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Abstract

Many 2-Aminoazoles and their derivatives possess important biological and pharmaceutical
properties. They are employed widely in medicinal chemistry, particularly in the treatment of brain
diseases. In this research, two practical protocols for the synthesis of N-substituted 2-aminoazole
derivatives are described. The first method is employing simple azole substrates, nitrogen
nucleophiles, lithium tert-butoxide as the base, and iodine to mediate carbon-nitrogen bond
formation. Another method is to employ CuCl catalyst, PPh; ligand, and LiO{Bu base in the
electrophilic amination reaction of benzoxazoles with O-benzoyl hydroxylamines. These two
methods proceed at room temperature under an air atmosphere using a normal benchtop set-up,

and enable the convenient preparation of various 2-aminobenzoxazole derivatives in good yields.
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