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YeThIpeXKOMIIOHEHTHON peakiueil N-MeTrmiaMua aleToyKCyCHOM KUCIOThI ¢ AUMEJOHOM, apOMaTHUECKUM
AJBJCTHIOM U alleTaTOM aMMOHHS B OTCYTCTBHE PACTBOPUTENS MOTyYEHBI 3aMeIIeHHbIe N-MEeTHII-5-0KCo-
1,4,5,6,7,8-rexcarnApoXuHOIMH-3-kapOookcamuasl. CTpOeHHE MOTyYeHHBIX BEIIECTB YCTAHOBICHO HA OCHOBAaHUH
nauaeix UK, AMP 'H u 3C cnekrpockonuu. M3yuena antu6akTepuanbHas 1 aHTHHOLMIETITHBHAS aKTUBHOCTh
CHHTE3UPOBAHHBIX coenuHeHni. OOHapyxeHo, uto N-MmeTmi-5-okco-1,4,5,6,7,8-rekcaruipoXuHoInH-3-
KapOOKcaMH Il 00JTaIAI0T aHATIBTeTHIECKON (AHTHHOIMIIETITUBHOW) aKTHUBHOCTBIO, TIPEBBIIAIOIICH TAKOBYIO
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BBEJIEHHE

3ameniennsie 1,4,5,6,7,8-rekcarupoXuHOIUHbI
001a1af0T pa3IUIHBIMA BHIAAMH OHWOJIOTHUYECKOU
akTuBHOCTH. Cpenn HUX O0OHapy>KeHbI COEIUHEHUS,
MPOSABJISIOIIKE TPOTUBOMAIIApUIHYIO [ 1], runorinke-
MHYECKYIO [2], aHTUTUIIEPTEH3UBHYO [3] U IPOTUBO-
OITyXOJIEBYIO aKTHBHOCTH [4—06]. ['ekcaruapoXuHOIUHEI,
(byHKIMOHATN3UPOBAHHBIEC B IOJIOKEHNUH 3 3aMEICHHOM
aMUIHOW TPYTITON TIPEIIOKEHBI TSl HCTIOTh30BaHU
B KadecTBe 3((PEKTUBHOTO MPOTUBOOITYXOJIEBOTO
CpeJicTBA MPHU CHUHAPOME MHOKECTBEHHOH JeKap-
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CTBEHHOU YCTOMYUBOCTH Y MALUECHTOB, OTYYaIOIIHUX
XMMHUOTEpanuio [7], B kauecTBe POTOCCHCUOMIU3ATOPA
B (hOTOAMHAMHUYECKON Tepanmuu IJs JISYCHHS 3JI0Ka-
YeCTBEHHBIX 00pa3oBaHMii [8], a Takke KaK MIPOTHBO-
BOCIIAJIUTENBHBIC CPENICTBA MPH JICUCHUHU AJIICPTUUCCKIX
3aboneBanuii [9]. ABropamu marenTa [10] mpom3BonHbIE
4-penmn-5-okco-1,4,5,6,7,8-rekcaruApoOXHHOINHA
MPEII0KEHBI B KAUECTBE JIEKAPCTBEHHOTO CPE/ICTBA
U1 JIedyeHus: Oecruioqus. 3aMelleHHbIi N-MeTuIi-
6-XUHOTMHKApOOKCAMHUJT 3alIaTCHTOBAH B Ka4eCTBE
JIEKapCTBEHHOTO CpeJCTBa I JiedeHust ¢pubdposa
nerkux [11].
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PE3VJIBTATBI M1 OBCYXIAEHUNE

Panee peakuueil He3aMEIICHHOTO aMUJa allETO-
YKCYCHOHM KUCIOTHI U N-apuianeToaneTaMua0B C
HUKIAYeCKUMU 1,3-IMKeTOHaMU, apOMaTUICCKUMU
anbJIeruaMy U alleTaToM aMMOHHUSI TOJTYUYEHBI 5-0KCO-
1,4,5,6,7,8-rekcaruipOXMHOINHEL, (PYHKIIHOHATH3HPO-
BaHHbIC B TOJIOXKEHUH 3 He3aMeIleHHON aMuHOM [12]
i N-apuinamuiHo# rpynmnoii [13, 14], cpean koTopsix
0OHAapyKEHBI BEIIECTBA, MPOSBIISIONINE aHAIBIETH-
yeckoe JeictBue [12]. B marenTe [15] onuckiBaeTcs
MOJTy4YeHNE B METAHOJIE B YCIOBHSIX MUKPOBOIHOBOTO
W3JIYyYEHUS] U WCTIOJIB30BAHUE JIJIS JICUCHUS KIIETOY-
HBIX MponudepaTuBHBIX 3a00IeBaHUi OJU3KHUX 110
ctpykrype N-(R-mernn)3amemnieHHbix 4-apun-2,7,7-
TpumeTui-5-okco-1,4,5,6,7,8-rekcaru IpOXMHOJIHH-
3-kapOOKCaMUJIOB.

Hamu nzyueno B3aumosneiicrsue N-MeTHiIanero-
aretamuza 1 ¢ TMMe0HOM 2, apOMaTUISCKIM alTbJe-
THIOM 3 | aIleTatoM aMMOHWMS 4 B OTCYTCTBHE PacTBO-
putens. [IpoBeneHHBIC UCCIEIOBAHUS TTOKA3AIH, YTO
[UKJIOKOHICHCAITUS YCIICITHO MTPOTEKAET B OTCYTCTBUE
pactBoputens npu remieparype 130—-150°C ¢ o6paso-
BaHueM 4-apui-N,2,7,7-rerpameTni-5-okco-1,4,5,6,7,8-
TeKCaruIpOXMHOINH-3-KapOokcaMuIoB Sa—e (cxema 1).
W3BecTHO, UTO B JAHHOH PEeaKIIUK B KAYECTBE TTOOOYHBIX
MIPOAYKTOB MOTYT 00Pa30BBIBATHCS 3aMEIICHHBIC aKPH-
muHbl [12, 16, 17]. X obpa3oBanue 3aKCUPOBAHO
Hamu (15-25%) mipu UCTIONIB30BAaHUH B KOHICHCAITUU
ApPOMaTHYCCKUX aTBICTUIIOB C MIEKTPOHOTOHOPHBIMH
3amectutensiMu (4-Me,N, 4-Et,N) u nupuaun-3-kap0-
allbJIeTu/ia, YTO MOATBEPKAAIOCH JaHHBIMU SIMP.
Tak, B ciektpax AMP 'H TeKCaruJIpoOaKpuInHOB
curnan NH-nporona caBunyT B Oosiee crnaboe moie

9.1-9.2 M. 1. o cpaBHeHuto ¢ curHasioMm NH-nporona
B TekcaruapoxuHonune (8.5-8.6 m. 1.). B ciydae xe
JIEKTPOHOAKLENTOPHBIX I'PYII, HE3aBUCUMO OT MX
MOJIOKEHMS B LIUKJIE, BBIJEICHbBI YHCThIE IPOIYKTHI C
XOPOILIMMH BBIXOJAMHU.

CoenuHeHUs 5a—e MPEACTABISIIOT COOOM Oen-
HO-)KENTBIC U OeJble BemecTBa, pacTBopuMsie B JIMCO,
JIM®A, areToHe, alleTOHUTPUIIE, TIPH HATPEBAaHUU B
CITUpPTaX, HEPACTBOPUMBIE B BOJIE.

B UK cnekTpax coelmHeHn Sa—e UMEIOTCsI OJIOCHI
TIOMIOIIEHHS KapOOHMITBHBIX Ipyrmb (1670-1684 cm™),
csizeid N-H rerepounkia u N-MeTuiiaMuiHO! rpyTiIbl
(3243-3265 cm™"). B cnekrpax IMP 'H coenunennii
Sa—e nabmonaercs ayoner NH-mpoTtoHa aMuiHOM TpyTI-
el (7.35—7.46 M. 1.), nyOner Tpex MpOTOHOB I'PYTIITHI
CH; amuanoro ocrarka (2.51-2.53 m. 11.), a Takxke
cunmier NH-npotoHa rekcaruipoXMHOIMHOBOTO IIUKJIa
(8.51-8.60 ™. 11.), MOATBEpIKIAOIINE TAHHYIO CTPYKTYDY.
B cnextpax IMP '3C coenunenuii Sa—e npucyTcTByIOT
CHUTHAJIBI aTOMOB yTJIepoJia KapOOHWIHLHOW TPyTIIBI
rerepormkia (193.56-194.02 m. 1.) u atroma yriiepoaa
amuaHoi rpynmsl (168.75-169.00 m. 1.).

BeposTHbIii MexaHn3M 00pa30BaHUs 3aMEIICHHBIX
N-metun-5-okco-1,4,5,6,7,8-rekcaruipoXuHOINH-3 -
KapOOKcaMuI0B Sa—e mokaszaH Ha cxeme 2. [Ipeamoro-
KUTEJbHO, Ha TIePBOH CTaANM MPOTEKAeT B3aUMOAEH-
ctBue 1,3-1MKapOOHMUIIBHOTO COSIMHEHUS C AaMMHUAKOM
¢ o0pazoBaHHEM MPOMEKYTOUHOTO HHTEpMerara A.
B pesynbrare konaeHcannu N-MeTHianeroaneTaMmuia
C apOMaTHYeCKUM aJbJerujoM oOpasyercs mpome-
JKYyTOYHBII HENPeNEIbHbIA NPONYyKT B, KOTOpBI TpU
B3aUMOJICHCTBUM C MHTEPMETNATOM A KOHAEHCHPYETCS
¢ o0pa3oBaHHEM TeKCAaruJpPOXHUHOIUH-3-KapOoKc-
amuzga s.

Cxema 1.
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R = Ph (5a), 4-CIC,H, (56), 3-CIC¢H, (5B), 2-CIC¢H, (51), 4-FCGH, (51), 4-CH;0COC H, (Se).
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[IpoBenen OnonOrnYeCcKUii CKPUHUHT TOTYYeH-
HBIX COCJIMHCHUN Sa—e Ha aHTHUHOIUIICIITUBHYIO
AKTHUBHOCTH. Pe3ynbTaThl UCCIICIOBAHUS TIPEIICTAB-
JeHbl B Ta0n. 1. AHTUHOIMIIEIITUBHOE NEHCTBUE
BCEX COEIMHEHMI OBLIO UCCienoBaHo depe3 1 u 2 4,
T. €. Ha IUuKe o0opoHuTenbrHOro peduekca. Ha oc-
HOBaHUU TOJYUYEHHBIX PE3yIbTaTOB MOXHO C/EJIaTh
BBIBOJI O TOM, YTO BCE€ COCUHEHUS TPOSIBISIIOT aHTH-
HOITUIICTITUBHOE JICHCTBHE, JOCTOBEPHO MPEBHIIIAs
TaKOBOE JIISI Tperapara CpaBHCHUS — METaMHU30J1a
HaTpust. HanGosbImii aHTHHOLMIIEITUBHBIN 3PP eKT
NposiBIisAeT coenuHeHue Sa. Kpome toro, coeuHeHune
5a Ha nmuke 0OOPOHUTENBHOTO peduieKca y KUBOTHBIX
pUOIMKaeTCs 1Mo cuiie 00e300uBaroniero adgdexra
K Tpenapary cpaBHeHUs uOymnpodeH, 4To cBume-
TEIBCTBYET O €r0 MEePCIEKTUBHOCTH MPU U3YUSHUHN
MIPOTHUBOBOCIATIUTEIILHOTO JCHCTBUS.

Ta6auua 1. AHTHUHOIMIIENITUBHASL AKTUBHOCTH UCCIIENOBAH-
HBIX COEIMHEHNI Sa—e B qo3ax 50 MI/KTL

Bpems oboporuTensHOTO pediekca®
Coenunenue
1.0u 2.0u
KonTpomns® 10.08+0.24 10.58+0.30
Metamu3zon 16.60+3.40
Harpus® a p<0.1
N6ynpoden - 23.56+1.22
Sa 18.80+0.37 22.40+0.51
50 16.70+0.77 19.10+0.33
5B 17.20+0.87 19.50+0.50
Sr 15.50+0.59 18.90+0.40
Sn 16.20+0.58 19.80+0.92
Se 17.20+0.97 21.00+0.52

@ JIoCTOBEPHOCTD pa3iInyuii [0 CpaBHEHHIO ¢ KOHTpoieM p < 0.05.
6 2%-Hbli KpaXMATBHEIH PACTBOP.
® B nosze 93 mr/kr (E/150).
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Tadnuua 2. AHTEIMAKpPOOHAst aKTUBHOCTh COSIMHCHHN Sa—e.

MIIK, Mxr/mn
CoenuHeHne Escherichia coli Staphylococcus aureus Candida albicans
ATCC 6538-P ATCC 25922 NCTC 885-653

5a 1000 1000 >1000

56 1000 1000 >1000

58 1000 1000 >1000

5r 1000 1000 >1000

Sn 1000 1000 >1000

Se 1000 1000 >1000
JImoxcu e 62.5-1000 3.9-62.5 —
DrykoHa3071 - - 8-31

CoenuHeHns Sa—e FiccieoBaIy TakKe Ha TIPOSBICHNE
AHTUMHUKPOOHOM aKTUBHOCTH K IITAMMaM TPaMOTpPH-
nmaTenpHBIX Oaktepuit Escherichia coli ATCC 25922,
TPAMITONIOKHUTETBHBIX — Staphylococcus aureus ATCC
6538P, a Taxke Hu3MX rpu0oB pona Candida — Candida
albicans NCTC 885-653. Pe3ynbraTsl IpeCTaBICHBI B
Tabxn. 2. BpuiM ycTaHOBIICHBI MUHUMAITBHBIE MTOABIIS-
torre koHrenTpanuu (MIIK), koTopbie BapbupyroT oT
1000 MKr/mi1, 4TO CBHJIETEIBCTBYET O HU3KOM aHTH-
MHUKPOOHOM JICHCTBHH TOJTyYSHHBIX COSITUHEHUH.

BbIBO/IbI

Takum 00pa3oM, YeTHIPEXKOMIIOHEHTHON peak-
nueir N-meTunaneroaneraMuia ¢ TUMEI0HOM, apo-
MaTHYECKAM albJeTUIOM M arleTaToM aMMOHHUS B
OTCYTCTBHE PACTBOPUTEIIS MOIYUYEHBI 3aMeIIeHHbIE
4-apun-N,2,7,7-rerpametun-5-okco-1,4,5,6,7,8-rexca-
THIPOXHHOJINH-3-KapOOKCAMHIBI Sa—e, TIPOSIBIIIONIHE
AHAJBIeTHUECKYIO (AHTHHOIMIICTITHBHYIO) aKTHBHOCTb.

OKCIIEPUMEHTAJIBHAS YACTD

UK crnekTpsl 3anucaHbl B Ba3eITMHOBOM Macie Ha
®ypoe-cniektpomerpe PCM-1202 u UK Dypoe-criek-
tpomeTpe Lumex InfraLUM® FT-08 (Poccust) B ana-
nasone yactor 4004000 cm~! MeTo0M HapyILIEHHOTO
MOJIHOTO BHYTpEeHHero oTpaxkeHust (nmpucraska HIIBO
MiIRacle Pike, CIIIA). Criekrpsi SIMP 'H u '3C 3amucanst
na npubope Bruker DRX 400 ¢ paGoueii wacroroit 400
n 100 MI'a coorBerctBenHO B JIMCO-d,;, BHYyTpeHHHIA
CTaHIApT — TETPaMETHJICHIIaH. DJIEMEHTHbII aHalIn3
nposezeH Ha mpudope PerkinElmer 2400. Temneparypsr
TUTaBIIEHUS OMperieneHsl Ha pudope Melting Point M-565.

JKYPHAJI OBILEN XUMHUH Tom 95 Ne 1-2 2025

N,2,7,7-Terpamerni-5-oxco-4-gpennn-1,4,5,6,7,8-
rekcaruipoxuHojaun-3-kapooxkcamua (5a). K
0.011 moub (n36nITOK 10%) N-MeTHIaIeTOarIeTaMUAa
no6assm 0.01 Mounb 5,5-muMerni-1,3-1UKIOreKcan-
nuoHa (auMenoH), 0.01 MO COOTBETCTBYIOIIETO apo-
Marndeckoro anpaeruaa v 0.01 Moas aMMoHUS arieTara.
[TomyueHHy!0 CMECh BBLAECPKUBAIN HA METAJUINYECKOI
0ane npu Temneparype 130-150°C B Teuenue 5—10 mun
IO TIPEKPAITICHUS Ta30BbIICICHHS. PeakmoHHyo cMech
OXJIXKIAIU JIO KOMHATHOW TeMITEPaTyphl, JOOABISLTH
10 M1 aTaHONa M OCTaBISUIM Ha 24 9 10 00pa3oBaHUs
ocanka. [lomy4ueHHBII 0casok OTHUIBTPOBBIBAIN U
MEPEKPUCTAIUIN30BBIBAIM U3 CMECH 3TaHOJI—BOA, 1:1.
Berxon 62%, 1. u1. 239-241°C (sranon—Boxa, 1:1). UK
crekTp, v, cM ' 3265, 3249 (NH), 1675 (CO, CON).
Cnexrp AMP 'H, 8, m. 1.: 0.87 ¢ (3H, C7CH3), 1.02 ¢
(3H, C'CH,), 1.97 1 (1H, C3H,Hg, J 16.4 '), 2.06 ¢
(3H, C?>CHj;), 2.14 o (1H, C®H,Hg, J 16.4 T), 2.27 n
(1H, C’H Hg, J 16.8 T'n), 2.38 n (1H, C°H Hy, J
16.8 I'm), 2.52 1 (3H, NHCH;, J 4.5 '), 4.83 ¢ (1H,
C*H), 7.04-7.08 m (1H, C¢Hs), 7.16-7.18 m (3H, C¢Hy),
7.35 n (1H, NHCH,, J 4.5 '), 8.51 ¢ (1H, NH). Cniekrp
SIMP 13C, 8¢, M. 1.2 17.6, 26.2, 27.1, 29.6, 32.5, 37.9,
40.2, 50.9, 108.4, 110.6, 126.0, 127.8 (2C), 128.2
(20), 135.1, 147.5, 150.9, 169.0 (CON), 194.0 (CO).
Haiineno, %: C 74.16; H 7.53; N 8.72. C,oH,4N,0,.
Beraucneno, %: C 74.04; H 7.46; N 8.64.

Coenunenust S0—e mnonyvaid aHaJOTHYHO.

N,2,7,7-TerpameTnii-5-okco-4-(4-xsnopPenni)-
1,4,5,6,7,8-rexcaruapoxunonnt-3-kapooxcamus (50).
Beixon 53%, 1. 1. 282-284°C (3raHon—Boxa, 1:1).
UK cnektp, v, cm~': 3262 (NH), 1671 (CO, CON).
Cnextp AMP 'H, 8, m. 1.: 0.86 ¢ (3H, C7CH3), 1.01c¢c
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(3H, C'CH,), 1.97 n (1H, C¥3H,Hg, J 16.0 I'm), 2.05 ¢
(3H, C>CH,), 2.14 1 (1H, C®H Hg, J 16.0 Tn), 2.26 1
(1H, C’H Hg, J 16.8 Tu), 2.37 x (1H, C’H,Hg, J
16.8 I'n), 2.52 n (3H, NHCH,, J 4.5 '), 4.82 ¢ (1H,
C*H), 7.16 1 (2H, C¢Hy, J 8.5 1), 7.23 1 (2H, C¢Hy, J
8.5Tm), 7.41 n (1H, NHCH;, J 4.5 I'y), 8.56 ¢ (1H, NH).
Crextp SIMP 13C, Oc, M. 1.0 17.5,26.2,27.1, 29.5, 32.5,
37.5,40.2,50.8,108.4, 110.2, 128.1 (2C), 129.7 (2C),
130.6, 135.2, 146.4, 151.1, 168.8 (CON), 194.0 (CO).
Haiineno, %: C 66.89; H 6.40; N 7.76. C,,H»;N,0,Cl.
Breruncieno, %: C 66.94; H 6.46; N 7.81.

N,2,7,7-TerpameTui-5-okco-4-(3-xaopdenni)-
1,4,5,6,7,8-rexcaruapoxunosimi-3-kapooxcamun (5B).
Beixon 58%, 1. 1. 248-249°C (sTranon—Bona, 1:1).
UK crextp, v, cMm ' 3265 (NH), 1675 (CO, CON).
Cnextp SIMP 'H, §, m. 1.: 0.87 ¢ (3H, C’CH3;), 1.02 ¢
(3H, C'CH;), 1.99 n (1H, C¥3H,Hg, J 16.0 T'm), 2.07 ¢
(3H, C?>CHj,), 2.15 a (1H, C®H,Hg, J 16.0 T), 2.29 1
(1H, C°H Hg, J 16.9 T'n), 2.38 n (1H, C’H,Hp, J
16.84 I'm), 2.53 n (3H, NHCHj;, J 4.5 T'm), 4.85 ¢ (1H,
C*H), 7.10~7.15 m (3H, C4H,), 7.22-7.24 m (1H, C4H,),
7.46 n (1H, NHCH,, J 4.5 '), 8.60 ¢ (1H, NH). Cniektp
SIMP 13C, 8¢, M. 1.: 17.6, 26.2, 27.0, 29.5, 32.5, 37.9,
40.2, 50.8, 107.9, 110.0, 126.0, 126.5, 127.7, 130.1,
132.9,135.4,149.9, 151.2, 168.8 (CON), 194.0 (CO).
Haiineno, %: C 66.90; H 6.34; N 7.80. C,yH»;N,0,Cl.
Brrancaeno, %: C 66.94; H 6.46; N 7.81.

N,2,7,7-TerpameTuii-5-okco-4-(2-xsoppenni)-
1,4,5,6,7,8-rexcaruapoxunonnH-3-kapooxcamusu (5r).
Beixon 73%, 1. 1. 258-260°C (3Tranon—Bona, 1:1).
UK cnektp, v, em~': 3243 (NH), 1670 (CO, CON).
Cnexrp SIMP 'H, §, m. 1.: 0.93 ¢ (3H, C’CH;), 1.03 ¢
(3H, C'CHj), 1.89 ¢ (3H, C?>CH;),1.93 1 (1H, C®H,Hp,
J16.2 Tu), 2.12 1 (1H, C3H,Hg, J 162 T ), 2.30 1
(1H, C®H,Hg, J 16.8 T), 2.40 x (1H, C°H, Hg, J
16.8 '), 2.51 n (3H, NHCH;, J 4.5 T'n), 5.17 ¢ (1H,
C*H), 7.05-7.09 m (1H, C¢H,), 7.16-7.25 m (3H, CHy),
7.40 o (1H, NHCH;, J 4.5 '), 8.53 ¢ (1H, NH). Cniekrp
SIMP 13C, §¢, m. 1.2 17.0, 26.1, 27.3, 29.6, 33.1, 36.8,
40.3, 50.9, 107.8, 111.3, 127.3, 127.6, 129.2, 131.3,
131.9, 132.8, 145.3, 151.7, 168.8 (CON), 193.6 (CO).
Haiineno, %: C 66.74; H 6.39; N 7.78. C,,H»;N,O,Cl.
Brruucneno, %: C 66.94; H 6.46; N 7.81.

N,2,7,7-TerpameTnii-5-oxco-4-(4-propdenn)-
1,4,5,6,7,8-rexcaruapoxunonan-3-kapooxcamun (51).
Brixon 44%, 1. . 254-255°C (sTanon—Boxa, 1:1). UK
crextp, v, cM ' 3246, 3220 (NH), 1673 (CO, CON).

Cnexrp AMP 'H, 8, m. 1.: 0.86 ¢ (3H, C7CH3), 1.01 ¢
(3H, C'CH,), 1.97 n (1H, C¥H,Hg, J 16.0 T'w), 2.06 ¢
(3H, C?>CHj,), 2.14 o (1H, C®H,Hg, J 16.0 T), 2.27 1
(1H, C°H,Hg, J 16.8 Tw), 2.37 n (1H, C°H, Hg, J
16.8 I'm), 2.52 n (3H, NHCHj;, J 4.5 '), 4.83 ¢ (1H,
C*H), 6.98 T (2H, C¢Hy, J 8.7 T), 7.17 T (2H, CHy,
J8.7Tm), 7.39 n (1H, NHCHj;, J 4.5 T'm), 8.55 ¢ (1H,
NH). Cniektp SIMP 13C, 8, M. 1.: 17.5,26.2, 27.1,29.5,
32.5,37.2,40.2,50.8, 108.4, 110.4, 114.7 n (Ar, 2C, J
20.8 '), 129.5 n (Ar, 2C, J 8.0 '), 135.1 a1 (Ar, 1C,
J 9.0 T), 143.7, 150.8, 160.8 1 (Ar, C*F, J 239 I'n),
168.9 (CON), 194.0 (CO). Hatineno, %: C 70.20;
H 6.89; N 8.34. C,,H,;N,O,F. Boruucneno, %: C 70.15;
H 6.77; N 8.18.

N,2,7,7-TerpameTun-4-(4-MeTOKCUKAPOOHUI-
(¢penni)-5-oxco-1,4,5,6,7,8-rexcaruspoXMHOIHH-
3-kapookcamuj (5e). Beixon 65%, T. . 238-240°C
(sranon-soxa, 1:1). MK cnektp, v, cm™': 3248 (NH),
1724 (COO), 1684 (CO, CON). Cnexrp SIMP 'H, §,
M. 1.: 0.85 ¢ (3H, C’CH;), 1.01 ¢ (3H, C’CH;), 1.97 n
(1H, C®H,Hg, J 15.9 Tn), 2.06 ¢ (3H, C>CH;), 2.15 1
(1H, C®H\Hg, J 15.9 T'w), 2.28 1 (1H, C°H, Hg, J
16.9 '), 2.39 o (1H, C°H,\Hg, J 16.9 T'n), 2.52 1
(3H, NHCH;, J 4.6 T'n), 3.81 ¢ (3H,CH;0) 491 ¢
(1H, C*H), 7.30 1 (2H, C¢Hy, J 8.4 '), 7.42 1 (1H,
NHCH;, J4.6 I'n), 7.80 0 (2H, C¢H,, J 8.4 '), 8.60 ¢
(1H, NH). Cnexrp IMP 13C, Oc, M. 1. 17.5, 26.2,
27.0,29.5, 32.5, 38.4,40.4, 50.8, 52.3, 107.8, 110.1,
127.6, 128.2 (2C), 129.3 (2C), 135.3, 151.3, 152.8,
166.7 (COO), 168.8 (CON), 193.9 (CO). Haiineno, %:
C 69.14; H 6.92; N 7.48. C5,H,4N,0,. Beruncneno, %:
C 69.09; H 6.85; N 7.32.
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One-Pot Four-Component Synthesis of Substituted /N-Methyl
5-Oxo-1,4,5,6,7,8-hexahydroquinoline-3-carboxamides.
Biological Activity of the Obtained Compounds
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A one-pot four-component solvent-free reaction of N-methyl acetoacetamide with dimedone, aromatic alde-
hyde and ammonium acetate leads to new substituted N-methyl 1,4,5,6,7,8-hexahydroquinoline-3-carbox-
amides. The structures of the products were proved using IR, 'H and '3C NMR spectroscopy. The synthesized
compounds were tested for antimicrobial and antinociceptive activities. The resulting compounds have shown
antinociceptive activity greater than that of metamizole sodium.

Keywords: hexahydroquinolines, N-methyl acetoacetamide, dimedone, antinociceptive activity
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