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Table II-2. Properties of Direct-Acting Cholinomimetics 
Drug 

Activity 

AChE hydrolysis 

Clinical Uses 

ACh 

M & N 

+++ 

short halflife - no clinical use 

bethanechol 

M 

- 

Rx - ileus (post-op/neurogenic), urinary retention 

methacholine 

M > N 

+ 

Dx - bronchial hyper-reactivity 

pilocarpine 

M 

- 

Rx - glaucoma (topical), xerostomia 
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Table II-3. Properties of Indirect-acting Cholinomimetics 
Drug 

Characteristics 

Clinical Uses 

edrophonium 

short-acting 

Differentiates myasthenia from cholinergic crisis 

physostigmine 

tertiary amine (enters CNS), intermediate-acting 

Rx - glaucoma; antidote in atropine OD 

neostigmine, pyridostigmine 

quaternary amines (no CNS entry), intermediate-acting 

Rx - ileus, urinary retention, myasthenia, reversal of non-depolarizing NM blockers 

donepezil, tacrine

lipid-soluble (CNS entry) 

Rx - Alzheimer's disease 

organophosphates 

lipid-soluble, long-acting irreversible inhibitors 

Insecticides (malathion, parathion) & nerve gas 
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Toxicity of AChE Inhibitors 
Symptoms of cholinergic excess via activation of both M & N receptors include: 
· pupillary constriction 
· stimulation of GI & urinary tracts 
· bronchoconstriction 
· increased glandular secretions 
· bradycardia & hypotension 
· skeletal muscle fasciculations - then paralysis 
· CNS effects 
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AChE Inhibitor Poisoning 
DUMBELS
Diarrhea, Urination, Miosis, Bronchoconstriction,
Excitation (muscle & CNS), Lacrimation, Salivation & Sweating
Management:
atropine (enters CNS), plus pralidoxime (2-PAM) which 
may regenerate phosphorylated AChE




