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    Abstract

      Binding of γ-amino[14C]butyric acid by sucellular particles of mouse brain homogenates at 0° is apparently due to action of the specific transport system for GABA. Although not energy-requiring, this uptake process showed a saturable dependence of GABA concentration, with an apparent Km of 28 ± 3 µM. The process was strictly sodium-dependent and sensitive to osmotic shock, freezing and thawing, and treatment with mild detergents. None of the GABA sequestering had the properties expected of neurotransmitter receptor sites, which probably were present in concentrations too low to be detectable by equilibrium dialysis of filtration assays of ligand binding. The potency of inhibition of GABA uptake at 0° was determined for 13 structural analogues of GABA known to inhibit both the transport of GABA and GABA synapses. No inhibition of GABA uptake occurred with 0.3 mM picrotoxin, but high concentrations (0.3 mM) of bicuculline-like compounds did inhibit the process, indicating that inhibition of the "binding" of radioactive GABA to tissue homogenates by bicuculline is not a sufficient criterion by itself to define such binding sites as receptors.
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