55034 % 1M ¥ otk ¥ 5 g $ b Vol. 34 No. 1
20124F 2 H Journal of Nuclear and Radiochemistry Feb. 2012

XEHS:0253-9950(2012)01-0034-06

23] By EI 5 B B ARID I B NS F
Al & KR 5 B 52

g, TR ERA LR e RN, KR F

LN I B 2 BRI T T 6 S 4 B B R B TR B SR B =L DU 1] AR 6100645
2. PR AR P BE B AL R RE PUI AR 6100415
3. PUJIK 2 Wy Bz e . U1 R 610064

FE A LA R A 8 3d ™ Sb (o, 2n) ™ TR SR 7E 25 H 46 #L S B 62. 2~ 64. 3 mg/cm® Al o 4T HE
&y 26.5 MeV G BL T, FTLIAHE] 11,1 TBq/ (A « b LL b HAZSEBE &3k 98. 6 7019 1, F ATl 45 1910 T 47
TN T A KLY Vi CDR, -V FR, -V CDRy ' THRIC » I X5 b5 10 90 19 1A S0 e R B 75 1E /I BUA A 9
ST TR . A5 RFEW P THRIC Vi CDR, -V FR, -V, CDR; AR 8 % A 3% 90 BL B "™ T AR id ¥ 12
RN B it it BB AT e B A SRR E T

KFWE LRIl /N FRLE K Vi CDR, -V FR,-V . CDR;

HESES:RS17.4  XEIRER:A

Preparation of '?I and a New '**I Labeled Fusion Peptide

YANG Yuan-you', LIU Ning', FAN Cheng-zhong*, LIAO Jia-li', XU Fa-lun',
SHI Fu-kun®, LAN Dong’, TANG Jun'

1. Key Laboratory of Radiation Physics and Technology, Ministry of Education, Institute of Nuclear
Science and Technology, Sichuan University, Chengdu 610064, China;
2. Department of Nuclear Medicine, West China Hospital, Sichuan University, Chengdu 610041, China;
3. Department of Physics, Sichuan University, Chengdu 610064, China

Abstract: ' with radioactivity of 11. 1 TBq/(A « h) and nuclear purity of more than 98. 6 %
was prepared in the CS-30 cyclotron of Sichuan University via " Sb(a,2n)'*1 nuclear reac-
tion by a-energy of 26.5 MeV and using Sb target of 62.2-64.3 mg/cm®’. Furthermore,
ViuCDR,-VFR,-V CDR;, a new fusion peptide was labeled with "I, and in vitro and in
vivo of the labeled peptide was evaluated. The results show that the labeling yield of '"*1I-
ViCDR,-Vy; FR,-V, CDR; is more than 90%. The deiodination of 1 labeled Vy CDR,-
VuFR,-V.CDR; in vivo is minimal, and '*I-V;;CDR,-V;FR,-V, CDR; has a high stability in

vitro.
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TR G A AR HCE RO 13,2 h,
Wk PR RS 159 keV G T, WIS E &
(7.10X10" Bq/g) » X s A 114 8 5 70 == A1 76 [F) A
I BT FOR R R AT TR 1/100 2247, \)
T S 30 P AR I AR R R AR B B
SE OB A VER NS R R 2

BT R B A A T 1 ) AR e YA T R ke
i L R il A E PR i A5 12 K VR 9T B A AT
BZ—. HTRERYs K. 982
A N7 S o N [ WE S o T N R I 3 =
1322838 J1 R /N B SR A DNA SR
V4 G A R S B AR R B T AR DXL PR 4 R R R T AR
DX IR P 91 o FH AR 3 3 10 S A% 1 R i 42 n] 19 2
2~35 kDa Iy Ik Bt . 5% 0] A2 XA FR il o — 4%
12~20 %k FE 19 JIKk 5 42 4 4 256 o AH 3 42 L L0 57
RIER ) 5 AR PUERAE . /N7 Rl A IR
Vi CDR, -V FR,-V, CDR, %5t DNA T2 % R 15
5= 240 3 kDa WPk B Gm kAT
T HRie Vi CDR, -V FR,-V, CDR, [ BF 5% , H A%
ICIXT bR A2 2 W A R S O R
FH . FEULIE AL b AR S B A M A T
' T ARid /N F il A KAL) Vi CDR, -V FR, -
VL.CDR; . DUHAS 3 A R 47 38 w2 09 800 M 15
254" 1V, CDR, -V FR,-V, CDR, .

BT IR AR S ST T T A
FESCIERY EAT /N1 Rl IR 1 T AR
FEXIFRICPIAE IEH /N BRI A 4 23 A A 701 25 5T

1 SRWHMBITE

KRR AN L ER
CS-30 [l i i i 4 » 56 & TCC 24 ) A2 ™ s AR

1.1

BREAME W e (NBS, £ 8 K T 9870) - & [{ Acros 2+
A s ik B Csilica gel, 0. 125~0. 178 mm) . TLC fik &
M (20 emX 20 em) , 35 [E Aldrich /A &) 5 B Sepha-
dex G10, Hijf 8L Pharmacia 2\ &) ; BS210S 1 + K
LR E0.001 g, f8 [# Sartorius 2 &) s H & BR
(glysine) , 35 [E Sigma /A @] ; FH-603 J: &I [A] £k
Pk FH463A 1 3 & b v, db 5t &% A A% )5
VuCDR,-V4FR,-V.CDR; , /N3 F Bl & BK, A0 X
T IR R0 3 kDa, AR A W A1 9 5%
ARSI W BN T Sh, O, 4l 99.99%, K
HAb 2R — ) KOH PP R » AR B B Ak T3 7]
T s FE R S T B M 4 s 28 1B K O = 30K
EUIZR/NEL (2022) g, MEMES R, 1l T 14 )1]
REFAETGEZHY LR PG,
1.2 SRBHE
L2.1 Tkl 2Tk B2 MK
25— 8 2 Al OB A RO A 7 AT Xes SR
Ja AR IR 5 TR A B R R
A0 B B R R A I B R AR SR R A
£ (CS-30 Jinsd £ ) K WF il A, ke s R TR AR 2
JE B BEAE R B A RE, R Sb Cas 200 T 8% S
W EMA™1, R Sb(a, xn) M (FF DR A
gk, 12 B, TR T i P A, &2
RSN AT e A Y AR X DL Rk R A 2
JEL AT DA T A A B A% Al H AR
B I T, s bR R R S 61~ 67 mg/
cm® (Y FHEHE L ANAL R R T 144 mg/em® U AT RE K
FERAEY Cas ) JRE S DT AR 7 R 2% J30 T AN
T, BRI T R S R — o 7 EE AT D AR
AL R L, AL o BT R RE
HI7E 26.5 MeV 45,

F 1 AR Sh MR T KN K@ R
Table 1 ™ Sb(a,2n) T reaction"'"’

Lik) % SN 7k - Q/MeV

(Targets) (Nuclear reactions) (Products)
21Sh(57 %) Casn) 127 4.2d —7.9
(as2n) 1251 13.2h —15.5
(ay3n) 1221 3.5 min —25.2
123Sh(43 %) (asn) 126] 13d —6.9
(as2n) 1257 60 d —14.0
Cas3n) 1247 4.2d —3.8
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1) Sb, Oy HL 8% 11 i 1

¥ 10 g Sh,0, .35 g KOH L} 182.5 g #7#
B2 A 500 mL 7K H, 78 in A8 k19 2% 1 T $i HE
Ko A5 3 Sh, O, BRI

2) Sb HLHE KA

W g B R E 6 VORI E 85 mA,
B FOBH B B PR 2 3 em A4, 16 FR&MHET
HL4E 14 ~15 h i n] 13 5] 61 ~67 mg/cm’ ) %]
R ol T A

3) Sb #l 1) #5 A

g ) 25 4 A 6 B AE U 1] K 2 CS-30 [ml g Jin
2 b L Sh Cas 200 T B S » BB ST 2~ 3 h,
NS o B AR B AR 16 pA 24 BB R
26.5 MeV Ao A7 0 AU LA/ BE A 59 2058 1, R
SR T V8 “ AR L of 0 X 48 5 09 56 B8 oy
6 FF , H BB T AR S T 10 £, 2 AT R 2
ARG RL A 1/10, i ELRCH i AL B B T 10
£ I IR SESEAT Vo 20 . R B 45 05 4 58 1
BRH2h L GLE MRS REE,

4) HEHR Sh L T2 0848 B8 J2 Na'® 1 (1 3 Bt

“Y 172 h J B R R R NGO A A PR
TRRE P 0 A S A B A S R AR & 600 ~
750 C,JH NoE M3 S, A 15~30 cm® /min ¥
TR Tk B R, R M A R 7 L A TCRE A T A
KRB HD , FEHIEPERR AN 0. 1 mol/L NaOH & i
W5 A 1 T R A e e HE A . R R TR B A
100~300 pL % 0.1 mol/L. NaOH ¥4 W Wk Bt » ¥E
JBR R Ry Na T H5 . # Na'™ T #1770
SO FER v RETE I AE L AR T R Ak o Ak
JEFIAZ 4B . Na'™ T i il 5 b 2% & 5 R A
2010 (2 i) g5 ikt L LA 75 %0 F RO JE T, 2
JHCSFS Ak 2 i 00 2 32 R s XTI — 20 A5
Fahsc st Bl 0.5 mol/L HCl i pH=7.0,3f
FH 0. 1 mol/ L& 2 £k 2% vp ¥ W (PBS) (pH=7.0)

i BEC i Na'™ T 7 5 94k .

1.2.2 "Ikpid/hor FRlG IR S Hr B fE
BN P 100 pL (1,85 X 107 Bg) Na'* 1,
10 p LSRR \10 pL 10. 0 g/ L 3RAR TR FATE W0 i 1) AE
PRER KA WA 10 wL 1.0 g/L Vi CDR,-V, FR,-
V.CDR; 19 A4 B E8 7K % W, = I/ T R 10 ~
30 min, ZRJEMA 50 uL 0.5 mol/L glysine £ |k
. FH TLC W & A5 90 #& FCfk 26 B (TLC 4%
3 sh A V(CHCL) = VICH,OHD =4 1), %4k,
WCER A FR 18 1R & W B Sephadex G10 #F (20 em X
10mm) # 17 #% ic ¥'* I-Vy CDR,-V,FR,-
V.CDR; #9478, LA 0.1 mol/L pH=7.6 [ #iig
G2 DS WA R BV OB RV R A 1 mL, D E
B WO 2 ket 42 ] TLC I & bR id
FREACLE B (TLC & FHED .

1.2.3 "Ikpic e IEwW /DRIEN B4 %
40 H/NE OHfEHE 25 ) BEAL 47 R 10 41, 28 18 s 1
0.1 mL (30 kBq) K43 & pric #)' -V, CDR, -
VuFR,-V.CDR; #l 4 & J§ 1 '"“I-V4CDR,-
VuFR,-V, CDR, . 7E S5 43 8 F 1.3.6.12.24 h
ARFE/INER o BRI o0 JUE FF RSB LN L
PR R MR 5 S0 ) S 2 048 B o 0 o O L e
PETHEC TR 25 2 SR TR PR IR . S 1
BCR AT 0.1 mL AH R AR 0 40 B9 508 1 T B0 S b
Y S DU o 20 SR RO 1 o 8 S R A E
A ID/ g s CHUR AR I B IR0 L A TD 27590

2 HRMITR

2.1 L&

L 5K 48 5 114 45 ML P Sb (s 2n) ' T
BOR B 46 1, VB Sb (o o) J2I O 8%
24 0 3 241 B IX B 24 1 0L 5L T R
LT A R 3R e s A e R
L ST o SO L ) TR

F2 EBBESEITT T
Table 2 Parameter of Sb target and yield of "1

1 JE (Target thick) /
No. E,/MeV
(mg * cm™ %)

1 62.5 26.5

2 62.2 26.5

3 63.7 26.5

4 64.3 26.5
(63.2)

TR R i B i) FRAR (Yield) /
(Beam current) /pA (Radiation time)/h  (TBq+ A"!' « h 1)
15 2 11.7
15 2 12.2
15 3 11.2
15 3 11.3

(11.6)

7 (Note) : 35 5 54l Y { (The data in parenthesis are average values)
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B3 R N 63. 2 mg/cm” , B (5 64. 3 mg/cm?,
A% 62. 2 mg/cem’ il o BLF BN 26. 5 MeV,
WOER B 15 pA PO R LT P 2 R R
11.6 TBq/(A « h), #EJEREXT = HiA — & %
Wil  fH7E & B2 Ry 62. 2~ 64. 3 mg/cm® (1§ 00 T TG
PR

ZME  Na™ T ReABAE 0.6~0.7 gy,
A2 A B Y e T 99. 3%, it v RERE I E
FEAEX A 159 keV,'"" 1,2 98.6% ;603 keV,
ML Z1.0% 5668 keV, T, 25 0. 4%, X 1A 45
B 7AZA R R L
2.2 NG FREKHZIFE. B REMFIIM
Et

A TR 5 EB %% 2 (Epstein-Barr virus, EBV) 3
T gp350/220 Bt J5t ke 5 7% 1) B 5 B Bt 44 4L 4B
¥ .V CDR, -V, FR,-V,_ CDR; } V,;,CDR,-V CDR;-
VuFR, G BO I Fp AL 5 W) b 15 2 A I @ R
FEU AT B A R T E AL . bRid R
fa] 0 55 A7 » A] A€ K B 1] 58 A% (10 min Z247) .1 H
Febric Ja HOA 4 B2 WT 38 9026~ 95040 (3% 3), 1]
AOr B BAEIEAT W L5 . AL AR LIRS
& ) Sephadex G10 BEFAEFEAT 1 708, Hoibk vk ith
LonTH L. WREES R0 EE 1 AN P g bRl
'#1-V;CDR,-V,FR,-V CDR, , & TLC 437 %
E .2 1-Vy CDR,-Vy; FR,-V, CDR; # R; 7F J5t 45,
b, 5 Vi CDR,-V, FR,-V CDR; {J R, =0 — 3,
M T A Ry =0.57, Wk ¥k Y ik b 2l B ik
96. 6% . 1] HAEM TARAN S W 280, H K 53 B b
e -V, CDR, -V FR,-V . CDR; 143 & J5 (1) b5
W HEAT T TR BE RE R SR FR R PR I L3 (GR 3D
M FE 3 A ULk B, @ iF Sephadex G10 #¢
R4y B G r'# -V CDR, -V, FR,-V, CDR, , &

%3 "PTHRIC VuCDR,-V;FR,-V.CDR;
A 21 BE AR AL
Table 3 Radiochemical purity of
BTV CDR, -V FR;-V CDR; at room temperature

T Ak 4 & (Radiochemical purity) /%

t/h
41 J5 (Separated) K41 85 (Not separated)
0 96. 6 92.5
6 97.8 92.1
24 94. 5 91.5
48 97.3 91.0

w

[\S]

—_

10 " % #% (Count rate) /min '

0 ; 1‘0 1‘5 2.0 2.5
V/mL
K1 'I-VgCDR,-V4FR,-V,. CDR; %4
Sephadex G10 fi¥ 9k 1k it £
Fig. 1 Elution curve of " I-Vy;CDR,-VyFR,-V, CDR,
purified by Sephadex G10

WAL 26 B & T R 20 B R -V CDR, -V FR,-
V.CDRy . B4k, B ic ¥ CRLEE 73 B FR 0 85 1
"IV CDR,-V, FR,-V. CDR) HE E i T i &
48 hm » Hod e 2 i oW 2 A8 4k . R WA bR ic ¥ 1 1A
SMETRE Y .
2.3 PIRREYEEENRENNSH

XF o3 B IE T AR MR IE /N BN Y
A b AT TR I S R B T brid Wt Ay
TR GO R AGREY] D TRICH/ DT
il R TE /0 B PR AGIBS e bR 6 b i fE 2R
TS P 5 T AR 5 IS P A 45 A AU O3 A
AT S P R A R /A DR AN RN P ]
i E I AT 50T AR A0 W AR A A I JE] A AE R
AR 8 T3S P B IR (B T LY 2120 L U W]
PRACYIAE R N AN 55 5 A IR 5 BRAE B Y 1 h
A3 b S ARIC W 43 B 5 R 0 W AE IE /D B
RN A AL TC W] 22 5 .

SR SN T R T AL RN N R
i Al LR A e A AR SRR E S A B LR AT
BEWRAMIE . F— 2R IAT TARIE /NI T
Bl SRS AT Raji 26 M 2R 43¢ Bl 256 i 88 4L 1 2 1
BT RV r I8 #L 170 50 1 R AR A AT ATk

3 % #®

FIR BT 53 Sb Cas 200" 1 2 45 il 86
MU BEAE 62. 2 ~64. 3 mg/cm’ Fl o BT Al 1E
26.5 MeV By 15 B0 T, W] LA A5 B 4% 260 % & ik
98. 6 20" 1, FEMl & T M 3Emh BT TNy
filE IRBLRL P 9" T ARl HoARiE 3 Al 35 90 %0 LA
o e 1V CDR, -V FR, -V CDR; ({4 4
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Table 4 Biodistribution of the labeled mixures and separated '**I-V;;CDR,-VFR,-V CDR;

in normal mice

1 45 404 FT 400 A0

4N (Percentage of the injected dose per gram of tissues mass)/(%ID« g=1)
(Tissues)
1h 3h 6 h 12 h 24 h
I3 (Blood) 743 8§ (Not separated) 5.9041. 14 4.92+1.27 1. 38-+0. 50 0.88+0.29 0.56+0.13
/3 B (Separated) 5.5542. 30 5.21%1.51 3.70£0. 84 1.96+0. 33 1.31+0. 31
O JIE(Heart) K43 24 (Not separated) 1.69+0. 16 1.27+40. 39 0.5540. 60 0.2040.08 0.1640. 04
/7 B (Separated) 1.31£0.42 1.7740. 27 0.8140. 14 0.4440.15 0.3340.12
JFWE (Liver) 4435 (Not separated) 2.5140.50 1.97+0. 69 0.38+0.17 0.2940. 04 0.2240.06
41 (Separated) 1. 86+0. 65 2.22+0.32 0.7840.18 0.4340.08 0.38+0.08
% (Spleen) K43 B (Not separated) 3.88+1.04 2.99+1.10 0.19+0. 18 0.11+0.31 0.1340.06
535 (Separated) 2.30+£0.67 2.68%0.33 0.924+0.51 0.30£0.09 0.224+0.05
% (Kidney) 4% (Not separated) 3.4740. 46 2.6140. 45 0.4340.29 0.3740.13 0.2140.07
418 (Separated) 3.1240.71 3.61+0.22 1.2240. 24 0.6540.11 0.4440.12
fili (Lung) K43 & (Not separated) 3.9140. 44 2.527+0. 84 0.4940. 25 0.3240.08 0.26=40.08
41 (Separated) 2.6440. 88 3.62+0.62 1.2740. 24 0.68+0.11 0.49+0. 27
¥ (Stomach) # 43 & (Not separated) 13.89+4.91 17.10£3. 56 0.5940. 36 0.3940. 16 0.2740.08
/18 (Separated) 6.314+0.75 12.05+1. 86 0.98-+0. 36 0.48+0.15 0.44+0.10
% (Intestines) A 4» & (Not separated) 2.6310. 66 2.4640.85 0.2240.10 0.16=40. 05 0.1040. 04
/185 (Separated) 1. 6440.63 3.09+0.75 0.57+0. 14 0.31+0.08 0.17+0.03
WLA (Muscle) K43 (Not separated) 0.97+0. 30 1.08=£0. 17 0.1740.03 0.1040. 04 0.0940. 04
43 1 (Separated) 0.8540.12 0.9640. 10 0.5640.13 0.2740.12 0.16=40. 06
FR IR (Thyroid) P K43 B (Not separated) 1.49+0. 32 0.9740. 20 0.1140. 04 0.06=40.02 0.06=40.02
438 (Separated) 0.7340.17 1.200. 43 0.2440.02 0.1340. 02 0.1040. 03

T (Note) : 1) FUR MG & J8 [l 9 20 21,123 T A8 PR I 00 35 BL R L %0 1D 26 78 (Thyroid contained peripheral tissue, and '2*1 expressed as
mean % 1D for thyroid)
2) n=4

RSB FRBE T BRI W E R R ) i L B CE e
BEmiiita s, KRR D1 814259 (1] XBHrae. X%, 2 Em. Pty mall] $
H BT B9 5E T Sl MR PR 2 R 7. 2007.,27(3) : 189-190.
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