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Paspabomansl Hosble n00X00bl K cunmesy 2-apuii-5,6-0umemoxkcuunooi08, no360s0wUe NOIYYAMb 8 MOM YUCLe U HeKOMopble Ux (yHKYuo-
HabHble NPoU36o0Hble. B ocHose memoda nedxcum 60CCMAHOSIEHUE COOMBEMCMEYIOWUX 2-HUMPOOUAPUIIMAHOHOE 2UOPAZUHOM HA NAIIAOUU HA
yene aubo eoccmanogumenvias cemepoyukiuzayus 2-(6-numpo-3,4-oumemoxcugenun)-3-apunaxpunonumpunos mpusmuigocpumom. 2-(3,4-
Oumemoxcugperun)-5,6-oumemorxcuunoon u 2-(3,4-oumemoxcughenun)-3-yuano-5,6-oumemoxcuunoon obradaiom momunecyenyuet, Ymo, 6eposmuo,

MOCHO 00BACHUMb NPOMOMPONHLIM 1,3-nepexodom.

Knrwouesvie cnosa: umoon, XuHAOMUHOH, «NPUSUTESUPOBAHHBIE CMPYKMYPbLY, JleKapCmeeHHvle npenapamol, 2-apui-5,6-

OUMEMOKCUUHOO.

The new aproaches to the synthesis of 3-aryl-5,6-dimethoxyindoles were developed including ones which allow to obtain some fuctionalised de-
rivatives. The method is based upon reduction of corresponding 2-nitrodiarylethanones with palladium on charcoal, or on the reductive heterocy-
clysation of 2-(6-nitro-3,4-dimethoxyphenyl)-3-acrylonitryls by means of triethylphosphite. 2-(3,4-dimethoxyphenyl)-5,6-dimethoxyindole and 2-(3,4-
dimethoxyphenyl)-3-cyano-5,6-dimethoxyindole poses with luminescence, that probably may be explained by prototropic 1,3-shift.

Keywords: indol, quinazolinon, «privilaged structuresy, drugs, 2

WHpon M XWHA30JIMHOH OTHOCATCS K IIPUBUIIETHPO-
BaHHBIM CTPYKTypaM» W SIBJISIFOTCS BaKHBIMH (DparMeH-
TaMd MOJIEKYJ psla MPHPOIHBIX aJKAJIOWIOB W JeKap-
CTBEHHBIX mpemnapatoB [1]. 3 miuecHeBHIX rpuOOB BHAA
Aspergillus clavatus [2, 3], Aspergillus alliaceus [4] u
JIpyrHux, a Taxke u3 mukpobos Candida lipolytic [5] Gsut
BBIJIENICH Psi/i alKaJOMAOB M aHTHOMOTHMKOB, B COCTaB
KOTOPBIX BXOJAT 00a 9TH reTepouunkia [2, 4].
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Aspergillus clavatus Candida lipolytica Aspergillus alliaceus

B cBoo ouepenb, IPUCYTCTBUE B FE€TEPOLUKINIECKON
MOJIEKYJIE O-JTUMETOKCHOEH30JIbHOTO  (BEpaTPOJILHOTO)
(parmMeHTa 0OyCIIOBIMBAET B pSJE CIIydaeB BBICOKYIO
OMOJIOTMYECKYl0 aKTHUBHOCTh, Ojarojaps 4YeMmy Takue
IpernapaTsl, Kak MalaBepHH, BepamaMml, TIaymuH 1 u
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-aryl-5,6-dimethoxyindole.

nec-rmaynuH 2 [6, 7], MOCTOSHHO BOCTPeOOBAaHEI B MEIH-
IUHCKOU TPaKTHKE.

Oti (akTHl [EeNalT MPHUBICKATEIHHBIM CHHTE3 CO-
eIMHCHH, COMepKANINX B OJHOM MOJeKyie (parMeHTHI
KaK XMHA30JIMHOHA, TaK M MH0JIa, OCOOEHHO €CIIM B HHUX
MPUCYTCTBYIOT METOKCHIIbHBIE TPYIIIIHI.
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Henb3st He OTMETHTH psiA paboT C OMUCAHUEM CHHTE3a
MIPOU3BOIHBIX MHJIOJIA, KOTOPBIE MOTJIH OBI OBITH HCTIOB-
30BaHBI IS CO3/IaHUSI MAaTEPHAIOB MOJEKYISPHOW 3IIEK-
TPOHHKH.

Tak, B MOJIeKyJax IUHHIOJWIOKapOazonoB 3 u 4,
CHHTE3UPOBAHHBIX TPYIIOW HWTaJIbSHCKMX XUMHKOB,
MOXKHO BBIJIEIHTH 1O 3 KapOazonbHBIX (parmeHTa [8].
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[TpousBomHbIe KapOa3zoyla W POJICTBEHHOTO €My KapOo-
nukia QiyopeHa SBISIOTCS OJHUMH H3 CaMbIX 3(dek-
TUBHBIX KOMIIOHEHTOB B OPTraHMYECKHX CBETOU3IyYaro-
muxX auoaax. JUHHIOMUIACYKIMHUMUIBI 5, B TOM YHCIE
ANKOKCH3aMEICHHBIC, MPOSIBISISE BBICOKYIO HHTHOHUTOP-
HYH aKTHBHOCTH IO OTHOIICHUIO K MPOTEHHKHHA3E, 00-
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B wHactosmeit pabore Mbl cooOliaeM pe3ysbTaThl
HAILIUX MCCIIEJOBAHMM B 00JJACTU CHHTE3a U CBOICTB 5,6-
JIUMETOKCUMH/IONA U €ro MpOU3BOJAHBIX. V3BecTHBIE Me-
TONBI TONYYCHHUS STHX COSAMHCHHWH OCHOBAaHHBI JINOO Ha
BHYTPHUMOJIEKYJISIPHOM KOHJIEHCALMM apUITHAPA30HOB B
MPUCYTCTBUN KHUCIOT (CHHTe3 WHAONOB Mo Dwumepy)
[10], mubo Ha BoccTaHOBIICHNH (2-HUTPO(PECHIIT)ITAHOHOB
¢ mocrneayrouiei rereporukauzanueit [11].

B kauecTBe CTapTOBBIX COCOMHEHHH HAMM OBLIH HC-
MIOJIb30BaHBl  TPOU3BOAHBIE  O-HUTPOrOMOBEPATPOBOI
KHCJIOTBI, BOCCTAHOBJIEHHE KOTOPBIX BOAOPOJIOM in Situ
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2-(3,4-mumetokcupennn)-5,6- TMMETOKCUMHIOI 9

IIpeACTaBseT coboil OieaHO-3eTIeHOe KPHCTATHIECKOe
BEIECTBO, O0Jafaroliee Troay0ol JIOMUHECIEHINEH IpU
Y®-o6nydaennn. B cnextpe 'H SIMP-npoxykra mpucyT-
CTBYIOT CHI'HajJbl MPOTOHOB YETHIPEX METOKCHIIBHBIX
rpynn (3,80—4,00 M.x.), eCTH apOMaTHIECKUX IIPOTOHOB
(6,62—7,40 m.x1.) u mupponbHoro NH-npotona (8,30 m.1.).
Wnrepec k 2-aprwimHaonaMm oOyCIIOBIEH B TOM YHCIE
BO3MOXXHOCTBIO MOJIy4EHHMsI Ha MX OCHOBE IPOHM3BOJHBIX XHU-
HazosmHA. B nmTepatype onmcaHo npespaienue 2-peHn-3-
autpozonnnona 10 B 2-hernmxunazomiHon 11 [12].
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JIAIA0T TPOTHBOTPOMOOLIUIHON U MTPOTHBOBOCTIATUTEb-
HOM akTUBHOCTHIO [9]. Bmecre ¢ TeM OHHU SBISIOTCS

MIPAaKTHYECKH TOTOBBIMH KaHAWZATaMH B (OTO- M Tep-
MOXPOMBI — COEANHEHHUSI, HCIIOIb3yeMbIe B KaUECTBE MO-
JIEKYJIAPHBIX MEPEKITIOYATENCH.

WIH COCIAMHCHUSIMH TpEXBalieHTHOro (ocdopa TOMKHO
6}31.]10 MPUBECTU K BOSBHUKHOBCHHIO MHIAOJBbHBIX CUCTEM.

[pu anuIMpOBaHUU BepaTpOsia TOMOBEPATPOBOI KHUC-
motoit 6 B cpene moiudocPOpHON KUCIOTHI HAMH OBLIT
MOJy4YeH JUBEPATPUIITAHOH [, KOTOPBIN MOJ IeHCTBHEM
A30THOIM KHCJIOTHI TMPEBPAIIAaETCs B COOTBETCTBYIOIIEE
HutponpoussoaHoe 8. Boccranosnenue ketoHa 8 rujapa-
3MHOM Ha Naulaguu Ha YrJj€ MPUBOJIUT K LCICBOMY 3-
BepaTpmi-5,6-TMMETOKCHUHIONY 9 C YAOBIETBOPUTEIID-
HBIM BbIXOJOM.
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Ota peakIiyst MO3BOJIUT MEPENHTH OT CHHTE3UPOBAHHBIX
HaMu 2-(peHuI-5,6-TMMETOKCUMHIONOB K OJHOMY M3 ca-
MBIX BOCTPEOOBaHHBIX B IIOCTIEIHEE BpeMs B (hapMaKoIIo-
MU KJIACCy COCIAMHEHUH — 6,7-TMMEeTOKCHXHMHA30JIMHO-
nam [13-15].

Hamn paspaboTtaH HOBBIM NOAXOA K CHHTE3Y 5,0-
JUMETOKCUMHIONOB, MO3BOJISIONUI IOIy4aTh HEKOTO-
pele nX (QYHKIMOHAIBHBIE NPOM3BOJHBIE. HuTpoBanme
3,4-1uMeToKCU(EHNIIALIETOHUTPHIIA B YKCYCHOM KHCIIOTE
NIPUBOJUT K 00pa3oBaHMIO HUTpUna 3,4-TUMETOKCH-6-
HUTPOGEHUITYKCYCHOU KUCIOTHI 12 ¢ XOPOIIUM BBIXO/IOM.
B pesynpTaTre KOHIEHCAIMH MOCIETHETO C BEPATPOBBIM
anbaeruaoM noiyder 2-(6-uHurpo-3,4-quMeToKCH(EH I )-
3-(4-metokcudpenun)akpumoHuTpu 13:
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Boccranopnenue OeHsumuneHromMmonurpwia 13 tpu-
3TUN(HOCHUTOM NPUBENO K 3aMBIKAHHIO MHPPOIHEHOTO
Konblia ¢ obpaszoBanueM 2-(3,4-mumerokcudeHnn)-3-
uaHo-5,6-numerokcunnaona 14:
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Ha ocHOBe MmoJy4eHHBIX HAMH 3-ITHAHOWHIIOJIOB ILjIa-

13 14 HUPYETCS CHUHTC3HUPOBATh HOBBIC T'CTCPOLUKIHYCCKHUEC

CHCTEMBI, COJICPIKANIUEC UHIOJIbHBINA U XHHA30JIMHOHOBBIN

PactBop 2-(3,4-aumerokcudennn)-3-iuano-5,6-qume-  UHUKIIBL, obnajaromye CTPYKTYPHOH aHAIOrHeH ¢ mpH-

TokcunHzona 14 B xmopodopme obGmagaer mpu Y-  POMHBIMH aiKanouxamu. Kpome Toro, paspaboraHHBI

00JIy4eHUH UHTCHCHUBHON CHHE-3€JICHO JIIOMUHECIICHI[U- ~ [OAXOI K CHHTC3y (QYHKUMOHAIBHBIX NPOM3BOIHBIX 5,6-

eif, KOTOpasi 4epe3 KOPOTKOE BPEMs IMEPEXOMT B Kei- AMMETOKCHHMHJIONA IO3BOJNMT IIOIydYaTh PasHOOOpasHbIC

Tyi0. B ero crektpe 'H SIMP comepikarcst CHrHamibl npo- ~ OMC-MHIONMIDTCHBI M HAa HX OCHOBE (oTONepeKiodac-
TOHOB YeTHIPEX METOKCWIbHBIX Tpymm (3,80-3,90 m.n.),  MBIC COCAMHCHUA.

T apOMaTHYeCKuX NMpoToHoB (6,80—8,60 M.a.) u mmp-

pomsHOro NH-porona (11,83 m.xa.). B UK-criekrpe HuT- IKCIePHMEHTAIBHAS YaCTh

puneHas rpynna u NH-Tpymma oOHapyXuBaroTCs Xapak-

TEPUCTUYECKUMH TIOJIOCAMH TIOTJIONMEHUS B 00JaCTAX 1-(3,4-numeroxcudennin)-2-(6-nurpo-3,4-qume-

2200 1 3335 CM * COOTBETCTBEHHO. Tokcudenmn)ITanon. K pacrsopy 3,16 r (0,01 moinp)
AHQJTOTHYHBIM MyTéM OBl monmydeH 2-mapummi-3-  1,2-1u(3,4-1umerokcndennn)-sTaHoHa B 20 M1 yKCyCHOH

LII/IaHO'S,G'Z[I/IMeTOKCI/II/IHZ[OH 15: KHUCJIOTHI IIPU OXJIAXKJICHUU Ha OaHe co JIBAOM II0 KaIlJIsIM

NpuOaBIAIOT 3 MJI KOHIIEHTPHPOBAHHOW a30THOW KHCIIO-
N Tel. Cpa3dy jke HaumHaeTcs oOpa3oBaHHME KpUCTAJIHYeE-
i ( j [ — ckoro ocazaka. Cryctst 30 MUH 0cafoK OT(QMIBTPOBHIBA-
MeO . P ¥ M0 Sy 10T, TIIATEJIbHO NPOMBIBAIOT Ha (UIBTpEe METHIOBHIM
0. x| — crimproM u nosydaor 5,1 r (70 %) JIMMOHHO-KENTHIX
MO No, : KpHCTamIos ¢ T. 1. 211-212 °C. UK-crektp, cM *: 1155,
12 1600, 1665
2-(3,4-mumeroxcudenmn)-5,6-numeroxcu-1H-ungon.
AxtuBanus karanuzatopa: 0,2 T namaaus Ha yrie (Ko-
JIMYECTBO KaTaJu3aTopa JOJDKHO He mpeBsimats 10 % oT
KOJIMYECTBA HCXOJHOrO BemecTBa) B 50 Mi MeTaHoia
CMEIIMBAIOT ¢ 2 MJI TUApasuHa. [1omydeHHyI0 CyCIIeH3HI0
HarpeBaroT J0 MOSBJIECHUs Iy3bIPHKOB, IOCIE YEro CMe-
mmBaioT ¢ 2 r (0,005 monp) 2-(3,4-numeTokcudenu)-
5,6-mumerokcn-1H-nan0Ma. 3aTeM Mo KamuisM 10OaBIIs-
10T TH/APa3WH NPHU TOCTOSIHHOM mepeMemmBanuu. [Ipn
9TOM PacTBOP OKpaIIMBaeTCs B KOPUYHEBHII 1BeT. Peak-
LHOHHYIO CMECh B T€UEHHE 2 U KUILITAT C OOpPAaTHBIM XO-
noaunsHUKOM. T1o oXJtaskaeHnu 0caiok OT(MIBTPOBBIBAIOT
1 TIPOMBIBAIOT HEOOJIBIIIIM KOJIMYECTBOM MeTaHoa. Ocamok
BBICYIIIUBAIOT, TIociie gero nory4arot 0,9 T (55 %) 3eseHbix
kpuctamios ¢ T. wr. 138 °C. Crekrp ‘H SIMP (CDCl,):
3,80-4,00 (c, 12H, 40CHj), 6,62 (c, 1H, apom), 6,65—
7,40 (M, SH, apowm), 8,30 (c, 1H, NH). UK-cnekTp, em b
1100, 1610, 3330.
2-(6-auTpo-3,4-TuMeToKcHpennN)-3-(4-MeToKcHe-
HIT) akpuiao-uutpmit. Pacteop 2,41 r (0,01 Monb) HUTPH-
14 J1a 6-HUTpOroMoBepaTpoBoil kuciotel, 1,66 T (0,01 Moib)

15

B otnuune ot 2-(3,4-numerokcudennn)-3-unano-5,6-
muMetokcuuHaoina 14 5,6-muMeTokcH-2-nupuani-3-
nua”HouHIo 15 mromuHecieHnyei He o6nanaer. Bepost-
HO, 3TO MOJKHO OOBSICHHTH TEM, YTO JIIOMUHECICHIIMS
00ycJIOBIIEeHa TPOTOTPOINHBIM 1,3-TIepexo oM, KOTOPBIH
peanu3yercsl B IEpPBOM CJIydae U He MOXKET NPOUCXOJHUTh
BO BTOPOM H3-3a 00pa30BaHUsI BOJOPOIHON CBS3H:

69
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4-MeTOKCHOCH30MHOTO (aHUCOBOTO) ampaerumaa u 1 i
Mopdonuaa B 20 MJI 3THIIOBOTO CIIAPTA KUIATAT B TeUe-
HHEe | 9 ¢ 0OpaTHBIM XOJIOIWIEHUKOM B KPYTJIOJOHHOW
kobe oopemoM 50 min. [IpakTrdaecku GecuBeTHAs OKpac-
Ka pacTBOpa K OKOHYAHHIO PEaKIH MEePEXOIUT B JKEITO-
opamxeByto. Uepe3 1-1,5 4 mocne oxyaxaeHus peakiiu-
OHHOM Macchl 10 KOMHATHOW TeMmeparypbl OT(QUIBTPO-
BBIBAIOT BBIMABIINE KPHUCTALIBI M MEPEKPUCTALTU3OBHI-
BalOT U3 u3omnponmiosoro cnupra. [lonyuaror 1,57 r (43
%) JKENTHIX KpUCTAILIOB ¢ T. . 121-124 °C. UK-cuektp,
cM: 785, 990, 1150, 1615, 2200.

2-(6-nuTpo-3,4-1uMeToKCH(pEeHNT)-3-MUPUTHIAKPH-
Jonutpui Pacteop 2,41 r (0,01 Monp) 6-HUTpOHHUTpHIA
roMoBepaTpoBoil kucioTsl, 1,66 r (0,01 Momb) mUKOIH-
HOBOIO ajbjaeruaa u 1 mu nunupuauHa B 20 M1 u30npo-
IMAJIOBOTO CHHPTAa KHUIATAT B TedeHHEe 1 4 ¢ oOpaTHBIM
xonoauabHUKOM. [Tocie oxnaxneHust OTGUIBTPOBEIBAIOT
BBINABIIUE KPHCTAUIBI U HEPEKPUCTAILIM30BBIBAIOT U3
uzonponuioBoro cnupta. [loxyqarot 1,75 r (40 %) xen-
TBIX KpUCTALIOB ¢ T. . 150 °C. UK-crekTp, om L 1150,
1615, 2200.

2-(3,4-numeroxcudenn)-3-uuano-5,6- 1mumeroKcu-
uHpoa. Pacteop 34 r (0,01 wmomp) 2-(6-HuTpO-3,4-
Jmmetokcudernn)-3-(3,4-mMeTokC U eHIIT)aKPHITOHU TPH-
ma B 50 MJI CBEXeTeperHaHHOTO TPUATHI(MOCPUTA KHTIS-
TAT ¢ OOpaTHBIM XOJONWIFHUKOM B TeueHHe 18 4 B
HHEpTHOH atMocdepe, sl 4ero depe3 oOpaTHBIA XOIIo-
IUIBHUK TIOMyCKAIOT MEUICHHBIH TOK a30Ta, BBICYIICH-
HOTO IPOITYCKaHHEM Yepe3 KOHLEHTPUPOBAHHYIO CEPHYIO
kucsoty. OTroHSIOT GOJBLIYIO YacTh PacTBOPHTEIS, JO-
0aBisAlOT K octatky 50 MJI M30IPOITMIIOBOTO CIUpPTa U
JIOBOJISIT IO KUIICHUS M TOCJE OXJIAXKICHUS pacTBopa 10
KOMHATHOW TeMIlepaTypbl CTaBAT Ha HOYb B XOJOAMIb-
HUK. OT(QUIBTPOBBIBAIOT BhINABIINE KpUCTaLIbL. [lomy-
qaroT 1,8 T (53 %) GecBeTHBIX KPUCTAIUIOB C T. 1. 183—
185 °C. Cmextp ‘H SIMP (CDCly): 3,80 (c, 3H, OCHy),
3,90 (c, 3H, OCHjy), 6,80-8,60 (M, 5H, apom), 11,83 (c,
1H, NH). UK-cniektp, em b 1150, 1615, 2200, 3340.

2-mupuana-3-uano-5,6-1umMerokcuuHI0a.  PacTBOp
34 1 (0,01 momb) 2-(6-HuTpO-3,4-n1uMeToKCcUpeHNMIT)-3-
nupuaAIakpuiioHuTpui B 50 Mt 3-atundocdura KUmITAT ©
00paTHBIM XOJIOJWIHLHUKOM B TeueHue 18 4. OTroHsroT
OOJIBIIIYIO YaCTh PACTBOPUTES, TOOABIISIOT K OCTaTKy 50 M
M30IPOINMIIOBOTO CHMPTA, JAOBOASAT JIO KUIEHHS W TIOCTe
OXJIKJIEHUSI pacTBopa OT(WIBTPOBBIBAIOT — BBINABILHE
kpuctayusl. [Tomydator 1,8 T (53 %) OecuBeTHBIX KpucTai-
oB ¢ T. wr. 183-185 °C. Crekrp ‘H SIMP (CDCls): 3,90
(c, 3H, OCHy), 4,00, (c, 3H, OCHy), 6,87 (c, 1H, apom),
7,90 (c, 1H, apom), 7,20-8,63 (M, 4H, apom), 10,00 (c, 1H,
NH). UK-crmiekTp, Y 1150, 1615, 3330.
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