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Bzaemonisa 3-nipuani- ta 3-(imigazo[1,2-a]mipuaun-2-ur)-
130KyMapHHIB 3 Ti/IPa3HHOM

IIpedcmasneno unenom-xopecnondenmom HAH Yxpainu B.I1. Xuneio

Hocnidoceno npodyxmu e3aemodii 3-nipudun- ma 3-(imidaso[1,2-a [nipudun-2-in)isoxymapurie 3 ziopasunom. Io-
Kasamno, wo peyuxnizayii 1H-izoxpomen-1-0106020 (i30xymapuino6ozo) yuxny é cucmemy 2,5-ouziopo-1H-6emnso[d |-
[1,2 Jdiasenin-1-ony nepedye npuconammus Morexyu 2iopasuny no noroNcenio 3 i30XpOMEeHoOnYy; a 6 KUCIoMY
cepedosuwyi 4-zemapun-2,5-ouziopo-1H-6enso[d J[1,2 Joiasenin-1-onu sasnaroms pewuxnizauii y eionogioni 3-ze-
mapun-N-aminoizoxinonin-1(2H)-onu.

Kniouosi cnosa: 3-zemapun-1H-izoxpomen-1-onu, 4-zemapun-2,5-ouziopo-1H-6ensold [[1,2 Jdiasenin-1-onu, 3-ziopa-
3unin-3-zemapunizoxpoman-1-onu, 3-zemapun-N-amino-izoxinonin-1(2H)-onu, peyuxiizayis.

Jlikapcbki 3acobu psiny 1H-6ensole][1,4]miasenin-2(3H)-0Hy — MIMPOKOBKUBAHI B MEIWYHIN
IIPAKTUIL Ta HaJeKaThb J0 IPyNH TpaHKBiizaTopis [1]. BapTo smie srajjaTi aHKCIOMITHK BaJiyM
(niazeram) (puc. 1), IKUii aKTUBHO BUKOPUCTOBYEThCS BiKe mouan 5O pokis. OHax 11i mpernapa-
TU MAIOTh He TiIbKK IIOTYKHY IICUXOTepPaIeBTUYHY Ail0, ajie il 3HaYHi H06iuHi epekTH — ceqaTuB-
HUIT Ta HAPKOIOTEHIIIOBAIBbHII [2]; TOMY aKTyalIbHOIO € 3a/1a4a TOIIYKY 3ac00iB 3 HU3bKUM PiB-
HeM HeOakaHoi /1ii. AJbrepHATHBHI PO3POOKH 3 METOIO TIOTITYKY HOBUX TIPENapaTiB /IJIst TiKyBaHHST
PO3JIAJIiB 1EHTPATBHOI HEPBOBOI CUCTEMU CIPSIMOBaHI HA CIIOJYKH, IO MIiCTATh CHUCTeMY 2,5-
nuriapo-1H-6en3o[d][1,2]niazemnin-1-ony. Yemixu, gocsrayTi B Ximii Ta hapmMakoiorii Takux 1mo-
XiIHKUX, crocytoTbest 1-apui-3-ankina- ta 1-apui-2,5-aurigpo-1H-6enso|d][1,2]xiasenin-1-oHiB
(rpargakcus abo todizomam, puc. 1) [3]. Boxnouac crosyku isomepHoi 6ygoBu — 4-apui-2,5-
nuriapo-1H-6en3o[d][1,2]xiasenin-1-oHu 10Ci 3aMUIIAIOTHCS MAIOAOCITIIKEHUMHU.

Bask/inBo, 1110 0HUM i3 HaNOLIbII 3pyYHKX 1 6araTo0OIISIOUNX MiAXOAIB 0 CUHTE3Y TaKUX
CcTPYKTYp € perukJizaitiga 1H-i3oxpomeH-1-0H0BOTO (i30KyMaprHOBOTO) IUKJIY i €0 Tijpa-
3uny (cxema 1) [4].

Heuncnenni gani momo 1aHOTO TTEPeTBOPEHHS CTOCYIOThCS 3-(4-MeToKcubeHiT )i30KyMapu-
Hy [5]. Aste He MeHII TiKaBuMu 00’ €KTaMU JIJIsI TEPETBOPEHHS iX Ha 2,5-uriapo-1H-6enso|d][1,2]-
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niazerin-1-0Hu € 3-reTapuIi30KyMapuHU, cepell SKUX BUPIZHAIOTHCS CIOJIYKH 3 TiPUAMHOBUM
Ta iMizaso[1,2-a|uipuauHoBuM KoM (puc. 2). OCHOBHICTH HiTPOTeHOBMICHOTO IeTePOIHKITY
Ma€ CHPUSATH Ii[BUIIEHHIO PO3YNHHOCTI MOJIEKYJ, 30KpeMa TiIpOoMiJbHOCTI; a MOETHAHHS BU-
COKOI €JIEKTPOHOAKIIEIITOPHOI 3/JaTHOCTI TaKUX TeTepPOIMKJIIB i3 KOMIIAKTHICTIO MOXe iCTOTHO
3MIHUTH PeaKIliiiHy 3/IaTHICTh i30KyMapruHOBOTO (hparMeHTa B CKJIa/li MOCTIPKYBAHUX CTPYKTYP.
Oco6unBa 3alikaBJeHiCTh UM TUTAHHAM TIOB’sI3aHa 3 TUM, 1[0 PaHillle BUBYEHHS MOBEIiHKI
M PUAAI3aMINIIEHUX 130KyMapUHIB Y PEAKIlisiX 3 T1IPa3uHOM He TTPOBOAUIIOCS.

Ha mouarky pocuiskents: 6ys10 BUIpoOOBAaHO METOMKY, HABEJeHY B JITEPATYPi AJIs JaHIX
nepeTBopeHb [5]: BuxigHi 3-rerapuiizokymapuan 1a—d KWI'SITUIM B CIIMPTOBOMY PO3YMHI 3
2 exB Tipa3uHTiZipaTy (YacTilie BUKOPUCTOBYBAJIN i30TPOILIOBUN CITUPT, XO4a KUIT ATIHHS B
eTHJIOBOMY CIIMPTI JIa€ aHaJIOriYHuiA pe3yJibTar). [lepebir peakiiii KOHTPOJIIOBAIN 32 J0IIOMOT0I0
toHkomapoBoi xpomatorpadii (TIIX) ta npunmHbIM HarpiBaHHS TiCJad TTOBHOI KOHBepCii BU-
X1IHOTO 130KyMapuHy, 110 MOTpedyBasio, SK MpaBuo, He 6iibine 2 rog. Bracaigok aii rigpa-
3UHY 3a HaBeJeHUX YMOB crnoayku 1a,d Bigpasy yTBopioBaiu BiAIOBIiAHI 1[i1b0BI GeH301ia3elri-
HoHu 2a,d (cxema 2, Ho3HaYeHHS 3aMiCHUKIB HaBeIEHO Ha PUC. 2), 10 6e33a1epevHo I ITBepIKe-
HO iX CHEKTPAJbHUMU XapaKTePUCTUKAMU (JIMB. HUXKYE B €KCIIEPUMEHTANbHIN yacTuHi). Tak, y
CIIEKTPax '"H aMP OTPUMaHUX CIOJYK 2a,d crocTepiratoThest XapaKTepHi CUTHAIM METHJIEHOBOT
JIAHKU B TI0JIOKEHH] 5 OeH30/11a3eliHOHOBOI CUCTeMU BiAmoBigHo 1pu 4,29 Ta 4,21 M. 4., a TaKOXK
currajm amigHoro nporona NH-rpynu B cirabkomy nosri — 11,08 ta 11,06 M. 4. BiAIOBIAHO; B CIIEKT-
pi 3C SIMP 3'stBsieTbest curnan amiarnaroro kapoony mpu 32,2 Ta 34,2 M. 4. BiAMOBiIHO.

BusiBusiocs, 1110 B THX JKe YMOBaX, 10 i yTBOpeHHst OeH3oiaseniHoHiB 2a,d, criosryka 1b mpu-
€IHY€E MOJIEKYJTy Tifpasuty 0e3 PO3KPUTTS i30KyMapHHOBOTO IIUKJIY 3 YTBOPEHHSIM 3-(ITipranH-
4-in)-3-rigpasunigizoxpoman-1-ony 3b (cxema 3). BuziseHHsI TAKOTO IIPOLYKTY CBIYUTD PO
Te, IO JOCTI/PKyBaHa PEIUKIIi3allist i30KyMaprHiB y 6€H30/1ia3eMiHOHN TOYMHAETHCS 3 aTaKH Ti-
JPas3uHy TIO MOJIOKEHHIO 3 i30KyMapuHOBOi cucteMu. [leperBopennst cosyku 3b Ha Gensomia-
seninon 2b BinOysamocst y pasi rpusasoro (10—12 rox) kun’sitivust B mipuauHi; crosyka 2b ra-
KOK OyJia OTpUMaHa IIpY KUIUATiHHI B IipuauHi isokymapuny 1b 3 2 exB rigpasunrigpary.
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Puc. 2. O6’ekTi 1OCTIKEHHS — 130KyMapyHU 3 M PUANHOBUM Ta iMigaso|1,2-a]mi-
PUIMHOBUM 3aMiCHUKOM Y TIOJIOXKEHH] 3

OckinpKky paHilie He TOBIIOMJISIZIOCS TIPO YTBOPEHHS TPOAYKTIB TUILYy 3 BHACTIAOK il
N-nyxkieodinis Ha 3-3aMilleHi i30KyMapuHU, sl BCTAaHOBJIEHHsI Oy10BU crioryku 3b Hamu Oy-
JIO 3aCTOCOBAHO KOMILIEKC (Di3UKO-XiMIYHUX MeTo/iB. HaouHo 3MiHU B OYI0Bi MOJIEKYJT B PSILY
1b—>3b—>2b gemonctpyiors crextpu 'H SIMP. Curnan 4-H i30XpOMEHOHOBOI cHCTEMH CIIOTY-
ku 1b criocTepiraeTbest y BUTIISIIE OHOPOTOHHOTO CUHTJIETY 1IpU 7,7 M. 4.; IPUETHAHHS Tipa-
3WHY MPUBOIUTH 0 3HUKHEHHS B CIIEKTPi moxigHoi 3b cuHriery B ciabkoMy 1Mo i 10 TOsBU
cepii curHasiB 3amineHoro riapasuHosoro gparmenta (NH npu 6,8 M. u. i NH, — 4,6 m. 4.) Ta
CUTHAJIIB [BOX HEEeKBiBaJIEHTHUX IIPOTOHIB METUJIEHOBOI JIaHKU — AyOsteris npu 3,22 ta 3,28 M. u.
i3 reminanmbro0 KCCB — 16,8 Ti. {uist criosryku 2d y criekrpi 'H IMP XapaKTepUCTUYHUMU CUT-
HaJIaMW € CUHTJIETH MeTUJIeHOBO1 TaHkh (4,09 m. u.) Ta NH-dparmenTa (11,31 M. 4.), aHanoriuni
BiIMOBiTHUM cuTHaIaM y criektpax SIMP Gensomiazeninonis 2a,d.

Bszaemoyist isokymapuny 1¢ 3 riipasauHoM y CIUPTOBOMY PO3uMHi yepe3 1,5 roj 3aBepiuniach
YTBOPEHHSIM CyMilii 3-TizipasuHigizoxpoman-1-oHy Ta 6eH30/1ia3€eiHOHY, 3apEECTPOBAHUX 32 10~
IIOMOT0I0 CITEKTPIiB '"H aMP: criocrepiraancs aBa ay6JjaeTH METUJIEHOBOI JIAaHKK 3-TiApasuHiJI-
isoxpoman-1-ony 6;13bK0 3,3 M. 4. Ta JABOIPOTOHHUI CUHTJIET METUJIEHOBOI JITaHKKM OeH30/Tia3e-
miHOHY OJIM3BKO 4,2 M. 4. BignosigHo. [ToBHA KOHBepCis i3okyMapuHy 1¢ y 6eH30/1ia3emiHOH 2¢
BiztOyBasacst y pasi HarpiBaHHsI peakIfiitHoi cymiriri mpoTsiroM 4 toj (cxema 4).

Bizomo, mo 2,5-murigpo-1H-6enso[d][1,2]aiasemin-1-ou mmig [Ai€ro MiHEpaJbHUX KHCJIOT
3/1aTHI MeperpynoByBaTucs B N-aminoizoxinosin-1-onu [5]. Bucoka po3uunnicts (3a paxyHOK
HipUINHOBOTO (hparMeHTa) y BOAHO-KUCIOMY CEPEIOBUII CHHTE30BAHUX HAMU CHOJYK 2a,b
pPoOUTH X 0COOJIMBO CIPUUHATIUBUMHE 0 TAKOTO THUILY IIEPETBOPEHb — PeIUKIIi3anisa Biady-
Bastacs Bike 3a 20—30 XB 1npu KU ATIHHI y 5 % XJI0poBOAHEBi KucaoTi. [likaBo, mo 3-rigpa-
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3uHii30xpoMaH 3b B aHAJIOriYHMX yMOBaxX Tak
caMmo IIBM/IKO, sIK i giaseniHonu 2a,b, 3a3HaBas pe-

4b cH,cod HuKJIisarii B 2-amiHoizoxinosion 4b (cxema 5, quB.
Py puc. 2). Bigznaunmo, 1o mpo yrBopeHHs N-ami-
HOI30XIHOJIOHIB 4a,b cBiguuTh MOABA B iX CIEKT-

Cxema 7 pax 'H IMP CUHTJIETY TeTePOapOMaTUYHOTO TTPO-

TOHA B 4-MY TOJIOKEHHI 130XIHOJIOHOBOI CHUCTEMU
(6,78 Ta 6,62 M. 4. BiANOBIAHO) Ta ABONPOTOHHOTO cunraeTy NH,-rpynu (BiamoBigHo 572 ta
5,59 M. 4.) 6;113bK0 6,6 M. U.

PevoBunu 2¢,d 3 iminaszo| 1,2-a|uipuauHoBuM hparMeHTOM Y BOAHUX MiHEPAJIbHUX KHCJIO-
Tax He PO3YMHAINC, 1[0 3POOMIIO0 HEMOMKIUBYM iX peluK/aizalliio B N-aMiHOi30XiHOiH-1-0HI
3a TI€I0 K METOAMKOIO, IO 1 it GeHsomiaserninowHiB 2a,b. Ase Bce & cnonyky 2d Brasmocs me-
PETBOPUTHU B TOXi/IHY i130XiHOJIOHY HIJISIXOM HarpiBaHHS B CYMillli JIbOZISTHA OLITOBA — KOHIIEH-
TPOBaHa COJISTHA KHUCJIOTA; OJHAK IIPOJAYKTOM Yy JaHOMY BHIaaKy OyB N-(aleruaaMiHo)i3oxi-
HoJsioH 3d (cxema 6); TakKMM YMHOM, 3a JaHUX YMOB Bi/IOYBA€ThCS HE JIMINE PEIMKJI3aIlisl ce-
MUYJIEHHOTO UKy OeH30/ia3eniHony B IMeCTHUYJIeHHUN KA N-aMinoizoxiHoJsony, aie i
AIeTUJTIOBAHHST yTBOPEHOI aMinorpymu (TiIKpecanMo, mo areramin dd yTBOPIOEThCsI, HE3BAKAIO-
Y1 HA HASIBHICTD y PEAKIiHIN cyMillli 3HAUHOI KiJTBKOCTI BOJIN ).

CurHan aMmiIHOTO TPOTOHA B CIIEKTPI '"H aMP arteramiay 5d criocrepiraerbesi y cirabKoMy
nosi — 10,8 M. 4.; aHAJIOTIYHIIA CUTHAJ TaKOK TIPUCYTHIN y CIIeKTpi pedoBrHU db, 1110 Oy1a cuH-
Te30BaHa ILJISXOM alleTUII0BaHHs crioiyku 4b (cxema 7, quB. puc. 2) 3 METOO TiATBEPIKEHHS
OymoBu ToxiaHOI 9d.

Taxkum 4MHOM, y Pe3yJbTaTi B3a€EMO/lii 130KYMapUHIB 3 MipUANHOBUM (parMeHToM y TIO-
JIOKEHHI 3 MOKHA 3 BHCOKMM BHUXOJOM CHHTEe3yBaTH 4-retapui-2,5-murinpo-1H-6ensold][1,2]-
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miazerin-1-onn. Permkomizarii i30KyMapuHOBOTO 1KY B OEH30/Iia3eIHOHOBUN TIEPENYE TPH-
€/IHAHHSI MOJIEKYJU Tif]pa3uHy MO TOJOKEHHIO 3 i30XPOMOHOBOI CHCTEMU 3 YTBOPEHHAM
3-TiipasuHij-3-reTapuiizoxpoMan- 1-ony.

OHUM i3 MISXIB MOJAJBINNX XIMIYHUX IIEPETBOPEHb CHHTE30BAHUX 4-reTapuii-2,5-1u-
rigpo-1H-6enso|d]|[1,2]xiasemnin-1-omiB € ix penunkiizaiis B N-aMiH0i30XiHOiH-1-0HI B KHCJIO-
MY CEpeJIOBHIIII.

ExcniepumenTaibHa yactuHa. KOHTPOJIb 32 TPOXO/KEHHSIM Peakilii, YMCTOTOIO Ta iHANBI/TY-
aTbHICTIO OJIepsKaHMX MPOAYKTiB 3xiiicioBanyu MetogoM TIIX na mmactunkax Merck 60 F,., 3
BUKOPHUCTaHHAM 5K efioenTa crictemu posuninukis CHCl,-MeOH, 9 : 1. Cniextpn 'H 1a ®C IMP
3apeectpoBani Ha mpusazai “Varian Mercury 400”. Cniextpu [Y 3apeectpoBani Ha nipusiazi “Per-
kin Elmer BX II”. /lani ejleMeHTHOro aHa/li3y OTpUMaHi 3a JomoMoroio npuiaxy “Vario Micro
Cube” Ta BignoBizaoTh po3paxoBaHuM. TemrepaTypy IJIaBJe€HHS BUMiPIOBAINA, BAKOPUCTOBYIO-
91 BUCOKOTeMIepaTypHuii Mikpockort Leica Galen II1.

3-(Ilipudun-2-in)-1H-izoxpomen-1-on (1a) ta 3-(nipudun-4-in)-1H-izoxpomen-1-on (1b)
OTPUMaHi 32 METOIMKAMHU, HaBeJIEHUMU B [6]; cieKTpasibHi XapaKTePUCTUKHU CIIOIyKH 1a onucaHi
B [7], cionyku 1b — B [6]; MeTOx cMHTE3y Ta ClIeKTpasbHI XapakTepucTuku 3-(imioasof1,2-a -
nipudun-2-in)-1H-isoxpomen-1-ony (1c) naseneni B podori [8], 3-(6-xnopimidaszo[1,2-a [nipu-
Ooun-2-in)-1H-izoxpomen-1-ony (1d) — y poboti [9].

3azanvna memoouxa cunme3sy cnoayx 2a,c,d ma 3b. Pozunnsiiors y 10 M1 i301poriiyioBo-
O CIIUPTY 2 MMOJIb 3-reTapuiizokymapuny 1, mogaots 0,25 Mt (4 Mmoaib) 80 % BogHOTO po3uu-
HY TiJIpasuHTiAPaTy Ta KUIISTATh IpoTAroM 1,5—2 roj y BUIMIAAKy BUXIIHUX crosyk 2a,b,d a6o
4 ron y BUMA/Ky i30kymapuny 1c¢ (koHTpoJib 3a gomomoroo TIHIX), micsas yoro po3uns yma-
PIOIOTH B/IBiUi Ta OXOJIOKYIOTh. Kprctamny, mo yTBopusucs, BiihiJbTpOBYIOTh, IPOMUBAIOTH He-
BEJIMKOIO KiJIbKICTIO XOJIOTHOTO i30TIPOITiJIOBOTO CIIUPTY, OTPUMYIOUN TAKUM YUHOM CITEKTPATBHO
YUCTUU MPOIYKT.

4-(Ilipudun-2-in)-2H-6enso[d |[1,2 Jdiasenin-1(5H)-on (2a). Buxin 86 %. T > 300 °C.
C,,H{N;0. Cnexrp 'H amMmPp (DMSO-dy), 3, m. u. (J, Tm): 4,29 (2H, ¢, CH,-5), 7,37—7,41 (3H,
m, H-6,8,5"), 7,51 (1H, 1, J=7,6, H-7), 7,78 (1H, 1, J=7,6, H-4"), 7,83 (1H, n, /= 8,0, H-9), 8,01
(1H, n, /=8,2,H-3"),8,65 (1H, 1, J=3,8, H-6"), 11,08 (1H, yir.c, NH). Criektp BCamp (DMSO-
dg, 100 MIm), 8, m. u.: 32,2, 121,4, 125,1, 127,6, 1279, 130,1, 132,4, 133,4, 1374, 137,9, 149,3,
152,7,159,1, 167,0. I4 cuextp (KBr), v, cm ' 3438 (NH), 1638 (C = O).

4-(Imidaso[1,2-a nipudun-2-in)-2H-6enso[d |[1,2 Joiasenin-1(5H)-on (2c). Buxin 87 %. T
265-267 °C. C,;(H,,N,O. Cuexrp '"HaMP (DMSO-dy), 8, m. 4. (J, In): 4,24 (2H, ¢, CH,-5), 6,85
(1H, 1, J=6,8, H-6"), 7,23 (1H, 1, J=7,6, H-7"), 7,33—7,40 (2H, M, H-6,8), 7,50 (1H, 1, J = 7,6,
H-7),7,57 (1H, n, J=8,4, H-8'),7,82 (1H, n, J=7,6, H-9), 8,35 (1H, ¢, H-3"), 8,46 (1H, n, J=7,0,
H-5"), 10,98 (1H, ¢, NH). IY4 cniektp (KBr), v, e ' 3440 (NH), 1656 (C=0).

4-(6-Xnopimidaso[1,2-a [nipudun-2-in)-2H-6enzo[d J[1,2 Jdiasenin-1(5H)-on (2d). Buxin
98 %. T, 308-309 °C. C,;H,,CIN,O. Cuextp '"H aMP (DMSO-dy), 5, m. u. (J, Tn): 4,21 (2H, c,
CH,-5),7.22 (1H, n, /=9,4, H-7"),7,35—7,38 (2H, ™, H-6,8), 7,50 (1H, 1, /=7,6, H-7), 7,59 (1H,
n, J=384, H-8"), 7,80 (1H, n, J=7,6, H-9), 826 (1H, ¢, H-3"), 8,73 (1H, ¢, H-5"), 11,06 (1H, c,
NH). Crexrp Bc aMP (DMSO-d,, 100 MI), §, m. u.: 34,2, 113,1, 118,5, 125,5, 126,9, 1279,
128,1, 130,4, 132,7, 133,5, 138,0, 142,3, 143,3, 156,0, 167,3, 167,4. IY cnektp (KBr), v, e ' 3448
(NH), 1651 (C=0).
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3-I z@pa&mm—j‘ (nipudun-4-in)isoxpoman-1-on (3b). Buxin 93 %. T 203-204 °C. C,,H,N,O,,.
Crextp HHMP(DMSO dy), 5, m. 4. (J, Im): 3,22 (1H, n, J = 16,8, H 4,),338(1H, n, J= 168
H-45), 4,59 (2H, ym. ¢, NH,)), 6,78 (1H, ym. ¢, NH), 7,16 (1H, 1, /= 7,2, H- 5) 7,30—7,50 (4H, M,
H- 673'5) 799 (1H, n, J=7,2, H-8), 8,48 (2H, n, J=6,0, H-2',6"). Cuextp C IMP (DMSO-d,,
100 MTI), 8, m. u.: 43,6, 89,8, 121,4, 121,9x 2, 127,9, 128,6, 132,9, 135,9, 150,0x 2, 153,5, 165,2.
IY criextp (KBr), v, em ' 3300, 3169 (NH), 1633 (C=0).

4-(ipudun-4-in)-2H-6enso[d ][1,2 Joiasenin-1(5H)-on (2b). lo pozuuny 0,45 r (2 MMOJIb)
3-(mipuauH-4-in)izokymapuny 1b B 5 mur abcomoTHoro mipuanHy gogaroth 0,25 M (4 MMOJIB)
rizpasuHTiApaTy Ta KU ATATh TpoTsAroM 10—12 rox (kouTtposs TIIX). [licag 3aBepuienus pe-
aKIIi1 PO3YMH BUJIMBAIOTH y 25 MJI XOJIOZHOI BOJIU Ta TOAAI0Th KparmmHamu 10 % cossiny Kucio-
Ty 110 pH 8. ITocTymoBo BUKPUCTAIIB0BYETHCS CBITIO-0esKeBUI 0cajl, SKUI BiA(DIIBTPOBYIOTH i
npomMuBaioTh Bofolo. Buxin 82 %. T 204—205 °C. C,,H, N;0. Cnexrp '"H IMP (DMSO- dy),
8, m. u. (/, I'm): 4,09 (2H, ¢, CH, 5) 7,42 (1H, 1, J = 7,2, H-8), 7,56 (2H, m, H-6,7), 764 7,88
(3H,m, H-9,3")5"), 8,61 (2H, 1, /=6,0, H-2',6"), 11,31 (1H, ¢, NH). IY4 criektp (KBr), v, cm 13490
(NH), 1656 (C = O).

3azanvia memoduxa cunmesy cnoayx 4a,b. Kur'stsars 0,5 mmosts crioyku 2a,b a6o 3b y
S MJI 5 % cOJisiHOI KUCTOTH MPOTAroM 0,5 roj1, micst Yoro peakiiitHy cyMilll OXOJO/KYIOTh Ta
BUIMBaIOTh y 10 MJI X0/101HOI BOH, 1110 MicTUTh 1,3 r rizpokapbonaTy HaTpiio. Oca, o IpH LbO-
MY YTBOPIOETHCS, Bi/IDiIBTPOBYIOTH, MTPOMUBAIOTH BOJIOI0 Ta TIEPEKPUCTANIZ0BYIOTh i3 BOJHOTO
130TIPOITLIIOBOTO CITUPTY.

2- AMlHO -3-(nipudun-2-in)isoxinonin-1(2H)-on (4a). Buxin 75 %. C;,HN,O. T >300 °C.
Crextp 'H amPp (DMSO-dy), 8, m. u. (J, In): 5,72 (2H, ¢, NH,)), 6,78 (1H, ¢, H-4), 742 (1H, T,
J=6,0,H-4"),753 (1H, 1, J=7,8, H-7),7,67—7,72 (2H, m, H-5,5"), 7,81—7,90 (2H, m, H-6,3"),
8,31 (1H, n,J=7,8, H-8), 8,68 (1H, 1, ] = 4,0, H-6").

2-Amino-3- (mpuauH -4-in)isoxinonin-1(2H)-on (4b). Buxix 95 %. C,,H N,O. T 198—
199 °C. Cnektp 'H amMP (DMSO-dy), §, m. u. (/, In): 5,59 (2H, ¢, NH,), 662 (1H c, H 4) 7,51
(1H, 1, /=78, H-7),7,58 (2H, n, J=4,5, H-3',5"), 7,63-7,70 (2H, m, H-5,6), 8,26 (1H, n, /=78,
H-8), 8,62 (2H, n, J = 4,5, H-2',6'). Criektp B¢ amp (DMSO-d;, 100 MTIm), 3, m. u.: 106,9,
124,6x2,124,7,127,2,127,4,127,6, 135,9, 142,4, 143,1, 149,6x2, 156,0, 161,5. I4 criektp (KBr), v,
eM ' 3448 (NH), 1638 (C = O).

N-(1-Oxco-3-(6-xnopimioaso[1,2-a Jnipudumn-2-in)-izoxinonin-2(1H)-in)-ayemamio (5d). Ku-
w’sttsith 0,16 T (0,5 Mmoutb) crosyku 2d y cymitii 2 MIT JIBOISTHOT OITTOBOT KUCJIOTH Ta 2 MJI KOH-
IEHTPOBAHOI COJISTHOI KUCJOTA TIPOTATOM 3 TOJ, TICJS YOTO PEAKINHY CYMIll OXOJO/IKYIOTh.
Ocag, 1110 TIpH ITbOMY YTBOPIOETHCS, BiIhiIBTPOBYIOTH Ta TPOMUBAIOTH XOJIOHUM 130TIPOIiIOBUM
crmprom. Buxin 65 %. T >300 °C. C ;H,,CIN,O,. Cnektp '"H IMP (DMSO-dy), 8, m.4. (J, Tn):
2,14 (3H, ¢, CH4CO), 7,23 (1H, 1, /=9,6, H-7"), 7,41 (1H, ¢, H-4), 7,49 (1H, M, H-7), 7,56 (1H,
n, J=96, H-8), 7,71 (2H, M, H-5,6), 8,24—-8,27 (2H, M, H-8,3"), 8,85 (1H, ¢, H-5"), 10,84 (1H,
yir. ¢, NH). IY cniektp (KBr), v, oM 3448 (NH), 1700 (C =0), 1673 (C = 0).

N-(1-Oxco-3- (nipudun-4-in)isoxinonin-2(1H)-ir )auemamio (5b). Pozunnsiiors npu 50 °C y
2 mut mipuauny 0,12 v (0,5 mmosb) N-aminoizoxiHosoHy 4b, nomators 0,15 Mir aneTuixiopuiy.
Peakiiiiiny cymiln 3aJuInaoTh Ha HiY, BUJINBaOTh y 15 M xomoxnoi Bogu. Ocaz BiadiasTpo-
BYIOTh, IPOMHUBAIOTH BOJIOIO 1 32 HEOOXIHOCTI TIEPEKPUCTATIB0BYIOTH 13 i30TPOITIJIOBOTO CIIUPTY.
Buxin 93 %. T 144-145 °C. C,;H,;N,O,. Cnextp '"H amP (DMSO-dy), 8, m. u. (/, I): 1,82
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Bszaemodis 3-nipudun- ma 3-(imidaso[1,2-a Jnipudun-2-in)izokymapunie 3 2iopasunom

(3H, ¢, CH,4C0O), 6,65 (1H, ¢, H-4), 7,41 (2H, 1,/ = 5,2, H-3',5"), 7,53 (1H, 1, ] = 7,4, H-7), 7,66
(1H, n, J = 7,4, H-5), 7,72 (1H, 1, ] = 7,4, H-6), 8,26 (1H, n, J = 7,4, H-8), 8,59 (2H, x, ] = 5,2,
H-2',6"), 10,78 (1H, ¢, NH). IY cniextp (KBr), v, oM ' 3422 (NH), 1648 (C=0).

Ily6rikayis micmums pesyivmamu 00cioxNceHb, NPosedeHux npu epanmosii niompumui /lep-

AHCABH020 POoHOY PyHOamenmaroHux 00CcaioNHceHsb 3a KOHKYPCHUM npoekmom 33373.
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B3AMMO/IENCTBUE 3-TIMPUINJI-
N 3-(MMUAA30[1,2-a|[ITNPUANH-2-NJT)1I30KYMAPNUHOB C TU/IPASIHOM

WccenemoBanbl MPOAYKTHI B3anMoeiicTBus 3-upuani- u 3-(mmuaaso[ 1,2-a]-mupuan-2-11) 130KyMapiuHOB €
ruzppazuHoM. [lokazano, yto penuknausarnuu 1H-n3oxpomeHn-1-0HOBOro (M30KyMapuHOBOTO) ITUKJIA B CUCTEMY
2,5-muruapo-1H-6en30[d][ 1,2 ]| anasenuna-1-oHa mpeaiiecTByeT MPUCOEANHEHe MOJIEKYJIbl THAPa3UHA TI0 TI0-
JIOXKEHWIO 3 M30XPOMEHOHA; a B KUCJION cpejie 4-retapui-2,5-nuruapo- 1 H-6enso[d][ 1,2 nnasenuna-1-oHbl 11pe-
TEpIIeBAIOT PEIINKIM3AITIIO B COOTBETCTBYIONIHNE 3-TeTapiii-N-aMITHON30XUHOMUH-1(2H)-0HBI.

Kntouesvie caoea: 3-zemapun-1H-usoxpomen-1-onvi, 4-2emapun-2,5-ouzudpo-1H-6ensold][1,2 Jouasenun-1-omwL,
3-eudpasunun-3-zemapunuzoxpoman-1-ouot, 3-eemapun-N-amuno-usoxunonun-1(2H)-onvt, peyuxauszayus.

0.V. Shablykina', O.F. Krekhova',
A.S. Konovalenko®, V.S. Moskvina', V.P. Khilya1

" Taras Shevchenko National University of Kiev
2 V.P. Kukhar Institute of Bioorganic Chemistry and Petrochemistry of the NAS of Ukraine, Kiev
E-mail: shablykina@ukr.net

INTERACTION OF 3-PYRIDYL-
AND 3-(IMIDAZO[1,2-a]PYRIDIN-2-YL)ISOCOUMARINS WITH HYDRAZINE

The products of 3-pyridyl- and 3-(imidazo[1,2-a]pyridin-2-yl)isocomarins’ interaction with hydrazine are in-
vestigated. It has been shown that the recyclization of 1H-isochromen-1-one (isocoumarin) cycle to the 2,5-di-
hydro-1H-benzo[d][1,2]diazepine-1-one system occurs after the addition of a hydrazine molecule to the 3™ po-
sition of isocoumarin; and 4-hetaryl-2,5-dihydro-1H-benzo[d][1,2]diazepine-1-ones are recyclized into the cor-
responding 3-hetaryl-N-aminoisoquinoline-1(2H)-ones under acidic conditions.

Keywords: 3-hetaryl-1H-isochromen-1-ones, 4-hetaryl-2,5-dihydro-1H-benzo[d [[1,2 [diazepine-1-ones, 3-hydra-
zinyl-3-hetarylisochroman-1-ones, 3-hetaryl-N-amino-isoquinoline-1(2H)-ones, recyclization.
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