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Tab 1. 3~(Alkylamino) alkoxy-5-t{~butyl-1{-substituted benzenes

R'
l
O
(CHY,C” Y \O(CH,),NR,

. . Yield . MS
Compd R’ n NR; BP °C/kP.(mm) and/or MP °C(Solvent) (%) Formula m/z(M*)
vi NO, 2 | N(CH;): | 135~140/0.07(0.5) 73.3 | C;,HaN,0,-HCI| 266

182~183(EtOH)"®

/

A28 NO, 2 | N 152~155/0.005¢0.04) 75.7 | CieHaN,O; 292
N
TN\

Vi, NO, 2 | N 178~184/0.07(0.5) 83.3 | C;;HN,0, 306
N/
/

Vi, NO, 3 [N 129/0.009(0.07) 75.2 | C1;H1eN,0, 306
Ne—
VAN

VI, NO, 3 |IN 148~151/0.0004(0.003) 96.3 | Ci;:HwN,O, 320
N/

Vi, NH, 2 | N(CH,), | 246(EtOH)* 84.0° | C; HyN,O-2HCY  238¢
e

Vi, NH, 2 | N 130~-136,/0.009(0.07) 53.2 | C;HyN,O 262
N——-| | 66.5~68.5(petr ether 30~60°)
7T\

viI, NH, 2 |N 160~162/0.01(0.08) 62.1 | Ci,HyuN,0 276
\____./ (90~91, petr ether 30~60°)
/ [

vII, NH; 3 IN 129~-132/0.0001(0.001) 81.2 | CyHyyN,O-2HCIl 276
| | 236~239(EtOH-Et,0)*

VvII, NH; 3 |N Y 165~167/0.007(0.05) 638.4 | CiH;N,0 290¢
___/ | 236~238(EtOH)* {3HCI4-H,0

VIiI, | OH 2 | N(CH,), | 116~117, EtOH-petr ether 30~60° 61.4 | C Hi;NO, 237
/

VI, OH 2 N 104~105, Me,CO 65.7 | Ci;oHyNOs 263
N
VAR

VIIl, | OH 2 | N 132~133.5, Et,0 72.0 | Ci;Hy;NO, 277
N/
/

VIII, | OH 3 |N 122~124, Me,CO 52.8 | C;,H;;NO, 277
N
/

VI, | OH 3 N\ 107~108, petr ether 60~90° 48.5 | C;;Hy,NO, 281

a. Analytical results for C, H, and N are within £0.4% of the calculated values; b. Melting point of
hydrochloride salt; c. The yicld of compound VII; is based on hydrochloride salt, others of VII are ba-
sed on the correspounding free bases; d. M of free base.
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Tab 2. 3-(Alkylamino)alkoxy~4(3)-t~butylphenyl N,N-dimethylcarbamates
CCN(CyY,
5
1 2 nhR,
C(Clis).4
. ) HCI1 Salt Pharmacoto-
. BP °C/kPa(mm) Yield ical )
CO d a R t e gical results
mp n NR, or MP°Q (%) | ype [VicHd Formula® | ——
! (%) /kg(ip) [Ploe
I 4| 2 | N(CHy), 145~160/0.007(0.05) | 68.0 (198~200} 95.0 | C;;H;,N,0,-HCl| 266 [<4
I, 4| 2 [ N(CHy), 142~145/0.0004(0.003) | 81.8 {185~187] 84.0 | C Hy:N,0 - HCI| 147 |<4
Is 4] 2 | N(uCH,), 148~150/0.003(0.02) | 73.4 |170~171| 72.6 | CuH N0, HCIf 147 |<4
I 4 | 2 | N(iCH) 134~138/0.005(0.04) | 87.7 {181~183| 56.6 | CyHywN,O5-HCI| 178 | 6.19
I, 4 | 2 | N(nCH;y), 123~124] 45.6 | C,;3H,,N,0,-HCl| 300 |>9
/ 1
I, 4 2 N\ 78~80 88.7 (171~174| 57.6 | C,;H,N;05-HCY 147 (<4
4 \ 171.5~
I, 412N 142~143/0.005(0.04) 74.2 | '17p 87.9 1 CpHyyN,Os-HCI| 46.4] 4.51
o/
Loz n o 205 | gs.o | CorHuN,O5 HCI
L | 4] 3 |N(CH), 167~168/0.007(0.03) | 60.3 [*1:3 | gy 6 | CuHuoN,OwHOY 147 | 6.7
/ 155.5~ .
I 413N 178~179/0.01(0.08) 71.4 : 74.5 | CoHauN,04-HCI| 147 | 7.0
N 156.5 | 74.
I 413 \ 162~166/0.008(0.08) | 82.4 ]183~185) 79.1 | CuHs,N,Os-HCY 147 | 4
\_/
L. | 4|3 |N(CH, 176~183/0.004(0.03) | 83.1 22 [ 77,5 | CauHaN;O4-HCI| 147 <4
Iis 4 3 | N(nC;H,); 168~170/0.007(0.05) 69.2 1119.5~ | ¢5.5 | CaaHaaN,O3-HCI] 82.5] 4.24
120
11, 5 | 2 | N(CHy), 190~192] 7¢.8 | CHWN,0,-HCY 215 | 4.8
o
I, 51| 2 I‘i‘ 176~178] gg.2 | CiHaN,Oy-HCL 82,5 5.3
N
I, 5 2 N \ 179~181] 75.3 | CopHs,N,Oy-HCl 56.2| 5.4
\__
/
11, 513 I N 167~168| 50.4 { C:HuN:O5-HCll 68.1) 5.2
N
TN
11, 513 173~175| 54.4 | CuHaN;Os-HCl 68.1 6.05
N/
48 6.82

3-(2~-dimethylamino) ethoxyphenyl N, N-dimethylcarbamate

a, MS, IR and 'HNMR of ali compounds are consistent with the assigned structures.
¢, Analytical results for C, H and N are within£0.4% of the calculated values,
d. Recryst from 95% EtOH

EtOH-Et,0

C of I;; which was found to be 62.76%.

b, Recryst from

excepl
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SYNTHESIS OF 3-(ALKYLAMINO) ALKOXY-4(5)-t-BUTYL-
PHENYL N, N-DIMETHYLCARBAMATES AS REVERSIBLE
CHOLINESTERASE INHIBITORS

L Wang and YM Dong

(Institute of Pharmacology and Toxzicology, Academy of Military Medical Sciences, Beijing)

ABSTRACT A series of 3-(dialkylamino) alkoxy-4 (5)-t-butylphenyl N, N-
dimethylcarbamates(I and II), which are the nuclear alkylated derivatives of 3-(2-
dimethylamino) ethoxyphenyl N, N-dimethylcarbamate (CUI XING AN) was
prepared as potential anticholinesterase agents. Preliminary screening tests showed
that the introduction of t-butyl group in CUI XING AN and its homologs
decreased the toxicity and anticholinesterase activity. Compounds of type I have
increased protective activity against organophosphorus poisoning.

Key words Cholinesterase inhibitor; 3-(Alkylamino)alkoxy-4-t-butylphenyl N,N-
dimethylcarbamates; 3-(Alkylamino)alkoxy-5-t-butylphenyl N,N-dimethylcarbamates





