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Abstract: Synthesis and fluoro-radiolabeling of proliferation imaging agent 3’-deoxy-3’-['*F]
fluorothymidine(** F-FLT) were reported. The chemical structure of the labeling precursor N-
BOC-FLT and all its intermediates were verified by IR, MS and 'H NMR. Nucleophilic fluori-
nation was proceeded at 120 C. Radiochemical yield is (35.2+5.8)% (n=2, decay corrected)
and final radiochemical purity is above 95% determined by TLC and HPLC. Thereby it can be
used preclinically.
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Scheme for synthesis of precursor of ¥ F-FLT

HN | CH, HN)jI/CH?
—»DMTro_\é\/N —»DMTrOX%\/
OH
O 1



54 31

1 mol/LL. NaOH , 4 h, . NaHCO; )
9.25 mL 10 mol/L. NaOH , 1.5 h, . ( -
, , s 1:2), 0.4 g,
2 . 70.4% 108~115 C,
0.45 g, 90%, 120 ~ 2.3 N-BOC-FLT “F~
124 C, «C 2 BE )
2.2.3 [57-0-(4, 4’- )-27- :
-37-0-(4- -B-1)- ] (D BF QMA ;
(3) 0.9 ¢ 2, (2) 1 1 mL (2 mg K,CO;
20 mLL CH,Cl,, 0.25 g4-N, N- 12 mg Kry2. 2. 2 0.3 mL 0.7 mL
(DMAP), 0 °C 0.74 g 4- ) BFT ;
10 mL. CH,Cl,, 1 mL ) €D 120 C ;
) s ; 5h €] 2 1 mL )
, , , , 120 C ;
( 3+ 1 - ) (5) 3 30 mg N-BOC-
0.7 g» 58.3%, 110~ FLT 1 mL , 120 C 5 min;
115 C, (6) ; , 4
2.2.4 3-N-t- -1-[57-O-(4, 4’- 0.3 mL 1 mol/L HCI, 120 C 5 min;
)-27- -37-0-(4- - 7 5 2 mL 2 mol/L
p-1- i (4, N-BOC- ;
FLT) 0.5¢g 3, 20 mL (&) HPLC » Alltima C18 (250
s 0.27 g , mm X 10. 0 mm, 10 pm); -
80 min, 0.4 g DMAP, 4 1:9; 5 mL/min,
h, . ) 3.

R
(Reaction
tube)

V20

Fig. 2 Scheme of disposable cassette

VOo~V23—— (Valves) , HI~H3—— (Heating valves), GO~G4

(Gas valves) ,

P1~P3—— (Cooling valves) , C1—— (Vaccum pump)
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