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[Ipon3BoaHbIE TUpPHUOWHA, COAEpIKAIIUE 2-TIH-
PHUIOHOBBI (parMeHt, 00JIaAalT pazHOOOPa3HOI
OMOJIOTHYECKOW aKTHBHOCTHIO [l], B wacTHOCTH,
IIPOTUBOOIYX0JIEBOM [2], mpoTuBoMamnsipuiiHOW [3],
MIPOTUBOBOCIIATIUTENbHON [4], TPOTHBOBUPYCHOM
[5]. OHu uCTONB3YIOTCSI B MEAUIIMHE, CEIBCKOM XO-
3SCTBE, a TaK)Ke SIBIISIOTCS CHHTOHAMH IS CHHTE-
3a FeTEepOLUKINYECKUX coeluHeHul [6]. B cBsi3u ¢
9THM, B TOCIIEIHEE BPEMsI CHHTE3 HOBBIX aHAJIOTOB
NUpPHUJIMHA SBISETCA akTyalnbHbIM [7, 8]. B nurepary-
pe OmMCaHbl pa3TUIHbIE METOBI CHHTE3a MOMU(YHK-
LIMOHAJIbHO-3aMEIIEHHBIX TUPUANHOB B IPUCYTCTBUU
Pa3IMYHBIX KaTaJM3aTOPOB OCHOBHOTO XapakTepa B
MHOTOKOMITIOHEHTHBIX cucteMax [9, 10], peakuueit
HYKJI€O(MIBHOTO NPUCOETUHEHHSI K JBOHHOW CBSI3U
C=C. B xauecTBe NOTCHLIMAILHOTO HyKJIeo(ua yarie
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BCETO HCIMONB3YIOTCA aMH b paznuaHbix CH-kucmor,
B PSOy KOTOPHIX HAWMMEHEE W3Y4YCHBI aMUI03(PUpHI
MaJIOHOBOM KuCHOTHI [11-14].

Panee HamMu B KauecTBe HYKJICO(DMIEHBIX areHTOB
ObLTH U3yueHbI N-apHjIaMH/Ibl allETOYKCYCHOM KHCIIO-
Tbl. BBUIO MTOKa3aHO, YTO B3aUMOJEHCTBUE YKAa3aHHBIX
apunamMuioB 1 ¢ apuIMeTHIMACHIINAHYKCYCHBIMU
a¢dupamMu 2 MPOUCXOTUT B aOCOTIOTHOM ITAHOJE TIPH
KOMHATHOH Temiieparype 0Oe3 karammzaropa. Cormac-
Ho nanHbiM UK u SIMP cniektpockonuu, 00pazyroTcs
3TUNI-5-aueTui-1,4-nuapuin-2-uMuHo-6-0KCOoMuIe-
puanH-3-kapOokcunarel 4a—B ¢ BeIxogamu 72-85%
(cxema 1) [15].

B npencraBnenHoit paboTe U3ydeHB 0COOEHHO-
CTH B3aUMOJEHCTBHS apHIIMETHINACHINAHYKCYCHBIX
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Ar = CgHs (2a), 4-CICgH, (26), 4-NO,CgH, (2B), 4-CH;OCgH, (2r); R = 2-CH;CgH, (5a), 2,4-(CHs),CoHs (56), 4-CH;CqH,
(SB), 4-N02C6H4 (SF), 2-CH3-4-N02C6H4 (SH), Ar = C6H5, R = 2-CH3C6H4 (8a), 4-N02C6H4 (86), Ar = 4-CH3C6H4,
R = 4-N02C6H4 (8B), 4-CH3C6H4 (8r), Ar=R= 4-N02C6H4 (8[{), 4-C1C6H4, R = 4-CH3C6H4 (Se), Ar =4-NO2C6H4 (8)](),

2,4-(CH;),CgH; (83), 2-CH3-4-NO,CgH; (8m); R = 2,4-(CH;),CeH; (7).

a¢upoB 2a-r ¢ N-apmramMuIaMid MaJIOHOBOW KHCIIO-
THI 5a—/1 B a0COFOTHOM 3TaHOJIE C HENbIO MOTyYeHUs
HOBBIX IPOM3BOMIHBIX MMUPUAMHA W BBISICHEHHS PETH-
OCEJIEKTUBHOCTH BHYTPHUMOJIEKYISIPHON IUKIN3aLUU
MIPOMEXYTOUHOTO afaykTa Muxasns 6 (cxema 2).

[TokazaHo, 4TO peakius MPOTEKAaeT B aOCONIOT-
HOM 3TaHOJIe TIpU KOMHATHOW TeMmmepaTrype B IpH-
CYTCTBUHU KaTAIUTHYECKUX KOJMYECTB KaTalIn3aropa
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OCHOBHOTO XapakTepa (8a—B) — MUTIEpUANHA, a TaK-
e MpHU KUIISTYEHUH KaK B OTCYTCTBHME KaTaiau3aropa
(7, 8r), Tak u B ero npucyrcreuu (81-u). [IpoBeaeH-
HBIE OIBITHI TOKA3aJH, YTO PU KUIITYCHUH B TIPUCYT-
CTBMM KaTaJM3aTopa BBIXOJ HONYyYEHHBIX HPOAYKTOB
peakiuu yBenuumics. Kak BUAHO U3 cxemsl 2, o0pa-
30BaBILIUICSA B pe3yjbTare B3aUMOICHCTBUS apuiIMe-
TUJIHIEHIINTAHYKCYCHBIX 3GHUpoB 2 ¢ N-apuiaMuaaMu
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Puc. 1. O6muii Bua MoseKyibl 8a B KpucTauie. DIUTUIICO-
W1l AHU30TPOITHBIX TEIUIOBBIX KOJlebaHuit n300paKeHbl ¢
BeposATHOCTBIO 30%.

MaJIOHOBOM KUCJIOTHI 5, MPOMEKYTOUHBINA anayKT Mu-
Xasus 6 MOXET MOABEPraThCs FeTEPOLMKIN3ALNH KaK
o muaHo- (TIyTh @), TaK M 10 ITOKCUKApOOHUIBHON
rpynmne (myth 6). ComtacHo nanueiM UK, IMP 1H,
13C crekTpoCKonMy M PEHTTEHOCTPYKTYPHOTO aHAIH-
3a, EIMHCTBEHHBIMU NIPOAYKTAMU PEaKLH OKa3aJIiCh
IuATUI- 6-amuHo-1,4-auapun-2-okco-1,2,3 4—retpa-
TUAPONIUPHUINH-3,5-TuKapOoKcHIaTel  8a—m, BbIIe-
JeHHbIe ¢ BeIxogamu 15-83%, Torma Kak peruouso-
MEpHBIE COoeluHEeHUs! 9 BBIACTUTH MIN OOHApPYKHUTb
He ynajnock. Ilo Bcell BeposITHOCTH, 3TO CBHIETEIb-
CTByET O PETHOCEIECKTUBHOCTH TeTEPOLMKIN3ALNN
[0 HUTPWJIBHOHM TpyMNIle W MOCIEAYIOUed H30MepH-
3allM UMHUHOIIPOM3BOAHOIO 7 B COOTBETCTBYIOLIMH
TEPMOANHAMHYECKH CTA0MIBHBIN TayTOMEP — eHAMHUH
8, 3a nckimouenuem oguoro ciydas [Ar = 4-CICgHy,
R = 2,4-(CH;),CgH;], xorma, mo mamaeiM UK
[3253 cm! (NH)], SAMP 'H cnmexrpockomnuu
[9.47 m. n. (1H, NH)] oOpasyercss IMUHOTIPOHU3BO/-
HOe — mmdTHI-4-(4-xmopdenun)-1-(2,4-numeTnnde-
HUI)-2-UMIHO-6-0KCONMUTIEPUINH-3,5-THKapOOKCH-
nar 7 (30%). CnexyeTr OTMETHTh, YTO B JINTEpaType
OIMCaHbl CIIy4ad, KOIAa MPOMEXYTOUYHbIE aJTyKThl
Muxasns, conepXauiye OAHOBPEMEHHO IMaHO- MU
JTOKCUKapOOHWIIbHYIO TPYIIbI, IOABEPraroTcs re-
TEPOLUKIM3aLUN KaK C YYaCTHEM CIOKHO3(DUPHON
rpynnupoBku [16, 17], Tak u uuanorpymnmsl [18].

Corraceo manubiM SIMP H, BC, coemmuenus
8a, 3, M, B KOTOPBIX apPOMATHUECKOE KOJIBIO AMHJI-
HOM YacTH MONEKYJIbl CONCPXKHT Opmo-3aMeCTH-
TCIIb, B paCTBOpe HaAXOOsITCA B BUIC )IByX pOTaMepOB

Puc. 2. Cxema MeXMONEKYISIPHBIX BOJOPOJHBIX CBS3EH B
coenHeHNH 8a, 00pa3yronMX AUMeEp.

(B OKcepUMEHTaJIbHON 4YacTH MPHUBEAEHBI COOTHO-
LIEHUs] POTaMepoB). B monb3y TOro, 4To yKa3aHHBIE
COEIMHEHHs CYIIECTBYIOT B BUJAE JBYX POTamMepoOB
CBHUJICTENBCTBYET U TOT (PAKT, UTO MPHU HATUYMU JBYX
METWIBHBIX 3aMECTUTENEH B opmo- U napa-noiaoxe-
HUSAX B COEIMHEHUH 83 XMMUUECKUH CABUT TPOTOHOB
napa-3aMecTUTENs HE MEHIETCA.

Crpykrypa coenuHeHus: 8a Obuia MONTBEpIKICHA
taxxe gaHHBIMH PCA (puc. 1). OCHOBHBIE KpUCTa-
JorpaguuecKue U IKCIIEPUMEHTaIbHbIEC JaHHBIC TIPU-
BefieHbl B Tabnm. 1. [lo maHHBIM PEHTTEHOCTpPYK-
TypHOTO aHajn3a, B MOJIEKyJe MPUCYTCTBYIOT JBa
apoOMaTHYECKNX KoJblla — (DEHWIBHOE W TOJHIIBHOE,
W OIWH IHMKJI TETParuApONrpHuInHa. MaKkcuManbHOe
OTKJIOHCHHE aTOMOB OT IUIOCKOCTEH apOMaTHYECKUX
xonery He npessimaet 0.0067(1) A. Terparuaponmpu-
JUHOBOE KOJIBLIO MMEET KOH(POPMAIMIO HCKAKEHHOTO

nonykpecia, OTKIOHEHHsI aTOMOB N C2%, C3, C4,

J)KYPHAJI OBLLENA XUMMU Ttom 93 Ne4 2023
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Taﬁﬂnua 1. OcHOBHBIE KpI/ICTaJ'IJIOFpa(l)I/I‘IGCKI/Ie XApPaKTCPUCTUKU U SKCTICPUMCHTAJIbHBIC JaHHBIC 1JISI COCANHCHU 8a

IMapametp 3HaueHue
Bbpyrro-popmyna Cy,H,N50;4
M 375.42
CuHronus TpuxnuHHas
IIpocTpaHcTBEHHAs rpymna P-1
a, A 7.9275(16)
b, A 8.6548(17)
c, A 14.846(3)
o, Tpaj 86.47(3)
B, rpan 80.14(3)
Y, Tpaj 86.43(3)
Vv, A3 1000.3(4)
z 2
d,, . T/CM3 1.246
(MoK ,), mm~! 0.084
F(000) 396
Pa3mep kpucramna, Mm 0.12x0.20%0.26
Temneparypa, K 293
Uznyuenue, A 0.71073
O1min/Omax> TPAI 1.4/30.0
OO6acTh CKaHUPOBAHUS 0<h<11,-12<k<12,-20<1<20
Uucno U3MEepeHHbIX OTPaXEeHUN 6181
Uwucno HabmomaeMbIx oTpaskenwii ¢ [| > 2.00(1)] 2599
Niet/Npar 5787, 347
R, WR2, S 0.0688, 0.1940, 1.01

C5 m C® or ycpenHeHHON MIOCKOCTH COCTaBIS-
ot —0.1695(4), 0.1509(4), 0.1048(4), —0.3520(4),
0.3414(4) u —0.0756(4) A coorserctBenHo. B Mo-
JIEKyJe COCAWHEHUS 8a MMEITCS acHMMETPHYHBIC
aromsl C* u C°. VuuTeIBas, 94T0 COEMHEHMS KpH-
CTAJIJTN30BAJIUCH B IIEHTPOCUMMETPHYHOM TIPOCTPaH-
CTBeHHOU rpynne P-1, kpuctain sBiseTcs paieMu-
yeckoit cmechio (3R,45)- u (3S,4R)-ananTHOMEpOB. B
X0Jle pacuIM(pPOBKY aHAIN3 JUTUTICOMIOB TEIUIOBBIX
KoJIe0aHWH U Pa3HOCTHBIX CHHTE30B Dyphe 2MeKTpoH-
HOM IJIOTHOCTH yKa3all Ha BO3MOYKHOCTh CTaTUCTHYE-
ckoii HeynopsigouenHoct aroma C20 stunanerarHoit
rpynmnbl. OKoHUaTeNnpHas CTPYKTypa Oblia yTOYHE-
Ha C y4eToM pacluervienus nosumuii aroma C2°, uto
YKa3bIBAJIO HA CTATUCTHYECKOE 3acelIeHHEe IMMO3UIUH C
BeposATHOCTEIO 24 1 76%. B cTpykType coennHeHus
8a nmeeTcst BHyTpUMOJIEKyIIIpHast BOJOPOAHAS CBS3b
N8-H?®A...0Y, nnuna nomopro-akienTopHoOil cBS3HU
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2.685(3) A. Amanu3 ymakoBKH MOJIEKYI B KpHMCTaJl-
JMYECKON pelIeTKe MOKa3all, YTO MOJICKYIIbI CBS3bI-
BAIOTCSl B JTUMEPbI C MOMOIIBI0 MEKMOJICKYISPHBIX
BOIOPOIHBIX cBsazeit NS—HB®B...0281 iy N8i...H8BL Q28
JIMHA JOHOPHO-aKLenTopHoit ceasu 2.973(3) A
(puc. 2). CBsi3p MEXAy TUMEPAMHU OCYIIECTBIISETCS 3a
CYET BaH-JIE€P-BAAIbCOBBIX B3aUMOJCHCTBUI.

HccnenoBanusi aHTHOAKTEpUAIBHOW aKTUBHOCTH
MOKa3aJik, 4T0 COCAUHCHUs 7, 80, B, A MPOSBISAIOT
YMEpEHHYIO, a OCTallbHbIe BellecTBa claldyo aHTH-
OaKTepHallbHyI0 aKTHBHOCTH (Tabm. 2), momaBiss
POCT KakK TPaMIOJIOKUTENbHBIX, TAK U TPaMOTpHLIa-
TEJNBHBIX MUKPOOPTaHU3MOB. Bce n3ydeHHbIe coenu-
HEHMS [0 aKTUBHOCTH YCTYIAIOT KOHTPOJIBHOMY IIpe-
napary ¢ypanonuny (d 23-25mm).

Takum oOpazom, mpeanoxkeH dPPEKTUBHBIA METOA

CHHTE3a HEN3BECTHBIX paHee AU THII-6-aMuHO- 1 ,4-11u-
apun-2-okco-1,2,3,4-Terparuiponupuaut-3,5-nu-
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ABATISIH u np.

Tadnuua 2. AuTrOaKTeprarbHas aKTHBHOCTh COCAMHEHU 7, 8a—3

JluameTp 30HBI OTCYTCTBUS POCTA MUKPOOPTaHU3MOB, MM
Coenunenue
St. aureus 209p B. subtilis 6633 Sh. flexneri E. coli 0-55
7 15 16 15 15
8a 10 14 11 10
80 14 13 1 11
88 15 16 15 14
8r 12 12 14 10
8n 16 16 16 15
8k 12 14 12 14
83 13 10 10 12
®DypagoHUH 25 25 25 23

KapOOKCHJIATOB Ha OCHOBE PEaKLM{ apUIMETHIINICH-
IUAHYKCYCHBIX 3¢ UpoB ¢ N-apuiamMuaMyu MaJTOHOBOH
KHCIIOTBI B IPUCYTCTBUM KaTATUTHYECKUX KOIHYECTB
nunepuanHa. CUHTE3UpOBaHHBIE COETUHEHNS MTPOSB-
JISIIOT YMEPEHHYI0 aHTHOAKTEPUAIbHYIO AKTUBHOCTb.

OKCIIEPUMEHTAJIBHA A YACTD

UK crniekTpsl cHATH Ha criekTpodoTomerpe Nicolet
Avatar 330 FT-IR B BazenuHoBoM Macie. CHekTpbl
SMP H u 3C 3ammcansl Ha cnexrpomerpe Varian
Mercury 300VX ¢ paboueit vactotoit 300 u 75 MI'1y
cootBeTcTBeHHO B pactBope IMCO-dg—CCl, (1:3),
BHyTpeHHUH ctannapt — TMC. DneMeHTHbIN aHanu3
BhIMoNTHEeH Ha pudope Koprryna—Knumoroit aiist C u
H, u meronom Hroma—IIpers nnst N. Temneparypsl
IUIaBJIEHUS] OMNpeNeIeHbl Ha MUKpPOHArpeBareIbHOM
cronuke Boetius.

PentrenonndpakoHHbII aHAIH3 COeANHEHNS 8a
MPOBEJICH MPH KOMHATHOW TeMIIeparype Ha aBTOIU}-
pakromerpe Enraf-Nonius CAD-4 (rpadutoBsiii Mo-
Hoxpomarop, MoK -nuznyuenue, 0/26-ckanupoBanue).
Kpucramnsl, npurogssie as PCA, ObUIH TIOTYYEHBI
IyTeM MEJIEHHOTO YMapHBaHUS pacTBOpa COEAMHE-
Huga 8a B cmecu EtOH u aneronutpuna. Ilapametpsl
TPUKIIMHHOM 3JIEMEHTAPHOU SIYEUKH OINPEIEIICHbI
1 yTouHeHsbl 1o 24 pedmekcam ¢ 13.08 < 6 < 15.75.
Crpykrypa pacumdpoBaHa IpSMBIMH METOIAMH, KO-
OpIMHATHl aTOMOB BOAOPOAA OBLIM OMIpPENEesICHBI IO
FEOMETPUYECKUM pacdeTaM M YTOYHEHBI M0 MOZEIU
Hae30HuKa cO CIEAYIOIIMMH yCIOBUSMU: JUIMHA CBSI-
3eit C—H paBna 0.93-0.98 A, U, (H) = 1.2-1 SU(O).

Crpykrypa yTouneHa nonHoMmarpuuasiM MHK B anu-
30TPOITHOM NPHOIMKEHUH 17151 HEBOIOPOAHBIX aTOMOB
U U30TPOIIHOM — JJI aTOMOB Bozpopoza. Bee cTpyk-
TypHBIE pacyeTbl OBUIM TMPOBEAEHBI MO KOMIUIEKCY
nporpamm SHELXTL [19]. Kpucramnorpadugeckue
JaHHble AenoHUpoBaHbl B KeMOpHIKCKOM LEHTpe
kpuctaiorpadudeckux gaabx (CCDC 2184599).

AHTHOAKTEpHAJIbHASL AKTUBHOCTH H3y4YeHa Me-
TonoM muddy3un B arape mpu OaKTepHAILHOW Ha-
rpy3ke 20 MiH MUKpOOHBIX Ten Ha 1 mu cpenst [20].
B omplTax KMCHONB30BaHbI YETHIPE IITaAMMa MHUKpPO-
OpPraHU3MOB — TPaMIIOJIOKHUTENbHBIE CTAPUIAKKOKH
(St. aureus 209p, B. subtilis 6633) 1 rpaMOTpHUIATETD-
Hble manmouku (Sh. flexneri 6858, E. coli 0-55), B xaue-
CTBE HOJIOKUTEIBHOTO KOHTPOJISI UCTIONB30BaH JieKap-
CTBEHHBIN npenapar ¢pypagoHus [21].

B3aumopeiictBue apuiMeTHJIMIEHUMAHYK-
CycHbIX 3¢upoB 2 ¢ N-apuiamMuaamMud MaJOHO-
BOil KHCJOTBI S. PAacTBOpP 9KBUMOJIBHBIX KOJIMYECTB
coelMHEeHNH 2a-T W S5a—1a B aOCOJIOTHOM 3TaHOJe
B npucytctBuu 0.1 T mumepuanHA OCTaBISUIA TIPU
KOMHATHON TeMIlepaType M0 MPEKpaIleHns BbIIeie-
HUS KpUCTAIUIOB (5 cyT). BeimenuBmmecs: KpUCTaIIbI
OT(PUITBETPOBHIBAIIH, IIPOMBIBAITH a0COIOTHBIM
3pUpOM M MEPEKPHCTAILUTN3OBBIBAIN M3 H30MPOITHU-
soro cnupra (8a—B). AHAJIOTMYHO OBUTH TMOJYYEHBI
coenuaeHMs 8r, 7 MpU KUMSAYEHUH B TeueHue 12 9
(6e3 xaranmuzatopa) u coennHeHus 8a—u (B MpUCYT-
CTBHH TIUTICPUINHA).

A3 THI-6-UMHHO-2-0KCc0-4-penni-1-(2-me-
Tuiagenunn)-1,2,3,4-rerparugponupuaun-3,5-qu-

J)KYPHAJI OBLLENA XUMMU Ttom 93 Ne4 2023



CHUHTE3 JU3TUJI-6-AMNHO-1,4-TUAPNJI- 2-OKCO- 1,2,3,4-TETPATUIPOITUPUJIVH-... 521

kapookcuiar (8a). Berxon 38%, Genbie KpucTaLbl,
T. 1. 138°C. UK cnektp, v, cm': 3439 (NH,), 1727
(COO0C), 1702 (CO), 1661 (CON). Cniekrp AMP H,
O, M. . (85:15): 1.18* 7 (0.45H, J 7.1 Tm) m 1.19 T
(2.55H, CH;,J 7.1 Tm), 1.31* v (0.45H, J 7.1 Tn) u
1.34 1 (2.55H, CH;,J 7.1 I'm), 1.87 ¢ (2.55H) n 2.28%*
c (0.45H, CH;-Ar), 3.77* o (0.15H, J 2.0 I'm) u 3.90
n (0.85H, CH, J 2.1 T'm), 4.01-4.17 m (2H, OCH,),
4.21-4.38 m (2H, OCH,), 4.67* n (0.15H, J 2.0 I'm)
u 4.68 1 (0.85H, CH, J 2.1 I'n), 6.86—6.90 m (0.15H,
CgH,), 6.95 ym. ¢ (2H, NH,), 7.16-7.38 m (8.85H,
CgHsu CgH,). 3nech u manee curHaisl BTOPOro poTa-
Mepa 0603HaueHbI 36e300ukoil. Criektp AIMP 13C, &,
M. A. (ocHOBHO# potamep): 13.7 (CHj3), 14.2 (CHy),
16.9 (CH,), 37.6 (CH), 54.6 (CH), 58.1 (OCH,), 60.9
(OCH,), 75.8 (=CCO0), 126.1 (CH), 126.3 (2CH), 126.7
(CH), 127.8 (2CH), 128.8 (CH), 129.1 (CH), 130.7
(CH), 133.2,136.7, 141.0, 153.6, 165.1, 167.8, 168.1.
Haiineno, %: C 67.61; H 6.14; N 6.59. C,4,H,¢N,Ox.
Brrancneno, %: C 68.23; H 6.20; N 6.63.
AurTnia-6-amuno-1-(4-uutpodenn)-2-oxkco-
4-¢penni-1,2,3,4-rerparnaponupuanH-3,5-1uKap-
ooxcuaar (86). Brixon 38%, jxenThie KpUCTAIUTHI, T.
w1 185°C. UK cnektp, v, cM 't 3427 (NH,), 1730
(COO0C), 1713 (CO), 1665 (CON). Cnekrp AMP H,
o, m. m.: 1.18 T (3H, CH;,J 7.1 I'm), 1.33 T (3H, CHs,
J7.1Tu),3.76 n (1H, CH, J 2.2 T'm), 4.05 1. x (1H, J
10.9, 7.1 Tu) m 4.12 n. x (1H, OCH,, J 10.9, 7.1 '),
4.22-4.37 m (2H, OCH,), 4.66 1 (1H, CH, J 2.2 T'm),
~7.2 w1 (2H, NH,), 7.18-7.36 m (5H, C¢Hs), 8.30-8.35
M (2H, CgH,). Cnexrp IMP 3C, §, m.1.: 13.7 (CH;),
14.1 (CHy;), 38.2 (CH), 55.5 (CH), 58.3 (OCH,), 61.0
(OCH,), 77.0 (=CCO), 124.1 (2CH), 126.2 (2CH),
126.4 (CH), 128.2 (2CH), 130.2 (2CH), 140.6, 140.8,
147.2, 153.9, 164.9, 167.3, 167.8. Haiineno, %: C
60.37; H 5.06; N 9.36. C,3H»3N;0. Berancneno, %:
C60.92; H5.11; N 9.27.
AusTna-6-amuno-4-(4-metoxkcudenuni)-1-
(4-nutpodennn)-2-oxco-1,2,3,4-TreTparuaponu-
puaun-3,5-1ukapookcunar (88). Brixon 26%, Oe-
able KpucTamisl, T. 1. 165°C. UK cnektp, v, cM '
3468 (NH,), 1728 (COOC), 1713 (CO), 1657(CON).
Cnextp AMP H, §, m. 1.: 1.20 T (3H, CH;,J 7.1 I'n),
1.33 1 (3H, CH;,J 7.1 T'm), 3.73 a1 (1H, CH, J 2.2 T'm),
3.78 ¢ (3H, OCHj;), 3.99-4.18 m (2H, OCH,), 4.29-
4.36 m (2H, OCH,), 4.61 n (1H, CH, J 2.2 T'ny), 6.83—
6.88 m (2H, CgH,OMe), 7.19 ym. ¢ (2H, NH,), 7.19—
7.24 m (2H, CgH,OMe), 7.43-7.58 m (2H, CgH4NO,),
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8.30-8.35 M (2H, CgH4NO,). Criektp AMP 13C, §,
M. 1.: 13.7 (CH,), 14.1 (CH3), 37.5 (CH), 54.4 (OCH,),
55.7 (CH), 58.3 (OCH,), 60.9 (OCH,), 77.5 (=CCO),
113.7 (2CH), 124.1 (2CH), 127.2 (2CH), 130.3 (2CH),
132.5,140.7,147.1, 153.8, 157.9, 165.0, 167.3, 167.8.
Haiineno, %: C 59.08; H 5.16; N 8.61. C,,H,sN;Oxq.
Brrancieno, %: C 59.62; H 5.21; N 8.69.

AudTH-6-aMuUHO-2-0KCc0-4-peHnn-1-(4-me-
Ttuiagenunn)-1,2,3,4-rerparugponupuaun-3,5-qu-
kapookcuaar (8r). Beixon 29%, Geible KpUCTaIUIBL,
T. wi. 170°C. UK cnektp, v, cm': 3484 (NH,), 1735
(COO0C), 1715 (CO), 1656 (CON). Cnekrp AMP H,
o, m. 1.: 1.16 T (3H, CH,,J 7.1 T'm), 1.32 T (3H, CH,,J
7.1T'm),2.44 c(3H, CH;-Ar),3.67 1 (1H,CH,J2.1 '),
4.04 n.x (1H,J10.9,7.1 I'm) 1 4.09 1. x (1H, OCH,, J
10.9,7.1T),4.26 n.x (1H,J10.8, 7.1 Tm) 1 4.29 n. k
(1H, OCH,,J10.8,7.1 '), 4.62 n (1H, CH, J 2.1 I'ny),
6.9 ym. ¢ (2H, NH,), 7.03-7.09 m (2H, C¢H,), 7.18-
7.24 m (1H, CgH5x), 7.27-7.36 m (6H, CgH, u CgHs).
Cnexrp SIMP 13C, &, m. 1.: 13.7 (CH3), 14.1 (CH,),
20.7 (CH;-Ar), 38.2 (CH), 55.6 (CH), 58.1 (OCH,),
60.8 (OCH,), 76.2 (=CCO), 126.20 (2CH), 126.24
(CH), 128.1 (2CH), 128.4 (2CH), 129.7 (2CH), 131.7,
138.1,141.2,154.2, 164.8, 167.4, 167.8. Haiineno, %:
C 67.61; H 6.27; N 6.57. Cy,H,cN,Os. Brruncneno,
%: C 68.23; H 6,20; N 6.63.

JAudTun-4-(4-xaoppenun)-1-(2,4-numernsge-
HUWJI)-2-UMUHO-6-0KcOnMUuNepuanu-3,5-1uKapooK-
cunar (7). Bexog 30%, Oenple KpHCTAJLIBI, T. IO
185°C. IK cnektp, v, cM': 3253 (NH), 1745 (COOC),
1726 (CO), 1649 (CON). Cnekrp AMP H, §, m. 1.
1.16 T (3H, CH;,J 7.1 '), 1.34 T (3H, CH;,J 7.1 '),
1.83 ¢ (3H, CHj;), 2.22 ¢ (3H, CHj;), 4.06 x (2H,
OCH, J 7.1 T'm), 4.07 a. n (1H, CHCgH,CI, J 11.9,
4.8 I'm), 4.19-4.37 m (2H, OCH,), 4.61 n (1H, CH, J
2.2Tu),4.61 n(1H, CH, J4.8 I'n), 6.65 n (1H, CgHj,
J8.0T'm), 6.78 n (1H, CgH;3 J 8.0, 1.7 I'm), 6.84 1 (1H,
CeH; , J 1.7 T'w), 7.27-7.32 m (2H, CgH,), 7.39-7.44
M (2H, CgH,), 9.47 ¢ (1H, NH). Cnextp AMP 3C, 5,
M. 1.: 13.3 (CH;), 13.6 (CH,), 16.8 (CHj), 20.2 (CHj;),
41.3 (CH), 42.7 (CH), 53.7 (CH), 60.8 (OCH,), 61.6
(OCH,), 124.7, 125.7, 127.6 (2CH), 127.8, 130.1,
130.3 (2CH), 131.6, 132.4,133.0, 134.0, 134.2, 163.2,
163.9, 167.7. Haiineno, %: C 64.27; H 5.70; N 5.89;
Cl 7.61. CysH,;,CIN,Os. Boruucneno, %: C 63.76; H
5.78; N 5.95; C17.53.

AudTtna-6-amuno-1,4-ouc(4-uurpodenn)-
2-0kco0-1,2,3,4-TeTparuApoNUpPUIANH-3,5-1uKap-
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ooxcuaar (81). Beixon 49%, xopudHEBBIE KpUCTAII-
mel, T. mn. 195°C. UK cnextp, v, cM': 3429 (NH,),
1737 (COOC), 1706 (CO), 1666 (CON). Cuextp
SMP H, 8, m. x.: 1.18 T (3H, CH;, J 7.1 '), 1.33
T (3H, CH;, J 7.1 I'm), 3.89 n (1H, CH, J 2.2 I'n),
3.98-4.17 m (2H, OCH,), 4.31 k (2H, OCH,), 4.77 n
(1H, CH, J 2.2 '), 7.35 ym1. ¢ (2H, NH,), 7.47-7.52
M (2H, C¢gHy), 7.58-7.63 m (2H, CgH,), 8.19-8.24 m
(2H, CgH,), 8.30-8.35 m (2H, CgH,). Cnextp SAMP
13C, 8¢, M. 1.: 13.7 (CHy), 14.1 (CH;), 38.3 (CH), 54.8
(CH), 58.4 (OCH,), 61.3 (OCH,), 75.9 (=CCO), 123.5
(2CH), 124.2 (2CH), 127.7 (2CH), 130.3 (2CH),
140.2, 146.5, 147.3, 148.5, 154.2, 164.5, 166.8, 167.5.
Haiineno, %: C 54.92; H 4.40; N 11.13. C,3H,,N,O,.
Brruucneno, %: C 55.42; H4.45; N 11.24.
Au3THi-6-amuno0-4-(4-xa0p¢eHnit)-2-okco-
1-(4-meTnndenni)-1,2,3,4- TeTparuaponupu-
auH-3,5-nukapooxcunar (8e). Beixon 15%, Genbie
kpuctamisl, T. . 165°C. UK cnekrp, v, cm 't 3456
(NH,), 1731 (COOC), 1713 (CO), 1658 (CON).
Cnextp SIMP 'H, §, m. 1.: 1.18 T (3H, CH;, J 7.1 '),
1.32 1 (3H, CH;,J 7.1 I'n), 2.44 ¢ (3H, CH;-Ar), 3.69
o (1H, CH, J 2.2 T), 4.03 1. x (1H, J 10.8, 7.1 T'n)
u 4.09 n. x (1H, OCH,, J 10.8, 7.1 I'n), 4.21-4.35
M (2H, OCH,), 4.61 n (1H, CH, J 2.2 T'm), 6.95 ym.
¢ (2H, NH,), 7.03-7.09 m (2H) u 7.27-7.36 m (6H,
2CgH,). Cnextp SIMP 13C, &, m. .: 13.7 (CH3), 14.1
(CH3), 20.7 (CH;-Ar), 37.7 (CH), 55.3 (CH), 58.2
(OCH,), 60.9 (OCH,), 75.8 (=CCO), 127.9 (2CH),
128.2 (2CH), 128.5 (2CH), 129.7 (2CH), 131.5,131.7,
138.2,140.0, 154.3, 164.6, 167.2, 167.7. Haiineno, %:
C 62.52; H5.59; C17.69; N 6.07. C,4H,5CIN,Os. BrI-
yucieno, %: C 63.09; H5.51; C17.76; N 6.13.
AurTua-6-amuno-4-(4-xaoppenn)-1-(4-uu-
TpodeHun)-2-okco-1,2,3,4-TeTparnAponupuIuH-
3,5-nukapooxcunar (8:x). Beixon 30%, Oenble kpu-
crammbl, T. 1. 160°C. UK cnextp, v, cm ' 3473,
3421 (NH,), 1732 (COOC), 1715 (CO), 1654 (CON).
Crextp AMP H, 8, m. 1.: 1.19 T (3H, CH;,J 7.1 I'n),
1.32 T (3H, CH;, J 7.1 T'm), 3.78 an (1H, CH, J
2.2Tn),4.04 n. x (1H,J10.8, 7.1 T) u 4.11 . x (1H,
OCH,, J 10.8, 7.1 I'm), 4.24-4.34 m (2H, OCH,), 4.65
o (1H, CH, J 2.2 T'm), 7.26 ym. ¢ (2H, NH,), 7.32 ¢
(4H, CgH,Cl), 7.43-7.49 m (2H) u 8.30-8.35 m (2H,
CgH,NO,). Criekrp SIMP 13C, 8¢, m. 1.: 13.7 (CH3),
14.1 (CHy), 37.7 (CH), 55.3 (CH), 58.3 (OCH,), 61.1
(OCH,), 76.6 (=CCO), 124.2 (2CH), 127.9 (2CH),
128.3 (2CH), 130.3 (2CH), 131.8, 139.5, 140.5, 147.2,

154.0, 164.7, 167.1, 167.7. Haiineno, %: C 56.11; H
4.60; C17.20; N 8.53. C»3H,,CIN;0O;. Brrunciaeno, %:
C 56.62; H4.55; C17.27; N 8.61.
JdumyTra-6-amuno-1-(2,4-numeTusgenni)-2-ox-
co-4-penni-1,2,3,4-terparuaponupuaun-3,5-nu-
kapookcuaar (83). Beixon 54%, Oenble KpuCTaUIbL,
T. 1. 150°C. UK cnekrp, v, cm~': 3478 (NH,), 1732
(CO0C), 1713 (CO), 1655 (CON). Cnekrp SAMP
H, §, m. 1. (50:50): 1.18 T (1.5H, J 7.1 Tu) u 1.19 T
(1.5H,CH;,J 7.1 T), 1.31 T (1.5H,J 7.1 T'm) u 1.33
T (1.5H, CHs,J 7.1 '), 1.83 ¢ (1.5H) m 2.23 ¢ (1.5H,
2-CH;-Ar), 2.38 ¢ (3H, 4-CH;-Ar), 3.75 n (0.5H, J
2.0 T'm) u 3.88 1 (0.5H, CH, J 2.2 Tm), 3.98-4.17 m
(2H, OCH,), 4.18-4.37 m (2H, OCH,), 4.66 1 (0.5H,
J22Tn)u4.67 n(0.5H, CH,J2.0 '), 6.76 n (0.5H,
H-6 CgH;, /8.0 '), 6.9 ym1. ¢ (2H, NH,), 7.03-7.38 m
(7.5H, CgHs u H8-C¢H;). Crextp SIMP 3C, 8, m. 1.
13.68 m 13.71 (CH;), 14.14 1 14.15 (CH;), 16.91 17.0
(CHj3), 20.55 u 20.57 (CHy), 37.7 u 38.1 (CH), 54.7
u 55.7 (CH), 58.1 (OCH,), 60.81 u 60.86 (OCH,),
75.7 u 76.1 (=CCO), 126.1 u 126.3, 126.2 u 126.3
(2CH), 127.3 u 127.4, 127.8 u 128.1 (2CH), 127. u
128.8, 130.5 u 130.7, 131.4 u 131.5, 136.3 u 137.5,
138.2 m 138.4, 141.1 m 141.5, 153.7n 154.2, 163.7 u
165.0, 167.4 n 167.8, 167.9 u 168.1. Haiineno, %: C
68.17; H 6.41; N 6.36. C,5H,3N,05. Beruucneno, %:
C68.79; H 6.47; N 6.42.
JAumdTnia-6-amuno-1-(2-MetTui-4-uHutpodeHun)-
2-0kco-4-pennn-1,2,3,4-terparuiponupuIuH-
3,5-nukapooxkcuaar (8u). Broixon 83%, xentbie
kpuctambl, T. 1. 205°C. UK cnektp, v, cM™': 3433
(NH,), 1726 (COOC), 1705 (CO), 1655 (CON).
Cnextp SIMP 'H, 8, m. 1. (55:45): 1.18* 1 (1.65H, J
7.1Tm)n 1.20 T (1.35H, CH;,J 7.1 T'm), 1.3* 7 (1.65H,
J 7.1 Tm) u 1.33 1 (1.35H, CH;, J 7.1 T'm), 1.96* c
(1.35H) u 2.39 ¢ (1.65H, CH;-Ar), 3.96 o (0.55H, J
2.1 Tu) u 3.99* 1 (0.45H, CH, J 2.2 I'n), 3.99-4.16
M (2H, OCH,), 4.19-4.37 m (2H, OCH,), 4.69 1
(0.55H, J 2.1 T'm) u 4.70* n (0.45H, CH, J 2.2 '),
7.11 1 (0.55H, H®-C4H;, J 8.6 T), 7.15 yur. ¢ (2H,
NH,), 7.17-7.43 m (5.45H, CgH;s u H®-C¢H}), 8.07 1.
1 (0.55H, H5-C4H;, J 8.6, 2.6 '), 8.13-8.17 m (1H)
u 8.20 n (0.45H, C¢H;, J 2.6 T'm). Cnextp AMP 3¢,
Oc, M. A.: 14.16 u 14.19 (CHy), 14.65 u 14.67 (CHy),
17.3 u 17.7 (CH;), (CH,), 38.0 u 38.5 (CH), 54.9 u
56.2 (CH), 59.0 (OCH,), 61.9 u 62.0 (OCH,), 76.7 n
77.0 (=CCO), 122.3 u 122.6, 126.1 u 126.2, 126.76 u
126.80 (2CH), 127.1 u 127.2, 128.6 u 129.0 (2CH),
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CHUHTE3 JU3TUJI-6-AMNHO-1,4-TUAPNJI- 2-OKCO- 1,2,3,4-TETPATUIPOITUPUJIVH-...

130.0 u 131.5, 139.4 u 139.8, 140.2 u 140.9, 141.2 u
141.3, 147.9 u 148.1, 153.8 u 154.4, 164.6 u 166.3,
167.91168.4,168.5u 168.8. Haiineno, %: C 61.10; H
5.34; N 8.90. C,4H,5N30;. Boruncaeno, %: C 61.66;
H 5.39; N 8.99.
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Synthesis of Diethyl 6-Amino-1,4-diaryl-2-o0xo0-
1,2,3,4-tetrahydropyridin-3,5-dicarboxylates Based
on the Reaction of Arylmethylidenecyanoacetic Esters
with N-Arylamido Esters of Malonic Acid
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The reaction of arylmethylidenecyanoacetic esters with N-arylamides of malonic acid led to the formation of
previously unknown diethyl 6-amino-1,4-diaryl-2-oxo-1,2,3,4-tetrahydropyridine-3,5-dicarboxylates in 15-83%
yields. Antibacterial activity of some obtained compounds was studied.

Keywords: malonic acid arylamidoesters, arylmethylidenecyanoacetic acid ester, Michael reaction, tetrahy-
dropyridine
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