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Proprietary Name:  Isentress™       
 
Common Name:  Raltegravir 
 
PDL Category: Antiretrovirals (Integrase Inhibitors) 

 
 Preferred Drug List/ 
Comparable Products Recommended Drug List Status 
N/A 
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Indications and Usage:  Treatment of HIV-1 infection in combination with other antiretroviral agents in treatment-
experienced patients who have evidence of viral replication and HIV-1 strains resistant to multiple antiretroviral agents  
 
Mechanism of Action: Inhibits the catalytic activity of HIV-1 integrase preventing the covalent insertion of unintegrated 
linear HIV-1 DNA into the host cell preventing the formation of the HIV-1 provirus.  
 
Dosage Forms:  Tablets: 400mg  
 
Recommended Dosage: One tablet (400mg) PO twice daily 
 
Common Adverse Drug Reactions:  Diarrhea, nausea, headache, elevated creatine kinase.  
 
Contraindications:  None 
 
Manufacturer:  Merck & CO., Inc.         
 
Analysis:   Isentress™ is the first drug in a new class of antiretrovirals referred to as HIV integrase strand transfer inhibitors. 
Isentress™ was granted accelerated approval by the FDA based on two double-blind, placebo-controlled studies titled, 
BENCHMRK 1 & BENCHMRK 2. These two studies included 699 treatment-experienced HIV infected patients with 
documented resistance to at least one drug in each of the non-nucleoside reverse transcriptase inhibitors, 
nucleoside/nucleotide reverse transcriptase inhibitors, and protease inhibitors classes. In these two studies, 462 patients 
received Isentress™ 400mg BID in combination with other therapies, compared to 237 patients who received a placebo 
added to their HIV regimen. The group that received Isentress™ recorded a mean -1.85 log10 copies/mL decrease in 
plasma HIV-1 RNA from baseline compared to -0.84 log10 copies/mL in the placebo group. The Isentress™ group also 
reported a higher mean increase from baseline in CD4+ counts (89 cells/mm3) compared to placebo (35 cells/mm3). The 
Guidelines for the Use of Antiretroviral Agents in HIV-1 Infected Adults and Adolescents (December 1, 2007) developed 
by a working group of the Office of AIDS Research Advisory Council, state that “raltegravir should be considered a fully 
active antiretroviral agent in treatment-experienced patients who are naïve to HIV integrase inhibitors”.  It is 
recommended Isentress™ be added to the RDL as a recommended drug with a Pro-DUR edit to verify treatment experienced, 
concurrent use with 2 or more drugs,  failure of at least three classes (NNRTI, NRTI, & PI) due to resistance, and no 
concurrent use with rifampin.   
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