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Abstract; The preparation of radioiodinated gambogic acid and its cell uptake in MCF-7 and bio-
distribution in mice were investigated. Gambogic acid was labeled with "' using hydrogen per-
oxide. The radiolabeled compound was characterized by polyamide TLC, in which the substra-
tum of V (trichoromethane ) : V( methanol ) =40 : 1 was used as developing agent. The up-
take of " I-gambogic acid in cancer cells was measured. Biodistribution studies were carried out
in KM mice. At different time after radiopharmaceutical i. v. administration (185 kBq '*' I-gam-
bogic acid /mouse), the animals were sacrificed. Blood samples and the tissues of interested
were collected, weighted and counted. The percent injected dose per gram ( %1D/g) was calcu-

lated for each sample. The labeling yield of '*'I-gambogic acid is 86% and its radiochemistry
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purity are 97. 2%, 95. 4%, and 93. 3% at 1, 4, and 20 d, respectively. The uptake of "'I-
gambogic acid in MCF-7 shows markedly higher compared with Na'*' I(P<C0. 01). The in vivo
biodistribution in mice indicates that "' I-gambogic acid is mainly uptaked in liver, kidney, and
intestines. The radioactivity in thyroid increases with time. '!'I-gambogic acid is stable and is
markedly uptaked in cancer cells MCF-7. In mice, it is mainly metabolized by liver and excre-
ted through kidney.
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Table 1 Uptake ratio of ' I-GA by cells
( Uptake ratio by cells) /%
(Cells) (Medicines)
5 min 30 min 60 min 120 min 240 min
MCF-7 BI-GA 2.70+0.03 3.50+0. 14 2.85+0.09 1.3840. 04 0. 6640.06
Na'*'1 0.06+0.03 0.07+£0.02 0.10+£0. 04 0.06=+0. 05 0.07%0.03
SH-SY5Y BIT-GA 0.0340. 05 0.14-+0.07 0.0940. 04 0.04-0. 04 0.06+0. 04
Na'*!'1 0.034+0.01 0.02+0.04 0.04+0.02 0.05+0.03 0.034+0.01
2 13117
Table 2 Biodistribution of "' I-GA in mice
(Percentage of the injected dose per gram of tissue mass)/(%ID « g~ 1)
(Tissues)
5 min 10 min 30 min 60 min 120 min 240 min 1 440 min
(Heart) 3.64+0. 84 4.53+0. 64 3.134+0. 36 3.29+1. 14 1.5940. 40 1.514+0.17 0.49+0.05
(Liver) 25.9345.13 23.8745.96 10.93+2.37 10.66+1.49 6.74+0.98 5.54+0. 82 1.20+0.11
(Lung) 6.38+0.28 7.88+3.06 3.48+0. 64 2.88+0.56 1.75+0.92 1.2540. 25 0.3740.27
(Kidney) 6.37+1.13 6.57+0. 64 4,30+0.54 4,24+0. 34 2.43+0.28 2.46+0.58 0.58+0.11
(Spleen) 5.154+0. 31 6.214+0. 30 3.614+0.42 2.99+1.02 1.8140.69 2.014+0.35 0.74+0. 27
(Muscle) 1.204+0.63 1.28+0.28 0.9040. 16 0.76+0.16 0.55+0.17 0.5740.14 0.1840.03
(Bone) 1.8040. 31 2.4640.98 1.8040. 95 1.2340.21 1.0940.17 1.804+1.10 0.58+0.13
(Brain) 0.30+0. 04 0.72+0. 64 0.37+0.15 0.46+0.57 0.16=+0.04 0.194+0.05 0.12+0.03
(Intestines) 14.69+1.10 4.64+4.51 3.94+1.67 5.76+1.98 3.84+1.87 3.74+2.49 0.35+0.12
9.30+2.92 16.40+£6.18 44.814+18.62 72.42+29.60 104.3£33.2 144.2+25.1 292.1+166.6
(Thyroid gland)
(Blood) 4.55+1.03 4,02+0.97 2.46+0.29 2.4040. 40 1.3440.25 1.524+0.13 0.47+0.09
(Note): n = 5
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