


















































































- 42 - 

moiety is substituted or unsubstituted phenyl group, and exemplary heterocyclic 

moieties include rings such as piperazinyl, piperidinyl, benzodioxolinyl, furanyl, 

benzofuranyl, oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, imidazolyl and pyrazolyl 

groups.     

The following examples are provided to illustrate selected embodiments of the 

invention and are not to be construed as limiting its scope. 

Examples 1-31, 73-75, 80 and 83 are not working examples according to the 

invention, but synthesis intermediates of working examples. 

Examples 

Example 1 

N-(4-Aminophenyl)-2-fluoro-benzamide 

NH
2

NH

O

F

To a solution of N-Boc-1,4-phenylenediamine (1.0 g) in DCM (10 mL) was 

added triethylamine (1.1 eq., 971.78mg) and 2-flourobenzoyl chloride (1.1 eq., 837.56 

mg). A precipitate was formed after 30 minutes stirring.  The precipitate (1.5 g) was 

filtered and dried. It was suspended in DCM (5 mL) and trifluoroacetic acid (15 mL), 

and stirred for 15 minutes. The solvents were removed, and the residue was dissolved 

in EtOAc/water and the pH was adjusted to 10 with potassium carbonate solution. The 

EtOAc layer was separated and the aq. layer was extracted with more EtOAc. The 

combined organic layer was washed with water once, dried over MgSO4. The product 

(720 mg) obtained after concentration was used for the next reaction without further 

purification. LCMS [231.2 (M+1)].  






























































































































