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CUHTES3 ®EHUIINAPA3OHIB HA OCHOBI
1,8-AIOKCOAEKATIAPOAKPUANHIB

CHoJyku, 0 MICTATh MOJITiIPOAKPHUINHOBUI (parMeHT, BOJOMIFOTh aHTUMIKPOOHOIO akTHBHIcTIO [1-3] Ta
JMIOMIHECIICHTHUMH  XapakTepuctukamu  [4-7].  Cunre3oBaHi Hamu  panime  9-merun-N-apui-1,8-
JIOKCOJIEKariIpOaKpUINHY [8] BUSABHIM BUCOKHH CTYITiHb MPOTHMIKPOOHOT aKTUBHOCTI [9].

[NoximHi OKCOTeTpariApoaKpuaNHIB — (EHUIT1IPa30HH TaKOX MOXKYTh OYTH BUKOPHCTaHI SIK MIPOTHUMIKPOOHI
npenapat  [10] Ta B masepwiii Texmimi [11]. ToMmy po3poOka MeTOAIB CHHTE3Y HOBHX TOXIiJTHHX
JeKariipoakpuanHy i3 (yHKIIOHATFHUMHU 3aMiCHUKAMH y TOJIOXKEHHAX 1,8 akpHIMHOBOTO KiJIbLA € aKTyalbHOIO
po0IIEMOTO.

HasBHICT KETOHHHX Tpyn y MoJeKyiax 1,8-mioKcoiekariipoakpuanuHiB pOOUTh MOXXJIMBHM HPOBEICHHS
peakiii 3 GeHUITiPa3suHOM, SIKy BUKOPHCTOBYIOTh JUIS OIIIHKH peaKIiiHOi 3IaTHOCTI WX Ipyr. Bimomi MeTonn
onepxaHHs (EHUITIIPa30HiB Y BOJI B MPUCYTHOCTI alleTaTy HaTpito abo y 6e3BogHoMy mipuauHi [12], B kpmxaHiit
areratHid kucnoti [13]. BusiBneno [14], mo mpu HarpiBaHHI JeKariipoakpuiauH-1,8-1i0HIB, He3aMIIICHHX B
MOJIOXKEHH] 9, 3 TPUKPATHUM HAUTUIIKOM (EHUITIIPa3uHy B 130MPOMIIIOBOMY CIHUPTI 3 CYJIb(ATHOK KHUCIOTOIO
YTBOPIOIOTECS OiceHinTinpa3onn. Apropamu [ 14] BCTaHOBIIEHO, IO Peakilis He 3YMUHAETHCS HA CTaJlii yTBOPCHHS
OicheHinrinpa3oHiB, a MEPEeTBOPIOETECS B MPOAYKT meperpymyBanHs Dimepa mpu OinbLIIOMY CITiBBiIHOIICHHI
cynb(haTHOI KUCIoTH 10 crupty (5:1).

Hamu nmpoBemeHo cuHTe3  (eHUrigpa3oHiB Ha ocHOBi  9,10-gm3amimeHux  moxigHux — 1,8-
TOKCOIEKariApoaKpuInHiB. Peakiito MpoBOIMIN B KPIDKaHil ameTaTHii KUCIOTi. BHacmimok HasBHOCTI cHCTEMH
CHpSOKEHHS MK KapOOHUIPHUMH TpYIIaMH Ta METWIBHOI TpPYymd B TMOJIOXKeHHI 9 y wMonekymax 1,8-
TOKCOIEKAriAPOaKpUINHIB ICHYE OCOONHMBICTh B PEaKIlisiX 32 KETOHHUMH IpynaMi. BoHa IPOSBISETECS B TOMY,
o0 B pe3yibTaTi JAenokajizamii 3apsiiB 3MEHIIYEThCS peakiliifHa 3AaTHICTh JeKariapoakpuauHIioHiB-1,8. 3a
JIOTIOMOT'OX0 Mac-CHEKTPOMETPHUYHKX JTOCIIIKEHb BCTAHOBJICHO, 110 B YMOBaX CHHTE3y YTBOPIOIOTHCS MOHOIIOX1IHI
¢eninrigpazonu N-apun-3,3,6,6,9-nenramerni-1,8-1iokcoaexarigpoakpuiuHiB 5-8:
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1,5, R=H; 2, 6, R=COOC,Hy; 3, 7, R=NO,; 4, 8, R=Cl
HaifimMoBipHilre, HasSBHICTh METHJIBHOTO 3aMiCHUKA B 9-My TOJIOKEHHI JeKaripoaKpHIHHOBOTO (pparMeHTy
CTBOPIOE TEBHI CTEPHYHI YTPYAHEHHs, IO 3YMOBJIOE YTBOPEHHS MOHO-, a He OicdeHinrigpa3zoniB N-apui-
3,3,6,6,9-ienTametni- 1,8-1i0kcoeKariipoakpunuHiB.  HaTtoMicTh, TNpOBEACHHS CHHTE3y 3  JIeKariapo-
aKpUAMHAIOHOM 9 B aHANOTiYHMX YMOBax MpH3BENO 10 onepxkaHHs Oicdeninrigpazony N-¢enin-3,3,6,6-

TeTpameTil- 1,8-miokconekariapoakpununy 10.
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MoHodeH T Ipa3oHu N-apui-3,3,6,6,9-neatameri- 1,8-1i0KcoeKariipoakpuIHHIB 5-8 Ta
Oiceninrinpason N-denin-3,3,6,6-rerpamerni-1,8-niokcoaexariapoakpuanay 10 — me KpHUCTalidHi PEYOBUHHU
4epBOHOTrO KOIbOPY. By/oBa ofiepaHHX peuoBHH migreepmkena SIMP 'H criekTpamu, ckimag — pesy/ibTaTaMu
EIIEMEHTHOTO aHalli3y Ta Mac-crekTpomerpii. ¥ cnexrpax SIMP 'H cnonyk 5-8 npoTonu rpyn NH nposiBIsioTsCs B
nmiarmazoHax 9,6-9,9 m.4. (Tabu. 1), wis cionyku 10 HasiBHI CHHTIICTHI cUTHAIH TIpH 9,87 1 9,97 M.4., 110 CBIAYHUTH
PO HEEKBIBAICHTHICTh MPOTOHIB rpyn NH.
Buxoau Ta geski $hi3uko-xiMiuHI KOHCTAHTH OJiep>KaHUX (eHinriapa3oHis 5-8, 10 HaBeneHi B TadmI. 2.
Tabruys 1

Cnexmpu AMP 'H cnonyx 5-8, 10

Cnonyka Cnektp SIMP 'H, IMCO-d, 3, m. u.

5 0.8-1.1 m (15H, 3,6,9-CH;), 1.66 1 (2H, J=18Iw, 4,5-CH,), 2-2.5 M (GH, 2.,4,5,7-CH,), 3.84 k (1H, 9-
CH), 7.12 -7.48 m (10H, H,o), 9.65 ¢ (1H, NH)

6 0.8-1.1 m (18H, 3,6,9-CHs, CH;-Bu), 1.45 m (2H, CH,-Bu), 1.66 1 (2H, J=18Tw, 4,5-CH,), 1.72 M (2H,
CH,-Bu), 2-2.5 m (6H, 2,4,5,7-CH,), 3.89 k (1H, 9-CH), 4.31 1 (2H, OCH,), 6.87-7.1 M (3H, H,pon),
7.32 1 (2H, Haypow), 7.66 1 (2H, Hypor), 7.91 M (2H, Hypow), 9.68 ¢ (1H, NH)

7 0.83-1.02 M (15H, 3,6,9-CH;), 1.64 1 (2H, 4,5-CH,), 2.06-2.19 m (6H, 2,4,5,7-CH,), 3.90  (1H, 9-CH),
6.88-7.20 M (3H, Hapow), 7.33 21 (2H, Hapons)s 7.55 21 (2H, Haponr), 7.84 M (2H, Hypon,), 9.89 ¢ (1H, NH)

8 0.89-1.06 M (15H, 3,6,9-CH;), 1.63 1 (2H, J=18[w, 4,5-CH,), 2.08-2.37 M (6H, 2,4,5,7-CH,), 3.84 «
(1H, 9-CH), 6.85-7.1 M (3H, Hapow), 7.29 & (2H, Hypor), 7.45 4 (2H, Hypey), 7.78 M (2H, Hypow), 9.83 ¢
(1H, NH)

10 | 0.90 m (12H, 3,6-CHy), 2.45 ¢ (4H, 4,5-CH,), 2.61¢ (4H, 2,7-CH,), 3.25 ¢ (2H, 9-CH,), 6.89 1 (2H,
Haponr), 7-28-7.40 M (8H, Hypon,), 7.59 M (2H, Hypon), 7.79 T (3H, Hapow), 9.87 ¢ (1H, NH), 9.97 ¢ (1H, NH)

Tabnuys 2
Buxoou, oani enemenmmnoeco ananizy ma mac-CReKmpoMempuyHux 00caiodicens cnoayk 5-8, 10
Ne crio- | Buxin, % | Mac-cnektp 3HaiineHo ®opmyna Obuncieno
JTYKH [M'], m/z N, % N, %
5 68 454 9.11 C;30H35N;0 9.27
6 62 554 7.23 C;5sHy3N304 7.58
7 58 499 11.09 C30H34N404 11.23
8 61 489 8.43 C;0H34CIN;O 8.61
10 67 — 13.09 C;5H30N5 13.21

ExcnepuMeHTaIbHA YACTHHA

Cnexrpu SIMP 'H peecrpypamu Ha criektpodoromerpi Varian Mercury-400 3 po6ouoro yactoToro 400 MI'1,
pozunHHUK (CD3),SO. XimiuHI 3CyBH BHPaXEHO B O-IIKAJII BiIHOCHO TETPAMETWICHIAHY SK BHYTPIIIIHHOTO
CTaHJapTYy.

Xpomaro-mac-criektpu orpuMani Ha npuiani PE SCIEX API 150 EX [nerekropu UV (254 um) Ta ELSD].

Kontponp 3a xomoMm peakuii Ta iHAMBIAYaJIBHICTIO OJEp)KaHMX CIONYK 3IIHCHIOBAaBCA 32 JOTOMOTOIO
TOHKOIIApOBOi Xpomarorpadii Ha mractTuakax Silufol UV-254, emoent: 1-0yTaHon-Boa-01TOBA KUCIOTA, 5:4:1.

@Deninziopazon 1,8-diokco-3,3,6,6,9-nenmamemun-10-genin-1,2,3,4,5,6,7,8,-9,10-0exaziopo-axkpuouny (5)

B kpyrmogonny kosoy momimamm 0.4 r (1.1 mmomnb) 1,8-miokconekarinpoakpuanny 1, nomaBamu 0.33 T
(0.3 mn, 3 mmonb) deninriapasuny, 10 MiI alteTaTHOI KUCIOTH 1 KUI ATHIM BIpoJoBx 0.5 ron. B peakmiiiny cymimn
JIomaBay 12 MII €TaHOJTy, HArpiBaId AJIS BHOAJICHHS YTBOPEHOTO ETHIIAIETATy. 3ajJHIIOK PO3THUPAIN 3 BOIOIO i
nepeKpucTanizopyBaiy 3 eraHony. Oxepxxysanu 0.34 r cionyku 5.

3a aHaJIOT19HO0 METOTUKOK0 OTPHMYBAIH CHONTYKH 6-8, 10.
PE3IOME

9-Mertun-N-3amiieHi-1,8-110KCOEKariIpOaKpUANHN  pearyroTh 3  (EHUITiIpa3suHOM,  YTBOPIOKOUH
MOHO(EHUITIIPa30HH, HA BiJIMIHY BiJl iX aHAJIOTIB — HE3aMIIIICHUX y TOJ0XeHHI 9 1,8-110KkconeKariipoakpuInHiB,
SIKI YTBOPIOKOTH Oic(eHITIIPa30HH.

PE3IOME

9-Metun-N-3ameleHHble- 1,8-1MOKCOAEKaruJpOaKpUANHbBl  pearupyorT ¢ (QeHwIruapasuHoM, o0pasys
MOHO(DEHWITHIPA30HbI, B OTIMYAE OT HX aHAJIOrOB — He3aMelIeHHBIX B monoxeHun 9 1,8-
JIMOKCOJIeKaruApOaKkpuIMHOB, 00pa3yromux 6ucheHUIruapa3oHsl.
SUMMARY
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9-Methyl-N-substituted-1,8-dioxodecahydroacridines ~ react ~ with  phenylhydrazine and  form

monophenylhydrazones, in contrast to their analogues 1,8-dioxodecahydroacridines unsubstituted in position 9 that
form bisphenylhydrazones.
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