
23rd American Peptide Symposium June 22-27 at the Hilton Waikoloa 

Village on the Big Island of Hawaii 

Peptides Across the Pacifi c

The 23rd American Peptide Symposium this year being held in conjunction with the 6th International Peptide 

Symposium. This preeminent meeting of peptide chemists from around the world is being held at the Hilton 

Waikoloa Village in Waikoloa, Hawaii. AAPPTec is proud to be a major sponsor of this event.

Session topics include: 

• Bioactive Peptides

• Postranslational Modifi cation of Peptides and Proteins

• Peptide Natural Products and Biosynthesis

• Peptide Libraries and Arrays

• Peptideomimetics

• Peptide Structure and Function

• Peptide Based Materials

• Peptides in the Clinic

• Peptide Delivery

• Peptide Based Bioprobes

• Synthetic Methods

• Peptides and Proteins in Imaging

See you in Hawaii!

AAPPTec’s APS Student Travel Offer

AAPPTec strongly believes in promoting the peptide chemists of the future. AAPPTec will pay to send one of 

your graduate students or employees to the 23rd APS in Hawaii. For details about this offer, click here.

http://aapptec.com/exhibitions-peptide-meetings-i-263.html


FEATURED ARTICLES

Endothelin-2, the forgotten isoform: emerging role 

in the cardiovascular system, ovarian development, 

immunology, and cancer.

Ling L, Maguire JJ, Davenport AP. Br J Phar-

macol. 2013, 168, 283-95. doi: 10.1111/j.1476-

5381.2011.01786.x.

Endothelin-2 [ET-2; also known as vasoactive 

intestinal contractor (VIC), in rodents] differs from 

endothelin-1 (ET-1) by only two amino acids, and 

unlike the third isoform, endothelin-3 (ET-3), it has 

the same affi nity as ET-1 for both ET(A) and ET(B) 

receptors. It is often assumed that ET-2 would mimic 

the actions of the more abundant ET-1 and current 

pharmacological interventions used to inhibit the ET 

system would also block the actions of ET-2. These 

assumptions have focused research on ET-1 with ET-2 

studied in much less detail. Recent research suggests 

that our understanding of the ET family requires 

re-evaluation. Although ET-2 is very similar in 

structure as well as pharmacology to ET-1, and may 

co-exist in the same tissue compartments, there is 

converging evidence for an important and distinct 

ET-2 pathway. Specifi cally it has been demonstrated 

that ET-2 has a key role in ovarian physiology, with 

ET-2-mediated contraction proposed as a fi nal signal 

facilitating ovulation. Furthermore, ET-2 may also 

have a pathophysiological role in heart failure, 

immunology and cancer. Comparison of ET-2 versus 

ET-1 mRNA expression suggests this may be 

accomplished at the level of gene expression but 

differences may also exist in peptide synthesis by 

enzymes such as endothelin converting enzymes 

(ECEs) and chymase, which may allow the two 

pathways to be distinguished pharmacologically and 

become separate drug targets. LINKED ARTICLES 

This article is part of a themed section on Endothelin. 

To view the other articles in this section visit http://

dx.doi.org/10.1111/bph.2013.168.issue-2. © 2011 The 

Authors. British Journal of Pharmacology © 2011 The 

British Pharmacological Society. 

New Unusual Amino Acids

In 2012 AAPPTec added over 500 new amino acid 

products to its catalog. These new products include 

azido amino acids for click chemistry, stapled peptide 

building blocks, N-Dmb protected derivatives and a 

wide assortment of unusual amino acids. For a list of 

AAPPTec’s newest unusual amino acids, click here.

AAPPTec’s Peptide Catalog 

Online

AAPPTec’s online Peptide Catalog has thousands of 

research quality peptides available. Some of the 

peptide products include amylin, bombesin, 

cholecystokinin, endothelin-2, neuromedin-B, orexin, 

peptide Y and many other biologically active peptides.

AAPPTec’s peptide catalog includes API peptides and 

cosmetic grade peptides as well. These peptides, as 

well as AAPPTec’s other peptide products, are 

available in bulk quantities upon request. If the 

peptide you are interested in is not listed in our 

catalog, AAPPTec offers custom peptides at very 

competitive prices. To request a quotation, please fi ll 

out the custom peptide quote request form on our 

website (www.aapptec.com).

Fmoc-N-Me-Amino Acids

N-Methylation of proteins and peptides is an 

important modifi cation for modulating biological 

functions (J Chatterjee, et al, Angew. Chem. Int. Ed. 

2013, 52, 254). AAPPTec offers a large variety of 

Fmoc-N-methyl amino acids for solid phase peptide 

synthesis. 

Coupling to N-methyl amino acids can be achieved 

in high yield using coupling reagents such as PyBrOP 

(CXZ055). Suggested protocols for coupling to 

N-methyl amino acids are available on the AAPPTec 

web site. To access AAPPTec’s suggested protocols, 

visit our website at www.aapptec.com.

Cat. # Products

MFA101 Fmoc-MeAla-OH

MFR105 Fmoc-MeArg(Pbf)-OH

http://www.peptidesource.com/promotions/html_emails/pdf/New_Unusual_AA.pdf
http://www.aapptec.com
http://www.aapptec.com


N-Methylation of Peptides and Proteins: An Impor-

tant Element for Modulating Biological Functions

Chatterjee J, Rechenmacher F, Kessler H, Angew. 

Chem. Int. Ed. 2013, 52, 254-269. doi: 10.1002/

anie.201205674

N-Methylation is one of the simplest chemical 

modifi cations often occurring in peptides and proteins 

of prokaryotes and higher eukaryotes. Over years of 

evolution, nature has employed N-methylation of 

peptides as an ingenious technique to modulate 

biological function, often as a mode of survival 

through the production of antibiotics. This small 

structural change can not only mobilize large protein 

complexes (as in the histone methylation), but also 

inhibit the action of enzymes by selective recognition 

of protein–protein interaction surfaces. In recent years 

through the advancement in synthetic approaches, the 

potential of N-methylation has begun to be revealed, 

not only in modulating biological activity and 

selectivity as well as pharmacokinetic properties of 

peptides, but also in delivering novel drugs. Herein, 

we summarize the current knowledge of the versatility 

of N-methylation in modulating biological, structural, 

and pharmacokinetic properties of peptides.

Global Analysis of Peptide Cyclization Effi ciency

Thakkar A, Trinh TB, Pei D. ACS Comb. Sci., Articles 

ASAP (As Soon As Publishable). Publication Date 

(Web): December 22, 2012. [Epub ahead of print] doi: 

10.1021/co200136j

Cyclic peptides are of considerable interest in drug 

discovery and nanotechnology. However, 

macrocyclization of peptides and other compounds has 

often been perceived as synthetically challenging and 

the cyclization yields are affected by several factors 

including the ring size, peptide sequence, and the 

reaction conditions. Through the screening of combi-

natorial peptide libraries, we analyzed the cyclization 

effi ciency of >2 million peptide sequences to 

determine the effect of ring size, peptide sequence, 

and solvent on the backbone (N-to-C) cyclization of 

peptides. Our results show that on-resin cyclization 

of medium- and large-sized rings (cyclohexapeptides 

and above) with PyBOP is essentially quantitative 

for =99.96% of the sequences, with small amounts of 

MFN105 Fmoc-MeAsn(Trt)-OH

MFD105 Fmoc-MeAsp(OtBu)-OH

MFC105 Fmoc-MeCys(Trt)-OH

MFE105 Fmoc-MeGlu(Trt)-OH

MFQ105 Fmoc-MeGln(Trt)-OH

UFG051 Fmoc-Sar-OH (Fmoc-MeGly-OH)

MFH105 Fmoc-MeHis(Trt)-OH

MFI101 Fmoc-Melle-OH

MFL101 Fmoc-MeLeu-OH

MFK101 Fmoc-MeLys(Boc)-OH

MFM101 Fmoc-MeMet-OH

MFF101 Fmoc-MePhe-OH

MFS105 Fmoc-MeSer(tBu)-OH

MFT105 Fmoc-MeThr(tBu)-OH

MFW101 Fmoc-MeTrp-OH

MFY105 Fmoc-MeTyr(OtBu)-OH

MFV101 Fmoc-MeVal-OH

For prices of N-methyl amino acids, click here to visit 

our website.

PyBrOP

CXZ055 PyBrOP 5g $45

25mg $215

PyBOP

PyBOP is an effi cient coupling reagent utilized in solid 

phase peptide synthesis. It produces nearly 

quantitative yields in the on-resin cyclization of 

cyclohexapeptides and larger cyclopeptides [A. 

Thakkar, et al. ACS Comb. Sci., Articles ASAP (As 

Soon As Publishable) Web: Dec. 22, 2012]. It has also 

be utilized recently for solution phase cyclization of 

linear peptides (J. Mungalpara, et al. J. Med. Chem. 

2012, 55, 10287). AAPPTec offers PyBOP in bulk as 

well as catalog quantities.

CXZ050 PyBOP 25g $60

100g $195

http://www.aapptec.com/-c-53.html


dimer formation observed for <4% of these sequences. 

Cyclization of small rings (cyclotetrapeptides and 

cyclopentapeptides) is considerably more diffi cult and 

accompanied by signifi cant cyclic dimer formation. 

Peptides that are diffi cult to cyclize are generally rich 

in Lys(Boc) and Arg(Pbf) residues as well as sterically 

hindered residues [e.g., Thr(tBu)] at the N-terminus. 

The majority of these diffi cult sequences can be 

cyclized to completion by the addition of aqueous 

additives to the cyclization reaction.

Cyclic analogs of galanin and neuropeptide Y by 

hydrocarbon stapling

Green BR, Klein BD, Lee H-K, Smith MD, White HS, 

Bulaj G, Bjorg. Med. Chem. 2013, 21, 303-310. doi: 

10.1016/j.bmc.2012.10.026

Hydrocarbon stapling is an effective strategy to 

stabilize the helical conformation of bioactive 

peptides. Here we describe application of stapling to 

anticonvulsant neuropeptides, galanin (GAL) and 

neuropeptide Y (NPY), that are implicated in 

modulating seizures in the brain. Dicarba bridges were 

rationally introduced into minimized analogs of GAL 

and NPY resulting in increased a-helical content, in 

vitro metabolic stability and n-octanol/water 

partitioning coeffi cient (log D). The stapled analogs 

retained agonist activities towards their respective 

receptors and suppressed seizures in a mouse model of 

epilepsy.

Orexin: A potential role in the process of 

obstructive sleep apnea.

Wang W, Pan Y, Li Q, Wang L, Peptides. Publication 

Date (Web): January 8, 2013. [Epub ahead of print] 

doi: 10.1016/j.peptides.2013.01.001

Obstructive sleep apnea (OSA) is a complicated 

disease with an unrecognized mechanism. Obesity, 

sex, age, and smoking have been found to be 

independent correlates of OSA. Orexin (also named 

hypocretin) mainly secreted by lateral hypothalamus 

neurons has a wide array of biological functions like 

regulating sleep, energy levels and breathing. Several 

clinical studies found ties between orexin and OSA. 

Because of the close correlation between orexin and 

Stapled Peptide Building Blocks

Stapled peptides have a hydrocarbon bridge that 

constrains the peptide in a helical conformation. By 

holding the peptide in a helical conformation, 

stapling can increase the potency of the peptide (Baek 

S, et al. J. Am. Chem. Soc., 2012, 134, 103), increase 

its metabolic stability (Green BR, et al., Biorg. Med. 

Chem. 2013, 21, 303) or improve its ability to enter 

cell membranes (Walensky LD, et al. Science, 2004, 

305, 1466). These enhanced properties make stapled 

peptides promising drug candidates. 

The hydrocarbon staple is formed by a ring closing 

metathesis reaction of two amino acids containing 

alkenyl side chains. AAPPTec offers the largest 

selection of these special amino acid building blocks. 

These products are available in bulk quantities. Please 

send an email to sales@aapptec.com for a quotation.

Catalog # Product Qty Price

UFA120 Fmoc-(S)-2-(2-propenyl)

alanine

1g $495

5g $1900

UFA220 Fmoc-(R)-2-(2-propenyl)

alanine

1g $495

5g $1900

UFA121 Fmoc-(S)-2-(4-pentenyl)

alanine

1g $495

5g $1900

UFA221 Fmoc-(R)-2-(4-pentenyl)

alanine

1g $495

5g $1900

UFA122 Fmoc-(S)-2-(7-octenyl)

alanine

1g $495

5g $1900

UFA222 Fmoc-(R)-2-(7-octenyl)

alanine

1g $495

5g $1900

UFA123 Fmoc-(S)-2-(3-butenyl)

alanine

1g $1650

UFA223 Fmoc-(R)-2-(3-butenyl)

alanine

1g $1650

UFA124 Fmoc-(S)-2-(5-hexenyl)

alanine

1g $495

5g $1900

mailto: sales@aapptec.com


obesity, sex, age and smoking (which are the key risk 

factors for OSA patients), we hypothesize that orexin 

may play a key role in the pathogenesis of OSA. 

Copyright © 2013. Published by Elsevier Inc. 

Prospects in the Total Synthesis of Protein 

Therapeutics

Chalker JM, Chem. Biol. Drug Design, 2013, 81, 122-

135. doi: 10.1111/cbdd.12007

Protein therapeutics are gaining headway in the 

treatment and prevention of a variety of maladies. 

Critical to the success and growing use of 

biologic-level pharmaceuticals is the development of 

methods for their precise synthesis. This review 

highlights the emerging techniques for the total 

synthesis of proteins, with a special focus on the 

possibility of accessing therapeutic targets through 

chemoselective peptide ligations.

Reduction of Helical Content by Insertion of a 

Disulfi de Bond Leads to an Antimicrobial Peptide 

with Decreased Hemolytic Activity

Hwang H, Hyun S, Kim Y, Yu J, ChemMedChem, 

2013, 8, 59-62. doi: 10.1002/cmdc.201200463

Application of a strategy involving the introduction of 

intramolecular disulfi de bonds to amphipathic cationic 

antimicrobial peptides (CAPs) led to decreased 

a-helicity and hydrophobicity. The mutant peptides 

were observed to have signifi cantly increased 

(250-fold) minimum hemolytic concentrations while 

maintaining MIC values against E. coli, affording 

more therapeutically selective CAPs.

UFA125 Fmoc-(S)-2-(5-hexenyl)

alanine

1g $495

5g $1900

UFA225 Fmoc-(R)-2-(6-heptenyl)

alanine

1g $495

5g $1900

UFA025 Fmoc-2,2-bis(4-pentenyl)

glycine

1g $495

5g $1900

Apex 396 HT Parallel Peptide 

Synthesizer
 

The Apex 396HT is AAPPTec’s latest high throughput 

parallel peptide synthesizer. It can prepare 192 

different peptides at the same time in titer plates. The 

Apex 396HT can prepare up to 96 peptides in larger 

quantities utilizing standard AAPPTec reactor 

assemblies. The Apex 396HT features four 800 mL 

reagent bottles and two racks each holding 36 amino 

acid vessels. For more information about the new 

Apex 396HT, please send an email to 

info@aapptec.com.

mailto: info@aapptec.com


UPCOMING EVENTS

March 2013

Pittcon 2013

March 18-21

Philadelphia, PA

11th German Peptide Symposium

March 18-21

Munich, Germany

5th Annual Asia TIDES

March 26-28

Tokyo, Japan

April 2013

Spring ACS, 2013

April 7-11

New Orleans, Louisiana

Connect with us for the latest 

products, promotions, and news!

Peptide News™ is a monthly publication featuring upcoming events,recently published papers and news for sci-

entists who synthesize or utilize peptides in their research. We invite you to submit your papers or publications 

for possible inclusion in a future edition of our newsletter to info@aapptec.com.

mailto: info@aapptec.com
http://www.aapptec.com
mailto: info@aapptec.com
https://www.facebook.com/pages/AAPPTec/258290380862838
http://www.linkedin.com/company/aapptec-llc
https://www.youtube.com/user/AAPPtechnologies?feature=watch
https://twitter.com/AAPPTec

