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B-emitting radiopharmaceutical, I-131 labeled mriodobenzylguanidine (I-131 MIBG)
has been used for radionuclide therapy of malignant pheochromocytoma. Therapeutic
effect of this approach is however less than expected. As auger electron possesses
higher toxicity against tumor cells than B-emitting radionuclide therapy, we challenged
to reveal efficacy of auger electron by using auger emitting radionuclide Br-77 labeled
m-bromobenzylguanidne. First of all, we tried to prepare Br-77 labeled MBBG via
boron-bromine exchange reaction which is expected to obtain enough amount of
radioactivity to radionuclide therapy. Although desired boronate compound,
3-Pinacolateboryl-benzyl(N,N’,N”-triBoc)guanidine, was synthesized, following
radiobromination was not proceeded at all. We then successfully synthesized Br-77
labeled MBBG by iodine-bromine exchange reaction which is conventional route of
MBBG synthesis. We conducted cellular uptake studies, and the results showed that
MBBG was taken up into PC-12 cells at 3 hours after incubation. However, we don’t
revealed localization of Br-77 MBBG in PC-12 cells.
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