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Claims: 

 

1. Solid pharmaceutical product for oral administration in the photodynamic 

diagnosis of cancer, pre-cancerous and non-cancerous conditions in the lower 

gastrointestinal tract comprising 5 

a) an active ingredient selected from 5-ALA, a 5-ALA ester or a 

pharmaceutically acceptable salt thereof; 

b) one or more triglycerides; and  

c) one or more non-ionic emulsifiers; 

wherein said pharmaceutical product comprises one or more enteric coatings and 10 

provides for the pH controlled release of the active ingredient a) in the range of pH 

6.5 to pH 7.5. 

 

2. Solid pharmaceutical product according to claim 1 wherein said active 

ingredient is a 5-ALA ester or a pharmaceutically acceptable salt thereof. 15 

 

3. Solid pharmaceutical product according to claim 1 or claim 2 wherein said 

active ingredient is a compound of formula I or an acceptable salt thereof 

 

R2
2N-CH2COCH2-CH2CO-OR1                 (I) 20 

 

wherein  

R1 represents an unsubstituted alkyl group or a substituted alkyl group; and 

wherein when R1 is a substituted alkyl group, one or more substituents are 

either attached to the alkyl group and/or interrupt the alkyl group, and 25 

wherein substituents that are attached to the alkyl group are those selected 

from hydroxy, alkoxy, acyloxy, alkoxycarbonyloxy, amino, aryl, nitro, oxo, 

fluoro, -SR3, -NR3
2 and -PR3

2, wherein R3 is a hydrogen atom or a C1-6 alkyl 

group, and wherein substituents that interrupt the alkyl group are those 

selected from -O-, -NR3-, -S- or -PR3; and 30 

R2 each independently represents a hydrogen atom or a group R1. 
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4. Solid pharmaceutical product according to claim 3 wherein R1 is a C1-6 

straight chained alkyl group. 

 

5. Solid pharmaceutical product according to claim 4 wherein R1 is n-hexyl. 

 5 

6. Solid pharmaceutical product according to any one of claims 1 to 5 wherein 

the one or more triglycerides are triglycerides of glycerol and 3 identical or different 

C2-C22 fatty acids.  

 

7.  Solid pharmaceutical product according to any one of claims 1 to 5 wherein 10 

the one or more triglycerides are triglycerides of glycerol and 3 identical or different 

C4-C18 fatty acids. 

 

8. Solid pharmaceutical product according to any one of claims 1 to 5 wherein 

the one or more triglycerides are triglycerides of glycerol and 3 identical or different 15 

C6-C18 fatty acids. 

 

9. Solid pharmaceutical product according to any one of claims 1 to 5 wherein 

the one or more triglycerides are triglycerides of glycerol and 3 identical or different 

C6-C12 fatty acids. 20 

 

10. Solid pharmaceutical product according to any one of the previous claims 

wherein the one or more triglycerides are solid triglycerides selected from cocoa 

butter, tallow, hard fat, hydrogenated coco-glycerides, hydrogenated palm oil, 

tristearin, tripalmitin and trimyristin or liquid triglycerides selected from tricaprylin, 25 

tricaproin, triheptanoin, caprylic/capric triglyceride, caprylic/capric/linoleic 

triglyceride. 

 

11. Solid pharmaceutical product according to any one of the previous claims 

wherein the one or more non-ionic emulsifiers is a non-ionic emulsifier obtained 30 

from the reaction of polyethylene glycol and a natural or hydrogenated oil. 
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12. Solid pharmaceutical product according to any one of the previous claims 

further comprising  

      d)   optionally one or more mucoadhesives 

e) optionally one or more pharmaceutically acceptable excipients other than b), 

c) and d);  5 

f) optionally one or more surface penetration agents; and  

g) optionally one or more chelating agents. 

 

13. Solid pharmaceutical product according any one of the previous claims 

wherein said solid pharmaceutical product is water-free.  10 

 

14. Solid composition suitable for oral administration comprising  

a)  an active ingredient selected from 5-ALA, a 5-ALA ester or a 

pharmaceutically acceptable salt thereof;  

b) one or more triglycerides; and  15 

c) one or more non-ionic emulsifiers; 

wherein said composition comprises one or more enteric coatings and provides for 

the pH controlled release of the active ingredient a) in the range of pH 6.5 to pH 7.5. 

 

15. Solid composition according to claim 14 wherein the active ingredient is a  20 

5-ALA ester or a pharmaceutically acceptable salt thereof, the one or more 

triglycerides is a solid triglyceride selected from cocoa butter, tallow, hard fat, 

hydrogenated coco-glycerides, hydrogenated palm oil, tristearin, tripalmitin and 

trimyristin or a liquid triglyceride selected from triglycerides of glycerol and 3 

identical or different C2-C22 fatty acids, and the one or more emulsifiers is a non-25 

ionic emulsifier obtained from the reaction of polyethylene glycol and a natural or 

hydrogenated oil. 

 

16. Solid composition according to claim 15 wherein the one or more 

triglycerides is a liquid triglyceride selected from triglycerides of glycerol and 3 30 

identical or different C4-C18 fatty acids. 
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17. Solid composition according to claim 15 wherein the one or more 

triglycerides is a liquid triglyceride selected from triglycerides of glycerol and 3 

identical or different C6-C18 fatty acids. 

 

18. Solid composition according to claim 15 wherein the one or more 5 

triglycerides is a liquid triglyceride selected from triglycerides of glycerol and 3 

identical or different C6-C12 fatty acids. 

 

19. Solid composition according to any one of claims 14 to 18 wherein the active 

ingredient is a compound of formula I or an acceptable salt thereof 10 

 

R2
2N-CH2COCH2-CH2CO-OR1                 (I) 

 

wherein  

R1 represents an unsubstituted alkyl group or a substituted alkyl group; and 15 

wherein when R1 is a substituted alkyl group, one or more substituents are 

either attached to the alkyl group and/or interrupt the alkyl group, and 

wherein substituents that are attached to the alkyl group are those selected 

from hydroxy, alkoxy, acyloxy, alkoxycarbonyloxy, amino, aryl, nitro, oxo, 

fluoro, -SR3, -NR3
2 and -PR3

2, wherein R3 is a hydrogen atom or a C1-6 alkyl 20 

group, and wherein substituents that interrupt the alkyl group are those 

selected from -O-, -NR3-, -S- or -PR3; and 

R2 each independently represents a hydrogen atom or a group R1. 

 

20. Solid composition according to claim 19 wherein R1 is a C1-6 straight chained 25 

alkyl group. 

 

21. Solid composition according to claim 20 wherein R1 is n-hexyl. 

 

22. Solid composition according to any one of claims 14 to 21 for use as a 30 

medicament. 
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23. Solid composition according to any one of claims 14 to 21 for use in the 

photodynamic diagnosis of cancer, pre-cancerous and non-cancerous conditions in 

the lower gastrointestinal tract. 

 


