POLYMER S@EJ BSTRATES

Polymer support

s

-

Polymer substrate
(&

Loww =rrrolacular —waight resgent
{andS/or catalyst)

Polyorsar — baowumdd Spent reagent
product

- Filtratiomn
R

Cleavacse resction
and filtraticon

=
D
- Crude product

Spent polyrmer
SUR@Ore

Soiwernt evaporation
and purification

CuuDuongThanCong.com Purified Ppro o uct https://fb.com/tailieudientucntt


http://cuuduongthancong.com?src=pdf
https://fb.com/tailieudientucntt

examples of polymer-supported
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Merrifield synthesis

Solid-Phase Synthesis of
Polypeptides
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e
H;N=CH~CONH~CH,~COOH

CH; / Alanylglycine

I
H)>N=CH-COOH + H;N-CH,—COOH
\ ('3H3
HyN=CH;—CONH-CH-COOH

Glycylalanine


http://cuuduongthancong.com?src=pdf
https://fb.com/tailieudientucntt

The amino group of the amino acid must be protected
(often referred to as N-blocking or N-protecting) to

prevent self condensation of that monomer during
attachment to the support.

A variety of protecting groups were studied,
including carbobenzoxy, p-toluene sulfonyl,

triphenylmethyl, and t-butoxycarbonyl.
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N-blocking

* t-butoxycarbonyl group (BOC)

2-(t-butoxycarbonyloxyimino)-2-phenylacetonitrile

0
{EH;‘J;{?{}-I!}-U-H=I‘I:-EH + H,N=CHR=COOH —
]
0
(CH3CO=C=NH~-CHR=COOH + HO-N=C-CN
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l_GGC—EH R'—MNH— Boc

@—-EIEH?DUC—E:HH " MH—Boc

lLJnl:rln-nl-: the aming group {(CF;COO0OH]

@—;ﬁ CH, OOC—CHR"—MNH,

HQOOC - CHR?NH — Boc
Activate the carboxyl group (DGO

@—ﬂ CH,00C — CHR"— NHCO — CHR?— NH — Boe

Repeat unblocking and amidation steps
o obtain desired peptide ssguence

@—ﬁcwDDE—EHH'— NHCO —CHR*— NH e~ COCHR™ — NH — Boc

Uinblock the amimno group and
cleave the polymer-peptide bond (HF)

@—Eﬂ't‘:l—lﬂF + HOOC — CHR'— NHCO — CHR?— NH — COCHR™ — NH,
Fig. -3 Solid-phase synthesis of polvpeptde.
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Activator : Dicyclohexylcarbodiimide
(DCC)

RCOOH + EﬁH|3-}‘;:C:_‘J-EE‘H]3 — = CEH|3'NH'6=H‘CEH|}
|
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R‘CDhHR' + CEIHIE‘NHC‘]NH'CEH]}
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A much more stable means of anchoring the first
amino acid residue to the
support iIs accomplished by using a
phenylacetamidomethyl (PAM) group

(P=0=CH:NH; + HOOCCHCH,00C-CHR—NH-Boc —

(Pp= = CHNH - OCCH:CH,00C = CHR—NH~Bog
\_Y__J
PAM lnke
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selective acylation
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C-alkylation and C-acylation
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