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1 Cytisine mimics the effects of nicotine
Cytisine, primarily derived from the Cytisus laburnum plant (which 
inspired the development of varenicline), is a partial agonist of the α4β2 
nicotinic acetylcholine receptor responsible for central effects of nico-
tine.1 Oral cytisine reaches peak concentration two hours postdose2 and is 
excreted unchanged renally without hepatic metabolism, lowering the 
risk of drug interactions.2 Oral cytisine has a shorter half-life (4.8 v. 17 h) 
and treatment course (3.5 v. 12 wk) than varenicline.2,3

2 Cytisine is not a new drug
Cytisine has been safely used in eastern Europe for smoking cessation 
since the 1960s.1,3 Its generic structure renders market exclusivity difficult, 
and its low selling price offers little financial incentive for companies to 
seek costly regulatory approval elsewhere.3 Contraindications include 
arterial hypertension, advanced atherosclerosis, and pregnancy or breast-
feeding.4,5 These were based on exclusion criteria from cytisine trials, 
which were derived from contraindications of nicotine products.4,5 The 
adverse effects reported with cytisine are largely gastrointestinal (dyspep-
sia and nausea) and sleep disturbance, which are self-limiting.1,3–5

3 Cytisine is effective for smoking cessation
A systematic review and meta-analysis of eight controlled trials involving 
4020 adult smokers reported a 59% (p < 0.00001) higher abstinence rate 
from smoking while taking cytisine versus placebo, with a number needed 
to treat (NNT) of 6.35.6 An open-label, randomized trial (n = 1310) showed a 
higher self-reported abstinence rate at one month on cytisine versus nico-
tine replacement therapy among adult daily smokers (40% v. 31%, respec-
tively; p < 0.001; NNT 11).5 Similarly, the self-reported abstinence rate at 
six months was higher among participants taking cytisine compared with 
nicotine replacement therapy (22% v. 15%, respectively; p = 0.002; NNT 14).5

4 Cytisine is available in Canada without a prescription
Cytisine was approved by Health Canada in August 2017 as a natural 
health product. Compared with prescription medications with a drug 
identification number, natural health products have less stringent regula-
tory approval requirements regarding the burden of scientific evidence for 
efficacy and safety. Patients can purchase cytisine without a prescription 
from select pharmacies, health shops and directly online from the manu-
facturer. Cytisine has a complex dosing regimen (Box 1).5 

5 Cytisine is cost-effective
A report by the Canadian Agency for Drugs and Technologies in Health esti-
mates the cost of smoking cessation treatment in Canada as follows: nicotine 
replacement therapy ($360–$440), bupropion ($215) and varenicline ($340).7 
The current price of cytisine is $56.49 for the 25-day treatment course.
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Box 1: Cytisine dosing regimen

Days Dosing regimen 

1–3 1 capsule every 2 h (maximum: 6 capsules/d)

4–12 1 capsule every 2.5 h (maximum: 5 capsules/d)

13–16 1 capsule every 3 h (maximum: 4 capsules/d)

17–20 1 capsule every 5 h (maximum: 3 capsules/d)

21–25 1–2 capsules/d


