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Abstract: The synthesis and biodistribution of B-amyloid plaques imaging agent 2-(3’-iodo-4’-
methylaminophenyl)-6-hydroxy-benzothialzole(3’-"*' I-PIB) were reported. The chemical struc-
ture of the labeling precursor 2-( 3’-tributylstannyl-4’-methylaminophenyl )-6-hydroxy-
benzothialzole and all its intermediates were verified by ' H NMR and MS. The radioiodinated
compound was prepared using iododestannylation reaction by hydrogen peroxide. Final radio-
chemical purity is above 95% determined by TLC. The in vivo biodistribution of 3’-*'I-PIB in
normal mice shows excellent brain uptake and washout, indicating this benzothiazole (BTA)
derivative has potential for in vivo imaging amyloid deposits.
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Fig. 1 Scheme for the chemical and radiochemical synthesis of 3’-"*'I-PIB
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Table 1 Biodistribution of 3’-"*'TI-PIB in normal mice
(Percentage of the injected dose per gram of tissue mass)/(%ID « g~ 1)
(Tissues)
2 min 30 min 60 min 120 min 360 min
(Brain) 2.45%+0.43 0.3940. 04 0.1940.02 0.1240.01 0.06+0.01
(Muscle) 1.71£0. 44 0.8740.15 0.5740.11 0.6140.12 0.2840.04
(Heart) 7.94+1.18 2.5240.30 1.64+0.26 1.35+0.23 0.7040. 15
(Liver) 11.10£1.75 6.09+1.06 4.2641.22 3.71£1.03 2.484+0.91
(Spleen) 4,7041. 67 4.7240.48 3.20+0.98 2.3140.59 1.1840. 34
(Lung) 14.74+1.59 4.56740. 62 2.22+0.41 1.7640.52 2.7243.01
(Kidney) 8.30+0.99 5.5540.93 3.13+0.17 1.9440. 36 1.16+0. 14
(Blood) 8.82+0.93 2.3740.11 1.68+0. 31 1.34+0.09 0.6340.08
(Note) : n=5
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