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MokasaHo, 4TO B3anmopencTBne apunammao3adrpoB ManoHOBOW KUCMOTbl C 3TOKCUMETUMM-
AEeHManoHOAVHUTPUIIOM MpoTekaeT B abCOMOTHOM 3dTaHoMe B MPUCYTCTBAW TPUITUNAMMHA Mpu
KOMHaTHoW Temnepatype. CornacHo aaHHbiM AMP u UK cnektpockonuu u PC aHanusa, o6pa3sytoT-
CA paHee He M3BeCTHble ankvn 1-apun-6-aMuHO-2-0KCo-5-UmnaHo-1,2-aurnaponupuanH-3-kapbokeu-
naTtbl ¢ Bbixogamu 31-78%.

Puc. 2, Tabn. 2, 6ubn. ccbinok 16.

HykneodunbHOe BUHWIBHOE 3aMEIICHUE SIBIISICTCS aKTHBHO Pa3BHUBaIO-
mieicsi 00JIacThI0 OPraHMYECKOH XUMHHU, 00CCIICUMBAIONICH BO3MOMXKHOCTH
MOJYYCHHUSI YHHBEPCAJIBHBIX TETCPOLUKIMYCCKIX CUCTEM, CPEIH KOTOPBIX
HEMaJIO 00JIaJaroIMUX OWOJOTHYECKOW aKTHBHOCTHIO [1-3], B WacTHOCTH
MPOTHBOOITYXO0JIEBOH [4]. DTO B paBHOI Mepe OTHOCUTCS U K CHHTE3Y MPOU3-
BOJIHBIX TUTHUAPOIUPUINHA, TIOCKOJIBKY TOCICIHHE IIUPOKO PACcIpOCTpaHe-
HbI B nipupoje. OJHUM U3 METOJOB CHHTE3a MPOU3BOJIHBIX M- H TETParuj-
POIUPUIMHOB SIBIISICTCS BHYTPUMOJICKYJISIpHAST IMKIU3AMS aJJyKTa peak-
1 Muxassisi B TOM Cilydae, KOTa HCXOAHbIC JIOHOPBI M aKICTITOPBI COMEp-
KaT COOTBETCTBYIOIIME (PYHKIIMOHAIBLHBIC TPYIIILI [S]. B kadecTBe 31eKTpo-
HogoHOpHOTO (pparmenta (C-H kucmoTa) MCIONB30BANIKCH aMUABI Pa3lIny-
HBIX KUCIIOT. B 3TOM psily OZTHUMU M3 HAMMEHEE MCIIOIb30BAHHBIX SBIISICTCS
aMHu103(UPbI MATIOHOBOM KHUCIIOTHI [6-11].
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B nannoil pabGote uccinenoBaHO B3aWMOJAEHCTBUE apUIaMUI03(UPOB
MaJIOHOBOW KHCIOTHI (1) ¢ 3TOKCHMETHIHICHMAIOHOUHUTpIIIoM (2). Hc-
CJIEZIOBAHMS TIOKA3alM, YTO JAHHOE B3aMMOJICHCTBHE pean3yeTcsl B IpU-
CYTCTBUU TPUATUIIAMHHA B a0COJIFOTHOM 3TaHOJE MPU KOMHATHON TeMIepa-
Type. TeopeTnyeckn MOKHO OBLIO 0KHMJIATh, UTO MPH 3TOM MOXKET 00pazo-
BaThCs MPOIYKT peakiuu Jmbo ¢ ydactuem C-H kucmothl (cxema, myTh A
umu b), mu6o ¢ yuactuem N-H kucnors! (myts B wiu I') wnn naxe o6a nan-
paBieHus. B npuBeneHHON cxeMe ObUIO YYTEHO, YTO KaK 3JICKTPOHOIOHOP-
Held (1), TaKk W DIIEKTPOHOAKIENTOPHBIA (2) peareHThl coaepkar MO JBa
peakUMOHHBIX LeHTpa. B ciyuae, ecnu HykieopuibHas aTaka OCYIIECT-
BIsieTcs 1o nmyTd A wiu I', To JOIKHBI 00pa30BaThCS MPOU3BOIHBIEC AUTH-
ponupuINHA 5, a €CIIU aTaka OCyIIeCTBIsAeTcs 1Mo nmyTu b nim B, To nomkHbI
o0pazoBaTbcs MPOU3BOAHbBIE AuruaponupuanHa 6. CorinacHo gaHHeM SIMP
(*H,BC), UK-cnexrpockonuu, a tTakke PCA, o0Opa3yrorcsi paHee He U3BECT-
HbIC aJKWI |-apui-6-aMHHO-2-0KCO-5-1InaHo-1,2-muruaponupuanH-3-Kap-
6okcmiiaTsl Sa-3 ¢ Beixonamu 31-78%, T.e. pakTHuecku peanusyroTcs IyTb
A wmnyrs I
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R=C,Hs; A. Ar=2-CH;0CgH, R=C,Hs; e. Ar=3,5-(CH3),CeHs, R=CoHs; X. Ar=2,4-(CH3),CgH3, R=CHs;

3. Ar=2-CH;CgH,, R=CHs

OO0pa3oBaHue COECOMHEHUH S5 M3 MPOMEXYTOUHBIX COCTUHEHHUIl 3, 1O
BCEH BEPOSTHOCTH, IPOUCXOIUT Yepe3 H30MEPH3ALUI0 HIMUHOIIPONU3BOIHOTO
B COOTBETCTBYIOIINIT eHaMUH 4, KOTOPBIH MOABEpraeTcs OTIIEIUICHUIO MOJIe-
KyJIBl 9 TaHOJIa ¢ 00pa30BaHKWEM TUTHIpONHpHINHA 5. MIHaue roBopsi, H3oMe-
puzanus UMHHA 3 B eHaMUH 4 CIOCOOCTBYeT OTIICIJICHHIO 3TAaHOJA, a HE

62



HaoOopoT. Kak Obu10 mokazano Hamu panee [12], 006 3ToM CBUIETENBCTBYET
TOT (PaKT, YTO MPHU 3aMEHE STOKCUTPYIIbI HAa apUIbHYIO YKa3aHHas MU30Me-
pH3aIus TaKKe MPOUCXOINT.

JudpakroHHble U3MEPEHUs MPOBEACHBI TP KOMHATHON TeMIlepaType
na asroaudpaxromerpe “Enraf-Nonius CAD-4” (Mo-K, uznydenue, rpadu-
TOBBI MOHOXpoMaTop, 0/20-ckanupoBanue). [lapamMeTpbl TPUKIUHHOM 1€-
MEHTApHOM SYEWKH OIpeneseHbl W YTOYHEeHbl Mo 24 pediekcam ¢
11.97<6<13.86. CtpykTypa pacmmdpoBana npsMeiM MeToaoM. KoopauHa-
Thl aTOMOB BOJIOPOJA YACTUYHO OIPENIEICHbl W3 PA3HOCTHBIX CHHTE30B
®ypbe 1 yrouHeHsl cB0OOHO. KoopauHaTel aTOMOB BOIOpOJa METHIIBHBIX
IPYII ONpPEJeNeHbI 10 TEOMETPUUECKUM pacueTaM U YTOYHEHBI IO MOJENIU
«HAe3HUKA» CO CJIEAYIOIMMU YCIOBHAMH: jumuHA cBsseii C-H=0.96A,
Uiso(H)=1.5U¢y(C). CtpykTypa yrounena nonnomarpuunsiv MHK B annzor-
POITHOM HPUOJIMKEHUH JUIsI HEBOJOPOJIHBIX aTOMOB M M30TPOIHOM — JUIs
aTOMOB Bojopona. Bce cTpyKTypHBIE pacdyeTbl NMPOBEICHBI 10 KOMILIEKCY
nporpamm SHELXTL [13].

Kpucramnorpapuueckue nanusle B ¢opmare CIF nenmonupoBanbl B
KeMOpumKcKoM LEHTpe KpUCTAIUIOTPaPHUUECKUX JaHHBIX, HOMEP JEMNO3HTa
CCDC 1969745.

OcHOBHBIE KpUCTAJUIOTpaUyecKkue W SKCIEPUMEHTAJIbHbIE JaHHBIC
npuBeAeHsI B Tab. 1.

CrpyKTypa MOJIEKYJIbl COeIMHEHUs Se npejcTaBieHa Ha puc. 1. Pe3ynb-
tatel PCA mnokasanu, 4yTo He3aBHCHMMAas 9acTh JJIEMEHTapHON suyeiiku co-
ZeP>KUT JIBe MOJIEKYJIBI COSMHEHU Se, a 0011ee YUCI0 MOJIEKYI B DJIEMEH-
TapHoii sueiike Z=4. CornacHO KOH(QOPMAIIMOHHBIM pacyeTam, BCE LUKIH-
Yyeckue (parMeHTHI INIOCKHE, MAKCHMaIbHOE OTKIIOHEHUE aTOMOB HE TIPEBbI-
mraet 0.0295(4)A.

B TpexmepHOii ynakoBKe MOJEKYJbl COCTUHEHUS Se 00paszyroT Oecko-
HeuHy0 1ienouky Baoib [0 1 0] ¢ momMoIbo MeXMOIEKYISIPHBIX BOAOPOI-
HeIX cBs3eil mexay aromamu N33-H33B010, N33-H33B 020, N3-
H3B040', N3-H3B"050" (puc. 2). [eoMeTpus BOZOPOAHBIX CBS3€i IPH-
BeZieHa B TaOi1. 2. CBA3b MEXAY LIENOYKAaMHU B OCHOBHOM OITMCBIBACTCS BaH-
JIepBaaJIbCOBCKMMH B3aUMOJEHCTBUSIMH.

HccnenoBana anTnOaKkTepuaibHas aKTUBHOCTh CHHTE3MPOBAHHBIX COE-
IUHEHUH Sa, B, e, Kk MeTofoM "muddysum B arape" mpu OaxTepHaIbHOMN
Harpy3ke 20 min MUKpOOHBIX Ted Ha 1 ma cpefbl Ha TPamMIoIOKUTENbHbIE
cradunoxokku (Staphylococcus aureus 209p, 1) u rpamoTpuIaTeIbHbIC Ma-
nouku (Sh.flexnezi; 6858, E. Coli 0-55) [14].

AHTHOaKTepuaNbHbIE MCCIEA0BAaHUS MOKAa3alHh, YTO CHHTE3UPOBAHHBIC
COEMHEHHS MPOSIBIIAIOT CIIa0yI0 aKTUBHOCTb.
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Tabnuya 1

OcHoBHbIE KpHCTAJJIOTrpaduyecKne XapaKTepUCTUKH
¥ JKCIIePUMEHTAJIbHbIE JaHHbIE

Kpucramnorpapudeckue xapakTepuCTHKH
CoenuHeHue Se
prTTO-(bOpMyJIa C17H17N303
MonekynspHbIl BeC 311.33
Cunronus Tpuknunnas
ITpocTpaHncTBeHHas rpymmna P-1
a, b, c[A] 8.1808(16), 14.128(3), 14.513(3)
a, B, v [rpax.] 100.95(3), 102.09(3), 94.03(3)
V [A%] 1599.7(6)
Z 4
IInotHOCTH(BBIW.) [elcm’] 1.293
uw(MoK,) [ mm™] 0.091
F(000) 656
Pa3mep kpucrasmia [yn] 0.45x0.21x0.18
OKcnepumenmanvhvle OanHvle
Temmnepatypa (K) 293
Nznyuenue [A] 0.71073
Omin, Omax [Tpaz.] 1.5: 30.0
O0651acTh CKAaHNPOBAHMS 0<h<l11; -19<k<19; -20<I<19
Yucno n3MEepeHHbIX OTPAKECHUN 18646
Yucno Habm0gaeMbIX OTPaKEHUH ¢ 6050
[1>2.00(1)]
PacueTHble 1aHHbIE
Nref, Npar 9329, 485
R, wR2, S 0.0516, 0.1500, 1.02
Tabnuya 2
I'eomeTpusi BOIOPOAHBIX CBSI3EH
ATOMBI D-H(A) | HA(A) D A(A) D-
H~A(rpaz.)
N3-H3B~040' 0.86(2) 2.10(2) 2.8129(19) 140.4(17)
N3-H3B050' 0.86(2) | 2.214(19) 2.887(2) 135.0(16)
N33- 0.89(3) 2.28(3) 2.930(2) 131(2)
H33B 010
N33- 0.89(3) 2.25(3) 2.960(2) 138(2)
H33B 020

ko cummerpu (i= X; -1+y; z)
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OCTpyr0 TOKCUYHOCTh M MIPOTUBOOIYXOJIEBYIO aKTUBHOCTh COSAMHEHUN
M3y4aiu 1o oomenpuHaTeiM Metogam [15.16]. TokcuyHOCTh BeLIeCTB orpe-
JeNSTM Ha OerbIX MBImax o0oero moja BecoMm 19-21 2 mpu ogHOKpaTHOM
BHYTPUOPIOIIMHHOM BBeJIeHUU. /{111 KaXKJ10ro coeiMHEeHus! ObUIH YCTaHOBJIe-
HbI abcomoTHO cMmepTenbHas (JI100) 1 MakcumanbHo nepeHocumast (MITI)
10361, M3yyeHne npoTUBOOIYX0JIEBOM aKTHBHOCTH MPOBOAMIN HA MBIIIAX C
[IPUBHUBAEMON OMYXO0JIbl0 — capkoMoii-180. B xumMuoTepaneBTHUECKUX OMbI-
Tax COCIUHEHMS BBOJMUIN BHYTPUOPIOIINHHO, €KEIHEBHO B TeUeHHE 6 THEH
B 103ax ~1/15 ot JId1g0.

ITopomnbITHRIE U KOHTPOJIBHBIE TPYIINIBI COCTOSUIA U3 6-8 KUBOTHBIX. [1o-
JydyeHHbIE Pe3yJabTaThl MOJBEPrajl CTATUCTHUECKONH 00pabOTKe MO METOIy
Crerogenta-Oumepa. [lpu u3ydeHHMH OCTPOM TOKCHYHOCTH COEAMHEHUI
Se,sx ycranomineno, uto ux JI/jp0 cocraBmsier 1500 me/ke a MIIJ -900 u
925 me/ke. XuMHOTEpaneBTHUECKUE ONBITHI Ha capkoMe-180 mokasanu, 4ro
o0a coeMHEeHHUs B 7103aX 75 Me/ke POSABISIOT c1a0yro MPOTHBOOITYXOJIEBYIO
aKTUBHOCTb, OJIABIIsIs pocT omyxoiu Ha 31-34.6% (P=0.05).

Taxkum o06pazom, HAMU Hal/IeH METOJ] CHHTE3a paHee He M3BECTHBIX all-
K |-apuii-6-aMuHO-2-0KC0-5-11nano-1,2- turuaponupuanH-3-KkapooKkcHia-
TOB ITYyTEM B3aUMOJCUCTBUS aNKWII 3-0KCO-3-apUIIaMUHOTPOIIHOHATA C STOK-
CUMETHJIUICHMAJIOHOAUHUTPUIIOM B MIPUCYTCTBUH TPUAITUIIAMHUHA MPH KOM-
HaATHOM Temreparype.

BKCIIepI/IMeHTaJIBHaﬂ 4acTb

HK-crnektpsl cusaThl Ha ciektpodoromerpe “Nicolet Avatar 330 FT-IR”
B BasenmHoBoM Macie. Crextpsl SIMP 'H u B¢ MOJTy4eHbl Ha mpudope
Varian “Mercury 300V X” ¢ pabounmu gacroramu 300.077 u 75 My, pact-
Bopurens — JIMCO-d-CCly (1:3), Bauyrpennuii cranmapt — TMC. Temmepa-
TYpBI TIaBJICHHS OTIPEIeIICHbI Ha cTonuke “Boetius”.

O0mas MeToAUKA NMPOBEAeHUs B3aMMO/IeHCTBUS apujaMua03(pupos
MAJIOHOBOI KHCJIOTHI 1 ¢ 3TOKCMMETHINAEHMAJIOHOAMHUTPUIOM (2). AO-
COJIIOTHBIN ATAaHONBHBIN pacTBOp 1.5 mmons coenunenus 1 u 1.5 mmons coe-
JMHEHUS] 2 B NPHCYTCTBUM KATAJTUTUYCCKOTO KOJMYECTBA TPUITHIAMUHA
OCTaBJISIIOT HA TPU JHs NMPU KOMHATHOM Temmeparype. BreimaBime kpucran-
J6I OTHIBLTPOBBIBAIOT, MPOMBIBAIOT a0COIIOTHBIM 3(DUPOM U TIEPEKPUCTAI-
JTU30BBIBAIOT W3 a0COFOTHOTO dTaHOJIA.

9T 6-aMHHO-5-IMaHO-2-0KCc0-1-p-Touia-1,2-muruaponupuanH-3
kapookcuaar (5a). Bexox 0.28 2 (64%), 1. . 277°C (aranom). UK-
criekTp, v, cm' - 3424, 3313 (NH,), 2214 (CN), 1734 (COOC), 1650 (CON).
Crextp SIMP 'H, 8, m. 1., I'y: 1.30 T (3H, J=7.1, CH3); 2.46 ¢ (3H, CHs);
4.17 x (2H, J=7.1, CHy); 7.05-7.10 m (2H, CgHy); 7.15 ym (2H, NH,); 7.35-
7.40 m (2H, CgHy); 8.16 ¢ (1H, =CH).Criextp SIMP **C, 8, m. 1.: 14.0 (CHa);
20.8 (CHj3); 59.1 (CHy); 71.4 (CCN); 104.8; 116.1 (CN); 127.9 (2CH, CgHy);
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130.4 (2CH, CgH,); 131.5; 138.7; 147.1 (=CH); 157.2; 157.3; 162.7. Haiine-
Ho, %: C 64.37; H 5.12; N 13.93. C1¢H15N303. Brruncieno, %: C 64.64; H
5.09; N 14.13.

ITUa  6-aMMHO-5-MAaHO0-2-0KC0-1-0-ToTHI-1,2-TurugponupuInH-3-
kapookcuiaar (56). Beixon 0.21 2 (48%), 1. mn. 210°C (3ranon). UK-
criexTp, v, cm - 3290, 3184 (NH,), 2216 (CN), 1732 (COOC), 1669 (CON).
Crextp SIMP H, 8, m. 1., I'y: 1.30 T (3H, J=7.1, CH3); 2.09 ¢ (3H, CHs);
4.18 x (2H, J=7.1, CH,); 7.07-7.13 m (1H) u 7.35-7.45 m (3H, CgH,); 7.24
yur (2H, NH,); 8.17 ¢ (1H, =CH). Cnektp SIMP C, §, M. 1. 14.0 (CHa);
16.6 (CHj3); 59.1 (CHy); 71.4 (CCN); 104.7; 116.0 (CN); 127.4 (CH); 128.1
(CH); 129.4 (CH); 131.3 (CH); 133.2; 135.7; 147.5 (=CH); 156.7; 156.8;
162.7. Haiineno, %: C 64.41; H 5.13; N 13.85. C16H15N303. Beraucneno, %:
C 64.64; H5.09; N 14.13.

ITHA  6-aMHHO-5-uMaHo-1-(4-MeTokcndennn)-2-okco-1,2-guruapo-
nupuauH-3-kapoé—oxcuiaar (5B). Bexon 0.31 2 (66%), 1. 1. 305°C. K-
criextp, v, cm' - 3437, 3315 (NH,), 2216 (CN), 1731 (COOC), 1651 (CON).
Crektp SIMP 'H, §, m. x., I'y: 1.30 T (3H, J=7.1, CH3); 3.87 ¢ (3H, OCHy);
4.17 x (2H, J=7.1, CH,); 7.04-7.13 m (4H, CgH,); ) 7.20 yur (2H, NH,); 8.13
¢ (1H, =CH). Cnekrp SIMP °C, 5, m. 1.: 14.0 (CHs); 54.9 (OCH3); 59.0
(OCHy); 71.3 (CCN); 104.7; 115.1 (2CH, CgH,); 116.1; 126.4; 129.3 (2CH,
CeHa); 147.1; 157.4; 157.5; 159.7; 162.7. Haiineno, %: C 61.04; H 5.01; N
13.62. C16H15N304. Beraucneno, %: C 61.34; H 4.83; N 13.41.

O1tui  6-aMUHO-5-nHaHO-1-(4-HUTpOPeHNT)-2-0KCOo-1,2- TUuruaponu-
puaun-3-kapéokcuaar (5r). Beixoxg 0.15 2 (31%), 1. mn. 330°C. UK-
criexTp, v, cm: 3406, 3306 (NHy), 2213 (CN), 1726 (COOC), 1645 (CON).
Cnextp SAMP H, 5, m. o, T'y: 1.30 T (3H, J=7.1, CH3); 4.18 k (2H, J=7.1,
CH,); 7.48-7.56 m (2H, CgHy); 7.62 ym (2H, NHy); 8.16 ¢ (1H, =CH); 8.35-
8.43 M (2H, CgH,). Criexrp SIMP °C, 8, m. 1. 14.0 (CH3); 59.1(CH,); 71.9
(CCN); 104.3; 115.9 (CN); 125.0 (2CH, Cg¢Hy); 130.3 (2CH, CgH,); 140.4;
147.7; 148.1; 157.0; 157.1; 162.6. Haiineno, %: C 54.61; H 3.34; N 17.28.
C1sH12N4O:s. Brraucneno, %: C54.88; H 3.68; N 17.07.

Otui  6-amMuHO-5-1MaHo-1-(2-MeTokcupenun)-2-okco-1,2-Turuapo-
mupuann-3-kapookcuaar (5x). Beixon 0.32 2 (68%), 1. . 179°C. UK-
criextp, v, em: 3300, 3187 (NH,), 2213 (CN), 1729 (COOC), 1652 (CON).
Crextp SIMP 'H, &, m. 1., I'y: 1.30 T (3H, J=7.1, CHj3); 3.82 ¢ (3H, OCHy);
4.17 x (2H, J=7.1, CH,); 7.04-7.12 m (2H), 7.15-7.19 m (1H), 7.45-7.53 m
(1H, CgHg); 7.23 m (2H, NH,); 8.15 ¢ (1H, =CH). Criextp SIMP °C, §, m. 11.:
14.0 (CH3); 55.3 (OCHj3); 59.0 (OCH,); 71.3 (CCN); 104.4; 112.7 (CH);
116.2 (CN); 120.9 (CH); 122.3; 129.4 (CH); 130.8 (CH); 147.4 (CH); 154.6;
156.7; 157.2; 162.7. Hatineno, %: C 61.10; H 5.02; N 13.62. C15H15N30,.
Breraucneno, %: C 61.34; H 4.83; N 13.41.

Ot 6-aMmuHO-5-mMano-1-(3.5-1umeTHaAdeHn)-2-0Kc0-1,2- TUIrKI-
ponupuann-3-kapookcuaat (5e). Berxog 0.36 2 (77%), 1. . 178°C. UK-
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criekTp, v, cmt: 3470, 3460, 3286 (NH,), 2216 (CN), 1726 (COOC), 1623
(CON). Criextp SIMP *H, &, m. 1., I'y: 1.30 T (3H, J=7.1, CH3 CH,0); 2.40 k
(6H, J=0.6, 3,3"-CH3 CgHsMe,); 4.17 x (2H, J=7.1, OCH,); 6.80 ym (2H,
2,2'-H CgHsMey); 7.12 ymr (1H, 4-H CgHsMe,); 7.15 w (2H, NH,); 8.13 ¢
(1H, =CH). Cnexrp SIMP °C, §, m. x.: 14.0 (CH3); 20.7 (3,3'-CHjs
CsHsMe,), 59.1 (OCH,); 71.3 (CCN); 104.8; 116.0 (CN); 125.6 (2,2'-H
CeHsMey); (CH); 130.7 (4-CH CgHsMey),); 133.9; 139.2 (3,3'-C
CeHsMe,),147.1(=CH); 157.1; 157.2; 162.7. Haiineno, %: C 65.19; H 5.38;
N 13.81. C17H17N303. Beraucneno, %: C 65.58; H 5.50; N 13.50.

Metua 6-amuHO-5-uano-1-(2,4-mumernadenna)-2-okco-1,2-qurua-
ponupuaun-3-kapookcunar (5:xk). Beixox 0.29 2 (66%), 1. ur. 209-210°C.
UK-crextp, v, en™: 3293 (NH,), 2213 (CN), 1735 (COOC), 1650 (CON).
Cnektp SIMP 'H, &, m. 1., I'y: 2.03 ¢ (3H, CHs); 2.42 ¢ (3H, CH3); 3.71 ¢
(3H, OCHgy); 6.96 n (1H, J=7.9), 7.15 m (2H, NH,); 7.18 o a (1H, J=7.9,
1.8), 7.22 1 (1H, J=1.8 3H- CgHs), 8.18 ¢ (1H, =CH). Cniextp SIMP *C, §, m.
a.: 16.5 (CHg); 20.7 (CHs), 50.5 (OCHj3); 71.4 (CCN); 104.3; 115.9 (CN);
127.7; 128.0; 130.4; 131.9; 135.2; 138.8; 147.5; 156.6; 156.9; 163.2. Haiine-
o, %: C 64.31; H 5.29; N 14.43. C16H15N3O3. Brruncieno, %: C 64.64; H
5.09; N 14.13.

Metua  6-amMuHO-5-uMaHo-1-0-Tosma-1,2-quruaponupuaun-3-Kap-
doxcnat (53). Boixox 0.36 2 (45%), 1. 1. 168-170°C. UK-criextp, v, cm™:
3281, 3181 (NH,), 2212 (CN), 1728 (COOC), 1664 (CON). Crektp SIMP
'H, 5, m. 1.: 2.08 ¢ (3H, CHy); 3.72 ¢ (3H, CHy); 7.08-7.12 M (1H) u 7.35-
7.43 M (3H, CsHy); 7.25 ur (2H, NH,); 8.19 ¢ (1H, =CH). Cnextp SIMP *C,
3, M. 1.: 16.6 (CH3); 50.5 (OCHs); 71.5 (CCN); 104.3; 115.9 (CN); 127.4;
128.0; 129.3; 131.2; 133.1; 135.6; 147.6; 156.5; 156.8; 163.2. Haiineno, %:
C 63.25; H 4.95; N 15.09. C45H13N303. Beruucaeno, %: C 63.60; H 4.63; N
14.83.

ULUbL 1-UC PL-6-QU P LN-2-0-LUN-5-5 T LA-1,2-60UNP L ONP LR YD -
3-GUrLOLUPLUSLELDP UPLE-6Q

U. U. UUrQ-U3UL, b U TLUG-3UL, U U UULQU3UL, U. k. AELEUSTEL,
U . hUEQUS,3UL, U. Q. UTLAFU3UYL U U. 9. U31LUQ3UL

Bnigy b npefliy, np dugrbnf@@ifp wppjudpynbufbpibpf fnfooggbyn@yndp Lfopufr-
db [yl wspuitnaliplilfunplyfe S bndfdppudfufs bplppyofyudp pufubincd b pogup-
&lu[[ L‘[Jwilnlnl_lf, 20-300C Zlilufluum[nfluilillipnl_lf.' zlulful&l.utlil U'Uﬂ, hYy uuilillmpnulin-
wippsgf b (P wibigfgp afpuibpf, wnmuincd Bowghfy 1-uphy-G-wilfin-2-opun-5-
ghutin-1,2-bply S pupprugpppupht-3-luppopupyunntbip 31-77% byplpnd :

Quilpsiluitspbuy s newncdimappncfdyndibikpp gnyg Bowdby, np aflfligud dpuogn-
[yriiubipp gnegupbpned Bl [Fncgy wlpfufm g :
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It was established that the interaction of malonic acid arylamido esters with
ethoxymethylidene malonodinitrile proceeded in the presence of triethylamine in
absolute ethanol at room temperature, and, according to NMR, IR and XRD
spectroscopy,  previously  unknown alkyl 1-aryl-6-amino-2-oxo-5-cyano-1,2-
dihydropyridine-3-carboxylates were formed in 31-78% yields.

The formation of the latter occurs by intramolecular azacyclization of the
intermediate adduct, in all probability followed by the isomerization of the imino
derivative to the corresponding enamine, which is cleaved to form dihydropyridine. In
other words, the isomerization of the imine into enamine promotes the removal of
ethanol, and not vice versa. This is evidenced by the fact that when the ethoxy group is
replaced by the aryl one, the indicated isomerization also occurs. Antibacterial studies
have shown that the synthesized compounds exhibit weak activity.
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