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2. PET
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L- ’
(1 [2]
, , BEDOPA
o, ) , BEpoPA
BEDOPA
(5] ,
HPLC
:2001-02-21; :2001-05-11
. “ ( ) (96-B12-04-02-2) ;
(C030317)

(1968- ) ,

BEpOPA
3]
(
H3%0 18-
BEpOPA
BEDOPA
PET PET



212

23

1
1.1
1.1.1 PET trace , GE 'LG10AT HPLC ,
SHIMADZU ‘LB 508 EG & G ‘WM ZK-01
JB-3 b
, :DPX 300 BRU KER CDd3;
API2000 , PE
1.1.2 , 9 , ,CSOH- H,0 57 %HI
ACROS ORGANICS “N- ( ) ,
: Kryptofix 222 (K-222) , MERCK : 6 -L- ,
SIGMA :QMA Sgp-Pak  C18 Sgp-Pak , WATERS 97 % HPO,
ISOTEC
1.2 rFDOPA
CHO
H,CO CHO . H,CO
K-222"F ,DMSO DIS, CH,Cl,
H,CO NO, H,CO *F
I I
o O
Phi .l
H,CO CH,I Ph/—N\/ NoBy ph/—“ 0'Bu
’//
CH, COCH
H,CO F  CsOH-H,0, B4LO(9)-HF-N- :
(9-EEBER)ETRBTR(V),
m CH,CL, COCH,
HO COOH
HI, 200 C
HO IBF NHZ
*FDOPA
1.2.1 [®F] () [6] 1.5 mL H3®O (
20 %), 16.5 MeV , 25U A 60 min 18- 1BE-
QMA , 1mL 2.5 mg(0.018 mmol) 13 mg(0. 034 mmol) K-222
, 3.7 Bq ,120 , 0.5
mL ,120 , , 2 [ K/ K-222] " 8F" [ K/ K-222] " BF~
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. 1mL ()17 mg(0. 081 mmol) (DMS0) , , 135
20 min , 2.5mL , 2 C18 Sep-Pak ,
2.5mL 0.1 mol/L , 1 mL 0.1 mol/L 2.5 mL ,
3.5mL , , [8F] ()
, 25 % HPLC :C18 - 65 35 pH =
4, 0.05 mol/L) , 0.7 mL/ min, tr=9 min;TLC : 100 %
R =0.3;[*F] C-MS(m/ z) 1184
1.2.2 (D19 [4] , 100 mg (0.393 mmol)
, 0. 055 mL (0. 446 mmol) 3p L (0.031H mol) ,
2 min, (D19
1.2.3 2[BF] -45 () [¥F] 5 mL
, DIS 2min 0.250 mL 10 %
Na,S0; 0.250 mL 10 % KHCO;3, 2.5 mL , ,
1m, . 15mL , : 2["F] -45
() 2mL, , 75 % TLC : 100 %
,R=0.56
1.2.4 0(9)- -N- (9 ) () Corey (71
1. 3 g(4. 422 mmol) 1. 0 g(4. 415 mnol) 9 14 mL
130 2h, , , - ,
N- (9 ) 1.929(Y=79 %) , 164 166 1. 8 g(3. 458 mmol)
N- (9 ) 40 mL , , 1.6 mL
1.2 mL 50 % NaOH , 2h , 25mL , , 20 mL
( )0.87g(Y=42 %) 169 172 "HNMR (CD;0D

d) :8.88(d,1H) ,8.74(d,1H) ,8.67(d,1H) ,8.42(s,1H) ,8.30(d,1H) ,8.07(m,3H) ,7.78
(m,3H) ,7.61(m,2H) ,7.49(m ,2H) ,6.80(s,1H) ,6.24(m,2H) ,5.75(d,1H) ,5.53(m,2H) ,
5.40(d,1H) ,4.85(m,2H) ,4.36(m ,4H) ,3.62(d,1H) ,3.15(m,1H) ,2.75(m,1H) ,2.29(m,

2H) ,2.02(m,1H) ,1.82(s,1H) ,1.48(m ,2H) ;MS(m/ z) : 525
1.2.5 22(2[®F] -45 )-N- ( ) ()
() : 23 mg (0. 038 mmol) ( ).,7.5mg
(0.026 mmol) N- ( ) 60 mg(0. 339 mmol) CsOH- H,O, ,
10 min, , , ()
1.2.6 6[®F] -L- (**FDOPA) 0.5 mL 57 % HI
254 L (HsPO,) 50 mg , , ,200 25
min , 6 mol/L NaOH , 0.22Uum , HPLC
, 10.2 min , 111 MBq, 6.3 %
HPLC :C18 , 5 mmol/ L 1 mmol/L EDTA 0.1 % 0.01 %
PpH=4, 4.5 mL/min,tg =10.2 min HPLC :C18 ,

0.07 mol/L KH>PO4 , 1 mL/min,tr=6.1 min; TLC
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100 % ,Rr=0.58; 6[°F] -L- 6[°F]
L- CI-MS (m/ z) :214;*HNMR(CDI ) :3.1 3.3(m,2H,CH,) ,4.1 4.3(m,
1H,CH) ,6.65(d ,1H ,H- 5) ,6.74(d,1H,H - 2)!8 *FENMR(DC J) : - 126. 2 (decour
pled) (¢!

1.2.7 BFDOPA HPLC 10.2 min 4mL,
Nad , 0.9 % Nad , 0.22Uum ,
1.3 BrFDOPA
[9], C18 HPLC BEDOPA
HPLC ci8 , 8 mmol/ L 17 mmol/ L
L- (pH=5) , 1 mL/ min, 4.2 MPa,L 'FDOPA tg=0.8
mn D,L '|FDOPA D.L 6[%F] -L- (D :tr=
7.2min;L  :tg=9.8 min) BEDOPA 95 %
2
2.1 18-
20 % H2180 ' 180(p n 18 ' 160(pg)13N
, 10 min BN, QMA Sep-Pak , BN
[ Kl K-222]* BF" , ,
[ 18F-
2.2
BEDOPA [4] ,
(20 % 50 %) ['®F] () ,
, BE : ( 6%,
18- ) [5] ( 25 %)
2.3
>2[®F] -4.5 ()
[*°F] () DIs : [*°F]
(), 75 % DIS,
, DIS, (60 % 75 %)
2.4
2[®F] -45 ()
(), () , 1 2

CsOH- H,0 ,
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80 %
2.5
HI(57 %) (
200 ) , ( 95 %)
(70 %) *|FDOPA [4] ;
2.6 HPLC
, 6 mol/L NaOH , HPLC
5 95 0.01 mol/L ( 3.5 mL/
min,tg=7.4 min) 400 mL 5 mmol/L 1 mmol/L EDTA,0.1 % 0.01 %
(pH = 4, 4.5 mL/ min, tg = 10. 2 min) , 18
FDOPA , , 60 % ,
EDTA , BEDOPA
[41 ,
BEDOPA [5] ( 25 %)
2.7
, 0.9 %
BEDOPA , BFEDOPA ,
EDTA , 0.22um
2.8 BFDOPA
HPLC HPLC D,L (891
HPLC L- , L-
- : , D,L
, (o] B FDOPA
HPLC C18 HPLC
BEDOPA , , HPLC /*FDOPA
95 %, tr=9.8 min, 6[“F] -L-
2.9 ®FDOPA
BEDOPA PpH 7.0; 99 %;
HPLC BEDOPA , 95 % 99 %;®FDOPA
6 h ;
, B DOPA 120 min
(3.3/1) , (PET) 18
FDOPA
3
BEDOPA 95 % 99 %,
120 min, 6.3 %
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SY NTHESIS OF 6-[ **F] FL UORO- L-DOPA

TANG Gang-hua' ? ,ZHAN G Lan* , TAN G Xiao-lan? , WAN G Yong Xian®, YIN Duan-zhi'

(1. Radiopharmaceutica Research Centre, Shanghai Ingitute
of Nuclear Research, the Chinese Academy of Sciences, Shanghai 201800, China;

2. Nanfang PET Centre, Nanfang Hospita , Firg Military Medica Univerdty, Guangzhou 510515, China)

Abstract :6-[ **F] Fluoro- L-dopa (** FDOPA) is synthesized from the starting materia nitro-verar

( 234 ,coutinued on page 234)
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DETERMINATION OF THE STABILITY CONSTANT OF
NpO2.F COMPL EX

GAN Xueyin

(China Ingtitute of Atomic Energy, P. O.Box 275(93) ,Beijing 102413, China)

Abstract : The stability constants (If3) of NpO2F complex in 1.0 mol/ kg NaClO4 ol ution at 288,
298,308 and 318 K have been determined to be 1.49+0.07,1.47+0.04,1.28+0.05 and 1. 00
+0. 11 by slvent extraction technique with HEDHP. For the reaction of NPO," + F~ =
NpO,F, itsA Gz A H andA S are calculated to be (- 8.37 £0.20) kJ/mol, (- 29.1%6.0)
kdJ/ mol and (- 71.1+19.7) J/ (mol- K) , respectively.

Key words: lventextraction; NpO.F; stability constant

( 216 ,ooutinued from page 216)

traldehyde via multi-step reaction by nucleophilic digplacement combined with chird cataytic
phase-trander akylation techniques and the enantiomeric purity of ¥ FDOPA is determined by
HPL C method using a chird mobil phase and reversed-phase C18 column. The results show that
the total time of synthessislessthan 120 min, the total radiochemical yield from potassum [ **F]
fluoride isabout 6.3 % with decay-correction and the enantiomeric purity and radiochemical puri-
ty are high than 95 % and 99 %, regectively. The practical techniques are provided for the ra
diochemical synthess and entiomeric purity determination of ** FDOPA and other [*®F]fluoro- L-
amino acids.
Key words: 6['®F]fluoro-L-dopa; nucleophilic displacement; chira cataytic phase-tranger
akylation; entiomeric purity; HPLC method usng a chira mobil phase and re-
versed-phase C18 column



