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OpbIHOACHLIIFAH HHI0JIAPAbIH KaHA TYBIHAbLJIAPBIH CUHTE3/1EY

The synthesis of novel derivatives of substituted indoles
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B HacToseM ucciaenoBaHun paccMOTpEHa BO3MOXXHOCTb CHUHTE3a HOBBIX T'MAPOKCHU3aMEIICHHBIX WHAO0JIOB,
MPEACTABJIAIOIINX UHTEPEC B KAUYCCTBE IMOTCHUHUAJIBHBIX OHOJIOTMYECKH aKTHBHBIX BEILECTB. BSaHMOﬂeﬁCT-
BHUEM JUOTHIAMHHOIIPOIIWIAMHUHA C aAlETUIIALlCTOHOM M al€TOYKCYCHBIM 3(bI/Ip0M CUHTE3UPOBAHBI HOBBIC
CHaMUHBbI, YCTAaHOBJICHBI ONITUMAJIbHBIC YCJIIOBUSA UX CUHTE3A. Hccnenoana oj1Ha U3 XUMHUYIECKUX MO}II/Iq;)I/IKa-
III/If/i, 3aKITIOYAIOIIAsCS BO B3aUMOJCHCTBUM CHUHTC3UPOBAaHHBIX €HAMUHOB C n-6eH3OXI/IHOHOM, KOoTOpas npu-
BEJla K HOBBIM IMPOU3BOJAHLIM S-I‘I/IZ[pOKCI/I?»aMeHICHHI)IX HWHIO0JIOB. OTpa6OTaHI)I yCi0BusA MPOBECACHUA PEaK-
1y, YCTaHOBJICHA UHAUBUAYAJIBHOCTb U (1)I/I3I/IKO-XI/IMI/I'{eCKI/Ie napaMeTphbl NOJTYYCHHbBIX COGZ[HHCHHﬁ.

The possibility of the synthesis of novel hydroxyl substituted indoles which present interest as potential bio-
logically active substances was considered in the present study. Novel enamines were synthesized by the inte-
raction of diethylaminopropilamine with acetylacetone and acetoacetyc ether, optimum conditions of the syn-
thesis were defined, one of the chemical modifications consisting in interaction of synthesized enamines with
n-benzochynone was investigated. This led to the formation of novel derivatives of 5-hydroxy-substituted in-
doles. The reaction conditions were worked out and the identity and physical& chemical parameters of com-
pounds obtained were found out.

dapmarnieBTiK OHIIPICTIH KAPKLIHBI JaMybIHa OaliIaHBICTBL AYHUE HKY31H/EC TETEPOIMKII KOChUIBICTAP
XMMHSCBIHA JIETCH KBI3BIFYIIBUIBIK apTa Tycynae. by xarnaifapl, €H dyeli, OChl KOCBUIBICTAP/BIH aF3aHbIH
OMOPHEPIreTUKAChIHIAFbl POIMEH TYCIHIAIpyre Oosazpl. EKIHINACH, TETEPOLMKIAL KOChUIBICTAD (PHU3HOJI0-
THSUTBIK O€JICEeHIUTIKTIH OipHelle TypiHe ue 00yiaapl, HAKThI aUTKaHa, KayilTi iCiKTepre, KaObIHyJIapra, BH-
pycrapra OeiceHIl, KYpeK, KaH TaMbIpJIapblH eMIeye KOMaibl xoHe T.0. [1].

Ocbl apoMaTThI TeTEepOLIMKIIBI KOCBUIBICTAPFa JKaTaThlH MHIONAAp Kasipri ¢apmaneBTik eHaipicTiH Oa-
ca Hazap ayJapbill OTBIPFaH IpenapaTTapbiHBIH Oipi OONbIT OThIp. BYTiHTi KyHI FalbIMAAp/AbIH KONTereH
3epTTeysepi HHAONIBIH OHOIOTUSIIBIK OENCEHALTIKKE He JKaHa TYbIHABUIAPBIH 131eCTipyTe apHay 1a.

CoHFBI JKbUTIApIA HHAOJABIH TUPUAO-, THA3EITMHO-, aMHHOITUPHUIO-TYBIHIBUIAPBIHA JKOHE WHIIOJTMHHH-
IOJIZIapFa apHaJlFaH MaKajajgap CaHbL KeTimacaasl [2, 3]. Mbicalibl, aMUHOMUPUIOMHIOIAAPABIH, IIIIHAS ap-
TEPUSUIBIK KBICBIMJIBI TOMEHJICTETIH, BUPYCKA, icikTepre, KaObIHYIapFa Kapchl KOJJIAHBUIATBIH 3aTTap Ja Ta-
OBLIFaH.

WHaoa TysIHABLIAPBIHBIH HET13IHACTT JOpITIK 3aTTapFa MUpasyuI0il, TCTPUHION, HHKa3aH, HeUPOJICITHK
KapOWIHH, TUMEOOH JKOHE JIMa30JIMH CUSKTHI aHTUTUCTAMUH/II TIpenaparTap »KarTabl.

Wunon ¢parmenti6ap KOChUILICTAPABIH ilTiHAE B-KapOOIHMHACPAIH MaHBI3IBUIBIFEI JKOFApbl. MbIcasbl,
1,2,3,4-reTparunpo-B-kapOouH, HOXUMOUH, PE3EPINH, TETPAruAPOTapMHH CHAKTBI KOFAphl OHOJIOTHSIIBIK
OEIICeH/ITIK KOpCeTeTiH  AJIKAIONITAPABIH KYPBUTBIMIBIK (hparMeHTi Oonbin Tadbmansl [4]. OHBIH aNKuiI
OpBIHOACBITFAH TYBIHABUIAPBIH, OJIETTE, KHIIIKBULIBIK OpTaja TPUNTAMUHMEH amu(arThl ajabJIeruATepIiH
KOHJICHCALIMSHIAHYbI apPKBUTBI ajlajibl.
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Peaknusiapansik enim perinae udd nerizmepiniy Tysimyimen sxypeai. Onmapasly kapOonuHzaepre
JCHIH HUKIZCHYIHEe apHalIFaH )KYMbICTAp 9eOueTTe OCIIrii.

COHFBI KBUIIAPHI FATBIMAAPABIH Ha3apbl WHIOJIBIH 9P TYPJi CHHTETUKAJBIK aHAJIOTTAphIH 3ePTTeyTe
apranraH. OHbI, eH 0acThbl, OYJI KOCBUTBICTAPIBIH OOJKaMallbl OMOIOTUSUTBIK OSJICEHAUTITIMEH TYCIHAIpYyTe
0omanbl. MHmI0M cakrHackl 0ap KONTEreH KOChLIbICTAp HKOFaphl (PapMaKoJOTHsUIBIK OelceHaiTiKke ue. Mbica-
JbI, S-TUAPOKCHUHIONABIH TYBIHABUIAPHl AaHTUTUCTAMUH]II, THITOTEH3UBTI JKOHE TICHUXOTPONITH OEJICEHTUTIK
Kepcerei [5].

WHon TybIHABUIAPBIHBIH Oarajibl KacueTTepl 6ackiM 0oJjica 1a, OJIapIblH ally dIiCTepiHAe OCrii MeK-
Teymep oap.

Wunonnel cuHTE3NCYNiH HEri3ri anictepine Oumepnin, bunmepin ogictepi sxaraas 6], bipinmiciaae
OacTamkpl 3aT peTiHAE MUPOXKY3IM KBIIIKBUIBIHBIH (DEHUITHAPA30Hbl KOJAaHBUIATBIH 00JIca, eKiHII dfic
apuIaMUHICP/IH O-TaloreH-, (~-OKCUKApOOHHIII KOCBHUIBICTAPMEH KBIIKBUIIBIK KaTalln3 JKarnaiiapbiHaa
KOHJICHCAIUSIAaHYbIHA HET13/IeJTeH.

COHFBI KBUIIAPHl OPBIHOACKUTFAH UHIOJIBIH TYBIHABUIAPHIH CHHTE3/ICY/IC SHAMUHIEP I KOJIAaHy dfic-
TEpi 3epTTEYIIICPIiH Ha3aphblH 631HE aydapyaa.

EnamuHIep XUMUSCHI Ka3ipri Ke3e eH KapKbIHAbI JaMbIIl KeJie )KaTKaH calaiapabiH Oipi 00kl TaObI-
nanel [7]. OnapasiH HETi3iHIE CUHTE3/CITCH XaHa MPAKTUKAIBIK KacueTi 0ap KOChUIBICTAp CaHBI YHEMi ap-
Tyna. Ocipece MepCIeKTHBAIBI CHAMUHACPAL 9p TYPJIl TeTEPOIHKIIBI KOCBUTBICTAPIBIH CHHTE31H IS KOIIaHy
OOJIBIIT TaOBLUIAEL.

Becmymieni rereponukiep CUHTE3iHE apHalFaH >KYMBICTApAbIH OacbiM Oeniri MUppOJIBIH op TYp:i
TYBIHIBUIAPBIH aJIyFa HerizfaenreH. EXiHIIIK eHaMUHACPAIH MalleuH aHTHIPHUIiIHIH TYBIHIbLIAPHIMEH KOH-
JICHCAIVSUTIAaHY Bl TTHPPOJIMHOH TYBIH/IBIIIAPBIHA OKEJIE 1.

R3
3 |
RC — CHR? RIS -0 R? CHCOOH
[ + O ——» || |
NHR R™ SN0

Erep oceinpaii peakuusiiapra HUKIIB €HAMUHAEPII HEMece eHaMMHOKETOHIApAb! KOJIIaHca, OH/1a UH-
JOJIIBIH TYBIHABLIAPHI TY31IEI,

Meicansl, [8] aBTOpaapbl eHAMUHACPAIH a3aajKeHAepPMEeH KOHACHCAMSIIaHYbl THAPICHT€H HHIOIIapFra
OKeJIeTiHIH aHbIkTaraH, an b.d.Kyxaper opinTectepiMmeH N-BUHHIOKCHAIKHICHAMHUHOKETOHIAP/IBIH
1,4-0eH30XMHOHMEH OPEKETTECYl HOTHKECIHAE S-TUAPOKCUUHAOIN TYBIHABUIAPBIH CUHTE3ereH [9]:

CH,—C=CH—C—0C,H;,
CHE= - CRy— C— OC,H, | I

I I 4+ NH,CH,CH,0CH=CH, —» NH 0

0 0 |

CH,CH,0CH=CH,

~0OC,H,
' <
+ 0 Qo —r
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CH,CH,0CH=CH, CH,CH,OCH=CH,
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CoHBIMEH, UH]TOJ TYBIHIBUTAPEIH CUHTE3/ICY/IIH KOJAMIIBI 9IicCTepiHiH OipiHe CHAMUHJEP MEH CHAMUHO-
KETOHJAP/IbIH PeaklusuIaphbl JKarajpl, ce0edl oJap MHAON TYBIHIbUIAPBIHA IIBIFYJBIH KapanaibiM JKOJIbIH
KaMTaMachI3 €Tei.

bi3 3eprreynepimizae AUATHIAMUHONPONMIAMHUH HETi31HAE OpHIHOACHUIFaH POAAHUH KOHE MPOIMUOPO-
JIAHUH CUSKTHI )KaHa FeTePOLMKIIII KOCBUIBICTAPAbl CHHTE3ICY MYMKIHIIKTEePiH KopceTKeH 6oranobi3 [10].

S
MeOH _=S  CICH,COOH
(C2H5)2NCH2CH2CH2NH2 +CS2 e (C2H5)2NCH2CH2CH2NHC< —_—
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@
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Ocbl FBUTBIMU OAFBITTaFbl TIXKIPUOETCP Il JKATFACTBIPHIT KOHE OPBIHOACHITFAH WHIOIAAP/IBI CHHTE3ICY
MYMKIHZITIH i37€# OTBIpHIM, 0i3 3-IUITUIAMHHOIPOIMIAMUH HEri3iHAe (aleTHIaleTOHMEH JKOHE alleToCip-
Ke 3(hMpiMEH KOH/ICHCAIMIAHYBI HOTHXKECIH/IE) )KaHa CHAMHUHAEP Il CHHTE3ICIIK.

CH,—C=CH—C—0C,H,
CH,—C —CH,— C— OC,H, | I
I I + NH,CH,CH,CH,N(C Hy), —» 0
0 0 NHCH ,CH,CH,N(C,H,),

Peaknusiael G6actankel 3aTTapabl O€H30IAa CYAbIH 0eIiHyi TOKTaraHIIa KalHATy apKbUIbl iCKE achlp-
IbIK. PeakiusiblK KOCIaHbl CaJIKbIHAATHIN, COHBIHAH BaKyyMIa aiiay HOTIIKECIHAE COMKeC eHaMHUHIep.i
OoJIiII aJIaBIK.

AnBIHFaH €HAMUHJIEP/I aleToH opTackiHna 1,4-0eH30XuHOHMEH 3—4 caraTTail KailHaTy apKbUIbI JKOHE
oieTTeTi eHJeYep HoTmKeciHAE 013 N-(3-1u3THIaMIHOTIPOITIII)-5-TUAPOKCU-2 -METHIMHIOJIIApbl CHHTE3-
JEK.

~0C;H,

CH,—C=CH—G—0C,H, Homc’“‘o
|
o e o KAy
|

NHCH ,CH,CH,N(C,H), e HNG
2 2 2 27572

OKiHiIKe Opail, eHIMIECPAiH IIBIFBIMBI XKOFapbl Oonmanbl (25-28 %), nereHMeH OyJ1 YCBIHBUIFAH 9IicC
OPBIHOACHIIFaH MHIOJI TYBIHIBUIAPBIH aTyAbIH KaparaibM TOCUTIH KAMTHIBIL.

Ocbl kepceTired 9ic OOMBIHIIA JUTHIAMUHONPONMIAMHHHIH aleTHJIAleTOHMEH dpPEKeTTeCyl HOTH-
XKeCiHAe Ty3iiareH eHimai 1,4-0€H30XMHOHMEH peakuusra TYCIpim, S-TUAPOKCH-3-aueTui-N-Iu3THIaMUHO-
HPOITMINHION CHHTE3eNl. AJBIHFaH KOCBUIBICTAPABIH KYPaMbl MEH KYPBUIBICH! (DH3HKA-XHUMUSUIBIK ICTEP
KOMETIMEH JQJIEIIICHI EH.

Taoucipubenix 6onim

Cunresnenred KocoslbicTapasiH MK-ciekTpiaepi «Nicolet Avatar-360» criekrpomerpinae KBr tadner-
Kanmapbiaza xaspuran. IMP 'H criekrpiepi «Bruker DRX500» criexrpomerpinge 500 MI'I )KYMBICTBIK 5KHi-
mirimed DMSO-d6 epitinninepinge >xaspurran (imki crangapt — [MJC). Banky Ttemneparypamnapbl
«Boetius» acnaObIHAa aHBIKTAJIFaH.
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Bapnbik peakuusiaapabiH Kypy OapbIChl )koHE KOChUIbICTapAbIH Aapanbirsl «Silufol UV-254y cranmapt-
ThI IJIACTHHAJIAPBIH/A KYKAKa0aTThl XpoMaTorpadus oaiciMeH OaKbUIaHFaH.

3-N-Au3THIAMHHONPONUJIAMHH-2-0yTeH KbIMKbUIBIHBIH dTHIAI d¢upin cunrtesney. un-Crapk
KOHJIBIPFBICEI MEH Kepi CYBITKBIIIICH KaMTaMachl3 eTiireH TyOi gomanak konbara 0,01 momb amerocipke
a¢upin xoue 0,01 MOIb TUITHIAMHHONPOIMIAMHUH/I Kysabl. Peaklusiblk KOCHaHbl CYyAbIH 06JIiHyl TOKTa-
raHra JnediH KaiHatazbl. CogaH KeWiH KOCIaHbl CAJKBIHAATHIN, ePITKIINTI akgainbl. KaaraH peakiusibik
KOCIaHbl BaKyyMmJia aiiay apKpuibl 3-N-IHATHIAMUHOIPOMMIAMUHO-2-0yTEeH KBIIIKBUIBIHBIH ATHIII PUpi
0,95 r 6enin ansiHabl. HIsFrbMel 62 %, KaliHay Temnepatypacsl 154—155 °C.

5-I'uapoxcu-3-kapo3ToKCH-N-AUI THIAMHUHONPONWINHAOIABIH cuHTe3i. 0,01Moms (2,43 1) 3-N-1u-
STHUJIAMUHOIIPOIUIAMUH-2-0yTeH KBIIIKBIIBIHBIH THAAIL 3dupiniy epitinaicine 0,01 mous (1 1) n-0eH30XH-
HOHZBI 30 MJI alleTOH epITIHICIHAEC TOMEHACTIIreH TeMIepaTypaaa Kocajasl. PeakiusiiblK KOCIaHBL3 caF
KaliHatajpl. EpiTiHl cCybIFaHHAH KEeHiH S-TUAPOKCH-3-KapO3TOKCH-N-IHA THIAMHHOTIPOTUIMHIONIBI CITHPT-
TeH KalTa kpucraniay Hotmwkecinne 0,61 v anbiaasl. [breMbr 28 %.
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