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Bzaemonia 3-nipuani- ta 3-(imigazo[1,2-a]mipuaun-2-ur)-
130KyMapHHIB 3 Ti/Ipa3HHOM

IIpedcmasneno unenom-rxopecnondenmom HAH Yxpainu B.I1. Xunero

ocnidoceno npodyxmu e3aemodii 3-nipudun- ma 3-(imidaso[1,2-a [nipudun-2-in)isoxymapunie 3 ziopasunom. Io-
Kasano, wo peyuxuizayii 1H-izoxpomen-1-0106020 (i30kymapurno6o20) yuxny é cucmemy 2,5-ouziopo-1H-6enso[d -
[1,2 Joiasenin-1-ony nepedye npuconanmus Morexyu 2i0pasuny no noioNceniio 3 i30XpOMEHONY; a 6 KUCIOMY
cepedosuuyi 4-zemapun-2,5-ouziopo-1H-6enso[d J[1,2 Joiasenin-1-onu sasnaioms pewuxnizauii y eionogiouni 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 [diasenin-1-onu, 3-ziopa-
3unin-3-zemapunizoxpoman-1-onu, 3-zemapun-N-amino-izoxinonin-1(2H)-onu, peyuriizauis.

Jlikapcbki 3acobu psiny 1H-6ensole][1,4]miasenin-2(3H)-0Hy — MIMPOKOBKWBAHI B MEAWYHIN
IIPAKTUIL Ta HaJeKaTb J0 IPYIH TpaHKBiMizaTopis [1]. Bapro smie srajati aHKCIOMITHK BaiyM
(niazeram) (puc. 1), IKUii aKTUBHO BUKOPUCTOBYEThCS BiKe mouan 5O pokis. OHax 11i mpernapa-
TU MAIOTh He TiIbKK IIOTYKHY IICUXOTepPaIeBTUYHY Ail0, ajie il 3HauHi 06iuHi epekT — ceqaTuB-
HUIT Ta HAPKOIOTEHIIIOBAIbHIE [2]; TOMY aKTyalIbHOIO € 3a/1a4a TOIIYKY 3ac00iB 3 HU3BKUM PiB-
HeM HeOakaHoi /1ii. AJbrepHaTHBHI PO3POOKH 3 METOIO TIOTITYKY HOBHX TIPENapaTiB st TiKyBaHHS
PO3JIAJIiB 1IEHTPATBHOI HEPBOBOI CUCTEMU CIPSIMOBaHI Ha CIIOJYKH, IO MIiCTATh CHUCTeMY 2,5-
nuriapo-1H-6en30|[d][1,2]niasemnin-1-ony. Yemixu, gocsaruyTi B Ximii Ta hapmMakosiorii Takux mo-
XiHKUX, cTocytoTbes 1-apmi-3-ankia- ta 1-apui-2,5-aurigpo-1H-6enso|d][1,2]xiasenin-1-oHiB
(rparmakcus abo todizomam, puc. 1) [3]. BoxHouac cronyku isomeproi 6ymoBu — 4-apui-2,5-
nuriapo-1H-6enso|d][1,2]niazemnin-1-onu 10Ci 3aIUIAIOTHCS MATOAOCTI PKEHIMHU.

BaskmmBo, 1110 0fHUM i3 HaAHOLIbII 3pyYHUX i 6araTOOOGIIAIOYNX MIXO/IB 10 CHHTE3Y TaKUX
CTPYKTYp € perukiizaitiga 1H-izoxpomeH-1-0H0BOTO (i30KyMaprHOBOTO) IUKJIY T JII€I0 Tijipa-
3uny (cxema 1) [4].

Heuncnenni gani momo 1aHOTO TTEPeTBOPEHHS CTOCYIOThCS 3-(4-MeTOKCcH(beHiT )i30KyMapu-
Hy [5]. Aste He MeHIII IiKaBUMU 00 €KTaMIU JIJIsT IePETBOPeHHsI 1X Ha 2,5-auriapo-1H-6enso[d][1,2]-
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niazerin-1-oHu € 3-reTapuIi30KyMapuHu, Cepell SKUX BUPIZHAIOTHCS CIIOJIYKH 3 TiPUIANHOBUM
Ta iMizaso[1,2-a|uipuauHoBuM koM (puc. 2). OCHOBHICTH HiTPOT€HOBMICHOTO IeTePOIHKITY
Ma€ CIPUATH MiJ[BUMIEHHIO PO3YNHHOCTI MOJIEKYJ, 30KpeMa TiIPOMiIbHOCTI; a MOETHAHHS BU-
COKOI €JIEKTPOHOAKIIEIITOPHOI 3/JaTHOCTI TaKUX TeTePOIMKJIIB i3 KOMIIAKTHICTIO MOXKe iCTOTHO
3MIHUTH PeaKIliiiHy 3/IaTHICTh i30KyMapruHOBOTO (hparMeHTa B CKJIa/li OCTIPKYBAHUX CTPYKTYP.
Oco6unBa 3aiikaBieHiCTh UM MTUTAHHAM TIOB’sI3aHa 3 TUM, 1[0 PaHillle BUBYEHHS MOBEIiHKN
MIPUANI3aMIilIeHUX 130KyMapuHiB Y PeakllisiX 3 Ti/[pa3uHOM He ITPOBOJIUIIOCS.

Ha mouarky pocuijzkents: 6ysi0 BUTPoOOBAHO METOMKY, HABEJeHY B JITEPATYPi AJIs JaHIX
nepeTBopeHb [5]: BuxigHi 3-rerapuiizokymapuan 1a—d KWITSITUIM B CIIUPTOBOMY PO3YMHI 3
2 exB Tipa3uHTiipaTy (YacTilie BUKOPUCTOBYBAJIN i30TMPOILJIOBUN CIUPT, XOUa KU ATIHHS B
€TUJIOBOMY CITUPTI [Ia€ aHATIOTiuHMiT pe3ybrar). [lepebir peakifii KOHTPOMIOBAIH 3a TOTIOMOTOTO
toHkomapoBoi xpomatorpadii (TIIX) ta npunmHbIM HarpiBaHHS TiCJd TTOBHOI KOHBEPCii BU-
XiIHOTO i30KyMapuHy, o moTpedyBasio, ik IpaBuio, He 6iibine 2 roa. Bracrigok aii rigpa-
3UHY 3a HaBeJeHNX YMOB crnoayku 1a,d Bigpasy yrBopioBaiu BiAIOBIiAHI 1[i1b0BI GeH30/ia3eli-
HoHM 2a,d (cxeMa 2, mo3HaYeHHsI 3aMiCHUKIB HaBEIEHO Ha PHC. 2), 110 Oe33amepedHo miITBeprKe-
HO IX CIEeKTpPaJbHUMU XapaKTepucTukamu (JMB. HUKYE B eKcllepuMeHTa bHil yacTuni). Tak, y
CIIEKTPax '"H aMP OTPUMaHUX CIOJYK 2a,d crocTepiratoThest XapaKTepHi CUTHAIM METHIEHOBOT
JIAHKU B TI0JIOKEHH] 5 OeH30/11a3eiHOHOBOI cucTeMU BianoBigHo 1pu 4,29 Ta 4,21 M. 4., a TaKOX
curra amigHoro nporona NH-rpynu B cirabkomy tosri — 11,08 ta 11,06 M. 4. BiANOBIAHO; B CIIEKT-
pi BC SIMP 3'stBsieTest curnan amidarnaroro kapOooHy mpu 32,2 Ta 34,2 M. 4. BiAMOBiIHO.

BusiBusiocs, 1110 B THX Ke YMOBaX, 10 i yTBOpeHHst OeH3oiaseninouis 2a,d, crioryka 1b mpu-
€IHYE MOJIEKYJTy TifpasuHy 0e3 PO3KPUTTS i30KyMapHUHOBOTO IIUKJIY 3 YTBOPEHHSM 3-(ITipuanH-
4-in)-3-rigpasunigizoxpoman-1-ony 3b (cxema 3). BuziseHHsI TAKOTO IIPOAYKTY CBIYUTD PO
Te, 10 JOCI/PKyBaHa PEIUKIII3allist i30KyMaprHiB y 6€H30/1ia3eiHOHN TOYMHAETHCS 3 aTaKH Ti-
JIPa3uHy TI0 MOJIOKEHHIO 3 i30KyMapuHOBOi cucteMu. [leperBopenns crosnyku 3b Ha Gensomia-
serninon 2b BinOysamnocst y pasi rpusasoro (10—12 rox) xun’sitivust B mipuauHi; crosyka 2b ra-
KoK OyJia OTprMaHa [Py KUIIITIHHI B IipuauHi isokymapuny 1b 3 2 exB rigpasunrigpary.
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Puc. 2. O6’ekTi 1OCTIKEHHS — 130KyMapWHU 3 M PUANHOBUM Ta iMigaso|1,2-a]mi-
PUIMHOBUM 3aMiCHUKOM Y TIOJIOYKEHHI 3

Ockinpku panilie He TOBIIOMJISZIOCS TIPO YTBOPEHHS TPOAYKTIB TUILYy 3 BHACTIAOK il
N-nyxkieodinis Ha 3-3aMillleHi 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 criocrepiraeTbest y BUTIISIIE OHOPOTOHHOTO CUHTJIETY TIPpU 7,7 M. W.; IPUETHAHHS Tipa-
3WHY TIPUBOJIUTD JI0 3HUKHEHHS B CIIEKTPi moxianoi 3b cunriery B ciabkomy moJi i g0 mosiBu
cepii curHasiB 3amineHoro rigpasunosoro gparmenta (NH npu 6,8 M. u. i NH, — 4,6 m. 4.) Ta
CUTHAJIIB [BOX HEEKBiBaJIEHTHUX IIPOTOHIB METUJIEHOBOI JJaHKU — xyOsieris npu 3,22 ta 3,28 M. u.
i3 reminasbro0 KCCB — 16,8 Tt [{uist criosryku 2d y criektpi 'H IMP XapaKTepUCTUYHUMU CUT-
HaJIaMW € CUHTJIETH MeTUJIeHOBO1 TaHkh (4,09 m. u.) ta NH-dparmenTa (11,31 M. 4.), ananoriuni
BIIMOBiTHUM cuTHasIaM y criektpax SIMP Gensomiazeninonis 2a,d.

Bszaemoyis isokymapuny 1¢ 3 riipasauHoM y CIUPTOBOMY PO3uuHi yepe3 1,5 roj 3aBepuiniach
YTBOPEHHSIM cyMilii 3-Tizipasunigizoxpoman-1-oHy Ta 6eH30/1ia3€eiHOHY, 3apEECTPOBAHNX 32 10~
IIOMOI'0I0 CITEKTPiB '"H aMP: criocrepiraaucs aBa ay6JeTH METUJIEHOBOI JIAaHKK 3-TiApasuHiJI-
isoxpoman-1-ony 6;13bK0 3,3 M. 4. Ta JABOIPOTOHHUN CUHTJIET METUJIEHOBOI JIaHKKM OeH30/1ia3e-
miHOHY OJIM3BKO 4,2 M. 4. BignosigHo. [ToBHA KOHBepCis i3okyMapuHy 1¢ y GeH30/1ia3emiHOH 2¢
BiztOyBasacst y pasi HarpiBaHHsI peakIiitHoi cymiriri mpoTsiroM 4 toj (cxema 4).

Bizomo, mo 2,5-gurigpo-1H-6en3o[d][1,2]aiasenin-1-oan 1mig [Ai€ro MiHepaJbHUX KUCJIOT
3/aTHI 1eperpynoByBatucs B N-aminoizoxinosin-1-onu [5]. Bucoka pozuunnicts (32 paxyHOK
HipUANHOBOTO (hparMeHTa) y BOAHO-KUCIOMY CEPEIOBUII CHHTE30BAHUX HAMU CHOJYK 2a,b
poOUTH X 0COOJIMBO CIPUUHATAUBUMHE 0 TAKOTO THUILY IIEPETBOPEHb — PeIUKIIi3anisa Biady-
Basiacst Bxke 32 20—30 xB npu kun'aTinui y 5 % xsaopoBojueBiii kucaori. [likaso, no 3-rigpa-
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Py puc. 2). Bigznaunmo, 1o npo yrBopeHHsa N-ami-
HOI30XIHOJIOHIB 4a,b cBiguuTh MoABa B iX CIIEKT-
Cxema 7 N pax 'H IMP CUHTJIETY TeTePOapOMaTUYHOTO TIPO-

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

Pevosunu 2¢,d 3 imigaszo| 1,2-a|uipuauHoBum hparMeHTOM Y BOAHUX MiHEPAJIbHUX KHCJIO-
Tax He PO3YMHAINC, 1[0 3POOMIIO HEMOXKIUBUM iX peluKJIizalliio B N-aMiHOi30XiHOiH-1-0HI
3a TI€I0 K METOAMKOIO, IO 1 st GeHsomiasenminoHiB 2a,b. Ase Bce & cnonyky 2d Bramocst me-
pPETBOPUTHU B TOXi/IHY i30XiHOJIOHY HIJISIXOM HarpiBaHHS B CYyMillli JIbO/ISTHA OIITOBA — KOHIIEH-
TPOBaHA COJISTHA KUCJIOTA; OJHAK TPOAYKTOM Yy JaHOMY BHIaAKy OyB N-(amermaamiHo)i3oxi-
HoJioH 3d (cxema 6); TaKMM YMHOM, 3a JaHUX YMOB BiZIOYBAa€ThCsl HE JIMIIE PEIMKJIi3allist ce-
MUYJIEHHOTO UKy OeH30/ia3eniHony B IMeCTHUYJIeHHUN KA N-aMinoizoxinosony, aie i
alleTIIIOBaHHs yTBOPeHOI amiHorpynu (IMigKpecanmo, 1o areramin 3d yTBOPIOEThCS, He3BasKalo-
YW Ha HAsIBHICTDb y peakIliiiHiil cyMillli 3Ha4HOI KiJIbKOCTi BOJIN ).

CurHas aMiIHOTO TTPOTOHA B CIEKTPI '"H aMP arteramiay 5d criocrepiraerbest y cirabKoMy
nosi — 10,8 M. 4.; aHATOTIYHWIT CUTHAJ TAKOXK MPUCYTHIi y crieKkTpi pedosunu db, o Oyia cun-
Te30BaHa IIJISIXOM alleTUII0BaHHs croIyku 4b (cxema 7, quB. puc. 2) 3 METOO TiATBEPIKEHHS
OymoBu ToxigHOI 9d.

Taxkum ynrHOM, y pe3yJibTaTi B3a€MO/lii 130KYMapUHIB 3 MIPUANHOBUM (parMeHToOM y TI0-
JIOKEHHI 3 MOKHA 3 BHCOKMM BHUXOJOM CHHTe3yBaTH 4-retapui-2,5-muriapo-1H-6enso|d][1,2]-
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miazerin-1-onu. Perukomizarii i30KyMapuHOBOTO 1KY B OEH30/Iia3€IHOHOBUN TIePEyE MPH-
€/IHAHHS MOJIEKYJU TiZ[pa3uHy 1O TOJOKEHHIO 3 i30XPOMOHOBOI CHCTEMU 3 YTBOPEHHAM
3-TipasuHii-3-reTapuiizoxpomMan-1-ony.

OHUM i3 MISXIB MOJAJBINNX XIMIYHUX IIEPETBOPEHb CMHTE30BAHUX 4-reTapuii-2,5-1u-
rigpo-1H-6en3o|d|[1,2]xiasemnin-1-omiB € ix penukiizaiis B N-aMiH0i30XiHOiH-1-0HI B KHCJIO-
MY CEPEeIOBUIIIL.

ExcnepumenrtanpHa yactuHa. KOHTPOJIb 32 TPOXO/PKEHHSAM PEAKIIil, YUCTOTOIO TA iH/IUBILY-
aJIbHICTIO OJIepsKaHMX NPOAYKTiB 3xiiicHoBanyu metogom TIIX na mmactunkax Merck 60 F,., 3
BUKOPHUCTaHHAM 5K efioenTa crictemu posuninukis CHCl,~MeOH, 9 : 1. Cniextpu 'H 1a ®C IMP
3apeectpoBani Ha mpusazai “Varian Mercury 400”. Criextpu [Y 3apeectpoBani Ha nipusiazi “Per-
kin Elmer BX II”. /lani ejieMeHTHOro aHa/li3y OTpUMaHi 3a JomomMororo npuiary “Vario Micro
Cube” Ta BignoBizaTh po3paxoBanuM. Temreparypy IJIaBJeHHsS BUMiPIOBAINA, BAKOPUCTOBYIO-
91 BUCOKOTeMIepaTypHuii Mikpockort Leica Galen II1.

3-(llipudun-2-in)-1H-izoxpomen-1-on (1a) ta 3-(nipudun-4-in)-1H-izoxpomen-1-on (1b)
OTPUMaHI 32 METOIMKAMU, HaBe/leHUMU B [6]; crieKTpasibHi XapaKTePUCTUKY CIIOTYKU 1a onucani
B [7], cionyku 1b — B [6]; MeTOx cMHTE3y Ta ClIeKTpasibHI XapakTepucTuku 3-(imioasof1,2-a -
nipudun-2-in)-1H-isoxpomen-1-ony (1c) nasemeni B podori [8], 3-(6-xnopimidaso[1,2-a [nipu-
OQun-2-in)-1H-izoxpomen-1-ony (1d) — y poborti [9].

3azanvna memooduxa cunme3sy cnoayx 2a,c,d ma 3b. Pozunnsiors y 10 M1 i301poriiioBo-
ro CIUPTY 2 MMOJIb 3-reTapuitizokymapuny 1, mogaors 0,25 Mt (4 mmosib) 80 % BogHOTO po3un-
HY Ti[pasuHTiIpaTy Ta KU ITATH IpoTsiroM 1,5—2 Toj y Bunajgky Buxigaux cmouyk 2a,b,d abo
4 ron y BUMAKy i3okymapuny 1c¢ (koHTpoJib 3a gomomoroo TIHIX), micsas yoro po3unH yma-
PIOIOTH BABIUi Ta OXOJO/KYIOTh. KpucTasnu, 1o yTBopuiuncs, Bi/ihiabTpoOByIOTh, IPOMUBAIOTH He-
BEJINKOIO KiJIbKICTIO XOJIOZIHOTO 1301IPOIIJIOBOTIO CIIUPTY, OTPUMYIOUN TAKUM YMHOM CIIEKTPaIbHO
YUCTUM MPOYKT.

4-(Ilipudun-2-in)-2H-6enso[d ][ 1,2 Jdiasenin-1(5H)-on (2a). Buxin 86 %. T > 300 °C.
C,,H{N;0. Cuexrp '"H aMP (DMSO-dy), 3, m. u. (J, Tn): 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, yur.c, NH). Criektp BCamMp (DMSO-
dg, 100 MIm), 8, m. u.: 32,2, 121,4, 125,1, 127,6, 1279, 130,1, 132,4, 133,4, 137,4, 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 "HsaMP (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), 835 (1H, ¢, H-3"), 8,46 (1H, n, J=7,0,
H-5"), 10,98 (1H, ¢, NH). I cniekrp (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-d), 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). Crextp 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,0,,.
Crextp HHMP(DMSO dg), 5, m. 4. (J, Tm): 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), 3, 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.
Y 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-(mipuanH-4-in)izokymapuny 1b B 5 mur abcomoTHoro TipHanHy gogaroth 0,25 M (4 MMOJIB)
rizpasuHTipaty Ta KU ATaTh poTsarom 10—12 rox (koutposs TIHIX). [licag 3aBepuieHHs pe-
aKIIi1 PO3YMH BUJIMBAIOTH y 25 MJI XOJIOZHOI BO/IU Ta 0AI0Th Kparmmaamu 10 % cossiny Kucio-
Ty 110 pH 8. ITocTymoBo BUKPUCTAIIB0BYETHCS CBITIO-0€sKeBUIT 0Cajl, SKUI BiA(DIIBTPOBYIOTH i
npomMuBaioTh Bogoto. Buxin 82 %. T 204—205 °C. C,,H, N,O. Cnekrp '"H SIMP (DMSO- dy),
8, m. u. (/, I'm): 4,09 (2H, ¢, CH, 5) 7,42 (1H, 1, ] = 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 113490
(NH), 1656 (C=0).

3azanva memoduxa cunmesy cnoayx 4a,b. Kur'stsars 0,5 mmosts crionykn 2a,b a6o 3b y
S MJI 5 % coisiHOl KUCTOTH nPoTsaroM 0,5 roj, micist Yoro peakiiitHy cyMilll 0XOJIO/KYIOTh Ta
BuMBaioTh y 10 MJ1 X0101HOT BoH, 1110 MicTUTh 1,3 r rizpokapbonaTy HaTpiio. Oca, 1o IpH LbO-
MY YTBOPIOEThHC, BiZIQiBTPOBYIOTh, TPOMUBAIOTH BOJOIO Ta TEPEKPUCTANIZOBYIOTh i3 BOJIHOTO
130TIPOITLIIOBOTO CITUPTY.

2- AMmo -3-(nipudun-2-in)isoxinonin-1(2H)-on (4a). Buxin 75 %. C,,HN,O. T >300 °C.
Crextp '"H amP (DMSO-dy), 3, 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- (mpuauu -4-in)isoxinonin-1(2H)-on (4b). Buxin 95 %. C,,H N,O. T  198—
199 °C. Crnextp 'H amMP (DMSO-dy), 5, m. u. (/, In): 5,59 (2H, ¢, NH,), 662 (1H c, H 4) 7,51
(1H, 1, J=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, 1, /=78,
H-8), 8,62 (2H, n, J = 4,5, H-2',6'). Criextp B¢ amp (DMSO-d;, 100 MIm), 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. IY4 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-
wsttsith 0,16 1 (0,5 Mmoutb) criosyku 2d y cymitii 2 MIT JIBOISTHOT OITTOBOT KUCJIOTH Ta 2 MJT KOH-
IEHTPOBAHOI COJISTHOI KUCJOTA TIPOTATOM 3 TOJI, TMICJS YOTO PEAKIHY CYMIll OXOJIO/KYIOTh.
Ocay, 1o TIpH 1IbOMY YTBOPIOETHCS, Bi/IhiIBTPOBYIOTH Ta TPOMUBAIOTH XOJIOAHUM 130TTPOTTIJIOBUM
crmprom. Buxin 65 %. T >300 °C. C ;H,,CIN,O,. Cuektp '"H IMP (DMSO-d), 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). T4 crrektp (KBr), v, oM 3448 (NH), 1700 (C=0), 1673 (C=0).

N-(1-Oxco-3- (nipudun-4-in)isoxinonin-2(1H)-ir )auemamio (5b). Pozunnsiors npu 50 °C y
2 mut mipuauny 0,12 v (0,5 mmosb) N-aminoizoxiHosony 4b, nomators 0,15 Mur aneTuixiopuiy.
Peakiiiiiny cymiin 3aJuinaoTh Ha Hid, BUIUBaioTh y 15 M xomoanoi Bogu. Ocaz Biadiasrpo-
BYIOTb, IIPOMHUBAIOTh BOOIO i 32 HEOOXIAHOCTI IEPEKPUCTATI30BYIOTD i3 i30TPOIIIOBOTO CIIUPTY.
Buxin 93 %. T 144-145 °C. C,;H,3N,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)isokymapunis 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). Y cniextp (KBr), v, oM 13422 (NH), 1648 (C=0).

Ily6rikauis micmums pesyivmamu 00CAiONCeHb, NPOBEOCHUX NPU 2panmosii niompumui /lep-

AHCABH020 PoHOY PyHOamenmanroHux 00caioNHcesb 3a KOHKYPCHUM npoekmom 33373.
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B3ANMO/IEVICTBUE 3-TIMPU/INI-
N 3-(MMUNAA30[1,2-a|[ITINPUANH-2-NJT)1I30KYMAPNUHOB C TU/IPASIHOM

WccnenoBanbl TPOAYKTH B3aUMOEHCTBUS 3-TUPUANI- U 3-(MMumas3o| 1,2-a]-mupuanm-2-mi)n30KyMapuHoB C
ruzspazuHoM. [lokazano, yto penukiausarnuu 1H-n3oxpomeHn-1-0HOBOro (M30KyMapuHOBOTO) ITUKJIA B CUCTEMY
2,5-muruapo-1H-6en30[d][ 1,2 | anasenuna-1-oHa mpeiiecTByeT MPUCOEAUHEHe MOJIEKYJIbl THAPAa3UHA TI0 TI0-
JIOKEHHIO 3 M30XPOMEHOHA; @ B KUCJIOHU cpeie 4-retapui-2,5-nuruapo- 1 H-6enso[d][ 1,2 nuasenuna-1-oHbl 11pe-
TEpIIeBAIOT PEIINKIM3AIIIO B COOTBETCTBYIONINE 3-TeTapiii-N-aMIHON30XUHOMUH-1(2H)-0HBI.

Kniouesvie caoea: 3-zemapun-1H-usoxpomen-1-omvi, 4-2emapun-2,5-ouzudpo-1H-6ensold |[1,2 Jouasenun-1-omwL,
3-eudpasunun-3-zemapunuzoxpoman-1-ouovt, 3-eemapun-N-amuno-usoxuronun-1(2H)-omnvl, peyukausayus.

o.V. Shablykinai, O.F. Krekhova',
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" Taras Shevchenko National University of Kiev
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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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