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Management options for acromegaly 

Transsphenoidal surgery 

Radiotherapy 

Medical therapy 
           -  Somatostatin analogues 
           -  GH receptor antagonists 
           -  Dopamine agonists 



Treatment goals 

 Cure of acromegaly while maintaining normal pituitary 
function 

 Reduction of morbidity and mortality by 

Controlling GH to <2.5 μg/L  

Normalizing IGF-1 to age- and sex-matched levels 

Reducing or controlling tumor growth 

Controlling symptoms 

Treating comorbidities 

Improving quality of life 



Neurosurgery remains the first line therapy in 
acromegaly for 

Intrasellar MIC (75-95% success rate) 
Non invasive MAC (40-68% success rate) 
No compression symptoms 



 

 

unsuccessful surgery 

surgery contraindicated or refused   

large macroadenomas not likely to be cured  

waiting for the  effects of radiation therapy   

 preparation to surgery                       ? 

adjuvant therapy 

primary therapy 

INDICATIONS  TO MEDICAL THERAPY  
IN ACROMEGALY 

primary therapy 



Somatostatin analogues 

 Octreotide 
  short–acting sc (50-100-200 µ) 

 LAR im (10-20-30 mg), every 4 weeks 

 

 Lanreotide 
 Lanreotide SR deep sc, 60-90-120 mg, every 7-10-14 days 

 Lanreotide Autogel sc, 60,90,120 mg, every 4 weeks 

 

 Pasireotide, 40-60 mg, every 4 weeks 



DOPAMINE AGONISTS FOR ACROMEGALY 
 

Bromocriptine 

Lisuride 

Terguride 

Metysergide 

Pergolide 

Quinagolide 

Cabergoline 



(Muller et al, JCEM, 2004) 

PEGVISOMANT  
Mechanism of action 

Plasma GH not measurable 
 

IGF-1 the only marker 

http://jcem.endojournals.org/content/vol89/issue4/images/large/zeg0040403290001.jpeg


Consensus Statement 
Guidelines for Acromegaly Management: an Update 
Melmed S et al, JCEM, 2009  

 
 



Plöckinger U, Internat J End, 2012 

http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pmc/articles/PMC3328958/table/tab1/


Octreotide – potent receptor activation 

Receptor binding affinity (IC50 nmol/L) 

sst1 sst2 sst3 sst4 sst5 

Somatostatin 0.9 0.2 0.6 1.5 0.3 

Octreotide 280.0 0.4 7.1 >1000 6.3 

Lanreotide 180 0.54 14 230 17 

Pasireotide 9.3 1.0 1.5 >1000 0.2 

Bruns C et al. Eur J Endocrinol 2002;146:707–716 

 sst2-preferential somatostatin analogue 

 Approximately 85–95% of pituitary adenomas express sst2 and sst5  

 Half-life of 2 hours 



Octreotide LAR 
Once-monthly administration (octreotide LAR  
10, 20, 30 mg/month) 

More stable and consistent serum octreotide 
concentrations than octreotide sc 

Octreotide LAR release over 28 days 

30 μm 

Poly (DL-lactide-co-glycolide) glucose 

Octreotide 



Octreotide LAR as adjuvant therapy  
Biochemical control 

 Meta-analysis of 44 studies 

 GH response criteria differed between studies (<5 μg/L to <2.5 μg/L) 

 Composite primary endpoint was not reported (GH and IGF-1 control) 

 Different patient populations across studies 

Freda PU et al. J Clin Endocrinol Metab, 2005 
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Octreotide LAR as adjuvant therapy  
Tumor volume reduction 

P<0.0001 
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Octreotide LAR (n=132) 

Lanreotide SR (n=248) 

 Meta-analysis of 44 studies 

 Different patient populations across studies 



 
 67 pts, followed for up to 9 yrs 

 
 Octreotide LAR  

 
 Safe GH levels 68.7%                safe IGF-1 levels 70% 
                   Safe GH + normal IGF-1 levels 56.7% 
 
 Hormonal decrease directly related to initial GH/IGF-1 levels 

 
 Tumor shrinkage 82.1%, more frequent with elevated basal GH/IGF-1 levels 

Cozzi et al  
Primary Treatment of Acromegaly with Octreotide LAR: Long-Term (Up to Nine 
Years) Prospective Study of Its efficacy in the Control of Disease Activity and 
Tumor Shrinkage, 
JCE&M, 2006 



Efficacy of a slow-release formulation of 
lanreotide (Autogel® 120 mg) in patients with 
acromegaly previously treated with octreotide 
long acting release (LAR): an open, multicentre 
longitudinal study 
Ronchi C et al, Clin Endocrinol, 2007 

23 pts studied. 
 After dosage optimization, comparable 

results 



A 12-month randomized crossover study on the effects of Lanreotide 
Autogel and Octreotide long-acting repeatable on GH and IGF-l in 
patients with acromegaly 
Andries M et al, Clin Endocrinol, 2008 

“Comparable efficacy of 
OctrLAR and LanATG  but 
different efficacy in 3/10 pts  
and side effects in 6/10 pts.  A 
change from Oct to Lan and 
vice versa  may be beneficial” 



Octreotide LAR vs. surgery in newly diagnosed patients with acromegaly: 
a randomized, open-label, multicentre study 

Colao A et al, Clin Endocrinol, 2009 

“no statistically significant differences 
First-line therapy with Octreotide Lar may be a viable alternative to surgery in 

most patients with  acromegaly” 



45 de novo pts studied, 
 28 on OCT LAR, 17 on LAN 

Effects of Initial Therapy for Five Years with 
Somatostatin Analogs for Acromegaly on Growth 
Hormone and Insulin-Like Growth Factor-I Levels, 
Tumor Shrinkage, and Cardiovascular Disease: A 
Prospective Study 
Colao A et al, JCE&M, 2009 



Effects of Initial Therapy for Five Years with Somatostatin Analogs for 
Acromegaly on Growth Hormone and Insulin-Like Growth Factor-I Levels, Tumor 
Shrinkage, and Cardiovascular Disease: A Prospective Study 
Colao A et al, JCE&M, 2009 



Efficacy and Acceptability of Lanreotide Autogel® 120 mg at 
Different Dose Intervals in Patients with Acromegaly Previously 

Treated with Octreotide LAR 
J. Schopohl et al, Exp Clin Endocrinol Diabetes, 2011 

Conclusion: Lan-ATG 120 mg injected at intervals of 56, 42 and 28 days provided 
equivalent hormonal control and QoL to Oct-LAR 10, 20 and 30 mg injected every 

28 days, respectively. 

35 pts studied 
IGF-1 levels normalized in 22 pts (62.9%) in Lan ATG vs  21 pts (60.0%) in Oct LAR 



Effects of high-dose octreotide LAR on glucose metabolism in 
patients with acromegaly inadequately controlled by 

conventional somatostatin analog therapy 
Mazziotti G et al, Eur J End, 2011 

High dose (60 mg Sandostatin LAR/28 days) for 6 months 
Vs 
High frequency 30 mg Sandostatin LAR/21 days for 6 months 

Better results in terms of GH/IGF-1 reduction with 
high doses vs high frequency 
 
No impact on glucose metabolism 



Figure 1 Change (%) of serum GH (A) and IGF1 (B) values 
versus baseline during high-dose vs high-frequency 
octreotide LAR treatment in 26 patients with acromegaly 
stratified according to the outcome of glucose metabolism 
(6 patients with worsened glucose metabolism; 4 patients 
with improved glucose metabolism; 16 patients with 
unchanged glucose metabolism).  

Mazziotti G et al. Eur J Endocrinol, 2011 



Comparison of octreotide LAR and lanreotide autogel as post-
operative medical treatment in acromegaly 

Tutuncu Y et al, Pituitary, 2012 

36 pts OCT LAR    32 pts LAN ATG 

” OCT LAR and LAN ATG have similar efficacy for  both biochemical cure and tumor shrinkage” 



Bevan JS, JCE&M, 2005 



Cozzi R et al, JCE&M, 2006 



Giustina A et al Plos One, 2011 

http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pmc/articles/PMC3344864/figure/pone-0036411-g002/


Octreotide and tumor shrinkage in acromegaly 
 Giustina A et al Plos One, 2011 



Treatment of acromegaly with the GH receptor antagonist pegvisomant in clinical practice: 
safety and efficacy evaluation from the German Pegvisomant Observational Study  
Schreiber I, et al, Eur J Endocrinol, 2007 
 

177 pts studied, IGF-1 normalization 76.3%, tumor increase 3.1%, improved  glucose  metabolism 



Pivonello R et al, JCEM 2007 

17 pts studied  
for 12 mo. (17 pts) or 18 mo. (12 pts) 
 
max pegvisomant dose 40 mg daily 

 
IGF-1 normalization  
59% (6 mo.)  82% (18 mo.) 



Long-Term Safety of Pegvisomant in Patients with Acromegaly: 
Comprehensive Review of 1288 Subjects in ACROSTUDY 

van der Lely AJ et al, JCEM, 2012 



van der Lely AJ et al, JCEM, 2012 

1288 pts 
Mean FU 2.1 yr 
 
Adverse events 37%, 
9.6% drug-related 
 
Serious AE 12.3% 
2% drug-related 
 
>Tumor size 3.2% 
 
Reversible > hepatic 
enzymes 2.5% 
 
No liver failure 
 
No tachyphyaxis 
 



Persistent 
normalization of  

IGF-I during 
alternate-day 

administration of 
pegvisomant in 

5/10 acromegalic 
patients  

(Jehele et al., JCEM, 2005) 



(Feenstra et al, 2005, Lancet) 

COMBINED ADMINISTRATION OF SSA 
 (Octreotide Lar 30 mg monthly or Lanreotide Autogel 120 mg monthly) 

 AND PEGVISOMANT (40-80 mg weekly) 
 

 EFFECTS ON IGF-1 LEVELS 



Cotreatment with Pegvisomant and a Somatostatin 
Analog (SA) in SA-Responsive Acromegalic Patients 

 Madsen M et al, JCE&M, 2011 

18 acromegalic pts well controlled with SSA monotherapy, randomized 
a) Continued previous treatment 
b) transferred to combination therapy with 
 low dose pegvisomant (15-30 mg/TW) and reduced SSA dose (half the usual dose) 
Six months study 

Conclusion.  In these patients, combination therapy can 
maintain safe IGF-I levels during 24 wk. This treatment 
modality, however, does not seem to provide significant 
benefits for the patients 

Measures: IGF-1 levels, glucose tolerance, substrate metabolism, insulin 
sensitivity, body composition, 
and quality of life 



Conversion of daily pegvisomant to weekly pegvisomant combined with 
long-acting somatostatin analogs, in controlled acromegaly patients 

     Neggers SJCMM, Pituitary, 2011 
 

http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pmc/articles/PMC3146981/table/Tab1/
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pmc/articles/PMC3146981/table/Tab1/
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pmc/articles/PMC3146981/table/Tab1/


Effective Combination Treatment with Cabergoline and Low-Dose Pegvisomant in Active 
Acromegaly:A Prospective Clinical Trial 
C. E. Higham, A. B. Atkinson, S. Aylwin, M. Bidlingmaier, W. M. Drake,. Lewis, N. M. Martin, 
V. Moyes, J. Newell-Price, and P. J. Trainer, JCE&M, 2012 
 

Conclusion. Combination treatment with 
cabergoline and pegvisomant is more 

effective at reducing IGF-I levels than 
either cabergoline or pegvisomant 

monotherapy 



J Clin Endocrinol Metab. 2011 May;96(5):1327-35. Epub 2011 Feb 16. 
Place of cabergoline in acromegaly: a meta-analysis. 

Sandret L, Maison P, Chanson P 

Cabergoline normalizes IGF-1  

in 30% of pts when given alone 

 

http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Sandret%20L%5BAuthor%5D&cauthor=true&cauthor_uid=21325455
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Sandret%20L%5BAuthor%5D&cauthor=true&cauthor_uid=21325455
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Maison%20P%5BAuthor%5D&cauthor=true&cauthor_uid=21325455
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Chanson%20P%5BAuthor%5D&cauthor=true&cauthor_uid=21325455


J Clin Endocrinol Metab. 2011 May;96(5):1327-35. Epub 2011 Feb 16. 
Place of cabergoline in acromegaly: a meta-analysis. 

Sandret L, Maison P, Chanson P 

Cabergoline normalizes IGF-1 in 50% of pts  
when added to SS analogs unable to assure disease control  
 

http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Symons%20KV%5BAuthor%5D&cauthor=true&cauthor_uid=15080777
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Sandret%20L%5BAuthor%5D&cauthor=true&cauthor_uid=21325455
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Maison%20P%5BAuthor%5D&cauthor=true&cauthor_uid=21325455
http://www.ncbi.nlm.nih.gov.bibliosan.cilea.it/pubmed?term=Chanson%20P%5BAuthor%5D&cauthor=true&cauthor_uid=21325455


Role of the addition of cabergoline to the management of acromegalic 
patients resistant to longterm treatment with octreotide LAR 

Vilar L et al, Pituitary, 2011 



Pegvisomant and cabergoline combination therapy in acromegaly 
I. Bernabeu  et al 

Pituitary 2012 



PASIREOTIDE 



Receptor binding affinity of octreotide and 
pasireotide  

Pasireotide has a 30-, 5- and 40-fold higher affinity for sst1,3,5 and 
slightly lower affinity for sst2, than octreotide 

Receptor binding affinity (IC50 nmol/L) 

sst1 sst2 sst3 sst4 sst5 t½ (h)  

Somatostatin 0.9 0.2 0.6 1.5 0.3 0.05 

Octreotide 280.0 0.4 7.1 >1000 6.3 2 

Pasireotide 9.3 1.0 1.5 >1000 0.2 12 

Bruns et al. Eur J Endocrinol 2002;146:707–716 



Pasireotide (SOM230) Demonstrates Efficacy and Safety in Patients 
with Acromegaly: A Randomized, Multicenter, Phase II Trial 

Petersenn et al, JCE&M,2010 

 

60 pts studied 

9% 19% 27% 



Petersenn S, et al, JCEM,2010 

Tumor shrinkage in 39% pts 



Introduction and rationale 

1. Colao A et al. Clin Endocrinol (Oxf) 2009;70:757–768; 2. Mercado M et al. Clin Endocrinol (Oxf) 2007;66:859–868; 3. Melmed S et al. Pituitary 
2010;13:18–28; 4. Hofland LJ et al. Endocr Rev 2003;24:28–47; 5. Petersenn S et al. J Clin Endocrinol Metab 2010;95:2781-2789;  

6. Petersenn S et al. ENDO 2008:abst OR41-5 

Full biochemical control (GH <2.5 μg/L and normal IGF-1) is achieved by 
17–27% of medically naïve patients with acromegaly after  
12 months of treatment with currently available somatostatin 
analogues1–3 

Pasireotide is a multireceptor-targeted somatostatin analogue 

Highest affinity for sst5 and sst2, the most prevalent somatostatin 
receptor subtypes on GH-secreting pituitary adenomas4 

Promising results for sc5 and LAR6 formulations in two Phase II/I trials 



84 sites in 27 countries 

C2305: Large, randomized, double-blind  
Phase III trial (N=358) 



R: Responder 
NR: Non-responder 

1 12 13 25 26 

Core blinded Extension blinded Extension unblinded  

Extension with pasireotide LAR  

Crossover to  
OCT LAR 

Crossover to pasireotide LAR  

Extension with  
OCT LAR 

Screening  

Randomization: 
Stratification by  

de novo/post surgical 

Primary efficacy  
analysis  

NR 

R 

NR 

R 

Month 

Core Extension 

Pasireotide LAR 
 40/60 mg 

Octreotide LAR 
20/30 mg 

 Response: GH <2.5 μg/L and IGF-1 normalization at month 12 

 Uptitration was permitted, but not mandatory, based on GH and IGF-1 at months 3 and 7 

Study design 



Key inclusion criteria 

Male or female patients ≥18 years of age with active acromegaly 

Mean GH >5 μg/L or GH nadir >1 μg/L post-OGTT and  
IGF-1>ULN (age and sex matched) 

No prior medical therapy for acromegaly 

– Could have undergone one or more pituitary surgeries 

De novo patients with a pituitary adenoma visible on MRI who 
refused pituitary surgery or for whom pituitary surgery was 
contraindicated 

No pituitary irradiation within the last 10 years 



LLN, lower limit of normal; ULN, upper limit of normal 

Primary and secondary endpoints 

Primary endpoint: 
– Superiority of pasireotide LAR over octreotide LAR in providing  

GH <2.5 µg/L and normal IGF-1 at month 12 

Secondary endpoints: 
– Proportion of patients in each arm with GH <2.5 µg/L at month 12 

– Proportion of patients in each arm with normal IGF-1 at month 12 

– Change in tumor volume at month 12 

– Safety 

Post hoc evaluations 
– Patients with over-response: GH <2.5 µg/L and IGF-1 <LLN 

– Patients with partial response: GH <5 µg/L and IGF-1 ≤1.3xULN and not 
achieving response 



Pasireotide LAR 
N=176 

Octreotide LAR 
N=182 

Median (range) age, year 46 (18–80) 45 (19–85) 

Female, n (%) 91 (51.7) 95 (52.2) 

Median time since diagnosis, months  5.6 6.4 

Previous surgery, n (%) 71 (40.3) 80 (44.0) 

Median time since surgery, months 9.5 6.2 

Previous radiation, n (%) 0 1 (0.5) 

83% of patients completed 12 months therapy 

Patient demographics and disposition 



Overall 
Pasireotide LAR 

N=176 
Octreotide LAR 

N=182 

Between-treatment 
odds ratio 
[95% CI] 

%  

(95% CI) 

31.3 

(24.5–38.7) 

19.2 

(13.8–25.7) 

1.942  

(1.190–3.168)  
P=0.007 

Last observation carried forward analysis; P value was based on two-sided Cochran-Mantel-Haenszel test 

Pasireotide LAR is significantly superior to 
octreotide LAR 

Post-surgery n=71  n=78  

%  

(95% CI) 

39.4 

(28.0–51.7) 

21.8  

(13.2–32.6) 

2.337  

(1.140–4.790) 

De novo n=105  n=104 

% 

(95% CI) 

25.7 

(17.7–35.2) 

17.3 

(10.6–26.0) 

1.654  

(0.846–3.234) 

Patients with GH <2.5µg/L and normal IGF-1 at month 12 

Pasireotide LAR patients were 63% more likely than octreotide LAR patients 
to achieve full biochemical control (GH <2.5µg/L and normal IGF-1) 



Rapid and sustained decline in GH and IGF-1 

Mean GH and IGF-1 levels decreased by month 3 and remained 
suppressed in both groups  

GH levels 
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Pasireotide LAR superiority was driven by 
significantly higher rate of IGF-1 normalization  

Similar proportion of pasireotide LAR and octreotide LAR patients had  
GH <2.5µg/L 

Significantly more pasireotide LAR patients achieved normal IGF-1 than 
octreotide LAR patients (P=0.002)  
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P=0.002 



More patients achieved GH <2.5 µg/L and  
IGF-1 <ULN with pasireotide LAR  

Pasireotide LAR 

% (n/N) 

Octreotide LAR 

% (n/N) 

 Per protocol response  

(primary endpoint) 

GH <2.5 µg/L and normal IGF-1  

31.3 

(55/176) 

19.2 

(35/182 ) 

Over response 

GH <2.5 µg/L and IGF-1 <LLN 
4.5 

(8/176) 

1.6 

(3/182) 

Full response 

GH <2.5 µg/L and IGF-1 ≤ULN 
35.8  

(63/176) 

20.9 

(38/182) 

 Including over-responders, a full response was achieved by: 

• 35.8% (63/176) of pasireotide LAR patients 

• 20.9% (38/182) of octreotide LAR patients 

Response status at month 12 



Percentage tumor volume change in patients  
with MRI at month 12 
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 The majority of patients achieved significant tumor volume reduction 

• One patient in the octreotide LAR arm experienced a ≥20% increase 

• Similar volume reduction in de novo/post-surgical patients in both groups 

81% with significant (≥20%) 
tumor volume reduction 
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77% with significant (≥20%) 
tumor volume reduction 

Octreotide LAR (N=124) Pasireotide LAR (N=120) 



Safety overview (core study) 

Pasireotide LAR 

N=178 

Octreotide LAR 

N=180 

Deaths, n (%)  0 1 (0.6) 

Patients with AE, n (%)  168 (94.4) 163 (90.6) 

Study-drug-related AE, n (%)  146 (82.0) 139 (77.2) 

Discontinued due to AE, n (%)  14 (7.9) 6 (3.3) 

Grade 3 or 4 AE, n (%)  49 (27.5) 38 (21.1) 

Patients with SAE, n (%)  23 (12.9) 19 (10.6) 

Study-drug-related SAE, n (%)  7 (3.9) 5 (2.8) 

Discontinued due to SAE, n (%)  8 (4.5) 0 

Note: Safety was assessed according to the National Cancer Institute Common Terminology Criteria  
for Adverse Events (CTCAE) version 3.0  



Most common adverse events  
regardless of study - drug relationship  

Most common AEs with pasireotide LAR vs octreotide LAR: 

– Diarrhea (39.3 vs 45.0%)  

– Cholelithiasis (25.8 vs 35.6%) 

– Headache (18.5 vs 26.1%) 

– Hyperglycemia (28.7 vs 8.3%) 

AEs of special interest, grouped by term, with pasireotide LAR  
and octreotide LAR: 

– Hyperglycemia related (57.3 and 21.7%) 

– Gallbladder and biliary related (30.9 and 38.9%) 

– Bradycardia related (15.2 and 13.3%) 

Most AEs were mild or moderate 

Note: Safety was assessed according to the National Cancer Institute Common Terminology Criteria  
for Adverse Events (CTCAE) version 3.0  



21% of patients switched to pasireotide LAR had GH <2.5 
µg/L and normal IGF-1 
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HbA1c appeared to be reversible in patients who switched to 
octreotide LAR 

Crossed over to pasireotide LAR 
Crossed over to octreotide LAR 
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Summary 
Pasireotide LAR was significantly superior to octreotide LAR in providing 
full biochemical control at 12 months (P=0.007) 

– Pasireotide LAR patients were 63% more likely to achieve full biochemical 
control 

– This was driven by the significantly higher rate of IGF-1 normalization seen with 
pasireotide LAR (P=0.002) 

Significant tumor volume reduction was achieved in most patients receiving 
pasireotide LAR or octreotide LAR 

Switching to pasireotide LAR allowed 21% of patients inadequately 
controlled on octreotide LAR to achieve biochemical control, whereas 
switching to octreotide LAR allowed 2.6% of patients to achieve 
biochemical control 

The safety profile of pasireotide LAR was similar to that of octreotide 
LAR, except for hyperglycemia 

These results suggest that pasireotide LAR may become a new standard 
treatment option for patients with acromegaly 



DG3173 (somatoprim), a unique somatostatin receptor subtypes 
2-, 4- and 5-selective analogue, effectively reduces GH secretion in human GH-secreting 
pituitary adenomas even in Octreotide non-responsive tumours 
 Plöckinger U et al, Eur J Endocrinol,2012 

DG3173 heptapeptide binding sst2,5 and 4, with low suppressive effect on insulin 

27 GH adenomas studied 
 



A Subcutaneous Octreotide Hydrogel Implant for the Treatment of 
Acromegaly 

Gadhela MR et al, Endocr Pract, 2012 



Oral Octreotide Absorption in Human Subjects: Comparable 
Pharmacokinetics to Parenteral Octreotide and Effective Growth 

Hormone Suppression  
Tuvia S et al, JCE&M, 2012 

Dose-response effect of oral 

octreotide acetate on plasma 

octreotide levels. Mean ± se of 

fasting plasma octreotide levels in 

healthy volunteers after single 3-

mg (closed diamonds; n = 12), 10-

mg (closed squares; n = 12), and 

20-mg (closed diamonds; n = 9) 

oral administration of octreotide 

acetate.  

Comparable plasma octreotide concentrations after 

oral or sc injection of octreotide acetate. Mean 

plasma concentrations of octreotide after a single 

oral administration of 20 mg octreotide acetate 

(closed diamonds, n = 24; closed squares, n = 12; 

closed circles, n = 17) and single sc injection of 0.1 

mg octreotide acetate (closed squares, dotted line; n 

= 14) to healthy volunteers.  

Oral administration of octreotide acetate 

suppresses the basal GH levels and 

secretory response to GHRH stimulation. A, 

Plasma GH and octreotide (closed triangles) 

concentrations (mean ± se; n = 16) before 

and after GHRH/arginine administration, with 

(closed squares) and without (closed circles) 

oral octreotide acetate treatment (20 mg). B, 

Inhibition of endogenous GH levels by oral 

octreotide acetate was also noted within the 

first 2 h of dosing (arrow), before GHRH 

stimulation.  


