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GLYT inhibitors, 92–94
– GLYT1 inhibitors, 92–93
– GLYT2 inhibitors, 93–94
– therapeutic potential of, 94–95
Gly transporters (GLYT), 70, 90
– inhibitors, 92–94
–– therapeutic potential of, 94–95
– localization of, 90
– molecular pharmacology of, 91–92
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ivermectin, 214, 215
Ixel, 32

k
ketamine, 22
kinase inhibitors, 107. see also Tyrosine kinase

inhibitors
kinases, catalytic receptors, 5

330 Index



l
large neutral amino acid 1 transporter

(LAT-1), 262
LAT-1. see large neutral amino acid 1

transporter (LAT-1)
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ligand-gated ion channels, 5
ligand prediction
– ligand selection, 260
– virtual screening, 259–260
–– models used for, 262
lipid homeostasis, 133, 201
lipophilic radioactive metabolites, 31
lithogenicity, 132
liver diseases, 127, 132, 138, 144, 200, 204, 217,

301, 303
liver regeneration, 143, 201
liver transporters, 199
liver X receptor (LXR), 136
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P-type ATPases, 5
– protein, 200

q
quality of life, 22

r
radiolabelled BCRP substrates
– [11C]dantrolene, 189
radiolabelled P-gp inhibitors
– [11C] labeled elacridar, 188
– [11C] labeled tariquidar, 187–188

– [11C] laniquidar, 189
– [18F] labeled elacridar, 188
– [18F] labeled tariquidar, 187–188
radiolabelled P-gp substrates
– [11C] loperamide, 186–187
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– substrate-binding site, 61
small heterodimer partner (SHP), 201
sodium-dependent transporter (NTCP or

SLC10A1), 199
sodium-independent large organic anion

transporters (SLCO), 107
sodium-independent organic anion

transporters (OATPs or SLC21A), 199
sodium-potassium ATPase, 61
solute carrier class (SLC), 107
solute carrier 6 family (SLC6) neurotransmitter

transporter, 53
solute carriers, 69
– superfamily 6 of, (SLC6), 69
solute carrier transporters (SLC), 253
somatodendritic autoreceptors, 41
sorafenib, 180, 190
soy lipids, 214
spare transporter effect, 183
SRC-1 (steroid receptor coactivator 1), 207
SSRI antidepressants, 26
SSRI citalopram, 29
STAR*D (Sequenced Treatment Alternatives

to Relieve Depression) trials, 22
steroid-binding pocket, 209
steroids, 205
Stratera, 30
stroke, GAT, therapeutic potential in, 89
structural modifications of bile acid

scaffold, 209
structure–activity relationship (SAR)

studies, 214
structure-based ligand discovery
– computational methods used in, 264

structure of INT-747 derivatives
– and activities (EC50) at FXR receptor, 209
subcutaneous pentylenetetrazol (scPTZ), 86
– test, 86
substantial medicinal chemistry, 200
substrate-like behavior, 183
substrate transport
– transporter-mediated, 70–71
subtype-selective inhibitors, 74
sulfated polyhydroxysterols, 213
synapses
– GABAergic and glycinergic
–– inhibitory neurotransmission at, 70
synaptic cleft, 53
synaptic transmission, 70
synaptosomal vesicle fusion pore (SVF-Pore)

family, 12

t
talopram, 29
Tangier disease, 113
tauro-CA, 203
tauro-CDCA, 203
taurocholate cotransporting polypeptide

(NTCP), 120
TCDB class 1, 2, 4, and 8, 7
theonellasterol G, 214
Theonella swinhoei, 213, 214
therapeutic approaches, 24
therapy-refractory epilepsy, 184
thermal hyperalgesia, 95
threonine, 204
tiagabine, 74, 78, 85, 87, 89
– epilepsy, efficacy of, 87
TM. see transmembrane (TM)
TMEM16A. see transmembrane protein with

unknown function 16 (TMEM16A)
topotecan, 189
total parenteral nutrition (TPN), 122
TPN. see total parenteral nutrition (TPN)
transcriptional activity, 204, 206
transcriptional factors, 207
transcriptional inhibitors, 206
transmembrane (TM), 72
– domains (TMDs), 108
– helices, 56
– sodium gradient, 53, 61
– transport activity, 11
transmembrane protein with unknown

function 16 (TMEM16A), 233
transporter as drug targets, 12
Transporter Classification Database

(TCDB), 2, 4
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transporter classification system, 2
transporter collections
– with a focus on human membrane transport

proteins, 3
transporter family, 4
transporter-overexpressing cell lines, 188
transporter proteins, 55
transporters, 2, 4, 5, 11, 12, 15
– heterogeneity of, 95
transporter-selective radiotracers, 183
– PET radiotracer, 184
transport proteins, 11, 199
transport system 2.A.22.6.3
– as an example of the TCDB classification, 4
tricyclic antidepressant (TCA), 21
triglycerides, 201
Trintellix, 38
triterpenes, 212
troglitazone, 203
tryptophan, 59
tumor development, multiple amino acid

transporters in, 264
tumorigenesis, 201
tumor therapy, 107
tyrosine kinase inhibitors, 180, 190
– cancer treatment, role in, 180
tyrosine transporters, 55

u
UDCA. see ursodeoxycholic acid treatment

(UDCA)
unconjugated hyperbilirubinemia, 285
uniprot, 5, 15
UniProt accession number, 4
ursodeoxycholic acid treatment (UDCA)
– in cholestatic liver disease, 144

US Food and Drug Administration (FDA), 30
– black box warning on atomoxetine, 30

v
van der Waals interactions, 210
vascular reactivity, 201
VDR. see vitamin D receptor (VDR)
venlafaxine, 32
vesicular transporters, 62
vilazodone, 37, 38
vincristine, 109, 129
vitamin D receptor (VDR), 122
voltage-gated ion channels, 5
vortioxetine (Lu AA21004), 38, 39, 40, 42
– antidepressant and anxiolytic properties,

40
– 5-HT3 receptor antagonism, 41
– increases DA in prefrontal cortex, 41
– originally designed to increase 5-HT

neurotransmission, 41
– receptor activities result in different

modulation, 41
– target occupancy, dose relations determined

by, 40
– in vitro binding affinities and functional

efficacy of, 39
VX-661 and VX-809, chemical structure, 114

x
xenobiotics, 133, 204

y
yeast transport protein database, 2

z
zinc binding site, 58
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