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Advances in gamma-aminobutyric acid type A receptor
allosteric modulators
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Abstract: Gamma-aminobutyric acid type A receptor (GABA,R) is a multi-component transmem-
brane protein complex, which is the most widely distributed and most important inhibitory receptor in
the mammalian brain. GABA,R is a potential therapeutic target for a variety of diseases because of its
regulation effects on a wide range of important physiological and pathological processes. Allosteric
modulators acting on GABA,R have a good receptor specificity and pharmacological activity, which
have shown good applicability in highly selective ligand research and the development of potential ther-
apeutic agents in recent years. Advances and applications of GABA,R-related modulators are outlined.
Those acting on intra-synaptic GABA,R, such as benzodiazepines, barbiturates, neurosteroids, and
general anesthetics, are reviewed, so are those acting on extra-synaptic GABA,R, such as methaqua-
lone analogs, DS2 and its homologues and other allosteric modulators.

Key words: gamma-aminobutyric acid type A receptor; allosteric modulators; the sedative and hypo-
notic effects
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