
TARGETS FOR DRUG ACTION

• Receptors
• Ion channels
• Enzymes
• Transporters
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• Cibles pharmacologiques
• Récepteurs et transmission de l’information
• Transduction du signal
• Neurotransmission
• Transmission synaptique
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TARGETS FOR DRUG ACTION

Receptors

Ex: D2 like receptor : - 3° boucle intracellulaire longue
- queue carboxyterminale courte
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TARGETS FOR DRUG ACTION

Receptors
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TARGETS FOR DRUG ACTION

DanazolNorethisteroneProgesterone 
receptor

TamoxifenEthinylestradiolOestrogen 
receptor

Not knownInsulinInsulin receptor

ChlorpromazineDopamine
Bromocriptine

Dopamine (D2-
receptor)

Ketanserine5-
hydroxytryptamine

5HT2 receptor

NaloxoneMorphineOpiate (µ- ) 
receptor)

RanitidineImpromidineHistamine (H2 -
receptor)

MepyramineHistamineHistamine (H1-
receptor

PropranololNoradrenaline
Isoprenaline

Beta-adreno-
receptor

Tubocurarine
α-bungarotoxin

Acetylcholine
Nicotine

Nicotinic Ach 
receptor

AntagonistsAgonistsReceptors 
Receptors

From Pharmacology
Ed Rang et al (2003)
Churchill Livingstone, p 23
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TARGETS FOR DRUG ACTION

Ions-channels
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TARGETS FOR DRUG ACTION
Ions-channels

GlycineDizocilpine, Mg 2+ , 
Ketamine

Glutamate-gated 
(NMDA) cation 
channels

BenzodiazepinesPicrotoxinGABA-gated chloride 
channels

Cromokalim
Sulphonylureas

ATPATP-sensitive 
potassium channels

Many neuromodulators4-aminopyridineVoltage-gated 
potassium channels

Dihydropyridines
β-adrenoreceptor 
agonists

Divalent cationsVoltage-gated calcium 
channels

AldosteroneAmilorideRenal tubule sodium 
channels

VeratridineLocal anaesthetics
Tetrodotoxin

Voltage-gated sodium 
channels

ModulatorsBlockersIon channels

2003-2004From Pharmacology- Ed Rang et al (2003)-Churchill Livingstone, p 24



TARGETS FOR DRUG ACTION

Enzymes

• 1 molécule d’enzyme peut inactiver 5000 molécules d’acétylcholine par sec
• Temps d’inactivation: 100 msec pour une molécule d’acétylcholine
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TARGETS FOR DRUG ACTION
Enzymes

IproniazidMonoamine oxidase A

MethyldopaCarbidopaDopa decarboxylase

SimvastatinHMG-CoA reductase

AcetazolamideCarbonic anhydrase

CaptoprilAngiotensin-converting 
enzyme

AllopurinolXanthine oxidase

Acetylsalicylic AcidCyclooxygenase

HemocholiniumCholine 
acetyltransferase

Neostigmine
Organophosphates

Acetylcholinesterase

False substrateInhibitorsEnzymes

From Pharmacology, Ed Rang et al (2003), Churchill Livingstone, p 25 2003-2004



TARGETS FOR DRUG ACTION
Enzymes

Didanosine, zidovudineReverse transcriptase

SaquinavirHIV protease

AciclovirThymidine kinase

Plasminogen activators

HeparinEnzymes of blood 
clotting cascade

AzathiaprineEnzymes involved in 
DNA synthesis

CytarabineCytarabineDNA polymerase

Trimethropin
Methotrexate

Dihydrofolate reductase

MPTPSelegilinMonoamine oxidase-B

False substrateInhibitorsEnzymes

From Pharmacology, Ed Rang et al (2003), Churchill Livingstone, p 25 2003-2004



TARGETS FOR DRUG ACTION

Transporters
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Transporters
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TARGETS FOR DRUG ACTION

Transporters

OmeprazoleProton pump 
(gastric mucosa)

Cardiac 
glycosides

Na+/K+ pump

Loop diureticsNa+/K+/Cl- co-
transporter (loop 
of Henle)

ProbenecidWeak acid carrier 
(renal tubule)

ReserpineNoradrenaline 
uptake (vesicular)

Amphetamine
Methyldopa

Tricyclic 
antidepressants
Cocaine

Noradrenaline 
uptake1

HemicholiniumCholine carrier 
(nerve terminal)

False 
substrates

InhibitorsCarriers

2003-2004From Pharmacology, Ed Rang et al (2003), Churchill Livingstone, p 25


