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What is Claimed: 

1. A process of preparing a compound of formula (I): 

5 
(I) 

comprising: 

(A)  treating a compound of formula (a), where X is a leaving group under 

elimination reaction conditions with a base  
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to provide the compound of formula (I); or 

(B) reducing the acetylene bond in compound (b)  

to provide the compound of formula (I); or 15 

(C) treating a compound of formula (c) with a reducing agent 
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to provide the compound of formula (I); or 

(D) chlorinating a compound of formula (d)  

5 

to provide the compound of formula (I). 

2. The process of Claim 1 wherein the process comprises treating the compound of formula 

(a) with a base  
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to provide the compound of formula (I). 

3. The process of Claim 1, wherein the process comprises reducing the acetylene bond in 

compound (b)  
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to provide the compound of formula (I). 

4. The process of Claim 1, wherein the process comprises treating a compound of formula 

(c) with a reducing agent 

5 

to provide the compound of formula (I). 

5. The process of Claim 1, wherein the process comprises chlorinating the compound of 

formula (d)  

10 

to provide the compound of formula (I). 

6. The process of Claim 1 or 2 wherein:  

(i) X is halo, phosphate, mesylate, tosylate, or 1,1,1-trifluoro-N-[(trifluoromethyl)sulfonate; 

and/or 
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(ii) the reaction is carried out in an aprotic, polar organic solvent, preferably wherein the base is 

either an organic or an inorganic base. 

7. The process of Claim 1 or 3, wherein the reducing agent is Lindlar catalyst. 

8. The process of Claim 1 or 4, wherein the reducing agent is sodium borohydride or i-

PrMgCl/THF/ and an organic or inorganic acid. 5 

9. The process of Claim 1 or 5, wherein the chlorinating agent is N-chlorosuccinimide, 

sulfonyl chloride, or sulfuryl chloride,  preferably 

wherein the chlorinating agent is NCS, the reaction is carried out in a halogenated hydrocarbon, 

and in the presence of an organic acid or an organic base.

10. A process of preparing a compound of formula (1): 10 

(1) 

comprising:   

(G) reacting a compound of formula (e): 

15 

(e) 

where R is alkyl; with a compound of formula (f):  

(f) 20 

 and 

(H) treating a compound of formula (g) formed in situ 
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(g) 

 from the reaction of compound (e) and (f) with a compound of formula (h) or a salt 

thereof 

(h) 5 

under alkylating conditions to provide a compound of formula (1), wherein PG in 

formula (1) and formula (h) is an amino protecting group, and LG in formula (h) is a leaving 

group under alkylating reaction conditions. 

11. A process of preparing a compound of formula (a),  

10 

or a compound of formula (b), 

, 

the method comprising the steps of:  

 (G) reacting a compound of formula (e): 15 
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(e) 

where R is alkyl; with a compound of formula (f):  

5 

(f) 

 and 

(H) treating a compound of formula (g) formed in situ 

(g) 10 

 from reaction of compound (e) and (f) with a compound of formula (h) or a salt thereof 

(h) 

under alkylating conditions to provide a compound of formula (1), 

15 

wherein PG in formula (1) and formula (h) is an amino protecting group, and LG in formula (h) 

is a leaving group under alkylating reaction conditions;  

wherein:  

(i) Step G is carried out in the presence of a base, and in a polar organic solvent; 

(ii) the process of Step H is carried out in the presence of a base and in a polar organic solvent; 20 

and/or  the process further comprises reacting a compound of formula (1): 
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(1) 

with a chlorinating agent to provide a compound of formula (2) and/or (3): 
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(2)  (3) 

 wherein PG is an amino protecting group, optionally wherein compound of formula (2) and/or 

(3) is further treated  with methylamine to give a compound of formula (4) 

10 

, 
 (4) 

 optionally further removing the amino protecting group “PG” of compound (4) 

15 
(4) 
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to give a compound of formula (5): 

 (5) 
or a salt thereof, 

5 
and optionally further comprising reacting a compound of formula (5) with either  

(A) a compound of formula (i) where X is a leaving group under elimination reaction conditions 

and LG is either a leaving group under acylation reaction conditions or a hydroxy 

10 

group to give a compound of formula (a); or 

(B) an alkyne of formula (ii) where LG1 is either a leaving group under acylation conditions or a 

hydroxyl group to give a compound of formula (b)  

15 

.

12. An intermediate of formula (6): 
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(6)

or a salt thereof, wherein: 

both R are either hydrogen or chloro; and 

 X is halo, phosphate, tosylate, or mesylate. 5 

13. A process of preparing a compound of formula (d) comprising reacting a compound of 

formula (5) with a compound of formula (iii) where LG is a leaving group under acylating 

reaction conditions  

10 

to give a compound of formula (d); or 

reacting a compound of formula (5) with propenoic acid under amide bond formation 

reaction conditions: 

15 

to give a compound of formula (d).  

(5) 

 (5) 


