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Applicatio or Tetraliny Group'i
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l-Tetralone was'alkylated with chloromethyl resin to give 'ketone resin drat was reduced by Leuckart reaction to form amide resin.
Hydrolysis of the formamide resin by both acid and base gave tetralinylomine resin. Tire tctralinylamine resin was "sed 10prt.'paretert-
bUlyloxycaroollylp"ellylalullylleucillul1Iide resin by dicyclohexplcarbodiimide couplill!: method. Aspara~ine and 1:fr,lamine deriva-
lives with their curboxumide side chains protected with l-tetralinyl (Tlyf) and bellzhydry['(Bv,) grOllps, respectively, were prepared.
These derivatives were used 10prepare Boc-Cys(Bv)-Tyr(BzI)-lfe-G11I(Bv.)-Asn(Tlyl)-Cys(bU)-Pro-l,eu-glydllumide resin and Hoc-
Cys(BzI)-Tyr(BzI)-Phe-Glll(Bzh)-AslI(Ttyl)-Cys(BzI)-Pro-Lys(Cb<J-glycinamide resin. Bezhydrylamine resin was used as the solid
support, No cyallo group or free carboxylic add grOll[l WILt detected.

INTRODUCTION than the bcnzyloxycarbonyl group. Thus in IN IICI ill acetic
acid the BOC group could be quantitatively removed in a few
minutes with essentially no loss of the anchoring benzyl ester
bond riG I.Othcr cleaving reagents were trifluoroacetic acid
(TFA) in dichloromethane, The 130C group was unaffected
by catalytic hydrogenation.

The BOC protecting group 011 thc-BtXl-amino acid resin
was selectively removed by treatment of the protected
aminoacyl resin with trifluoroacetic acid in dichloromethane,
The amino acid resin salt which resulted was then treated
with a base like triethylamine to neutralize the TFA and
liberate the free amine. Addition of the desired BOC-pro-
tected amino acid to the peptide chain was carried out in the
presence of a dicyclohexylcarbodimide (DeC) [17J coupling
agent. The DCC activates the carboxylic acid of the BOC-
amino acid by immediately forming a carboxyl activated 0-
acyl urea [18]. The a-acyl urea reacts with the amino unpro-
tected peptide resin to form a new peptide bond.The DeC is
converted to dicyclohexylurea (DCHU). The reaction me-
dium must be free of water because water reads very fast
with DCC to give DCIIU. The protected peptide resin which
resulted from coupling could then be deprotcctcd, neutralized
and coupled with the new protected amino acid. These three
steps were repeated until the desired peptide was obtained.
The peptide is then cleaved from the polymer support. Some
of the reagents used for removing or cleaving peptides from
the solid polymer support are HBr in anhydrous TFA f191.
Other reagents include hydrofluoric acid (HF) [20],
amminolysis [21], hydrazinolysis [22J saponification and
borontris (trifluoroacetate) (BTFA) in TFA [23].

Solid-phase peptide synthesis (SPPS) was first concei ved
by R. B. Merrifield 11J. In the solid phase peptide synthesis
all the reactions proceed in a two-phase system in which the
peptide chain remains attached to the insoluble phase via a
covalent bond until the desired peptide chain is obtained 12J.
The advantage over solution synthesis is that laborious
purification processes at the intermediate steps are replaced
by simple washing and filtration of the solid. The resin-
bound peptide was retained in the same vessel at all times,
thus minimizing the physical losses that could occur during
the transfer of products or reactants from ouc vessel to
another. All necessary deprotection, coupling and washing
steps are carried out in the same reaction vessel and the
completeness of each coupling step is checked using ninhy-
drin. The process of coupling is repeated with the desired
amino acid until the peptide 01" the desired length is obtained.
Then the peptide is cleaved from the polymer support using
an appropriate cleaving reagent [3J. A polymeric support
has reactive sites which provide reactive groups for the
attachment or the peptide to tile polymer support.The aro-
matic rings of the resin 1.:<111 be partially chloromcthylatcd
using chloromethyl methyl ether in the presence or anhy-
drous stannic chloride as a catalyst [4]. The peptide chain is
then attached to the chlorornethyl sites via ester linkage. The
peptide chain must be stable to the physical and chemical
conditions of the synthesis. The support must also allow
rapid con wets between the growing peptide chain and the
re;:tgc!: 3. It must be easily separated from the liquid phase at
ev cry synthetic stage and be physically stable during the
operations. Copolymers of styrene with 1% [5J and 0.5% [6] This study aims at finding out if a new polymer support, .
divinylbenzenewerereported Lightly cross-linkedpolysty- tetralinylarnine resin, can be used as a viable amide support
.ene beads swell to a volume of 6-8 m1per gram in relatively in solid-phase peptide synthesis. This resin has an advantage
r.cnnolar organic solvents such as dichloromethane. Swell- over hydroxymethyl resin-in that the arnidation step required
ii:~(l~ advantageous, it permits the diffusion of the soluble on the hydroxymethyl resin is no longer required since the
!t c: :i~.,tsinto the inside of the gel particles. Other develop- tetralinylamine resin has the amino group already attached on
rnents in the polymeric field were also reported [7,8,9]. In the peptide at the carboxy 1end of the peptide. The study also
the first execution of the SPI>S, benzyloxycarbonyl group tests the viabili ty of l-tetralinyl group as a potential
(Cbz) [3,10] was used and cleavage was hy HBr/AcOH carboxarnide protecting group for asparagine in the solid-
[11]. One of the common amino protecting agents ill SPI'S phase pepti de synthesis. In the course of the pepti de syn thcsi s.
was found to be t-butyloxycarbonyl(BOC) group side-chains of asparagine and glutamine must be protected to
[3,12,13,14,15]. Tl1eBOC group WilS mere n:<.:tlilyremovcd prevent side reactions such as deamination,dchydwtion nntl
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