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this Work the rather complicated procedure previously employed to 

purify the iodopindolol following the termination of the iodination 

reaction was replaced by simple gel-chromatography. The reaction 

mixture was applied to a Bio-Gel P2 column which was eluted with a 

0.1 M ammonium formate buffer. This system allows satisfactory 

separation of iodopindolol from pindolol and from inorganic iodide. 

Thus, purified iodopindolol has a specific activity of ̂ 2200 Ci/mmol 

and is suitable for autoradiographic visualization of serotonergic 

nerve terminals in rat brain. 
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PURIFICATION OF 1 2 5I IODOHISTAMINE 

A. Freud, A. Canfi, D. Solencheck and Z. Teitelbaum 

125 
Coupling of I-iodohistamine (via its amine group) to a 

precursor is a widely used method of synthesizing radioiodinated 

tracers. Other primary amines present in the reaction mixture will, 

in general, also react with the precursor, yielding by-products 

which adversely affect the tracer. Thus, for example, excess of 
125 

histamine, usually present in non-purified I-iodohistamine 

preparations, strongly diminishes the immunoreactivity of the 

labeled tracers obtained by such a synthesis. 

Recently we have examined several simple chromatographic 

methods in an attempt to separate iodohistamine from histamine and 

thus eliminate those detrimental side reactions. Two of the systems 

examined provide the desired separation. One is a TLC system using 

a silica gel plate and a mixture of n-butanol, acetic acid and water 

(2:1:1 v/v) as solvent. The other uses a Bio-Gel P2 column and a 

0.05 M NaPi pH 8.0 buffer as eluant. Both systems are now being 

optimized to yield iodohistamine suitable for synthesis of labeled 

tracers. 

IODINATION OF THE ANTI-ESTROGEN TAMOXIFEN VIA ORGANO-METALLIC SUBSTITUTION 

A. Canfi, D. Solencheck and Z. Teitelbaum 

Tamoxifen (TMX) is an anti-estrogen with strong anti-tumor 

activity . It is used for chemotherapy of hormone dependent breast 
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cancer. It binds specifically to estrogen receptors "both in normal 

and neoplastic tissue carrying neoplastic tumors. Attempts to synthe

size a TMX derivative radiolabeled with a gamma-emitter are aimed at 

the preparation of a "double action" agent, which would concentrate 
(2) 

in the neoplastic tissue and exert cytotoxic and radiation effects. 

Since the tissue distribution of such an agent should be detectable 

by external scanning, it should also ~.-,a useful for tumor localization. 

Radioiodination of TMX bv the conventional vse^hods (Ch-T, LPO, 
(3) 

etc.) results in complete decompobltion of the molecule . We have 

therefore attempted radioiodination using a modification of the 
(3) approach suggested by Seitz and Hanson . Tamoxifen was reacted 

with n-butyl-Li which was followed by a second reaction with tri-n-

butyl-Sn, to obtain an activated TMX derivative. Reaction of this 

derivative with radioiodine (I_ in CCl,) results in rapid substitution 

of the tri-butyl stanyl with iodine. Upon analysis by TLC only two 

radioactive entities were detected: unreacted iodine and iodo-Tamoxifen. 

The latter was purified from the reaction mixture by preparative TLC 

and is presently being evaluated in vivo for its suitability as a 

tumor localizing agent. 
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A COMBINED HYDROGEN TRANSFER AND CARBONYLATION REACTION CATALYZED BY 

TRANSITION METALS 

I. Pri-Bar and 0. Buchman 

A new palladium catalyzed forraylation reaction of aromatic 

halides was developed. The reaction takes place at low carbon 

monoxide pressure (3-4 atm), using polymethylhydrosiloxane (PMHS) 

as the hydrogen donor 

CO (4 atm) 
Pd catalyst 0 
base | | 

Ar-x + CO + PMHS > Ar-CH (1) 
30-100°C 


