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Summw~g: Reaction 06 bmtmti~e oxide u~iih N-BUC-&g&mine, &IYowed by hgdxokTyn& w.Lth 
aqueous Nc~Ott,yivti .&5mazo&1-3-ok? detivtive 3, a keg-itimmediate in the ngtihunD 06 aa- 
cmic CIA weU M optic&g puhe R(-)- and S(+l-dihydn_otncmtiok?. 

4-aminobutyric acid (GABA) is the major inhibitory neurotransmitter in the brain'. 5-aminome- 

thylisoxazol-3-ol(muscimo1) and 5-aminomethylisoxazolin-3-01 (dihydromuscimol - DHM) are con- 

formationally restricted analogues of GABA that have been extensively investigated2. 

They are powerful agonists at the post-synaptic GABA receptor complex but they also interact 

with the GABA-uptake system. 

Recently3,Krogsgaard-Larsen was able to demonstrate that the inhibitory effects on the GABA- 

uptake of DBM reside exclusively in the R(-)-enantiomer whereas the GABA-mimetic activity on 

the post-synaptic receptors is due to its S(t)-enantiomer. 

The racemic form of 2, N-BOC-dihydromuscimol, was obtained in 15% yield through the reaction 

sequence reported in the upper part of Scheme l4 ;resolution of 3 into its enantiomers was 
- 3 achieved via the formation of diastereomeric salts with cinchonidine . 
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