEKyNna

rmapasmHa B3aMmopgencTsyer ¢ AByMA
MOJIeKy1aMK TPMas30aaTa, YTO CONPOBOXKAAeTCA
neperpynnmMpoBKOMN ABYX TPMA30/IbHbIX LIMK/IOB.
Bo3amoOXHO  Takoe

npoTeKaHne peakunmn

CBA3AHO C  MeANeHHbIM  pPacTBOPEHMEM

rmapasmHa ruapoxaopuaa B aTaHone.
1-AMunHO-1,2,3-Tpmaszon 6 yaanocb NOAy4YnTb

npu B3aMMOAENCTBUM C TMAPAZUHTNAPATOM 2-

AnasoaleToauetTaHnanaa 7, Noay4yeHHoro noa-

KNCneHmem BOAHOrO pacTtsopa 1,2,3-
TpuasonaTa HaTpuA.
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Takum o0b6pasom Hamu 6binM  MONYYEHDI

HEOMUCaAHHbIE paHee nponssoaHblE

deHmnamngos 5-metun-1-(R-amuHo)-1H-
[1,2,3]Tpna3zon-4-kapboHOBON KUCNOTbI U buc-
deHunnammg 5,5’-aumeTun-
[1,1’]16u[[1,2,3]Tpmnazonnn]-4,4’-aukapboHOBOM

KUCNOTbI.
3Kcnepume|-|1'anb|-|aﬂ 4acTb

KoHTponb 33 X040M peakumu 7

MHONBUNAOYA/NIbHOCTbIO CUHTE3NPOBAHHbIX

coeauHeHnn nposoauMnnM metogom TCX Ha
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xnopopopm (MposasneHne YO namnow). UK-

nnactmHkax Solufol cucteme:

CMEeKTPbl 3anMcaHbl Ha cnekTpodoTomeTpe
Bruker Alpha. CnekTpbl AMP 'H v 3¢ 3anucanbl
Ha cnekTpomeTpe Bruker Avance Il (400 n 100
MrL, cOOTBECTBEHHO), BHYTPEHHUI CTAaHAAPT —
TMC, B

uccnegoBaHnin  u

Nabopatopuu KOMMJIEKCHbIX

3KCNEPTOHOM  OLEHKMU
OpraHmyeckux matepmanos npu LK Ypody.
Macc-cnekTpbl 3aperncTpupoBaHbl Ha
MAT 11(3Y, 70

3B).TemnepaTypbl NaaBneHUA onpeaenieHbl Ha

cneKkTpomeTpe

npubope Stuart SMP3 w©n He wucnpasneHbl.
dNnemMeHTHbIM aHanu3 BbiNoAHeH Ha CHNS-
aHanu3atope PE 2400 Series 1.

Memoduka nonyyeHua 4 a-2 u 5
K cnuptoBOMy pacTBopy Tpuasonata Hatpua 1
0,29 r (1,3 mmonb) gobasnsawT (1,43 mmonb )
rmapoxnopuaa rmapasmHa 3 a-a. PeakumMoHHyto
Maccy KUnAtaAT B TeyeHue cyToK. Oxnaxaator,
BbIMABLIMN 0CaA0K OTOMABbTPOBbLIBAIOT, MPOMbI-
BAlOT 3TAHOJIOM M cywaT. MNpoxoxaeHne peak-
UMM otcnexkueatot metogom TCX.
deHunamup, 5-metun-1-deHnnammHo-1H-
[1,2,3]Tpuason-4-kap60oHOBOIT KucnoTbl (4a)
Ocagok 6enbiii Kpuctannmyeckuii 0,36 r (94,74
%). Ton = 147,3 °C. CriekTp AMP ‘H: (DMSO-Ds,
4, m.A4., J/Tu): 10,41 (1H, c, -NH), 10,39 (1H, c, -
NH), 7,85(2H, g, J=8,4, 0-Ar-H), 7,33(2H, A.4. ,
J=7,5; J=8,4, m-Ar-H), 7,23 (2H, a.4., J=7,5;
J=8,4, m-Ar-H), 7,09(1H, a.a., J=8,4; J=7,5, p-Ar-
H), 6,92(1H, Aa.4., J'=8,4; J°=7,5, p-Ar-H),
6,51(2H, a, J=8,4, o-Ar-H), 2,47(3H, c, CHa).
Cnektp AMP 3C: (DMSO-Dg, 8, m.4.): 159,61,
146,76, 139,02, 138,59, 137,67, 124,16, 121,82,
120,88, 113,37, 8,7. HainpeHno, %: C 65,50, H
5,17, N 23,91. Bbiuncneno ansa Ci6H1sNsO, % : C
65,52, H 5,15, N 23,88, 0 5,45.
deHunamug, 5-metun-1-(2-rupapokcm-
3TunamuHo)-1H-[1,2,3]rpuason-4-kapboHoBoi
Kucnortbl (46)
TémHo-éntoe macno 0,36 r (89,45 %). CnekTp

AMP *H: (DMSO-Dg, 8, m.4., J/Tw): 9,99 (1H, c, -



NH), 7,82(2H, a, J=7,6 o-Ar-H), 7,31(2H, a.4.,
J=7,6; J=8,3, m-Ar-H), 7,20 (1H, 1., J=5,4, -NH),
7,05 (1H, pa., J =7,4; J =7,4, p-Ar-H), 4,06 (1H,
yw.c., -OH ) 3,56 (2H, yw.Tt., J=5,5, -CH,), 3,26
(1H, a.4., J=5,5, J=5,4, -CH,) 2,56 (3H, c, CH3)
HaipgeHo, % : C 55,15 H 5,80 N 26,80. Bbiuunc-
neHo ana CyoHisNsO,, % @ C 55,16, H 5,79, N
26,80, 0 12,25.
deHunammg 5-metun-1l-gumernnamuHo-1H-
[1,2,3]Tpnason-4-kap6oHoBOI Kucnotbl (48)
TémHo-kéntoe macno 0,34 r (92,73 %). CneKktp
AMP H: (DMSO-Dg, 8, m.4,., J/Tu): 10,06 (1H, c,
-NH), 7,82 (2H, g, J=7,6, o-Ar-H), 7,29 (2H, a.4.,
J=7,6; J=7,4, m-Ar-H), 7,05 (1H, a.a., J=7,4;
J=7,4, p-Ar-H), 3,02 (3H, ¢, CH3) 3,06 (3H, ¢, CH3)
2,54 (3H, c, CHs). HaltaeHo, % : C 55,77 H 6,15
N 28,57. BbiuucneHo gna CioHisNsO, % @ C
58,76, H 6,16, N 28,55, 0 6,52.%
(5-metun-4-peHnnkapbokcamounn--
[1,2,3]Tpuason-1-un)-amug, 4-metun-
[1,2,3]tnaaunason-5-kapboHoBoi Kucnotbi (4r)
Ocagok 6enbii Kpuctanamdeckmi 0,52 r (82,35
%). Tnn = 175,62C . Cniektp AMP ‘H: (DMSO-Dg,
S, m.A4., J/Tu): 13,23 (1H, ¢, -NH), 10,28 (1H, c, -
NH), 7,84 (2H, a, J=7,8, o-Ar-H), 7,30 (2H, a.4.,
J=7,8; J=7,9, m-Ar-H), 7,07 (1H, T., J=7,9; J=7,9,
p-Ar-H), 2,96 (3H, c, CHs3) 2,55 (3H, c, CHs)
HaitgeHo, % : C 48,98 H 3,81 N 28,53. Bbluuc-
neHo ans CyuHq13N,0,5S, % : C 48,97; H 3,82, N
28,55; 09,32,59,34.
Buc-peHnnamunpg,
[1,1’16m[[1,2,3]Tpuasonnn]-4,4’-
AnKapboHoBoi Kucnotbl (5)

5,5’-pumeTunn-

Ocagok 6enbiii Kpuctannmyeckuii 0,30 r (84,35
%). Tna = 217 °C (net 180 °C ). Cnektp AMP 'H:
(DMSO-D¢, d, m.a., J/Tu): 9,02 (2H, c, -NH),
7,74(4H, n, o-Ar-H J=8,0), 7.44 (4H, n.4. , ) =7,6;
J=8,4 m-Ar-H), 7,23 (2H, n.a., J=7,2 , p-Ar-H) UK
cnektp,v, cm 3308,98 (-NH), 1666,04 (C=0)
Macc-cnektp (3Y, 70 3B), m/z (lomH (%)):
[M]+402(9,14) HanpeHo, % : C 59,71 H 4,47 N
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18,04. BbiumncneHo gna CyoHgNgO,, % : C 59,70;
H4,48 N 27,86; O 7,96

Memoduka rnony4yeHusa 6
K cnuptoBOMy pacTBopy 2-AMasoaueTaHuamMaa
7 0,26 r (1,3 mmonb) pobasnsator 0,07r (1,43
MMO/b) TMAPasuH rmapaTa PeakuMoHHYO mac-
CYy KMNATAT B TeyeHue cyToK. OxnaxaatoT, Bbl-
naBWMN 0CaZoK OTOUABLTPOBbLIBAOT, MPOMbI-
BAlOT 3TAaHONOM M cywart. MpoxoxaeHne peak-
LUK otcnexxkmearot metogamm TCX.
deHunamupg 5-metun-1-ammnHo-1H-
[1,2,3]Tpuason-4-kap6oHoBO KUCNOTbI (4B)
Ocagok 6enbin Kpuctanaunyeckui 0,32 r (83,39
%). Tnn = 199 oC (net 120 °C). Cnektp AMP H:
(DMSO-Dg, d, m.a., J/Tu): 9,96 (1H, yuw.c., -NH),
7,80(2H, a., o-Ar-H J=8,0), 7,2(2H, a.4. , J=8,0
m-Ar-H), 7,04 (2H, a.4., J=8,0 , p-Ar-H), 6,76(2H,
c., -NH2) ,2,54(1H, c, -3) Macc-cnekTp (3Y, 70
3B),m/z (lomH (%)): [M]+217 HaigeHo, % : C
55,28 H 5,07 N 25,80. BbiumcneHo panA
C10H11N30, %: C55,29; H 5,06 N 25,81; O 7,37
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