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Description

Isoguvacine hydrochloride is a GABA receptor agonist.

IC50 & Target

GABA[1]

In Vitro

Isoguvacine binds to a mouse forebrain synaptic membrane preparation. The specific binding is
displaceable by GABA, muscimol and bicuculline but not by picrotoxin or diaminobutyric acid. Kinetic data
suggest two binding affinities. Highest levels of binding are observed in the cerebellum, cortex and
hippocampus|[1]. Isoguvacine binds to membrane preparations of rat forebrain with pharmacological
characteristics similar to the postsynaptic GABA recognition site: that it is transported into synaptosomal
preparations by an uptake system similar to the high-affinity GABA uptake system; and that recently
accumulated isoguvacine is released in a Ca?*-dependent manner and by heteroexchange with external
GABA[2]. Isoguvacine at a concentration of 50 uM blocks the seizure like events in 2 out of 6 organotypic
hippocampal slice cultures. Isoguvacine inhibits the low magnesium induced seizure like events dose

dependently[3].

Solvent&Solubility

In Vitro:
DMSO : =30 mg/mL (183.37 mM)

*"2" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 6.1125 mL 30.5623 mL 61.1247 mL
Stock Solutions 5mM 1.2225 mL 6.1125 mL 12.2249 mL
10 mM 0.6112 mL 3.0562 mL 6.1125 mL
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Solubility: = 2.5 mg/mL (15.28 mM); Clear solution

U7 SRR 2 2.5 mg/mL (15.28 mM,  YFIEE AN [RIEIE I

L 1mL TAERCAK], B 100 uL 25.0 mg/mL [93#3% DMSO i #iinF] 400 yL PEG300 1, & #95%
i) EIR AR A 50 L Tween-80, R&I5); SRRk 450 pL AEFEKERZE 1 mL.

205U IR 10% DMSO— 90% (20% SBE-B-CD in saline)

IR AR AT IR A )




IR AR A R A A
Shanghai yuanye Bio-Technology Co., Ltd
Mg 021-61312973 1HEH . 021-55068248

R ] Mk: www.shyuanye.com

MR4H: shyysw@sina.com

Solubility: = 2.5 mg/mL (15.28 mM); Clear solution
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Solubility: = 2.5 mg/mL (15.28 mM); Clear solution
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Kinase Assay

The assay for ®*H-Isoguvacine binding is carried out as follows: membranes suspended in Tris-citrate
buffer pH 7.1 are incubated at 4°C for 10 min with 8 nM 3H-Isoguvacine. Identical samples are
incubated in the presence of cold 0.5 mM GABA or 10 uM cold isoguvacine. The assay is terminated
by centrifugation for 10 min at 4°C in a micro-centrifuge. The supernatants are rapidly aspirated and
the surface of the pellets washed (2x) with ice-cold buffer. The pellet is resuspended in 100 pL of
0.1% Triton and placed in a scintillation vial. The assay tube is washed with 100 pL of distilled water
and the wash added to the vial along with 10 ml of PCS: xylene (2:1). Counting efficiency is
determined to be 40-45% in a Beckman liquid scintillation counter. Specific binding is defined as
those radioactive cpm of bound 3H-Isoguvacine that are displaced by excess cold isoguvacine or

GABA[1].
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