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Table 21-1
Glossary of Receptor Drug Interactions

Receptor

Interaction

Agonist
(dull
agonist)

Definition

A drug or medication that
binds to a specific
receptor producing an
effect identical to that
usually produced by the
neurotransmitter
affecting that receptor.
Drugs are often
designed as receptor
agonists to treat a
variety of diseases and
disorders in which the
original neurotransmitter
is missing or diminished.

Antagonist A compound that binds to

Partial
agonist
(mixed
agonist)

Inverse
agonist

a receptor that blocks or
reduces the action of
another substance
(agonist) at the receptor
site involved.

Antagonists that compete
with an agonist for a
receptor are competitive
antagonists Those that
antagonize by other
means are
noncompetitive
antagonists

A compound that (even
when fully occupying a
receptor) possesses
affinity for a receptor, but
elicits a partial
pharmacologic response
at the receptor involved.
Partial agonists are often
structural analogs of
agonist molecules. If
neurotransmitter
concentrations are low,
partial agonists may
behave as an agonist.
This is why these
medications are
sometimes called mixed
agonists.

An inverse agonist is an
agent that binds to the
same receptor as an
agonist for that receptor
but produces the
oppaosite pharmacologic
effect.

Examples and Comments

Full agonists include opioids
such as morphine,
methadone, oxycodone,
hydrocodone, heroin,
codeine, meperidine,
propoxyphene, and
fentanyl. Benzodiazepines
act as agonists at the
GABA receptor complex.

Flumazenil is a competitive
benzodiazepine receptor
antagonist. It competitively
inhibits the activity at the
benzodiazepine
recognition site on the
GABA/benzodiazepine
receptor complex. It is the
purest antagonist
synthesized.

Drugs used in the treatment
of schizophrenia block
dopamine 2 receptors.

Examples of opioid
antagonists include
naltrexone and naloxone.

Buprenorphine is a partial
agonist that produces
typical opioid agonist
effects and side effects,
such as euphoria and
respiratory depression, but
its maximal effects are
less than those of full
agonists like heroin and
methadone.

When used at low doses
buprenorphine produces
sufficient agonist effect to
enable opioid-addicted
individuals to discontinue
the drugs with fewer
withdrawal symptoms.

Several inverse agonists are
currently in clinical
development. One
particular example is
R0O15-4513, which is the
inverse agonist of the
benzodiazepine class of
drugs. R015-4513 and the
benzodiazepines both
utilize the same GABA
binding site on neurons,
yet R015-4513 has the
opposite effect, producing
severe anxiety rather than
the sedative and anxiolvtic
effects associated with
benzodiazepines.

Cannabinoid inverse
agonists have been found
to reduce appetite, the
opposite of the craving
effect associated with
cannabis.

GABA, y-aminobutyric acid.
Table by Norman Sussman, M.D.
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Table 21-15 Currently Approved Indications of the Selective Serotonin Reuptake
Inhibitors in the United States for Adult and Pediatric Populations Other

SSRIs
Citalopram Escitalopram  Fluoxetine Fluvoxamine Paroxetine Sertraline Vilazodone
(Celexa) (Lexapro) (Prozac) (Luvox) (Paxily (Zoloit) Viibryd)
Major depressive disorder  Adult Adult Adult* and - Adult’ Adult Adult
pediatric
Generalized anxiety — Adult -— — Adult — —
disorder
ocnD — - Adult and Adult and Adult Adult and -
pediatric pediatric pediatric
Panic disorder — — Adult — Adult® Adult —
PTSD — — — — Adult Adult —
Social anxiety disorder _ —_ —_ _ Adult’ Adult —_—
Bulimia nervosa — — Adult — — — —
Premenstrual dysphosic — - Adule — Adult? Adult -
disorder
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Table 21-57

Anticholinergic Drugs

Short-Term Intramuscular

Generic Name Brand Name Tablel Size Injectable Usual Daily Oral Dosage or Inlravenous Dosage
Benztropine Cogentin 05,1, 2mg 1 mg/mlL 1-4 mg one (o three times 1-2 mg

Biperiden Akineton 2mg 5 mg/ml 2 mg one 1o three times 2mg

Ethopropazine Farsidol 10, 50 mg — 50-100 mg one to three times  —

Orphenadrine Norlex, Disipal 100 mg 30 mg/ml 50-100 mg three times 60 mg IV given over 5 min
Procyclidine Kemadrin 5mg - 2.5-5 mp throe times -

Teihexyphenidy Artane, Trihexane, 2, 5 mg elixie — 2-5 mg two to four times

Trihexy-5 2 mg’s ml
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