INDEX

Abscisic acid 127

Absorption 7, 72, 73, 80, 81, 82, 83,
112, 321

Acetylcholinesterase (Ache) 246, 247,
248, 331

Acidity 9, 12, 13, 14, 15, 17, 77, 78, 91,
102, 211, 231, 235, 240

Aconitase 224, 225

Acyl fluorophosphate 267

p-Adrenergic antagonist 321

Adrenergic receptors 321

Afloqualone 308, 344

AFP-168 123, 124, 125

D-Ala-p-Ala dipeptidase (VanX) 264

Alamifovir 283, 284, 340

Alanine 74, 147, 151, 165, 168, 171

Alanine racemase 151, 171, 257, 259

Albaconazole 297, 298

Aldose reductase 331, 332

Alkoxycarbenium ion (oxonium ion) 16,
39, 88, 93, 108, 109, 123, 198, 245

Alkyl fluoride 94

Almitrine 315, 345

Altropane 334, 335

Alzheimer disease 193, 247,252, 258, 306,
307, 317

Amcinonide 310, 344

o-Amido trifluoromethyl ketone 51

Amino acid decarboxylase (AADCs) 158,
257, 262, 263

f-Amino alcohol 40, 45, 52, 53, 54, 147,
150, 159, 164, 240, 241, 255, 256, 270

Aminocarbasugar 195, 197

4-Amino-4-deoxychorismate synthase
(ADCS) 227

Aminopeptidase 170

Amodiaquine 87, 88

Amphiphilic 5, 180, 211, 214, 215, 216

Amphotericin B 135, 137

Anesthetic 10, 15, 79, 87, 89, 279, 335,
336, 337, 340, 346

Angiotensin II 170, 249

Anomeric 74, 75, 90, 91, 180, 182, 187,
190, 197, 198, 199, 200, 201, 205, 207,
211, 213, 232, 233, 242, 244, 255, 282

Anthracycline 138

Antifolate 161, 284, 288

Antihelmintic 300

Antimalarial 87, 109, 110, 299

Antiprogestine 108, 329, 340, 341

Antitumor 111, 115, 129, 131, 132, 133,
138, 180, 181, 182, 185, 188, 225, 226,
253, 264, 270, 279, 280, 281, 282, 283,
284, 285, 287, 288, 342

Antiviral 89, 147, 181, 182, 184, 185, 186,
187, 233, 264, 265, 280, 283, 284, 288,
290, 342

Apoptosis inductor 284,287, 288, 306, 317

Aprepitant 326, 327, 346

F-Ara-A (2-fluoro-Ara-A) 182

F-Ara-C 182

Arachidonic acid (AA)
267, 308, 318

Aromatase 103, 105, 330

Aromatic amino acid 77, 156, 226, 257

Artemisinin 40, 89, 108, 109, 110

119, 120, 121, 248,
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Ascorbic acid 158, 194, 163

Aspartate semialdehyde dehydrogenase
(ASA-DH) 255

Aspartyl phosphate 255

Aspartyl protease 78, 241, 250, 251, 252

Astaxanthin 115, 116

Astemizole 314, 345

Atorvastatin 320, 345

Avermectin 136, 137

Balofloxacin 293

Balz-Schiemann 25, 27, 339
Bendroflumethiazide 322, 323, 345
Benfluorex 302, 345

Benign prostatic hyperplasia (BPH) 107,

329, 330
Benperidol 301, 343
Betamethasone 102, 309, 313, 344
Bicalutamide 327, 328, 346
Bioavailability 82, 83, 134, 248, 261, 279,

280, 294, 300
Biriperone 301, 343
Bis(difluorophosphonates) 232, 233
Bromodifluoroacetate 33, 35, 39, 116,

161, 163, 185, 195, 198, 258
Bromodifluoroalanilate 154
Bromodifluoromethane (CHF,Br)

161, 165
o-Bromophosphonoacetate 206
Bromotrifluoroacetone 59, 60, 248
Bromotrifluoromethane (CF3Br)

(Halon 301) 45, 49, 205
Bromotrifluoropropene 60, 61, 208
2-Bromotrifluoropropene 60, 61, 208
Bromperidol 301, 343
Bronchodilator 314
Butofilol 321, 345
Butyrophenone 85, 301
BXL-628 107, 330

Caderofloxacin 293, 295

Calcitriol (see 12,25-Dihydroxyvitamin Dj3)

Camptothecin 132, 133, 284

Cangrelor sodium 324

Cantharidin 127, 128

Canthaxanthin 115

Capecitabine 188, 190, 280, 281, 342

Carbanion 16, 17, 18, 20, 32, 33, 51,
231, 258

Carbocation (carbenium ion) 16, 19,
125, 130

Carbonic anhydrase 77, 234

Carboxypeptidase A 254

Carotenoid 112, 115, 116

Casipitant 303, 304

Cathepsin K 90, 91

CCD-3693 108, 308, 340

Celebrex 287, 288, 345

Celecoxib 318, 319, 345

C-Fbond 2,9, 10, 24, 25, 75, 80, 85, 89,
93, 94, 154, 158, 223

CF,Br, 32,33,147,197,201,202,206,210

CF,H group 33, 36, 341

10-CF;CO-DDACTHF 253

CF;-I (trifluoromethyl iodide)
206, 207

CF;-0- 9, 11, 80, 211

CF;OF 27, 135, 161, 294

CF;-S 7,11, 45, 47, 48, 49, 80, 211, 339

Chemokine CCRS receptor 289

CHF,CI (Freon 11) 32, 147, 164, 165,
294, 300

Chimase 249

Chiral Lewis acid 27, 39, 53

Chlorodifluoroacetic acid 33, 35, 288

Chlorofluorocarbon (CFC) 6, 24, 27, 31,
129, 136, 338

Cholesterol 269, 271, 272, 320, 321

Cholesterol biosynthesis 271, 272, 320

Chorismate synthase 226, 227, 228

Cimicoxib 318, 319

Cinacalcet 332, 346

Cinchona alkaloids

Cinelazepam 304

Ciprofloxacin 291, 292, 342

Cisapride 326, 346

Citalopram 302, 303, 343

Citrate synthase 224

Clobetasol 309, 310, 344

Clofarabine 282, 283, 342

Collagen 172, 173

Concanavalin A 216

Cryofluorane (CIF,C-CF,Cl)
(Freon 114) 337, 346

Cyclooxygenase (COX) 288, 309, 316,
317, 318, 319

Cysteine 163, 164, 254,256, 264, 270, 272

Cysteine protease 254

18, 49, 156,

27,45, 131



Cytidine-5'-diphosphate-p-glucose 4,6-
dehydratase (CDP-p-glucose
4,6-dehydratase) 266, 267, 268

Cytochrome P450 enzyme 86, 108,
109, 334

Cytosine
297, 342

Cytotoxicity

187, 189, 195,204,216, 266, 283,
111, 134, 160, 161, 226

DAST (diethyl amino sulfur trifluoride) 24,
25, 26, 31, 103, 117, 118, 132, 133, 137,
138, 154, 157, 160, 162, 163, 164, 165,
181, 183, 184, 185, 186, 187, 188, 189,
190, 191, 192, 193, 195, 196, 206, 227,
228, 231, 282

dC (2'-desoxycytidine) 226

5-F-dC (2-deoxy-5-fluorocytidine)

226, 227

DCMTase (2'-deoxycytidine-5-methyl
transferase) 226, 227

ddA (2/,3'-dideoxyadenosine)

ddC (zalcitabine) 184

ddI (2,3-dideoxyinosine) 88, 182, 184, 233

Dehydroquinase type II 229

3-Dehydroquinate 229

3-Dehydroshikimate 229

Denagliptin 333

Deoxofluor 25, 26

1-Deoxy-p-fructose 193

2-Deoxy-2,2-difluoro-p-ribose 17

Deoxyfluorosugar 180

Deoxynojirimycine 196

2-Deoxynucleoside 182, 183, 184, 185,
189, 195, 203, 206, 233

dEpoB 133, 134

Desflurane 335, 336, 337, 340, 346

Desoximethasone 310, 311

88, 182

Dexamethasone 102, 309, 311, 312,
313, 344

Dexfenfluramine 320

DHEA 333

Diacylglycerol phosphate 236
Didanosine (see ddI)
2,3-Dideoxyfuranose 181, 184, 185, 186
2,6-Dideoxy-6,6,6-trifluoropyranose 208
Diels—Alder reaction 30, 103, 128
Diflomotecan 132, 284, 285
Diflorasone 102, 309, 344
Diflucortolon 310, 311, 344
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Diflunisal 317, 318, 345
Difluorination 31, 32, 116, 130
Difluoroacetaldehyde 157, 161, 203
Difluoroacetic acid and esters 33, 35, 36,
40, 42
1,3-Difluoroacetone 323
(S)-Difluoroalaninate 147
Difluoroalanine 147, 148, 165, 258, 259
1,1-Difluoroalkenes 36
Difluoroallene 42
Difluoroarachidonic acid 120, 121, 122
Difluoroasparagine 159, 160
3,3-Difluoroaspartic acid 160
Difluoroazetidinone 195
Difluorocarbene 33, 42, 47, 164, 340
6,6-Difluoro-6-deoxyglucoses 266
Difluoro-C-disaccharide 39, 40, 90, 91,
180, 197, 198, 200, 201, 238
Difluoro-C-glycopeptide 91, 238
Difluoro-C-glycoside 39, 91, 180, 181,
197, 198, 200, 238
Difluoro-C-phosphonate 197, 200
Difluorocyclopropane 33, 341
3.3-Difluorocysteine 163
2,2-Difluoro-2-deoxyaminopyranose 195
3,3-Difluorodeoxyfuranose 185
gem-Difluorodeoxyfuranose 185
gem-Difluorodeoxypyranoses 195
2,2-Difluoro-2-deoxyribose 185
p,B-Difluoroenamine 39, 41, 151,
154, 157
Difluoroenoxysilane (difluoroketene
silylacetal) 36, 38, 39, 40, 198, 200
3,3-Difluoroglutamic acid 154, 161, 162
4,4-Difluoroglutamic acid 161, 162, 163
4.4-Difluoroglutamine 161
4,4-Difluoroglycoside 195
Difluorohomoserine 163
Difluoro-L-arginine 161, 163
4,4-Difluoro-L-arginine 161, 163
3,3-Difluoro-L-homocysteine 163
3,3-Difluoro-L-methionine 163
5,5-Difluorolysine 161
S-Difluoromethionine 164
Difluoromethoxy (CHF,-O-) 293, 325
Difluoromethyl amino acid 33, 147, 148,
154, 165, 166, 258, 259, 300, 342
3',3’-Difluoromethylene furanoside 199
o-Difluoromethyl amino acid 165
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Difluoromethyl group and CF,H

compound 5, 8,11, 12, 13,16, 20,29, 79,

164, 308, 335, 340, 341 Difluoromethyl
ornithine (DMFO) (eflornithine) 165,
261, 300, 341, 342

Difluoromethyl phosphonate 35,
200, 232

Difluoromethyl proline 154

Difluoromethyl radical 198

Difluoromethylation 31, 32, 36, 165,
200, 201, 211

Difluoromethylenation 32, 33, 36, 37,
38, 198

Difluoromethylene furanosides

Difluoromethylene phosphonate
199, 200

C-Difluoromethyl xylulose 202

Difluoroolefin 36, 38, 42, 60, 197

Difluorophate 334, 346

Difluorophosphonate 33, 34, 42, 91, 122,
231, 232, 233, 234, 235, 236, 245

Difluorophosphonoserine 237

Difluorophosphonotyrosine 232

4,4-Difluoroproline 154

Difluoroserine 41, 158, 163

2,2-Difluorospermidine 270, 271

6,6-Difluorospermidine 270, 271, 272

7,7-Difluorospermidine 270, 271, 272

Difluorosulfonamides 234

Difluorothreonine 159

Difluorovinyl compound 30, 32, 37, 197,
198, 200, 202, 206, 242

Difluorovinyl glycosides 197

Difluorovinyl lithium 37, 38

C-Difluorovinyl pyranose 208

Difluprednate 309, 310, 344

Dihydrofolate reductase (DHFR) 161

Dihydroxyphenylalanine (DOPA) 156,
262, 263

1¢,,25-Dihydroxyvitamin D5 105, 106, 107,
331, 346

Dipeptidyl peptidase IV (DPP IV) 239,
240, 331

Dipeptidyltransferase IV (DPT IV) 239

2,3-Diphosphoglycerate (2,3-DPG)
233,293

[1,3]-Dipolar cycloaddition 197

Dipole—dipole interaction 75, 90

Disparlure 125, 126

197, 198

DNA 80, 91, 106, 132, 133, 138, 161,
181, 182, 188, 225, 264, 265, 280, 281,
282, 284, 292

DNA polymerase 80, 182, 265, 284

Dopamine 156, 262, 263, 300, 301, 307,
334

Doxifluridine (5'-deoxy-5-fluorocyti-
dine) 226, 280, 281, 342

DQ-113 292, 293, 295, 296, 341

Droperidol 301, 343

Dutasteride 108, 329, 330, 346

Elcb 18,93

Efavirenz 288, 289, 340, 342

Efletirizine 314

Eldanolide 127

Electrophilic fluorination 26, 27, 28, 31,
102, 122, 135, 147, 156, 159, 161, 187,
190, 191, 193, 231, 294, 313, 314

Electrophilic trifluoromethylation 48,
117, 329

o-Elimination 17, 18, 19

p-Elimination 17, 18, 19, 36, 89, 93, 94,
164, 225, 226, 256, 257

Elocalcitol 330

Elvucitabine 283

Emtricitabine 283, 342

Enflurane 335, 336, 337, 340, 346

Enkephalin 170, 171

Enolpyruvate shikimate-3-phosphate
(EPSP) 227, 228, 245, 246

5-Enol-pyruvylshikimate 3-phosphate
227,228

Enoxacin 252, 342

Enzyme inhibitor 8, 16, 18, 42, 73, 74,
76, 89, 90, 146, 180, 181, 199, 279

Eperezolid 296, 297

Epidermal growth factor receptor
(EGFR) 285, 286

EpoB 133,134

Epothilone 133, 134, 342

Epotoside 285

Erythromycin
296

Escitalopram 303, 343

Esterase 59, 92, 134, 167, 231, 241, 280,
287, 308, 315, 318, 331, 334

Estrogen receptor 319, 328

Ethyl loflazepate 304

134, 135, 136, 137, 294,



Ethyl trifluoroacetate 51, 52, 56, 89,

158, 248

Ethyl trifluoroacetoacetate 56, 57, 58, 60

trans-Ethyl trifluorocrotonate 60
Etofenamate 317, 318, 345
Exatecan 132, 284, 285

Exulind 287, 317

Ezetimibe 321

BF 42, 43, 147, 154, 156, 190, 191,

192, 193
F, 27,28
Falecalcitriol (see 26,27-
Hexafluorocalcitriol)
Fandofloxacin 292, 293
Farnesyl diphosphate synthase
(FDPSase) 93, 242, 243
Farnesyltransferase (PFTase) 93,
242, 243
Fatty acid 99, 100, 119, 193, 240
FDG (see ['®F]-2-Fluoro-2-deoxy-
D-glucose)
Fidarestat 332, 333
Finrozole 330
Fipamezole 307
Flecainide 324, 340, 345
Fleroxacin 292, 341, 342
Floctafenine 317, 318
Flomorex 294, 297, 340, 342
Fluanisone 301, 343
Fluasterone 108, 333, 340
Fluazacort 310, 344
Flubendazole 299, 300, 342
Flucinonide 310
Fluclorolone 309, 310, 344
Fluconazole 297, 298, 342

Flucytosine (5-fluorocytosine) 283,

297, 342

Fludarabine (2-fluoro-Ara-A phosphate)

188, 190, 282, 283, 342
Fludelone 134, 135, 284
Fludrocortisone 311, 344
Fludroxycortide 311, 344
Flufenamic acid 317, 318
Flufenisal 317, 318
Fluindione 324, 325, 346
Flumazenil 304, 305, 344
Flumecinol 333, 334, 346
Flumedroxone 329, 346
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Flumequin 290, 291, 342

Flumethasone

309, 344

Flunazirine 322, 345
Flunisolide 309, 310, 344
Flunitrazepam 304, 305, 344

Fluocinolone

102

Fluocortine 310, 311

Fluocortolone

310, 311, 344

Fluoral (N,0)-acetal 54, 55, 60, 150
Fluoral (trifluoroacetaldehyde) 10, 45, 46,
47, 50, 53, 54, 55, 56, 59, 60, 148, 150,

151, 158

Fluoride anion

18, 24, 25, 93, 147, 183,

191, 264, 336

Fluorinase 100, 101

Fluorinated nucleotides 76, 80

Fluorination 2,5,7,8,9,10,11, 12, 13, 16,
17,19,23,24,26,27,28,31,42,43,73,77,
79, 81, 82, 86, 88, 89, 102, 103, 106, 107,
116, 117, 119, 122, 125, 130, 131, 132,
133, 134, 135, 137, 138, 146, 147, 154,
156, 159, 161, 164, 171, 181, 182, 183,
184, 185, 186, 187, 188, 190, 191, 192,
193, 195, 196, 226, 231, 234, 235, 292,
294, 309, 312, 313, 314, 339, 340

Fluorine atom

1,2,5,6,7,8,9,10, 11, 14,

15,16,17,18,19,20,23,30,72,73,74,75,
76,77,79,81, 82,83, 84, 85, 86, 87, 88, 89,
90,91, 93, 94, 99, 100, 101, 102, 106, 107,
110, 112, 116, 117, 119, 120, 122, 123,
125, 126, 132, 138, 146, 147, 165, 167,
169, 170, 172, 173, 180, 182, 184, 185,
186, 187, 188, 190, 191, 192, 211, 215,
216, 223, 225, 226, 227, 230, 231, 232,
233, 236, 237, 238, 239, 242, 244, 245,
257, 266, 269, 270, 279, 280, 281, 291,
292, 293, 297, 300, 304, 315, 321, 359

S-Fluoroalkyl

164, 211

Fluoro nucleoside 187, 280, 283
Fluoroacetaldehyde 10, 11, 53, 100,

157, 202

Fluoroacetyl chloride 29, 51, 87, 158, 336
Fluoroacetyl-CoA 100

Fluoroalanine

10, 147, 148, 149, 150, 151,

158, 164, 165, 171, 226, 257, 258, 259
(S)-Fluoroalanine 147

Fluoroalcohol

6, 8, 12, 13, 14, 211, 241,

250, 251, 340

Fluoroalkene

10, 17, 18, 30, 31, 36, 90
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o-Fluoroalkyl amino acid 164, 165, 167
Fluoroalkyl ether 156, 335, 336
O-Fluoroalkyl glycosides 211, 213
Fluoroalkyl ketone 83, 91, 211, 251
p-Fluoro amino acids 41,94, 147,154,157,
158, 159, 160, 161, 163, 164, 166, 226,
257, 259
Fluorobenzene 75
Fluorocarbacepem 294
2-Fluorochorismate 227
p-Fluorocitral 114
2-Fluorocitrate 100, 171, 224, 225
Fluorocorticosteroid 78, 101, 308, 309,
310, 311, 312, 313, 314
Fluorocyclitol 195, 196
2-Fluoro-2-deoxyarabinose 184
4-Fluoro-4-deoxy-p-galactose 191
['®F]-2-Fluoro-2-deoxy-p-glucose
193, 194
2-Fluoro-2-deoxyfuranose 182
3-Fluoro-3-deoxyfuranose 182
2-Fluoro-2-deoxyinositol 230
5-Fluoro-5-deoxy-myo-inositol 196
Fluorodeoxynucleoside 182, 189
2-Fluoro-2-deoxypyranose 190
2-Fluoro-2,3-dideoxyfuranose 184
6-Fluoro 5-enol-pyruvylshikimate
3-phosphate (6-F-EPSP) 227, 228
Fluorodopa (F-DOPA) 156
Fluoroethane 5, 9
Fluoroform (CHF3) 4, 12, 17, 45, 46
2-Fluorofuranose 187
Fluoro-GDP-fucose 244
4-Fluoroglutamic acid 161
4-Fluorohistidine (4-F-His)
Fluorohydroxysterol 272
(S)-y-Fluoroleucine 152
5-Fluorolysine 161
Fluoromethane 3, 5,9, 17, 20, 45
Fluorometholone 311, 344
p-Fluoromethylenetyrosine 262
5-Fluoronucleoside 187
Fluoroolefin 317, 18, 19, 36, 42, 60, 238
4-Fluorophenylalanine (4-F-Phe) 170, 173
Fluorophosphonate 29, 30, 33, 35, 42, 90,
91,112,122, 198, 199, 201, 231, 232, 233,
234,235,236,237,238,245,268,269,281
4-Fluoroproline (4-F-Pro) 154, 172, 173
Fluoropurine 187

192,

170, 173

Fluoropyrimidine 187

3-Fluoropyrrolidine 293, 341

Fluoroquinolone 82, 84, 279, 289, 290,
291, 292, 293, 294, 295, 340, 341, 342

6-Fluoroquinolone 82, 291, 295

6-Fluoroshikimic acid 227

Fluorospermidine 270, 271, 272

Fluorothreonine 100, 101, 158, 159

4-Fluorothreonine 101, 158

5-Fluorouracile (5-FU) 27, 28, 158, 188,
190, 225, 226, 279, 280, 281, 342

Fluorous effects 80

Fluorous phase 214

Fluoxetine 302, 303, 343

Fluparoxan 86

Flupenthixol 301, 302

Fluphenazine 301

Flupirtine 306, 344

Fluprednidene 311

Fluprednisolone 102

Flurbiprofen 287, 307, 317, 345

Flurithromycin 135, 136

Flurizan 287, 306, 317

Flutamide 327, 346

Flutazolam 304, 305

Fluticasone 102, 310, 311, 312, 340, 345

Flutonidine 322

Flutrimazole 297, 298, 342

Fluvastatin 320, 346

Fluvoxamine 302, 303, 344

F-Meso-bilirubin 118

YENMR 106,112,117,118,135, 146,156,
169, 171, 172, 173, 216, 246

Folylpolyglutamate synthase (FGGS) 161

Fosfluridine 280, 281

Free radicals 19, 20, 32, 33, 34, 39, 49, 53,
54, 56, 57, 60, 62, 86, 104, 154, 161,
165, 190, 198, 199, 201, 202, 203, 205,
206, 210, 211, 213, 231

Fried method 102, 312

Frontalin 125, 126

Frutropium bromide 315

Fucosyltransferase 244

Fulvestrant 108, 328, 341, 346

GABA 108, 258, 304, 305, 308,
336, 337

GABA amino transferase (GABA-AT)
258, 260



Ganaloxone 308

Garner’s aldehyde 153, 162

Gatifloxacin 293, 342

Gauche effects 12, 74, 75, 119

Gefitinib 285, 286, 342

Gemcitabine (2/,2'-fluoromethylene-2-
deoxycytidine) 185, 186, 279, 280, 281,
282, 342

Gemifloxacin 293

Glifanine 317

Glucose 187,192, 193, 194, 198, 214, 216,
266, 300, 332

Glucose-6-difluorophosphonates 236

Glucose-6-phosphate dehydrogenase
(G6PDH) 235, 236

Glutamicacid 154,161,162, 163, 165, 166,
169, 249, 257, 288

Glycal 190, 201, 206, 210

Glyceraldehyde 185, 186, 187, 188, 206,
207, 210

Glycerol-3-phosphate dehydrogenase
(G3PD) 235

Glycinamide ribonucleotide transformylase
(GAR Tfase) 253

Glycinate anion 147, 152, 156, 158, 161

Glycopeptide 91, 190, 198, 238

Glycosidase 180, 181, 190, 196, 211, 230,
238, 242, 243, 244

Glycosyl fluoride 180, 181, 211, 243

Glycosyl phosphatidylinositol phospholipase
C (GPI-PLC) 230

Glycosyltransferase 93,180, 181, 190, 230,
242,244

Gonadotropin-releasing hormone
(GnRH) 169, 329

oH, parameter 77

Halazepam 304, 305, 340, 344

Halobetasol 309, 310, 345

Halofantrine 299, 243

Halofenate 332

Halogenodifluoroacetic acid and esters 33,
34, 35, 39, 40, 47, 116, 163, 185, 195,
198, 256

Halogenodifluoromethyl phosphonate 33,
34,35

Halogenofluoroethane 60, 61

Halogenofluoromethane 27, 147, 165,
166, 210
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Halogenofluoromethane (Halon) 27, 31,
32, 33, 45, 46, 49, 50, 147, 164, 165, 166,
197, 201, 202, 206, 210

Halomethasone 309, 310, 345

Haloperidol 301, 343

Halopredone 309, 310, 345

Halothan 60, 87, 335, 336, 337, 346

Hepatitis B virus (HBV) 189, 283, 284

Heterocyclization 51, 56, 58, 292, 339

Hetero-Diels—Alder reaction 39, 53, 60,
202, 208

Hexafluoroacetone
167, 323

26,27-Hexafluorocalcitriol
340, 346

Hexafluoroleucine 152, 153, 172

Hexafluoroisopropanol 336, 340

(S)-Hexafluoroleucine 152, 153

Hexafluorovaline 152, 170, 172

HF 25, 28, 31, 42, 43, 101, 102, 130, 131,
148, 153, 161, 164, 181, 183, 186, 190,
225,312, 313, 337

HF pyridine or amine complex 23, 28,
31, 42, 43, 101, 102, 148, 153, 190,

227, 228

HE-SbF5 130, 131

Histamine antagonist 308, 314

Histidine 156, 170, 172, 173, 241

Histone deacetylase (HDACs) 254

HIV 88, 181, 182, 184, 186, 216,

237, 241, 250, 283, 284, 288,
289, 290

HIV protease (PR-HIV) 241, 250, 252

HIV reverse transcriptase (HIV-RT) 88,
182, 184, 237, 283, 284, 288

HIV-1 integrase 288, 290

HMG-CoA reductase 272, 320

5-HT 82, 83, 301, 302, 303, 306, 307, 308,
322, 326

5-HT1 agonist 303

5-HT?2 antagonists 301, 303, 322

5-HT?2/D2 receptor antagonists 302

5-HT4 receptor 326

Human cytomegalovirus (HCMV)

249, 250

Human leukocyte elastase (HLE) 241, 248,
249, 308, 316, 341

Human neutrophilic elastase (HNE) 83

Hydroflumethiazide 322, 323, 346

148, 149, 151, 152,

106, 331, 332,
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Hydrogen bond 8, 9, 12, 14, 15, 16, 73,
75,77, 78,179, 80, 81, 90, 92, 214, 215,
230, 232, 239, 240, 241, 249, 253,

340, 341

Hydrogen bond acceptor 12, 14, 75,
233, 240
Hydrogen bond donor 14, 75, 77, 240, 341

Hydrolytic metabolism stability 16, 88, 89,
109, 122, 125, 138, 169, 184, 187, 282

Hydrophobicity 7, 80, 81, 83, 112, 117,
146, 172

lloperidone 302, 303

Iloprost 123

Imagent 214, 347

Imatinib 286, 287

Iminosugars 200

Insect esterase 241, 247

Ioflupane 334, 335, 341

p-Tonone 112

Isofloxythepine 301, 302

Isoflurane 79, 335, 336, 337, 340, 346

Isostere 90

KC-515 322, 323, 341

Ketanserine 322, 346

Ketene dithioacetals 56, 58, 205, 210

Kinase 75,91,192,194,195,230,232,233,
234,264, 265, 284, 285, 286, 287

Krebs cycle 99, 171, 224

Lansoprazole 325, 326, 340, 346

Lapatinib 286

Leflunomide 307, 319, 345

Leukotriene antagonists 81

Leukotrienes 81, 120, 121, 123, 318

Levocastatine 314

Lidoflazine 322, 346

Lidorestat 332, 333

Linezolid 294, 296, 297, 343

Lipophicity 774, 80, 81, 82, 146, 164, 214,
213, 297, 324, 336

Lipoxygenase (LOX) 122, 318

Liquid crystals 180, 215

Liquivent 339

Lixivaptan 322, 323

log D 297

log P 7,8, 13, 80, 81, 82, 83, 84, 339,
340, 341

Lomefloxacin 292, 293, 343

Lomerizine 322, 346

Lubiprostone 123, 125, 327, 341

Lumaracoxib 318

Lysophosphatidic acids 236, 237

Mabuterol 315, 315, 345

Macrolide 133, 134, 135, 289, 298

Malonyl-CoA decarboxylase (MCD)
240, 241

D-Mannopyranose 193

p-Mannose 187

Maraviroc 289, 290

Maxipost 27

Mechanism-based inhibitors 18, 73, 93,
146, 223, 256, 257, 259, 261, 264, 265

Mefloquine 299, 343

Melperone 301, 343

Metabolism 18, 72, 73, 84, 85, 86, 87, 88,
89, 103, 106, 108, 125, 131, 146, 154, 190,
191, 192, 193, 214, 230, 240, 244, 270,
280,284,299,299,307,318, 335,336,340

Metaglidasen 332

N-Methyltransferase 79

Michael acceptor 33,94, 164,256,257,266

Midalozepam 304

Middleton scale 6

Middleton’s phosphorane 152

Mizolastine 314, 345

Monoamine oxidase (MAO) 257, 262,
263, 307

Monofluoroacetic acid 13, 27, 29, 30,
35, 89
Monofluoroalanine 147, 226, 257, 259

Monofluoroalkene 30, 90

Monofluoroasparagine 159

Monofluoroaspartic acid 159, 160

S-Monofluoromethionine 164

a-Monofluoromethyl amino acid 165, 166

Monofluoromethyl peptidyl ketone 267

Monofluorophosphonate 91, 112,231,232,
235, 268

Morniflumate 317, 318

Mosapride 326, 346

Moxifloxacin 291, 343

Nadifloxacin 293
Nalidixic acid 290, 291

Navelbine (Vinorelbine) 129, 130, 131



Nebivolol 321, 322, 346

Nemifitide 304

Netoglitazone 332

Neuroamine 146, 156, 257, 262, 301

Neurokinin-1 antagonist 327

Neuroleptic 85, 300, 301, 302, 303, 343

Neuroprotector 305, 306, 317

NF-kB 309, 317

Niflumicacid 317, 318

Nilotinib 286, 287, 342

Nilutamide 327, 346

Nitisinone 333

Nitroflurbiprofen 307

NMDA antagonist 306

NO synthase (NOS) 309

Norfloxacin 291, 243

NSAID 287, 288, 307, 308, 316, 317,
318, 345

Nucleocidine 100, 181

Nucleophilic fluorination 24, 27, 31, 181,
183, 184, 190, 191, 192, 193, 196, 231

Nucleophilic perfluoroalkylation 210

Nucleophilic trifluoromethylation 42, 43,
44, 46, 47, 202, 203

Nucleoside 26, 31, 75, 80, 100, 180, 181,
182, 183, 184, 185, 186, 187, 188, 189,
190, 195, 197, 199, 203, 206, 233, 257,
280, 282, 283

0-CF;3 9, 42, 211, 339, 340

O-CH,-Rf 211

Ofloxacin 293, 343

Olamufloxacin 293, 341

Optizon 338, 339, 347

O-Rf 211,212

Ornithine decarboxylase (ODC) 258,
270, 300

Oxaflozane 303, 344

Oxaflumazine 301, 302, 343

Oxidative metabolism 84, 85, 87, 103,
108, 154, 340

Oxonium ion (see Alkoxycarbenium ion)

Oxygent 214, 339

P substance (PS) 169, 170
Paliperidone 302, 303
Pantoprazole 325, 326, 340, 346
Paraflutizide 322, 323, 346
Paramethasone 309, 345
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Paroxetine 302, 303, 343

Pazufloxacin 293

Pefloxacin 290, 291, 292, 343

Penfluridol 301, 302, 343

Pentafluoroethyl iodide 329

Pentafluoroethyllithium 329

Pentafluorophenyl 8, 11, 12, 13, 45, 77,
78, 341

Peptide deformylase 296

Peptidomimetic unit 54, 78, 90, 146, 147,
164, 238

p-Peptidyl-a-trifluoromethyl alcohols
241, 251

a-peptidyl--CF3z-ketone 316

p-Peptidyl fluorinated alcohols 241

a-Peptidyl fluoroalkylketone 83, 250, 252,
254,316

Peptidyl fluoroketone (see a-Peptidyl
fluoroalkylketone)

Perflexane 339, 347

Perfluoroalkane 3, 5

6-C-Perfluoroalkyl-p-fructose 210

Perfluoroalkyl iodide 62, 151, 210, 213

Perfluoroalkyl sugar 210, 216

Perfluoroalkyl trimethylsilane 210

Perfluoroalkylation 117, 210, 211, 212

Perfluoroalkylidene acetal 211, 212

Perfluoroamine 5, 6, 12, 339

Perfluoroaryl group 341

Perfluorobutylamine 339

Perfluorocarbon 3,5, 6, 12, 214, 338,
339, 346

Perfluorohexane 3, 6

Perfluoropropene oxide 149

Peroxisome proliferator-activated receptor
(PPAR) 317, 331, 332

PGH synthase (prostaglandin
synthase) 122

P-glycoprotein (Pgp) 288

Phenylalanine 156, 157, 165, 169, 171, 232

Phenylpyruvate tautomerase 229

Pheromone 125, 126, 133, 247

Phosphatase 91, 127, 210, 230, 231, 232

Phosphatidylinositol 195, 230, 232,
268, 269

Phosphatidylinositol phospholipase C 230,
268, 269

Phosphodiesterase IV (PDE 1IV) 240,
241, 315
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Phosphoenolpyruvate 101, 245, 246

Phosphoglycerate kinase (PGK) 233, 234

Phospholipase A2 (PLA2) 248, 308, 325

Phosphonofluoridates 267

Phosphotyrosine phosphatase protein
(PTP1B) 231,232

Photodynamic therapy (PDT)

Pimozide 301, 302, 343

Pipamperone 301

Pitavastatin 320

pKa 12,13,17,77,78,79, 80, 82,83, 86,91,
92,146, 152,170, 172, 211, 230, 234, 235,
236, 240, 270, 271

Platelet derived growth factor (PDGF) 232

Polyamine biosynthesis and metabolism
258, 270, 271, 300

Porphyrin 117, 118, 119, 120

Positron emission tomography (PET) 147,
154, 158, 192, 193, 194, 335, 338

Posoconazole 297, 298

Prasugrel 324, 325

Progabide 305, 306, 345

Progesterone receptor 329

Prolylamide 90, 238, 239

Propanolol 86, 321, 322

Prostacyclin (PGI2) 89, 123, 124

Prostaglandin 89, 119, 122, 125, 308,
316, 318, 327, 334

Prostaglandin H2 316

Prostanoid 119, 121, 123, 316

Protease 51, 57, 78, 90, 168, 230, 238,
239, 241, 246, 248, 249, 250, 251,
252,254, 257, 267, 288, 316, 332

Protease inhibitor 51, 57, 90, 238, 250

Protein kinase 75, 287

Protein of transfer of cholesteryl esters
(CEPT) 269, 270

Proton pump 114, 325, 326

Prulifloxacin 293

Pruvanserin 308

Purine nucleoside phosphorylase
(PNP) 233,234

p-Pyranose 180, 185, 187, 190, 191, 192,
193, 195, 196, 197, 200, 202, 206, 207,
208, 209, 213

Pyrethrinoid 60, 128, 129

Pyridoxal phosphate-dependent enzyme
(PLP) 94, 151, 256, 257, 258,
259

117, 118

Quazazepam 304

Radical perfluoroalkylation 210, 211

Radical trifluoromethylation 49, 129, 190,
203, 205, 206, 329

Ramatroban 316, 345

Ranbezolid 296, 297

Razaxaban 324, 325

RCM reaction 36, 134, 135, 195, 196

Sa-Reductase 103, 108, 229, 330

Reformatsky reagent (Zn/BrCF,-COOEt)
33,39, 114, 122, 161, 163, 185, 195,
198, 256

Renin 241, 250, 251, 252, 316

Retigabine 305, 306

Retinal 112, 113, 114, 115

Retinoid 111, 112, 114, 115, 117

Revazapran 326

y-Ribonolactone 184

Ribonucleotide diphosphate reductase
(RDPR) 185, 197, 264, 284, 265,
236, 342

Riluzole 305, 306, 340, 344

Risperidone 301, 303, 343

RNA 80, 170, 226, 265, 280

R0-26-9228 107

Rofleponide 309, 310

Roflumilast 315, 340

Rosuvastatin 320, 346

Rufinamide 305, 306

Rufloxacin 293, 343

Ruppert reagent (TMSCF3) 39, 42,
43,44, 45, 46, 47, 62, 117, 155, 203,
204, 205

S-Adenosyl methionine (SAM) 100, 226,
227, 270

S-Adenosylhomocysteine (SAH) 265,
266, 267

S-Adenosylhomocysteine hydrolase (SAH
hydrolase) 265, 266, 267

Safinamide 307

Salbutamol 314

Sarizotan 307

y-Secretase 252, 253, 317

Selectfluor (F-TEDA-BF,) 26, 27, 28,
31, 32, 132, 133, 136, 181, 187, 189, 190,
191, 313

Seletracetam 305, 306, 342



Serine 41, 78,92, 100, 101, 127, 151, 158,
163, 237, 238, 239, 241, 246, 250, 254,
256, 267, 287, 332

Serine protease 92, 239, 248, 249, 250,
254,332

Sertindole 302, 303

Sevoflurane 335, 336, 337, 340, 347

SE, 42, 161, 165

Shikimate-3-phosphate 245, 246
Shikimic acid 227

Shikimic path 227

Silodosin 330

N-Silyl difluoroenamine 39, 41, 151

Sitafloxacin 164, 292, 295, 341

Sitagliptin 333

Snl 10, 18, 19, 241

Sn2 10, 18, 19

Solubility 6, 7, 8, 80, 82, 83, 84, 118,
251, 338

Sonazoid 338

Sonovue 336, 339, 346

Sorafenib 287

Sparfloxacin 291, 294, 343

Spermine synthase (SPM synthase) 270,
271, 272

Squalene 271, 272

Squalene epoxycyclase 272

Statins 320

Steric effects 15, 20, 73

Steroid C17(20)lyase 229, 268, 269

Steroid sulfatase 234, 235

Steroids 44, 48, 101, 103, 104, 105, 108,
114, 116, 129, 229, 234, 235, 268, 269,
308, 309, 310, 311, 312, 313, 314, 316,
327, 330, 333, 340

f-Substituted trifluoromethyl ketone 51,
52,53

Substrate analogue 73, 224, 225, 230,
231, 233, 234, 238, 250, 269, 270

Sufugolix 229

Suicide substrate 93, 223, 256

Sulcatol 125

F-N-Sulfonimide (NFSI) 26, 27, 28, 135,
161, 185, 294

Sulindac 287, 317, 345

Surfactant 1, 5, 180, 209, 214, 216

T-138067 287, 288, 341
Tafenoquine 299
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Tafluposide 284, 285, 339, 341

Tafluprost 334

Talniflumate 317, 318, 345

TASF 191

Taxol (Paclitaxel) 74, 110, 111, 133, 284

Taxotere (Docetaxel) 110, 133

TBABF 25, 31, 42

TBAF (tetrabutyl ammonium fluoride) 25,
31, 38, 42, 43, 46, 127, 184, 185, 193,
204, 206, 212

Tecastemizole 314

Teriflumide 306, 319

Teriflunomide 307, 319

Tesetaxel 284, 285

Tetrahydrofolic acid
226, 253

Tezacitabine 264, 265, 266, 281, 282, 342

o-Thioalkyl trifluoromethyl ketone 248

Thiofuranose 187

Threonine 100, 101, 127, 158, 159, 287

Thrombin inhibitors 76, 324

Thymidylate synthase (TS) 225, 226, 231,
280, 284, 288

Thyropropin releasing hormone
(TRH) 169, 170

Tidoxil 280, 281, 283

Timiperone 301

Tipranavir 288, 290, 343

Topoisomerase I 132, 133, 284

Topoisomerase II (DNA gyrase) 292

Torcetrapib 321

Tosufloxacin 292, 343

Toxicity 29, 87, 88, 89, 100, 131, 138, 164,
171, 214, 224, 225, 233, 267, 268, 279,
284, 297, 318, 336

Transaminase 156, 257, 258

Travofloxacin 291, 292

Travoprost 122, 123, 334, 346

Triamcinolone 102, 309, 310, 345

Trifluoperazine 301, 302, 343

Trifluoroacetaldehyde (see Fluoral)

Trifluoroacetaldimine (fluoral imine)
56, 148

Trifluoroacetamide 45, 51

Trifluoroacetamidoyl halides 53, 54, 149

Trifluoroacetate (esters) 29, 39, 51, 52, 56,
89, 158, 248

Trifluoroacetic acid (TFA) 29, 36, 47, 49,
50, 51, 53, 336

161, 162, 225,
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Trifluoroacetic anhydride (TFAA) 49, 51,
148, 149
Trifluoroacetone 59, 247
(R)-Trifluoroalaninate 149
Trifluoroalanine 147, 148, 149, 150, 151,
158, 171, 257
Trifluoro-apovincamic ester 133
Trifluoroarachidonic acid 120, 121
Trifluorochloroethylene 164, 211
Trifluorocitronellol 74
Trifluoroethanol (TFE) CF;CH,OH 8, 18,
36,37,38,50,56,57,78, 149, 150, 157, 19,
202, 340
Trifluoroethoxy (CF;CH,-O)
324, 325, 340
Trifluoroethyl triflate 324
Trifluoroethylamine 56, 57, 90
4.,4,4-Trifluoroisoleucine 152
Trifluorolactic acid 59
6,6,6-Trifluoro-L-daunosamine 206
Trifluoroleukotriene B4 (LTB4) 121
Trifluoromethacrylate 114
Trifluoromethoxy (see CF5-O-)
p-Trifluoromethyl amine 82, 168
o-Trifluoromethyl amino acid 58,
165, 167
o-Trifluoromethyl arginine 167, 168
p-Trifluoromethyl-f-amino alcohols
(trifluoromethyl isoserines) 241
Trifluoromethyl S-lactam 111
Trifluoromethyl carbinol 240, 241, 251,
271, 340
Trifluoromethyl C-furanoside 205
S-Trifluoromethyl cysteine 164
2-C-Trifluoromethyl-p-arabinose 206, 207
10-Trifluoromethyl deoxoartemisinin 110
C-Trifluoromethyl-deoxyfuranose 203, 204
2'-Trifluoromethyl-2’,3’-dideoxynucleoside
184,203, 206
Trifluoromethyl dioxirane (TFMDO) 59
2-C-Trifluoromethyl-p-ribose 206, 208
Trifluoromethyl enol ether 51, 52
o-Trifluoromethyl glutamic acid 166, 169
o-Trifluoromethyl ketone 8, 10, 39, 51,
52,58, 83, 92, 103, 114, 116, 207,
251, 316
4-Trifluoromethyl L-proline 154, 155
Trifluoromethyl oxirane (trifluoropropene
oxide) 59

18, 202, 294,

Trifluoromethyl phenylsulfone 46
Trifluoromethyl-3-amino-2-propanol 270
Trifluoromethylacetylene (trifluoropropyne)
60, 208
Trifluoromethylamine 57
Trifluoromethylation 24,42, 43,44, 45, 46,
47,48,49,50,103,117,127, 149, 156, 164,
166, 171, 190, 202, 205, 207, 210, 329,
330, 339
Trifluoromethylcyclopentanedione 104
Trifluoromethylmyoglobin 118
Trifluoromethylstyrene 36, 38
Trifluoromethylthymidine
(5-trifluoromethyl-2’-deoxyuridine) 47,
188, 190, 226, 261, 283, 284, 342
Trifluoromonomorine 133
Trifluoropropene 59
Trifluoropyruvate 58, 59, 148, 149, 154,
158, 161, 165, 167, 206, 207

Trifluoropyruvate imine 148, 149, 154,
162, 167

Trifluororetinal 113, 114, 115

18,18,18-Trifluorosteroids 104, 105

19,19,19-Trifluorosteroids 103
4-Trifluorothreonine 158
6,6,6-Trifluoro-2,3,6-

trideoxypyranose 209
Trifluorotocopherol 117
Trifluorotrichloroethane (CFC-113a)

60, 129
4.4 4-Trifluorovaline 152, 172
Trifluperidol 301, 343
Triflupromazine 301, 302, 343
Trifluridine (see Trifluoromethylthymidine)
Triflusal 30, 307, 318, 345
Trypanosomiasis 261, 300
Tryptophan 151, 156, 157, 165, 166
Tumors 118, 134, 154, 194, 238, 254,

264, 268, 280, 284, 286, 288, 317,

329, 338
Tumour necrosis factor (TNF) 309
Tyrosine 151, 156, 157, 158, 165, 169, 231,

262, 263, 285, 286, 287, 333
3-F-Tyrosine (3-F-Tyr) 171, 172
Tyrosine kinase 285, 286, 287

UDP-GIcNAC enolpyruvyltransferase
(MurZ) 244,245
Ufenamate 317, 318, 345



Valrubicin (trifluoroacetyladriamycin)

138, 139

Van der Waals radius 15, 73

Vandetanib
Vinblastine

286
129, 130

Vinca alkaloids 129

Vinflunine

130, 131, 285

Vinorelbine (see Navelbine)
Vinyl fluoride 18, 30, 36, 42, 60, 227, 229,
238, 266, 268, 342

Vitamin D3
Vitamin E
Vitamin K

105, 106, 107, 116, 331
116, 117
117, 324

INDEX 365

Wieland—Miescher ketone 103

Wittig reaction 31, 115, 152, 206

Wittig—Horner reaction 59, 114, 122,
152, 185

Xaliproden 306
Xanthate 42, 49, 50, 56
XeF, 27,164

Zifrosilone 247
ZK-EPO 284, 285, 342
Zosuquidar 288






