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Abstract: " Lu-DOTA-Bz-Cys-RGD dimer and """ Lu-DTPA-Bz-Cys-RGD dimer were prepared,
and the in vitro and in vivo properties were compared. TLC and HPLC show that the labeling
yields of two radiolabeled compounds are more than 95% under optimal conditions (pH=5.0,
reacting at 100 C for 15-20 min), and the two radiolabeled compounds show pretty good in
vitro stability, HPLC analyses and lg P values reveal that lipophilicity of """ Lu-DOTA-Bz-Cys-
RGD dimer is higher than " Lu-DTPA-Bz-Cys-RGD dimer. The uptake of " Lu-DTPA-Bz-Cys-
RGD dimer in other tissues is significantly higher than that of " Lu-DOTA-Bz-Cys-RGD dimer
at 4 h postinjection, except for blood and spleen. The in vivo stability of """ Lu-DOTA-Bz-Cys-
RGD dimer is much better than """ Lu-DTPA-Bz-Cys-RGD dimer. Bz-DOTA is an ideal bifunc-
tional chelator for '"Lu labeling of RGD dimer.
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Table 1  Biodistribution of " Lu-DOTA/DTPA-Bz-Cys-RGD dimer in mice
(Percentage of the injected dose per gram of tissue mass)/(%ID+ g 1)
(Tissues) 1h 4 h
""Lu-DOTA-RGD '""Lu-DTPA-RGD P " Lu-DOTA-RGD ' Lu-DTPA-RGD P
(Blood) 0.346+0. 049 0.35240. 056 NS 0.12040.018 0.09840.031 NS
(Heart) 1.339+0.079 1.669+0. 233 NS 0.960+0.051 1.382+0.026 0.000 3
(Liver) 3.76840.676 3.15440.081 NS 3.15440.081 4.79340.196 0.000 2
(Spleen) 2.03940.074 2.25040. 360 NS 2.25040. 360 2.22840.241 NS
(Lung) 2.85240.155 3.65340. 362 NS 2.07540.039 2.69440.136 0.004 6
(Kidney) 7.52840.171 21.701+3.476 0.006 5 6.815+0.383 31.5142.467 <C0.000 1
(Stomach) 4. 44840. 276 4,74340. 565 NS 3.504740.056 4.98040. 165 0.000 1
(Small intestine) 3.03440. 262 4,2184+0.702 NS 2.66540.088 3.64940.193 0.003 6
(Muscle) 0.8754+0.076 1.050+0. 145 NS 0.61740.062 0.94840. 109 0.037 8
(Bone) 2.38540.231 3.13240.569 NS 2.18740.124 3.37040.138 0.000 7
(Note): n=4; T ., P<<0.05 .NS (T examination, P<C0. 05 is significant difference, NS is no
significant difference)
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