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GABA RECEPTORS

GABAA
- Rank order of potency
- Receptor structure

- Predominant effectors Chloride ions

- Tissue specificity”

Muscimol>GABA>

Bicuculline>=Baclofen

7 transmembrane domains

- lamina molecularis of
olfactory bulb

- granule cell layer of
the cerebellum

- uniformly distributed
throughout the dorsal

and ventral horns

GABAB
Baclofen>GABA>

Bicuculline>Muscimol
4 transmembrane domains

cAMP
K* conductance T

Ca®* conductance 4
- interpeduc 1 nucleus

- molecular celi layer of
the cerebellum
- distributed with high densities

in laminae [-1V in spinal cord

wnsyine1uas GABA  receptor

GABAA receplaor tyn recepior subtype
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pine # allosteric binding site aguwlaianauay
GABA, receptor ﬁuwmﬂﬁu benzodiazepine

receptor \Undunitslulasoaironns GABA

receptor LldwABU neurosteroids LAY barbitu-
rates 39dl allosteric binding site agiuu[mﬁqa
389 GABA_ receptor 8w wananiteed
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Agonist [EC50 (UM )]

Antagonist [ICE‘3 (M) ] l

Transmitter GABA |.-Baclofen Phaclofen CGP35348 CGP&2432
GABA 1.28 1.17 79.2 >300 0.087
Glutamate 2.80 1.51 > 1000 4.21 9.60 ‘
Somatostatin 1.93 1.33

62.6 3.63 3.38 |

| : ) ) dd e e
A19197 4 AN EC50 uag )50 484 agonists WAE antagonists daq G»ﬂ\BAB auloreceptors YILOEIHAINU

n15wadued GABA L rat cerebral cortex Uag spinal cord
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Agonist [EC50 (UM )]

Receptor location GABA

Cortex 1.23 1.37

Spinal 1.01 425

L-Baclofen

Antagonist (IC_ (UM} ] I

3-APPA Phaclofen CGPR35348
0.095 47.9 =300
0.078 >1000 1.07
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GABA RECEPTORS

3-APPA-sensitive

baclofen-sensitive

3-APPA -sensilive

baclofen-insensitive

phaclofen-sensitive

CGP35348-insensitive  CGP35348-sensitive

phaclofen-insensitive

phaclofen-insensitive

CGP35348-sensitive
phaclofen-sensitive

CGP35348-sensitive

g‘dﬁ 7 Schematic representation of multiple GABAB receptors
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