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Abstract: The objective of this study was to develop an acylation method for the radioiodination
of monoclonal antibodies that could decrease the loss of radioiodine in vivo. Preparation of N-
succinimidyl-3-iodobenzoate(S'” IB) from the organoth precursor, N-succinimidyl-3-(tri-n-bu-
tylstannyl) benzoate(ATE) proceeds in more than 95% labelling yield, when the mass of ATE
and NCS are respectively 25-100 pg and 10-20 pg, and the volume of PBS is 10-20 pL, and re-
action time is 5 min. IgG is labeled using S 1B in up to 75% conjugation efficiency and with
well retained immunoreactivity to sheep anti-human IgG. Hepama-1 is also labeled using S'*IB
in more than 75% conjugation efficiency. Paired-label biodistribution studies in normal mice

demonstrate that thyroid uptake(a monitor of dehalogenation) of Hepama-1 labeled by S'* 1B
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method is up to 87. 9 times lower than that of Hepama-1 labeled with lodogen. This result sug-
gests that S'”IB offers significant advantages for labeling proteins, antibodies over other con-
ventional methods for protein radioiodination.
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Table 1 Effect of reaction time and amount of NCS and PBS on reaction
¢/min? Yia/ % m(NCS) /;1g? Yia/ % V(PBS) /uL? Yian/ %
5 99 10.1 99 0 90
10 94 13.5 96 10 99
15 96 15.8 98 20 96
20 95 19.6 97 30 93
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24 196.0+12.0 6.440.6 [1] Larson S M, Carrasquillo J] A, Reynolds J C. Ra-
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