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W B oEZE (FE3) : Kaitocephalin has attracted much attention due to its potent
antagonist activity to glutamate receptors in mammalian CNS, and is expected to be a potent
candidate as a tool to investigate the function of glutamate receptors as well as a lead
to develop neuroprotecting agent. In this study, we have achieved the highly efficient
total synthesis of kaitocephalin which was accompanied by the development of new synthetic
methods. We also performed the synthesis of its derivatives, structurally simplified
analogs, and other neuroactive amino acids, whose SAR studies revealed that kaitocephalin
and some of its derivatives exhibited potent binding activities to NMDA receptors.
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