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Karuosi caosa: 2H-nipano[2,3-cnipudun; xinazonin-4-ou; xinazonin-4-miou;
mienof 2, 3-dnipumioun-4-on; 1,2,4-6enzomiadiazun- 1, I-diokcud; peyukaizayis

3anponoHoBaHO HOBWI niaxig Ao cuHTe3y 5-(rigpokcumeTnn)-8-meTtnn-2H-nipaHo[2,3-c]ni-
PUANH-2-0HIB Ta 2-iMiHIiB, Ki MICTATb y NOJIOXEHHIi 3 sAapa XiHa30iH-4-0HY, XiHa30iH-4-TiOHY,
TieHo[2,3-d]nipumignH-4-oHy Ta 1,2,4-6eH30TiagiasuH-1,1-giokcngy.

SYNHTESIS OF NOVEL 3-HETERYLSUBSTITUTED 2H-PYRANO|[2,3-c]PYRIDIN-2-ONES AND 2-IMINES
P.Ye.Shynkarenko, S.V.Vlasov, I.0.Zhuravel, S.M.Kovalenko, A.l.Fedosov, V.P.Chernykh

A new approach to the synthesis of 2H-pyrano[2,3-c]pyridin-2-ones and 2-imines with the cycles
of quinazolin-4-one, quinazolin-4-thione, thieno[2,3-d]pyrimidin-4-one and 1,2,4-benzothia-
diazine-1,1-dioxide in the position 3 has been suggested.

CUHTE3 HOBbIX 3-TrETEPUJISBAMELLEHHbIX 2 H-TTUPAHO[2,3-c][MTUPUANH-2-OHOB U 2-UMWHOB
MN.E.lLnHkapeHko, C.B.Bnacos, U.A.)KypaBsensb, C.H.KosaneHko, A.U.Pegocos, B.I1.YepHbix

Mpenno>xeH HOBbIV NoAXO4 K CUHTE3Y 5-(rugpokcumeTus)-8-metun-2H-nupaHo[2,3-c]nupuanH-
2-0HOB U 2-UMUHOB, KOTOPbIE COAEPXAaT B MNOJIOXXEHUN 3 sapa XuHa30JINH-4-0Ha, XuHa30JINH-4-

TUOHa, TueHo[2,3-d]nupumugnH-4-oHa n 1,2,4-6eH3ornagmasnH-1,1-guokcuaa.

3-3amilieHi 2 H-6eH3omipaH-2-0HU (KyMapyuHU) Ta
ix i3ocTepHi aHaoru — 2 H-0eH3omipaH-2-iMiHu (2-imi-
HOKyMapuHU) 100pe BioMi SIK pe4YOBHUHU, 11O MPO-
SBJISIIOTh Pi3HOMAHITHY OiOJIOTIYHY [il0: IpPOTH3a-
naiabHy [1, 2], aHTUMiIKpOOHY Ta MPOTUTPUOKOBY |3,
4], mpoTUnyxJIMHHY [5-7], a TaKOX LIMPOKO BUKOPH -
CTOBYIOTbCSI B SIKOCTi JlazepHUX OapBHUKIB [8, 9] Ta
JIIOMiHeCLEHTHUX iHaukaropis [10].

BuxopucToByloun MeToa TepMiUHOI peluKIIizalii
2-iIMiHOKYMapUYHIB Mix Hi€0 TMHYKJIeO(DiIbHUX pea-
TeHTIiB, MM YCITIIIHO 3MiMCHWIN CUHTE3 KYMapUHiB 3
sapaMu XiHazousiH-4-(Ti)ony [11, 12, 13, 14], Tie-
Ho[2,3-d|mipuminun-4-ony [15, 16, 17, 18, 19, 20] Ta
1,2,4-6en3oTiagia3uH-1,1-giokcuay B MHOJOXEHHI 3
[21], 110 J03BONMIIO OIepsKaTW Psif MEPCIeKTUBHUX
0i0JIOTIYHO aKTMBHUX PEYOBUH.

3 METOI0 CHMHTE3y HOBMX OO’€KTIB IS (hapMaKo -
JIOTIYHOTO CKPUWHIHTY HaM¥ Oyjia pO3MJISTHYTa MOX-
JIMBICTh MOOYAOBM aHAJIOTIYHUX a3UHOMiPaHOBUX CH -
creM (a3zaKyMmMapMHiB) 3 BIiAIIOBITHMMM T€TE€POIIUK-
JIIYHUMHU 3aMiCHUKAMMU.

CuHTe3 MOXiTHUX 3-TeTepuii-7-a3aKyMapUHiB, I0-
JIiOHO O 3-TeTepWIKyMapuHiB, 0a3yeThCs Ha IBOX
MPUHIIMITOBUX MiAX0Jax: KOHAEHCcAIlil MipuIoKcario 3
METUJIEHAKTUBHUMMU TMOXiTHUMU TeTEPUIOLTOBUX KHC-
ot (peakuis KHboBeHarens) [22] Ta peuukJiizalii
5-(rinpokcumeTw)-2-iMiHO-8-MeTu-2 H-nipano[2,3-¢]
NipuanH-3-KapOoKcaMify i Ai€l0 ITUHYKIeodinb-
HUX peareHTiB [23, 24, 25, 26]. OcranHHiil MeTOn
3a0e3Mevyye MTOCUTh BUCOKI BUXOOM KiHIIEBUX IIPO-

IVKTiB, € e(EeKTUBHUM i 3pyYHMM y BUKOHAHHI Ta
MpakKTUYHO HEe Ma€ oOMexXEeHb y BUOOPi peareHTiB.

Hamu pocnimkeHo MOXIIMBICTh BUKOPUCTAHHS pe-
LMKITi3alifHUX TIEPETBOPEHD IJIsI CUHTE3y HOBUX 3-Te-
TepuiazaMillieHux 2 H-nipaHo[2,3-c]nipuanH-2-oHiB 3
LIMKJIaMU XiHa30J1iH-4-OHY, XiHa30JiH-4-TiOHYy, Ti€-
Ho[2,3-d|mipumignH-4-ony Ta 1,2,4-0eH30Tiagia3nH-
1,1-miokcumy.

3 omIsioy Ha MOIEePeaHiil JOCBiI MIPOBEACHHS TEP -
MiUHUX pelMKJIi3aliifHUX MepeTBOPEeHb 2-iMiHOKyMa -
puHiB [11-21, 27-30] peaxiiito BUXigHOro S-(TiIpoKcu -
MeTW)-2-iMiHO-8-MeTui-2 H-tiipaHo[2,3-c|nipuanH-
3-kapbokcaminy 1 3 o0-amMiHOOEH3aMigoOM, o0-aMiHO-
TiobeH3aMinoM Ta 2-aMmiHoTio(eH-3-KapbokcaMija-
Mu (amiHamu I'eBajbaa) MPOBOIWIM B KUTLISIYil OI1 -
TOBIM KUCJOTI.

ITpu B3aemogmii kapbokcaminy 1 3 o-aMiHOOEH3-
aMiIoM i 0-aMiHOTIOOeH3aMioM ofiepkaHO S-(TiIpoKcH -
METHII)-8-MeTHI-3-(4-0KCo-3,4- IUTigpoxXiHa301iH-
2-in)-2 H-nipano[2,3-c|nipuanH-2-oH 2 Ta iioro 4-
TioaHasor 3 (cxema 1).

V peakuiii kapookcaminy 1 3 2-amino-4,5,6,7-teT-
parigpo-1-6eH3oTtiopeH-3-KapOokcaMigaMy HaMu BU -
IUIEHO iHTepMediaTh — IIPOAYKTH 2- N-3aMillleHHS
4a,b Ta KiH1IeBi MPOAYKTU peakilii — 2-[5-(TigpoKcu -
METUJ)-8-MeTUJI-2-0Kco-2 H-mtipaHo|2,3-c|mipuauH-
3-in]-5,6,7,8-terparinpo] 1]6eH3oTieHo[2,3- d|mipumi-
nuH-4(3 H)-oHu 5a,b (cxema 1). Iepiuy cTaniro peak-
11i1 TPOBOJMJIM B CEPEIOBUILL KPUKAHOI OLITOBOI KUC -
JIOTH TIpYM HarpiBaHHi. Ha BigMiHy BiI morepeaHix
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Cxema 1

TepeTBOPEHbD (3a yUacTio 0-aMiHOOeH3aMiLy Ta o-aMi-
HOTiOoOeH3aMily) 3 peakliiiHOi CyMillli BUMaaa€e ocan
HaITiBIPOAYKTY 4, SKUI MOXXHA BUIIIATU i OXapaKTe -
pusyBatu. Ha npyriii crapii cnoiayku 4 nOingaioTb
MoJAJIbIIOMY TEPMiIYHOMY MEpEerpynyBaHHIO TIpY Ha-
rpiBaHHi B 1uMeTWIhopMamii.

IIpu npoBeneHHI aHAJOIiIYHOI peakilii 3 o-aMiHO-
OeH3eHcynabdhaMmigoMm Hamu oaepkaHo 3-(1,1-miokcu-
no-2 H-1,2,4-6eH3otiafiasuH-3-i1)-5-(TiipoKCUMeTI ) -
8-metmi-2 H-nipaHo[2,3-c]nipunuH-2-0H 6 (cxema 1).

VY BiAIOBIIHOCTI i3 3alIpONTOHOBAHUM MEXaHi3MOM
peluKiizailii, SKuii 0yJ0 pO3IJISHYTO Yy MOINEepeaHix
pobotax [11-30], kapbokcamMimHa rpyna S5-(TiZpoKcHu -
MeTU)-2-iMiHO-8-MeTui-2 H-tiipaHo|[2,3-c|mipuauH-
3-kapOoKcaMiny € CHHTETUIHUM TTorepeqHrukoMm C =0
(1akToHHOTrO) (hparMeHTy y KiHLIEBOMY 3-TeTepui-7-
azakyMapuHi. Tomy HaMu GyJ10 3pO0JIEHO MPUITYILIEH -
HS 1IOJ0 MOXJIMBOCTI BUKOPUCTAHHSI B peLIMKIIi3a-
LiHHUX TpaHcGOopMallisIX BiAMOBiIHOTO 3-TioaMidy.
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Y upomMy BuUMaaky TioaMimHa (pyHKIIiSI MOXe PO3-
I AaTUCS SIK TiornepeAHUK iMiHorpynu C Y=NH (imi-
HOJIAaKTOHHOTO (hparMeHTy) a00 TIOKCOTpyIH c( )=S,
TOOTO B3aemofisa S5-(TimpoKcuMeTun)-2-iMiHO-8-Me-
TUN-2 H-niipaHo|2,3-c|nipuanH-3-Tioaminy 3 IMHYK-
Jleo(iTbHUMM peareHTaMy MOXe TPUBECTU A0 YTBO-
peHHd K 3-reTtepuizaminieHux 2 H-nipaHo[2,3-c]mi-
pUIMH-2-iMiHIB, TaK i 10 BiIMOBiZHUX 2-TiOHIB.

CxoxXicTh (pi3MKO-XiMIiUHMX BiIaCTHUBOCTEN 5-(Tim-
pokcumeTu)-2-iMiHO-8-MeTu-2 H-tiipaHo| 2,3-c]mi-
puauH-3-KapOokcamiay Ta ioro 3-tioaMigHOro aHa-
Jlora BU3HAUMWJIa MOXJIMBICTb TIPOBENEHHS PELUK-
JIi3alii, He 3MiHIOIOYM YMOB.

[Ipn HarpiBaHHi B KpWXKaHilf OLTOBI KWCIOTI
TioaMiny 7 3 o-aMiHOOEH3aMiIoM i 0-aMiHOTiIOOEH3-
aMiZzoM HaM¥ BUAIEHO 2-[5-(TimpoKCuMeTn)-2-iMi -
HO-8-MeTu-2 H-nlipaHo[2,3-c]mipuanH-3-i1]xiHa301iH-
4(3H)-on 8 (X=0) Ta iioro 4-tioananor 9 (X=S) 3
Buxomamu 44% i 56%, BignoBigHo (cxema 2). Umo-
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BipHO, BHCOKa PO3UYMHHICTD KiHIIEBUX IIPOIYKTIB pe -
aKIlii 3a paxyHOK 4YaCTKOBOTO MPOTOHYBAHHSI iMiHO-
TPYNU i MOJAJIBIIOTO COMbBOMI3Yy YTBOPIOBAHOTO Ka-
TiOHY He€ Jaja 3MOTrM BUAUIUTU NMPOAYKTH 8 Ta 9 3
OiJIbIII BUCOKUMU BUXOAAMMU.

VY peaxiuii Tioaminy 7 3 2-amiHoTiodeH-3-KapOoKc-
aMigaMM HaMM BUIIEHO iHTepMeIiaTh — IIPOAYKTHU
2- N-3amiienHss 10a,b Ta mpoBeaeHO ix Mojajblily
TepMiYHY pPEUMKIIi3allilo y CcepeIoBUIli Oe3BOTHOIO
IuMeTua(gopMaMiny 3 YTBOPEHHSIM KiHIIEBUX TIPO-
IYKTiB peakiii — 2-[5-(rimpoKcumeTu)-2-iMiHO-8-
MeTui-2 H-niipano|2,3-c|nipunuH-3-in]|rieno|2,3-d]
nipumiauH-4(3 H)-onis 11a,b (cxema 2). BHacnigok
rimponizy iMiHorpynu crnogyku lla omepkaHo Bim-
MOBiIHUI OKCOIPOIYKT Sa.

ITepebir peaxiiii Mo HLISXY YTBOPEHHs iMiHiB 8, 9
ta 11, a He iX PETiOKOHKYpPEHTHUX TPOAYKTIiB —
KyMapuH-2-TiOHiB, CBITUUTh MPO MPiOPUTETHICTh BU -
JIJIEHHST MOJICKYJIU CIpKOBOJHIO Ha CTamil 3aMUKaHHS
nipa”HoBoro IukiIy (cxema 3).

Crim 3a3HauYMTH, IO €K30UMKIIIYHI iMiHKM 8, 9 Ta
11 € nocuts cTiikuMM coixykamu. Tak, iX Tigpoi3 3
YTBOPEHHSI 2-OKComoxinHux 2, 3 Ta 5 nepebirae npu
KMIT'ATiHHI y CyMillli i30IIpOnaHoIy Ta KOHILIEHTPOBa -
HOI XJIOPOBOJIHEBOI KUCJIOTH.

Hns Bcix H-AMP criekTpiB CUHTE30BaHUX CIIO-
JIYK XapaKTepHUMU € CUHIJVIETHi CUTHAJIM TIPOTOHIB Y
nosioxkeHHs1x 4 (8.82-8.99 m.u.) i 6 (8.24-8.43 m.u.)
3aMileHoro 2 H-nipaHo[2,3-¢|nipuanHOBOIrO LUKIY i
CUTHAJIX BiAITOBIAHOI MYJIBTUIIJIETHOCTI METUJIBHOTO
3amicHuKa (cuHMIeT npu 2.50-2.62 M.4.), METHJICHO -
Boro (myonet npu 4.73-4.81 M.4.) Ta TiAPOKCUIBLHOTO
(parmeHTiB (TpUIUIET TIpH 5.52-5.63 M.4.).

B'H-IMP CHeKTpax KiHILeBUX MPOAYKTiB 2, 3, 5,
6, 8, 9 ta 11 TakoX MPUCYTHI CUTHAIA apOMaTUUYHUX
MIPOTOHIB (DparMeHTiB XiHa30J1iH-4-0HY, XiHa30J1iH-4-
Tiony, 1,2,4-0eH3oTiagiasuH 1,1-giokcuay B Mexax O
7.50-8.60 m.u. Ta curHaym mpotoHiB NH B 3HauHO
Oinpin ciaadbkomy nodi rpu & 12.03-14.32 m.y. Cun-
IJIETHUI CUTHaJI TPOTOHY iMiHOTpYMNHU criojiyk 8, 9 ta
11 cnoctepiraerbest ipu & 9.61-9.91 m.4.

B IY-cmekrpax 2, 3, 5a,b Ta 6 1oOpe BupaxeHi
IHTEHCHUBHI CMYT'M BaJIEHTHUX KOJIMBAHDb JIAKTOHHUX
C=0 3B’a3kiB (1725-1708 cm~ ) JIJIst BCiX CMHTE30-
BaHUX CIOJYK XapakKTepHUMMU € CIaOKOiHTEHCUBHi
cMyru KonuBaHb VN—H mipuminuHoBoro (pparMeHTy,
iMiHO, aMigHuUX Ta TioaMinHux rpyn (3500-3150 cM )

a TakoX CWIbHI CMyr]I/I KoauBaHb aMminHux C=0
3B’s13KiB (1680-1655 cM ™), sIKi HAKJIAAAIOTHCST Ha OLTBII
c/1adKi cMyru KoJMBaHb 3B’s13KiB C=N.

EKcnepmmeHTaana YacTUHa

Temneparypu 1uiaBiaeHHs (T.11.) BU3HA4YeHi Ha
npunani ipmu “Buchi” momens B-520. EnemenTHuMit
anani3 (C, H, N, S) axiiicHioBasim Ha npuiani Euro
EA-3000 ¢ipmu “EuroVector”. Cnexktpu "H-amp
CWMHTE30BaHMX PEYOBHMH 3aITMcaHi Ha mpuiIangi “Varian
WXR-200” (200 MHz) B8 DMSO-Dg, BHYyTpillIHII
crangapt — TMC. XiMiuHi 3cyBU HaBeJeHi B 1IKaJi
0 (M.4.). [Y-cnekTpu BMMIipIOBaJM Ha CIIEKTPODOTO-
metpax “Specord M80” i “Bruker Tensor-27” B Tab-
nerkax KBr.

Xpomato-mac-criektpu oaepxani Ha PE SCIEX
API 150EX wmac-cnektpomeTpi. ¥ BiAIOBiZHOCTI 3
JaHumu LC-MS mis GifbIIOCTi CUHTE30BaHUX CIMO-
JIYK BMICT OCHOBHOI peYOBMHM CTaHOBUTH MOHAH 95%.

5-(TigpokcumeTw)-2-iMiHO-8-MeTu-2 H-TlipaHO
[2,3-c]nipuanH-3-Kapobokcamin 1 Tta 5-(rimpoxcume-
TWJ)-2-iMiHO-8-MeTun-2 H-niipaHo|2,3-c|nipuanH-3-
KapOTioaMin 7 Oya0 odepXXaHO KOHICHCALE Mipua-
OKCaJTIO 3 aMiIoM ab0 TioaMiIoM 1[iaHOOLITOBOI KUCIOTH
BIIITOBITHO IO paHillie onmurcaHux MeTonuk [23, 31, 32].

5-(TinpokcumeTnn)-2-imiHo-8-meTua-2 H-nipano
[2,3-c]mipuman- 3-](3])6”[‘103M]I1 7. Buxin — 76%. T.mur. —
195- 197°C (p). 4 (cm™ ) 3336, 3200, 1656, 1561,
1430; 'H- SAMP, o6, m.u.: 2.50 (s, 3H, CH3), 468 (d,
J= 52 Hz, 2H, CHz) 547 (t, /=5.2 Hz, 1H, OH),
8.23 (s, lH, H-6), 8.92 (s, 1H, H-4),9.41 (s, 1H, =NH),
10.45 (s, 1H, CSNH?3), 11.45 (s, IH, CSNH?). AHan.
111 C11H11N302S: posp. N, 16.86; excm.: N, 16.75.

3araabHa Meronumka cuHTedy 2, 3, 8 Tta 9. [lo
po3unny 1 mMoinb (0,14 1) 2-amiHoOeH3amigy abo
(0,15 1) 2-amiHoTiodeH3aminy B 10 M1 TLOISTHOI OLITO -
BO1 KUCJIOTH aoaaoTb 1 Mmosb (0,23 r) S-(rimpokcu -
METIII)-8-MeTUI-2-0Kco-2 H-tripaHo|2,3-c|nipuanH-
3-kapbokcaminy a6o 1 mmoib (0,25 r) 5-(rimpokcu-
MeTu)-8-MeTua-2-okco-2 H-miipaHo[2,3-c|mipuanH-
3-kapOTioaminy. PeakiiiiiHy cyMill KUIT’ SITSITh BIIPO-
noBX 15 xB. ITicnst oxonomxkeHHs1 ocan BindiabTpo -
BYIOTb, TPOMUBAIOTh BOJOIO i KPUCTAJTI3YIOTh i3 0€3-
BomHoro [IM®A.

5-(TinpoxcumeTnia)-8-merui-3-(4-okco-3,4-aurin-
pOXiHa3OJIiH-2-i.]I)-2H-Hipaﬂ0[2,3-c]ﬂl]llﬂlll/lﬂ -2-0H 2.
Buxin — 74%. T.un. — 303°C. 14 (cm™): 3417, 3209,
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1708, 1666, 1573, 1556, 1465; 1H—HMP, o, M.4.: 2.62
(s, 3H, CH3), 4.81 (d, J/=5.5 Hz, 2H, CH3), 5.59 (t,
J=5.5 Hz, 1H, OH), 7.59 (t, /=7.9 Hz, 1H), 7.83 (m,
2H), 8.18 (d, J/=7.9 Hz, 1H), 8.42 (s, 1H, H-6), 8.87
(s, lH H-4), 12.21 (br.s, 1H, NH). LC MS: m/z
(MH )336 Anajn. ms C13H13N3O4 po3p. N, 12.53;
ekcr.: N, 12.55.

5- (FiupoxcheTmI) -8-metui-3-(4-Tiokco-3,4-aurin-
poxiHa3oJin-2-ia)-2 H-nipano[2,3- c]nipuaun-2-ox 3
Buxin — 81%. T.mn. — 276-277°C (p). I‘I (cM”™ )
3418, 3216, 1725, 1670, 1565, 1504, 1467; 'H- SAMP,
3, M.U.: 2.62 (s, 3H, CH3), 4.78 (s, 2H, CH2) 5.60 (s,
1H, OH), 7.63 (t, J/=8.2 Hz, 1H), 7.83 (d, J/=8.2 Hz,
1H), 7.92 (t, J/=8.2 Hz, 1H), 8.40 (s, 1H, H-6), 8.60
(d, /=8.2 Hz, 1H), 894 (s 1H, H-4), 13. 71 (br.s, 1H,
NH). LC-MS: m/z (MH )352 AHaII ,U)IHC]8H13N303S
po3p. N, 11.96; ekcm.: N, 11.95.

2-[5- (Fiz[poxcheTml) 2 iMiHo-8-meTu1-2 H-niipano
[2,3-c]mipunun-3-in]xinazoin- 4(3H) -on 8. Buxin —
44%. T.in. — 275-277° C IY (cm” ) 3413, 3137, 3034,
2859, 1651, 1553, 1466; 'H- SAMP, 8, M.u.: 2.50 (s, 3H,
CHaj), 475 (s, 2H, CH2) 5.52 (s 1H, OH), 7.52 (t,
J=7.9 Hz, 1H), 7. 79 (m, 2H), 8.10 (d, J—7 9 Hz, 1H),
8.26 (s, 1H H-6),8.91 (s, IH, H-4), 961(s 1H,=NH),
14.00 (s, lH NH). LC- MS m/z (MH )335 AHai.
IUIST C13H14N4O3 po3p. N, 16.55; excm.: N, 16.76.

2-[5-(T'inpokcumeT)-2-imMiHo- 8-MeTm1 2H—nipaﬂo
[2,3-c]nipuaun-3-in]xinazonin-4(3 H)- TlOH 9. Buxin —
56%. T.mn. — 270-273° C (p). 4 (em” ) 3184, 2839,
1655, 1599, 1562, 1505; 'H- AMP, 8, m.u.: 2.53 (s, 3H,
CH3), 4.80 (d, J=4.7 Hz 2H, CH2) 5.59 (t, /=4.7 Hz,
1H, OH), 7.60 (t, J=38.1 Hz, 1H), 7.87 (m, 2H), 8.28
(s, 1H, H-6), 8.52 (d, J/=8.1 Hz, 1H), 8.99 (s, 1H,
H-4), 991 (s 1H, =NH), 15.79 (s, 1H, NH). LC-MS:
m/z (MH ) 351. Anan. mis C18H14N402S po3p. N,
15.80; ekcm.: N, 15.99.

3arajpHa MeTonMKa cuHTe3dy 4a,b ta 10a,b. Ilpu
HarpiBaHHi 1o 30-40°C B 10 M JIbOOSIHOI OLITOBOL
KHCJIOTA PO3YMHSIOTH 1,1 MMOJIb BillIOBITHOTO 2-aMmi-
Ho-Tio(eH-3-KapObokcaminy. 1o po3unHY BHOCSIThb
1 mmoub (0,23 1) S-(rimpoKCUMeTW)-2-iMiHO-8-Me -
mn-2 H-ntipano|3,2-c]nipuanuH-3-kapbokcaminy abo
1 mmonb (0,25 1) S5-(rimpoKCuMeTw)-2-iMiHO-8-Me -
TuN-2 H-niipaHo| 3,2-c]nipuanH-3-kKapoOTioaminy i Ku-
I’SITATh i3 3BOPOTHUM XOJIOAWJIBHUKOM BITPOIOBXK
30 xB. PeaxuiitHy cymim oxonomkyiotb. Ocan, 110
YTBOPUBCS, Bil(ibTpOBYIOTh, MPOMIBAIOTh Ha (BiIbTPi
eTaHoJioM (2 mo 20 m).

2-{[3-(AmiHokapoonin)-4,5,6,7-TeTpariapo-1-oeH-
30TieH-2-in]iMiHo}-5-(rinpokcumeTnin)-8-meTnn-2 H-
nipano[2,3-c]mipuauH-3- Kapﬁoxcamm 4a. Buxig — 72%.
T > 300°C. T4 (cm™ ) 3337, 3197, 2930, 1674,
1608, 1448; 'H- SAMP, o, m.u.: 1.74 (s, 4H), 2.73 (m,
7H), 468 (s 2H, CHz) 5.51 (br.s, 1H, OH), 7.30 (s,
1H), 7.88 (s, lH) 7.93 (s, 1H), 8 30 (s 2H), 8.87 (s,
1H, H-4). LC-MS: m/z (MH ) 413. Anan. nnsa
C20H20N4O4S po3p. N, 13.58; excrm.: N, 13.65.

2-{[3-(AMiHOKap60HiJl)-6-MeTI/L]1-4,5,6,7-TeTpaI‘i.Il-
po-1-06en3orien-2-in)imino}-5-(rinpokcumeTi)-8-me-
TaA-2 H-nipano[2,3-c]nipunun-3-kapookcamin 4b. Bu-
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Xin — 84%. T.ut. > 300°C. 14 (em™)): 3442 3362,
3280, 3187, 2942, 2922, 1651, 1608, 1465; 'H-SIMP,
o, m.u.: 1.03 (d, J/=6.4 Hz, 3H, CH3), 1. 34 (m, 1H,
CH), 1.85 (m, 2H, CH»y), 2.73 (s, 3H, CH3), 2.82 (m,
2H, CHpy), 4.68 (d, J/=5.1 Hz, 2H, CHy), 5.48 (t,
J=5.1 Hz, 1H, OH), 7.27 (s, 1H), 7.90 (s, 2H), 8.28
(s, 1H) 830 (s 1H), 8.84 (s, 1H, H-4). LC-MS: m/z
(MH ) 427. Anan. mnsg C21H22N4O4S po3p. N,
13.14; excm.: N, 13.00.

2- { [3-(AmiHOKapOoHOTIOHIT)-5-(TiIpOKCUMETH.T) -
8-M6TPI.]I-2H—Hipal—[o[2,3-C]Ilipl/lIlI/IH-Z-i.]Ii,Ile]-[]aMiHO}-
4,5,6,7-terpariapo-1-6ensorioden-3-kapookcamin 10a.
Buxin — 70%. T.m1. — 238 240°C. 14 (cMm” 1) 3405,
3168, 2931, 1625, 1433; 'H-SIMP, &, m.u.: 1.68 (s,
4H), 2.73 (s 7H) 4.65 (d, J=4.5 Hz 4H), 5.48 (t,
J=4.5 Hz, 1H, OH), 7.17 (s, 1H), 805(s 2H), 8.28
(s, IH, H 4) 10.16 (s, 1H), 10.37 (s, 1H). LC-MS:
m/z (MH )429 Anai. aig Coo0H20N403S2: posp. N,
13.07; excm.: N, 13.05.

6-AueTm1-2-{ [3-(amiHoKapOoHOTIOHLT) -5~ (rimpoKkcH-
MeTua)-8-metuii-2 H-nipano[2,3- c]nipuaun-2-ijgineH]
amiHo}-4,5,6,7-terparinporieno[2,3-c]mipuamH-3-Kapo-
0KcaMm 10b. Buxing — 63%. T.mn. — 280 282°C. 14
(c™m” ) 3384, 2893, 1650, 1605, 1438; 'H-SIMP, 8,
m.u.: 2.08 (s, 3H, CH3), 2.77 (s, 3H, CH3), 2.95 (m
2H), 3.64 (m, 2H), 4.66 (m, 4H), 5.50 (t, /=5.2 Hz,
1H, OH), 7.27 (s, 1H), 7.97 (s, 1H, H-6), 8.18 (s,
lH) 8.31 (s, 1H, H 4), 10.10 (s, lH) 10.39 (s, 1H).
LC-MS: m/z (MH )472 Anan. mis C21H21N50487:
po3p. N, 14.22; excm.: N, 14.20.

3araJ1bHa MeTOoIuKa cuHTe3y S5a,b ta 11a,b. B konby
i3 5 mi 6e3BogHOro JAM® BHOCSITH 0,5 MMOJB BiII-
MoBigHOro HamiBnpoaykTy 4 ado 10. Cymimn Harpi-
BatoTb 10 140-150°C BpomoBX 1 rof i 0X0J0IXKYIOTh.
Ocam, 10 YTBOPMBCS, BiA(iIbTPOBYIOTh, ITPOMUBA -
I0Tb Ha QiNbTPi i30MPONAaHOIOM.

2-[5-(TinpokcumeTin)-8-meTii-2-okco-2 H-nipano-
[2,3-c]nipumun-3-in]-5,6,7,8-Terpariapo| 1]6en3orieno
[2,3-d]nipuminun-4(3 H)- -OH 5a. Buxin — 79%. T.mw1. —
301-302°C (p) 9 (cm” ) 3403, 3208, 2925, 1711,
1666, 1536; "H-1MmP, o, m.u.: 1.74 (s, 4H, 2CH2)
2.56 (s 3H CH3j), 2. 75 (s, 2H, CH»), 2.87 (s, 2H,
CH>), 4.81 (d J=4.6 Hz, 2H, CH2) 5.60 (t, J=4.6 Hz,
1H, OH), 8.40 (s, 1H, H6) 890(s 1H, H-4), 1203
(s, 1H NH). LC- MS: m/z (MH") 396 AHal. s
C20H17N304S po3p. N, 10.63; excmr.: N, 10.63.

2-[5-(Fi,IlpOKCI/lMeTMJI)-8-MeTI/]JI-2-0KCO-2H-HipaH0
[2,3-c]nipuaun-3-in]-7-meTna-5,6,7,8-rerpariapo[1]
oen3oTtieno|2,3-d]mipumigun- 4(3H) oH 5b. Buxin —
81%. T.ur. > 300°C. T4 (cMm” ) 3390, 3216, 2925,
1714, 1665, 1535; 'H-SIMP, &, m.u.: 1.00 (d, J—64 Hz,
3H, CH3) 1.38 (m, 1H, CH) 1.88 (m, 2H, CH»),
2.60 (s, 3H, CH3), 2.80 (m, 2H, CHpy), 4.80 (d,
J=5.2 Hz, 2H, CHy), 5.58 (t, J/=5.2 Hz, 1H, OH),
8.40 (s, 1H H- 6) 889(s 1H, H-4), 1209(s 1H NH).
LC-MS: m/z (MH )410 AHaJ'I hini e} C21H19N3O4S:
po3p. N, 10.26; ekcm.: N, 10.26.

2-[5-(Fi,£lp0KCI/IMeTI/lJI)-Z-iMiHO-S-MeTI/I.]I-ZH-HipaHO
[2,3- c]nipunun-3-in]-5,6,7,8-Terparinpo[ 1]6en3oTieHo
[2,3-d]nipumiaun-4(3 H)-ou 11a. Buxig — 75%. T.m.
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> 300° C 9 (CM_I) 3411, 3184, 2926, 1675, 1659,
1532; 'H- AMP, 6, M.u.: 173 (s, 4H, 2CH»), 256 (s,
3H, CH3) 2.74 (s 2H, CH»y), 2.87 (s 2H, CH»), 4.73
(d, J/=5.1 Hz, 2H, CHz) 5.58 (t, J/=5.1 Hz 1H, OH),
8.27 (s, 1H, H 6), 886(s 1H, H-4), 970(s 1H —NH),
14.18 (s, 1H NH). LC- MS m/z (MH )395 AHaul.
Jii) b1 C20H18N4O3S po3p. N, 14.56; ekcm.: N, 14.38.
7-A1leTI/IJ1-2-[5-(l‘i,[[pOKCHMeTl/IJI)-2-iMiH0-8-METI/Ul-
2 H-niipano|[2,3-c]nipumun-3-in]-5,6,7,8-TeTparinponmi-
puno[4',3":4,5]rieno[2,3-d]nippmun-4(3 H)-on 11b Bu-
xim — 64%. T.mn. — 285-287°C (p) 9 (cm” ) 3400,
3195, 2946, 1681, 1640, 1530, 1443; 'H- AMP, 5, Mm.u.:
2.07 (s, 3H, CH3) 2.51 (s, 3H, CH3), 3.01 (m 2H),
3.73 (m, 2H) 4.72 (m, 4H), 553 (s, 1H, OH), 8.24
(s, 1H, H-6), 8.89 (s, 1H, H-4), 975(s 1H =NH),
14.32 (s 1H, NH). LC- MS m/z (MH )438 AmnHad.
TSt C21H19N504S po3p. N, 15.41; excm.: N, 15.35.
3-(1,1-diokcuno-2 H-1 ,2,4-66H30Tia£li213ﬂﬂ-3-i.]1) -
5-(rinpoxcumerin)-8-meti-2 H-nipano| 2,3-c]mipuaus-
2-oH 6. /1o po3unny 1 mmomb (0,17 r) o—amiHOOEH-
3eHcybhaMiny B 10 MJI JIbOASIHOI OLITOBOI KMCJIOTHU
npu temieparypi 40°C momatots 1 Mmonb (0,23 1)
5-(rimpokcumeTun)-8-meTuii-2-okco-2 H-niipaHo(2,3-¢|
NipuanH-3-KapOoKcaMiny i KUM’ ITATh i3 3BOPOTHUM
XOJIONUJBHUKOM BIIponoBxXK 30 xB. PeakiiiiHy cymiI
0x0J10mXy0Th. Ocam, 1110 YTBOPMBCS, Bin(iIbTpOBY-

Jlitepatypa

I0Th, MPOMMBAIOTh Ha (GiJIbTPi Bogoto (2 mo 20 mu) i
KPUCTAITi3yIOTh i3 ):%M(DA Buxin — 54%. T.mn. —
239-240°C. 4 (cMm ) 3413, 3204, 3079, 2925, 1711
1597, 1527, 1476; 'H- HMP o, Mm.u.: 2.55 (s,
CH3), 4.80 (d, J=46 Hz, 2H, CHz) 5.63 (t, J=4.6 Hz
1H, OH), 7.50 (m, 2H), 7. 73 (t, J/=7.3 Hz, 1H), 7. 88
(d, J=7.3 Hz, 1H), 8.43 (s, 1H, H-6), 882 (s 1H,
H-4), 12.40 (s 1H, NH). LC- MS m/z (MH )372
AHaJ. 1s C17H13N305S po3p. N, 11.31; ekcm.: N,
11.30.

BucHoBKM

3anpoIroHOBaHO HOBUI MiAXid 40 CMHTE3y S5-(Tim -
pokcumeTnn)-8-metui-2 H-nipano[2,3-c|mipuanH-
2-OHiB Ta iX 2-iMiHOAHAJIOTiB, IO MICTSATh y 3-OMYy
MOJIOXKEHHI siapa 4-okco-3,4-aurigpoxiHa3oiiny, 4-Ti-
0KC0-3,4-murigpoxiHa3oniny, Ti€eHo[2,3-d|mpuminuH-
4-ony, 1,2-murinpobensol1,2,4]riamia3uH-1,1-miokcumy,
LIJISIXOM  peluKJIizalii S5-(rigpoKCuMeTu)-2-iMiHO-
8-meTun-2 H-mmipaHo|2,3-c]nipunuH-3-Kapookcaminy
Ta 5-(TiApoKCUMETUIT)-2-iMiHO-8-MeTu-2 H-iipaHo
[2,3-c]mipunuH-3-KapOTioamMiny mmig BIIMBoM 1,5-
N, N-nunHyKJieo(hiJIbHUX peareHTiB (o-aMiHOOeH3aMi-
Iy i o-amiHOTiOOeH3aMimy, 2-aMiHO-TioeH-3-Kap0O-
OKCaMiJliB Ta 0-aMiHOOeH3eHcyabdaMiny). Po3risiHy-
TO UMOBIpHUI MeXaHi3M TepeTBOPEHb.
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