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BsaumopeiictBuem 2-,3-,4-aMUHONUPUINHOB WX 4-aMHHOXUHOJIMHA C THIPOIUTUYECKU YCTOMYUBBIMU COMSIMU
Tpornmius (nepxioparoMm wim terpadropooparom) nomyuensl N-(1'-muxiorenTa-2',4',6'-TprueHm)-2-aMIHO-
nmupuant, N-(1'-unknorenra-2',4',6'-rpuenni)-3-amunonupuan, N-(1'-nuknorenta-2',4',6'-rpuenun)-4-amu-
nHorupuaut U N-(1'-uuknorenra-2',4',6'-rpuennn)-4-aMuHOXHHONMH. M3ydeHO BIMsIHME NMH/1a301a U aHHOHA
COJIM TPOIMJIUS Ha BBIXOJ M YCTOMUMBOCTh KOHEYHBIX IPOJYKTOB PEAKIIHH.
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1,3,5-1lukmnorenTarpueHoOBbIH (TPONMIHIEHOBBIN)
LUKJI MOXXHO paccMarpuBaTh Kak (yparMeHT OHoJIo-
THYECKH aKTHBHOTO coeAnHeHus. Tak, MHOTHE Bellle-
CTBa MPHUPOIHOTO MPOUCXOXKICHUS, CONEPIKAIIIIE Ce-
MUYJICHHBIN UK TPONWIHICHA IPOSBIISIOT aHTUMH-
KpOOHOE JIeHiCTBHE B OTHOLUICHWH HIMPOKOTO CIIEKTpa
Oaxrepwuii [1, 2]. IX cuHTeTHYECKHE aHAJIOTH — COE-
JUHEHUS, CoiepKalllie B CBOEM COCTaBe OUH [3] uiu
IBa [4] TpONUIMICHOBBIX (parMeHTa, MPOSBISIOT aH-
TUMHKPOOHYIO aKTUBHOCTh B OTHOIICHWH IITaMMOB
Staphylococcus aureus, Escherichia coli n Candida
albicans. Jtor ¢akT NPenCcTaBiIsieT HECOMHEHHBIN
WHTEpEC, TaK Kak, 0 MHEHHIO aBTOPOB padoTHI [5],
IIPY JIEYEHNH MUKPOOHON 3K3eMbl HEOOXOIUMO OIHO-
BpEMEHHO MIPUMEHSTH JIBa Npenapara, OuH U3 KOTO-
PBIX MPOSBISAET aHTHOAKTEpHaIbHOE, a BTOPOH — aH-
TUMHUKOTHYECKOE AelicTBUE. IMEHHO cBoOiicTBa IBYX
MpernaparoB coueTaeT Kaxaoe u3 Bemects — 4-(7-1u-
kijorenra-1,3,5-tpuenmn)anunud U 4-(7-1UKIIOTe-
ta-1,3,5-tpuennn)-N-(1-uukmorenra-2,4,6-Tpu-
CHUJI)aHWINH, OTIMCAHHKIX B paboTax [3, 4].

N3BecTtHO, uTO N-TpONMIMPOBAHHE apoOMaTHye-
CKHMX aMHHOB COTIPOBOXIAETCS NETUIAPUPOBAHUEM U
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oOpa3oBanueM 8-apui-8-azarentadyabBeHOB [6], KO-
TOpBIE B IPUCYTCTBUM HIMHU1a30J1a MOTYT IIPEBPALIATh-
cs B UMHHBI BCJIEJICTBUE CyXeHud 1,3,5-nukiorenta-
TpueHoBoro nukia [4]. Panee HamMu OBUTO M3y4YEHO
B3aMMOAEHUCTBHE 2-aMUHOIUPUANHA C THAPOIUTHYE-
CKHM HEYCTOMYMBBIM XJIOPUJOM TPOMMIIUS, MPUBOAS-
mee K mpoaykty N-tponmmpoBadus [ 7]. AHAIOTHIHO
MIPOTEKACT B3aUMOJEHCTBHE MMIPOIUTUICCKH YCTOM-
YUBOTO TeTpadTopOOpaTa TPOMUINS C 2-aMUHOITHPH-
MuauHOM [8]. B mpomomxkenne nccnenosanuii [4, 7, 8]
n3y4yeHa BO3MOXKHOCTb BBEIEHHS TPOIMINAECHOBOIO
¢parmMeHTa B MOJEKYJbI 2-, 3- , 4-aMUHONUPUINHOB
la—B wim 4-aMUHOXWHOJWHA 2 C YIaCTHEM THIPOIH-
THYECKH YCTOHUMBBIX TeTpadTopOOpaTa Win nepxio-
para tpormius. [IpoBeneHa oneHKa BIMSHUS UMHIA-
30ia Ha pe3ynbrar N-TponunupoBanus. M3ydena an-
THOaKTepuaibHasi 1 aHTUMHKOTHYECKAsl aKTUBHOCTH
MOJTyYEHHBIX COETMHEHHH.

Oco0eHHOCTh 2-, 3- wiu 4-aMHUHOIUPHUIMHOB H
4-aMUHOXMHOJIMHA COCTOUT B TOM, YTO OHM HMEIOT JIBa
PCaKIMOHHBIX IIEHTPa — aroM a30Ta MUPUIUHOBOTO
LUKJIAa U aMUHOTPYTIITY, & JUIS 2- U 4-aMUHOTTUPUIUHOB,
4-aMHUHOXHHOJIMHA XapaKTepHa aMHUH-UMHUHHASI TAyTO-
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Mepus [9], 4To, HanpuMep, B cIIydae B3aNMOACHCTBUS
2-aMUHOTIHPHUIIUHA C AITHIOPOMHIIOM TPUBOIMT K
aByM u3omepam [10]. Hamu yctaHOBiI€HO, 4TO aMu-
HonupuauHel 1a—B (cxema 1) M 4-aMHUHOXHHOIHH 2
(cxema 2) mpu B3auMoJIeiicTBUH ¢ TeTpadropdoparom
3a wu nepxioparoM 36 TPOMMIIKs 00pa3yrOT HOBBIE
ycroitunBbie coenuHeHus: N-(1'-nmmknorenta-2',4',6'-
TpueHwn)-2-amunonupuana 4a, N-(1'-nukimorenTa-
2'.4'.6'-tpuenwun)-3-amuHonpuanH 40 w  N-(1'-
uukiorenta-2',4',6'-Tpuenun)-4-aMUHOTUPUINH
4B, a Ttakke N-(1'-mmkiorenta-2',4',6'-TpueHnn)-4-
aMHMHOXHMHOJIMH S, 00pa30BaHNE H30MEPHBIX COEINHE-
Hul He HaOmonaercs. [lomyueHHbIC HOBBIC COCMHE-
HUS HE MOJBEPraloTCsl MEePErpyniupoBKe, a IPUCYT-
CTBHME UMMJA30J1a HE IPUBOJUT K CY>KEHHIO TPOIIMIIH-
JIEHOBOTO LIUKJIA.

CTpykTypa TOIYYEHHBIX COCIUHEHWN JO0Ka3aHa
¢ nomolblo crnekrpockonuun SAMP IH, macc-crek-
TPOMETPUN M PEHTIeHOCTPYKTYpHOTO aHanmu3a (Ha
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npuMepe coenuHeHus 4B). CreayeT OTMETHTh, YTO
B Macc-CIIeKTpe cOoelMHEeHUsT 4B, (QUKCUPYIOTCS JBa
MUKa JUTsE MOJIEKYIsipHOTO MoHa (m/z 184 [M]") B co-
OTHOIIIEHUH 2:1, 4TO yKa3bIBae€T HA HaJIMYKE BTOPO-
ro uzoMepa. MoXHO TPEANOJIOKUTh BOSHUKHOBEHUE
BTOPOTO U30MEpa B Macc-CIIeKTpOMeETpe (Temrieparypa
ucnaputens 10 270°C), 9To CBS3aHO C TEPMUYECKOM
M30MEpU3alueii TPONMMINACHOBOTO IIMKIIA, KOTOpas
OTIMICaHa JIJIsl apOMaTHYecKuX aMUHOB B padore [11].
[Moatomy it coenuHeHUsT 4B ObLT BBITIOJHEH PEHT-
TeHOCTPYKTYPHBIH aHajiu3, KOTOPBIM IOATBEPIKIA-
€T HaJU4Hhe TOIHKO OJHOTO HM30Mepa (CM. PHCYHOK).
OnucaHHble 0COOCHHOCTH XapaKTepHBI ISl COSIMHE-
HUl 4a, B U 5.

OreHKy aHTHUMHUKPOOHOTO JIEHCTBHS CHHTE3UPO-
BaHHBIX COEIMHEHUH M3ydald METOJOM IBYKPATHBIX
CEpUHHBIX Pa3BEACHUN B MSICOIENITOHHOM OYIHOHE
u Oyneone Cabypo [12]. Jlns wuccnenoBaHusi ObLTH
WCTIOJIH30BAaHBI KOJUICKITMOHHBIE ITaMMbl MHKPOOD-



1464 IOHHUKOBA wu np.

-

O6wuit Bug monekynsl N-(1'-uknorenra-2',4",6'-tpu-

CHIT )-4-aMUHOTTMPUINHA 4B B KPUCTAJLIE.

ranu3MoB: S. aureus 906, E. coli 1257 u C. albicans
ATCC 24433. Pe3ynbsrarhl HCCIEIOBAHUN MOKAa3alH,
YTO BCE CHHTE3MPOBAHHBIC COCAMHEHHUS O007alaroT
AHTUMHUKPOOHOM aKTUBHOCTBIO. YCTaHOBJICHO, 4YTO
coennHeHus 4a 1 4B ¢ KOHIEeHTpauue 125.0 Mxr/mi
OKa3aJIi HHTUOUPYIOIIee JeCTBHE Ha pOCT MUKPOOP-
rauu3MoB S. aureus, E. coli n C. albicans. I1o Benu-
YHHE 0aKTEePHOCTATHIECKOTO NEHCTBHUS B OTHOIIEHUH
mramMma S. aureus coenuHenne 40 okxazamoch Oojee
AKTUBHBIM, TOJIABJISAIONIAS KOHIICHTPAIUS COCTaBUJIa
62.5 MKI/MII, 94TO COIMOCTaBUMO C TPENapaToM CpaB-
HEHUS — JTUOKCUINHOM.

Takum 00pa3oM, BBISIBIIEHHAs aKTHBHOCTH IIOJNY-
YeHHBIX COEIUHEHHWH MOATBEPXKIAET IIeTIecoodpas-
HOCTh TOWCKa HOBBIX BEIIECTB, 00JaJarOIIUX aHTH-
MUKPOOHOW aKTUBHOCTBIO, B PSIY TPOITMITMPOBAHHBIX
aAMHUHOB.

N-(1'-Iluksorenta-2',4',6'-TpreHna)-2-aMuHO-
nupuauH (4a). a. K pactBopy 0.25 r mepxiopara
tpommrust 36 (1.3 MMonb) B 5 MIT AWCTHIIIMPOBAH-
HO# Boxbl no0aBsuid 0.25 r 2-amuHOnMpuanHA 1a
(2.6 MMoOnB) TP KOMHATHOM TeMmIepaType U Iepe-
MemmBaHnu. Yepe3 30 MUH cMeCh HEHTpPaIN30BaAIU
10%-nb1M pactBopoM NH,OH o pH = 7 u ocrasns-
TM JUIS KpucTayutm3anuu. llomydeHHble KpUCTaUIbI
or¢miprpoBbiBaid U cymuiad. Bexox 0.19 r (79%),
T. 1. 84—86°C (Tekcan), OeNTble HTOIBIAThIC KPUCTAII-
ae1. Cnekrp SIMP 'H (CDCly), 8, m. a.: 3.80 . T (1H,
Cl'H, J = 5.2, 5.2 I'm), 5.13 ¢ (1H, NH), 5.50-5.52
a1 n (2H, C?H, C’H, J = 9.2, 5.2 Tn), 6.26-6.30 m
(2H, C¥H, C®H), 6.38 1 (1H, C3H, Py, J=12.0 T'n),
6.61-6.64 m (2H, C*H, C5H), 6.75-6.76 T (1H, C5H,
Py, J = 4.0 I'n), 7.41-7.46 m (1H, C4H, Py), 8.11 1
(1H, C®H, Py, J = 6.0 I'u). Macc-criexktp, m/z (I .
%): 184 (33.1) [M]*, 183 (37.3), 106 (46.3), 91 (100),
78 (44.8).

0. K pactBopy 0.25 T Terpadropbopara Tpornuius
3a (1.4 MMOJIB) B CMECH 5 MJI JAUCTHILTUPOBAHHON
BOABI U 5 mu1 atanona nodasis 0.26 T 2-aMUAHOIIHU-
puanHa 1a (2.8 MMOIB) TIpY KOMHATHOW TeEMIIepaTrype
u nepememnBanuy. Yepes 30 MUH cMech HeHTpamu-
3oBanu 10%-ubmM pactBopom NH,OH no pH = 7 u
OCTaBJSLIN JUIsl KpucTayum3anuu. IlonyueHHble Kpu-
CTauThl OT(MIBTPOBEIBANN | cymmii. Beixon 0.22 T
(84%), Gerble UTOTBIATHIE KPUCTAILIHL, T. TUT. 84—86°C
(Tekcan).

6. K pactBopy 0.38 r mepxmoparta Tpomuius 30
(2 Mmmonp) B 5 Mu terparmmpodypaHa A00aBISUIH
0.14 r nmugazona (2 mmons) u 0.38 T 2-aMmHHOTIMPH-
nuHa la (4 MMONb) P KOMHATHOM Temreparype u
nepemMemBanuy. Yepes 3 u cMech HEHTPaTM30BAIN
10%-nb1M pactBopom NH,OH 1o pH = 7 u ocrassi-
10T JUIsl KpHCTaDM3anuu. [lomydeHHbIe KpUCTaIITbI
orunsrpoBsiBa 1 cymwin. Berxon 0.31 1 (84%),
Oenble WrojpdaThie KpHCTAUIb, T. i 84-86°C
(rekcan).
N-(1'-Huxaorenta-2',4',6'-Tpuenn)-3-aMuHo-
nupuanH (40) nomyyanu a"agorudxo. Beixon 0.09 ¢
(39%, merox a), 0.20 r (86%, merox 6), T. wi. 101—
102°C (rekcaH), CBETJIO-KENTHIE HIOJBYATHIE KPH-
cramiel. Cnekrp SIMP 'H (CDCly), 8, m. a.: 3.52 1
(IH,C'H,J=4.8Tn),4.35 ¢ (1H,NH), 5.46 1. 1. (2H,
C?H, C™H, J=9.2, 4.8 T'n), 6.27-6.30 m (2H, C3'H,
C®H), 6.77 T (1H, C5H, Py, J = 3.0 I'n), 6.92-6.94
M (2H, C#H, C5'H), 7.10 a. n. (1H, C3H, Py, J = 8.4,
4.8 T), 8.00 1 (1H, C2H Py, J=4.4 T), 8.11 x (1H,
C°H Py, J = 2.4 I'u). Macc-criektp, m/z (I,,,, %): 184
(100) [M]*, 91 (47.8), 78 (22.4).
N-(1'-Ilukaorenta-2',4',6'-Tpuennn)-4-aMuHo-
nupuauH (4B) nomydanu asanoruyso. Beixog 0.17 ¢
(70%, merom a), 0.21 r (81%, merom 6), T. M.
144-146°C (rexcan), Oenbie UTOJIBIATHIE KPUCTAILIBL.
Cnekrp SIMP 'H (CDCly), 8, m. 1.: 3.55 1. T (1H, C'H,
J=52,52),496 ¢ (1H, NH), 5.44 n. n (2H, C?H,
C"H, J=9.0, 5.2 T'n), 6.27-6.30 m (2H, C3H, COH),
6.47 n (2H, C3H, C5H, Py, J = 6.4 T'n), 6.77-6.78 m
(2H, C#H, C5H), 8.19 x (1H, C2H, C°®H, Py, J = 4.8
I'm). Macc-cnexrp, m/z (I, %): 184 (100) [M]*, 91
(38.8), 78 (14.9).
N-(1'-HuxJjorenta-2',4',6'-rpuenn)-4-aMuHo-
xunoyuH (5). K pacteopy 0.25 T mepxiopara Tpomnu-
must 36 (1.3 MMOJB) B 5 MIT TUCTHIUTUPOBAHHON BOIBI
nobasisy 0.37 T 4-amuHOXMHONMMHA 2 (2.6 MMOTIB) 1

TH>

TH?>
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0.09 r umupmazona (1.3 MMOIB) ITPU KOMHATHON TE€M-
neparype u nepemermBanuu. Yepes 30 MHH cMmech
Helfrpanuzosaau 10%-ueiM pactBopom NH,OH 1o
pH = 7 u ocraBnsanu s Kpuctaum3anuu. Beixon
0.24 1 (80%), T. 1. 198—199°C (3Tanomn), Oenbie Kpu-
cramtbl. Criekrp SIMP 'H (CDCly), 8, m. 1.: 3.76 1. T
(IH, C'H, J = 5.4, 5.1), 5.41 ¢ (1H, NH), 5.54 n. n
(2H, C?H, C"H, J = 9.3, 5.1 T'n), 6.29-6.34 m (2H,
C3H, C°H), 6.42 1 (1H, C3H, J=5.1Tu), 6.78 T (2H,
C#H, C°H, J=3.0Tm), 7.41 T (1H, C°H, J= 5.4 T'n),
7.60 T (1H, C’H, J = 5.7 T'n), 7.75 n (1H, C8H, J =
8.7 T'm), 7.99 n (1H, C°H, J = 7.8 Tm), 8.52 n (1H,
C2H, J = 5.4 T'n). Macc-cniekrp, m/z (I, %): 234
(100), 128 (22.4), 91 (13.4).

Crnextpol SIMP 'H cusiter Ha npubopax Bruker
AVANCEIITHD (4a—B)u Varian Mercury 300BB, BHy-
Tpennuit ctanaapt — [ MJIC. Macc-cnekTpbl moayue-
Hbl Ha nipubope Agilent Technologies 6890N/5975B,
komonka HP-5ms (30%0.25 mm, 0.25 mMkM), ra3 HO-
CUTENIb — TeNUi, MOHU3AIUS AJIEKTPOHHBIM YIapoM
(70 »B), Temmnieparypa Tepmoctara kojaouku — 100°C,
TeMrreparypa ucraputens — 260, 270°C.

TH>

PeHTreHOCTPYKTYPHBIH aHAJM3 cOeIMHEHUS 4B.
[TapameTpsl 371€MEHTAPHBIX UK U MHTEHCHUBHOCTH
OTpaXCHUI HM3MepeHbl Ha Iudpaktomerpe Xcalibur
R. Tlommomenue y4TeHO SMIUPHYECKHM METOIOM
MYJIBTH-CKaH ¢ ucnojs3oBanueM anroputma SCALE3
ABSPACK [13]. Crpykrypsl pacmmdpoBaHbl mpsi-
MBIM METOZOM M yTOYHEHBI MonHoMaTpuuHbiM MHK
C MCITOJIb30BaHUEM Tporpammuoro nakera SHELX97
[14]. Kpucrann coeaunenus 4B (C,H,N,, M =
184.24) npuHaMIKUT K POMOMYSCKOW CHUHTOHUH,
mapaMeTphl MIeMeHTapHoi sueiiku: a = 10.370(2) A,
b =16.191(3) A, ¢ = 12.082(3) A, V = 2028.6(7)
A3, Z = 8, npocrpanctsennas rpynna Pccn. B xpu-
CTaJule MOJICKYJIBI CBSI3aHbl B OECKOHEUYHBIE LIETIOUKH
BJIOJIb HAINPABJIEHUS OCU ¢ DJIEMEHTAPHOW SUYEHKHU
MOCPENICTBOM MEXMOJIEKYISIPHONW BOAOPOIHOMN CBS3H
NI-H!---N2[x, 1.5-y,z-0.5] cmapamerpamu [d(D-H)=
0.881(15) A, d(D---A) = 2.9839(17) A, dH---A) =
2.121(15) A, yron DHA 166.4(13)°]. OxoH4aTensHbIe
napaMmeTpsl yrounenus: Ry = 0.0457, wR, = 0.1149
[ 1765 orpaxenutii ¢ I > 26([)], Ry = 0.0660, wR, =
0.1294 (mnsa Bcex 2427 HE3aBUCHUMBIX OTPaKCHUI),
S'=1.031.

ABTOpHI BeIpakatoT omaromapuocts C.1O. baman-
muHoW  (HaywHo-mccnemoBarenbekas —JiabopaTropust
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«bakrepunn») 3a M3ydeHHE NPOTMBOMHUKPOOHBIX
CBOMCTB MOJTyYEHHBIX BELIECTB.

®OHJIOBA S ITOJIJIEPXKKA

Pabora BeImonHEeHA MTpY (PUHAHCOBOH TOACPIKKE
Poccwiickoro ¢oHma (GyHIaMEHTAIBHBIX HCCIEN0BA-
Huit (rpanT Ne 19-03-00888 A).
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The reactions of of 2-, 3-, 4-aminopyridines or 4-aminoquinoline with hydrolytically stable tropylium salts
(perchlorate or tetrafluoroborate) afforded N-(1'-cyclohepta-2',4',6'-trienyl)-2-aminopyridine, N-(1'-cyclohep-
ta-2'4',6'-trienyl)-3-aminopyridine, N-(1'-cyclohepta-2',4', 6'-trienyl)-4-aminopyridine and N-(1'-cyclohep-
ta-2'4',6'-trienyl)-4-aminoquinoline. The effect of imidazole and the tropylium salt anion on the yield and
stability of the final reaction products was studied.
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