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Preparation and Biodistribution of *'I Labeled
3-Amino-1-Hydroxypropylidene-1 . 1-Bisphosphonate

LIN Ru-shan', PU Man-fei’, YANG Yuan-you" ",
LIU Ning', LIAO Jia-li', JIN Jian-nan'

1. Key Laboratory of Radiation Physics and Technology, Ministry of Education,
Institute of Nuclear Science and Technology, Sichuan University, Chengdu 610064, China;
2. Institute of Nuclear Physics and Chemistry, China Academy of Engineering and Physics, Mianyang 621900, China

Abstract: 3-amino-1-hydroxypropylidene-1, 1-bisphosphonate ( ABP) was synthesized and
labeled with "1 using N-succinimidyl-5-( tri-butylstannyl)-3-pyridinecarboxylate (SPC) as a
bi-functional linker. ''1 could be coupled to ABP via a "' I-SIPC intermediate with a labeling
yield of more than 64%, and a radiochemical purity of more than 99% after HPLC purifica-
tion. After 72 h at room temperature, the radiochemical purity was still more than 98. 8% , im-
plying that the " I-SIPC-ABP is stable in vitro. Biodistribution experiments in mice show that
P-SIPC-ABP has high affinity to bone and high stability in vivo as well as in vitro.
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TLC , BI-SIPC-ABP Ri=0,%1- °
SIPC R, = 0. 95,
. ) 1 BI-SIPC-ABP
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. <A Table 1 Radiochemical purity of
0.6, I-SIPC-ABP ° BI-SIPC-ABP at room temperature
64% . 99%,
t/h RCP/ %
2.2 BI-SIPC-ABP
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1, 1 , 48 98. 96
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2 B'I-SIPC-ABP
Table 2 Biodistribution of *' I-SIPC-ABP in mice
(Percentage of the injected dose per gram of tissue mass) /(% ID + g~ 1)
(Tissues) 0.5 h 2 h 6 h 24 h
(Blood) 0.46+0.11 0.14+0.06 0.07+0.01 0.02+0.01
(Heart) 0.25%0.04 0.224+0.16 0.114£0.05 0.30%+0.01
(Liver) 0.50%0.07 0.55+0.11 0.39+0. 10 0.30+0.01
(Spleen) 0.30+0.07 0.27+0.06 0.28+0.05 0.14+0.02
(Kidney) 3.88+0. 86 2.9240. 28 2.13+0.32 0.39+0. 06
(Lung) 0.49%0. 06 0.26%£0.05 0.19%£0.03 0.10%0.01
(Stomach) 0.72+0.16 0.60+0.08 0.82+0.49 0.06-0.01
(Intestine) 0.134+0.14 0.22+0.10 0.14+0.02 0.07+0.02
(Muscle) 1.1540. 34 0.66+0.41 0.69+0.75 0.44+0.35
(Bone) 14.75+1.82 15.02+3. 38 19.99+0.17 12.94+0. 50
(Thyroid) P 0.08+0.03 0.05%+0.01 0.02+0.01 0.05+0.03
(Notes) :n=4;
i) %1D(The unit is %1D)
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