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Tab 1 Structures,physical properties,spectrum data and pharmacological activities of compounds 1~5

EDso

Compd Yield(%)* MP(C)* Formula Analysis® MS(m/z) (nmol/mouse,
' 95 Y5 confidence limits)
1 85 108. 5~  CzHsN3zO3 CHN 410(M+1)+ 0.138
110.0 « 2H,C;04 + 14H,0 (0. 138~90.139)
2 78 214. 0~  Cz6H32N304Cl CHNCI 486(M+-1)+ 0. 849
215.0 « HCl » 5H,0 (0.527~1. 367)
3 67 208. 5~  CaH32N304Br CHNBr 303(M—79—147)+ 5. 47
209. 5 « HBr » H,0 . (4. 31~6.96)
4 50 210. 5~  CzsH3sN30g CHN 520(M—1)+ 10. 54
211.5 « HCl « Y4H,0 (4. 13~26.95)
5 76 221. 0~  CxrHuN;0(Cl CHNCI  464(M—35)+ ’ 0. 286
223.0 « HCI (0. 094~0. 869)
Morphine © o202
Etorphine 0.012

- 8. No effort was made to optimize yields. b. Melting points were uncorrected.

c. The analytical results were within 3-0. 4% of the theoretical values.
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SYNTHESIS AND PHARMACOLOGICAL ACTIVITIES OF THE
1-SUBSTITUTED 4-METHOXYCARBONYL
FENTANYL DERIVATIVES

MYi, GZZhu, JGLi and JS Chen

(Institute of Pharmaceutical Chemistry, PLA, Beijing 102205)

ABSTRACT Five derivatives of 4-methoxycarbonyl fentanyl were synthesized, four of them
carry in the molecules some radicals that may alkylate opiate receptors. Their analgesic activities were
measured and the irreversible inhibitory effects of all compounds on the electrically elicited contraction
of MVD were investigated. The analgesic test showed that the compounds in this series possess analgesic
activity with typical morphine — like action. The isolated tissue experiment indicated that these new
compounds wete all capable of binding with opiate receptors, and that compounds 2, 4 and § were
determined to be a new irreversible ligand of opiate receptors.
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