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BBegeHune

PaHee HamMW cUHTe3MpoBaHa HOBas reTepoumknuyeckas cucrtema nuppono[3,2,1-
delakpnanH-6-0Ha, rae NUPPONbHbIA (hparMeHT HenocpeaACTBEHHO KOHAEHCUPOBAH C aKpu-
AVHOBbIM LMKMNOM, NYTEM B3aMMOLENCTBUS UHAOMMHA C 2-X10pPOEH30MHOM KMUCNOTOW B yC-
NOBUSAX peakunun YbMaHa, ¢ Nocneayrlen unknnsaumen n gerngpuposanHuvem [1].

Papmakonormyeckuii acnekT nofo6HOro poja reTepoUUKANYECKUX CUCTEM Mpepn-
CTaBnseT onpefeneHHbIi WHTepec, MOCKO/IbKY B >XMWBbIX OpraHM3aMax M-3/1IeKTPOHO-
n36bITOYHAA cUCTEMa NMMppoaa y4yacTByeT B MnpoLeccax, CBA3aHHbIX C nepefayvyeil HepPBHbIX
UMMYNbCOB W [AeATEe/NIbHOCTbIO LeHTPasibHOW HEPBHOW CUCTEMBbI; HEKOTOPbIE M-3/1eKTPO-
HOoAe(PULMUTHbIE TeTepoOUNKAbI, B TOM 4YuUCAe U akpuauH, obnafatoT cBOeo6pasHbIM MyTa-
reHHbIM gelictBunem Ha AHK, uTo npegonpefensieT NOUCK B 3TOM poAy NPOTUBOONYXO/1EBbIX
npenapatos HOBOro Tmna [2]. OAHaAKO M [0 3TOro OTKPbITUA Oblla XOPOLLO N3BECTHA BaX-
HOCTb 6MOMOTMYECKUX CBOMCTB Pa3/INYHbIX MPOMU3BOAHbIX aKPUAMNHA, B MePBY0 ovepeab Kak
aHTUMansapuiiHblXx (aKpUXMH) U aHTUb6aKTepuanbHbiX (puBaHon, NpodnasBunH). MHorue
NpPou3BOAHbIE aKpuUaMHa 061a4al0T aHTUNPOTO30MHOM M NCUXOTPONHOM aKTUBHOCTLIO [3].

CuHTe3MpoBaHHaaA HaMu retepouuknnyeckasa cuctema nmppono[3,2,1™elakpmManH-
6-0Ha Tak>XXe Moka3sajia pa3/iInyHbie BUAbl 6MONOrMYecKOli aKTUBHOCTU, B CBSA3M C YeM 6Gbinia
npojosi>keHa pa6ota Mo CUHTE3y MPOU3BOAHbLIX 3TON FeTEPOLMKIANYECKOW CUCTEMbI U U3Y-
YeHUI0 UX MN3NONOTNYECKOW aKTUBHOCTH.

B HacTosuwel paboTe npefcTaB/iieHbl pe3ynbTaTbl CUHTE3a MPOU3BOAHBLIX MUPPO-
no[3,2,1"elakpngnH-6-oHa ¢ 3aMecTUTENAMWN B MUPPOJILHOM LUKIE, NYyTeM MNPOBELEHUS
HEKOTOPbIX TUMWYHbLIX peakuWin 3N1eKTPOPUIbHOI0 3amMelLeHUs - peakumn MaHHUXa U
dopmMuamMpoBaHusa, NPoAYKTbl KOTOPbIX, B CBOK OYepedb, MOFYT OTKPbITb LWINPOKUE BO3-
MOXHOCTU ANA faNbHERLW X NpeBpaLweHnin B pagy nnpponoakpuagoHos [4, 5].

IKcnepumMmeHTal/ibHas 4acTb

Ana cuHTe3a coegMHEHUI UCMO/b30BaNINCh XMMUYUYECKU UYNCTbie PeakTUBbl U UX
pacTBOpbI.

MK cnekTpbl CHATbI Ha Nnpubope UR-20 B cycneH3MW C Ba3e/IMHOBbIM Mac/ioM W/u B
pacTBOpuUTesne, KOTOPbIA yKa3aH B KaXXA0M KOHKPETHOM cny4vae.

Y® cnekTpbl NoayyvyeHbl Ha npunbope Specord B aTaHo/e.

CnekTpbl AMP 'H cHATbl Ha cnekTpomMmeTpax HA-100[4 cdupmbl «Varian» n WP-360
hupmbl «Bruker», BHyTpeHHU ctaHgapt TM/AC, pacTBOpUTENb yKa3aH B KaXK0M KOHKpeT-
HOM cny4ae.

2-JnmMmeTnnaMmMHOMETUNNNPPONo[3.2.1"e]JakpnagnH-6-oH (2). K 4 mn 33%
BOAHOr0 pacteopa AMMeTUNaMUHA NPU OXNaXKAEHUW NbAOM MeANeHHO MPUANBAKT 2 MAN
YKCYCHOW Kkucnotbl, 3atem 1.5 mn 40% cdopmanuHa n 0.88 r (4 mmonb) nuppono[3,2,1-
delakpnanH-6-oHa B 8 MN YKCyCHOW KucnoTbl. Cmecb HarpeBatoT Ao 80-85°C u BblAepXu-
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BalOT NPU NepemMelinBaHUN B TeyeHUe 4 yacoB. PeakKLLMOHHYIO Maccy oxjaxaalT 1 noguie-
naympatT 10% pacteopom NaOH. BbigenusLliniics ocagok oT(UNbTPOBbLIBAOT, NMPOMbIBaOT
BOAONM, cyllaT U XxpomMaTorpaupyoT Ha KOJTIOHKe C CUIMKAresiemM, 3/IlOUPYKOT BHavane aTui-
auetaTtoM, a 3aTeM aLeTOHOM. PacTBOpuUTeNb ynapusarT, o6pa3oBaBLlUeecd Macno fnpu ox-
naxgeHnun kpuctannumsyetcsa. Boixoa: 0/72 r (65%), TemnepaTtypa nnasneHns 113-115°C (u3
sTaHona). MK cnektp (Ba3esIMHOBOE Macso), Mvakc.:. 1687 cm-1L Y cnekTp, Amakc.(e): 206
(4.41), 239 (4.68), 262 (4.38), 286 (4.06), 334 (4.09), 392 Hm (4.04). HalnpgeHo: C - 78.26;
H- 5.79;N - 10.14%. fJaHHbie AMP 'H cnekTpa npuBeAeHbl B Tabnunuye.

Tabnuua

Xumundeckue cagurn (8 M.A4.) N KOHCTaHTbI CMIUH-CNMHOBOIo B3anmogencteus (J, Ny)
CUTHaJI0B NPOTOHOB NUppPoIa[3,2,1™elakpmngnH-6-oHa 1 ero NPon3BOAHbIX

@ XMU4yeckue cgBuru nNPoToHos (M.4.) KOHCTaHThbI
s _
2 PacTBo- cn;nng:oro
=
S putens  HI H2 H3  HA  HS  H7 H8  HO  HIO  ponyvoneit-
@]
g cteusa, (J, Mu)
J123.5;
J34=J45=8.0;
1 pgmCo-a6 856 7.06 806 753 824 83 743 786 801 37’%:8‘3;3]7057'5;
J79=15;
Jg810=1.0
JIOT2=1.0;
CH2 J34=345-7.8;
8.25 3.75 J78=J89=74,
2 (CO3)2Cco XCLL 2 - 7.51 - 84 74 185 - J8I0=1.7:
2.29 J91=75;
~79=1]1
J34=J45=8.0;
CH2 J78=15;
3.65 J89=7.8;
200 - T4 - 7. - ’
3 (¢1%) g’“’ N(CH3?2 83 14 8 J8,1=15;
2.29 J9I=75
J34=345=8.2;
) CHO JIS=T74,
4  amCo-a6 95 1016 85 762 825 832 748 79 803 J89=7.2:
Jg,1=1.0

1-MeTun-2-guMmeTUNaMUHOMETUNNNPPOSIO[3,2,1™e]JakpngnH-6-oH (3). K
2 MmN BOAHOrO pacTteBopa AMMeTUNaMMHa NPU OXNaXXAEeHUN MeANIEHHO MPUANBAT 2 M YK-
CyCHOI kucnotbl, 3atem 0.75 mn 40% dopmanmHa u 0.47 r (2 MMmoOnb) pacTeBopa
1-metunnuppono[3,2,1™elakpuanH-6-oHa B yKCycHOW kucnote. Cmecb, NnepemMellnBas, Bbl-
aep>xxunpatoT npu 80°C B TeueHne 2 yacoB. Boeigenuswuniica npm obpabotke 10% pacTBopom
LLesloun ocafoK OT(PUNbLTPOBLIBAKOT, MPOMbIBAOT BOAOM, cywaTt. lNocne nepekpucTaninsia-
UMM mn3 ataHosna nonydarT 0.51 r (88%) coeguHeHuna 3, TemnepaTtypa nnasnaeHmnsa 292°C. NK
cnekTp (BazennMHoOBOe Macso), meakc.: 1675 cm-1 (CO). Y® cnekTp, AmakcX”™e): 207 (4.25), 243
(4.49), 261 (4.12), 292 (3.83), 407 Hm (3.82). HanpgeHo: C - 78.32; H - 6.0; N - 9.42%.
CI9H18N20. BbluncneHo: C - 78.52; H - 6.21; N - 9.65%. faHHble AMP 'H cnekTpa npuse-
A€eHbl B Tabn. 1.

2-bopmunnuppono[s,2,l-éelakpnanH-6-oH (4). Pactsop 0.66 r (3MMO0/b)
nuppono[3,2,1MelakpngnH-6-oHa u 0,7 r (5 mmonb) ypoTponuHa B 20 mn 33% YyKCYCHON
KNCNOTbl KNNATAT 3 yaca, 3aTeM fobaBnawT 0.3 r ypoTponmHa M NPOAO/IKAKT KUNATUTL
ewe 1 yac. No OKOHYaHUM peakuuun K cMecu A06aBAAKT HECKO/IbKO Karnesib KOHLEeHTPUpO-
BaHHOW HCIl n knnatat 2-3 MuH. PacTBOopuUTenb ynapuBakT, OCTaTOK pacTBOpPSAOT B 6yTa-
HO/Ie N NPOMbIBAIOT PacTBOPOM Yr/IeKMCNOro HaTtpus, 3ateM BOAOW. BoaHbIN cnoi akcTpa-
rmpyroT 6ytaHonom. O6beanHEHHbIA 6YyTaHONbHbIM 3KCTPAKT cyllaT, YyacTb pacTBopuTens
ynapmBalwT M NpU CTOSHUW U3 pacTBopa BbiNagalT KpUcTanibl, KOTOpble OTOUNbTPOBbIBa-
T 1 cywart. MonydaT 0.4 r (55%) BewecTBa ¢ Temnepatypow nnasneHmsa 312°C (n3 byrta-
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Hona). MK cnekTp (BaszenuHoBoe macno), wmvakc. 1675 cm-l, 1695 cm-1 (CO). Y cnekTp,
Amvakc.(N£): 203 (4.4), 241 (4.65), 283 (4.13), 389 HMm (3.9). HanpgeHo: C - 77.48; H - 3.6; N -
5.62%. C16HONO2. BbluncneHo: C - 77.73; H - 3.65; N - 5.66%. JaHHble AMP 'H crnekTpos
npeactas/ieHbl B Tabnunue.

Pe3ynbTaTbl U NX 06CY>XAEHME

Mpwn npoBegeHUM peakuum MaHHUXaA B YC/IOBUAX, OMUCAHHbIX A4NA UHAONA, 06pa3o-
BaHMe 2-gUMeTUNaMUHOMETUANUPPOIo[3,2,l-de]lakpnagnH-6-oHa (2) MOXXHO 6bI10 Habto-
faTb TONbKO XxXpoMmaTorpadguuecku. [na 6onee MNOMHOro npeBpalieHUs nuppono[s,2,1-
del]akpnagnH-6-oHa (1) peakumnsa 6bisia NpoBegeHa B 60/1ee XXECTKUX YCIOBUAX: U3ObITOK AU-
MeTunaMmmHa wn Qopmanbaermga, NpPOAO/MKUTENbHOCTb peakuum 4 4yaca, TemnepaTypa
80-90°C.

Puc. CuHTe3 Npon3BOA4HbIX NMPP00[3,2,l-de]akpnanH-6-oHa

Ctonb 60NblWIYO pa3HULY B NOBeAEHUN NUpPposioakpuagoHa n nHgona cnegyet Buan-
MO CBSi3aTb C 3HAYUTE/IbHbIM BANSHUEM Kapb6OHUMbHOWM Fpynnbl, KOTOPOE Nerko nepeaercs
yepe3 apoMaTUYECKyK cucTemy cBs3eli. JLOHOpPHble >Xe CBOWCTBAa MeTW/IbHOW Tpynnbl B
I-meTunnuppono[s,2,l-delJakpuagnH-6-oHe 3HAUYUTeNIbHO 06GMeryatT NpoTeKaHne 3TOW pe-
aKuMn 1 Npu Tex XXe COOTHOLWEHUAX UCXOAHbIX KOMMNOHEHTOB BbICOKWI BbiX0oA l1-meTuni-2-
avmeTunamumHometTunnuppono[s,2,l-de]JakpnanH-6-oHa (2) 6611 AOCTUTHYT Yepes 2 yaca.

CTpoeHue coeVHEHNH 2 N 3 NMOATBEPXKAEHO AaHHbIMM AMP 'H cnekTpa, rae npu-
CYTCTBYKOT CUTHanbl npotoHoB H4, H8, H9, ¢ coOTBeTCTBYHOLWMMWU KOHCTAHTaMMU CNWUH-
CMMHOBOI0 B3aMMOAENCTBMSA U HU3KOMONbHbLIA curHan npotoHa Hy. MpoToHbl H3, H5 HT,
BCNeACTBUE HANOXeHUA, galoT MynbTmnaeTt B o6nactn 8-8.2 m.4. n 7.92-8.15 m.4. cooTBeT-
CTBEHHO ANA coefuUHEHUN 2 n 3. OTCYTCTBUE B CMEKTpax cMrHana npotoHa H2wu nosasneHue
CUTHA/I0B METUNIEHOBOW M MEeTUMbHOW TFPynn Mo CPaBHEHUID C UCXOAHbIMU MUPPOOAKPU-
[OHamu, yKa3blBaeT, YTO aMMHOMETUNbHAA rpynna 3amecTuna aToMm BOogopoja B MosioXe-
HUKM 2 (cm. Tabn.).

YacTtoTa nornouweHusa rpynnsl C=0 B MK cnekTpax ocHOBaHU MaHHUXa MeHsAeTCcA
He3Ha4YNTEeNbHO NO CPaBHEHWUIO C UCXOAHbLIMU COEANHEHUSAMN.

[JaHHble 31eMeHTHOro aHann3a CUHTE3NPOBaHHbIX BELWEeCTB COOTBETCTBYIOT BblUMC-
NeHHbIM.

MposecTn cdopmmunmposaHme nuppono[s,2,l-delJakpnanH-6-oHa B MNOJOXKEHUN
3 NMPPONBLHOr0 UMKNa oOKa3anocb 3Ha4YMTenbHO 60see CNOXHOW 3afadeii. MonyuuTsb
dhopMuabHOE NPOM3BOAHOE MO peakuum Bunbcmaiepa He yganocb, MOCKOSbKY B 3TUX
YCNIOBUAX XJIOPOKUCL hochopa B3aumMogencTByeT ¢ KapOOHUAbLHOW rpynnol Nuppoaoak-
puaoHa ¢ o6pa3oBaHMemM conu - amxnaopdocdara, KoTopas, BUANMO, yCTOMUYMBA K aTa-
KaM 3/1eKTpodnnos.
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B cBA3M ¢ 3TUM wuccnepoBaHa BO3MOXHOCTb MOJMIyYeHUA anbferuvga no peaxkuumn
Jatda, koTopasa WKMPOKO ucnonb3oBanacb ANA CUHTE3a (POPMUNBbHBLIX MPON3BOAHBLIX 6 1”
7-azanHpgona [6].

KunayeHnem nuppono[3,2,1"eJakpngnH-6-oHa B BOLHOM pacTBOpe YKCYCHOW KW-
CNOTbl C N36bLITKOM ypoTponuHa 6bin nonydeH 2-coopmunnupponol3,2,1™e]lakpuanH-6-oH
(4) ¢ 55% BbIXOAOM.

CTpoeHve coegnHeHNA 4 MOATBEPXAEHO AaHHbIMW 3/1eMeHTHOro aHanmsa, K un
AMP H cnekTposB.

B MK cnekTpe coeguHeHns 4 HabnwgaeTca A4Be NoAOChl noraoweHnsa B obnactm 1675
n 1695 cM-1, KoTOpbie cnefyeT OTHECTU K YacToOTaM MOT/IOWEeHUs KapbOHUIBHOW FPYyNnbl akK-
PUOOHOBOTO LMKMIa U POPMUNBHON Tpynnbl.

B cnektpe AMP H coeauHeHns 4 unmeeTcs XapaKTepHbIW CUHIAeT anbAerngHoro
npotoHa ¢ S 10.1 m.4.; OTCYTCTBME B CNEKTPe curHana npotoHa H u cmeweHune B o6nactb
cnaboro nosfA curHanos npotoHoB H1 v H3 3a cueT ge3akpaHupylowero BANAHNA Kapbo-
HWNBHOW rPynnMbl, yKa3biBaeT Ha MPUCYTCTBUE 3aMECTUTENS B MOI0XKeHUM 2 (Tabn.).

BbiBOAbI

OcywecTB/ieH CUHTe3 OCHOBaHUW MaHHUXa W (HOPMUANPOU3BOLHOINO MNUPPO-
no[3,2,1"eJakpugmnH-6-oHa 1 nogobpaHbl ONTUMalbHble YC/I0BUSA MPOBEAEHUSA 3TUX peak-
unin. NccnepoBaHbl (MU3NKO-XUMUYECKME U CMEKTpPasbHble XapakKTePUCTUKU CUHTE3UPO-
BaHHbIX CTPYKTYp: 2-gnmeTunnunppono[3,2,1™elakpnanH-6-oHa, 1-meTnn-2-
anmetnnnuppono[3,2,1™eJakpnanH-6-oHa n 2-opmunnnpponol3,2,1™elJakpnanH-6-oHa.
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SYNTHESIS OF PIRROLO[3,2,1-DEJACRIDIN-6-ON DERIVATIVES WITH
THE PARTICIPATION OF WEAK ELECTROPHILES

With the purpose of searching for new physiologically active

T.M. Alyabieva combinations there has been carried out the synthesis of new deriva-

o tives of heterocyclic system of pirrolo[3,2,1-de]acridin-6-on with substi-
Belgorod University of Consumer tutes in pirrolic cycle. Physical, chemical and spectral characteristics of
Cooperatives synthesized structures have been studied.
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2-formilpirrolo[3,2,1-de]acridin-6-on.


mailto:TMA@bupk.ru

