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Tab 1. Structures, physicochemical properties and yields of m~[(alkylamino) alkylthio] phenols

S(CH,),NR,
{ (1)
HO— >
Compd n NR, BfReE{;l:ms(:;;elrtl; G Y;Id Formula*
Ivl 2 N(CH:>3 94~96 C19H15NOS
(Et,0—petr ether 30~60°C)
IV, 2 N(C,Hj), 148~149/0.03 58.6 C,;H,;NOS
IV, 2 N(nC;H;), 158/0.07 51.2 C H,sNOS
v, 2 N(iC;H,), 136~137** 48 C;,H,3NOS-HC1
(EtOH—H,0)
‘2 ' 89~91 52.5 C;,H;NOS
v, 2 N\ (E1,0)
162~164** 82 C3H;,NOS HC1
1 13ty
Ve 2 | N ) (H,0)
1v, 3 N(CHj), §2~94 26.6 CH;;NOS
(Et,0—petr ether 30~60°C)
IV, 3 N(C.H;), 156~157/0.05 36.5 C3H,;NOS
113~114** 83 C, H,,NOS-HCI
1V, 3 N (EtOH—H,0) o

* Elemental analysis of C, H and N are within +0.4% of the theoretical values
** Melting point of hydrochloride salt

Tab 2. Structures, physicochemical properties and yields of m~(Alkylamino)
alkylthiophenyl N,N~dimethylcarbamates

S(CH,).NR,
< an
moNoco— >

Compd* n NR, BP °C/mm Y;/gld (ch'f Salt) Recryst solvent Formula**
i | 2 | NccHo, 145~148/1 80 130~131 | EtOH—E,0 | CiH,N,0,8-HCl
L | 2 | N(CH, 167~170/0.5 | 81.6 | 107~109 |iPrOH—Et;,0 | CiH,N,0,S-HCl
m, | 2 | NmCHp, |165/0.05 61.7 | 119~121 | EIOH—EL,O | C.,H,N,0,8-HCI
m | 2 | NGGHD, 156~160/0.02 | 44 C.,Hy:N,0,S
m | oz | N l 168~170/0.05 | 60.5 | 108~110 | EtOH—Et,0 | CiHyN,0,S-HCI
m, | 2 ND 172~173/0.1 | 80.5 | 124~125 | Me,CO C,H,N,0,S-HCI

..

i, | 3 | NcHy, 157~158/0.05 | 59.5 | 110~112 | EtOH—Et,0 | CyH,;,N,0,8-HCI
I, | 3 | N(CHy, 157~158/0.2 | 60.9 | 126~128 | EtOH—Et,0 | C,HyN,0,S-HCl
mL | s | N > 184~186/0.08 | 82 105~106 | Me,CO—Et,0 | CyH,N;0,8-HCI

* All compounds exhibited IR and 'H NMR spectra consistent with the assigned structures
** Elemental analyses of C, H and N are within £0.42% of the theoretical values
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STUDIES ON REVERSTBLE CHOLINESTERASE INHIBITORS.,
II. SYNTHESIS OF m-(ALKYLAMINO) ALKYLTHIOPHENYL
N, N-DIMETHYLCARBAMATES

DONG Yong-ming, GAO qi-xiu and ZHEN Run-fen
(Institute of Pharmacology and Toxzicology, Academy of Military Medical Sciences, PLA Beijing)

ABSTRACT

In a previous paper’” we have described the synthesis and biological evaluation
of some m-(alkylamino) alkoxyphenyl N, N-dimethylcarbamates. One of these com-
pounds, CUI XING AN, is now used as an analeptic for Chinese traditional herbal
anesthesia. In order to search for further anticholinesterases with higher activity on
the CNS, a number of thio-analogues of the above series were synthesized. Several
of these compounds were found to have much higher anticholinesterase activity than
the corresponding oxygen analogues, among which m-(2-diethylamino)-ethylthiophenyl-
N, N-dimethylcarbamate (II,) was shown to be the most active. Compound II, exhi-
bited a longer duration of action in animal experiments than CUI XING AN.

Key words Anticholinesterase; m-(Alkylamino) alkythiophenyl N, N-dimethyl-
carbamate





