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CHUHTE3 3-METWJI-7-METOKCHUHWHI0.I-
2-KAPBOHOBOM KUCJIOTBI

H.JI. HAM, 1. 1. TPAHJABEPT
(Kadenpa opraHuuecKoi XHMHUN)
C ueapl0 mOJYyYeHHS PAJA NPOU3BOAHBIX MO0 KapOOKCHIb-
HOIl rpynme, 00JaJAOIUX MO JUTEPATYPHBIM [TaHHBIM dap-

MaKoOJIOTHYeCKOH AaKTHBHOCTHIO, pa3padoTaH CcUHTe3 3-MeTHII-
7-MeTOKCHMUH/I0J1-2-Kap0OOHOBOI KUCJIOTHI.

3-MeTui1-7-MeTOKCHUHIO-2- nonydena Blaikie u Perkin [1]
kapOoHoBas kucioTa (1) Obuta no peaxuun Punrepa:

Onnako  Wcxommble  ruapa-  gyuenmss kuciotel (I) mo  pe-
sun (M) u  xerokucnora (III)  akmum  xenna-Knmeremana ¢
MaJIOAOCTYIIHBI M JIOPOTH, &  mocienyrouen OUKJIA3auen
BBIXOJ cocTaBisul  Bcero  23%. rugpasona  (VI) 90% HCOOH
Hamu nmnpeminoxen cmocod TmMo-  mo cxeme:
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o-Metokcuanmsuaun  (IV) u
STHIANETOYKCYCHBIH  adup (V)
3aMETHO JOCTyIIHEE W JCIIeB-

ne tuppasuHa (II) um kertokwuc-

notel (II) W BBIXOA KHCIOTHI
() Ha oO-aHM3WAMH  COCTaBUIJI
30%. Cnemyer OTMETUTB, HYTO
kucnora (I) wactmuHo nmekap-
OOKCHIIHpYeTCS pu CyIlKe
UK-narpeBarenem, MO3TOMY
CYLWIKy JydYlle TMpOBOAUTH B
BaKyyMe€ IIpH TeMIleparype He
Boite 80°C.

3KCHepI/lMeHTaJILHaﬂ qacTtb

UK-criektp cHAT Ha mpubO-

pe Perkin-Elmer-577 B KBr.
Y®-cnekTp 3apEeTrUCTPUPOBAH
Ha  crekrpodoTomeTpe Spe-

cord-M B CH;OH, SMP !H-
CIIeKTp  CHAT Ha  mpubope
Bruker WM-250.

B 1,5 1 crakaHe cMeNIMBaIOT
Opd  XOpOIIeM  pa3MelIn-BaHUH
Merrankoi Xepmoepra 140 wmi
(-1,5 M) KOHIICHTPUPOBAH-
HOM comsHOM kuciorel ¢ 300 r
Tbaa U 100aBnstoT 62 1 (57 M,

0,5 M) o-aHM3KMOMHA TP BHEL-
HEM OXJKACHUH IBIOM C CO-
a0 o 0+5°. 3areM MeIIeHHO
MIPUKAIBIBAIOT, MO IePKUBAsT
temmiepatypy 0+5°,  xomomHbIH
pactBop 36 T (0,503 M) NaNO,,
B 200 mi Boxbl. Ilocie oxonua-
HUS TpuUOaBICHHUS HHUTPHUTA Ha-
TpUsl CMECh pa3MEIIMBAIOT elle
20 MHH W OBICTPO (HIBTPYIOT
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yepe3 BOpoHKY broxnepa. 3arem
XOJIOJHBIA PpacTBOp IOJIyYEHHOU
comu auazoHus ObicTpo (~3a 10
MHH) TIOPLMSAMH TPHWINBAIOT IIPU
SHEPTUYHOM pa3MEIINBAHUH B
3-TUTPOBOM  CTakaHE C  BHe-
IIHAM  OXJIAXJICHUEM JIBJAOM C
CONBI0 K OIHOBPEMEHHO IIPHIO-
TOBJICHHOMY pPAacTBOPY CIEIyIO-
IET0o COCTaBa: pacTBOPSIIOT
125 v (2,25 M) KOH B cmecn
50 mu1 Bomel 1 200 T npma. B atoT
IIEJTOYHOH  pacTBOp  J00aBIIsI-
0T ~800 r ngpAa M cpa3y BIHU-
BarOT cMmech 79 r (78 mi, 0,5 M)
3TUIALETOYKCYyCHOTO  3dupa u
80 My MerTaHOJNA TIPU 3HEPrUY-
HOM  pPa3MELIUBaHMU. ITocne
OKOHYAHMSA TPHOABICHUS  COJIH
IUa30HUS  CHHUMAIOT  BHEIHEe
OXJIAK/ICHHE, CMECh pPa3MEllH-
BalOT B TEYEHHE uaca U B Je-
JIUTENHHOM  BOPOHKE  THIATEINb-
HO BcrpsixuBaroT ¢ 600 mi Tten-
JI0TO OeHzoa. BenzonbHbIH
(63 (0)71 OTHETISIOT, TIPOMBIBAIOT
ero 100 mm Bomsl, (QUIBTPYIOT
Ha BopoHke broxHepa mmamer-
pom ~70 MM uyepe3 CIIOM CHIH-
Karenst TtomiuHou ~1 cm. Cu-
IuKareab npoMbiBaroT 40 M
Temoro OeH3zona M OEH30JbHBIC
BBITSDKKHM YHAapHBalOT Ha POTOp-
HOM HCIIapUTeIIe.
ITonmyuennyto B
TEMHO-KPacHyI0  Maccy  O-aHH-
3WITHAPA30Ha OSTHIOBOTO  3¢H-
pa  a-KeTOMaciiHOH  KHCJIOTHI
0e3 OYHCTKM  CMEIIMBAlOT C
300 ma 90% HCOOH. Ilpu
3TOM HaOmrogaercs cliabodK30-
TepMuueckas — peakuus.  [lanee
HAarpeBaloT O KHIEeHHI ¢ 00-

OCTaTKe
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paTHBIM  XOJIOJUWJIBHUKOM B TC-
yeHue 5 4. 3aTreM Ha pOTOp-
HOM HucCmapurTeie OTTOHAIOT
6onpmyro yactk HCOOH wu oc-
TaToK (~250 MJ) CMEmuBaIT ¢
700 wMn BOOBI M THIATENHHO
pasmemnBaor. C  BhINaBLIEH
MOJIYKPUCTAIITNIECKON TEMHOUN
MacChl  JIEKaHTUPYIOT BOLy M
ele JABaXIbl TPOMBIBAIOT €€
mopuussMu 1o 200 Ma  BOXBIL
[TomyueHHBI CBIPOM  3TUIIOBBIN
a¢up 7-METOKCH-3-METHITHH-
J071-2-KapOOHOBOM KHCIIOTHI
pacTBOpSIIOT  IpU  HarpeBaHUU
B 300 My MeraHona M Harpesa-
0T 10 KHIICHHA C O6paTHI>IM
XOJIONUIIBHUKOM € 2 JI 2H pact-
Bopa NaOH B teuenue 6 9. 3a-
TEM OT pEaKkUUMOHHOM MacChl
orrousaor okosno 0,5 1 cnupra
u Bompl W oxnaxmaroT. Illemod-
HOM pacTBOp B JEIUTEIbHON
BOPOHKE TIIATCIIBHO BCTPAXH-
BatoT ¢ 300 mi Temtoro OGeH30-
Ja W OTOpachiBalOT OEH30Ib-
HBIM 3KCTpakT. 3areM 3Ty Ole-
panuoo I[pPOBOAAT €ule JABaXKIbl
OCH30JI0M M OJWH pa3 3(pHUPOM.
Hlemouynoit pactBOp  GUIBTPY-
I0T Ha BOpoHKe broxHepa nua-
MerpoM ~70 MM yepe3 cioH
CHIIMKArellss TONIIHHOH ~2 CM,
3aTeM CHJIMKarenb IPOMBIBAIOT
40 wmm Tteruon Boxawl. Illemou-
HOM pacTBOp TIpH pa3MeIInBa-
HUU  HEWTpamu3yroT  pa3bas-
JIEHHOM  BJBO€  KOHIEHTPHUPO-
BaHHOH COJITHOM KHCJIOTOW 1O
pH -2.

Brimagatonass  temHast  ryc-
Tasg Macca /-METOKCH-3-METH-
JH0-2-KapOOHOBOH KHCIIO-



Tl MEIJCHHO KPUCTAJIIM3YET-
ca. Yepes CyTKH ee OTACISAIOT,
MPOMBIBAIOT  JBAXIBl  TOPIHS-
mua 1o 150 M1 BOABI M KHITATSAT
5 muH ¢ 200 ma 20% yxcycHon

KHCJIOTBI,  OXJIAXAAIOT,  OTIe-
JSTIOT MOTYKPHCTAUTNIECKYTO
Maccy, mpombBaioT ee 200 M
BOINBI W  IIEPEKPHCTAIUIH30BHI-
BatoT u3 50% ykcycHoM Kuc-
JIOTHI. Brimasmme TEMHEIC
KPHCTAJUTBI ~ TIPOMBIBAIOT ~ BO-
IO, OCTaBISAIOT MOJA  CJIOEM
BONBI HA CYTKH, OT(QHIBTPO-

BBIBAIOT Ha BOpOHKE broxHepa,
HU3MENBYAlOT W CyIlaT B Tede-
Hue 12 4 mom BakyymMOM Ipu
80°. 3areM cyxoi TEMHO-CEpHbIii
MOPOILLIOK HAarpeBaloT A0 KHIIe-
HUS C OOpaTHBIM XOJOAWIbHU-
KoM ¢ 60 My cMmecu rekcaH:0eH-
3om1 (3:1) B TeueHue waca, OX-
JaKAAIOT, OT(WIBTPOBEIBAIOT
0CaZoK W CHOBa CymlaT IO Ba-
KyymMoM 12 4 mnpu KOMHATHOU
TeMITepaType.

[omyueno 31 r (30%) 7-me-
TOKCH-3-METUIINH/I0-2-Kap-
OOHOBOM KHUCIIOTHI, IPECTAB-
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SUMMARY

Synthesis  of
been developed for
carboxyl group (which have,
farmacologic activity).

3-methyl-7-methxyindol-2-carboxylic
a number
according to data from

obtaining

acid has
of derivatives on
literature,
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