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Tab 1. Tri-Substituted acetates
/CH‘CH,N(C,H.).
z” coor’
x;’ilo Solvent | Reac— vield [Mscm®| Bp HCI salt] CH,I
R'OH tion| *! salt
Compd| R I: | n-cu,| ™€
R'OH: | o | mze |com | Mpc | Mpc
NaH | :DMF J 4
i, C ,,,._<§Eu’ 1:2:%4 | 15:1 5 | s80.2 434 | 213/20 | 213~4 180
11, C nm 1:2:% | 8:1 5 | 95.0 420 — | 330~2| 219
/N N
11, HO_C\N__CH. 1:2:% | 15:1 5 82.4 408 | 207/40 168 300
) V%
N .o . -
115, Hoc“‘CH‘N/D 1:2:% | 15:1 5 78.0 422 ( 240/15 | 218~9 174
S
A V4
me | "N | nocscnN 0
e — 1:2:34 | 15:1 5.5 79.1 424 | 250/30 | 215~6 | 195~6
N
m | "\ | socu,cn N(i-C;H,)
TN U=t 1:24:24] 8:1 8 83.8 438 | 165/15 | 187~8 202
) V¢
1, ‘
I "'@ 1:2:34 | 8:1 8 88.2 426 | 180/40 | 123~5 190
11,
I ”’@ 1:2:1 6:1 7 87.9 412 | 180/15| 86 90
kY
111, "‘“
N HO_C:N—CH‘ 1:2:1 8:1 8 90.8 400 | 150/20 | 164~6 250
i,
O HOCH,CH,N\ > 1:2:34 8:1 11 59.6 414 | 170/20 | 194~6 70
1, HOCH,CH,N 0o
Y e~ __~ 1:34:1 8:1 10 62.2 416 | 180/20 | 176* 196
1L, i HOCH,CH,N(i-C,H,), 1:2:1] 8:1 | 10 | 97.0 430 | 170/30 | 89~90| 162

Elemental analyses for C H and N of all compounds as free bases and salts were within experimenial
errory Data of 'HNMR spectra of all compds as free bases were consistent with assigned structures

* Oxalate
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SYNTHESIS OF TRI-SUBSTITUTED ACETATES

LU Bin-Qian and WEN Guang-Ling

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

ABSTRACT 12 a, a-Diphenyl-a-(2-diethylamino) ethyl acetates and 12 a-



10 4 7% & = 3 i 777

phenyl-a-cyclopentyl-a-(2-diethylamino) ethyl acetates were synthesized. The effects
of polarity of solvents on the formation of carbanions and nucleophilic substitution
reaction were studied during the synthesis of these compounds.

In preliminary pharmacological tests some compounds showed marked analgesic
action.

Key words Tri-substituted acetate; Analgesic; Carbanions; Alkylation





