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The term receiver was introduced by Paul Ehrlich
since 1906 , but the concept was defined later as:

Receptor:

Any biological molecule to which a drug binds and
produces a measurable response. (Gocdman, 1968).

Proteins that are responsible for transducing extracellular
signals into intracellular response. (Lindupp, 1990).




In the current concept,

pharmacological receptors (or pharmaco-receptors)
are “cells infrastructural configurations that are able to
bind more or less specific to the molecules of. drugs,

endogenous and toxic substances*

Pharmaco-receptors

are usually found at cellular level, being placed on
the cellular membrane or inside the cells, drugs
being able to act on the cells’ surface or inside.




Recent researches have revealed other premises

linked to the receptors:

Ligand Gated lon Channels,
G-Protein Coupled Receptors,
Enzyme-Linked Receptors,

Intracellular Receptors.
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Regulates the flow of ions across the cell membrane.
EX: Nicotinic cholinergic receptors, GABA-ergics = quick response
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The Nicotinic receptors
Stimulated by acetylcholine
sodium influx,
activation in skeletal muscle contractions.
The GABA receptors
Stimulated by: benzodiazepine, GABA.
Increased chlorine influx —>
cell hyperpolarisation
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G -protein

The peptides are linked to the G Protein by three
subunits:

- alfa (linked with GTP),

- beta and

- gamma

The linkage of the appropriate extracellular ligand = G
protein activation

- GTP replaces GDP on the alpha subunit,

During the dissociation of the G Protein the subunits
Interact with secondary messengers, the answer: from
seconds to minutes

For ex. alpha and beta adrenoreceptors
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Specific cytosolic enzymatic activity as an integral
component of the structure / function.

Binding an extracellular ligand, activates or inhibits
the activity of cytosolic enzymes.

For ex: insulin receptors.

Duration of response: minutes to hours.
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For ex. Tyrosine Kinase Receptors




4. Intracellular

receptors

M |

Completely intracellular, specific ligands must diffuse into
the cell in order to interact with it.

For ex: steroid receptors




Steroid receptors

The ligand must have a good liposolubility in order
to be able to cross the cell membrane.

In the case of steroid receptor, the activated
receptor-ligand complex will migrate to the nucleus,
where it binds to a specific DNA sequence, resulting
the regulation of gene expression.

The duration of the response is long: hours or days.




Nuclear receptors

For ex.
Receptor for retinoic acid




