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OOCNIAKEHHA PEAKUII YETBEPTUHHUX CONEN N-ANKINUUKNO-
NEHTA[c]IXIHONIHIKO IS APOMATUMHUMUW ANbAENNAAMA

HadeHicTh B reTepOIMKIIUHHX CIIONYKaX, IO MICTATH XiHOMIHOBE KibIle HACHYEHOTO ITATHWICHHOTO
LIHKITY POOHTE iX MOMIOGHHMH OO CTEPOi/B 1 € O3HAKO iX O10I0rUHOi aKTHBHOCTI [1]. IIpeic TaBHHEKH XiHOIHIB
BimoMi fK TPOTHIIYXTHHHI IIpermapatH [2,3], iMyHOAempecaHTH [4], peuoBHHH i3 aHTHKOATYIIAINHHOIO
aKTHBHICTIO [5], 3acoCu maua mixkyepamng [THC [6]. IIomyk HOBHX TiKApchKHX ITpellapaTiE BHMATAE IHPOKOTO
HaOopy CIONYK, IO MICTATh Pi3HI 3aMicHHKH B (apmMakoGopHHX dparMeHTax MOTeKYIIH.

Taxmm dapmarodopHIM (parMeHTOM € IHEIONEHTA[c XiHOMHIEBHI IHKI, YMOBH OflepEKAHHA AKOTO
OyITH BHBUEHI HAMH paHile [7] TpH B2asMOfii BTOPHHHHX APOMATHUHHX aMiHiB 3 (GOpPMATHAETIAOM 1
IHKIOTEHTAHOHOM B CYMIII GYTAaHONY 1 HiTpoOeH30Iy B KHcaoMy cepemoBHIni (HCLO,) B oy cTailo.

Bigomo, 110 HAsSBHICTh aKTHBHHX METHIEHOBHX TPYIL B Y-IIONOKEHH] I PHAHHOBOIO IHKILY POOHTEL AaHi
CTIONVKH HYKTeO(iMbHHMH pPeareHTaMH B PeaKIiaX HyKIeodiThbHOro IMPHETHAHHA — BIAIIEINTeHHS 33 YJIACTIO
KapOoHITBHOI TPYITH ApOMATHUHNY AlbIeTiiB.

JameKHO Bifl cTYTIeHA aKTHBHOCTI METHIEHOBOI TPYIIH peakiii BiOYBAcThCA B CIHPTAX ¥ IPHCYTHOCTI
OCHOBHHX KaTali3aTOpiB, ILPHAHHI, OLNTOBIH KHCIOTi 1 OLTOBOMY aHTiApH[l. HaliMeHIN aKTHBHI CIIONYKH
PpearyioTh TITBKH B PO3UHHI OITOBOI KHCIOTH YUH OITOBOMY aHTiapHAL [8]. A1 BHKIOUeHHS BIIHBY 3aMiCHIKA
Ha aToMi HITPOTeHY Ha AKTHBHICT: MeTHIEHOROL TPYITH, HavH GyIH MimiSpani coli IMHKIONEHTa| | XiHOMIHIo i3
PpaIHKaTaMi eTHII- 1 OeH3HMI-, AKi MOAIGHI 32 CIIeKTPATBHHMH Xapak TepHC THKAME.

HaspHiCTL B apOMATHUHIX ambJeTiflaX 3aMiCHHKIE IK JOHOPHOTO, TAK 1 aKIeNTOPHOTO XapaKTepy B a-
TONOXEHHL apOMATHUHOTO AMpa MO3BONAE BHBUMTH iX BIUIHB HA AKTHEHICTE KapOOHINEBEHOI TPYIMH, YMOBH
TIPOXOTAKEHHI Peakllii, ClleKTpaTbHi XapaKTepHCTHKH Ta G10NOTiUHY aKTHBHICTE OFEP:KaHHX IIPOAYKIIE peakilii
KOHJIgHCAIl iX 3 COMAMI IHKIONeHTa[ ¢ |XiHOTIHio.

JoCTmiKeHHI VYMOB ITPOXOMKEHHS Peakilii BHABHIO IX 3aNeXHICTh Bifi BILHBY 3aMIiCHHKA B
APOMATHUHOMY SIpi ATbMeTiTy IKa BiGYBAeTECA 22 CXeMO!

1,2 a-e
1.R=Et,R'=H, R’=H (a), R’=0H (6), R’=NO, (B), R’ =CI(r), R’ =4-0H, 3-OMe (1), R’ =NMe; (e)
2.R=Bz,R'=H, R’=H(a), R’”=CH (6), R'=NO, (8), R’ =CIl(r), R’ =4-OH, 3-OMe (1), R’ = NMe, (e)
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Peakrji 3 n-ganeTHIAMIHOGEH2AIE IETiA0M epeKTHBHO BiOYBAEThCH B CepeJOBHIIL OLTOBOTO AHTiPHAY
TIPH KHIU'STiHHI eKBIMONISPHHX KUTRKOCTeH peareHTiB BIpoAoBxk 0.5 rop. Peakmifimy cymiin oGpo0msmH
TieTHIOBHM eTepoM 1 TMepeKpHCTANIZ0BYRATH 3 eTaHoly. [ ambierifie 3 MeHIN BHPAKEHHMH JTOHOPHHME
pracTHBocTIMHE (Cl, OH) Ta eNeKTPOHOAKUENTOPHHMH IpyrmaMH (NO,) ONTHMATLHMMH BHIBHIHCL YMOBH
KHII'STIHHA PeakI[iHHOi CYMIN B INIPHNHI B IIPHCYTHOCT] KATANI THUHHX KiTBKOCTEH IIille pHIHHY BIIPOROBE 0.5-
1 rom. 3 HACTYIHHM OCAKECHHIM BOJCH. BHXOIH, KOHCTAHTH, JaHI elleMEHTHOTO AHAI3y Ta CIEeKTPalbHI
XapaKTepHCTHKH OJIepKaHnX conyK 1a-e i 2a-e mpe/icTaBneri B Tabm. 1.

Tadauna 1
BHxoqH, KOHCTAHTH, JaHi eIeMEHTHOTO aHATI3Y Ta CHeKTPpalbHi XapakTePHCTHKH A-3aMi IeHHx
1-0eHzunigjeHIMKIoNeHTA[c]xiHomiHi i mepxaopaTin

Ne 1 2 | Tyomn, | Bixin, | 3HatizeHO O6urcneno | CIeKTp MOTTHHAHHA Apgsx,
CIIOMYK. RIRY R Iic % N, %6 Dopmyna N, % M, (1g €)
155- 223(3.9) 323(3.5)
1a Et| H H 157 53 3.52 CyHCINO, 3.63 401(2.7)
015 233(3.6) 248(3.7)
16 |Et| H| OH | Lo | 74 339 | CyHyCINO; 3.49 333(3.1) 457(3.5)
599(3.7)
232(3.6) 247(3.7)
18 | Et| H| NO, | 167 | 85 6.25 | CyH,sCIN,O; 6.50 333(3.3) 387(34)
400(3.4)
231(3.62) 243(3.61)
Ir |Et|H| Cl | 182 | 835 3.01 | CyHCLNO, 3.33 1303.2) 434(345)
40H | 175 235(4.1) 286(3.5)
In Et| H 3.0Me| 176 40 3.20 Cq;H ,CINO; 3.24 330(3.4) 465(3.6)
514(2.6)
232(3.62) 247(3.41)
le | Et| H| NMe,| 141 | 60 6.62 | CysHysCIN;O, 6.53 333(3.25) 565(3.40)
145- 235(3.8) 335(2.9)
2a Bz| H H 146 58 3.01 C4¢H 1, CINQ, 3.13 430(3.25)
240(3.1) 333(2.5)
26 |Bz| H| OH | 155 | 38 2.95 | CyHyCINO; 3.02 460(28) 620(2.3)
240(3.6) 333(3.2)
28 |Bz| H| NO; | 179 | 83 552 | CyeHyiCIN;O; 5.68 1003.2)  520(2.9)
200- 275(3.3) 333(3.1)
ar Bz H| Cl | .| 68 2.84 | CyH,,CLNO, 2.9 1600.4)  610(2.9)
4-OH | 207- 285(3.1) 333(2.9)
2n Bz H3-OMe 210 66 3.20 Cy7H 4 CINO; 2.84 4703.3)  650(2.8)
244- 239(3.1) 324(2.9)
2¢ | Bz| H| NMey| oy | 95 566 | CysHyCIN;O, 5.71 129(32) 560(3.50)

Hamu BcTAHOBNEHO, INO 3@MiCHHKH B apOMATHYHOMY #APL MAOTh CYTTEBHH BILIHE Ha TOTTHHAHHA ¥
puaEMif o0macTi. Tak cronyka la, 0 He MICTHTH 3aMICHHKIB B apOMATHYHOMY Api, He MAe SACKPaBOrO
3a0apBlIeHHs, 2 MAKCHMYM TIOTTTHHAHHA 3HAXOMHTHCA HA MeXKi BHIMMOL 00TacTi CeKTPA ( Az, 1g € ) — 420 HM
(3.25). Sxmmmo HITpOrpyIia MPaKTHUHO He TIPHBOAHTE IO 3MIITEHHI MaKCHMYMY IIOTTIHHAHHS, TO BBeJeHH XIOpY
BHKJIHKAE He3HAUHIH 3CYB Ha 34 HM, a Y BHIIQAKY HAABHOCTIL ABOX 3aMicHHKIB 4-OH i 3-OMe cIocTepiraeThca
GaroxponHui 2cye Ha 114 HM. HaifGineimiit 0aTOXPOMHIH 2CYB CILOCTEPITAeThCA Y BHIIAAKY I'pyIH NMe; — 165
HM.

3a VYMOBH BBeJIleHHS B  Peakliic 3 apOMATHUHHMH  albJerifaMH  UeTBepTHHHOI  coml
IHKIONEHTa[ ¢ | XiHOMiHiTf0 3 N-OeH3HIFHHM 3aMiCHHKOM (2) CHEeKTPH MaTh TOAIOHIH BHITIAL i3 BHpaKeHHM
GaTOXpOMHHM 2CYBOM Ta 30epeXeHHIM TeHEHI1 [0 IIEPEXONY Aypax B O1K GATOXPOMHOTO 2CYBY.
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ExcnepaMeHTATbHA YaCTHHA

Iepxnopam 1-0ensunio en-5-emun-2, 3-ouziopoutiknoneimajcixirorinire 1a.

CyMilll comi 1 2 eKBIMONAPHOK KINBKicTI0 OeH3aIbAeTiy HATPIBAH B INPHIHHL 2 JIOJARAMHIM
KaTaTiTHYHHX KiIBKOCTeH MimeprmuHy mpe 100°C BmpomoBx 1 Tof. IIpH IBOMY CIIOCTEpiTacThci TMomBa i
IOrHOIeHH 1 2a0apBlleHHS Peakuiinoi cymini. Yepes qo0y ocaf, IO BHILAR, IIPOMHBATH BOJOK IO 3HHKHEHHT
3amaxy MpHIHHY. [lepeKpHcTaTizalio TPoROAMIH 3 cyMirm JIM®A-poaa (1:2) mpH AoAapaHHi 2-3 Kpallellh
TepXIopaTHOl KHcToTH. CHONYKH la-Ai2a-a oJepXyBaTH aHATOTIUHO 2 BIIIIOBLIHIIY albJeTimie i comett 1,2.

Iepxnopam I-(n-dumemunaminobensuniv en)-3-enutn-2, 3-0uziopogurionenmaf cIxirn oninio 1e.
EKBIMOIIPHY CYMill cOM 1 i n-THMeTHIAM HOOEH3amb/Ierifly HarpiBalk B ONTOBOMY AHTiApHAL IpH 140°C
BIpoAoBXE 0.5 rox. [IpH IBOMY CIIOCTEPITAETHCA TTOABA 1 TMOTHOIeHIA 3a0apBleHH PeakIiiHol cymitmi. Yepes
no0y ocafl, IO BHITAR, OOpOOIAIH JieTHIOBHM eTepoM. [lepeKpHCTAMi3aIliio IIPOBOIHIN 3 BOTHO-CIIHPTOBOTO
(1:1) pozurry. CIONIYKY 2€ OJepAKYBAIH aHAIOTidHO.

PE3IOME

N—aIKUIIHEIONeHTa ¢ [XIHOMHI€Bl CcOMi pearyioTh 3 A-3aMIIIEHHMH apOMATHUHHME allbJeTiTaMH,
VIBOPHOOUH N-eTHI- 1 N-OeH3WI- #-3aMilleHi 1-OeH3WIiIeHIHKIIONEeHTa| ¢ |XIHOIIHIERL COIl. BCTaHOBIEHO
3aMeXKHICTh VMOB ITPOXOKEHHT PeaKIlii Bifl XapakTepy 3aMICHHKA B apOMATHUHOMY SApi albJeTimy Ta HOTO
BIUTHB Ha CIIEKTPAILHI XapaKTePHCTHKH Oflep & aHNX CIIONYK.
PE3IOME

N-anKaIIHKIONeHTa ¢ | XHHOTHHHEBEIE CONH  PEATHPYHT ¢ #-3aMEINEHHBIMH — apOMATHUECKHME
amb JeTHaaMH, o0pazysd N-eTHI- H N-GeHHI #-3aMellleHHEIe 1-0eH2HITH e HIIHKION eHTA[ ¢ | XIHOMIHHeREe COMH.
VY CTAHOBIEHO 3aBHCHMOCTE YCIIOBHI IIPOTeKAHHA PeakI[HH OT XapaKTepa 3aMecTHTEILI B apOMATHUSCKOM ffpe
ANb IeTHA H €TI0 BIIHAHHE HA CIIeKTPAIbHEIE XapaKTePHCTHKH IIOTYIeHHEIX cOe JHHEHHI.
SUMMARY

N-alkyleyclopenta[c Jquinoline salts react with n-substituted aromatic aldehydes forming N-ethyl- and N-
benzyl- p-substituted 1-benzylidencyclopenta[c]quinoline salts. It has been detected the dependence of reaction
conditions upon the feature of a substitute in the aromatic aldehyde nucleus and its influence upon spectral
characteristics of obtained compounds.
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