Adrenerglc blocking
drugs block
stimulation of the
sympathetic nervous
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Sir Henry Dale,
awarded the Nobel
prize in 193¢
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Outline the mechanisms of action of
adrenergic neuron blockers

Classify a-receptor blockers into selective &
non- selective

=Study In detail the pharmacokinetic aspects &

pharmacodynamic effects of o adrenergic blockers
—
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Vasodilatation Blood vessels




Clonidine ,\l\/\/\/l/’

=Apraclonic ine‘s =Acts directly as o, receptor |
IS used in open agonist to inhibit NE release

angle glaucoma

as eye drops. Suppresses sympathetic
acts by outflow activity from the brain / /
decreasing B

agueous humor Little Used as Antihypertensive agent due to |
formation rebound hypertension upon abrupt

| withdrawal
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er formation receptors

ao-Methyldopa Reserpine Guanethidine Clonidine




Nonselective

Adrenoceptor antagonists

l

Alpha blockers

I
Alphas-selective
(yohimbine)

Alpha,-selective
(prazosin)

Irreversible
(phenoxybenzamine)

|
Reversible
(phentolamine)

Beta blockers

Beta,-selective
(atenolol)

Nonselective
(propranolol)

Beta,-selective
(butoxamine)
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ADRENERGIC RECEPTOR BLOCKERS

They block
sympathetic actions
by antagonizing:-




CLASSIFICATION

a-Adrenoceptor Antagonists

Non-selective Selective
block «, ¢ «,

- a &
Reversible Irreversible «o,-blockers
Phentolamine *Phenoxyben- *Prazosin
zamine *Terazosin
*Doxazosin

|
o -blockers
*Yohimbine

Selectivea,,

v

Tamsulosin




Phenoxybenzamine
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@ Rapid

i 1 Effector cell
i . membrane

Covalently inactivated
4 ~adrenoceptor



https://www.google.com.eg/url?sa=i&rct=j&q=&esrc=s&source=images&cd=&cad=rja&uact=8&ved=0ahUKEwjXucGxofDXAhXIthoKHYY9Ds0QjRwIBw&url=https://healtheappointments.com/chapter-7-adrenergic-antagonists-essays/&psig=AOvVaw2rVSLtirDB6p8Q0CTBsWzA&ust=1512473586238377
https://www.google.com.eg/url?sa=i&rct=j&q=&esrc=s&source=images&cd=&cad=rja&uact=8&ved=0ahUKEwjXucGxofDXAhXIthoKHYY9Ds0QjRwIBw&url=https://healtheappointments.com/chapter-7-adrenergic-antagonists-essays/&psig=AOvVaw2rVSLtirDB6p8Q0CTBsWzA&ust=1512473586238377

= Non-Selective o.- Adrenoceptor Antagonists

Phentolamine

Reversible blocking of
ol & o2 receptors

=Short acting (4 hrs)
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Both drugs cause: £ 100
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=Postural hypotension g & " 1 M Phenox| |

: gg_ 10 pM Phenox
Decrease peripheral X :
vascular resistance )
=Increase cardiac output Log Norepinephrine]
((12 block) + Phenoxybenzamine
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Angina

atype of temporary
chest pain,
pressure or
discomfort.

. Narrowed
artery

— Ischemia

Heart muscle is not
receiving enough
oxygen due toa
narrowed

coronary artery.
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Pheochromocytoma

Too much adrenaline

‘PHEochromocytoma’ A i
* Palpitations 23 an ¢
* Headache
* Episodic sweating (diaphoresis)
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Sympathetic neuron

Doxazosin, alfuzosin
orfamulosin
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First dose of a, receptor blocker may
produce an orthostatic hypotensive
response that can result in syncope
(fainting).
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’ With al Blocker Without al Blocker




Constriction
of a small skin
blood vessel

Raynaud’s Normal
circulation
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| Selective a1 A—antagonist | | Tamsulosin
(Uroselective)
I “*alA receptors present in prostatel

s Tamsulosin is used In
treatment of benign prostatic
hypertrophy (BPH)




Selective allA—antagonist | -(I-S %ﬁ,ﬁlgﬁ?ve)

Tamsulosin produces: relaxation e
of smooth muscles of bladder || rormsviosin i '1 L
neck & prostate —1mproves — ‘

urine flow ‘ —

Has minimal effect

on blood pressure Improve iy flow

$



0.o-SELECTIVE ANTAGONISTS |

Yohimbine ‘

Used as aphrodisiac in the
treatment of erectile dysfunction

Increase nitric oxide release in the
corpus cavernosum thus producing
vasodilator action and

contributing to the erectile process

Increased Sexual arousal &

krection

Inhibition of presynapac

Lka ) )
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feceptors

Increased release of
Norepinephrine & Nitnc
Oside (NO) 1n the Corpus

cavernosum




