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Buprenorphine: Not Just Another Opioid –
Mythbusting the Worlds Most Interesting Opioid

Objectives

At the end of this presentation participants should have a deeper understanding of 
what makes buprenorphine:

– Unique

– Safer than traditional opioids for the treatment of pain that requires opioid 
therapy

– As effective for pain as  traditional opioids

– Safe to continue throughout the perioperative period

I have nothing to disclose
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Could we design a better opioid?

Safe Effective Versatile

▪ No Respiratory 
depression

▪ No Liver/kidney

▪ Non-reinforcing

▪ No dose 
adjustment for age

▪ Highly Effective/ 
Potent

▪ No tolerance

▪ No Hyperalgesia

▪ Large dose range

▪ Flexible with other 
medications

▪ NPO

▪ Schedule III

▪ Easy titration

▪ Easy to stop

▪ Generic

Thought Experiment: Can we design a more perfect opioid?

The mythology of buprenorphine…

It blocks other 

opioids

It has a ceiling 

effect

It isn’t 

analgesic

It is just 

another 

opioid

Myth #1: Buprenorphine is just another opioid
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Buprenorphine is promiscuous

Buprenorphine binds differently
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Buprenorphine metabolism

Could we design a better opioid?

Safe Effective Versatile

▪ No Respiratory 
depression

▪ Liver/kidney

▪ Non-reinforcing

▪ No dose 
adjustment for age

▪ Highly 
Effective/Potent

▪ No tolerance

▪ No Hyperalgesia

▪ Large dose range

▪ Flexible with other 
medications

▪ NPO

▪ Schedule III

▪ Easy titration

▪ Easy to stop

▪ Generic

Thought Experiment: Can we design a more perfect opioid?

Myth #2: Buprenorphine isn’t (a very good) analgesic
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It is analgesic

Buprenorphine has a double (half) life

Analgesia (alpha elimination 6-8  hours)

Maintenance (Beta elimination 24 to 72 hours)

Formulations of Buprenorphine

▪ Transdermal Butrans™ Patch (generic) 

▪ Transbuccal Belbuca™ lozenge 

▪ Sublingual tablet and film Suboxone™ and Subutex™ (generic)

▪ Marketed in high dose form for OUD in the US since 2003
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Daitch, D et al. Conversion from High-Dose Full-Opioid Agonists to Sublingual Buprenorphine Reduces Pain Scores and Improves 

Quality of Life for Chronic Pain Patients. Pain Medicine 2014

18

19

20



7

Could we design a better opioid?

Safe Effective Versatile

▪ No Respiratory 
depression

▪ Liver/kidney

▪ Non-reinforcing

▪ No dose 
adjustment for age

▪ Highly Effective

▪ No tolerance

▪ No Hyperalgesia

▪ large dose range

▪ Flexible with other 
medications

▪ NPO

▪ Schedule III

▪ Easy titration

▪ Easy to stop

▪ Generic

Thought Experiment: Can we design a more perfect opioid?

Myth #3: Buprenorphine has a Ceiling Effect
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Ceiling Effect
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Could we design a better opioid?

Safe Effective Versatile

▪ No Respiratory 
depression

▪ Liver/kidney

▪ Non-reinforcing

▪ no dose 
adjustment for age

▪ Highly Effective

▪ No tolerance

▪ No Hyperalgesia

▪ large dose range

▪ flexible with other 
medications

▪ NPO

▪ Schedule III

▪ Easy titration

▪ Easy to stop

▪ Generic

Thought Experiment: Can we design a more perfect opioid?

Myth #4: Buprenorphine blocks other opioids

Concept: Opioid Blocking

“While patients are taking opioid 
pain medications, the 
administration of buprenorphine 
generally should be discontinued.  
Note that until buprenorphine 
clears the body, it may be difficult 
to achieve analgesia with short-
acting opioids.”
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Binding affinity at the mu receptor

Morphine

hydrocodone

buprenorphine

Mu receptor

Binding affinity at opioid receptors

Morphine

buprenorphine

Mu receptor

Morphine
Morphine

buprenorphinebuprenorphinebuprenorphine

Mu receptor Mu receptor
Mu receptorMu receptor

Kappa receptor

buprenorphine

buprenorphine
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Buprenorphine on top of another opioid is different than another opioid on top 
of buprenorphine.

Doses of buprenorphine particularly above 2 mg sl may precipitate withdrawal 
in patients on other opioids if few opioid receptors are available

Other opioids given on top of buprenorphine will bind at other open opioid 
receptors if available. They do not cause withdrawal and their effect is not 

blocked by buprenorphine

A fine point…

The major recommendation of this 
practice advisory is:

▪ to continue buprenorphine therapy in 
the perioperative period. 

▪ It is rarely appropriate to reduce the 
buprenorphine dose

▪ irrespective of indication or 
formulation. 

▪ If analgesia is inadequate after 
optimization of adjunct analgesic 
therapies, we recommend initiating a 
full mu agonist while continuing 
buprenorphine at some dose
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Could we design a better opioid?

Safe Effective Versatile

▪ No Respiratory 
depression

▪ Liver/kidney

▪ Non-reinforcing

▪ no dose 
adjustment for age

▪ Highly Effective

▪ No tolerance

▪ No Hyperalgesia

▪ large dose range

▪ flexible with other 
medications

▪ NPO

▪ Schedule III

▪ Easy titration

▪ Easy to stop

▪ Generic

Thought Experiment: Can we design a more perfect opioid?

A few other things to know…

What about Stopping Buprenorphine?

▪ Buprenorphine is relatively easy to taper down 

▪ Buprenorphine can be hard to discontinue from high dose and usually requires 
other formulations to get off

▪ Rarely people can not tolerate being off buprenorphine
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QT prolongation
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And what about Naloxone?

▪ Naloxone is an abuse deterrent only

▪ Full reversal dose is 1-2 mg

▪ Naloxone is 10% orally bioavailable if 
you take 0.5 you get 0.05 mg

International .Journal of Clinical Pharmacology and Therapeutics, Volume 50 - May (360 - 367)

Low absolute bioavailability of oral naloxone in healthy subjects
Kevin Smith1, Michael Hopp2, Gill Mundin1, Simon Bond3, Paul Bailey1, Jo Woodward1, David Bell4

Good things to Know

▪ You don’t need a special license to prescribe for pain in any 
formulation

▪ Does not show up as opiates on standard toxicology 
screen.  

▪ Patients often “forget” to take it

▪ Patients dosing remains stable long term or decrease over 
time 

▪ Butrans™ and Belbuca ™ do not usually require abstinence 
due to low dose

▪ Very hard to predict equianalgesic dose

Questions or Comments:

Andrea Rubinstein, MD

Chief, Department of Pain Medicine

Department of Anesthesiology

Kaiser Permanente, Santa Rosa, CA

andrea.L.rubinstein@kp.org

Twitter: @RubinsteinMD

707-571-3931
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