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AR, ALY ELILR&LAY (I, n=2, R=H, R’=CH;; LD;=680 mg/kg)
jto

B 8B 4

WP EHHIREIE; L0506 Beckmann Acculab-10 BISTSMUBIE, KBr N #; # mift i |
JNM-4 H-100 BIqE, TMS Wis; Rig A MAT-711 BURENHZE,
CRREPR-I-FTE-4-BEERE (V)

BTHENEEE.38, 0.02mol), “HEIEFREA(2.82,0.025mol), TTLkuLEE(2.4g,
0.03 mo)FIFE/KK 30 ml [Fl 10 h, HH, REKLIARS R, EREHN, REBLLSHF
AhBE(30~60°C) BB —tk, AMCEEL R, B E2.4g, 23 50%,mp 145~147°C, IR
VaCM~!3300(0H),1695(C=0), 1365,1350(C(CH;)3),1195(Ar-0-C) 'H NMR(CDCl,)
61.40(9 H, S, C(CH;)s3),3.09(6 H, Cl, CON(CH;),), 6.15 (1H, d, J=9, ArH),
6.54(1H, q, J=3; 9, ArgH), 6.82(1H, d, J=3, Ar,H), MS m/e 237(M*), =&
#f(Cxang}\IOs)C, H, N,

—HFREFR-I-RAE-4-ZEFE OV)

BRIV, DIRREXNER (5T AN SRS HE, mp 133~134°C) AR,

bp 183°C/0.6 mm,mp 120~122°C, f=3 44.8% IR v,,.cm™! 3380(OH),1730(C=0),1390,

Tab 1. 3-Alkyl-4-(alkylamino) alkoxyphenyl N, N-dimethylcarbamates

?CON(CH:;)Z
J
R
L/
\
O(CH,).NR’,
HCI salt
Compd* n R NR', BP,°C/mm
mp®,°C | % yield® formula?
11, 2 CH(CH,), N(CHy), 135~137/0.05 182~184 C,Hy, N, 0,HC1
11, 2 CH(CHjy), N(C,H;), 141/0.025 148~150 33.5 C3HyN,O;HCl1
I, 2 CH(CH;), NnC;H,), 147~149/0.05 132~134 30.2 C;Hg N, O;HCl
I, 2 C(CHj,), N(CH,), 132~136/0.02 173~174 69.9 C,;H,;3N,0,HCl1
(mp,94~96)°
IIs 2 C(CHjy)s N(C,H;), 162~165/0.03 167~169 83.7 C,,H;,N,O;HCI1
1I, 2 C(CH,), N(nC;H,), 142/0.1 157~158 46.4 C, HygN,O;HC1
II, 2 C(CHjy)s N(C;H,), 166/0.05 167~168 53.3 C, HyN, O ;HCl
II, 2 C(CHjy)q N(nC.H,), —_ 166~168 47.4 C,sH(N,O,HCI1
I, 2 C(CHjy)s N\ > mp, 100~102° 199~200 39.9 C,Hg,N,O;HC1
Iy 3 C(CH,); N(CHj), 157/0.08 170~172 33.3 C3H3N,O,HC1
11, 3 C(CHj)s N(C,Hy), 148~149/0.03 144~146 65.3 C,H:; N, O;HCI1
II,, 3 C(CHj3;); N(nC;H,), 178~180/0.08 139~141 35.7 C,,H, 3N, O,HCI
Jp—

0, 3 |cecHy, | N > mp, 100-~103° | 200~203 | 47.3 | C,H,N,0.HCI

*All compounds exhibited IR and 'H NMR spectra consistent with the assigned structures. "Recrystalli~
; zation from EtOH-Et,0. ‘From intermediate IV, recrystallized. ‘Analyses for C, H, and N are within £0.4%
"of the theoretical value. ‘From Et,O. ‘From EtOH.
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1368(CH(CH,;),), 1200(Ar-O-C), 'H NMR(CDCI;)61.16(6 H, d,C(CH3),),3.07(6 H.
d, CON(CH,),), 3.17(1 H, m, CH), 6.20(1 H, d, J=8, Ar;H), 6.51 (1H, q, 1=
3; 8, ArgH), 6.72(1 H, d, J=3, Ar,H), MS m/e 223(M*), FE/# (C;,H;;NO,)C,
H, N,

—PREEPE-[3-BTE-4-Q-“HEE)ZEXIFEAL)

IVy(1.7g, 0.007 mol B FIE/KEH 30 ml 1, JnA 80%EL41(0.22g,0.007 mol),
PebEmlE 1h 5, BEm_FEEE (1.1, 0.01mol), 4k&EMEFE 5h, RFHEEL
P, bp 132~136°C/0.02 mm, HEHIFE{L, mp 94~96°C (ZMEELER), E1.91g, =X
88% . EhEsih mp 173~174°C,
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SYNTHESIS OF 3-ALKYL-4-(ALKYLAMINO) ALKOXYPHE-
NYL N, N-DIMETHYLCARBAMATES AS REVERSIBLE CHO-

LINESTERASE INHIBITORS

DONG Yong-Ming, MA Jian-Zhou and ZHEN Run-Fen
Institute of Pharmacology and Toxicology, Academy of Military Medical Sciences, PLA, Beijing)

ABSTRACT In order to determine the effect of nuclear substituents in the
para isomer of CUI XING AN (m-(2-dimethylamino) ethoxyphenyl N, N-dime-
thylcarbamate) on their anticholinesterase activity, a series of 3-alkyl-4-(alkylamino)
alkoxyphenyl N, N-dimethylcarbamates was prepared. Preliminary screening tests
indicated that the introduction of an alkyl group increased the anticholinesterase
activity but also increased toxicity.

Key words Cholinesterase inhibitor; 3-Alkyl-4-(alkylamino) alkoxyphenyl N, N
—-dimethylcarbamate





