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Synthesis and Biodistribution of "*'I-BIB
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Abstract: The synthesis and biodistribution of "*'I-1-iodo-2, 5-bis (4 ’-amino) styrylbenzene
(**'1-BIB) were reported. The chemical structure of the labeling precursor 1-tributylstannyl
-2,5-bis(4’-amino) styrylbenzene and all its intermediates were verified by IR, 'H NMR and
MS respectively. The radioiodinated compound was prepared using iododestannylation reac-
tion by hydrogen peroxide. Labeling yield was more than 60% and radiochemical purity was
more than 90% determined by thin layer chromatography (TLC). The in vivo biodistribu-
tion of "'I-BIB in ICR mice showed that the value of brain uptake was the highest in
30 min.
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) ; :ICR ,4~5 ,
2, 18~20 g . , ,
) SCXK( )2007-0001,
, R Tensor 27 AM-400
R Bruker ; ZMD-2000
R : Waters ; C5002 vy
[4] e 1- -2, 5- PACKARD-COBRA ;
(4°- - (BMB) , Yanadimoto ,
. BMB 1.2 BIB
. L5 , [4] BMB BIB,
. 1,
BMB 'C , 1.2.1 1- -2,5- (D
) "nc , 11 min, 5.55 g(30 mmol)2- - 100 mL
. BMB 1 CCly,  10.68 g (60 mmol) N-
) 1- -2, ( NBS) (BPO),
5- (4'- ) (BIB), "1 . 30 min,
. ) ( I
) ) (IR)
1 ('H NMR) .
1.1 1.2.2 20 1.4 < (2)
N- . 9994, 4.066 g(11.8 mmol) 1
; . 4.1 mL (23. 6 mmol) (P
96 % , :SnCl, + 2H,0; (OED;), 160 C, 6 h,
98% , ; , , ,
2- - ( 97 %), ( V(CH,ClL) + V(CH,;OH)=095:5
97 %) ( 99%) : ; ( 2). ;
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1.2.3 1- -2,5- (4’- ) ( 2
3) » 2.34 g 2.1 BIB
(5.12 mmol) 2 1.55 g(10. 26 mmol) 1~5 .
30 mL s .
0 C 5mL  25% . 1: 5.0 g, 48. 6% .
, , . 82~84 C, IR(em ') :3 030¢(
. ( 3), . )42 900( ), 1 598¢
., IR 'HNMR . ),1 486( ), 1 433¢(
1.2.4 1- -2,5- (4’- ) ( )3 MS:339(M ') ; 'H NMR (CDCl, .
4) » 0.5 g 400 MH2)8: 7.65 (d,1H),7.45 (d,1 H),7. 35
(1.1 mmol) 3 50 mL ) (dd,1 H),4.60 (s,2 H),4.41 (s,2 H),
0 C 10 mI. 2 g SnCl, - 2H,0O 2. 4,07 g, 75. 2%,
(SnCl, ), 80 C , IR(em 1) :2 981¢( ),2 907(
. . 100 mL ), 1 490( ), 1 392¢(
100 mL 3, , )5 MS: 457 (M7 ), 480 (M + Na);
100 mL 2 mol/L NaOH 2, "H NMR(CDCl; ,400 MHz)§: 7.50 (s, 1H),
. Na, SO, . , 7.39 (dd, 1 H), 7.20 (d, 1 H), 4.03 (q, 8
( 4, , . IR H)., 3.35 (d, 2 H), 3.09 (d, 2 H), 1.28 (t,
'H NMR . 12 H).,
1.2. 5 BIB( 5) 224 mg 3. 2.0 g, 86. 6%,
(0. 573 mmol) 4, 6 mL 250 C, IRCem ') :1 590¢(
2 mL . 2 mL 40 mg ),1 512¢( ), 1 338¢(
(0. 032 mmol) ’ ); MS: 451 (M");'H NMR (CDCI, ,
100 C, 40 h, 400 MHz)8: 8. 22 (dd, 4H), 7. 71 (m, 4H),
. . VI ) = V( 7.60~7.50(m,2H), 7.40~7.25(m,3H),
)=2:1 . . 7.11(dd,1H),6. 90(dd,1H),
, , IR 'HNMR . 4, 0.3 g, 69. 2%,
1.3 BIB ™I IR(em ™ ') :3 363( ), 1 605¢(
[6]. 50 pg BIB, ), 1514¢ ), 1275¢(
50 L . Na''1(25 pL. 37 MBq) ), 1177¢ ); MS.
100 pL 1 mol/L HCI, , 391(M"); '"H NMR(CDCI, ,400 MHz)§8: 7. 75
100 pL H,0,(3%) 10 min, (dd, 2 H), 7.50 (d, 1 H), 7.30(dd, 4 H),
150 pL NaHSO, , 7.15~7.05 (m, 3 H), 6.88 (d, 1 H), 6.55
250 pL NaHCO; pH  7~8, (d,4H), 5.45 (s, 2 H), 5.35 (s, 2 H),
1 mL 3 . TLC 5. 132 mg, 38.4%,
, V( ) = V( ) = IR(em™"):3 379¢ )42 960(
19:1, ), 2 924 (
1.4 ).1 608¢( ), 1 513¢
18~20¢g ICR 20, ); MS: 601 (M'"); 'H NMR (CDCl,

0.2 mL(C 0.37 MBqg)" I-BIB,
5.30,60,120 min ,
5 . NN v s

400 MHz)¢: 7.81 (d, 2 H), 7.50 (d, 1 H),
7.30~7.20(m, 4 H), 7.05 (d, 3 H), 6.78
(d, 1 H), 6.45 (d.4 H), 5.45 (s, 2 H), 5.35
(s, 2 H),2.20~1.80(m,27H),
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5 8.4%., 2.3 "“'I-BIB
s “'1-BIB
s s o (51, 1, 1 ,"1 1-BIB
5 , , 30 min ., 0.82%ID/g;30 min
4 s s NN 25. 26,
4 , . 9.30.5. 62 4.13%ID/g. LT
2.2 "“'I-BIB BIB s
TLC LT BUI-BIB R; s BT-BIB
0.1 0.95, B11-BIB , o
607, 90% .
1 "“'I-BIB (xts,n=05)
) /(%ID g b
' 5 min 30 min 60 min 120 min
0.3840.05 0.8240.05 0.74740.16 0.66=40. 14
0.8740. 26 1.3940. 27 1.5440. 27 1.4840. 28
0.8540.17 1.1340.19 1.16+0. 22 0.6540.08
3.60+0.52 2.92+0. 41 2.77+1.12 1.18+0. 28
27.164+2.71 25.2642.03 21.6348.06 20.8642.73
5.97+2.37 5.62+1.62 5.98+2.58 5.05+0.74
10.09+1. 63 9.30+1.53 4.6741.26 9.26+1.95
4.0240.47 4.13%£0. 34 3.3140.48 1.83+0.47
0.52+0. 06 0.38+0.06 0.46+0.19 0.29+0.02
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