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COEJUHEHHWS C MOTEHIIUAJIBHON
AHTUBAKTEPUAJIBHONU AKTUBHOCTBIO HA OCHOBE
4-AMUHO-2-®EHUJINHIOJIA

E.A. AJISIMKI/IHal, n.C. CTenaHemcoz, C.A. HMamKnHl, ML.A. IOpoBckas*

(kagheopa opeanuueckou xumuu Mockocko2o 20cy0apCmeeH 020 YHUBEPCUMEMd UMEHU
M.B. Jlomonocosa, *e-mail: ymar@org.chem.msu.ru)

IlepBuuHasi KoHgeHCANMA 4-aMHHO-2-(peHHINHI0JIA ¢ ITHIOBLIMH d(PHPAMHU ANETOYK-
cycHoii u 4,4,4-TpudTopaneToyKCyHoil KHCIOT NPUBOAUT K COOTBETCTBYIOIINM aMHU/AAM,
KOTOpbI¢ B KHCJIOTHBIX YCJIOBHAX NPEBPALIAIOTCH B MUPP0JI0[2,3-h]xunonnnbl. O6Hapy-
JKeHa aHTHOAKTepHAJIbHAS AKTHBHOCTH AaMH/Ia, MOJIY4eHHOT0 HA OCHOBE AMHHOMH/I0J1a H
4,4,4-tpudropaneroykcyHoro 3¢pupa.

KaroueBblie ciioBa: 4-aMuHO-2-(heHUIMHION, STUIOBBII AQUpP alleTOYKCYCHOM KUCIOTBI, ITH-
noBbIi 3dup 4,4,4-TpudTOpPaIicTOYyKCYHON KUCIOTHI, aMUIbI, THPPOJIO[2,3-/]XMHOJINH, aHTH-

6&KT€pI/IaJ'ILHa$I AKTHUBHOCTbD.

Panee Obuia oOHapyXkeHa aHTHUMHKPOOHAS akx-
TUBHOCTH HEKOTOPBIX TPOU3BOJHBIX aMHUHOWH/IOJIOB
u niupponoxuHonuHoB [1, 2]. B HacTosmee Bpems
MPOIOJKACTCS MOMCK HOBBIX MOTEHIIUAIBHBIX aHTH-
OaKTepHaIbHBIX CPEACTB CPEAM COEIUHEHMH ITHX
KJIaCCOB.

Jns pa3pabOTKH METOJIOB CHHTE3a HOBBIX MO-
JIeTBHBIX CTPYKTYpP Cpely aMHUHOHMHIOJIOB U THPPO-
JIOXUHOJIMHOB MBI WCCIIEIOBAH peakiuu 4-aMHUHO-
2-penumuugona (1) ¢ P-xerondupamu (ITHIOBBIM
3(HUPOM aNeTOYKCYyCHOU KHCIOTHI, ITUIOBBIM 3(PHPOM
TpUPTOpPALETOYKCYCHOH KucnoThl). [Ipu sToM ObLIO
YCTAQHOBJIEHO, YTO TIEPBHYHOE B3aMMOJCHCTBUE aMH-

HOMHJI0NA 1 ¢ MCIONIb3yeMbIMU 3(pHUpamMul B KHIISAIICM
a0COJTIOTHOM OEH30J1€ CO cienaMu O€3BOHOM YKCYC-
HOW KHUCJIOTBI OCYIIECTBIISIETCS TPEUMYIIIECTBEHHO 32
CUET aMUHOTPYIIITBI HHIO0JIA U CIIOKHOI(PHUPHOH (PYyHK-
uu ketoddupa. B pesynbsraTe HaMU BBIJEIECHBI COOT-
BETCTBYIOITHE aMUbI 2, 3 (cxema).

W3BecTHO, uTO apwi(reTapui)aMUHBI C [-KETO-
a¢upaMu MOTYT pearupoBarh JBOWCTBEHHO — C yYa-
CTHEM KapOOHWJILHOW WM CIOKHOX(PHUPHOH (DyHK-
muu. [lpu sToM 0Opasyrorcss TMOO E€HaMHHBI, JINOO
aMHIbl WIM WX CMecH. HampaBieHuwe mpoTeKaHus
pEaKIMU 3aBUCHT KaK OT YCJIOBHH MpoBeAeHUs (KH-
HETUYECKUA WM TEPMOJUHAMUYECKUN KOHTPOJD),
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TaK U CTPOCHHS apoMaThdecKkoro amuna [3—6]. Jna
uccinenyeMoro Hamu 4-amuno-2-gpenunnunnona (1)
MPOBEJCHNUE PEAKIIMH C al[eTOYKCYCHBIM U TPUPTO-
paneToyKCyCHBIM d(UpPaMH B KHIISIIEM a0COIIOT-
HOM OeH30J1e CO cleJJaMi KOHIICHTPUPOBAHHOH YK-
CYCHOH KHCJOTBI COOTBETCTBYET YCIOBHUSAM TEPMO-
JUHAMHYECKOTO KOHTPOJIS.

B cnekrpe AMP 'H coenunenus 2 IIPOSIBIISIIOTCS
cHHIIETHBIE curHanbl MpotoHoB O=C-CH,, —CH -,
H-1, H-3, 4-NH, a Takxe curHajisl 2-(peHUIbHON
Ipynnsl (IBa KaXyIIUXCS TPUIUIETa U AyOneT), ABa
curHana B Bune AyoneroB H-5, H-7 u kaxymuii-
cs TpuruieT H-6 ¢ J = 8 ' 6eH30/1bHBIX TPOTOHOB
(tabx. 1). IlonyyeHHble cieKTpasibHbIE JaHHBIE (Ha-
au4Me B crekTpe curnana ¢pparmenta —CH,—, a Tak-
e OTCYTCTBHE TPUIUIETa U KBaAPYyIUIeTa IPOTOHOB
ATOKCUKapOOHMIIBHON TPYMIIbl) MO3BOJISIOT ClIeaTh
BBIBOJI O CTPYKType coeanHenus 2. B macc-cnexrpe
IIOCTIEHEr0 MHTEHCUBHBIN curnan [M-84]" (100 %)
COOTBETCTBYET IOTEpPE MOJIEKYISIPHBIM HOHOM
aMuza MOJIEKYNbl OyTeHIMOHa C 00pa3oBaHHEM
WOHAa aMUHOMHJ0Na. Takoe HampaBlIeHHE pacrajaa
HaOMOan0Cch IS ONMHCAHHBIX paHee MOTOOHBIX
AIUKJINYEeCKUX aMHUI0B [7].

[lepBuunoe B3aumojeiicTeue amunonugona 1 ¢
3TUIIOBBIM 3(HUpPOM TPUDPTOPALETOYKCYCHON KHC-
JOTHl B aHAJOTUYHBIX YCIOBHSIX OCYIIECTBISETCS
TakKe MPEUMYIIECTBEHHO 3a CYET aMHHOTPYIIIIbI
WHJIOJIa U KapOOKCHJIBHOW (DYHKIHMH KeToddupa ¢
oOpa3oBaHuem amuja 3.

B cnekrpe AMP 'H coemunenus 3 (Tabm. 1)
nmMmerorcs curuaisl nporonos H-1, H-7, H-9, 4-OH,
nBa nyonera H-5, H-6 cucremsr AB, a Takxke 8-(e-
HUJIBHOW TPYNIBI (JIBa KOKYIIUXCS TPUILIETA U Y-
071eT), MPOTOHBI METUIICHOBOH TPYTIBI B BUJIE ABYX
nyoneroB (2,85 u 3,03 M.1.) ¢ KOHCTaHTOW CIUH-
CIHMHOBOTO B3auMozeicTBus 15 ', uTo cBUIETEIIb-
CTBYET O HMKJIMYECKOM CTPOCHHUH MOJYUUBIIETOCS
amuna 3 (4-ruapokcu-8-penunn-4-(TpudpTopMeTHNI)-
1,3,4,7-terparunpo-2H-nuppomno[2,3-h]XuHoauH-
2-ona). [lomy4yeHHbIE TaHHBIE XOPOIIO COTTIACYETCS
¢ xapakrepuctukamu AMP '"H noxoGHsIx CTPYKTYp
[5] 1 cOOTBETCTBYIOT pacueTHOMY CIeKTpy. CaMbIM
MHTEHCHUBHBIM MHKOM B MacC-CHEKTpPaJbHOM pac-
maje coenwHeHWs 3 ABISETCS CUTHAN (parMeHT-
Horo uoHa (m/z = 277), KOTOPbI COOTBETCTBYET
noTepe MOJEKyIspHbIM HOHOM panukana CF,,
MPUBOAAIIEH K CTaOWIBHOW TPOTOHUPOBAHHOU
nuppoiio[2,3-A|XUHONMHANOHOBOM cHUCTEME, 4YTO
TakKe MOATBEPKIAET LUMKIUYHOCTH CTPYKTYpHI 3.
Takoe HampaBlieHHE Macc-CIEKTPaJbHOIO pacra-
Jla XapakTepHO ISl MOAOOHOro pojia COCAMHEHUM
[5]. Hanuble Y®-cneKTpOB aMUJIHBIX CTPYKTYp 2,

3, B KOTOPBIX HAOIIOAI0TCS MTOJIOCHI MOTJIONIEHUS C
Makcumymamu nipu 209, 243, 318 um (aus 2) u 230,
270, 318 uM (a4 3), contacyroTes ¢ IOTy4eHHBIMU
HaMH paHee pe3yJbTaTaMM JIsl aMHI0B, CUHTE3H-
pOBaHHBIX U3 4-aMHUHO-2,3-TUMETUI-, 4-aMHHO-
1,2,3-TpuMeTUINHA0IOB [5].

Takum o0pazoM, MBI YCTAHOBHJIM, YTO Iep-
BUYHAs peakuusi 4-amuHO-2-penmmmumona (1) c
STUJIOBBIM 3(HPOM aleTOyKCyHOW KHCIOTBHI H €€
TPpUPTOPYKCYCHBIM MPOU3BOJHBIM B paccMaTpuBa-
€MBIX YCJIOBHSX NMPUBOAMUT K 00pa30BaHHUIO aMUaa
2 u mukianueckoro amuna 3. Kongencanusa amMmuHa
¢ TpuPTOPAIETOYKCYCHBIM 3(UPOM MEPBOHAYAIIb-
HO MPOTEKaeT (Kak U B CIydae C aleTOYKCYCHBIM
apupom) ¢ oOpazoBaHHEM aIUKIUYESCKOTO aMU-
7a, KOTOPBIHA 32 CYET BBICOKOH 3IEKTPOPUIBLHOCTH
TpUTOpPALETUIBLHON TPYIINBI B YCIOBHSIX IPOBe-
J€HUsl PeaKUuu JeTKo uuknusyercs no Cg mnpo-
Ja, HO He apomarusyetcs. Lluknauzanus amunga 2,
a Takke JaibHelllee npeBpalieHue amuiaoB 2, 3
B MUPPOJOXUHOIUHBI TpeOyeT 6oiiee )KECTKUX yC-
JioBUH. Jlyis 3TOrO MOJyd4eHHbIC aMUJbI 2, 3 ObLIH
HCCIIEIOBaHbl B YCJIOBUSAX HCIIOJB30BaHUS KHUIIA-
mei CF,COOH, BrICTynarmoumei 0qHOBPEMEHHO U
KaK KaTaJlu3aTop, U KaK JernIpaTUpYOIIUil areHr.
[loBenenune coequHeHuit 2, 3 B JaHHBIX YCIOBHIX
pa3IMYHO — aMKa 2 B TeUYCHHUE 2 4 IpeBpamjaercs
B COOTBETCTBYIOIIUNA MUPPOJIOXUHOIUH 4 (cxema).
Hanusle cnekrpa AMP 'Hs HAMCO-d, cBunerens-
CTBYIOT, UYTO CO€IUHEHHE 4 CYIIECTBYeT B BUJE
JByX TayTOMEPHBIX ()OPM: XMHOJIOHOBOH (4a) U TH-
JPOKCUXUHOJNMHOBOH (40), MPU UX COOTHOLIEHUH
1,4:1,0.

B cnextpe AMP 'H coenunenus 4 (Tabmn. 1) Ha-
OJI0IaTOTCSl CUTHAJBI POTOHOB METHIBHOHM Tpyn-
Mbl C pa3HOW MHTErpajbHOW MHTCHCUBHOCTBHIO H
C pa3HbIMU XMMHUYECKUMHU cABUTAMU 17 4a u 40.
Curnansel npororoB H-3, H-7, H-9 takke umerT
pa3HyI0 MHTErpalbHYI0 WHTEHCHUBHOCTh U pa3HbIC
XUMHWYECKHE CABHUTH, MYJIBTHIUIET NPOTOHOB H-5,
H-6, 8-Ph, 2-OH (nns 46), cuarier Bogopona H-1
(nms 4a).

OTHeceHHEe CHUHTaJOB MPOTOHOB MPOBOAMIH
COIVIaCHO PACUETHBIM CIIEKTpaM M JIUTEpPaTypHBIM
JAHHBIM JUJI1 XMHOJIOHOBBIX U THIPOKCUXUHOJIMHO-
BBIX TayTOMepHbIX GopM [8]. B Mmacc-cniekTpe mup-
POJOXMHOJIMHA 4 TIPe0o0IagaeT MUK MOJIEKYIISIPHOTO
noHa ¢ m/z =274 (100%), CBUIETEIHCTBYIOIINN 00
YCTOHYUBOCTH MOJIEKYJIbI K 3JIEKTPOHHOMY yIapy.

Kunsuenune coequnenus 3 8 CF,COOH npuso-
AT K 00pa30BaHUI0 CMECHU COCUHCHUM, B KOTOPOH
Macc-CIMEeKTPOMETPUIECKHA HIACHTH()HUIIMPOBAH MO-
JEKYJISIPHBIN MUK TPOYyKTa apoOMaTH3aIluu aMHU/Ja C
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MOJIEKYyNApHO# Maccoit 328. B macc-cnekTpe mpu-
CYTCTBYET TaKXe€ MUK MEHbLIEH HMHTEHCHUBHOCTHU
(m/z = 424), xOTOPHIH, BEpOSITHO, SBISIETCS MOJIE-
KyJISpHBIM HOHOM MHPPOJIOXHMHOINHA, TPUPTOP-
AlUIMPOBAHHOTO MO B-TIOJIOKEHUIO TUPPOILHOTO
¢bparmenrta. M3-3a TpyIHOCTH pa3eseHHs 3TH coe-
JUHEHHS B MHIMBUAYAJIBHOM BUJIC HE BBIACISINCD
U HE UICHTU(ULUPOBAINCE.

[IpoBeneno uccienoBanne aHTHOAKTEPHATIBHOM aK-
TUBHOCTH 3-0KcO-N-(2-dpenwn-1H-unnon-4-un)oyras-
amua (2), 4-ruapokcu-8-peHmn-4- (TpudropmMeT)-
1,3,4,7-rerparunpo-2 H-nup-pono[2,3-A|xuHonun-2-
oHa (3) u 4-merwi-8-penwnn-1,7-auruapo-2H-nup-
pono[2,3-h]xunonuH-2-oHa (4) MO OTHOILEHHIO K
STAIOHHEBIM ITamMaMm S. aureus 29213, E. coli 25922
u P. aeruginosa 27853. Pe3ynbrarsl ucciel0BaHUM
METO/IOM CEpHUHHBIX pa3BeleHHi B OylIbOHE MOKa-
3aJIi He3HAYUTEIbHYI0 aHTHOAKTePHAIbHYIO aKTHUB-
HOCTb COEAMHEHUs 2, 4, B OTIMYHE OT COCAUHEHUS
3. Ilosromy juisi nanbHEHIIMX WCCIEAOBaHUN ObLI
WCIIOIb30BaH LUKINYECKUN aMun 3.

PesynbraThl ucciienoBaHUN aHTHOAKTEpHAIb-
HOM aKTHMBHOCTH amuja 3 10 OTHOILIEHWUIO K 3Ta-
JIOHHBIM ImTamMmaM S. aureus 29213, E. coli 25922
u P. aeruginosa 27853 npusenensl B Ta0II. 2.

s mpenapara cpaBHEHHUS TUOKCHAMHA MHHU-
MaJibHas mojaistolias kouneHTpanus (MIIK) or-
HOCHUTEJIbHO WITaMMOB S. spp., Escherichia coli u
P. spp. cocTaBasetr coorBeTcTBeHHO 125,0—-1000,0;
8,0-250,0 m 125,0-1000,0 MKxr/™m1.

W3 magHbpIxX TaOd. 2 BUAHO, YTO aMUJ 3 OKa3bl-
BaeT 0aKkTepuocTaTuyeckoe neicTBue Ha S. aureus
29213 npu KOHIIEHTpAIMH 7,8 MKT/MII, a [P KOH-
neHTpamuu 15,7 MKI/MJI TIOJTHOCTBHIO MHTHOHUpYET
poOCT KyJIbTyphl. bakTepuocrarnueckoe AEHCTBUE
Ha E. coli 25922 nposiBisieTcss MpH KOHLEHTPALUH
125,0 mMxr/mi, a npu KoHUEHTpauu 250 MKT/MJ1 OH
MOJTHOCTBIO MHTUOMPYET POCT KyJIbTypbl. bakrepuro-
CTaTUYECKOE JCHCTBUE B HCCIENYEMBIX KOHIICH-
Tpauusix HCCIEAYyeMOTO TECTHUPYEMOIO BEIIeCTBa
Ha P. aeruginosa 27853 OTCyTCTBYET.

Bo Bcex mpoOupkax ¢ «OTpHULIATEIbHBIM KOHTPO-
JeM» OTMedanach 3aJepkKKa pocTa TeCT-KYIbTyp.
[IpoBeneno 5 nmocnenoBarenbHOCTEN ONbITA. TakKuM
obpazom, MIIK s amuna 3 cocrasuna 7,8; 125,0 u
6onee 250 MKI/MII OTHOCUTENBHO S. aureus 29213,
E. coli 25922 u P. aeruginosa 27853 cOOTBETCTBEH-
Ho. CiienoBaTenbHO, UCCIEAYEMOE COCIMHEHUE 00-
JajaeT crnocoOHOCThIO MOAABIATh POCT ITATOHHBIX
mTaMMoB S. aureus 29213 u E. coli 25921 3.

[IpoBeneHo uccnegoBaHne aHTHOAKTEPUATBHOM
AKTUBHOCTH COEIMHEHHUS 3 B OTHOLUEHHUM JPYTHUX
TECT-IITAMMOB MHUKPOOPTaHU3MOB AUCKO-AHP Y-

3MOHHBIM METOJOM, PE3YJIbTaThl KOTOPOTO Mpel-
cTaBieHbl B Tabyu. 3. B KOHTpoibHOM H3Kcmepu-
MEHTE JIUCKU MPOTUTHIBAINCH TUCTHILIMPOBAHHOM
BOJIOM M BO BCEX CiIydyasiX HAOMIOAACs CIIONIHOM
POCT HCCIeTyEeMbIX MUKPOOPTaHU3MOB.

[Ipenapar cpaBHEHHs] AMOKCHINWH MPOSIBUI BBI-
COKYI0 aKTUBHOCTb OTHOCHUTEIBHO TECT-IITAMMOB
C. freundii 101/57, K. pneumoniae 9172, P. vulgaris
222 u B. cereus 96 (P <0,05). HyBCTBUTEIbHBIMU K
npernapary CpaBHEHHS OKa3ajluch Takke S. aureus
906, S. pyogenes 1238, S. enteritidis 5765 ATCC,
S. sonnei S-popma 20 n P. aeruginosa 453 (P <
0,05). Ha done nmpuMeHeHUs] AUOKCUMHA 3HAYH-
MOH 3a7epkku pocta E. coli M17, E. faecalis 2919
ATCC ne HabII0OAANOCH.

Amua 3 okazajicsi aKTUBEH OTHOCHUTENIBHO .
aureus 906 u S. pyogenes 1238 (P < 0,05). BoI-
COKYIO YyBCTBHUTEIBHOCTh K JAHHOMY COCIMHEHHIO
nokazan B. cereus 96 (P < 0,05). B orHomenun
E. faecalis 2919 ATCC, E. coli M17 wmamm, S.
enteritidis 5765 ATCC, §. sonnei S-¢hopma 20, K.
pneumoniae 9172 amup 3 okazajucs MaJlOAKTHUBEH.

[Tomry4yenHble JaHHBIE CBHIIETEIBCTBYIOT O CIO-
COOHOCTM TMOAABISATH POCT MHKPOOPTAHU3MOB
U O HaIW4YUU aHTHUOAKTEPHAJIbHOW AKTHUBHOCTH
4-rugpokcu-8-penun-4-(rpudpropmernn)-1,3,4,7-
TeTparuapo-2H-nuppoino[2,3-A]XxuHOINH-2-0Ha
(3) B OTHOLIEHNUH TECT-IITAMMOB I'PaMOTPULIATEIIb-
HBIX ¥ TPAMIIOJIIOKHUTEIbHBIX MUKPOOPTaHU3MOB.

Takum oOpa3zom, B XOz€ MPOBEAEHHOI'O HCCIIe-
JIOBAHMUsI BIIEPBBIE U3YUEHO NMOBeACHNUE 4-aMUHO-2-
dbeHmmHIONIA B peaknusax ¢ B-keroddpupamu (3TH-
noBeiMH d¢pupamu  4,4,4-tpudToparneToyKkCcycHON
M alleTOyKCYCHOHW kucioT). Ha ocHOBaHMHU CIek-
TPaJbHBIX XapaKTEPUCTHK IOIYYEHHBIE COEIUHE-
HUSI UASHTUQUIUPOBAHBI KaK aMUJbI, T.€. PEaKLIHH
KOHJICHCAIIMN IPEUMYIIECTBEHHO peaau3yloTcs 3a
CYEeT aMUHOTPYIIbl AMUHOMHAOJA U CI0KHO3(DUP-
HOW ¢yHKIHM KetodpupoB. [Ipu stom amuny 3,
MOJIY9YeHHOMY H3 TpHU(PTOpaLeToOyKCcycHOro 3¢dupa,
MpUIMCcaHa HUKIUYECKask CTPYKTypa.

N3yuenne peakuuid MNOpOAYKTa KOHIACHCALUU
4-amuHO-2-QeHWIMHAOIA W STUI0BOro 3dupa
alleTOyKCYCHOH KHCIIOTBI B YCIOBMSX KHCIJOT-
HOM UMKJIM3alUU IO3BOJWIO pa3padorarh Me-
TOJA TIOJNIyYEHHUsI paHee HEU3BECTHOW TPHUIHUKIU-
9eCKOM CTPYKTypBI, KOTOpasi B COOTBETCTBUU C
SIMP'H- u Y®-cnekTpockonueil, a Takxke Mmacc-
CHEKTPOMETpPHUEH OTHEeceHa K psay paHee Heus-
BECTHBIX TUPPOIO[2,3-/]XMHOINHOB.

N3yuenne aHTHOAKTEpUANbHOW AKTHBHOCTH
TpU(TOPMETHII3AMEIIEHHOTO  aMHJa  I0Ka3ayo
CIOCOOHOCTh TONABISITh POCT M Pa3MHOXKEHHUE
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Tabnuma 3

Hccnenopanue aHTHOAKTEPHATBHON AKTHBHOCTH HCCJIEAYeMOI0 COeIMHEHHSI
3 OTHOCHTEJIBHO TeCT-IITAMMOB MHKPOOPTaHU3MOB JHCKO-T1U (Y3 HOHHBIM

METO/IOM

TecT-ramm CrereHb aKTHBHOCTH

KOHTPOJIb coeauHeHue 3 JIAOKCH/TH
Staphylococcus aureus 906 0 ++* ++%
Streptococcus pyogenes 1238 0 ++* ++%*
Enterococcus faecalis 2919 0 + +
ATCC
Escherichia coli M17 wmamm 0 + +
Salmonella enteritidis 5765 0 + ++*
ATCC
Shigella sonnei S-ghopma 20 0 + ++*
Citrobacter freundii 101/57 0 +/— +H*
Klebsiella pneumoniae 9172 0 + +HH*
Proteus vulgaris 222 0 +/— +++*
Pseudomonas aeruginosa 453 0 +/— ++*
Bacillus cereus 96 0 - ++*

O6o03HaueHU CTeneHb aKTHBHOCTH BEIIECTBA (AHAMETP 30HbI TOAABICHUS POCTa,
MM): «+++» — BBICOKasi aKTUBHOCTb (0oJ1ee 25) , «++» — aktuBHOe (16-25), «+» — MaoaKTHBHOE
(10-15), «+/—, 0)» — HeakTuBHOE (MeHee 10 U MOITHOE OTCYTCTBHUE); * — OTIIMYUE OT KOHTPOJIS

CTAaTHCTUYECKH JIocTOBepHO 1ipu P < 0,05.

TECT-IITAMMOB KaK TI'paMOTPUIIATENbHBIX, TaK H
CPaMIIONOKUTEIBHBIX MHUKpPOOpranusMoB. Kpome
TOTO0, BBI3BIBAIOT HHTEPEC JOBOJILHO HU3KHE 3HaUe-
uust MIIK uccinenyemMoro coeIMHEHHs] OTHOCUTENb-
HO S. aureus 29213.

3KCHepI/IMeHTaJIbHaﬂ yacTb

Cnektpst AMP 'H sanmcansi Ha MYJIBTUSAEPHOM
CHEKTPOMETPE SAEPHOIO0 MAarHUTHOTO PE30HAaH-
ca «Joel INM-ECX400» (400 MI'm) 8 IMCO-d,.
PacueTHbIE CIEKTpPBI COEIMHEHWN BBINOJHEHBI C
ucnonbzoBanrem nporpammel ACD/LABS HNMR
Spectrum Generator: Chemsketch Windows. Diek-
TPOHHBIE CHEKTPbI NoiyueHsl Ha npubope «LEKI
SS2109UV» B aranone. Macc-ClieKTphsl 3aperu-
CTpUpOBaHbI Ha Macc-cniekTpomeTpe «Finnigan MAT
INCOS-50» ¢ mpsiMbIM BBOjIOM 00pasiia B MOHHBIN
UCTOYHUK Tpu sHepruu nonuzauuu 70 3B. Kon-
TPOJIb 32 XOJOM PEAKIIMU U YUCTOTON MOTYyUESHHBIX
COCJIMHEHMH, a TaKkXke onpeneneHue R, ocymecr-
Basan ¢ nomoinpo TCX Ha miuactunkax Silufol
UV-254 B cucremax Oenzoi:atmnanerar = 3:1 (a) u
oensom:aTiinanerar = 5:1 (6). CniekrpanbHbIe U QU-
3UKO-XMMHUYECKHE XapaKTEPUCTUKH MOJTYYEHHBIX
COCIMHEHUH MpUBeeHbI B Ta0. 1, 4.

AmMuHOUHZ01 1 TIONTy4YeH MO0 METOIMKE, TTPUBEICH-
HO¥1 B pabore [9].

3-Oxkco-N-(2-¢penna-1H-unanoua-4-ui)odyra-
Hamuqa (2). Cmeco 0,30 r (1,40 mmonb) 4-amMuHO-2-
dhenmmurona (1) u 0,19 v (1,5 MMOIB) 3THUIOBOTO
a¢upa aneToykcycHou Kucsiotsl B 200 M1 aOCONMIOTHO-
ro OeH30:1a B IPUCYTCTBUH CIIEIOB JIESTHONW YKCYCHOM
KHUCIIOTHI HarpeBatoT 74 u ¢ Hacankoil una—Crapka.
[To oxoH4YaHWM peaknuu (KOHTPOJIb Xpomarorpadmu-
Yyeckuii) OeH30J1 oTroHs0T. Beixon 0,15 1.

4-Tunpokcu-8-penu-4-(rpudpropmeTna)-
1,3,4,7-terparuapo-2H-nuppoao|2,3-h]-
XUHOJIUH-2-0H (3). [Tonywator ananoruyno u3 0,40 r
(2,00 mmonsb) 4-amuno-2-pennnunaona (1) u 0,37 r
(2,00 mmonb) aTHIOBOTO 3QUpa TPUPTOPAIETOYK-
CYyCHOM KHCTIOTHI, HO HarpeBaroT 84 4. Berxox 0,24 1.

4-Metun-8-gpenunn-1,7-nuruapo-2H-
nupponao|2,3-h]xunoaun-2-on (4). Cmecp u3 0,02 v
(0,07 mmonB) coemMHEHUS 2 M MATUKPATHOTO U30BIT-
Ka TpUPTOPYKCYCHON KHUCIIOTHI HarpeBaoT B TEUCHUE
1 u. [To okoHYaHUM peakuuu (XpomarorpapuuecKuit
KOHTPOJIb) PEAKIIMOHHYIO CMECh BBLIMBAIOT B 12%-H
BOIHBIM aMMHaK CO JIbIOM. BeImaBmmii ocajok OT-
(UIBTPOBBIBAIOT, MHOTOKPATHO MPOMBIBAIOT BOJOM.
Cymar Ha Bo3nyxe. Beixon 0,012 1.
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Tabnuna 4
DU3UKO-XUMHYECKHE XapaKTePUCTUKH cOoeTuHeHn i 2—4
CoenuHeHue Bbpytro- Haiineno R, T, ., °C Brixon, %
dbopmyna Brruncneno (cuctema)

C (%) H (%) M

2 C,H,(N,0O, 74.00 5.45 292 0,24 (a) 102-103 35
73,95 5,52 292

3 C,H,;F;N,0, 62.49 3.55 346 0,23 (6) 275-276 34
62,43 3,78 346

4 CH N0 79.05 4.99 274 0,37 (a) 215-220 63
78,81 5,14 274

UccnenoBanne anTOakTepuaabHOW aKTUBHOCTH
coeMHEeHNs 3 MPOBOIWIM Ha 0aze OakTepuoIornye-
CKoil maboparopun kadeapsl UMMYHOJIOTHH, MHKPO-
ouonorun u Bupyconoruu ®I'BOY BIIO «MI'Y um.
H.IL. Orapesay.

B kadecTBe mpenapara CpaBHEHHS UCIIOJIb30BaH
nuokcuanH («buocuHTE3», pacTBOp AT MECTHOTO
NPUMEHEHHS, SHIOTPAXEATbHOTO U BHYTPUBEHHOTO
BBegeHMs, 10 Mr/min), aHTHOAKTEpUATBHBIN Mpera-
pat, MPOM3BOAHOE XMHOKCAJINHA.

B kadecTBe TeCT-MHKPOOPTaHU3MOB HCIOJb30Ba-
M My3eiHble mrammel: Salmonella enteritidis 5765
ATCC, Shigella sonnei S-¢popma 20, Pseudomonas
aeruginosa 27853 ATCC, Pseudomonas aeruginosa
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A NOTE ON THE POSSIBLE PRODUCTION OF COMPOUNDS
WITH POTENTIAL ANTIBACTERIAL ACTIVITY BASED
ON 4-AMINO-2-PHENYLINDOLE

E.A. Alyamkina, I.S. Stepanenko, S.A. Yamashkin, M.A. Yurovskaya*
(Department of Organic Chemistry; *e-mail:ymar@org.chem.msu.ru)

Primary condensation of 4-amino-2-phenylindole with ethyl esters of acetylacetic and
4,4,4-trifluoroacetylacetic acids results in corresponding amides which under acidic con-
ditions reacts to form pyrrolo[2,3-#]quinolones. Antibacterial activity of amide based on
aminoindole and 4,4,4- trifluoroacetylacetic acids was detected.

Key words: 4-amino-2-phenylindole, ethyl acetoacetoate, ethyl 4,4,4-trifluoroacetoacetoate,
amide, pyrrolo[2,3-h]quinoline, antibacterial activity.
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