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Binding Affinity of Re(CO)5;CI(EPBI) for AB (1~40) A9gr
egates and Evaluation of [99Tcm(CO)3]+—EPBI

YANG Yang, LIU Ying, HAN Mei-jiao, ZHANG Jia-xin, HAN Mei, WANG Ke-zhi, Z
HU Lin

Key Laboratory of Radiopharmaceuticals, Beijing Normal University, Beijin
g 100875, China

Abstract Theaim of this paper was to develop potential technetium 99m-labeled diagnostic ima
ging agents specific for the detection of A plaques. Based on previously obtained A plagque-spe

cific biphenyls containing a benzimidazol group, %°Tc™ and Re-benzimidazol derivatives, [*Tc
m(CO)3] *-EPBI and Re(CO),CI(EPBI), were prepared. The latter showed binding affinities tow

adsAB (14 aggregatesinvitro (K =13.3 umol/L) by fluorophotometry. 2-(1-Ethylbenzimi

dazol-2-yl)pyridine (EPBI) and Re(CO),CI(EPBI) were synthesized. Binding affinity of Re(C
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0),CI(EPBI) for AB (| 49, agoregateswas determined. [®Tc™(CO),]*-EPBI was prepared
and analyzed by HPL C and paper eletrophoresis. Its biodistributionin micewas  obtained. Th
e K4 value of Re(CO),CI(EPBI) is 13.3 pmol/L. Biodistribution of [®Tc™(CO),]*-EPBI in mic

e shows brain penetration (0.63+0.17) %ID/g (n=3) at 2 min after iv injection in mice and rap
id washout from normal brains (0.27+0.03) %ID/g (n=3) at 120 min. It may provide a new st

rategy to design the early diagnosis radiopharmaceuticalsof AD  labeled by [99Tcm(CO)3] * cor
e according to the resullt.
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