
Synthesis of a Glucuronic Acid Metabolite of Soraprazan
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 Soraprazan (ALTANA Pharma/ Nycomed): 

A phase II potasium-competitive acid blocker (PCAB)

 For the treatment of acid related reflux diseases and peptic ulcers

 Peptidic ulcers may lead to bleeding or perforation

 More rapid and more profound inhibition of acid secretion in man

than the currently used irreversible proton-pump inhbitors (PPIs)



Synthesis of a Solid Glucuronyl Donor
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OH 1. MeOH, Na
2. iBuCOCl, Py, (44%)

CCl3CN, DBU,

CH2Cl2, (98%)

NH3, MeOH,

THF, (66%)

Crystallization

 Filtration
        with
silica gel

 Filtration
    with
silica gel

 Purification without column chromatography

1 kg scale



Synthesis of a Glucuronic Acid Metabolite of Soraprazan
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BF3 Et2O, CH2Cl2, 0°C - r. t., (71%).

1. KOH, MeOH/ H2O

2. N2H4, 60°C, 45 min, 

    (74%)H3PO4, CH2Cl2, (71%)

100 g scale

 Soraprazan Epoxide provided by ALTANA  Pharma/ Nycomed


