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Fig. 8 Dose-response lines for antinociceptive effect of s.c.
administration of pentazocine, 1,2 in acetic acid-
induced abdominal constriction assay in mice.
Each mouse received an i.p. injection of 0.756 ace-
tic acid 30 Inin alter administration of each drugs.
Each point represents the mean with S.E.M. for 10
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Fig. 9 Blockage of the anti- Fig. 10 Blockage ofthe anti-
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Ing/kg, s.c.) by each opioid Ing/kg, s.c) by each opioid
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Development of «-opioid Receptor agonist
Kimio HIGASHIYAMA

Department of Synthetic Organic Chemistry, Institute of Medicinal Chemistry, Hoshi University

Opioid analgesies mediate their effects through three types of opioid receptors (u, «, &). Most of the opioid an-
algesics at present, for example, morphine, act by binding to the u-opioid receptor, and their analgesics potency is
associated with a spectrum of undesirable side effect, such as physical dependence, respiratory depression, and con-
stipation. In recent years, considerable attention has been focused on the development of receptor selective k -agon
ists as potent and efficacious analgesics devoid of the undesirable side effects of the u analgesics. In this review,
the present situation and the development of « -agonists are discussed.
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