
DESCRIPTION: 
Saxagliptin monohydrate is described chemically as 
(1S,3S,5S)-2-[(2S)-2-Amino-2-(3-hydroxytricyclo[3.3.1.13,7]-
dec-1-yl)acetyl]-2-azabicyclo[3.1.0]hexane-3-carbonitrile, 
monohydrate. The empirical formula is C18H25N3O2•H2O and the 
molecular weight is 333.43. 
The structural form is:
 

CLINICAL PHARMACOLOGY: Mechanism of Action: 
Increased concentrations of the incretin hormones such as 
glucagon-like peptide-1 (GLP-1) and glucose-dependent 
insulinotropic polypeptide (GIP) are released into the 
bloodstream from the small intestine in response to meals. In 
patients with type 2 diabetes, concentrations of GLP-1 are 
reduced but the insulin response to GLP-1 is preserved. 
Saxagliptin is a competitive DPP4 inhibitor that slows the 
inactivation of the incretin hormones, thereby increasing their 
bloodstream concentrations and reducing fasting and postpran-
dial glucose concentrations in a glucose-dependent manner in 
patients with type 2 diabetes mellitus.
Pharmacodynamics: In patients with type 2 diabetes mellitus, 
administration of SAXAGEN inhibits DPP4 enzyme activity for a 
24-hour period. 
Pharmacokinetics: The pharmacokinetics of saxagliptin and its 
active metabolite, 5-hydroxy saxagliptin were similar in healthy 
subjects and in patients with type 2 diabetes mellitus. The Cmax 
and AUC values of saxagliptin and its active metabolite 
increased proportionally in the 2.5 to 400 mg dose range. The 
average variability (%CV) for AUC and Cmax for both saxagliptin 
and its active metabolite was less than 25%.
Absorption: The median time to maximum concentration 
(Tmax) following the 5 mg once daily dose was 2 hours for 
saxagliptin and 4 hours for its active metabolite. Administration 
with a high-fat meal resulted in an increase in Tmax of saxaglip-
tin by approximately 20 minutes as compared to fasted 
conditions. SAXAGEN may be administered with or without food.
Distribution:The in vitro protein binding of saxagliptin and its 
active metabolite in human serum is negligible. Therefore, 
changes in blood protein levels in various disease states (e.g., 
renal or hepatic impairment) are not expected to alter the 
disposition of saxagliptin.
Metabolism: The metabolism of saxagliptin is primarily 
mediated by cytochrome P450 3A4/5 (CYP3A4/5). The major 
metabolite of saxagliptin is also a DPP4 inhibitor, which is 
one-half as potent as saxagliptin. 
Excretion: Saxagliptin is eliminated by both renal and hepatic 
pathways. Following a single 50 mg dose of 14C-saxagliptin, 
24%, 36%, and 75% of the dose was excreted in the urine as 

saxagliptin, its active metabolite, and total radioactivity, 
respectively.  Following a single oral dose of SAXAGEN 5 mg to 
healthy subjects, the mean plasma terminal half-life (t½) for 
saxagliptin and its active metabolite was 2.5 and 3.1 hours, 
respectively.

DRUG-DRUG INTERACTIONS: Strong Inhibitors of CYP3A4/5 
Enzymes Ketoconazole significantly increased saxagliptin 
exposure. Similar significant increases in plasma concentrations 
of saxagliptin are anticipated with other strong CYP3A4/5 
inhibitors (e.g., atazanavir, clarithromycin, indinavir, itracona-
zole, nefazodone, nelfinavir, ritonavir, saquinavir, and telithromy-
cin).

INDICATIONS AND USAGE: Monotherapy & Combination 
Therapy: SAXAGEN is indicated as an adjunct to diet and 
exercise to improve glycemic control in adults with type 2 
diabetes mellitus.

ADVERSE REACTIONS:
• Upper respiratory tract infection
• Urinary tract infection
• Headache

SPECIFIC POPULATIONS: Males & Females:The degree of 
renal impairment did not affect the Cmax of saxagliptin or its 
active metabolite.
Hepatic Impairment:No dosage adjustment is recommended 
for patients with hepatic impairment.
Geriatric: No dosage adjustment is recommended based on age 
alone. 

CONTRAINDICATIONS: SAXAGEN is contraindicated in 
patients with a history of a serious hypersensitivity reaction to 
SAXAGEN, such as anaphylaxis, angioedema, or exfoliative skin 
conditions.

DOSAGE AND ADMINISTRATION: Recommended Dosage: 
The recommended dosage of SAXAGEN is 2.5 mg or 5 mg once 
daily taken regardless of meals. SAXAGEN tablets must not be 
split or cut.

PREGNANCY: Pregnancy Category B: There are no adequate 
and well-controlled studies in pregnant women. 

INSTRUCTIONS:  Store below 30°C. Protect from heat, light & 
moisture. Keep all medicines out of the reach of children.

PRESENTATION: Saxagen 2.5mg or 5mg tablets are available 
in Alu/Alu blister pack of 1x10’s.
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