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Pharmacologically Active Metabolites of Currently Marketed Drugs: Potential Resources for New Drug Discovery and Development
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Pharmacologically Active Drug Metabolites: Impact on Drug Discovery and Pharmacotherapy
R.S. Obach, Pharmacol. Rev. 2013, 65, 578.
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Abiraterone Abiraterone Acetate
20mg 3,600 / 200mg 13,900H 200mg 15,100 / 1g 45,3004

A Selective Inhibitor of the Steroidogenic Enzyme Cytochrome
P450 17A1 (CYP17A1)

Acitretin Etretinate
50mg 8,500 / 250mg 26,5004 50mg 16,600 / 250mg 58,0004

A Retinoic Acid Derivative

Azilsartan Azilsartan Medoxomil

200mg 9,900/ / 1g 34,700M
A Strong Angiotensin Il Type 1 (AT;) Receptor Antagonist

Calcitriol 1mg 50,8001 Cholecalciferol (=Vitamin D3)
The Active Form of Vitamin D3 19 5,000 / 59 15,400
Dihydroartemisinin Artesunate 593,900/ /259 11,400/
19 9,400/ / 59 27,300M
An Antimalarial Agent
O-Desmethylvenlafaxine Venlafaxine Hydrochloride
19 6,200/ / 5g 21,500 19 6,300/ / 5g 20,400/

A Serotonin/Norepinephrine Reuptake Inhibitor (SNRI)

7-Ethyl-10-hydroxy-camptothecin (=SN-38) lIrinotecan Hydrochloride Trihydrate
100mg 15,4008 / 1g 105,9004 (=CPT-11 Trihydrate) 100mg 28,200

A Topoisomerase-| Inhibitor

Enalaprilat Dihydrate Enalapril Maleate
50mg 10,400M / 250mg 36,300 19 4,800M / 59 16,500
An ACE Inhibitor
5-Fluorouracil (=5-FU) Capecitabine
5g 3,500/ / 259 10,400 19 11,300/ / 59 39,2009
An Antitumor Antimetabolite . .
Doxifluridine 19 8,100/™ / 5g 24,5004
Carmofur 5g 16,500

Tegaful 594,700/ /259 11,9001
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Hydroxyflutamide

25mg 19,300 / 100mg 58,5001
A Non-Steroidal Androgen Receptor Antagonist

Mycophenolic Acid 19 6,900/
An Inhibitor of Inosine Monophosphate Dehydrogenase (IMPDH)

Norlidocaine Hydrochloride

25mg 32,000/ / 100mg 87,800M
A Voltage Gated Sodium Channel Blocker

Olmesartan 100mg 8,000
A Selective AT, Subtype Angiotensin Il Receptor Antagonist

Paliperidone
200mg 15,000/ / 19 52,3008

An Antagonist against Dopamine D, Receptor and Serotonin
5-HT, Receptor

Roflumilast N-oxide

5mg 23,000M / 25mg 80,000/
A Selective Phosphodiesterase 4 (PDE4) Inhibitor

Tenofovir Hydrate
197,300 /59 23,1004

A Nucleotide Reverse Transcriptase (RT) Inhibitor

Teriflunomide
100mg 10,800/ / 19 59,400/

A Pyrimidine Nucleotide Synthesis and Tyrosine
Phosphorylation Inhibitor

Tizoxanide

25mg 27,500/ 100mg 82,5004
AThiazolide Antiprotozoal and Antiviral Agent

6-Mercaptopurine Monohydrate (=6-MP)

19 1,800/ / 59 5,300
An Inhibitor of Purine Ribonucleotides and DNA/RNA Synthesis
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Flutamide 5g 5,500/ / 25g 16,400/

Mycophenolate Mofetil
100mg 7,700/ / 19 46,200

Lidocaine

259 5,100M /1009 14,300/ / 5009 46,5004

Olmesartan Medoxomil
19 7,100M / 59 24,7004

Risperidone
50mg 8,400/ / 500mg 40,400

Roflumilast
250mg 8,900 / 1g 26,5004

Tenofovir Disoproxil Fumarate

Leflunomide
200mg 9,500/ / 1g 30,000/

Nitazoxanide

200mg 4,200/ / 1g 13,500/ / 5g 45,500/

Azathioprine
59 11,700/ / 259 36,900/
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