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Claims 

 

1. A process for preparing the compound of formula I, comprising dehydroxylating the 

compound of formula VI to obtain the compound of formula I 

, 

wherein  

R1 and R2 are independently selected from the group consisting of C1-4 alkyl, or  

R1 and R2 together with the N atom attached thereto form 4-8 membered heterocycloalkyl, 

wherein the heterocycloalkyl is optionally substituted with one or more substituents 

independently selected from the group consisting of hydroxyl, halogen, C1-4 alkyl and C1-

4 alkoxy.  

 

2. The process according to claim 1, comprising the following steps: 

(a) reacting the compound of formula II with the compound of formula III in the presence 

of base to obtain the compound of formula IV 

, 

 

(b) reacting the compound of formula IV with the compound of formula V in the presence 

of reductant to obtain the compound of formula VI 

, 

 

(c) dehydroxylating the compound of formula VI to obtain the compound of formula I 

. 
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3. The process according to claim 2, wherein the base in step (a) is selected from the group 

consisting of sodium carbonate, sodium bicarbonate, potassium carbonate, potassium 

phosphate, potassium bicarbonate, cesium carbonate, lithium hydroxide, sodium 

hydroxide, potassium hydroxide, calcium hydroxide, magnesium hydroxide, barium 

hydroxide, sodium methoxide, sodium ethoxide, sodium t-butoxide, potassium t-butoxide, 

triethylamine, diisopropylethylamine, pyridine, N,N-dimethylaminopyridine, piperidine, 

N-methylpiperidine, morpholine, N-methylmorpholine and any combination thereof. 

 

4. The process according to claim 3, wherein the base in step (a) is selected from the group 

consisting of sodium carbonate, potassium carbonate, sodium hydroxide, potassium 

hydroxide and any combination thereof. 

 

5. The process according to claim 4, wherein the base in step (a) is potassium carbonate. 

 

6. The process according to any one of claims 2-5, wherein step (b) is performed in the 

presence of acid. 

 

7. The process according to claim 6, wherein the acid is selected from the group consisting 

of hydrochloric acid, hydrobromic acid, phosphoric acid, sulfuric acid, formic acid, acetic 

acid, propionic acid, citric acid, fumaric acid, malic acid, succinic acid, salicylic acid, 

maleic acid, trifluoroacetic acid and any combination thereof. 

 

8. The process according to claim 7, wherein the acid is acetic acid. 

 

9. The process according to any one of claims 2-8, wherein the reductant in step (b) is 

selected from the group consisting of BH3, NaBH4, NaBH3CN, NaBH(AcO)3 and any 

combination thereof. 

 

10. The process according to claim 9, wherein the reductant in step (b) is NaBH(AcO)3. 

 

11. The process according to any one of claims 2-10, wherein the compound of formula 

V is selected from:  

, , , , , , , , , ,

, , , , and .  
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12. The process according to claim 11, wherein the compound of formula V is . 

 

13. The process according to claim 1, wherein the process comprises the following steps: 

(a’) reacting the compound of formula II with the compound of formula III’ in the presence 

of base to obtain the compound of formula VI 

, 

(b’) dehydroxylating the compound of formula VI to obtain the compound of formula I 

. 

 

14. The process according to claim 13, wherein the base in step (a’) is selected from the 

group consisting of sodium carbonate, sodium bicarbonate, potassium carbonate, 

potassium phosphate, potassium bicarbonate, cesium carbonate, lithium hydroxide, 

sodium hydroxide, potassium hydroxide, calcium hydroxide, magnesium hydroxide, 

barium hydroxide, sodium methoxide, sodium ethoxide, sodium t-butoxide, potassium t-

butoxide, triethylamine, diisopropylethylamine, pyridine, N,N-dimethylaminopyridine, 

piperidine, N-methylpiperidine, morpholine, N-methylmorpholine and any combination 

thereof. 

 

15. The process according to claim 14, wherein the base in step (a’) is selected from the 

group consisting of sodium carbonate, potassium carbonate, sodium hydroxide, potassium 

hydroxide and any combination thereof. 

 

16. The process according to claim 15, wherein the base in step (a’) is potassium carbonate. 

 

17. The process according to any one of claims 1-16, wherein the dehydroxylation is 

performed in the presence of triethylsilane and trifluoroacetic acid. 

 

18. The process according to claim 17, wherein 

the molar ratio of the compound of formula VI to the triethylsilane is 1:1 -10,  

the molar ratio of the compound of formula VI to the trifluoroacetic acid is 1:2 - 20. 
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19. The process according to claim 18, wherein the molar ratio of the compound of 

formula VI to the triethylsilane is 1:2-8. 

 

20. The process according to claim 19, wherein the molar ratio of the compound of 

formula VI to the triethylsilane is 1:5. 

 

21. The process according to claim 18, wherein the molar ratio of the compound of 

formula VI to the trifluoroacetic acid is 1:5 -15. 

 

22. The process according to claim 21, wherein the molar ratio of the compound of 

formula VI to the trifluoroacetic acid is 1:10 - 12. 

 

23. The process according to any one of claims 1-22, wherein the compound of formula I 

is selected from: 

, , 

, ,

, , 

, , 

, , 
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24. A compound of formula VI: 

, 

wherein 

R1 and R2 are independently selected from the group consisting of C1-4 alkyl, or 

R1 and R2 together with the N atom attached thereto form 4-8 membered heterocycloalkyl, 

wherein the heterocycloalkyl is optionally substituted with one or more substituents 

independently selected from hydroxyl, halogen, C1-4 alkyl and C1-4 alkoxy.  

 

25. The compound of formula VI according to claim 24, selected from: 

, , 
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and . 

 

 


