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Bold numerals refer to syntheses

Abortion, non-surgical, 32
Acamprosate, 15
Acne, 37
Acolbifene, 163
Acyl-CoA: cholesterol acyltransferase,

see ACAT
Adamantamine, nitration, 84
Agonist, adenosine, 195–197
Agonist, GABA, 190
Agonist, alpha-adrenergic, 69
Alagebrium, 102
Alcoholism, treatment, 15
Alfuzocin, 178
Alitretoin, 30
Alkylating agent, 12, 218
Almotriptan, 146
Alniditan, 133
Altinicline, 115
Alvameline, 109
Alvimopam, 117
Alvocidib, 165
Alzheimer’s disease, 66, 70, 94, 109, 115

Ambrisentan, 126
Amdoxovir, 199
Amiodarone, 139
Amprenavir, 4
Amustaline, 218
Analgesic, spinal 69
Anecortave, 34
Angiotensin converting enzyme,

see ACE
Angiotensin, 18
Angiotensin, antagonist, 112
Anticholinergic agent, 49, 56, 70, 87, 170
Apafant, 224
Apaziquone, 154
Aplaviroc, 134
Aplindore, 150
Apoptosis, 165
Aprepitant, 105
Arachidonic acid, 22, 48, 59, 80, 90, 143
Arecoline, 109
Arofylline, 202
Arzoxyfene, 155

The Organic Chemistry of Drug Synthesis, Volume 7. By Daniel Lednicer
Copyright # 2008 John Wiley & Sons, Inc.

233

CO
PYRIG

HTED
 M

ATERIA
L



Asenapine, 228
Asoprinosil, 32
Asthma, treatment, 29, 35, 90, 202
Atazanavir, 7
Atrasentan, 87
Atreluton, 90
Atrial natriuretic peptide, 18
Avanafil, 127
Avasimibe, 56
Avitriptan, 146
Azepinone synthesis, 19
Azetidone synthesis, 67

Bazedoxifene, 145
Benign prostatic hypertrophy see BPH
Benzimidazole synthesis, 156
Benzothiazole synthesis, 144
Bexarotene, 76
Bexlosteride, 222
Bifeprunox, 159
Bimatoprost, 24
Biricodar, 119
Bladder, overactive, see Urinary

incontinence
Blood clots, generation, 16
Blood-brain barrier, 63, 69, 74
Bortezomib, 133
BPH, treatment, 36, 176, 225
Brasofensine, 64
Breast cancer, 31
Buspirone, 207

Calcium, serum levels, 73
Camptogen, 230
Canabinol receptor, 99
Canertinib, 180
Canfosfamide, 13
Capravirine, 95
Carbapenem, 214
Cariporide, 57
Ceftobiprole, 213
Celecoxib, 92
Cell-cycle regulation, 133
Chemosensitizing agent, 119
Chicken pox, 199
Chiral adjunct, 27
Chiral auxiliary, 51, 85, 86, 94, 106, 174,

177, 207, 223

Cholesterol, absorption, 56, 66, 169
Cholesteryl ester transfer protein, (CETP),

169
Chronic pulmonary obstructive disease,

see (COPD)
Ciclesonide, 36
Cilomilast, 30
Cimicoxib, 96
Cinacalcet, 73
Cipemastat, 99
Cipralisant, 94
Citalopram, 140
Clevipidine, 117
Clevudine, 130
Clofarabine, 200
Clofibrate, 45
Cloretazine, 14
Cobalt carbonyl, annulation, 81
Cocaine, 64
Collagenase, in rheumatoid arthritis, 97
Common cold, 9
Conazole antifungals, 94
Congestive heart failure, 172, 203
Constipation, 24
Controversy, RU-486, 32
COPD, treatment, 29, 43
Corey lactone, 22–24
Coupling, acetylene, 194, 212
Coupling, arylboric acid, 78, 92
COX in inflammation, 92
Creutzfeld–Jacob disease, 153
Crohn’s disease, 73
Cyclooxygenase, see also COX, 91
Cyclophosphamide, 12

Dabigatran, 156
Dabuzalgron, 52
Darbufelone, 99
Darfenacin, 87
Darunavir, 5
Dasantafil, 204
Delucemine, 59
Diaziquone, 154
Diene, protection, 38
Dipeptidal peptidase see DPP
Disappointment, mild, 61
Disufenton, 53
DNA gyrase, 173
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Donepezil, 1
Dopamine D4 receptor, 166
Dopamine, 63, 75
Dopamine, partial agonist, 150, 159
Doramapimod, 74
DPP, in diabetes, 84
Dronaderone, 140
Dutasteride, 37

Ecalcidene, 38
Ecopipam, 228
Ecopladib, 147
Edonentan, 56
Efaproxiral, 45
Efavirenz, 177
Eicosanoids, 48
Elasatase, 54
Elzasonan, 136
Emesis, 62
Emitefur, 127
Emivirine, 123
Emtricitabine, 132
Endometriosis, treatment, 34
Enzastaurin, 89
Erlotinib, 179
Ertapenem, 214
Ertiprotafib, 219
Estradiol, 31
Etalocib, 49
Etoricoxib, 117
Etravirine, 123
Exatecan, 232
Ezetimibe, 66
Ezlopitant, 62

Fadolmidine, 69
Farglitazar, 46
Farnesol, 171
Fatty acid, oxidation, 44
Febuxostat, 10
Fibrinogen, receptor, 16
Fiduxosin, 227
Fisher indole synthesis, 142, 146, 147
Flibanserin, 158
Flindokalner, 151
5-Fluorouracyl, 127
Fluoxetine, 61, 64
Forodesine, 192

Fosamprenavir, 6
Fulvene, 38
Fulvestrant, 32

Gaboxadol, 190
Gamma-aminobutyric acid, see GABA
Garfenoxacin, 176
Gatifloxacin, 174
Gavistinel, 142
Gefitinib, 181
Gemifloxacin, 210
Gemopatrilat, 19
Glaucoma, 22
Glucagon-like peptide, in diabetes, 206
Glycosylation, 157, 196–201
Gout, 100
Growth hormone, 153

Hair loss, 36, 51
Heck reagent, 92
Hemiasterlin, 11
Herbicide, corn, 47
HIV, 2
Hypoxia, solid tumors, 45

Ibrolipim, 44
Ibutamoren, 153
Iclaprim, 125
Igmesine, 64
Ileus, postoperative, 117
Iludin S, 38
Imidazole synthesis, 96, 97
Imipenem, 214
Incretin, 84
Indiplon, 192
Indolone synthesis, 150
Influenza, avian, 25
Inhibition, HMG-CoA reductase, 123

proteasome, 133
Inhibitor

(PNP), 192
ACAT, 56, 66
ACE, 18
alpha-2-adrenergic, 178, 225
canabinol receptor, 99
cholinesterase, 66, 109
collagenase, 97
COX-2, 92
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Inhibitor (Continued )
dihydrofolate reductase, 125
dopamine hydroxylase, 97
dopamine, re-uptake, 63
DPP, 83, 84
elastase, 54
endothelin, 55, 85, 126
farnesyl transferase, 171
fibrinogen, 16
folate, 193, 211–213
fungal steroid synthesis, 94
GABA, 15
glutathione transferase, 13
hitsamine H3, 94
leukotriene, 48, 49, 90, 99
MAO, 71, 202
neuraminidase, 26, 28
neurokinin, 105, 168
NMDA, 13, 39, 59, 142
NMDA, 39
PDE-4, 29, 43, 202
PDE-5, 127, 204, 205, 229
phospholipase, 143, 147
PKC, 73, 88, 179–184
platelet aggregation, 60, 224
PPAR, 45
protease, mode of action, 2, 3
retinoid, 30
reverse transcriptase, 95, 122, 131, 197,

198
serotonin, 154
SSRI, 61, 136, 140, 156
Suicide, 9
superoxide, 100
tachykinin, 62
thromboxane A2, 59
topoisomerase, 227, 230
triptamine HT1D, 132, 146
tubulin, 11
tumor necrosis factor, 152
tyrosine kinase, 148, 167
varicela virus, 199
vasopeptidase, 190
vasopresin, 185
viral surface receptor, 107, 134

Inotropic agent, 172
Irofulven, 38
Isatoribine, 207
Isoxazole synthesis, 93

Istradefylline, 202
Izonsteride, 223

Kalamazoo, 34
Kaposi’s sarcoma, 30

Lacosamide, 14
Ladostigil, 71
Lapatinib, 182
Lasofoxifene, 77
Latanoprost, 23
Leflunomide, 93
Lenalidomide, 153
Leprsosy, 152
Leteprinim, 202
Leukotrienes, 48
Lidorestat, 145
Lixivaptan, 222
Lopinavir, 7
Lubazodone, 70
Lubeluzole, 160
Lubiprostone, 23
Lymphoma, T-cell, 76

Macular degeneration, 34
Maraviroc, 107
Maribavir, 158
Maropitant, 62
Melagartan, 16
Melatonin, diurnal cycle regulation, 72
Melatonin, mimic, 72
Mesotrione, 47
Metaloproteases, 18, 47, 54
Metasteses, prevention, 54
Methotrexate, 193
Mevalonate, 44
Microtubules, 128
Mifepristone, 32
Minoxidil, 51
Mitomycin C, 154
Mitoxantrone, 227
Mitsonobu reaction, 46, 52, 87
Monasterol, 128
Monoamine oxidase, see MAO
Morpholine, synthesis, 106
Mubritinib, 108
Multiple myeloma, 133
Muraglitazar, 47
Mushroom, amanita, 190

Jack O’Latern, 38
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Namindinil, 51
Nateglinide, 15
Naxifylline, 203
Nelarabine, 200
Neovascularixation, 34, 47, 140
Nepicastat, 97
Netoglitazone, 103
Neuraminidase, 25
Neurokinin hNK-1, in nausea, 105
Neuropathy, peripheral, 60
Neurophillin, 60
Neuroprotective agent, 53, 142, 151,

159, 202
Neutrophil, superoxide from, 100
Nitazoxinide, 101
Nitisinone, 47
N-methyl-D-aspartate, see NMDA
NNRTI, 96, 122, 123, 176
Non-nucleoside reverse transcriptase

inhbitor, see NNRTI
Norelgestimate, 34
NSAID, 91

Odansetron, 105
Oglufanide, 142
Olmesartan, 111
Omaciclovir, 199
Omapatrilat, 191
Omoconazole, 94
Orfadin, 47
Oseltamivir, 25
Ospemifene, 65
Osteoporosis, 77
Oxazole synthesis, 109

Paclitaxel, 128
Pain, neuropathic, 13, 60
Paliperidone, 209
Parathyroid, hormone, 73
Parecoxib, 92
Parkinson’s disease, 60, 63, 74, 150, 202
PDE-4, 29
Pelitinib, 167
Pelitrexol, 212
Pemetrexed, 193
Pepstatin, 3
Peramavir, 53
Perzinfotel, 39
Phosphodiesterase see PDE

Piboserod, 22
PKC, role, 73
Posaconazole, 105
Potassium channel opener, 150
Pralatrexate, 211
Prasurgel, 189
Prazocin, 176
Prinomastat, 54
Pro-drug, 17, 127
Promiscuity, estrogen receptor, 177
Prostacyclin, 80
Prostaglandins, discovery, 21
Proteasome, 133
Protein cross-linking, 102
Protein kinase, see PKC
Prozac, 61
Psoriasis, 37
Purine nucleoside phosphorylase (PNP),

192
Purine, synthesis, 204
Pyridine synthesis, 116, 124
Pyrimidine synthesis, 103, 122, 129

Radiation therapy, 45
Ragaglitazar, 220
Ramelteon, 72
Reboxetine, 61
Receptor, acetylcholine, 115
Receptor, alpha adrenergic, 52
Receptor, angiotensin, 111
Receptor, beta-adrenergic, 49
Receptor, glucocorticoid, 32
Receptor, progesterone, 32
Receptor, retinoid, 30
Receptor, sertonin 5-HT4, 141
Receptor, thyroid, 50
Receptors, pain, 39
Receptors, peroxisome proliferator

activated, see PPAR
Regadenoson, 197
Repaglinide, 15
Resolution,

Chromatographic, 52
enzymatic, 213, 220
salt formation, 71, 75, 120

Retinoic acid, 30
Retinoids, 76
Revaprazan, 122
Rimonabant, 99
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Risperidone, metabolite, 209
Rivastigmine, 66
Rivoglitazone, 157
Roflumilast, 44
Rosuvastatin, 124
Rotigotine, 75
RU-486, 32
Ruboxystaurin, 89
Rufinamide, 108
Rupinavir, 9

Selodenoson, 196
Semaxanib, 149
Sharpless oxidation, 165
Shingles, 199
Sialidase, 25
Sickle-cell anemia, 45
Sildefanil, 127
Sitafloxacin, 174
Sitagliptan, 206
Sitosterol, 34
Sivelstat, 54
Skin, cell growth, 30
Solabegron, 50
Solifenacin, 171
Solublizing, phosphate, 5
Sonepiprazole, 166
Sorbitol, occular accumulation, 145, 184
Specific serotonin reuptake see SSRI
Statin lipid lowering drugs, 44, 123
Statine, 3, 8
Staurosporin, 89
Stigmasterol, 34
STNOnline, alternatives, xiii
Stroke, 53
Substance P, 105
Sunepitron, 204
Sunitinib,150

Tachykinin, emesis, 62
Tadalafil, 229
Talabostat, 84
Talnetant, 168
Taltobulin, 11
Tamibarotene, 76
Tamiflu, 25
Tamoxifen, 31, 77
Tanaproget, 178

Tandutinib, 183
Tanomastat, 47
Tariquidar, 167
Taurine, 15
Taxol, 11
Tecadenoson, 195
Tegafur, 127
Tegaserod, 141
Tenofovir, 197
Terbogrel, 60
Teriflumonide, 93
Tesmilifene, 58
Tetomilast, 101
Tetrazole synthesis, 110
Tezacitabine, 131
Theophylline, 29
Thiazole synthesis, 101
Thiomorpholine synthesis, 55
Thymogen, 142
Thyroxin, 50
Tidembersat, 164
Tilmacoxib, 91
Timcodar, 60
Tipifarnib, 192
Tiprinavir, 120
Tolterodine, 59
Tolvaptan, 186
Topixantrone, 227
Topoisomerase-I, 230
Topoisomerase, 173, 227
Torborinone, 172
Torcetrapib, 169
Travoprost, 22
Trepostinil, 81
[1,2,3]Triazole synthesis, 108
Troxacitabine, 131
Tubulin, 11
Tyrosenemia, 47

Upjohn, 34
Uric acid, 100
Urinary incontinence, 49, 52, 87, 170

Valdecoxib, 92
Vandetanib, 181
Vardefanil, 205
Varespladib, 144
Vasopresin, 185, 221
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Viagra, 127
Vidagliptin, 84
Vinblastine, 11
Vincristine, 11
Virus, avian influenza, 25
Virus, cell-surface receptor, 107, 134
Virus, HIV, 2, 96, 132
Virus, varicela, 199
Vitamin A, 30

Vitamin D, 38
Vofopitant, 110
Voriconazole, 103

Ximelagatran, 16

Zenarestat, 184
Zidovudine (AZT), 131, 200
Zosuquidar, 79
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