



Submit Search


Upload
5-HT and their Antagonist.pdf
•
0 likes•185 views

R
rishi2789Follow
5-Hydroxy tryptophan
ANTI 5-HT DRUGS
PharmacologyRead less

Read more
Health & Medicine




Report
Share








Report
Share



1 of 12
































Recommended
Introduction to Autocids And Histamine and Antihistamine.pdf
Introduction to Autocids And Histamine and Antihistamine.pdfrishi2789 


NSAIDS.pptx
NSAIDS.pptxrishi2789 


Histamine and antihistaminics
Histamine and antihistaminicsNaser Tadvi 


IVMS-CNS Pharmacology Intro to Drugs of Abuse III-Stimulants
IVMS-CNS Pharmacology Intro to Drugs of Abuse III-StimulantsImhotep Virtual Medical School 


Anti ulcer drugs classification
Anti ulcer drugs classificationZulcaif Ahmad 


Antiulcer drugs 
Antiulcer drugs yogeeta Goyat 


CNS STIMULANTS & NOOTROPICS (COGNITION ENHANCERS) for B.Pharm & Pharm.D
CNS STIMULANTS & NOOTROPICS (COGNITION ENHANCERS) for B.Pharm & Pharm.DKameshwaran Sugavanam 


Endocrine pharmacology
Endocrine pharmacologypradnya Jagtap 







More Related Content
What's hot
Autocoids
AutocoidsNITESH KUMAR 



PHARMACODYNAMICS_RDP_SEM-4.pdf
PHARMACODYNAMICS_RDP_SEM-4.pdfrishi2789 



Pharmacology of the Autonomic Nervous System
Pharmacology of the Autonomic Nervous SystemDiogo Capela 



Antirheumatoid drugs
Antirheumatoid drugshttp://neigrihms.gov.in/ 



Antiadrenergic drugs - drdhriti
Antiadrenergic drugs - drdhritihttp://neigrihms.gov.in/ 



Substance p
Substance pBhagya Siripalli 



Drug therapy of shock
Drug therapy of shockajaykumarbp 



Haematinics , coagulants and anticoagulants-Dr.Jibachha Sah,M.V.Sc,Lecturer
Haematinics , coagulants and anticoagulants-Dr.Jibachha Sah,M.V.Sc,LecturerDr. Jibachha Sah 



Adrenergic drugs - pharmacology 
Adrenergic drugs - pharmacology Areej Abu Hanieh 



Thyroid & antithyroid drug
Thyroid & antithyroid drugSnehalChakorkar 



Histamine
HistamineFariha Shikoh 



Endocrine pharmacology in Brief 
Endocrine pharmacology in Brief Aminu Kende 



Anticholinestrases
AnticholinestrasesDr. Pramod B 



Appetite stimulant or orexogenic
Appetite stimulant or orexogenicSanjeev Kumar 



Sympathomimetic
SympathomimeticViraj Shinde 



Antiulcer drugs
Antiulcer drugsBhudev Global 



Cns stimulants & cognition enhancers
Cns stimulants & cognition enhancersRudhra Prabhakar 



Narcotic & non narcotic analgesic
Narcotic & non narcotic analgesicSKarthigaSVCP 



Pharmacology of autacoids
Pharmacology of autacoidsDr.Shivalinge Gowda KP 



(Autocoids) Histamine Pharmacology ppt
(Autocoids) Histamine Pharmacology pptPranatiChavan 





What's hot (20)
Autocoids
Autocoids 


PHARMACODYNAMICS_RDP_SEM-4.pdf
PHARMACODYNAMICS_RDP_SEM-4.pdf 


Pharmacology of the Autonomic Nervous System
Pharmacology of the Autonomic Nervous System 


Antirheumatoid drugs
Antirheumatoid drugs 


Antiadrenergic drugs - drdhriti
Antiadrenergic drugs - drdhriti 


Substance p
Substance p 


Drug therapy of shock
Drug therapy of shock 


Haematinics , coagulants and anticoagulants-Dr.Jibachha Sah,M.V.Sc,Lecturer
Haematinics , coagulants and anticoagulants-Dr.Jibachha Sah,M.V.Sc,Lecturer 


Adrenergic drugs - pharmacology 
Adrenergic drugs - pharmacology  


Thyroid & antithyroid drug
Thyroid & antithyroid drug 


Histamine
Histamine 


Endocrine pharmacology in Brief 
Endocrine pharmacology in Brief  


Anticholinestrases
Anticholinestrases 


Appetite stimulant or orexogenic
Appetite stimulant or orexogenic 


Sympathomimetic
Sympathomimetic 


Antiulcer drugs
Antiulcer drugs 


Cns stimulants & cognition enhancers
Cns stimulants & cognition enhancers 


Narcotic & non narcotic analgesic
Narcotic & non narcotic analgesic 


Pharmacology of autacoids
Pharmacology of autacoids 


(Autocoids) Histamine Pharmacology ppt
(Autocoids) Histamine Pharmacology ppt 






Similar to 5-HT and their Antagonist.pdf
Serotonin, agonists and antagonists
Serotonin, agonists and antagonistsMangeshBansod2 



serotonin.pptx
serotonin.pptxIkramMuhammad10 



5-Hydroxytyptamine (Serotonin)
5-Hydroxytyptamine (Serotonin)Ibrahim Hussein 



Serotonin & Their antagonists
Serotonin & Their antagonistsRAJNEESH KUMAR SINGH 



SEROTONIN for better understanding .pptx
SEROTONIN for better understanding .pptxPharmTecM 



b5. 5HT- Antagonists.pdf
b5. 5HT- Antagonists.pdfVISHALJADHAV100 



pharmacology of Histamines , Serotonin and its antagonist
pharmacology of Histamines , Serotonin and its antagonistibrahimussa 



Serotonin
Serotoninawad Dr.awad 



Seretonin (5HT) and Its Antagonists Pharmacology
Seretonin (5HT) and Its Antagonists PharmacologyPranatiChavan 



Autocoids
AutocoidsSujit Karpe 



Serotonin
Serotoninpan1234kaj 



Serotonin and migraine
Serotonin and migraineAnkita Bist 



Seretonin and Its Antagonists.pptx
Seretonin and Its Antagonists.pptxanupjagarlamudi1 



5-HT (1).pptx
5-HT (1).pptxMohammad Ahmed Khan 



Basic concept of Endocrine pharmacology.pptx
Basic concept of Endocrine pharmacology.pptxrishi2789 



Endocrine lecture  HYPOTHALAMUS AND PITUITARY HORMONES 2023.pptx
Endocrine lecture  HYPOTHALAMUS AND PITUITARY HORMONES 2023.pptxHarunMohamed7 



ERGOT ALKALOID.ppt
ERGOT ALKALOID.pptDr. Maria Qammar 



Polyclonal/ monoclonal antibodies to serotonin receptors as a therapeutic age...
Polyclonal/ monoclonal antibodies to serotonin receptors as a therapeutic age...Dmitri Popov 



Polyclonal, monoclonal antibodies to serotonin receptors as a therapeutic age...
Polyclonal, monoclonal antibodies to serotonin receptors as a therapeutic age...Dmitri Popov 



SEROTONIN.pptx
SEROTONIN.pptxnaina515364 





Similar to 5-HT and their Antagonist.pdf (20)
Serotonin, agonists and antagonists
Serotonin, agonists and antagonists 


serotonin.pptx
serotonin.pptx 


5-Hydroxytyptamine (Serotonin)
5-Hydroxytyptamine (Serotonin) 


Serotonin & Their antagonists
Serotonin & Their antagonists 


SEROTONIN for better understanding .pptx
SEROTONIN for better understanding .pptx 


b5. 5HT- Antagonists.pdf
b5. 5HT- Antagonists.pdf 


pharmacology of Histamines , Serotonin and its antagonist
pharmacology of Histamines , Serotonin and its antagonist 


Serotonin
Serotonin 


Seretonin (5HT) and Its Antagonists Pharmacology
Seretonin (5HT) and Its Antagonists Pharmacology 


Autocoids
Autocoids 


Serotonin
Serotonin 


Serotonin and migraine
Serotonin and migraine 


Seretonin and Its Antagonists.pptx
Seretonin and Its Antagonists.pptx 


5-HT (1).pptx
5-HT (1).pptx 


Basic concept of Endocrine pharmacology.pptx
Basic concept of Endocrine pharmacology.pptx 


Endocrine lecture  HYPOTHALAMUS AND PITUITARY HORMONES 2023.pptx
Endocrine lecture  HYPOTHALAMUS AND PITUITARY HORMONES 2023.pptx 


ERGOT ALKALOID.ppt
ERGOT ALKALOID.ppt 


Polyclonal/ monoclonal antibodies to serotonin receptors as a therapeutic age...
Polyclonal/ monoclonal antibodies to serotonin receptors as a therapeutic age... 


Polyclonal, monoclonal antibodies to serotonin receptors as a therapeutic age...
Polyclonal, monoclonal antibodies to serotonin receptors as a therapeutic age... 


SEROTONIN.pptx
SEROTONIN.pptx 









More from rishi2789
Drugs use in DM: Insulin AND OHG agents.pptx
Drugs use in DM: Insulin AND OHG agents.pptxrishi2789 



Drug use in Thyroid and Anti Thyroid analogue.pptx
Drug use in Thyroid and Anti Thyroid analogue.pptxrishi2789 



RISHITA_M.PHARM_CS.pptx
RISHITA_M.PHARM_CS.pptxrishi2789 



MEDICAL RESEARCH.pptx
MEDICAL RESEARCH.pptxrishi2789 



ANTI RA AGENTS.pptx
ANTI RA AGENTS.pptxrishi2789 



Leukotrines.pdf
Leukotrines.pdfrishi2789 



prescribed medication oreder- Prescription.pdf
prescribed medication oreder- Prescription.pdfrishi2789 



RDP-CP-PP.pdf
RDP-CP-PP.pdfrishi2789 



NEW DRUG DEVELOPMENT_RDP_2023.pdf
NEW DRUG DEVELOPMENT_RDP_2023.pdfrishi2789 



ADR-RDP-2023.pdf
ADR-RDP-2023.pdfrishi2789 



RDP_PORTION ONLY_Question Bank_HAP-I_2023.pdf
RDP_PORTION ONLY_Question Bank_HAP-I_2023.pdfrishi2789 



Introduction to human body_RDP.pdf
Introduction to human body_RDP.pdfrishi2789 



RDP-PP-MA.pdf
RDP-PP-MA.pdfrishi2789 



PATIENT COUNSELLING_RDP.pdf
PATIENT COUNSELLING_RDP.pdfrishi2789 



RDP-CPM-CP-PP.pdf
RDP-CPM-CP-PP.pdfrishi2789 



Accesory organs_RDP.pdf
Accesory organs_RDP.pdfrishi2789 



DIGESTIVE SYSTEM_RDP_ANATOMY OF ALIMENTARY TRACT.pdf
DIGESTIVE SYSTEM_RDP_ANATOMY OF ALIMENTARY TRACT.pdfrishi2789 



RDP_UPDATED_HAP-II_NERVOUS SYSTEM_ BRAIN.pdf
RDP_UPDATED_HAP-II_NERVOUS SYSTEM_ BRAIN.pdfrishi2789 



Skeletal Muscle Physiology of Muscle Contraction _RDP
Skeletal Muscle Physiology of Muscle Contraction _RDPrishi2789 



Joints THEORY_RDP
Joints THEORY_RDPrishi2789 





More from rishi2789 (20)
Drugs use in DM: Insulin AND OHG agents.pptx
Drugs use in DM: Insulin AND OHG agents.pptx 


Drug use in Thyroid and Anti Thyroid analogue.pptx
Drug use in Thyroid and Anti Thyroid analogue.pptx 


RISHITA_M.PHARM_CS.pptx
RISHITA_M.PHARM_CS.pptx 


MEDICAL RESEARCH.pptx
MEDICAL RESEARCH.pptx 


ANTI RA AGENTS.pptx
ANTI RA AGENTS.pptx 


Leukotrines.pdf
Leukotrines.pdf 


prescribed medication oreder- Prescription.pdf
prescribed medication oreder- Prescription.pdf 


RDP-CP-PP.pdf
RDP-CP-PP.pdf 


NEW DRUG DEVELOPMENT_RDP_2023.pdf
NEW DRUG DEVELOPMENT_RDP_2023.pdf 


ADR-RDP-2023.pdf
ADR-RDP-2023.pdf 


RDP_PORTION ONLY_Question Bank_HAP-I_2023.pdf
RDP_PORTION ONLY_Question Bank_HAP-I_2023.pdf 


Introduction to human body_RDP.pdf
Introduction to human body_RDP.pdf 


RDP-PP-MA.pdf
RDP-PP-MA.pdf 


PATIENT COUNSELLING_RDP.pdf
PATIENT COUNSELLING_RDP.pdf 


RDP-CPM-CP-PP.pdf
RDP-CPM-CP-PP.pdf 


Accesory organs_RDP.pdf
Accesory organs_RDP.pdf 


DIGESTIVE SYSTEM_RDP_ANATOMY OF ALIMENTARY TRACT.pdf
DIGESTIVE SYSTEM_RDP_ANATOMY OF ALIMENTARY TRACT.pdf 


RDP_UPDATED_HAP-II_NERVOUS SYSTEM_ BRAIN.pdf
RDP_UPDATED_HAP-II_NERVOUS SYSTEM_ BRAIN.pdf 


Skeletal Muscle Physiology of Muscle Contraction _RDP
Skeletal Muscle Physiology of Muscle Contraction _RDP 


Joints THEORY_RDP
Joints THEORY_RDP 






Recently uploaded
ACH - CURED CASE PPT - D004-WART ON PALM-RS.pptx
ACH - CURED CASE PPT - D004-WART ON PALM-RS.pptxAllen College of Homoeopathy USA 



Absorption of Drug Part I Biopharmaceutics and Pharmacokinetics
Absorption of Drug Part I Biopharmaceutics and PharmacokineticsRani Dhole 



Introducing VSPGx: Pharmacogenomics Testing in VarSeq
Introducing VSPGx: Pharmacogenomics Testing in VarSeqGolden Helix 



Preparation note on longevity for discussion
Preparation note on longevity for discussionTassanee Lerksuthirat 



Posterior Pituitary hormones-5.ppt- endocrine physiology
Posterior Pituitary hormones-5.ppt- endocrine physiologySai Sailesh Kumar Goothy 



Care and transportation of surgical specimen 1.pdf
Care and transportation of surgical specimen 1.pdfHalliruKabeerKankara 



Viral hepatitis & Related Real Life Experience.pptx
Viral hepatitis & Related Real Life Experience.pptxShashi Prakash 



1.FATTY ACID SYNTHESIS FOR MBBS, LABORATORY MEDICINEAND BDS.ppt
1.FATTY ACID SYNTHESIS FOR MBBS, LABORATORY MEDICINEAND BDS.pptRajendra Dev Bhatt 



1.3 Non per oral ABSORPTION OF DRUGS.pptx
1.3 Non per oral ABSORPTION OF DRUGS.pptxRani Dhole 



Clinical validation of an Artificial Intelligence algorithm for the detection...
Clinical validation of an Artificial Intelligence algorithm for the detection...Josep Vidal-Alaball 



adolescent health programme        .pptx
adolescent health programme        .pptxmkniranda 



DEVELOPING THE CLINICAL TRIAL PROTOCOL | PPT
DEVELOPING THE CLINICAL TRIAL PROTOCOL | PPTNRI COLLEGE OF PHARMACY pothavarappadu. 



SEIZURES AND EPILEPSY DISORDER BY MS RIYA
SEIZURES AND EPILEPSY DISORDER BY MS RIYARiya Kanwalia  



Snake Bite-Recent Updates - Dr Sunil Bhawariya .pptx
Snake Bite-Recent Updates - Dr Sunil Bhawariya .pptxSunil Bhawariya 



Yantra used in Rasashastra: Equipments and Machineries
Yantra used in Rasashastra: Equipments and MachineriesAparnaNandakumar12 



SNORING AND OBSTRUCTIVE SLEEP APNEA.pdf ENT BY QUICKMEDTALK
SNORING AND OBSTRUCTIVE SLEEP APNEA.pdf ENT BY QUICKMEDTALKQuick MedTalk 



My FLUID AND ELECTROLYTES for medical personnel.pptx
My FLUID AND ELECTROLYTES for medical personnel.pptxGloria682723 



Death or Thantology.pptx death ppt useful ppt
Death or Thantology.pptx death ppt useful pptDrSathishMS1 



Fully Automated CPR | Jason van der Velde | TBS24
Fully Automated CPR | Jason van der Velde | TBS24scanFOAM 



GIT ABSORPTION FOR ORAL Administered Drug
GIT ABSORPTION FOR ORAL Administered DrugAli Mashwani 





Recently uploaded (20)
ACH - CURED CASE PPT - D004-WART ON PALM-RS.pptx
ACH - CURED CASE PPT - D004-WART ON PALM-RS.pptx 


Absorption of Drug Part I Biopharmaceutics and Pharmacokinetics
Absorption of Drug Part I Biopharmaceutics and Pharmacokinetics 


Introducing VSPGx: Pharmacogenomics Testing in VarSeq
Introducing VSPGx: Pharmacogenomics Testing in VarSeq 


Preparation note on longevity for discussion
Preparation note on longevity for discussion 


Posterior Pituitary hormones-5.ppt- endocrine physiology
Posterior Pituitary hormones-5.ppt- endocrine physiology 


Care and transportation of surgical specimen 1.pdf
Care and transportation of surgical specimen 1.pdf 


Viral hepatitis & Related Real Life Experience.pptx
Viral hepatitis & Related Real Life Experience.pptx 


1.FATTY ACID SYNTHESIS FOR MBBS, LABORATORY MEDICINEAND BDS.ppt
1.FATTY ACID SYNTHESIS FOR MBBS, LABORATORY MEDICINEAND BDS.ppt 


1.3 Non per oral ABSORPTION OF DRUGS.pptx
1.3 Non per oral ABSORPTION OF DRUGS.pptx 


Clinical validation of an Artificial Intelligence algorithm for the detection...
Clinical validation of an Artificial Intelligence algorithm for the detection... 


adolescent health programme        .pptx
adolescent health programme        .pptx 


DEVELOPING THE CLINICAL TRIAL PROTOCOL | PPT
DEVELOPING THE CLINICAL TRIAL PROTOCOL | PPT 


SEIZURES AND EPILEPSY DISORDER BY MS RIYA
SEIZURES AND EPILEPSY DISORDER BY MS RIYA 


Snake Bite-Recent Updates - Dr Sunil Bhawariya .pptx
Snake Bite-Recent Updates - Dr Sunil Bhawariya .pptx 


Yantra used in Rasashastra: Equipments and Machineries
Yantra used in Rasashastra: Equipments and Machineries 


SNORING AND OBSTRUCTIVE SLEEP APNEA.pdf ENT BY QUICKMEDTALK
SNORING AND OBSTRUCTIVE SLEEP APNEA.pdf ENT BY QUICKMEDTALK 


My FLUID AND ELECTROLYTES for medical personnel.pptx
My FLUID AND ELECTROLYTES for medical personnel.pptx 


Death or Thantology.pptx death ppt useful ppt
Death or Thantology.pptx death ppt useful ppt 


Fully Automated CPR | Jason van der Velde | TBS24
Fully Automated CPR | Jason van der Velde | TBS24 


GIT ABSORPTION FOR ORAL Administered Drug
GIT ABSORPTION FOR ORAL Administered Drug 











5-HT and their Antagonist.pdf

	1. PHARMACOLOGY-II_AUTOCOIDS_5-HYDROXYTRYPTAMINE, ITS ANTAGONISTS
1  RISHITA PATEL_PHARMACOLOGY-II_ IICP
5-HYDROXYTRYPTAMINE, ITS ANTAGONISTS
5-HYDROXYTRYPTAMINE (5-HT, Serotonin)
• Serotonin was the name given to the vasoconstrictor substance, important
neurotransmitter, widely distributed in plants and animals.
• High concentration of 5-HT is found in the intestine, platelets and brain.
• 5-HT is involved in several conditions such as migraine, affective disorders,
psychoses, GI disorders and sleep.
• There are seven subtypes of serotonin receptors (1-7).
• All of them are G-protein Coupled receptors, except 5-HT3 (Ligand gated ion
channel).
SYNTHESIS, STORAGE AND DESTRUCTION
It is synthesized from an amino acid, tryptophan.
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5-HT RECEPTORS/ SEROTONIN RECEPTORS
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PHARMACOLOGICALACTIONS
5-HT is a potent depolarizer of nerve endings. It thus exerts direct as well as reflex and
indirect effects.
Tachyphylaxis is common with repeated doses of 5-HT. The overall effects therefore are often
variable.
1. CVS
• Arteries are constricted (by direct action on vascular smooth muscle) as well as
dilated (through EDRF (Endothelium Derived Relaxing Factor) release) by 5-HT,
depending on the vascular bed and the basal tone.
• In addition, 5-HT releases Adr from adrenal medulla, affects ganglionic transmission
and evokes cardiovascular reflexes.
• The net effect is complex. Larger arteries and veins are characteristically constricted.
In the microcirculation 5-HT dilates arterioles and constricts venules.
• BP: a triphasic response is classically seen on i.v. injection of 5-HT in animals.
o Early sharp fall in BP—due to coronary chemoreflex.
o Brief rise in BP—due to vasoconstriction and increased cardiac output.
o Prolonged fall in BP—due to arteriolar dilatation and extravasation of fluid.
• However, 5-HT is not involved in the physiological regulation of BP
2. Visceral smooth muscles
o 5-HT is a potent stimulator of g.i.t., both by direct action as well as through enteric
plexuses. Several subtypes of 5-HT receptors are present in the gut.
o Peristalsis is increased and diarrhoea can occur (also due to increased secretion). It
constricts bronchi, but is less potent than histamine.
3. Glands
• 5-HT inhibits gastric secretion (both acid and pepsin), but increases mucus production.
It thus has ulcer protective property. Effect on other glandular secretions is not
significant.
4. Nerve endings and adrenal medulla
• Afferent nerve endings are activated causing tingling and pricking sensation, as well as
pain.
• Depolarization of visceral afferents elicits respiratory and cardiovascular reflexes,
nausea and vomiting.
• 5-HT is less potent than histamine in releasing CAs from adrenal medulla.
5. Respiration
• A brief stimulation of respiration (mostly reflex from bronchial afferents) and
hyperventilation are the usual response, but large doses can cause transient apnoea
through coronary chemoreflex.
6. Platelets
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• By acting on 5-HT2A receptors 5-HT causes changes in shape of platelets, but is a weak
aggregator. However, it does not induce the release reaction.
7. CNS
• Injected I.V., 5-HT does not produce central effects because of poor entry across blood
brain barrier. However, it serves as a transmitter, primarily inhibitory. Direct injection
in the brain produces sleepiness, changes in body temperature, hunger and a variety of
behavioural effects.
5-HT ANTAGONISTS
1. Cyproheptadine
• It primarily blocks 5-HT2A receptors and has additional H1 antihistaminic,
anticholinergic and sedative properties.
• It increases appetite and has been used in children and poor eaters to promote weight
gain. The H1 antihistaminic action and an action on growth hormone secretion has been
suggested to account for this.
• The anti-5-HT activity of cyproheptadine has been utilized in controlling intestinal
manifestations of carcinoid and postgastrectomy dumping syndromes.
Side effects:drowsiness, dry mouth, confusion, ataxia, weight gain.
2. Methysergide
• It is chemically related to ergot alkaloids; antagonizes action of 5-HT on smooth
muscles including that of blood vessels, without producing other ergot like effects: does
not interact with α adrenergic or dopamine receptors.
• Methysergide is a potent 5-HT2A/2C antagonist with some tissue specific agonistic
actions as well; but is nonselective—acts on 5-HT1 receptors also.
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• It has been used for migraine prophylaxis, carcinoid and post gastrectomy dumping
syndrome.
• Prolonged use has caused abdominal, pulmonary and endocardial fibrosis, because of
which it has gone into disrepute.
3. Ketanserin
• It has selective 5-HT2 receptor blocking property with negligible action on 5-HT1, 5-
HT3 and 5 HT4 receptors and no partial agonistic activity. Among 5-HT2 receptors,
blockade of 5-HT2A is stronger than 5-HT2C blockade.
• 5-HT induced vasoconstriction, platelet aggregation and contraction of airway smooth
muscle are antagonized.
• It has additional weak α1, H1 and dopaminergic blocking activities.
• Ketanserin is an effective antihypertensive, but α1 adrenergic blockade appears to be
causative rather than 5- HT2A blockade.
• Ritanserin is a relatively more 5-HT2A selective congener of ketanserin.
4. Clozapine
• In addition to being a dopaminergic antagonist (weaker than the typical neuroleptics),
this atypical antipsychotic is a 5-HT2A/2C blocker.
• Clozapine may also exert inverse agonist activity at cerebral 5-HT2A/2C receptors which
may account for its efficacy in resistant cases of schizophrenia.
5. Risperidone
• This atypical antipsychotic is a combined 5-HT2A + dopamine D2 antagonist, similar to
clozapine. Like the latter, it especially ameliorates negative symptoms of schizophrenia,
but produces extrapyramidal side effects at only slightly higher doses.
6. Ondansetron
• It is the prototype of the new class of selective 5-HT3 antagonists that have shown
remarkable efficacy in controlling nausea and vomiting following administration of
highly emetic anticancer drugs and radiotherapy.
• Granisetron and Tropisetron are the other selective 5-HT3 antagonists.
ERGOT ALKALOIDS
Ergot is a fungus Claviceps purpurea which grows on rye, millet and some other grains.
Natural ergot alkaloids
These are tetracyclic indole containing compounds which may be considered as derivatives of
lysergic acid. They are
divided into—
(a) Amine alkaloid Ergometrine (Ergonovine): which is oxytocic
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(b) Amino acid alkaloids Ergotamine, Ergotoxine (mixture of ergocristine + ergocornine +
ergocryptine): they are vasoconstrictor and α adrenergic blocker/partial agonist.
Other semisynthetic derivatives
(a)Dihydroergotamine (DHE), Dihydroergotoxine (Codergocrine): are antiadrenergic,
cerebroactive.
(b)2-Bromo-α-ergocryptine (Bromocriptine): is a dopaminergic D2 agonist.
(c)Methysergide: it is mainly anti 5-HT Actions.
Ergotamine
• It acts as a partial agonist and antagonist at α adrenergic and all subtypes of 5-HT1 and
5-HT2 receptors, but does not interact with 5-HT3 or dopamine receptors: produces
sustained vasoconstriction, visceral smooth muscle contraction, vasomotor centre
depression and antagonizes the action of NA and 5-HT on smooth muscles.
• The overall effect of oral/rectal doses of ergotamine on BP is insignificant.
• It is a potent emetic (through CTZ and vomiting centre) and moderately potent
oxytocic.
• At high doses CNS stimulation and paraesthesia may be experienced.
• On chronic exposure (ergot poisoning) vasoconstriction is accompanied by damage to
capillary endothelium—thrombosis, vascular stasis and gangrene.
Dihydroergotamine (DHE)
• Hydrogenation of ergotamine reduces serotonergic and α-adrenergic agonistic actions,
but enhances α-receptor blocking property.
• Consequently, DHE is a less potent vasoconstrictor; primarily constricts
capacitance vessels and causes less intimal damage. It is a weaker emetic and
oxytocic, but has some antidopaminergic action as well.
Dihydroergotoxine (Codergocrine)
• This hydrogenated mixture of ergotoxine group of alkaloids is a more potent α blocker
and a very weak vasoconstrictor.
• In the brain, a variety of partial agonistic/antagonistic actions on 5-HT receptors,
metabolic and vascular effects and enhancement of ACh release in cerebral cortex
have been demonstrated. It has been advocated for treatment of dementia.
Bromocriptine
• The 2-bromo derivative of ergocryptine is a relatively selective dopamine D2 agonist
on pituitary lactotropes (inhibits prolactin release), in striatum (antiparkinsonian) and
in CTZ (emetic—but less than ergotamine).
• In certain brain areas weak antidopaminergic action has also been shown. It has very
weak anti 5-HT or α blocking actions and is not an oxytocic.
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Ergometrine (Ergonovine)
• This amine ergot alkaloid has very weak agonistic and practically no antagonistic
action on α adrenergic receptors: vasoconstriction is not significant.
• Partial agonistic action on 5-HT receptors has been demonstrated in uterus, placental
and umbilical blood vessels and in certain brain areas.
• It is a moderately potent 5-HT2 antagonist in g.i. smooth muscle and a weak
dopaminergic agonist on the pituitary lactotropes as well as CTZ; emetic potential
is low. The most prominent action is contraction of myometrium; used exclusively
in obstetrics.
Adverse effects
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• Nausea, vomiting, abdominal pain, muscle cramps, weakness, paraesthesia, coronary
and other vascular spasm, chest pain (due to coronary vasoconstriction) are the
frequent side effects.
• These drugs are contraindicated in presence of sepsis, ischaemic heart disease,
peripheral vascular disease, hypertension, pregnancy, liver and kidney disease.
DRUG THERAPY OF MIGRAINE
• Migraine is a mysterious disorder characterized by pulsating headache, usually
restricted to one side, which comes in attacks lasting 4–48 hours and is often associated
with nausea, vomiting, sensitivity to light and sound, flashes of light, vertigo, loose
motions and other symptoms.
• Two major types are—migraine with aura (classical migraine) in which headache is
preceded by visual or other neurological symptoms,
• and migraine without aura (common migraine) Pulsatile dilatation of certain large
cranial vessels is the immediate cause of pain.
• Drug therapy of migraine has to be individualized: severity and frequency of attacks
and response of individual patients to drugs used earlier determine the choice. The
strategy mostly adopted is summarized in the box.
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Mild migraine
• Cases having fewer than one attack per month of throbbing but tolerable headache
lasting upto 8 hours which does not incapacitate the individual may be classified as
mild migraine.
(i) Simple analgesics like paracetamol (0.5–1 g) or aspirin (300–600 mg) taken at the first
indication of an attack and repeated 4–6 hourly abort and suppress most mild attacks.
(ii)Nonsteroidal antiinflammatory drugs (NSAIDs) and their combinations Drugs like
ibuprofen (400–800 mg 8 hourly), naproxen (500 mg followed by 250 mg 8 hourly), diclofenac
(50 mg 8 hourly), mephenamic acid (500 mg 8 hourly), indomethacin (50 mg 6–8 hourly) either
alone or combined with paracetamol/codeine/ diazepam or another sedative/diphenhydramine
or another antihistaminic/caffeine are found more satisfactory by some patients.
(iii) Antiemetics Gastric stasis occurs during migraine which delays absorption of oral drugs.
Metoclopramide (10 mg oral/I.M.) is frequently used: relieves nausea, vomiting and gastric
stasis. When the patient has already vomited, it is better to give the antiemetic by injection.
Domperidone (10–20 mg oral) and prochlorperazine (10–25 mg oral/I.M.) are also effective.
Diphenhydramine or promethazine exert sedative as well as antiemetic action.
Moderate migraine
 


	10. PHARMACOLOGY-II_AUTOCOIDS_5-HYDROXYTRYPTAMINE, ITS ANTAGONISTS
10  RISHITA PATEL_PHARMACOLOGY-II_ IICP
• Migraine may be labelled as moderate when the throbbing headache is more intense,
lasts for 6–24 hours, nausea/vomiting and other features are more prominent and the
patient is functionally impaired.
• One or more attacks occur per month. Simple analgesics are usually not effective, but
stronger NSAIDs or their combinations mentioned above are beneficial in many cases.
• The remaining are treated with a specific antimigraine drug, i.e., a triptan or an ergot
preparation.Antiemetics are almost regularly needed. Prophylactic therapy is advised
only when attacks are more frequent than 2–3 per month.
Severe migraine
• These patients suffer 2–3 or more attacks per month of severe throbbing headache
lasting 12–48 hours, often accompanied by vertigo, vomiting and other symptoms; the
subject is grossly incapacitated during the attack.
• Analgesics/NSAIDs and their combinations usually do not afford adequate relief—
specific drugs have to be prescribed along with antiemetics.
Selective 5-HT1D/1B agonists (Triptans)
• This novel class of antimigraine drugs selectively activate 5-HT1D/1B receptors, and
are called ‘triptans’.
• Currently, they are the first line drugs for patients who fail to respond to analgesics.
Selective 5-HT1D/1B agonists, include
SUMATRIPTAN,
RIZATRIPTAN,
ELETRIPTAN,
ALMOTRIPTAN,
ZOLMITRIPTAN,
NARATRIPTAN,
FROVATRIPTAN etc.
They are used in moderate to severe migraine.
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• By inhibiting the release of inflammatory peptides from the nerve endings in the
perivascular space, they decrease inflammation.They are preferred drugs for acute
attack of migraine.
• All triptans are administered orally.
• Sumatriptan can also be administered by S.C and nasal routes, Zolmitriptans can also
be given by nasal route.
• Sumatriptan is rapid acting and has a half-life of 2hours.
• Other triptans have a higher oral bioavailability than sumatriptan.
• Frovatriptan and naratriptan have longer half life than sumatriptan.
Adverse effects
• They include paraesthesia, tightness in the chest, flushing and dizziness. Nausea may
occur.
• Pain at the site of injection is common. They may cause a rise in BP and coronary
vasospasm.
• Triptans are contraindicated in pregnancy, ischemic heart disease, peripheral vascular
disease, hypertension and risk factor for coronary artery disease.
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• Triptan and ergot preparations should not be co-administered.
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