
Practical and reliable synthesis of nucleic acid mimics containing 

ethynyl groups

Synthesis of BE. Reagents and conditions: (a) i) HCl, NaNO2, H2O, 0 ºC; ii) KI, H2O, 0 ºC, then rt, 55% (two steps); (b) 

TMS-acetylene, PdCl2(PPh3)2, CuI, PPh3, piperidine, THF, rt, 95%; (c) LiAlH4, THF, 60 ºC, 70%.

Synthesis of ME. Reagents and conditions: (a) H2SO4, EtOH, 70 ºC, 97%; (b) I2, AgOTf, CH2Cl2, rt, 68%; (c) NaBH4, EtOH, 

rt, 86%; (d) TMS-acetylene, PdCl2(PPh3)2, CuI, piperidine, rt, 85%; (e) K2CO3, MeOH, H2O, rt, quant.

Synthesis of RE. Reagents and conditions: (a) TMSCN, TMSOTf, CH2Cl2, rt, quant; (b) (i) NaOMe, MeOH, rt; (ii) HCl, rt, 

70%; (c) TBDPSCl, pyridine, rt, 79%; (d) 2,2-dimethoxypropane, p-TsOH, acetone, 94%; (e) i) DIBAL-H, CH2Cl2, -78 ºC; 

ii) Bestmann-Ohira reagent, K2CO3, MeOH, rt, 67%; (f) CF3CO2H, H2O, rt, 79%.



Design and synthesis of chemically modified functional RNAs bearing

nucleic acid mimics at their 3′-overhang region which plays a key role

in RNAi

Synthesis of RH & dRH. Reagents and conditions: (a) Et3SiH, TMSOTf, MeCN, rt, quant; (b) i) NaH, MeOH, rt; ii) BnBr, 

NaH, DMF, rt, quant; (c) H2, Pd(OH)2/C, MeOH, rt, 94%; (d) (NH4)2SO4, HMDS, reflux; (e) K2CO3, MeOH, rt; (f) H2, Pd/C, 

i-PrOH, rt, 94%; (g) TBAF, THF, rt, 97%.



Practical Platform for Synthesis of Macrolides


