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lonotropic glutamate receptors (iGIuRs) mediate the majority of fast excitatory neurotransmission in the
mammalian central nervous system. iGIuRs are also thought to be fully or partly involved in the brain disorders
such as Alzheimer and Parkinson diseases. Specific ligands for iGIuRs are of use to analyze and to control the

biological functions of iGIuRs at a molecular level.

We have been, therefore, studying to develop specific ligands for iGIluRs that show diverse neurological
activities, in order to also understand relationships between iGIuR's dynamic conformational change and the
biological functions. We have so far successfully developed hyperactive artificial glutamate analog 1IKM-154 and
the hypoactive congeners, (2R)-IKM-159 and MC-27, while the enantiomer responsible to the neuroactivity
remains to be elucidiated for IKM-154 and MC-27. Herein, we will report our recent progress toward the

enantioselective synthesis of IKM-154 and MC-27.
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