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�. ���������� NIGHT-TIME  INSULIN THERAPYORAL AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g., at or shortly before bedtime.
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�. WO/����/������ NIGHT-TIME  INSULIN THERAPYORAL WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GOLDBERG, Michael

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g., at or shortly before bedtime.
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Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Goldberg Michael

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g., at or shortly before bedtime.
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Int.Class A��K Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES
Inventor GOLDBERG MICHAEL

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at night-time, e.g., at or shortly before bedtime.
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Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing β-cell function, aiding in preventing β-cell death, preventing the onset of overt  in a mammal with type
� , treating the current level of glycemic control dysfunction of a mammal with impaired glucose tolerance or
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, comprising orally administering insulin and a delivery agent that facilitates insulin absorption from the
gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion of a
meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide a
first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of a
longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.
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Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Arbit Ehud

Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing β-cell function, aiding in preventing β-cell death, preventing the onset of overt  in a mammal with type
� , treating the current level of glycemic control dysfunction of a mammal with impaired glucose tolerance or

, comprising orally administering insulin and a delivery agent that facilitates insulin absorption from the
gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion of a
meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide a
first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of a
longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.
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Int.Class A��K �/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor ARBIT, Ehud

Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing β-cell function, aiding in preventing β-cell death, preventing the onset of overt  in a mammal with type
� , treating the current level of glycemic control dysfunction of a mammal with impaired glucose tolerance or

, comprising orally administering insulin and a delivery agent that facilitates insulin absorption from the
gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion of a
meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide a
first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of a
longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.
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�. �������  INSULIN THERAPIES AND PROTOCOLORAL CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

Methods for treating impaired glucose tolerance and early and late stage 
 in mammals, for prophylactically sparing p-cell function, aiding in 

preventing p-cell 
death, preventing the onset of overt  in a mammal with type � 

, treating the 
current level of glycemic control dysfunction of a mammal with impaired 
glucose tolerance or 

, comprising orally administering insulin and a delivery agent that 
facilitates insulin 
absorption from the gastrointestinal tract at the time of or shortly before 
mealtime, e.g., within 
about �� minutes prior to ingestion of a meal, on a chronic basis. The methods 
also 
comprise, in addition to administering a rapid-acting insulin to provide a 
first insulin peak, 
administering a slow acting insulin to provide a second insulin peak occurring 
at a later time 
but of a longer duration. These methods achieve improved glycemic control 
without the risks 
of hypoglycemia, hyperinsulinemia and weight gain and the need for frequent 
blood glucose 
monitoring that are normally associated with insulin therapy.
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Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Arbit Ehud

Pharmaceutical dosage forms, comprising insulin, a delivery agent that facilitates insulin transport in a therapeutically
effective amount to the bloodstream and a biguanide, such as metformin, are disclosed for  administration to a
patient for the treatment of . Also disclosed are methods for achieving improved glucose tolerance and
glycemic control in a diabetic mammal without any statistically significant increase in weight, risk of hypoglycemia or
hyperinsulinemia, and the need for monitoring blood glucose concentrations or HbAlc levels, and methods for reducing
the incidence and/or severity of one or more disease states associated with chronic dosing of insulin; for
prophylactically sparing (�-cell function or for preventing (�-cell death or dysfunction in a mammal with impaired
glucose tolerance or early stage  mellitus; and for long-term protection from developing (or delaying the onset
of) overt or insulin dependent  in a mammal with impaired glucose tolerance or early stage .
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��. WO/����/������ ANTIDIABETIC  INSULIN-BIGUANIDE COMBINATIONORAL WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor ARBIT, Ehud

Pharmaceutical dosage forms, comprising insulin, a delivery agent that facilitates insulin transport in a therapeutically
effective amount to the bloodstream and a biguanide, such as metformin, are disclosed for  administration to a
patient for the treatment of . Also disclosed are methods for achieving improved glucose tolerance and
glycemic control in a diabetic mammal without any statistically significant increase in weight, risk of hypoglycemia or
hyperinsulinemia, and the need for monitoring blood glucose concentrations or HbA�c levels, and methods for
reducing the incidence and/or severity of one or more disease states associated with chronic dosing of insulin; for
prophylactically sparing (�-cell function or for preventing (�-cell death or dysfunction in a mammal with impaired
glucose tolerance or early stage  mellitus; and for long-term protection from developing (or delaying the onset
of) overt or insulin dependent  in a mammal with impaired glucose tolerance or early stage .
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��. ������� ANTIDIABETIC  INSULIN-BIGUANIDE COMBINATIONORAL CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor ARBIT, EHUD

Pharmaceutical dosage forms, comprising insulin, a delivery agent that facilitates insulin transport in a therapeutically
effective amount to the bloodstream and a biguanide, such as metformin, are disclosed for  administration to a
patient for the treatment of . Also disclosed are methods for achieving improved glucose tolerance and
glycemic control in a diabetic mammal without any statistically significant increase in weight, risk of hypoglycemia or
hyperinsulinemia, and the need for monitoring blood glucose concentrations or HbA�c levels, and methods for
reducing the incidence and/or severity of one or more disease states associated with chronic dosing of insulin; for
prophylactically sparing (�-cell function or for preventing (�- cell death or dysfunction in a mammal with impaired
glucose tolerance or early stage  mellitus; and for long-term protection from developing (or delaying the onset
of) overt or insulin dependent  in a mammal with impaired glucose tolerance or early stage .
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��. ����������� ANTIDIABETIC  INSULIN BIGUANIDE COMBINATIONORAL US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Ehud ARBIT

Pharmaceutical dosage forms, comprising insulin, a delivery agent that facilitates insulin transport in a therapeutically
effective amount to the bloodstream and a biguanide, such as metformin, are disclosed for  administration to a
patient for the treatment of . Also disclosed are methods for achieving improved glucose tolerance and
glycemic control in a diabetic mammal without any statistically significant increase in weight, risk of hypoglycemia or
hyperinsulinemia, and the need for monitoring blood glucose concentrations or HbA�c levels, and methods for
reducing the incidence and/or severity of one or more disease states associated with chronic dosing of insulin; for
prophylactically sparing (�-cell function or for preventing (�-cell death or dysfunction in a mammal with impaired
glucose tolerance or early stage  mellitus; and for long-term protection from developing (or delaying the onset
of) overt or insulin dependent  in a mammal with impaired glucose tolerance or early stage .
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��. ���������� ANTIDIABETIC  INSULIN-BIGUANIDE COMBINATIONORAL AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

Pharmaceutical dosage forms, comprising insulin, a delivery agent that facilitates insulin transport in a therapeutically
effective amount to the bloodstream and a biguanide, such as metformin, are disclosed for  administration to a
patient for the treatment of . Also disclosed are methods for achieving improved glucose tolerance and
glycemic control in a diabetic mammal without any statistically significant increase in weight, risk of hypoglycemia or
hyperinsulinemia, and the need for monitoring blood glucose concentrations or HbA�c levels, and methods for
reducing the incidence and/or severity of one or more disease states associated with chronic dosing of insulin; for
prophylactically sparing (�-cell function or for preventing (�-cell death or dysfunction in a mammal with impaired
glucose tolerance or early stage  mellitus; and for long-term protection from developing (or delaying the onset
of) overt or insulin dependent  in a mammal with impaired glucose tolerance or early stage .
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��. �����������  INSULIN THERAPIES AND PROTOCOLORAL US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant Ehud Arbit Inventor Ehud Arbit

Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing β-cell function, aiding in preventing β-cell death, preventing the onset of overt  in a mammal with type
� , treating the current level of glycemic control dysfunction of a mammal with impaired glucose tolerance or

, comprising orally administering insulin and a delivery agent that facilitates insulin absorption from the
gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion of a
meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide a
first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of a
longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.
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Pharmaceutical dosage forms for  administration to a patient for the treatment of , comprising insulin and a
delivery agent that facilitates insulin transport in a therapeutically effective amount to the bloodstream and that result
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in a lower incidence of vascular diseases associated with the repeated administration of insulin are disclosed. Also
disclosed is a method of attenuating the undesirable incidence of diseases associated with chronic dosing of insulin is
provided whereby the  administration to a patient of insulin along with a suitable delivery agent that facilitates the
absorption of insulin from the gastrointestinal tract of the patient in a therapeutically effective amount, for treatment of

.

oral

diabetes

��. �����������  INSULIN THERAPYORAL US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Arbit Ehud

Pharmaceutical dosage forms for  administration to a patient for the treatment of , comprising insulin and a
delivery agent that facilitates insulin transport in a therapeutically effective amount to the bloodstream and that result
in a lower incidence of vascular diseases associated with the repeated administration of insulin are disclosed. Also
disclosed is a method of attenuating the undesirable incidence of diseases associated with chronic dosing of insulin is
provided whereby the  administration to a patient of insulin along with a suitable delivery agent that facilitates the
absorption of insulin from the gastrointestinal tract of the patient in a therapeutically effective amount, for treatment of

.

oral diabetes
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��. ����������  INSULIN THERAPIES AND PROTOCOLORAL AU - ��.��.����

Int.Class A��K �/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing cell function, aiding in preventing cell death, preventing the onset of overt  in a mammal
with type � , treating the current level of glycemic control dysfunction of a mammal with impaired glucose
tolerance or , comprising orally administering insulin and a delivery agent that facilitates insulin absorption
from the gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion
of a meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide
a first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of
a longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.
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Int.Class A��K �/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor ARBIT, Ehud

Pharmaceutical dosage forms for  administration to a patient for the treatment of , comprising insulin and a
delivery agent that facilitates insulin transport in a therapeutically effective amount to the bloodstream and that result
in a lower incidence of vascular diseases associated with the repeated administration of insulin are disclosed. Also
disclosed is a method of attenuating the undesirable incidence of diseases associated with chronic dosing of insulin is
provided whereby the  administration to a patient of insulin along with a suitable delivery agent that facilitates the
absorption of insulin from the gastrointestinal tract of the patient in a therapeutically effective amount, for treatment of
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Int.Class A��K ��/�� Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor Goldberg, Michael

Patent ������ Disclosed is the use of insulin in the manufacture of a medicament which is to be orally administered at
or shortly before bedtime for one or more of the following: prophylactically sparing beta cell function in a mammal
which has impaired glucose intolerance or early stage  mellitus; preventing beta cell death or dysfunction in a
mammal which has impaired glucose intolerance or early stage  mellitus; extended protection of a mammal
which has impaired glucose tolerance or early stage  mellitus from developing overt ; or delaying the
onset of overt or insulin dependent  in a mammal which has impaired glucose tolerance or early stage 
mellitus.
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Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor ARBIT, EHUD

Pharmaceutical dosage forms for  administration to a patient for the treatment of , comprising insulin and a
delivery agent that facilitates insulin transport in a therapeutically effective amount to the bloodstream and that result
in a lower incidence of vascular diseases associated with the repeated administration of insulin are disclosed. Also
disclosed is a method of attenuating the undesirable incidence of diseases associated with chronic dosing of insulin is
provided whereby the  administration to a patient of insulin along with a suitable delivery agent that facilitates the
absorption of insulin from the gastrointestinal tract of the patient in a therapeutically effective amount, for treatment of
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��. ������� NIGHT-TIME  INSULIN THERAPYORAL CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GOLDBERG, MICHAEL

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g., at or shortly before bedtime.
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Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Arbit Ehud

Methods for treating impaired glucose tolerance and early and late stage  in mammals, for prophylactically
sparing β-cell function, aiding in preventing β-cell death, preventing the onset of overt  in a mammal with type
� , treating the current level of glycemic control dysfunction of a mammal with impaired glucose tolerance or

, comprising orally administering insulin and a delivery agent that facilitates insulin absorption from the
gastrointestinal tract at the time of or shortly before mealtime, e.g., within about �� minutes prior to ingestion of a
meal, on a chronic basis. The methods also comprise, in addition to administering a rapid-acting insulin to provide a
first insulin peak, administering a slow acting insulin to provide a second insulin peak occurring at a later time but of a
longer duration. These methods achieve improved glycemic control without the risks of hypoglycemia,
hyperinsulinemia and weight gain and the need for frequent blood glucose monitoring that are normally associated
with insulin therapy.

diabetes
diabetes

diabetes
diabetes

��. WO/����/������  FOR DELIVERING INSULINFORMULATIONS WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LEVCHIK, Halina

 insulin  and processes for preparing  insulin  are provided.Oral formulations oral formulations

��. ������� TERAPIA DE INSULINA ORAL NOCTURNA ES - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GOLDBERG, Michael

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g., at or shortly before bedtime.

diabetes
diabetes

��. ����������� FORMULATION COMPRISING GLP-� US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant Khan Mohammed Amin
Inventor Khan Mohammed Amin

The invention relates to  that demonstrate the feasibility of  absorption comprising glucose-like
peptide-� compounds and specified delivery agents, and to methods of stimulating GLP-� receptor in a subject in need
of such stimulation, by administration of the formulation of the present invention.

formulations oral

��. WO/����/������ PHARMACEUTICAL  CONTAINING MICROPARTICLES OR NANOPARTICLES OF A
DELIVERY AGENT

FORMULATIONS WO - ��.��.����

Int.Class A��K �/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor MAJURU, Shingai

This invention relates to microparticles and/or nanoparticles containing a delivery agent and /or an active agent. This
invention also relates to pharmaceutical  and solid dosage forms, including controlled release solid
dosage forms of active agent and a delivery agent

formulations

��. ����������� PHARMACEUTICAL  CONTAINING MICROPARTICLES OR NANOPARTICLES OF A
DELIVERY AGENT

FORMULATIONS US - ��.��.����

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Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor George Klein

This invention relates to microparticles and/or nanoparticles containing a delivery agent and/or an active agent. This
invention also relates to pharmaceutical  and solid dosage forms, including controlled release solid
dosage forms of active agent and a delivery agent.

formulations

��. WO/����/������ METHODS AND COMPOSITIONS FOR INDUCING  TOLERANCE IN MAMMALSORAL WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor HAAS, Susan

The present invention relates to methods and pharmaceutical  for orally delivering an antigen to induce
tolerance. The antigen is combined with derivatized amino acids or salts thereof. The induction of  tolerance may be
applied clinically for the prevention or treatment of auto-immune diseases and clinical allergic hypersensitivities, and
for the prevention of allograft rejection. The figure illustrates examples of the derivatized amino acids.

formulations
oral

��. ������� METHODS AND COMPOSITIONS FOR INDUCING  TOLERANCE IN MAMMALSORAL CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor HAAS, SUSAN

The present invention relates to methods and pharmaceutical  for orally delivering an antigen to induce
tolerance. The antigen is combined with derivatized amino acids or salts thereof. The induction of  tolerance may be
applied clinically for the prevention or treatment of auto-immune diseases and clinical allergic hypersensitivities, and
for the prevention of allograft rejection. The figure illustrates examples of the derivatized amino acids.

formulations
oral

��. ����������� METHOD FOR ADMINISTERING GLP-� MOLECULES US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor KHAN Mohammed Amin

The invention relates to  that demonstrate the feasibility of  absorption comprising glucose-like
peptide-� compounds and specified delivery agents, and to methods of stimulating GLP-� receptor in a subject in need
of such stimulation, by administration of the formulation of the present invention.

formulations oral

��. �����������  FOR DELIVERING INSULINFORMULATIONS US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Halina LEVCHIK

 insulin  and processes for preparing  insulin  are provided.Oral formulations oral formulations

��. ������� METHODS AND COMPOSITIONS FOR INDUCING  TOLERANCE IN MAMMALSORAL US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Haas, Susan

The present invention relates to methods and pharmaceutical  for orally delivering an antigen to induce
tolerance. The antigen is combined with derivatized amino acids or salts thereof. The induction of  tolerance may be
applied clinically for the prevention or treatment of auto-immune diseases and clinical allergic hypersensitivities, and
for the prevention of allograft rejection.

formulations
oral


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��. ����������� METHOD FOR ADMINISTERING GLP-� MOLECULES US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Mohammed Amin KHAN

The invention relates to  that demonstrate the feasibility of  absorption comprising glucose-like
peptide-� compounds and specified delivery agents, and to methods of stimulating GLP-� receptor in a subject in need
of such stimulation, by administration of the formulation of the present invention.

formulations oral

��. �����������  GLP-� ORAL FORMULATIONS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant Sarubbi Donald J. Inventor Sarubbi Donald J.

The present invention provides pharmaceutical compositions comprising of at least one delivery agent and GLP-�.
These pharmaceutical compositions facilitate the  delivery of GLP-�, providing improved (e.g. increased)
bioavailability of GLP-� compared to administration of GLP-� without a delivery agent.

oral

��. �����������  GLP-� ORAL FORMULATIONS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Sarubbi Donald J.

The present invention provides phamaceutical compositions comprising at least one delivery agent and GLP-�. These
pharmaceutical compositions facilitate the  delivery of GLP-�, providing improved (e.g. increased) bioavailability of
GLP-� compared to administration of GLP-� without a delivery agent.

oral

��. ����������� PHARMACEUTICAL  FOR THE TREATMENT OF ALZHEIMER'S DISEASEFORMULATIONS US - ��.��.����

Int.Class A��K ��/���� Appl.No �������� Applicant Ihor Shevchuk Inventor Ihor Shevchuk

The present invention relate to pharmaceutical  that include a CPHPC component and a delivery agent
compound.

formulations

��. WO/����/������ PHARMACEUTICAL  FOR THE TREATMENT OF ALZHEIMER'S DISEASEFORMULATIONS WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor DINH, Steven

The present invention relate to pharmaceutical  that include a CPHPC component and a delivery agent
compound.

formulations

��. ���������� METHOD FOR ADMINISTERING GLP-� MOLECULES AU - ��.��.����

Int.Class C��K ��/��� Appl.No ���������� Applicant  , IncEmisphere Technologies Inventor

The invention encompasses  that demonstrate the feasibility of  absorption comprising GLP−�
compounds and specified delivery agents.

formulations oral

��. �����������  FOR DELIVERING INSULINFORMULATIONS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant Levchik Halina Inventor Levchik Halina

 insulin  and processes for preparing  insulin  are provided.Oral formulations oral formulations


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��. �����������  FOR DELIVERING INSULINFORMULATIONS US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Halina LEVCHIK

 insulin  and processes for preparing  insulin  are provided.Oral formulations oral formulations

��. WO/����/������ DESFERRIOXAMINE  DELIVERY SYSTEMORAL WO - ��.��.����

Int.Class A��K �/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor MILSTEIN, Sam, J.

Modified amino acids and methods for their preparation and use as  delivery systems for pharmaceutical agents are
described. The modified amino acids are preparable by reacting single amino acids or mixtures of two or more kinds of
amino acids with an amino modifying agent such as benzene sulfonyl chloride, benzoyl chloride, and hippuryl chloride.
The modified amino acids may form encapsulating microspheres in the presence of the active agent under sphere-
forming conditions. Alternatively, the modified amino acids may be used as a carrier by simply mixing the amino acids
with the active agent. The preferred acylated amino acid carrier is salicyloyl-phenylalanine. The modified amino acids
are particularly useful in delivering biologically active agents, e.g., desferrioxamine, insulin or cromolyn sodium, or
other agents which are sensitive to the denaturing conditions of the gastrointestinal tract.

oral

��. ������� DESFERRIOXAMINE  DELIVERY SYSTEMORAL CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor MILSTEIN, SAM J.

Modified amino acids and methods for their preparation and use as  delivery systems for pharmaceutical agents are
described. The modified amino acids are preparable by reacting single amino acids or mixtures of two or more kinds of
amino acids with an amino modifying agent such as benzene sulfonyl chloride, benzoyl chloride, and hippuryl chloride.
The modified amino acids may form encapsulating microspheres in the presence of the active agent under sphere-
forming conditions. Alternatively, the modified amino acids may be used as a carrier by simply mixing the amino acids
with the active agent. The preferred acylated amino acid carrier is salicyloyl- phenylalanine. The modified amino acids
are particularly useful in delivering biologically active agents, e.g., desferrioxamine, insulin or cromolyn sodium, or
other agents which are sensitive to the denaturing conditions of the gastrointestinal tract.

oral

��. ����������� PHARMACEUTICAL  CONTAINING MICROPARTICLES OR NANOPARTICLES OF A
DELIVERY AGENT

FORMULATIONS US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Majuru Shingai

This invention relates to microparticles and/or nanoparticles containing a delivery agent and/or an active agent. This
invention also relates to pharmaceutical  and solid dosage forms, including controlled release solid
dosage forms of active agent and a delivery agent.

formulations

��. ������� DESFERRIOXAMINE  DELIVERY SYSTEMORAL US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Milstein Sam J.

Modified amino acids and methods for their preparation and use as  delivery systems for pharmaceutical agents are
described. The modified amino acids are preparable by reacting single amino acids or mixtures of two or more kinds of
amino acids with an amino modifying agent such as benzene sulfonyl chloride, benzoyl chloride, and hippuryl chloride.
The modified amino acids may form encapsulating microspheres in the presence of the active agent under sphere-

oral


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forming conditions. Alternatively, the modified amino acids may be used as a carrier by simply mixing the amino acids
with the active agent. The preferred acylated amino acid carrier is salicyloyl-phenylalanine. The modified amino acids
are particularly useful in delivering biologically active agents, e.g., desferrioxamine, insulin or cromolyn sodium, or
other agents which are sensitive to the denaturing conditions of the gastrointestinal tract.

��. ����������� PHARMACEUTICAL  CONTAINING MICROPARTICLES OR NANOPARTICLES OF A
DELIVERY AGENT

FORMULATIONS US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Majuru Shingai

This invention relates to microparticles and/or nanoparticles containing a delivery agent and/or an active agent. This
invention also relates to pharmaceutical  and solid dosage forms, including controlled release solid
dosage forms of active agent and a delivery agent.

formulations

��. ����������� PHARMACEUTICAL  CONTAINING MICROPARTICLES OR NANOPARTICLES OF A
DELIVERY AGENT

FORMULATIONS US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Dhoot Nikhil

This invention relates to microparticles and/or nanoparticles containing a delivery agent and/or an active agent. This
invention also relates to pharmaceutical  and solid dosage forms, including controlled release solid
dosage forms of active agent and a delivery agent.

formulations

��. ������ COMPOSITIONS FOR INDUCING  TOLERANCE IN MAMMALS COMPRISING AN ANTIGEN AND A
DERIVATIZED AMINO ACID, AND THE USE THEREOF

ORAL IL - ��.��.����

Int.Class Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

��. ������ METHOD FOR ADMINISTERING GLP-� MOLECULES NZ - ��.��.����

Int.Class A��K �/�� Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor Khan, Mohammed Amin

Patent ������ A formulation comprising a GLP-� compound and a specified delivery agent.

��. ����������� METHOD FOR ADMINISTERING GLP-� MOLECULES US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Khan Mohammed Amin

The invention relates to  that demonstrate the feasibility of  absorption comprising glucose-like
peptide-� compounds and specified delivery agents, and to methods of stimulating GLP-� receptor in a subject in need
of such stimulation, by administration of the formulation of the present invention.

formulations oral
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��. ����/����� METHOD FOR ADMINISTERING GLP-� MOLECULES ZA - ��.��.����

Int.Class A��K Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES
Inventor Mohammed Amin KHAN
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f � ) Title: METHOD FOR ADMINISTERING GLP-� MOLECULES 
-fS^-Abslracl: The invention encompasses  that demonstrate the feasibility of  absorption comprising
GLP- � com- pounds and specified delivery agents.

formulations oral

��. ����������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Steven DINH

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.


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��. ����/DELNP/���� FORMULATION FOR  ADMINISTRATION FOR THE TREATMENT OF TYPE � ORAL DIABETES IN - ��.��.����

Int.Class A��K �/�� Appl.No ����/DELNP/���� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor KHAN, MOHAMMED AMIN

The invention encompasses  that demonstrate the feasibility of  absorption comprising GLP-�
compounds and specified delivery agents.

formulations oral

��. ������ PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS NZ - ��.��.����

Int.Class C��C ��/�� Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor Leone-Bay, Andrea

Patent ������ Described are phenoxy carboxylic acid compounds of formula �, for which the substituents are defined
herein. The compounds are used in the manufacture of pharmaceutical compositions for delivering active agents by
way of , intracolonic, pulmonary, and other routes of administration.oral

��. ����������� GASTRIC RETENTION AND CONTROLLED RELEASE DELIVERY SYSTEM US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant LIAO JUN Inventor Liao Jun

The present invention provice a device (FIG. ) for providing communication through power lines (FIG. ) comprised of
multiple conductors by transmitting the data signals through a plurality of the conductors. One embodiment of the
present invention comprises a transmit circuit communicatively coupled to a first conductor for applying the first
voltage representing the data to the first energized conductor; the transmit circuit communicatively coupled to a
second conductor for applying the second voltage representing the data to the second energized conductor; wherein
the second voltage signal is opposite in polarity of the first voltage.

� �

��. ����/DELNP/���� NIGHT-TIME  DOSING OF INSULINORAL IN - ��.��.����

Int.Class A��K / Appl.No ����/DELNP/���� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GOLDBERG, MICHAEL

A method for protection of a mammal that has impaired glucose tolerance or early stage  mellitus from
developing overt or insulin dependent  comprises administering an orally effective dose of a pharmaceutical
formulation comprising insulin at nighttime, e.g. at or shortly before bedtime.

diabetes
diabetes

��. ���������� USE OF A DPP-IV INHIBITOR TO REDUCE HYPOGLYCEMIC EVENTS AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

The invention relates to a method to reduce the hypoglycemic events, especially sever hypoglycemic events resulting
from insulin treatment, wherein the patient is treated with a Dipeptidyl peptidase IV inhibitor (DPP-IV inhibitor) or a
pharmaceutically acceptable salt thereof.

��. ������ וחומצה �–[(�–הידרוקסיבנזויל)אמינו]אוקטנוית ושימוש בהן להכנת תרופות �–GLP פורמולציות הכוללות תרכובות IL - ��.��.����

Int.Class A��K ��//�� Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

��. ������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor DINH, STEVE

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.


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��. ���������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.

��. WO/����/������ COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor DINH, Steve

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.

��. ����������� GASTRIC RETENTION AND CONTROLLED RELEASE DELIVERY SYSTEM US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Jun Liao

The present invention relates to gastric retention delivery systems and controlled release compositions containing a
pharmaceutically acceptable active agent and a delivery agent.

��. ���������� USE OF A DPP-IV INHIBITOR TO REDUCE HYPOGLYCEMIC EVENTS AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

The invention relates to a method to reduce the hypoglycemic events, especially sever hypoglycemic events resulting
from insulin treatment, wherein the patient is treated with a Dipeptidyl peptidase IV inhibitor (DPP-IV inhibitor) or a
pharmaceutically acceptable salt thereof.

��. ����/����� SOLID DOSAGE FORM OF WETTED HEPARIN ZA - ��.��.����

Int.Class A��K Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES
Inventor MAJURU SHINGAI
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(��) I nternational Publication Dale (��) International Publication Number 
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(��) Title: SOLID DOSAGE FORM OF WETTED HEPARIN

Mean (SD) Anti-F-qlor Xa Activity in Utaltty Male Volunteers

< 
r-o 

i?. 
o 
o (��) A bstract: The present invention relates to a solid pharmaceutical composition (such as a solid dosage form)
comprising a deli very agent and welted heparin. The incl usion of wetted heparin rather than un-wetted heparin in the
solid pharmaceutical composilion results in increased delivery of the heparin. Without being bound by any particular
theory, applicants believe thai because the polymer chain of the welled heparin is already in an "open" form, while un-
wctted heparin is not, less of the wetted heparin is hroken down in the gastroi ntesti nal tract and is more readily
absorbed in the stomach .

��. ������� SOLID DOSAGE FORM OF WETTED HEPARIN CA - ��.��.����

Int.Class A��K ��/��� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor MAJURU, SHINGAI

The present invention relates to a solid pharmaceutical composition (such as a solid dosage form) comprising a delivery
agent and wetted heparin. The inclusion of wetted heparin rather than un-wetted heparin in the solid pharmaceutical
composition results in increased delivery of the heparin. Without being bound by any particular theory, applicants
believe that because the polymer chain of the wetted heparin is already in an "open" form, while un- wetted heparin is
not, less of the wetted heparin is broken down in the gastrointestinal tract and is more readily absorbed in the
stomach.

��. ����� FORME DE DOSAGE SOLIDE D'HEPARINE MOUILLEE MA - ��.��.����

Int.Class A��K ��/��� Appl.No ����� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor MAJURU, Shingai

L'invention concerne une composition pharmaceutique solide (telle qu'une forme de dosage solide) comprenant un
agent d'administration et de l'héparine mouillée. L'inclusion d'héparine mouillée provoque, dans la composition
pharmaceutique solide, beaucoup plus qu'une héparine non mouillée, une administration accrue de l'héparine. Sans
aucun lien avec une théorie particulaire, les inventeurs estiment que du fait que la chaîne polymère d'héparine
mouillée est déjà une forme « ouverte », alors que l'héparine non mouillée ne l'est pas, moins d'héparine mouillée est
décomposée dans le tractus gastro-intestinal et est plus facilement absorbée dans l'estomac.

��. ���������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL)AMINO]BUTANOATE AU - ��.��.����

Int.Class C��C ���/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. ����������� SOLID DOSAGE FORM OF WETTED HEPARIN US - ��.��.����

Int.Class A��K �/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Majuru Shingai

The present invention relates to a solid pharmaceutical composition (such as a solid dosage form) comprising a delivery
agent and wetted heparin. The inclusion of wetted heparin rather than un-wetted heparin in the solid pharmaceutical
composition results in increased delivery of the heparin. Without being bound by any particular theory, applicants
believe that because the polymer chain of the wetted heparin is already in an “open” form, while un-wetted heparin is
not, less of the wetted heparin is broken down in the gastrointestinal tract and is more readily absorbed in the
stomach.

��. ����������� �-(�-HYDROXYPHENOXY)OCTYLDIETHANOLAMINE AND SALTS THEREOF FOR DELIVERY OF
ACTIVE AGENTS

US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Gschneidner David 
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The present invention provides �-(�-hydroxyphenoxy)octyldiethanolamine) and salts thereof, compositions containing
the same and one or more active agents, and methods of administering active agents with the same. The delivery
agents of the present invention are well suited for forming non-covalent mixtures with active agents for ,
intracolonic, pulmonary, and other routes of administration to animals.

oral

��. WO/����/������ GASTRIC RETENTION AND CONTROLLED RELEASE DELIVERY SYSTEM WO - ��.��.����

Int.Class A��K �/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LIAO, Jun

The present invention relates to gastric retention delivery systems and controlled release compositions containing a
pharmaceutically acceptable active agent and a delivery agent.

��. ������� �-(�-HYDROXYPHENOXY)OCTYLDIETHANOLAMINE AND SALTS THEREOF FOR DELIVERY OF ACTIVE
AGENTS

CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GSCHNEIDNER, DAVID

The present invention provides �-(�-hydroxyphenoxy)octyldiethanolamine) and salts thereof, compositions containing
the same and one or more active agents, and methods of administering active agents with the same. The delivery
agents of the present invention are well suited for forming non-covalent mixtures with active agents for ,
intracolonic, pulmonary, and other routes of administration to animals.

oral

��. ����������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Dinh Steve

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake

��. ������ COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS NZ - ��.��.����

Int.Class A��K ��/�� Appl.No ������ Applicant  , Inc.Emisphere Technologies Inventor Dinh, Steven

Patent ������ Disclosed is a dosage unit form adapted for buccal administration comprising, (a) at least one peptide
YY (PYY), a peptide YY agonist, or a mixture thereof, and (b) a delivery agent, of the formula (I) wherein the substituents
are as described in the specification, and methods for its preparation. Also disclosed compositions can reduce nutrient
uptake and are useful in the treatment of obesity.

��. ������� COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention provides compounds and compositions which facilitate the 

delivery of active agents. Delivery agent compounds of the present invention 
include 
compounds as shown below and pharmaceutically acceptable salts thereof:
(see above formula)
Compound A
wherein: R� is - (CH�)m-R�, wherein m= � or � ; R� ¨ R� are independently 
selected 
from hydrogen, hydroxyl, halogen, C�¨ C� alkyl, C� ¨ C� alkenyl, C� ¨ C� 
alkynyl,
C� ¨ C� alkoxy, and cyano; R� is selected from C� ¨ C�� alkyl, C� ¨ C�� 
alkenyl, and
C� - C�� alkynyl; R� is selected from cyclopentyl, cyclohexyl and phenyl, 
wherein 
when R� is a phenyl, m=I; and R� is optionally substituted with C� ¨ C� alkyl, 
C� ¨ C� 
alkoxy, halogen or hydroxyl, or a combination thereof. 
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��. ����������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL) AMINO]BUTANOATE US - ��.��.����

Int.Class A��F ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Bhandarkar Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. ����������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL) AMINO] BUTANOATE US - ��.��.����

Int.Class A��F ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Bhandarkar Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. ����������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL) AMINO] BUTANOATE US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Bhandarkar Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. ����������� AMORPHOUS SODIUM �-[�-CHLORO-�-HYDROXYBENZOYL)AMINO]BUTANOATE US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Bhandarkar Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. WO/����/������ POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL)AMINO]BUTANOATE WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor BHANDARKAR, Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

��. ����������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant Steven Dinh Inventor Steven Dinh

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.


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��. WO/����/������ COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS WO - ��.��.����

Int.Class A��K ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor DINH, Steven

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.

��. WO/����/������ �-(�-HYDROXYPHENOXY)OCTYLDIETHANOLAMINE AND SALTS THEREOF FOR DELIVERY OF
ACTIVE AGENTS

WO - ��.��.����

Int.Class C��C ���/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GSCHNEIDNER, David

The present invention provides �-(�-hydroxyphenoxy)octyldiethanolamine) and salts thereof, compositions containing
the same and one or more active agents, and methods of administering active agents with the same. The delivery
agents of the present invention are well suited for forming non-covalent mixtures with active agents for ,
intracolonic, pulmonary, and other routes of administration to animals.

oral

��. ���������� COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS AU - ��.��.����

Int.Class C��C ���/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

Compounds and compositions for the delivery of active agents are provided. Methods of administration and preparation
are provided as well.

��. ���������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS AU - ��.��.����

Int.Class A��K ��/�� Appl.No ���������� Applicant  , Inc.Emisphere Technologies Inventor

The present invention provides a composition (e.g., a pharmaceutical composition) comprising at least one delivery
agent compound and at least one of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a
therapeutically effective amount of peptide YY or the PYY agonist and the delivery agent compound. The composition
of the present invention facilitates the delivery of PYY, a PYY agonist, or a mixture thereof and increases its
bioavailability compared to administration without the delivery agent compound. PPY and PYY agonists possess
activity as agents to reduce nutrient availability, including reduction of food intake.

��. RE������ COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant Jun Liao Inventor Jun Liao

The present invention provides delivery agent compounds, compositions containing delivery agent compounds and an
active agent and methods for delivering active agents, such as biologically or chemically active agents.

��. ������� PHENYL AMINE CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Leone-Bay Andrea

Phenyl amine carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.


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��. WO/����/������ COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS WO - ��.��.����

Int.Class C��C ���/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor GOMEZ-ORELLANA, Maria, Isabel

Compounds and compositions for the delivery of active agents are provided. Methods of administration and preparation
are provided as well.

��. ������� PHENYL AMINE CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LEONE-BAY, ANDREA

Phenyl amine carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

��. ������ COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS NZ - ��.��.����

Int.Class C��C ���/�� Appl.No ������ Applicant  , Inc.Emisphere Technologies
Inventor Gomez-Orellana, Maria Isabel

Patent ������ Disclosed is a tertiary amide carboxylic acid of general formula (A). Wherein R� is - (CH�)m-R�, wherein
m= � or �, R� ��� R� are independently selected from hydrogen, hydroxyl, halogen, C�-C� alkyl, C�-C� alkenyl, C�-
C� alkynyl, C�-C� alkoxy, and cyano, R� is selected from C�-C�� alkyl, C�- C�� alkenyl, and C� - C �� alkynyl, R� is
selected from cyclopentyl, cyclohexyl and phenyl, wherein when R� is a phenyl, m= � and R� is optionally substituted
with C� - C� alkyl, C�-C� alkoxy, halogen or hydroxyl, or a combination thereof. Also disclosed is a composition
comprising said acid with an active agent.

��. WO/����/������ PHENYL AMINE CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING
ACTIVE AGENTS

WO - ��.��.����

Int.Class C��C ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LEONE-BAY, Andrea

Phenyl amine carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

��. ���������� PHENYL AMINE CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

AU - ��.��.����

Int.Class C��C ��/�� Appl.No �����/�� Applicant  , Inc.Emisphere Technologies Inventor

Phenyl amine carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

��. ������� COMPOSITIONS FOR DELIVERING PEPTIDE YY AND PYY AGONISTS CA - ��.��.����

Int.Class A��K ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention provides a composition (e.g., a pharmaceutical 
composition) comprising at least one delivery agent compound and at least one 
of peptide YY (PYY) and a PYY agonist. Preferably, the composition includes a 
therapeutically effective amount of peptide YY or the PYY agonist and the 
delivery agent compound. The composition of the present invention facilitates 
the delivery of PYY, a PYY agonist, or a mixture thereof and increases its 
bioavailability compared to administration without the delivery agent 
compound. PPY and PYY agonists possess activity as agents to reduce nutrient 
availability, including reduction of food intake.


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��. ����������� CRYSTALLINE FORMS OF THE DI-SODIUM SALT OF N-(�-CHLOROSALICYLOYL)-�-AMINOCAPRYLIC
ACID

US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant Dhoot Nikhil Inventor Dhoot Nikhil

The present invention relates to crystalline polymorphic forms of the di-sodium salt of N-(�-chlorosalicyloyl)-�-
aminocaprylic acid, pharmaceutical compositions containing the same, methods of preparing the same, and methods
for facilitating the delivery of active agents with the same.

��. ����������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[-�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant Levchik Halina Inventor Levchik Halina

The present invention relates to crystalline polymorphic forms of monosodium N-[�-(�-
hydroxybenzoyl)amino]caprylate (“SNAC”), including two hydrates, a methanol solvate, and an ethanol solvate, of
SNAC. More specifically, the present invention provide six polymorphic forms of SNAC (hereafter referred to as Forms I-
VI). The present invention also provides an amorphous form of SNAC.

��. WO/����/������ COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS WO - ��.��.����

Int.Class C��C ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LIAO, Jun

The present invention provides delivery agent compounds, compositions containing delivery agent compounds and an
active agent and methods for delivering active agents, such as biologically or chemically active agents.

��. ����������� COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS US - ��.��.����

Int.Class C��C ��/�� Appl.No �������� Applicant Liao Jun Inventor Liao Jun

The present invention provides delivery agent compounds, compositions containing delivery agent compounds and an
active agent and methods for delivering active agents, such as biologically or chemically active agents.

��. ������� COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS CA - ��.��.����

Int.Class C��C ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention provides delivery agent compounds, compositions containing delivery agent compounds and an
active agent and methods for delivering active agents, such as biologically or chemically active agents.

��. �������� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS US - ��.��.����

Int.Class C��C ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Leone-Bay Andrea

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

��. ����������� COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Gomez-Orellana Maria Isabel 
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Compounds and compositions for the delivery of active agents are provided. Methods of administration and preparation
are provided as well.

��. ����������� CRYSTALLINE FORMS OF THE DI-SODIUM SALT OF N-(�-CHLOROSALICYLOYL)-�-AMINOCAPRYLIC
ACID

US - ��.��.����

Int.Class A��K ��/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies Inventor Nikhil Dhoot

The present invention relates to crystalline polymorphic forms of the di-sodium salt of N-(�-chlorosalicyloyl)-�-
aminocaprylic acid, pharmaceutical compositions containing the same, methods of preparing the same, and methods
for facilitating the delivery of active agents with the same.

���. ����/����� COMPOUND AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS ZA - ��.��.����

Int.Class C��C Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES
Inventor GOMEZ-ORELLANA M ISABEL

e ration are provided as well.

���. ����/����� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

ZA - ��.��.����

Int.Class C��C Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES
Inventor David GSCHNEIDNER

administration and preparation are provided as well-

���. ������� CRYSTALLINE FORMS OF THE DI-SODIUM SALT OF N-(�-CHLOROSALICYLOYL)-�-AMINOCAPRYLIC
ACID

CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention relates to crystalline polymorphic forms of the di- 
sodium salt of N-(�-chlorosalicyloyl)-�-aminocaprylic acid, pharmaceutical 
compositions containing the same, methods of preparing the same, and methods 
for facilitating the delivery of active agents with the same.

���. ����������� CRYSTALLINE FORMS OF THE DI-SODIUM SALT OF N-(�-CHLOROSALICYLOYL)-�-
AMINOCAPRYLIC ACID

US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Dhoot Nikhil

The present invention relates to crystalline polymorphic forms of the di-sodium salt of N-(�-chlorosalicyloyl)-�-
aminocaprylic acid, pharmaceutical compositions containing the same, methods of preparing the same, and methods
for facilitating the delivery of active agents with the same.

���. ������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL)AMINO]BUTANOATE CA - ��.��.����

Int.Class A��K �/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor BHANDARKAR, SATEJ

The present invention relates to amorphous and polymorphic forms of sodium �- [(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.


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���. ����������� POLYMORPHS OF SODIUM �-[(�-CHLORO-�-HYDROXYBENZOYL) AMINO] BUTANOATE US - ��.��.����

Int.Class C��C ���/�� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Bhandarkar Satej

The present invention relates to amorphous and polymorphic forms of sodium �-[(�-chloro-�-
hydroxybenzoyl)amino]butanoate and their use for facilitating the delivery of active agents, such as insulin, to a target.

���. ������� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS CA - ��.��.����

Int.Class C��C ��/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LEONE-BAY, ANDREA

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

���. ������� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS US - ��.��.����

Int.Class A��N ��/�� Appl.No �������� Applicant   Inc.Emisphere Technologies
Inventor Leone-Bay Andrea

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

���. WO/����/������ PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

WO - ��.��.����

Int.Class C��C ��/�� Appl.No PCT/US����/������ Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor LEONE-BAY, Andrea

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

���. ������� METHOD OF PREPARING ALKYLATED SALICYLAMIDES VIA A DICARBOXYLATE INTERMEDIATE CA - ��.��.����

Int.Class C��D ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES
Inventor BERNADINO, JOSEPH N.

The present invention relates to a method of preparing an alkylated salicylamide from a protected and activated
salicylamide via a dicarboxylated salicylamide intermediate. The present invention also relates to dicarboxylic
salicylamide delivery agent compounds for the delivery of active agents. Methods of administration are provided as
well. A non limitative example of a particularly preferred dicarboxylated salicylamide may be represented by the
formula: (see above formula) where R�, R�, R�, and R� are independently hydrogen; halogen; C�-C� alkoxy, optionally
substituted with -OH or F; -OH; C�-C� alkyl, optionally substituted with -OH or F; -COOH; -OC(O)CH�; -SO�H; nitrile; or -
NR�R�O; R� and R�� are independently hydrogen, C�-C� alkyl, or oxygen; R� is a protecting group; R� is an activating
group; or R� and R� are combined to form a substituted or unsubstituted cyclic group; R� is a linear C�-C�� alkylene, a
linear C�-C�� alkenylene, a linear C�- C�� alkynylene, a branched C�-C�� alkylene, a branched C�-C�� alkenylene, or
a branched C�-C�� alkynylene, and comprises a CH unit that is substituted by said - COOR� and COOR�� groups; R� is
optionally substituted with C�-C� alkyl, C�-C� alkenyl, oxygen, nitrogen, sulfur, halogen, -OH, C�-C� alkoxy, aryl,
heteraryl, or vinyl; R� is optionally interrupted with aryl, heteroaryl, vinyl, oxygen, nitrogen, or sulfur; R� and R�� are
independently C�-C� alkyl or C�-C� haloalkyl; and R� and R�� are independently hydrogen, C�-C� alkyl, or oxygen.

���. ���������� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

AU - ��.��.���� 
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Int.Class C��C ��/�� Appl.No �����/�� Applicant  , Inc.Emisphere Technologies Inventor

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

���. ����������� PHENOXY CARBOXYLIC ACID COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE
AGENTS

US - ��.��.����

Int.Class C��C ��/�� Appl.No �������� Applicant Leone-Bay Andrea Inventor Leone-Bay Andrea

Phenoxy carboxylic acid compounds and compositions for the delivery of active agents are provided. Methods of
administration and preparation are provided as well.

���. ������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention relates to crystalline polymorphic forms of monosodium N-[�-(�-hydroxybenzoyl)amino]
caprylate ("SNAC"), including two hydrates, a methanol solvate, and an ethanol solvate, of SNAC. More specifically, the
present invention provide six polymorphic forms of SNAC (hereafter referred to as Forms l-Vl). The present invention
also provides an amorphous form of SNAC.

���. ������ SUBSTITUTED ALKYL-[(PHENYL)-AMINO]-OXO(PROP-DEC)ANOIC ACID COMPOUND AND A
PHARMACEUTICAL COMPOSITION COMPRISING THE COMPOUND

IL - ��.��.����

Int.Class A��N ��//�� Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

���. ������ COMPOUNDS AND COMPOSITIONS FOR DELIVERING ACTIVE AGENTS IL - ��.��.����

Int.Class A��N / Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

���. ����������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[-�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Halina Levchik

The present invention relates to crystalline polymorphic forms of monosodium N-[�-(�-
hydroxybenzoyl)amino]caprylate (“SNAC”), including two hydrates, a methanol solvate, and an ethanol solvate, of
SNAC. More specifically, the present invention provide six polymorphic forms of SNAC (hereafter referred to as Forms I-
VI). The present invention also provides an amorphous form of SNAC.

���. ����/����� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

ZA - ��.��.����

Int.Class C��C Appl.No ����/����� Applicant   INCEMISPHERE TECHNOLOGIES

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���. ����������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[-�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Halina Levchik

The present invention relates to crystalline polymorphic forms of monosodium N-[�-(�-
hydroxybenzoyl)amino]caprylate (“SNAC”), including two hydrates, a methanol solvate, and an ethanol solvate, of
SNAC. More specifically, the present invention provide six polymorphic forms of SNAC (hereafter referred to as Forms I-
VI). The present invention also provides an amorphous form of SNAC.

���. ������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

CA - ��.��.����

Int.Class C��C ���/�� Appl.No ������� Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

The present invention relates to crystalline polymorphic forms of monosodium N-
[�-(�-hydroxybenzoyl)amino] caprylate ("SNAC"), including two hydrates, a 
methanol solvate, and an ethanol solvate, of SNAC. More specifically, the 
present invention provide six polymorphic forms of SNAC (hereafter referred to 
as Forms I-VI). The present invention also provides an amorphous form of SNAC.
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���. ������ CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[�-(�-HYDROXYBENZOYL)AMINO]
CAPRYLATE, AMORPHOUS MONOSODIUM N-[�-(�-HYDROXYBENZOYL)AMINO] CAPRYLATE, A PHARMACEUTICAL
COMPOSITION, USE OF A PHARMACEUTICAL COMPOSITION IN THE PREPARATION OF A MEDICAMENT AND A METHOD
OF PREPARING FORM III OF MONOSODIUM N-[�-(�-HYDROXYBENZOYL)AMINO] CAPRYLATE

IL - ��.��.����

Int.Class C��C / Appl.No ������ Applicant  , INC.EMISPHERE TECHNOLOGIES Inventor

���. ����������� CRYSTALLINE POLYMORPHIC FORMS OF MONOSODIUM N-[-�-(�-
HYDROXYBENZOYL)AMINO]CAPRYLATE

US - ��.��.����

Int.Class A��K ��/��� Appl.No �������� Applicant  , Inc.Emisphere Technologies
Inventor Halina Levchik

The present invention relates to crystalline polymorphic forms of monosodium N-[�-(�-
hydroxybenzoyl)amino]caprylate (“SNAC”), including two hydrates, a methanol solvate, and an ethanol solvate, of
SNAC. More specifically, the present invention provide six polymorphic forms of SNAC (hereafter referred to as Forms I-
VI). The present invention also provides an amorphous form of SNAC.
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