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New methods for screening radiopharmaceutics using cyclic peptide libraries
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In this study we developed new methods for creating cyclic peptide libraries
for screening radiopharmaceuticals. The main concept for preparing RI-labeled cyclic peptides is
based on silicon-radiobromine exchange reaction. Therefore, we tried to synthesize silylated cyclic
pentapeptide libraries containing RGD sequence. Stepwise elongation of peptides using Bpoc-chemistry
(Bpoc=2-(4-biphenylyl)-2-propyloxycarbonyl) followed by on-resin macrocyclization and cleavage from
the resin afforded desired cyclic peptides in good yield and high purity. In addition, we utilized
this method for preparation of partial cyclic pentapeptide libraries by split and mix method.
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