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1. Screen of Fluorinating Reagents
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® Reaction conditions: 1a ( 2.49mmol, 1 equiv.), fluorinating reagent (F*) (2.74 mmol,

1.6 equiv.), LTMP (4.98 mmol, 2 equiv.), THF (22 ml). ° Percent conversion

determined by *H NMR of the crude reaction mixture. ¢ (F") (2.74 mmol 1.1 equiv.).
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2-chloro-1-(ethoxymethyl)-5-fluoro-1H-imidazole (3a).
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2-chloro-5-fluoro-1-((2-(trimethylsilyl)ethoxy)methyl)-1H-imidazole (3b).
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2-chloro-1-(1-ethoxyethyl)-5-fluoro-1H-imidazole (3c).
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2-chloro-5-fluoro-N,N-dimethyl-1H-imidazole-1-sulfonamide (3d).
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2-chloro-1-(ethoxymethyl)-5-fluoro-4-methyl-1H-imidazole (5a).
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2-chloro-1-(ethoxymethyl)-5-fluoro-4-phenyl-1H-imidazole (5b)\
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2-chloro-4-(4-chlorophenyl)-1-(ethoxymethyl)-5-fluoro-1H-imidazole (5c¢).

crmmnw oo nnMma oo ocown o
~rOoOMMA NN VOOVOYYONn nanNN o
Lo oS s g e S [,
NN Y e NS | 5000
4500
Cl =
N L4000
|
N N
| >
F "i 3500
o
Et
5c 3000
2500
2000
1500
1000
500
l 1 o
T ¥ Ly Y
S o s s 3
2 3 2 2 a
8« = ~ -
T T T T T T r T T T T T T T T T T T T T T T T T T T T
11.0 105 10.0 95 9.0 85 80 75 70 65 60 55 50 45 40 35 30 25 20 15 1.0 05 00 -05 -1.0 -1.5 -2.0
_.f1(ppm)
nnm
VOV
I-¥-%-1
NGO AEMNRNGVDE N Lo 600000
Ne RENNOOMMMED R rOoWno o ~n
v0 NNcom®ssens g noae % CE
I¥ noNNNNNONMD REREER 8 45
I3 oaQaaoannng
V=SS eV e/ | Y
550000
500000
Cl
=
ko
AN N 450000
| Y-c
N
h) 400000
0
Et
350000
5¢c
300000
250000
-200000
150000
100000
I
50000
T N .
L-sonoo
T T T T T T T T T T T T T T T T
170 160 150 140 130 120 110 100 70 60 50 40 30 20 10

920
f1 (ppm)

S12



750

—-143.55

700
N J 650
600
1550
5¢ 500
450
400
350
+300
250
200
150
100

50
‘m»o

—50

100

-60 -70 -80 -90 -100 -110 -120 -130 -140 -150 -160 -170 -180 -190 -200 -210 -220 -230 -240
ft (ppm)

2-chloro-1-(ethoxymethyl)-5-fluoro-4-(4-fluorophenyl)-1H-imidazole (5d)\
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dazole (5e).
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1-(ethoxymethyl)-5-fluoro-2-phenyl-1H
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1-(ethoxymethyl)-5-fluoro-2-(4-fluorophenyl)-1H-imidazole (5g).
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2-chloro-1-(ethoxymethyl)-4-fluoro-1H-imidazole (6a).
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2-chloro-5-(4-chlorophenyl)-1-(ethoxymethyl)-4-fluoro-1H-imidazole (6b).
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2-(4-chlorophenyl)-1-(ethoxymethyl)-4-fluoro-1H-imidazole (6c).
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1-(ethoxymethyl)-4-fluoro-2-(4-fluorophenyl)-1H-imidazole (6d).
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