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Synthesis procedure 

Representative Procedure for the synthesis of (Roxadusta+AA): 

1 gram of 2-CTC resin was poured into an appropriate glass vessel. 10 mL of DCM was added, 
and the mixture was shaken for 10 minutes, then the solution was filtered and washed with 
DCM. Next, 1 equivalent of Fmoc-Ala-OH, 1 equivalent of DIEA, and 10 mL of DMF were added. 
The mixture was shaken for 2 hours, then filtered and washed. To remove the Fmoc group, 16 
mL of 25% piperidine in DMF was added, shaken for 20 minutes, and then the resin was 
washed with DMF and DCM. A Kaiser test was performed to ensure complete removal of the 
Fmoc group. Roxadustat was then loaded with the activation reagent HATU, and the mixture 
was shaken for 2 hours, then filtered. Finally, the product was cleaved from the resin using 
TFA, the filtrate was evaporated to concentrate it, and DEE was added to precipitate the 
obtained product.
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1H NMR spectra for compounds in manuscript:



S4



S5



S6



S7



S8



S9

13C NMR spectra for compounds in manuscript:
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HRMS spectra for compounds in manuscript:
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