Peptides, Inhibitors, Agonists

Product Data Sheet

Product Name:
Cat. No.:

(Leu?d)-Gastrin | (human)
GA20228

Chemical Properties

Cas. No. 39024-57-2

Formula CoggH126N20031 M.wWt  2080.2
DMSO : 100 mg/mL (48.07 mM; Need ultrasonic); HO : Store
Solubility 10.53 mg/mL (5.06 mM; ultrasonic and adjust pH to 11 with Storage at -
NaOH) 20°C
General For obtaining a higher solubility , please warm the tube at 37 °C and shake it
tips in the ultrasonic bath for a while.Stock solution can be stored below -20°C for

several months.

Shipping Evaluation sample solution : ship with blue ice All other available size: ship
Condition with RT, or blue ice upon request.

Structure (Leu?®)-Gastrin | (human)

Protocol

Kinase
experiment [1]:

Preparation
Method

Enzymic hydrolyses of gastrin analogues were analysed by HPLC
Enzyme (0.005 unit) was incubated with substrate (0.1mM) and
buffer in a final volume of 0.1mL. Buffer was 100mM-Tris/HCI, pH7.5,
containing 0.3M-NaCl. When specific inhibitors of ACE were used,
they were preincubated with the enzyme for 5-15min at 37°C.
Reactions were carried out at 37°C for various times and then
stopped by freezing in liquid nitrogen. Samples (20uL) were stored at
-80°C before HPLC analysis. In kinetic studies, ACE (0.005 unit) was
incubated with gastrin analogues at ten different substrate
concentrations (ranging from 10 to 1000uM), in a buffer containing
300mM-NacCl.
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Reaction
Conditions

Applications

Animal
experiment [2]:

Animal models

Preparation
Method

Dosage form

10 to 1000puM

The initial and major site of hydrolysis was the penultimate peptide
bond, which generated a major product, the C-terminal amidated
dipeptide Asp-Phe-NH2. As a secondary cleavage, ACE subsequently
released di- or tri-peptides from the C-terminal end of the remaining

N-terminal fragments. Hydrolysis of [Leu15]-gastrin-(14-17)-peptide
in the presence of ACE was dependent on the chloride-ion
concentration. Km values for the hydrolysis of [Leu15]-gastrin-(11-
17)-peptide and [Leu15]—gastrin-(14-17)-peptide at an NaCl
concentration of 300mm were respectively 420 and 3280uM, and the
catalytic constants were about 115 and 885min-1. The kcat/Km for
the reactions at 37°C was approx. 0.28uM-1min-1. These results

suggest that ACE might be involved in the metabolism in vivo of
gastrin short fragments.

Sprague-Dawley rats, weighing 200x225¢g

Sprague-Dawley rats were given continuous subcutaneous infusion of

human [Leu15]-gastrin-17 (5nmol/kgeh) via osmotic minipumps,
implanted in the neck under anaesthesia for 1, 2 or 6 days

5nmol/kgeh

Caution: Product has not been fully validated for medical applications. For research use only.

Tel: (909) 407-4943 Fax: (626) 353-8530 E-mail: tech@glpbio.com
Address: 10292 Central Ave. #205, Montclair, CA, USA



https://www.glpbio.cn/
https://www.glpbio.cn/

Peptides, Inhibitors, Agonists

Product Data Sheet

Hypergastrinaemia was induced by continuous infusion of human

[Leu15]-gastrin-17 for 6 days. The treatment caused both vacuoles

Applications and lipofuscin bodies to appear in large numbers and the vacuoles
disappeared promptly after interruption of the hypergastrinaemia,
whereas the lipofuscin bodies remained.
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Gastrin is gastrointestinal hormones which is structurally similar in carboxy-terminal

amino acids[1]. Gastrin are normally produced at high levels by endocrine (G) cells
located in the gastric antrum and proximal duodenal mucosa. Gastrin can activate
through the CCK2R several signaling pathways that have been linked to proliferation,

cell adhesion, and antiapoptotic effectsl2]. Human [Leu15]-gastrin-17 is a synthetic
analogue of human gastrin-17 and is considered more stable than natural human

[Met15]-gastrin-17 while having the same bioactivity[3]

[Leuld]-Gastrin | can be synthesized use the Clt-resinl4]. Gastrin analogues can be
hydrolyzed by angiotensin-converting enzyme(ACE), indicated that it is possible that
administration of ACE inhibitors, used clinically as antihypertensive drugs, could affect

the metabolism of gastrin fragments in vivol>]

Human [Leu15]-gastrin | directly modulated secretin binding to its receptors, that may
involve in the inhibitory action of secretin on acid secretion induced by gastrin[l].

Continuous infusion of human [Leu15]-gastrin-17 via osmotic minipumps increased the
plasma levels of gastrin. In the rats given the high dose(2.4nmol/kge+h) of human

[Leu15]-gastrin—17, the ECL-cell density, the mucosal histamine concentration and HDC

activity increased significantly[3]. Continuous infusion of human [Leu15]-gastrin-
17(5nmol/kgeh) for 6 days induces hypergastrinaemia, and caused both vacuoles and
lipofuscin bodies to appear in large numbers, suggesting that gastrin stimulates the
development not only of vacuoles but also of lipofuscin, perhaps through enhanced

autophagocytosis and/or oxidative stressl6]
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