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HCCJIEJOBAHUE B3AUMOJIENCTBHUSA 2-APUJI-7,7-TUMETHJI-5-OKCO-5,6,7,8-
TETPAT'HAPOXUHOJINH-4-KAPBOHOBBIX KUCJIOT C BEH30MJI- U U3OHUKOTHUHOWNJI-
IT'MAPASUHAMMU

Cmamus noceswena cunmesy 5-apun-8,8-oumemun-8,9-oueuopo-2H-nupuoo[4,3,2-de] yunnonun-
3(7H)omnos na ocrose 83aumooeticmeust 2-apun-7, 7-oumemun-3-oxco-3,6, 7, 8-mempacudpoxunonun-4-

KapOOHOBbLIX KUCIOM C OeH30Ul- U uzoHuKomunoureuopazunamu. Qocyscoaemest cxema peaxyuu.

KuaroueBsble cioBa: 2-apui-7,7-TuMeTHI-5-0KCc0-5,6,7,8-TeTparuip OXHHOINH-4-KapOOHOBBIX KHCIIOTHI;
OCH30WII- M H30HUKOTHHOMITHAPA3HHEL; S-apmii-8,8-nuMeTi-8,9-nuruapo-2H-mupuno[4,3,2-de | uuaaoMMIH-

3(7H)-oHbI
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THE STUDY OF INTERACTION OF 5-ARYL-7,7-DIMETHYL-5-0XO0-5,6,7,8-
TETRAHYDROQUINOLINE-4-CARBOXYLIC ACIDS WITH BENZOYL- AND ISONICO-
TINOILHYDRAZINES

The article is devoted to the synthesis of 5-aryl-8,8-dimethyl-8,9-dihydro-2H-pyrido[4,3,2-
de[cinnolin-3(7H)-ones on the basis of interaction of 2-aryl-7,7-dimethyl-5-oxo0-5,6,7,8-
tetrahydroquinoline-4-carboxylic acids with benzoyl- and isonicotinoylhidrazines. The reaction

scheme is discussed

Keywords: 2-aryl-7,7-dimethyl-5-0x0-5,6,7,8-tetrahydroquinoline-4-carboxylic acids; benzoyl- and isonico-
tinoylhidrazines; 5-aryl-8,8-dimethyl-8,9-dihydro-2H-pyrido[4,3,2-de]cinnolin-3(7H)-ones
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Panee Obuio mokazano, uro 2-apwi-7,7-
TUMETHII-5-0KC0-5,6,7,8-TeTparuap OXuHOIHH-4-
KapOOHOBBIX KHCIOTHI (I) pearupyior ¢ rumpasu-
HoM [1], nenTadropdeHuaruapasuaom [2] u THoO-
ceMukap6aszumom [3], maBas B MEPBHIX IBYX CIIy-
yagx 2-He3aMeIleHHbIE, a B IIOCIEIHEM - 2-
nenTapTopeHuna-5-apui-8,8-qumeTnia-8,9-
nuruapo-2H-mapuno[4,3,2-demuanonua-3(7H)-
oHbl. IIpogykTamu peakuuud KucioT I ¢ Tmocemu-
KapOazuIomM 0Ka3aJucCh 7, 7T-numeTuin-5-
THOCEMHKap0a30HO-5,0,7,8-TeTparuApoXuHOIHH-
4-xapOOHOBBIE KHUCIOTHI U S-apui-8,8-IUMeTHII-
8,9-muruapo-2H-nupuno[4,3,2-de | IHHHOINH-
3(7H)-onsl [3]. ['uapa3unsl KapOOHOBBIX KUCIIOT B
peakuu ¢ KuciaotaMu | uccieoBansl He OBLUIH.

Lenpro HacTosIed pabOTHI SBISETCS HCCIC-
JIOBaHWE B3amMoneHcTBUS kucior I ¢ OeH3omMI-
ruapasuHoM (I1a) ¥ M30HUKOTUHOMITHUAPASHHOM
(ITb). Hamr mHTEpEC K M30HUKOTHHOMITUAPAZUHY
(m30HMA3HTY) OOYCIIOBJICH TEM, UYTO ATO COCIHUHE-
HUE ABJISETCS MAJTOTOKCHYHBIM U JICIIEBHIM aHTH-
TyOepKyJIE3HBIM TIperapaTtoM [4], a Take mpea-
CTaBJIIET COOOM MCXOIHOE TSI TTOTyYEHUS IPYTHX
JIEKapCTBEHHBIX TNpenaparoB, Hampumep (ruBa-
3una [4], mOATOMY OT BO3MOXKHBIX IPOIYKTOB pe-
akiuu coeauuenuit 1 u IIb oxuaanoch mposiBie-
HUe OMOJIOTHYECKON aKTUBHOCTH.

Hamu ycraHoBieHo, 4TO B pe3ynbTaTe peak-
uun kuciot la-f (3tanon, 78°C, 2 4) ¢ ruapasu-
namu Ia u Ib oOGpasyrorcs S-apuin-8,8-numeTni-
8,9-muruapo-2H-nupuno[4,3,2-de | IuHHOINH-
3(7H)-ounl (Ill1a-f), T.c. OCH30WILHBIA U WU30HH-

KOTHHOWJIbHBIN (parMeHThl B TPOAYKTaX peak-

U OTCYTCTBYIOT.
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Crpoenune coenunenuii IVa-f monreepxxaeHo
CHEKTPaJbHBIMU JTAHHBIMHU, @ TaKXXE€ BCTPEYHBIM
cuaTe3oM mupuno[4,3,2-dejunanonmmaa IVa w3
kucinotel la w ruapasmna [1]. Takx, B HK-
CIEKTpax OOHapyXeHa IMOoJI0ca BAJCHTHBIX KOJe-
Ganmit ceasu N*-H B o6mactu 3150-3156 cm™! n
kapboHmIbHON Trpynmel C3=0 B obmactn 1657-
1668 cm!. B cnextpax 'H SIMP mapsiay ¢ curha-
JaMH TIPOTOHOB 3amectuteieil npu C° mpucyrt-
CTBYIOT: curHaibl B oomactu 1,06—-1,07 m.a. [6H,
¢, (CH3).C?*], 2,71-2,76 m.1. (2H, ¢, C°H>), 3,01—
3,07 m.o. (2H, ¢, C'Hy), 8,22-8,35 m.a. (1H, c,
C*H), 12,49-12,76 m.x. (1H, yur.c, (N*H).

[To-BumuMoMy, TiepBasi CTanus pPEaKIUU CBS-
3aHa C MPHUCOSAUHEHUEM MOJIEKYIbI runpasuda 11
k atomy C° monekysbl kucnotel I u o6pazoBanu-
eM untpemeauara Int 1. Jlanee ciemyeTr Hykieo-
(¢unpHas aTaka aToMa a30Ta, CBSI3aHHOTO C Kap-
OOHWJIBHOH TpyIIOH, Ha aToOM yriepoaa Kap-
OOKCWJIa B TIOJIOKEHUH 4, 9TO MPUBOIUT K (op-
MUPOBAHUIO IUPUAA3HMHOBOTO (parmMeHTa (WH-
tepmenuat Int 2). Jlanee B maTepmenuare Int 2
BO3MOJKEH MEPEHOC MMPOTOHA OT THIIPOKCHIIA, CBSI-
3aHHOTO ¢ atomoM yriepona C°, x atomy Kucio-
pola apomiIbHOTO (M30HUKOTHHOWIBHOTO (hpar-
MEHTa) M 00pa30BaHHE IBUTTEP-MOHHOTO WHTEP-
memuata Int 3. O6pazosanue cBszu C-O B 3TOM
naTpemeanare (Int 4) cozmaeT MPEaNOCHUIKA IS
OTIIEIUIEHHsT MOJIEKYJbI Kucnotel R2COOH 3a
cuer paspeiBa cBsasu N>-C(OH)R?. IMomyuuBIumii-
cs1 ipu 3toM nupuaonuHHOIMH (Int 5), conepxa-
muit pparment N*=C3-OH, BeposATHO, U30MEpH-
3yeTcs B Oosee ctabunbHbIN nakTam (Int 6), ko-
TOPBIN 3aTeM JETHIPATUPYETCS A0 MPOIYKTa pe-

axuu I11.
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I, 1 : R'=H (a), CHa(b), CH30 (c), CoHs0 (d), Br (e), Cl (f); Il: CgHs (a), 4-CsHyN (4-rpuann) (b)

[Mupunoumanonuas! I1la-f npencraBusoT co-
0oli OecCIBETHBIE KPHUCTALIHYCCKHAE BEIIECTBA,
pactBopumbie B JIMPA u JIMCO, mraBsmmuecs ¢
Pa3IOKEHHUEM.

CornacHO TOJYYEHHBIM pe3yiabTaTaM BBIXO.
COEIMHEHHH, CHHTE3UPOBAHHBIX HAa OCHOBE H30-
HUKOTHHOWJITH/IPa3WHa, OKa3ajcs B CpEeTHEM He-
CKOJIBKO BBIIIIE.
2-apuii-5-(0eH30MI1/ U30HUKO-

OO6pazoBanus

TUHOWI))TUAPA30HO-7,7-1uMeTni-5,6,7,8-TeTpa-
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THAPOXUHOINH-4-KapOOHOBEIX KuciaoT IV, BO3-
MOJKHBIX TPOAYKTOB JIETHAPATAIIUA HHTEpMeEIra-

toB Int 1, HE 3aduKCHpPOBaAHO.

JKCcNepUMeHTAIbHASA YacTh
TemnepaTypsbl Ha

npubope IITII-2, cnekrper 'H SIMP (JIMCO-ds,

IUIaBJICHUSA  OIPCIACIICHBI

BHyTpeHHHH cTanmapt — I'MJIC) 3apeructpupo-
BaHBI Ha criekTpomeTpe Varian MERCURY+300,

HNK—cnekTppl 3amucaHbl Ha CHEKTPOPOTOMETPE
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Spectrum Two B Ba3elMHOBOM Maciie. DIEMEHT-
HBII aHAIH3 BBHITIOJTHEH HA aHAJIN3aTOpe yIiiepoa,
Bomopoaa, azora u cepsl CHNS-932 LECO. Pac-
CUMTAHHOE W HKCIEPUMEHTAIHFHO ONpeesIeHHOE
coJllepKaHHe yTiepoja, BOIOPOAa U a30Ta COBIA-
710 ¢ TO9HOCTRIO 0,3 %.
B3aumopeiicTtBue 2-apua-7,7-nuMeTHII-5-
0KC0-5,6,7,8-TeTparuapoxmHo-a1uH-4-kapooHo-
BbIX KHCJOT ¢ 0€H30MJITHAPA3UHOM (M30HHKO-
THHOWJITHAPA-3MHOM) (00IIAasi MeTOAUKa). OK-
BUMOJICKYJISIpHBIC KoJmdecTBa KUCIOTHI la-f u
ruzapasuHa Ila (coco6 A) wimm IIb (crioco6 b) B
3TaHONE KumATWiIu B TeueHue 2 4. [locnme oxuia-
XKIEHUN peakunoHHOM maccel o 0°C ocamok 5-
apui-8,8-numetun-8,9-nuruapo-2 H-nupuuo-
[4,3,2-de|uunnonun-3(7H)-ona (IVa-f) orduib-
TPOBAJIU M MTPOMBLIU TOPSYHM STAHOJIOM.
8,8-IumeTna-5-pennn-8,9-nuruapo-2H-
nupunol4,3,2-dejuunnonun-3(7H)-ona  (IVa).
Cnoco6 A. Cunresuposan u3 0,50 r (1,7 MMonb)
kuciotel Ia u 0.23 1 (1,7 mmons) Tuapasuna Ila.
[Momyueno 0,20 T (41 %) coenqunenns IVa. Ty, =
281-283°C/paszn. Cnoco6 B. CHHTe3UpOBaH H3
0,50 r (1,7 mmomp) kumcmotel Ia u 0,23 r (1,7
mMmoub) Tuapasusa IIb. Tlomyaeno 0,27 r (41 %)
coemqunenus IVa. Ty, 280-282°C/pa3z.
Bcempeunoui cunmes. Cmecs 1,00 T (3,4 MMOIB)
kucnotel Ia u 0,30 r (6,0 Mmmonb) 64 % ruapa3us-
ruapata kumsatuiad B 30 M1 sTaHoNa B TEUCHHUE 2
4. Peakuuonnyrwo maccy oxmaaunu ao 0°C, BbI-
MaBIINA OCAJIOK OTQUIFTPOBAIM M MPOMBLIA Ha
¢mieTpe ropsunm stanonoM. [lomyuwnu 0.70 r
(71 %) coenunenus IVa. Ty, = 282-284°C/pasn.
[Ipoba cMmemaHnHOTO MIABICHUS C COSAMHECHUSIMH,

NMOJIYy4YCHHBIMU crmocobamMu A u B, HC II0Ka3salia

ACIPCCCHUU TCMIICPATYPHI TIJIaBJICHUA.
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8,8-InmeTnn-5-n-roann-8,9-nurugpo-2 H-
nupuno|4,3,2-dejuunnonun-3(7H)-ona  (IVb).
Cnoco6 A. Cunresuposan u3 0,50 r (1,6 MMob)
kuciotsl Ib u 0,22 1 (1,6 Mmmoip) Tuapasuna Ila.
[Momyueno 0,21 T (45 %) coequnenus IVb. Ty, =
278-280°C/paszn. Cnoco6 B. CHHTe3UpOBaH H3
0,50 r (1,6 mmoms) xucmotel Ib m 0,22 T (1,6
mMmoub) Tuapasuna IIb. Ilomydaeno 0,48 r (98 %)
coequnenus [Vb . Ty, = 280-282°C/pasn.

8,8-IlnmeTHI-5-n-MeToKCUpeHnI-8,9-
auruapo-2H-nupuno(4,3,2-de]unHHoIUH-
3(7H)-ona (IVc). Cnoco6 A. CunHTe3upoBaH u3
0,50 t (1,5 mmons) kucmotel Ie u 0,21 r (1,5
mmodb) rugpasuda Ila. Tlomygeno 0,25 (51 %)
coequnenus IVe. Ty = 261-263°C/pazn. Cnocod
B. Cunresuposan u3 0,50 r (1,5 MMOIB) KUCIIOTHI
Icu 0,21 r (1,5 mmonb) ruapazuna Ib. IToxydeno
0,39 T (81 %) coemunenuss IVa. T.. = 260-
262°C/pasm.

8,8-IlnmeTHn-5-n-3ToKCHPeHUI-8,9-
auruapo-2H-nupuno|4,3,2-de]umHHOIUH-
3(7H)-ona (IVd). Cnoco6 A. CuHTe3upOBaH U3
0,50 r (1,5 mmoms) xucnotel Id m 0,20 r (1,5
mMmob) Tuapasuna Ila. Iomyueno 0,35 r (70 %)
coequnenus IVd. Ty, = 274-276°C/pazn. Cnocod
B. Cunresuponan u3 0,50 r (1,5 MMOJTB) KUCITOTHI
Id u 0,20 r (1,5 mmons) ruapazuna IIb. Iomyde-
HO 0,43 r (86 %) coemmuenus IVd. Ty, = 273-
275°C/pasmn.

5-n-bpomdennn-8,8-numernn-8,9-qruruapo-
2H-nupuno|4,3,2-de]Juunno-aun-3(7H)-ona
(IVe). Cnoco6 A. Cuntesuposan u3 0.50 r (1.3
MModb) kuciotel Ie u 0.18 1 (1.3 Mmob) ruapa-
suHa Ila. [Momydeno 0.25 t (52%) coenuHeHUS
IVe. Ty, = 274-276°C/pazn. Cnoco6 B. Cuntesu-

posan u3 0.50 r (1.3 mmons) kucnotsr le u 0.18 T
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(1.3 mmons) ruppasuna IIb. IMomyweno 0.35 T
(73%) coenunenus IVe. Ty, = 273-275°C/pazn.
8,8-InmeTHn-5-n-xn0ppheHn-8,9-ruruapo-

2H-nupuno|4,3,2-de]Juunno-aun-3(7H)-oHa
(V). Cnocob A. Cunresuposan u3 0,50 t (1,5
Mmoh) kuciotel If u 0,21 r (1,5 MMons) ruapa-
sunHa Ila. Iloxygeno 0,45 r (92 %) coennHeHUs
IVE. Ty = 297-299°C/pasn. Cnoco6b B. Cuntesu-
posan u3 0,50 r (1,3 mmounb) kuciotsl If u 0,21 T
(1,5 mmomns) tumpasuna IIb. IlTomydeno 0,44 r
(90 %) coemunenus IVE. Ty, = 295-297°C/pasn.
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