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Henonb3ys OCHOSHBIE NOMOXEHUA KOHUENNUL BUOUIOCMEPUIMA CUHRMEIUPOBAHY & UCCACOOBAHBL INPU Cepll
HOBX MPOUIGOOHLIX 6-a3aYPAYMAR, OMAKMMOWIXCR CIMPYKINYPHUM MOMUBOM CREICEPHOZO YHacmxa,
COAINGUIOUEZ0 2eMEPOUUKA € KapBamudnmm dpazmenmom. I1poeeden cxkpunuHE NOAYHEHHBX COCOURHENI
nO emeneHi. GHMUMHKPODHOI QMuerOCHIL HQ MEcCmossix KyAbmypax 6axmeputi, MUNEUAALHbIX U
dpoxxenodobusix zpuboe. Toxasano, wmo wWupoxrit cneKkmp aHmumuKpobrozo delicmeun oOHapyXen ¥y
NPOUIBOOHDIX O-Q3AYPAUUA-S-NPORAHKAPOOHOBOH 1t 6-A3aypayia-5-muoykcycroil Kucaom.

Bsenenne., BHOM30CTEpPHUYECKHE 3a3MEHH —~ 3TO OJHH
A3 DOOXOR0B, UCMOAB3YEMHX B MEOMIMHCKOH H OHO-
OPraHHYeCKOl XUMHH AAd PALMOHANRHON MoonduKa-
MM TEPATICBTHYECKUX CPEICTB B NEAdX CHHXKESHHS WX
TOKCHYHOCTH, NOBHMIECHAS 3IhPeXTHBHOCTH H, BO3-
MOXHO, PACIIMPEHHSA CTICKTpa OHOOrHYECKOro AeHcT-
BHA4.

6- ¥ 5-3a3aNMPHMHAMHOBHE OCHOBAHHA HBJIKIOTCA
K/1aCCHYECKMMH (HOM30CTEDAMH NPHPOIHMX HYKJICH-
HOBHX OcHOBaHMH. JIN8 HUX BHIOJHAETCS OCHOBHOE
YCOBHE KOHUENUMHA OHOMsOCTEpH3Ma: nogodne dusu-
KO-XHMHYECKHX CBOWCTB, MPeaoupeneageMoe Kak
BHEHUMH (pOpMa, TIPOCTPAHCTECHHHE 00beM MOne-
KYJH), TAK H BHYTPHMONEKY/ISPHHMH 0COOEHHOCTAMA
(pacnpeacneHHe 3EKTPOHHOHN IIOTHOCTH, KOR(opMa-
LHOHHHE H T3YTOMEPHHE nepexoms ¥ 1. A.) {11

6-aza-ananorn (6-AzaU, 6-AzaT, 6-AzaC), no-
gyueHHne 3ameroll CH-rpynne B NHPAMBIHHOBOM
UMKIe Ha atoM N, IPEeKpacHO WLAICTPHPYIOT OCHOB-
HOE TIOJOXEHHE KOHLEMUMHM — HX CIOCOGHOCTb K KOH-

© H. B. ANEKCEEBA, 1. M. [AMThYHKOBCKAA, C. H. XAPYEHKO,
M. O IUVIATOHOB, B. . KOCTHHA, 1. € YCEHKG,
H. A JBICEHKO, E. B. BAIITA, B. A MAIBKO, 2002

KYDPEHTHOMY B3aMMOACHCTBMIO (Kax cyGcrpara HAM
HHIHOHTOPA) C TEMH XK€ MOJEKYJISPHHMH MHIIECHIMH,
yTO ¥ npHpoaAHne MeTabomuTH. Iag 5- u 6-azanupu-
MHIMHOB H HX HYKJEO3MIOB YCTAHOB/JIECH MOJEKYMsIP-
HEIA MEXaHU3M MHrHGuTOpHOrO feicTens [2, 3.

Kak H3BecTHO, BECHbMa Pa3HOCTOPOHHHMH 1o HHo-
JIOTMMECKOMY AeiicTBHIO (repOuumab, ¢yHrMLAIL, HH-
CEKTHIMAL, KAPAMOCTATHKH) HBJSIOTCH [PENapaTH,
OONyuYeHHHe HA ocHoee O-azaypaumwna, moaudmumpo-
BAHHOIO N0 noaoxenusM 2, 3 v 4 TpHasHHOBOIO
koabua [4—7 ). Beenenne dhapmakodopuanx Ci-zame-
cTHTENeH ((DeHHMIBHOTO DANMKAna, TpeT-6yTIIbHOIL,
kapbamMeaOit M APYrHX TPYOMHPOBOK) BO MHOIHX
cayyadgx cnocoGCTBYET pacHIHpeHHI0 crnexTpa Omono-
rMYECKON aKTHBHOCTH TETCPOLMKIHYECKHX OCHOBAHMH
4, 8).

Uens paoTh COCTOANA B CHHTE3e H HM3YUeHMH
HOBHX COSAWHEeHMH 6-asaypammia, B CTPYKTYpe KOTO-
PHIX TPMAZMHOBHI FeTEpPOLHK] CBE3aH C KapbaMmup-
HEM (parMeHTOM uepes cnelicep. Mcoorenorano Binsi-
HHE OMKAMMEcKHX thapMaxodOpHEX rpynn, a Takxe
OMOM30CTEPHYCCKHMX 3aMECH B CHEHCEPHOM YYacTKe Co-
€AMHEHHH HA YPOBEHb H CIIEKTD OHOMOTHMECKOH ak-
THBHOCTH.

237



ANEKCEEBA H. B. H OP.

Matepuaan ¥ Meroan. Coegmaenus 1—3,. Hx
MCTHIOBHE PHPH NOJYYEeHB, KaK ONMCAHO paHee
[9—11]. AMEOIN MOHOXJIODYKCYCHOH KHMCJIOTH TIPHIO-
TOBAEHH MO CTaHaapTHOH Meroguke [12] ma xmopan-
THAPHAA MOHOXJOPYKCYCHOH KHCIOTH — DEaKTUB
cupMu «Lancasters (Anramg). Y@ cnekrpu cogquse-
HME cHATH Ha npmbope Specord-UVVIS (OPI) B
granosic, [IMP conexkTpW 3anHCcaHN Ha CIEKTPOMETPE
Varian VXP-300 (CIIJA) B pefitepypoBaHHOM fAMe-
teAcyabgoxcune. KoHTpomk 3a XomoM peakumit u
OpPOBEPKA YHCTOTH CHHTEIMPOBAHHHX COETHHEHMI
NPOBOTA/IM METONOM TOHKOCJIOHHOM xpoMatorpaduu
(TCX) ®a nnactumkax Silufol UV-254 8 cucreme
pacteopeTencit — xnopodopm:meradan, 9:1 (A), u3o-
nponason:ammuax:eona, 7:1:2 (B). Temmnepartypy
TIABACHUS AMUJIOB ONPCACASTH BA cToauKe Boatkyca
(OPD).

BHONOrMYeckyi0 AaxTHBHOCTE CHHTCIMPOBAHHBIX
COCHMHEHMH H3Y4YaAH NPOTHB HEKOTOPHX BHAOB Oak-
TEPHH, APOXXKEeNOROOHHX H MHMUENMANBHHX rpubos,
DOJTYYSHHHX H3 Mysed XHBHX KyabTyp Xadeaps
MHEKPOOHOIOrMH, BHPYCOIOrHM B OHoTexHOJOrHE da-
KyAbTeTa BeTepHHApHOE Memaumael HAY Yxpamaw, a
TAKXe BHEETCHHHX B NHpouecce Habmoaenns | neue-
Hys GOJMBHHX XUBOTHHX ¢ MPH3IHAKAMH cTadniionep-
MUH, quapen Ha ¢oHe MuKo3oB. Mcnoabzosanu meron
Oymaxaux guckos ¥ umnuugpos {17, 18). Konuent-
pauug BemecTs cocrasnwia | 9. B xavectse KOHTpO-
Jid IpUMEHETH KomMmepueckui pyarnoun «Kaorpuma-
som». bakTepuiuanyo W GYHIHEUMIHYI0 AKTUBHOCTD
BEIICCTB OLCHABAIM 110 OTCYTCTBHIO POCTA TECT-KYJb-
TypH. [TOBTOPHOCTH ONKTOR — YeTHpPEXpa3zoBas.

Cunmes amudos ¢ UCHOLIOBAHUEM 3Pupa Kapbo-
Hoeol kucnombt (coedurenus 6—9, 17, 18). Bucy-
MEAHYI0 B BAKYYMe B3pech 2,5 MMonb bHpa coepu-
Hewus | waE 2a cycnenguposanu B 2 ma (20 MMons)
aMiHA H HOCTENCHHO HarpeBaM B0 TemnepaTypu 140
°C. Ilpu a0l TeMOepaTtype pPeAKUMOHHYK) CMECh Bhi-
HepXKHUBAMH B TeueHHe 0,5—4 U, mepHONMYECKH KOHT-
poNHpYs CTENeHb 3aMelleHHs >QHpa ¢ MOMOINbIO
TXC. Ilocne OKOHUAHHS peAKIHH CMECh OXJIAXIANH,
H3DHTOK AMHMEZ yAajiand B BaKyyMe OTIOHKOH ¢
ToayonoM. OCTaTOK KPHCTA/LUTHIOBAMH M3 NOIXOASHIE-
ro pacrpoprTensa. XapaKTEPHUCTHKH HOMYUCHHHX MO
9T0i MeTOAMKe CoequHeHMl 6—9 npupeaeHH B Tabi.
1. AHANOrMYHO CHHTESHpOBANM amuna 17 W ruapasun
18, ncnonb3yd B NMEpPBOM C/IyYae DACTBOP aMMMAaka B
METAHOJIE, BO BTOPOM — CIHPTOBMA pacTBOp FHApa-
3EH-THApaTa. Iloce BHEECPAHBAHHE PEAKHHOHHOH
MacCH B TCYCHHE COOTBETCTBEHHO 72 M 2 U npH
KOMHaTHO# Temneparype OTGHILTPOBHEBANH HOCTa-
TOYHO YHMCTHE OPOTYKTH.

Cunme3s amudoa C uUCNONLIOBAHUEM XAOPAHIUG-
puda kapbornoeod xucromel {coedunenusn 10—14). K
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CxeMa CHHTE3a aMHAOB

cycmensuu kucaotet 2 (1 Mmose) B 5—10 ma cyxoro
aMOKcaHa mpubasasim 1,5 MMONb XJIOPHCTOrO THOHH-
aa # 1,5 mmons mupuausa. Cmecs B30aaTeBaid TIpH
KOMHATHOH TeMmeparype B Teuenue 15—20 mue no
NOJECRO pacTsopeHus KuciotH. K ofpasosasmemycs
XAOpaHranpuay noGas/aaan 5,5 MMOIR AMMHA U OCTaB-
aanu Ha 12 4. 3areM yzaasaW pacTBOPHTENB H
OCTATKM aMHHA OTTOHKO# ¢ TonywioM. K ocTaTtky
nobaengau Boay, ODpAa3OBABMIMACH OCANOK aMuaa OT-
HALTPOBBIBANE H TIEPEKPHUCTA/IM30BHBANH M3 IIOA-
XOASMENe pacTBopuTEAd., XapaKTePHCTHKH aMHATOB
10—13 ganw 8 taba. 1.

Cunmes amudos (14—16) ¢ nomowpro peaxyuu
xondencayuu 3 ¢ 4. K pactsopy 20 MMOJIb HATPHEBOH
COJIA COenEHeHHA 3 B 5 mu1 BoOW Ao0aBaand BOJHYIO
IMYBCHIO AMUMAA XJIOPYKCYCHOM KucnoTh (22 HMOJB).
CMech mepeMem¥BaM HA MATHMTHOH MEMAjKe MpH
40—30 °C B Teuenue 2 y. Bunasmmil ocafok mpogyk-
TA PEAKLHEH OTACALIN, 34TEM NPOMEBAIH JICAKHOMN
BONOH M XPHCTALIH30BAJIH M3 BOAH HIH BOXHOTO
cnupra. Buxon 30—50 %. XapakTepuCTHKH COEAMHE-
HUH mpuBedeHn B Tabn. 1.

PesyabTathl M 00cyXRaeHne. OquuM 3 ynoGHEX
METOACB CUHTE3a AMHIOB #BAMETCd AMHIHPOBAHMAE
supor kapbosopnx kucinor [121. Ilpu xpaTtkospe-
MEHHOM HATPEBaHHHA coearHeHuii 1 1 23 B AHOKCAHE C
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Tabtauya 1
Hexomopue Xopaxmepucmiusii CUNMEIUPOSaRNsLX coeumneniui
ndr, 4, » a
Buxox,
Cotauscenit Q0 NRIRZ % Tas, T x e 8 p0TONOs
C5  msecrureny I TRMASHNOROS  KOAR.
r—\
6 NH{CH2)2 -N © 50  106—110 6,333, 1. ({H,NH-CHp 11,552, ¢. (iH,N1-H)
— 10,997, c. (1H, N3-H)
1 NH(CH2)2 -N 45 202—204 6,344,7. (IH,NH-CHp) 11,752, ¢. (1H, N1-H)
10,995, ¢, (1H, N3-H)
3 NH(CH:)2 —NH/{;) 50 262—264 6,098, v. {H,NH-CHpy 10,945, ym. c.
8.023, v. (IH, CO-NH)  {2H, Ni-H, N3-H)
9 NH(CH2)2 —NHAO 30 298—301 67151 (1H,NH-CHp) 11,744, c. (1H,NI-HD
8,329 1. (1H, CO-NH) 10,053, c. (1H, N3-H)
-~
10 (CH2): -N 0O 59  182--135 - 11,887, c. (1H, N1-H, N3-H)
-
11 {CH2)2 ~N 59 215219 - 12,001, yw. c.
{2ZH, N1-H, N3-H)
12 (CH2)2 -NH/\(> 55  1B6—I188 8,348, 7. (1H, NED 12,048, ¢. (1H, N1-H)
o 11,872, ¢. (1H, N3-H)
13 (CH2)2 _NH/U 56 201-—-205 8,351, . (1H, NH) 12,118, ¢. (1H, N1-H)
11,954, c. (LH,N3-H)
~\
14 SCHy ~-N © 86  200—202 - 12,280, c. (1H, NI-H)
Nt
12,119, c. (1H, N3-H)
15 SCHa ~N 1M 250—254 - 12,262, c. (1H, NI-H)
- 12,109, c. (1H, N3-H)
16 SCHa -NH 60  208—210 B8,561,r. (LH,NH) 12,304, ¢. (1H, N1-H)
o 12,119, c. (1H, N3-H)
17 SCH3 NHz 78 270271 7.602,7.166 (2H,NH2)  12,321,c. (H,Ni-H)

12,120, c. (1H, N3-H)
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THOPA3sHH-THApATOM AHG0 anMAMATHYECKHMH aMUHAMH
C BHICOKMMH BRIXOGAMH ITPOXOANT 3AMEMICHME CIIMPTO-
BOM TPYNIH HA OCTATOK aMuHa (cxeMa). B oryuae
MEHEE HYKIeO(UIBHHX apPOMATHYESCKHX WIH BTODHY-
HHIX aMHHOB (HanpuMep, MHNOEPHIWHA, MOpPOIHHA)
NOAYYHTE COOTBETCTBYIOIIME AMHAH COENHHEHHs |
HAM YAANOCh, JIAIb OPOBEAS DPCAKLAKD B XECTKHX
YCJIOBHAX, IIPH 3HAMMTENRHOM MaBHTKE OnpepencHHO-
IO 3MMHA B OTCYTCTBHE DACTBODHTEIS K NPH TEMIEpa-
type 140 °C. Oguako ai1d peakuus aMUAHPOBAHHA 2a
MODPQOANHOM, MANCPHAEHOM ¥ APOMATHUECKMMH aMH-
HAMH YKA3aHHHE YCJIOBHS OKA3a/HCh HEOPHUTOTHBIMM;
smetonom TCX He Gruto 0OHApYXEHO HPOAYKTOB 3aMme-
MEeHAS, A CNeKTpanAbHHi awanu3 (ganHwe [IMP)
NOATBEPAN TIPOINENINYIO ACCTPYKUHIO TPHASHHOBOTO
KOJbIIA. AHANOTHYHO 24, METHJIOBHIA 3pHp COSnUHE-
HAS § BCTYDAA B Peakiudid TONBKO C aMMHAAKOM H
ANKHJIAMMHAMH M HE 3aMEIIANCE BTOPHUHEMHA AMHAHA~
MH. B cB93M ¢ STHM Hamm ZanbHefmne MCCHENOBAHKS
OBM/IH HAaMpaBAeHW Ha BHOOP pearentra u noadop
YCAOBWH I AKTHBALUMM KapOOKCHALHON IPYNOH B
coequHerndax 2 u 5, nepesons ee B fonee peaxuHoH-
HocnocoBHoe  BYHKUMOHATPHOE TNPOM3BOAHOE — XJA0-
pasrTRApPML. 3anaud OCIOXHANACE TEM, YTO Heodxoau-
MO OBUTO HAUTH YCA0BHS, HCKTKYAKILAS N0 BOIMOX-
HOCTH 3aMemeHHe OKCHYHKUMHE rereponmukna Ha
ranoua [14, 151, Ing sroro onpofoBagn pa3THYHHE
arcHTH M PACTRODHTENM ¥ NOKA3aHO, uTo Hamboiee
DOAXOASAIIEM A1 COSAMHEHHA 2 OKasaloCch HCHOAb3o-
BAHAC XJIOPHCTOTO THOHHJIA B CHCTeMe AHOKCAH—IIH-
punun. OBpasylomuiica in sifu XjaopaHrmnpun (6es
BHICMCHNS) Jafce NOPAMEHAMHM NAd AUWIHPOBAHHE
COOTBETCTBYIOMMX AMHHOB. BHXOIH NPOIYKTOBR peak-
unn (10—14) cocrasasnu 50—60 %,. TlomoBpauuse
VCAOBHA MH MONMHTAIHCH HCIOAbL3OBATH ¥ IJIF HOIYUYC-
HUd aMHIOB 0-asaypailwi-THOYKCycHOM Kucaotw. On-
HAKO MOMLITKA NOJYYUTH XAOPAHTHAPHA COCANHECHAA 5
oKasanacs Gesycnemmuoii; noSouRKE TPOLECCH, 3aTpa-
THBAIOUIHE PEAKUHMOHHEE HEHTPH TeTePOLHKAa, TakkKe
OPUBORMIA K MOJHOM JECTPYKOMH COSAMHEHMS, Bee-
cT¥ KapbaMuaHE (parMenT B 3 HaM YAAIOCH TONBKO
¢ HOMOIIBI0 TAK HA3HBACMOTO «BCTPEUHOTO CHHTE3aA»,
HCTIONB3YA NPEJBAPUTEIBHO NOJYYEHHBE AMHAN MO-
HOXJIOPYKCYCHOH KucnoTh 4. Ilocnenuwe Jerko B3aM-
MOAEHCTBYIOT ¢ HATPDHEBOH COJIBIO MEPKANTO3aAMEIICH-
HOro TpuaszmHa 3 ¢ o0pasoBaHAEM OXMIAEMHX INpO-
ayxtos 14—16.

MNoayuensune ammgu Tpex cepuil — GecoBeTHHE
KPHCTAJLTHYECKHE BEHIECTBA ¢ BHICOKMMH TEMNOEpaTy-
PaMH IUIABJCHHA, AX CTPOCHHUE M COCTAB MOATBEPXAC-
HH AasHEHMH YO 1 IIMP cnexktpos. ..

3aKOHOMEPHOCTH, TPOSBAGIOWIMECT B /IEKTPOH-
HBX CTIEKTPaxX aMANOB, AHAJIOrHYHH OCHOBHHIM 3aKO0-
HOMEpPHOCTSM, HabmomaeMuiM B crekrpax 3¢HpoB co-
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OTBETCTBYIOIIMX TpHa3uHKapboroswx xucaor [9, 16].
Maxcumymu Y@ noraomenns aag 10—13, 18 verko
BEID3XKEHH M Jexar B obnactu 260—263 uM (kak u
ana 6-azaT). B cayuae amumos 6—9 w 14—17, y
KOTOPHX FE€TCPOATOM CHelcepa HENOCPEACTBEHHO CBR-
3aH ¢ OBOWHON CBA3bK) TPHAZHHOBOTO KOJbL@, HOJOCH
noryromesnsa YO cnekrpor cMemieHst [9] # perncrpu-
pyiorca B uHTeprage 307--310 uM. Jaunwe cnekrpos
TIMP yTOuHSIOT CTPYKTYPY MOAYHEHHBIX COSAHHCHHIL
OTMeTdM, YTO CHHTACTH MPOTOHOB NPH UHKJIHWYECKHX
ATOMAX A30Ta XAPAKTEPH3YIOTCA BHICOKMMHM 3HAUCHWS-
MH XHMHUYCCKHX CABHMIOE H Jaexart B obnacrw 11,0—
12,0 M. A,

Pe3oraHCHBIE CUTHANIK dMHIHRIX MPOTOHOB B
CreKkTpax coeguHenuit 8, 9, 12—14, 16 naxonarcs mox
IHAYMTCABHM BAHAHMCM daMecTuteas NR R, # kapbo-
HUJABHOH IPYHNH, YTO BHIPAXAETCH B MX CMCILCHHH B
cnaboe nmose Ha ~1,0 M. O. OTHOCHTENBHO CHIHAJIOB
MPOTOHOB He3aMemeHHoro aMupa 17. HeaskpaHupy-
ACh, AMMIHBIE MPOTOHH MpPHOOPETareT OOABIYI0 mOo-
OBIKHOCTh (YCHJIMBAIOTCH KUCJIOTHHE CBOMCTBA COOT-
BETCTBYIIHHX TPYII), YTO MOXET, BEPOATHO, HANTH
OTpaXEHUEe B MPOABJACHAK OMOMOTUYECKOTO REHCTBHS.
B 10 Xe BpeMs [OJ0XEHNS CHPHAMOB IIPOTOHOB MCTH-
JIGHOBHIX TPYTIN CHEHCEPHOTO YUACTKA OCTAIOTCH MACH-
THYHEMH TAKOBBIM Y MCXOHHX TPMAZHHKAPOOHOBHX
kuacoor [9, 11, 161].

Onnoit M3 OCHOBHRIX 3a/ay MPesCTABICHHON pabo-
TH OBUIO BHACHEHHE B3AHMO3aBACHMOCTH CTPYKTYpa—
aKTHBHOCTh B DAY BHIICONMCAHHEX coeauneHui. Ha-
M¢ ACCACHOBAHME CKOHLEHTPHPOBAHO HA ONPEREJICHHH
BAMSHHASA JBYX CTPYKTYPHBIX 3MEMEHTOB — CrHeHcep-
HOr0 Y4acTka u kapfaMugporo GparMeHTa Ha yposeHb
AHTHMHKPOOHOIO AEHCTBHS aMHAOB.

B cBi3u ¢ 5TUM NpOBENCH CKPHHUHT Tpex CEpHi
coeuHeHUI:; aMunoB 6-azaypanii-5-aMHHOTIPOIHOHO-
poit kucaorel (6—9, cepua 1), 6-azaypaumn-5-npo-
nankapbonesoit kuciote (10—13 n 18, cepua I n
6-azaypaumn-5-ruoykcycHod kuomorel {14—17, cepra
1) Ha TecT-KynbTypax HEKOTOPHX BMAOB OakTepHi,
MHLCTHANBHNX M APOXXKCnomoOHHX rpubos. Amun-
HE ()parMeHT y BHILEMEPEUHCIEHHHX KHCJIOT Npea-
CTaBJEH OCTATKAMH MOpdO/MHA, MHNEPARNHA, OeH3n-
AamuHa, GypdypuraMuBa ¥ rHOPAZHHA.

PeayibraTel MCCJIEIOBAHNA CBENEHH B Taba. 2, w3
KOTOpOii BHAHO, UTO [IOBOJILHO BHCOKYI) AHTHMHKPOG-
HYI0 AKTHBHOCTH OTHOCHTEIBHO MCC/IENOBAHHEIX TeCT-
OOBEKTOR NMpPOABRALIOT NPOM3BOAMLIC BTOPOM M TPEThEH
cepuii. IlpenapatTe o0MagaldT AOCTATOUHO TIMPOKHM
CneKTpOM aHTHOAKTEpHANBHOTO NEHCTBHMA, a4 TAKXe
n3buparenbroil PyRrHIHAHOR aKTMBHOCTBIO. B TO Xe
BpEMS B FPYNIE TPENapATOB NEPBOR CEPHH 3aMCTHOM
AHTHOAKTEPHANBHOM AKTHBHOCTH He BHABAcHO. B pane
CAYYAER OTMEYEHO AOCTATOUHO BHPAXEHHOC MHTHOM-
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Tabruya 2
Anmumukpobuas aKmiueHOCME CUHMEIUPOSaHHOIX axudos ( Memod BymaxHoix Juckos)
OuameT) 30HW YIHETEHWA DOCTE, MM
Knotpu-
TecT-kyNeTYpH (x;:;:-pﬁ 9 Gyppypundamupet, coepunenke Ne Tlunepuamnas, coexuuense N

8 12 i6 7 il £5
Staphylococcus aureus 209P — — 10 20 — —_ 20
Staphylococcus epidermitis - - 10 16 8 _— 10
Micrococcus lysodeicticus -— — —_ 10 — — —_
Bactllus subtilis — — 10 10 — 10 10
Bacillus cereus 1477 — — 10 16 — — 10
Bacillus megaterium — —_ 10 -— — —_ _
Corynebacterium michiganense — - 10 16 —_— 10 10
Serratia marcescens — - — —_ — — —
Candida albicans — — — — — — —
Candida pseudotropicales — — — — — — —
Fabospora fragelis — 20 10 10 —_ 10 —
Geotrichum candidum — —_ — — —_ — _
Penicillium cyclopium - — = — - - —
Fusarium culmorum — — 20 20 — — 20
Alternaria alternata 10 — — — — — —
Chaethomium — - — — — — _
Trichothecium roseum 20 — — — — — —

Knotpu- Mopdonuam, coenunenne Ne BEHIHRAMIIN, COSHMHEHHE NO m"ia:::é x’m'
TecT-KyALTY Pt Mason
(wompons) & 10 14 9 13 13

Staphylococcus aireus 209P — — — — — - )
Staphylococeus epidermitis — —_ — — _— — 20
Micrococcus lysodeicticus — — — - 6 — 20
Bacillus subtilis — — — — — 10 16
Bacilius cereus 1477 — — — — — 10 20
Bacillus megaterium — — — — — — —
Corynebacterium michiganense — — — — 10 10 16
Serratia marcescens _ — R —_ — . 10
Candida albicans — 20 — - - — —
Candida pseudotropicales — — —_ 10 — —_ —_—
Fabospora fragelis — —_ — — 8 10 10
Geotrichum candidum — — — — — — 20
Penicillium cyclopium — 20 30 — — — —
Fusarium culmorum — — — 20 16 — 20
Alternaria alternata 10 — — — - — 8
Chaethomium — — — — —_ - 10
Trichothecium roseum 20 — — —_ — 20 20

TIpumeua B U e «H+—OTCYTCTBHE AHTUMHKPOOHOIO 2I6ACTBHS CHHTEIMPOBAHHEIX COSRMHEHMIL.
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pyroliee AeHCTBHE B OTHOIMEHHH JPOXXKEH H APOXXKe-
nomoOHBX rpHboB. UTO KAcaercs OTHENBHAX COEHHE-
HHA, TO HaubOJee AKTHBHBIMH OKA3aJHCh THEPAIUK
TPUA3HHIIPONAHKADOOHOBOH KHCTOTH {(COCHMHCHHE
18), mpodBHBLIHHA CAMWHA WMPOKHH COCKTP KAK AHTH-
faKTEPHANBHOTO, TaK U (GYHIMUMAHOTO OeHCTBHA, a
takxe Ppypdypwnammam 12 u 16,

AHann3 MOAYYECHHHX OAHHHX TIOKA3HBAET, 4YTO
CHCHCEPHBH YYaCTOK M3 TPEX 3BCHBEB SABJHCTCH HAH-
fonee PHIOAHLIM IJ19 PEATU3ANHH AKTHBHON CTPYKTY-
pH OMom3ocTepa. 3aMEH3 OTHOIO METHJICHOBOTO 3BEHA
Ha aToM cepHl B TPOM3BOAHHX TPEThEH CEpPHA HE
ABAFETCA KPHUTHUYSCKOH IS aKTHBHOCTH HM3-3a TOKO-
Oua PHU3AYECKHX CBOMCTE 3THX GMOM3OCTEPOB (I/IEKT-
POOTPHIATCABHOCTh M BAH-ACP-BAAJbCOBH PAAMYCH MX
NPAKTHUYECKM COBIAZAIOT). YBenudeHHe credcepHOH
LIEMH HA OJHC 3BEHO 33 CUET BBeJeHHMA OMOH30CTepH-
yeckod NH-rpynnm (I cepus), kax mokasnpaioT pe-
3yABTATH CKPHHHMHITA, NPHBOAHT K YCHICHEI) CEJIEK-
THBHOCTH aHTAMHKPOOHOTO HEHCTBHUS.

Takum 06pasom, CTPYKTYPHHH MOTHB PaccMOT-
PEHHEX 57CMEHTOB TPMAIHHKAPOOHOBBIX KHCJIOT $B-
JI9eTCA aKTYATLHLIM, 10 HameMy MHEHHIO, Js Oalb-
Hefmero au3aifHa OHOJOrHYecKM AKTHBHEIX COECNHMHE-
HMH,

L V. Alexeeva, L. 1. Palchikovskaya, S. N. Harchenko,
E. V. Baschta, M. 0. Platonov, V. G. Kostina, L. 8. Usenko,
N. A Lysenko, V. A. Malko

New 6-azauracil derivatives — amides of as-triazine carbon acids:
their synthesis and antimicrobial activity

Summary

Three series of new 6- azawraci! derivatives, differing by structural
motives of the spacer linking a heterocycle with carbamide fragments
have been synthesized and researched on the basic principles of
bioisosterism concept. The antimicrobial activity of these new
compounds has been detected in test-cultures of bacteria, micelial
and yeast-like fungi. The results obtained indicate that the 6-
azauracil-5-propanic and S-thioacetic acid derivatives can be mo-
dified to enhance significantly their antibacterial potency.

I. B. Anexceecea, J. I Harewuxoscoxa, C. H. Xapuenxo,
0. B. bawuma, M. Q. ITramonos, B. I. Kocmina, /. C. ¥cenxo,
H. A Jucenko, B. A. Manvxo

Hosi noxinyi 6-asaypauiay — aMiaM as-TPHa3MRKAPOOHOBHX
KHMCOT: CHHTE3 1 IXHg aHTHMIKpoGHA axTHBHICTE .

PestomMe

3acmMocosyIoul OCHOBHT RONOKEHHR KoHUenuil Bioizocmepuimy cun-
Me306aH0 ma GocAidxene mpu cepil HOGUX NOXIOHUX G-aIAYPAUURY,
il 8I0PI3HAIOMBCR CIMPYKMYPHUM MOMUSOM Cheficepnol dinsnku,
o 3'eduye zemepoyura 3 kapbamionum dipazmenmom. Cxpunine
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O0epXaHUX CHOAYK HA MECM-KYAbMYpaXx Baxmepii, miyeriaasuux
ma OpixOxonodiGMux zpubie HOKA3A6, WO WHPOKUI Chexmp ak-
munixpobuol i nposeasiome noxioni 6-azaypayurnponarrepbo-
HOBOT Ma MIBOMOBoT Kucaom.
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