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Bronchial Asthma

Asthma is a chronic inflammatory disorder of  bronchial airways that result in airways 

obstruction in response to external stimuli (as pollen grains, cold air and tobacco 

smoke).

Charactersrs of airways in asthmatic patients :

§ Airway hyperer-er-reactivity: ty: ty abnormal sensitivity of the airways to any external Airway hyp

stimuli. 

§ Inflammation

§ ↑ edema, swelling

§

↑ a, g

↑ Thick mucus production.

§ Bronchospasmsm (constriction of the bronchial smooth muscles).

Airway  hyperper-r-reactivity

Symptoms of asthma

Asthma produces recurrent episodic attack of 

§ Acute bronchoconstriction

§ Shortness of breath

§ Chest tightness

§ Wheezing

§ Rapid respiration

§ Cough

Symptoms can happen each time the airways 

are irritated by inhaled irritants or allergens. 

Causes

§ Infection

§ Stress

§ Exercise (cold air)

§ Pets

§ Seasonal changes

§ Emotional conditions

§ Some drugs as aspirin, β-bockers



Asthma drug targets

Ø Parasympathetic supply

M3 receptors in smooth muscles and glands.

Ø Bronchoconstriction

Ø Increase mucus secretion

Ø No sympathetic supply but B2 receptors in smooth muscles and glands.

Ø Bronchodilation

Ø Decrease mucus secretion

Anti asthmatic drugs:

1) Quick relief medications: 

Bronchodilators used to relieve acute episodic

attacks of asthma.

2) Control therapy (prophylactic drugs): 

Glucocorticoids; anti-inflammatory drugs used to reduce the

frequency of attacks, and nocturnal awakenings

Anti asthmatic drugs

Bronchodilators

(Quick relief medications)

treat acute attack of asthma

• Short acting b2-agonists

• Antimuscarinics

• Xanthine preparations

Anti-inflammatory Agents

(Prophylactic therapy)

reduce the frequency of attacks

• Corticosteroids

•Mast cell stabilizers

• Leukotrienes antagonists

•Anti-IgE monoclonal antibody

• Long acting ß2-agonists 

Bronchodilators

These drugs can produce rapid relief of broncho constriction.

Bronchodilators:

Ø b2 - adrenoreceptor agonists 

Ø Antimuscarinics

Ø Xanthine preparations

Sympathomimetics

b- adrenoceptor agonists

Mechanism of Action 

Ødirect b2 stimulation  ¾® stimulate adenyl cyclase ¾®  cAMP® bronchodilation.

ØIncrease mucus clearance by (increasing ciliary activity).

ØStabilization of mast cell membrane.



Classification of b agonists

ØNon selective b agonists: 

epinephrine - isoprenaline

ØSelective b2 – agonists (Preferable).

Salbutamol (albuterol)

Terbutaline

Salmeterol

Formeterol

Disadvantages

ØNot effective orally.

ØHyperglycemia 

ØSkeletal muscle tremor

ØCVS side effects: 

tachycardia, arrhythmia, hypertension 

ØNot suitable for asthmatic patients with    hypertension or heart failure.

Non selective b-agonists.

Epinephrine

ØPotent bronchodilator

ØGiven subcutaneously, S.C.

Ørapid action (maximum effect within 15 min). 

ØHas short duration of action (60-90 min)

ØDrug of choice for acute anaphylaxis (hypersensitivity reactions).

Contraindications:

ØCVS patients, diabetic patients

Selective b2 –agonists

Ø Are mainly given by inhalation by (metered dose inhaler or nebulizer).

Ø Can be given orally, parenterally.

Ø Short acting ß2 agonists

e.g. salbutamol, terbutaline

Ø Long acting ß2 agonists

e.g. salmeterol, formoterol

Short acting ß2 agonists

Salbutamol, inhalation, orally, i.v. 

Terbutaline, inhalation, orally, s.c.

Ø Have rapid onset of action (15-30 min).

Ø short duration of action (4-6 hr) 

Ø used for acute attack of asthma (drugs of choice).

Long acting selective ß2 agonists 

Salmeterol & formoterol

Øare given by inhalation

ØLong acting bronchodilators (12 hours) due to  high lipid solubility (creates depot effect).

Øare not used to relieve acute episodes of asthma

Øused for nocturnal asthma.

Øcombined with inhaled corticosteroids to control asthma (decreases the number and severity 

of asthma attacks).



Advantages of ß2 agonists

Ø Minimal CVS side effects

Ø suitable for asthmatic patients with  

CV disorders as hypertension or heart failure.

Disadvantages of ß2 agonists

Ø Skeletal muscle tremors.

Ø Nervousness

Ø Tolerance (β-receptors down regulation).

Ø Overdose may produce tachycardia due to 

β1stimulation.

Muscarinic antagonists

Ipratropium – Tiotropium

ØAct by blocking muscarinic receptors .

Øgiven by aerosol inhalation

ØHave delayed onset of action.

ØQuaternary derivatives of atropine (polar).

ØDoes not diffuse into the blood 

ØDo not enter CNS.

ØHave minimal systemic side effects 

ØIpratropium has short duration of action 3-5 hr

ØTiotropium has longer duration of action (24 h).

Pharmacodynamics

Ø Inhibit bronchoconstriction and mucus secretion 

Ø Less effective than β2-agonists.

Ø No anti-inflammatory action only bronchodilator

Uses

Ø Main choice in chronic obstructive pulmonary diseases 

(COPD). 

Ø In acute severe asthma combined with β2 agonists & 

corticosteroids.

Methylxanthines

Ø Theophylline - aminophylline

Mechanism of Action 

Ø are  phosphodiestrase inhibitors

Ø  cAMP® bronchodilation

Ø Adenosine receptors antagonists (A1) (not very 

significant in asthma)

Ø Increase diaphragmatic contraction

Ø Stabilization of mast cell membrane

Pharmacological effects :

ØBronchial muscle relaxation

Øcontraction of diaphragm® improve ventilation

CVS: ↑ heart rate, ↑ force of contraction

GIT: ↑ gastric acid secretions

Kidney: ↑renal blood flow, weak diuretic action

CNS stimulation

* stimulant effect on respiratory center.

* decrease fatigue & elevate mood. 

* overdose (tremors, nervousness, insomnia, convulsion)

Pharmacokinetics

ØTheophylline is given orally

ØAminophylline,  is given as slow infusion

Ø metabolized by Cyt P450 enzymes in liver 

T ½= 8 hours

Øhas many drug interactions

ØEnzyme inducers: 

Øas phenobarbitone & rifampicin

Ø ↑ metabolism of theophylline → ↓ T ½.

ØEnzyme inhibitors:

Øas erythromycin

↓ metabolism of theophylline → ↑ T ½.

Uses

Ø Second line drug in asthma (theophylline).

Ø For status asthmatics (aminophylline,  is given as slow 

infusion).

Side Effects 

Ø Low therapeutic index (narrow safety margin) 

monitoring of theophylline blood level is necessary.

Ø CVS effects: hypotension, arrhythmia.

Ø GIT effects: nausea & vomiting

Ø CNS  side effects: tremors, nervousness, insomnia, 

convulsion



Prophylactic therapy

Anti - inflammatory drugs include:

ØGlucocorticoids to be discussed in (COPD)

ØLeukotrienes antagonists

ØMast cell stabilizers

ØAnti-IgE monoclonal antibody 

e.g. omalizumab

Anti - inflammatory drugs:

(control medications / prophylactic therapy)

§↓ bronchial hyper-reactivity.

§↓ reduce inflammation of airways

§↓ reduce the spasm of airways

Glucocorticoids
Mechanism of action

Anti-inflammatory action due to:

Ø Inhibition of phospholipase A2 

Ø ↓ prostaglandin and leukotrienes

Ø ↓ Number of inflammatory cells in airways.

Ø Mast cell stabilization →↓ histamine release.

Ø ↓ capillary permeability and mucosal edema.

Ø Inhibition of antigen-antibody reaction.

Ø Upregulate β2 receptors (have additive effect to B2 agonists).

Routes of administration

Ø Inhalation:

e.g. Budesonide & Fluticasone, beclometasone

Given by inhalation (metered-dose inhaler).

Have first pass metabolism
Best choice in asthma, less side effects

Ø Orally: Prednisone, methyl prednisolone (for acute asthma attack)

Ø Injection: Hydrocortisone, dexamethasone

Glucocorticoids in asthma

§Are not bronchodilators 

§Reduce bronchial inflammation

§Reduce bronchial hyper-reactivity to stimuli

§Have delayed onset of action (effect usually attained after 2-4 weeks).

§Maximum action at 9-12 months.

§Given as prophylactic medications, used alone or combined with β2 agonists.

§Effective in allergic, exercise, antigen and irritant-induced asthma, 

Inhalation has very less side effects: 

Oropharyngeal candidiasis (thrush).

Dysphonia (voice hoarseness).

(to reduce these effects, Instruct patient to rinse mouth properly after inhalation). 

Withdrawal

Abrupt stop of corticosteroids should be avoided and dose should be tapered (to avoid exacerbation of 

asthmatic attack and adrenal insufficency).

Mast cell stabilizers

e.g. Cromoglycate – Nedocromil (not commonly used)

Ø act by stabilization of mast cell membrane.

Ø given by inhalation (aerosol, nebulizer).

ØHave poor oral absorption (10%) 

Uses

Ø Prophylactic therapy in asthma especially in children.

Ø Allergic rhinitis.

Ø Conjunctivitis.

Side effects

Ø Bitter taste

Ø minor upper respiratory tract irritation  (burning sensation, nasal congestion)



Leukotrienes antagonists
Leukotrienes

§synthesized by inflammatory cells found in the airways (eosinophils, macrophages, mast cells). 

§ produced by the action of 5-lipoxygenase on arachidonic acid. 

ØLeukotriene B4: chemotaxis of neutrophils

ØCysteinyl leukotrienes C4, D4 & E4:

– bronchoconstriction

– increase bronchial hyper-reactivity 

–↑ mucosal edema, ↑ mucus secretion 

Uses of leukotriene receptor antagonists

Ø Not effective in acute attack of asthma.

Ø Prophylaxis of mild to moderate asthma.

Ø Aspirin-induced asthma

Ø Antigen and exercise-induced asthma

Ø Can be combined with glucocorticoids (additive effects, low dose of glucocorticoids can be used).  

Side effects: 

Elevation of liver enzymes, headache, dyspepsia

Anti-IgE monoclonal antibody 
e.g. Omalizumab

§is a monoclonal antibody directed against human IgE – given by injection (s.c.)

§prevents IgE binding with its receptors on mast cells & basophiles.

§↓ release of allergic mediators.

§Expensive-not first line therapy.

§used for treatment of moderate to severe allergic asthma which does not respond to high doses 

of corticosteroids.

THANKYOU

 



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



   

 

  



    

    



    

    



    

    



    

    



    

 

 



    

    



    

    



    

    



    

    



    

   



 

 

 

 

 

 

 

 

 

 

 

 
  

RESPIRATORY 

STIMULANTS 

 

(ANALEPTICS) 
These are drugs which stimulate respiration and can have 

resuscitative value (property to restore the consciousness) 

in coma or fainting. 

•9 They may also help by stimulating coughing and thus helping 

the patient to expel secretions. 

* At low doses they stimulate respiration, but margin of safety 

is narrow; at high dose the patient may get convulsions while 

still in coma. 

+ Mechanical support to respiration and other measures to 

improve circulation are more effective and safe. 

 

Overdose with sedatives or hypnotic untill mechanical 

ventilation is instituted. 

 Suffocation on drowning, acute respiratory insuffciency or 

in post-anaesthetic respiratory depression, 

Apnoea in premature infante 

 Failure to ventilate spontaneously after general anaesthesia. 

 Idiopathic hypoventilation. 

1) Doxapram 

2) Prethcamide 

3) Niketha mide 4) Almitrine 

I) Doxapram : 

•9 Shon acting analeptic. 

Acts by promoting excitation of central neurons. 

low doses it is more selective for the respiratory centre than 

other analeptics. 

The respiratory stimulant action is manifested by an increase 

in tidal volume associated with a slight increase 111 

respiratory rate. 

A pressor response may result following doxapram 

administration. 

Provided there is no Impairment of cardiac function, the 

pressor effect is more marked in hypovolemic than in 

normovolemic states. 

•9 The pressor response is due to the improved cardiac output 

rather than peripheral vasoconstriction. 

Following doxapram administration, an increased release of 

catecholamines has been noted. 

MOA: 

• Doxapram produces respiratory stimulation mediated 

through the peripheral carotid chemoreceptors.  

• It is thought to stimulate the carotid body by inhibiting 

certain potassium channels. 

•3 Route of administration: I.V./ I,M. 

•9 Excreted rapidly, 

Continuous I.V. infusion of doxapram has been found to 

abolish episodes of apnoea in the premature infant not 

responding to Theophylline. 

ADR: 

• Nausea 

• Coughing 

• Restlessness 

 Disorientation 

• Headache 

• Fever etc., ,  DOSE: 

• 40-80 mg I.M. 

• 0.5-2 mg/kg/hr I.V. infusion. 

 USES: 

• Acute respiratory failure 

• Acute hypercapnia 

• COPD 

2) Prethcamide : 



 It is a respiratory stimulant composed of two related drugs, 

cropropamide and crotethamide. # Briefduration of action, 

MOA: 

+ Acts by stimulation of peripheral chemoreceptors and 

centrål respiratory centers, 

 It has pressor effects and may also increase catecholamine 

release. 

 ADR: 

• Dyspnea 

• Muscular and GI effects. 

Doxapram IPrethcamide 

 

Large dose stimulates Oitect stimulaocn ot Activation or vasomotor 

centre medu"ary respiratory 'Mipheral carotid  oh 
emoreæptor 

Results in increased respiratory depth and rate respiration 

3) Nikethamide : 

 It is a stimulant which mainly affects the respiratory cycle. 

 It is known as nicotinie acid diethylamide. 

+ Antidotes to barbiturate overdose. 

# It increase the stimulation of CNS, especially stimulate 

medulla oblongata respiratory center, carotid body and aortic 

chemoreceptor and then stimulate respiratory center 

reflectivity. 

# A single IN, bolus can maintain 5-10 mins. 

ADR . 

 Overdose : BPt 

 Tachycardia 

 Cough 

 Vomiting 

 Perspiration  

Convulsion,  USES : 

 Neonatal asphyxia 

 C02 intoxication 

 Respiratory depression. 

4) Almitrine : 

It enhances respiration by acting as an agonist of peripheral 

chemoreceptors located on the carotid bodies, 

•9 The drug increases arterial oxygen tension while decreasing 

arterial carbon dioxide tension in patients with chronic 

obstructive pulmonary disease. 

 It may also prove useful in the treatment of nocturnal oxygen 

desaturation without impairing the quality of sleep. 

Essentials of Medical Pharmacology by K D Tripathi , 8th 

edition, Page no:S15. 

 Pharmacology and Pharmacotherapeutics by R S Satoskar, 

Nirmala N. Rege, S D Bhandarkar , 24 th edition, 

Page no: 322 & 593. 

 Pubchem 

Drugbank. 

THANK 

YOU 



 
  

    



    

    



    

    



    

    



    

 

 



    

    



    

    



    

    



    

    



    

    



    

   



 

  

    



    

    



    

    



    

    



 

 

CARMINATIVES 

These are drugs which promote the expulsion of gases from the 

g.i.t. and 

Give a feeling of warmth and comfort in the epigastrium. 

Commonly used drugs are: 

Sodium bicarbonate : 0.6—1.5 g 

Oil Peppermint : 0.06-0.1 ml 

Tincture Cardamom Co. : 1—2 ml 

Oil of dil : 0.06--0.2 ml 

Tincture ginger : 0.6—1 ml 

Sodium bicarbonate reacts with gastric I-ICI and 

Evolves C02 which rapidly distends stomach, 

Relaxes LES and brings about erructation. 

The others are condiments and spices, contain volatile oil 

Which by their mild irritant action and flavour relax LES and 

increase g.i.t. motility. 

They give a feeling of warmth and comfort in the abdomen, 

Used for: flatulent dyspepsia. 



  

DIGESTANTS 

These are substances intended to promote 

digestion of food. 

• A number of proteolytic, amylolytic and 

lipolytie enzymes are marketed in combination 

formulations and are vigorously promoted for 

dyspeptic symptoms, and as appetite stimulants 

or health tonics. 

They are occasionally beneficial, only when their 

elaboration in g.i.t. is deficient. 

Their routine use in tonics and appetite 

improving mixtures is irrational. 

 

 

Zymnet 

plussFup 

A  with 

Scientifically proven 

extracts from rime Tested 

herbs 

 

 

EI,ALMIL 

AIMIL 

Hydrochloric acid 

 It may be used in achlorhydria 

 5—10 ml of dilute HCI (10%) should be further diluted to 

100— 200 ml with water and sipped with a straw (to prevent 

contact with teeth) during meals, 

Pepsin 

May be used along with HCI in gastric achylia due to atrophic 

gastritis, gastric carcinoma, pernicious anaemia, etc. 

Papain 

It is a proteolytic enzyme obtained from raw papaya. 

Its efficacy after oral ingestion is doubtful. 

Pancreatin 

It is a mixture of pancreatic enzymes obtained from hog and pig 

pancreas. 

 Tt contains amylase, trypsin and lipase 

Indicated in chronic pancreatitis and other exocrine pancreatic 

deficiency states. 

Fat and nitrogen content of stools may be reduced and 

diarrhoea/ steatorrhoea may be prevented. 

It has to be used as enteric eoated tablets or capsules 

W To protect the enzymes from being themselves digested in 

stomach by pepsin. 



Side effects 

Nausea, diarrhoea and hyperuricaemia are the occasional side 

effects. 

Diastase and Takadiastase 

These are amylolytic enzymes obtained from the fungus 

Aspergillus oryzae. 

They have been used in pancreatic insufficiency, but efficacy is 

equivocal. 

 

 

Emetics 
Drugs which evoke vomiting  

They are life savers when toxic substances are 

ingested  

 Powdered mustard suspension/strong salt 

solutions used in emergency (act by 

reflexly irritating stomach) Drugs are:  

1. Act on CTZ: Apomorphine  

2. Act reflexly and on CTZ: Ipecacuanha 



Apomorphine 
Semi synthetic derivative of morphine  

 Acts as a Dopaminergic agonist on CTZ  

 Injected IM/SC ( not orally as dose required is 

high and acts slowly)  

 Dose :6mg (IM) –induces within 5 min  

 Has therapeutic effect in parkinsonism (not used 

due to side effects)  

 Contraindicated in respiratory and CNS 

depressants 

Emetics Contraindicated in 
• Acid or alkali poisoning: perforation & 

esophageal injury  

• CNS stimulant poisoning : convulsions.  

• Kerosene (Petroleum) poisoning: aspiration 

Pneumonia.  

• Unconscious patients :aspiration of vomitus.  

• Morphine or Phenothiazine poisoning:  

Ineffective. 

ANTI-EMETICS 
Emesis is treated mainly by antagonising the receptors  

CLASSIFICATION  

1. Anticholinergics :Hyoscine, Dicyclomine  

2. Antihistaminics: Promethazine, Diphenhydramine, 
Dimenhydrinate, Cyclizine, Meclizine  

3. Neuroleptics: Chlorpromazine, Prochlorperazine , 
Haloperidol  

4. Prokinetic agents: Metocloperamide, Domperidone, 
Cisapride, Mosapride  

5. 5HT3 receptor antagonist: Ondansetrone, 
Granisetrone, Topisetrone  

6. Adjuvant antiemetics: Corticosteroids ,Cannabinoids 
,Benzodiazepines 



 

Process of vomiting 

Stimulation of the CTZ leading to activation of the motor, 
parasympathetic and sympathetic nervous system 

Stimulation of the parasympathetic nervous system leading to 
increased salivation 

Deep breathing preceding the actual vomiting to protect the 

lungs from aspiration 

Heaving or retching before the actual vomiting 

Relaxation of the pyloric sphincter that guards the lower end of 

the stomach to bring up content from the gut 

The pressure within the abdomen rises and the pressure within 

the chest or thorax is lowered. The abdominal muscles 

contract to expel the contents of the stomach 

Activation of the sympathetic nervous system leads to 
sweating, palpitation and rapid heart rate 

 



ANTICHOLINERGICS 
Act by inhibition of cholinergic transmission from 

the vestibular nucei to higher centres with in the 

cerebral cortex.  

 Hyoscine  

 Dicyclomine  

SE: drowsiness, dry mouth, dilated pupils and 

blurred vision, decreased sweating, GI motility,   

GI secretions and difficulty with micturition, may 

precipitate closed angle glaucoma. 

ANTICHOLINERGICS 
Hyoscine:  

✔ Dose: 0.2-0.4 mg  Oral/IM  

✔ Short Duration of Action  

✔ AE: sedation  

✔ Used in motion sickness  

✔ Transdermal patches (applied behind pinna) with mild side effects. 

DICYCLOMINE:  

✔ Dose ;10-20-mg  Oral  

✔ Used for prophylaxis of motion sickness and for morning sickness 

ANTIHISTAMINICS 
Motion sickness, morning sickness, Post operative N&V  

Anticholinergic, Antihistaminic & Sedative action  

❖ Promethazine:  

 Afford protection of motion sickness for 4-6 hrs  

Sedation, dryness of mouth  

❖ Doxylamine:  

 Sedative H1 anti histaminic  

 Morning sickness (combined with vit B6)  

 Oral absorption is slow  

 T1/2 : 10 hrs  

 SE: drowsines ,drymouth, vertigo, abdominal upset  

 Dose :10-20 mg 

Cyclizine/meclizine:  

 Less sedative and less anti cholinergic  

 Meclizine long acting, protects against sea sickness for 
24 hrs  

Cinnarizine:  

 Anti vertigo drug  

 Protective for motion sickness  

 Inhibits influx of Ca+2 from endolymph into the 

vestibular sensory cells which mediates labyrinthine 

refluxes. 

NEUROLEPTICS 
Broad spectrum antiemetics  



 Acts by blocking D2 receptor in CTZ  

 Useful for: - drug induced - disease induced - malignancy associated - radiation 
induced vomiting. Avoided in morning sickness except hyperemesis gravidarum.  

SIDE EFFECTS :-  

✔ Significant degree of sedation  

✔ Acute muscle dystonia  

✔ Extrapyramidal effects  

NOT EFFECTIVE FOR :-  

❖ Motion sickness as vestibular pathway does not involve dopaminergic pathway 

Prochlorperazine:  

D2 blocking phenothiazine  

 Labyrinthine supressant, selective anti vertigo and antiemetic 

action  

 SE:acute dystonia ,tardive dyskinesia, parkinsonism 

PROKINETIC DRUGS  
❖ Increase gastric peristalisis  

❖ Relaxes pylorus & 1st part of duodenum  

❖ Hastens gastric emptying  

❖ Lower esophageal sphincter tone is increased ❖ 

Gastro esophageal reflux is opposed.  

  

Metoclopramide and Domperidone  
D2 receptor antagonist in CTZ.  

 Peripheral prokinetic activity: Increase the motility of esophagus, stomach, 
and intestine. 

 Domperidone does not cross BBB.  

 DOSE:10-20mg tid  

 Incontrast  

Metoclopramide:  

 Acts through D2, 5HT4 & 5HT3 receptors  

D2 antagonism leads to - increased gastric emptying -enhances LES tone  

 Central D2 antagonism leads to - extrapyramidal effects - hyperprolactinemia 

Metoclopramide crosses BBB ----Movement disorder, fatigue, spasmodic 

torticollis, occulogyric crises,  

Increased prolactin release ----galactorrhea , menstrual irregularities  

• DOSE:10mg IM/IV Q 6hr Increase the motility of esophagus, stomach, and 

intestine 

Domperidone  
D2 antagonist with low antiemetic & prokinetic actions  

 Poorly crosses BBB (Rare extrapyramidal 

effects) Hyperprolactinemia can occur Pk:  

✔ Absorbed orally  

✔ Low bioavailability due to first pass metabolism  

✔ T1/2 : 7.5 hrs 

✔ Dose :10-40mg  

SE: dry mouth, loose stools, head ache,rashes, galactorhoea,cardiac 

arrythmia (rapid IV )  

Used: Chemotherapy induced N& V &drug induced 

Cisapride:  

Mainly has 5HT4 activity (Acts by releasing Ach), Also has 5HT3 antagonistic 

effects  

 No effects on D2 receptors  

 Restores & facilitate motility throughout GIT including colon therefore used for 

chronic constipation  

 Used for:- non-ulcer dyspepsia - impaired gastric emptying - chronic 

constipation  



 Serious drug interaction with CYP3A4 (antifungals, macrolide antibiotics, etc.) 

leads to ventricular arrhythmias & death (Withdrawn in USA & other countries) 

MOSAPRIDE : (same as Cisapride ) - No arrythmia Tegaserod:  

Selective 5HT4 partial agonist  

 Colonic motility, promotes gastric emptying, Intestinal transit  

Colonic Cl- & water secretion 

5HT3 antagonism  
5HT3 antagonism leads to - minor increase in Ach release (Central action 

appears only in large doses)  

 5HT4 antagonism leads to increased release of Ach leading to - gastric hurrying  

- LES tonic effects  

Pk: 

✔ Rapidly absorbed orally  

✔ Enter brain , crosses placenta, secreted in milk so leads to  

✔ - Sedation, Dizziness, Parkinsonism, Galactorrhea, Gynecomastia, Loose 

motions, dystonia & myoclonus in suckling infants  

USES :-  

Antiemetic  

Gastrokinetic - in emergency post vagotomy or 

diabetes associated gastric stasis  

to facilitate duodenal intubation  

 Dyspepsia  

 Gastroesophageal reflux 

5HT3 Antagonists  

❖ Blocks the depolarising action of serotonin 

through 5HT3 receptors on vagal afferents in 

GIT as well as NTS & CTZ . 

❖ Useful for  

❖ - cytotoxic drug induced 

❖ - radiation induced 

❖ - inflammation induced vomiting  

 SE: Well tolerated with minor side effects like 

headache, constipation or diarrhoea, abdominal 

discomfort & rash on iv injection. 

Ondansetron:  

✔ Oral BA is 60 -70 %  

✔ Eliminated in urine  

✔ T1/2 :3-5 times  

✔ DOA: 4-12 hrs  

✔ Week 5HT4 blockade  

✔ First choice of antiemetic. 

Granisetron:  

✔ 10-15 times more potent , plasma T1/2 is: 8-12 hrs ✔ Doses: 

– Ondansetron 32 mg / day  

– Granisetron 10 mg / kg / day 

– Dolasetron 1.8 mg / kg / day 

ADJUVANT ANTI EMETICS  
Cortico steroids:  

 may act on steroid receptors in area postrema  

 Dexamethasone (8-20mg)  

 Augment metachlopramide & ondansetron for cisplatin 

induced delayed emesis.  

 Reduces side effects of 10 anti emetics. 



Benzodiazepenes:  

 Week anti emetics (sedation)  

Adjuvant to metachlopramide and ondansetron  

 Diazepam/lorazepam (oral/IV)  

 Relieve anxiety, anticipatory vomiting and produce amnesia for 

the unpleasant procedure, supress dystonic SE of 

metachlopramide 

Cannabinoids 
• ∆9 tetra hydro cannabinol (∆9THC) active principle of cannabis indica  

• Acts at higher centres / VC by activating CB1 receptors. 

  

Dronabinol:  

▪ (synthetic ∆9THC)  

• Less hallucinogenic ,More anti emetic  

• CINV  

• Used as appetite stimulant in AIDS patient  

 SE: drowsiness ,dizziness, drymouth,mood changes, postural hypotension  

Nabilone is a closely related THC analog that has been available in other 

countries and is now approved for use in the USA 

NEWER ANTI EMETIC THERAPY  

Neurokinin antagonist:  

NK1 receptors in area postrema & nucleus tractus 
solitarus (NTS)   

 The tachykinin substance P is localized within 
both the gastrointestinal vagal afferent nerve 
fibers and in the neural pathways  

 Adjuvant to dexamethaone & 5HT 3 antagonist  
oral aprepitant 125 mg  

 The drug is metabolized by CYP3A4 and may 
inhibit the metabolism of other drugs. 

 



DRUG TREATMENT IN SELECTED  

CIRCUMSTANCES  

PONV  
 Prophylactic : Dexamethasone before surgery. 

 5HT3, H1 antagonist, phenothiazines at end. Opioid – 
atropine/hyoscine. 

CINV  
 Acute – 5HT3 antagonist(high) , metachlopramide  

(low)  

 Delayed -5HT3+dexa ,Meta +dexa  

 Anticipatory-low doses of benzodiazepine ( avoid 
previous cycles) 

PREGNANCY 
CHO rich meal  

 Ginger /acupuncture  

 Severe –promethazine ,second line prochlorperazine, 

metachlopramide  

 USA: vitB6 + doxylamine  

 Hyperemesis gravidarum: fluid and electrolyte replacement 

MIGRAINE: metachlopramide 

LABYRINTHITIS:  

✔ anti cholinergic ,anti histaminic, benzodiazepines, phenothiazines ✔ 

Severe - meclizine 

  

MOTION SICKNESS: anti cholinergic (hyoscine) 

 

 



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



 

 

    



    

    



    

    



    

    



    

    



    

 

 



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

    



    

 


