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(%) | N 4.6 4.4 4.2 4.1 3.8
Cl 11.6 11.1 10.6 20.8 19.25
c 62.5 63.65 64.8 56.5 59.0
s | B 5.1 5.7 5.9 4.3 5.15
(%) N 4.4 4.2 4.3 4.2 3.8
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SLERMH, % Ccs55.7; H5.8; N6.4; Cl 7.7
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N-(B-E5 T 25)-B -RTE B 2 (IVD)
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SRR 5% CBEERS, Baa T REE &, FK 173—174C,
ZHF CzHN,0S « HCIO,
EEME,% C 57.2; H6.5; N5.8; Cl7.3
SEERTE, % C 56.95; H 6.3; N 5.8; Cl 7.2
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4 3 SRR NS — R RS R AR R A 223

HRBI RO ER R BRA 147—148C,
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N-(B-RRIERT ) -y TR"EX T BEBEERE(IVe)
GRS 5 AN, W, PR, TVe SRR BCHOARMIAT H , i IR E A
FEER60%., LB~ BEEARIGIRA 158—160°C,
4T CaHyNyOCIS « HCl
S, % C60.9; H6.7; N6.2; Cl15.6
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THE SYNTHESIS OF SOME PIPERIDINO-ACYL ANILIDES WITH
MARKED LOCAL ANESTHETIC ACTIVITY

TsunG Ju-sum ano Kyi Zu-voong

(Institute of Materia Medica, Academia Sinica, Shanghai)

ABsTRACT

In a previous paper, it was reported by the present authors that certain N-[g8-
(p-chlorophenylmercapto)-ethyl]-’- dialkylaminopropionanilides wete found to have pro-
nounced local anesthetic activity, the most potent one, N-[g-(p-chlorophenylmercapto)-
ethyl]-g’-piperidino-propionanilide, being comparable to cinchocaine in potency. In the
present work, a series of N-(f-phenylmercaptoethyl) and N-[g-(p-chlorophenylmercapto)-
ethyl]-p’-piperidino-acyl anilides has been synthesized to see whether more potent local
anesthetics could be found.

N-(8-phenylmercaptoethyl)-aniline and N - [ - (p-chlorophenylmetcapto)-cthyl]-aniline
were acylated with chloroacetyl chloride, g-chloropropionyl chloride or y-chlorobutyryl
chloride respectively. The desired compounds (IVa—e) were obtained by treating the
chloroamides thus formed (IIla—e) with piperidine.

Pharmacological examinations revealed that compounds IVa—e had marked local
anesthetic activity but none were as active as cinchocaine.

The chlorcamides ITTa—f which bear some structural relationship to the anticon-
vulsant hibicon (V) proved to be devoid of anticonvulsant activity.





