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DEPT spectrum of the glycopeptide derivative GO
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HMQC spectrum of the glycopeptide derivative G0
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Mass spectrum (ESI+) of the glycopeptide derivative GO

Acq. File Euzen RE33.wiff

Electrospray Low Resolution ACN /H20 (1:1) + 10% HFo

Positive lon Mode

‘ B Q10200 to 0.701 min from Sample 1 (RE33) of Euzen RE33.wiff (Turbo Spray) Max. 5.0e6 cps.

5.0e6
4 8e6
4.6e6
4.4e6
‘ 4.2¢6
‘ 4.0e6
| 386
3.6e6
3.4e6
3.2e6
3.0e6

2.8e6
2.6e6
24e6

Intensity, cps

2.0e6
1.8e6
1.6e6
| 1.4e6
‘ 126
1.0e6

8.0e5

‘ 6.0e5
4.0e5
2.0e5
0.0

2.2¢6 ||

1012

1422

431.4

282.2 1453 4 861.2
883.2
19.2 :
186.4 48 4
| 27ﬁ4 Lam )

Aaloste
100

78.2
| 4143 1694 5634 5832 6654 7188 _ 798.0_ ,ii,,]”‘? 10132 1ose0 11404 12914 13132 13784 14434

sl
200 300

University of Bern

Department of Chemistry and Biochemistry

400 500 600 700 800 900 1000 1100 1200 1300 1400 1500
miz, amu

Applied Biosystems / Sciex QTrap April 10, 2007

Inhibition curve obtained by standard ELLA for the glycopeptide derivative G0

100
80
<
é 60 <
c
S
2
€ 40
20
04
1E-4

Man-SCH,CH,CO-Tyr-NH,
Chi"2/DoF  =74.03074 L]
R2 = 090432 "
Al 2375857  +2.14338
A2 1017368 957739
X0 61128148 16526269
p 1.71761 063695
n
| N |
" L. . "
. L I [ |
n
n
1E-3 0.01 0.1 1 10 100 1000 10000 100000

Inhibitor concentration [uM]



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide derivative G0
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Glycopeptide dendrimer G1
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DEPT spectrum of the glycopeptide dendrimer G1
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HMOQOC spectrum of the glycopeptide dendrimer G1
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Mass spectrum (ESI+) of the glycopeptide dendrimer G1

Acq. File Euzen RE34 wiff

Electrospray Low Resolution

Positive lon Mode
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Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G1
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Glycopeptide dendrimer G2a
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DEPT spectrum of the glycopeptide dendrimer G2a
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HMOQC spectrum of the glycopeptide dendrimer G2a
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Mass spectrum (ESI-) of the glycopeptide dendrimer G2a

Electrospray Low Resolution ACN/H20 (1:1) + 1% TEA
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Glycopeptide dendrimer G2b
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DEPT spectrum of the glycopeptide dendrimer G2b
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HMOQC spectrum of the glycopeptide dendrimer G2b
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Mass spectrum (ESI-) of the glycopeptide dendrimer G2b

Acq File: Euzen RES.wiff Electrospray Low Resolution ACN/H20 (1:1) + 2% TEA
Negative lon Mode
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Glycopeptide dendrimer G2¢
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H NMR spectrum of the glycopeptide dendrimer G2¢
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Mass spectrum (ESI+) of the glycopeptide dendrimer G2¢
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Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G2d
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Mass spectrum (ESI+) of the glycopeptide dendrimer G2e
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Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G2e
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HMOQC spectrum of the glycopeptide dendrimer G2f

bl

| ‘H‘J o

Iz U~ Hinl o uy = 4 Vo,
(R o e b (rrg

|
st

I

1

44



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Mass spectrum (ESI+) of the glycopeptide dendrimer G2f

Acq. File: Euzen RE8a.wiff Electrospray Low Resolution ! ACN /H20 (1:1) + 1% HFo
Positive lon Mode

"B +Q1 0,200 to 0.901 min from Sample 3 (RE8a) of Euzen REBa.wiff (Turbo Spray) Max. 9.96 cps.

.
| B8es, K3 CﬂrhhT“
| 8ses-

|
8.0e5
7.5¢5 |
© 7.0e5|
e5 |

1

6.5e5 |
6.005 |
1

5.5e5 |
i

5.0e5 436.8 £

i

4.5e5 w 582.0

Intensity, cps

4,065
] 5124
3 Seij 384.8

D’(*ij}‘fr (
3.065 i

2.5e57

20654 |
|

1505, 447.0,466.8 872.0 5
395.0) | M+ 2y 2*

1.0e5 976.2

s | 536.2 883.0 i
8 | lobel 1oa I I I oo
Bl “ Lodepsl P eena 89 7702 R0y hi| 19280 10860 1182.4 1232212908 13522.1410.0 15352 1598816146
) 900

-400 500 600 700 800 1000 1100 1200 1300 1400 1500 1600 1700

5.0e4

0.0 M

miz, amu __|
ARS University of Bern - B T ‘Applied Biosystems / Sciex QTrap November 15, 2006

Department of Chemistry and Biochemistry

Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G2f

1 (Man-SCH,CH,CO-His),-Lys,-Lys-NH,
100 Chi"2 = 6.44255 =
RA2 = 0.99579 [] .
1 Al 451241 +0.65283
A2 100.7388 +1.72255
80 — x0 349.44654 £19.19463
3 159453 +0.11907
60 — /
= /
= /
< ]
S
2
€ 40
20 |
] . LI B g
o g Em EE
L e e e L e e e e R R e |
1E-4 1E-3 0,01 0,1 1 10 100 1000 10000 100000

Inhibitor concentration [uUM] ————

45



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Glycopeptide dendrimer G2g

OH

HO

o o)
HN\)J\ “L_ 0
R H
: HN »
/©/ 0N H 2
HO j/ ~ NS
o HN o N

oIz

S
(o] S
HO
OH 0]
OHQH HO
OH
OHOH

HPLC analysis of the glycopeptide dendrimer G2g

A

-0.020

o.240 |
0230
02201
eare]
0.200 |
o100
o180 ]
0170 |
0.180‘
om0 ]
o.1s0]

|
o150
anzo]
ot
©.100 |
o.000]
o.osoi
o070
o.0n

‘
0050}
o.0n
o050 ]
o.020 |
o.010

o.000 ‘

-0.010 |

-0.030

1068

46

1000



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

H NMR spectrum of the glycopeptide dendrimer G2g

1

DA’
DA

h1_STD D20 /disk0 service 42

R. Euzen: RE32

L80€°L —=

962€L
19¢€L
L9CEL
F9L
6FE9L
L8E9L
2489

9LELO

adany

(ppm)

cl3cpd_STD D20 /disk0 service 38

R. Euzen: RE30

clso
6£09°C
190#TC
106+°92
LOE08T
#1890

n%.x
3:.3
m:m.ﬁ‘
£019°s
€69 95 |.\\|
(175 13

12€6°CS

9812£6\_
980055 —
866809 —
FEr699

$80C1L W
0859'1L =
seirse—/"

661648 —

EELISI —
0092811 —
82156114
2802021
08s0z1 4
169001 4
8506021 4
080121 -4
s01#°11 -4
se9rel -
rerLIzl -4
8222l
0024521
69071
0007 s¢1
1698921 4
LHr6 LTl
069Z°0¢1 -
1PP9 051
£866°#51
i As
#$00°€L1 4
1661°€L1-
STH6L61

ToTr T )

L

3C NMR spectrum of the glycopeptide dendrimer G2g

(ppm)

47




Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

DEPT spectrum of the glycopeptide dendrimer G2g

{
R. Euzen: RE30 Mo
dept135_STD D20 /disk0 service 38
¥ g8 § S 8833 x%  IE3EEESE g e
g =3 5 3 oScs Sa sSagssss 3 PRe
[ N [ ST | = |
DA’
DA"
L
! l|
|
|
“\
240 220 200 180 160 140 120 100 80 60 40 20 0
(ppm)
COSY spectrum of the glycopeptide dendrimer G2g
(\,[(_\ i {7 ) 4, [ [T
A v |
A
AN
;‘v e
:
)
: .
)
: L. ..
| |
I}
‘ .
\
I ..
S e e {
1 8
* 3 -

48



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

HMOQC spectrum of the glycopeptide dendrimer G2g

A A ,,,mf,’:;,,/\,)‘ TN /»;,/&,/\,,v\,ﬂ A

— 4 h
HMBC spectrum of the glycopeptide dendrimer G2g
I S R (L PR O (L o
3 AN N /\A/;«,J,,,, S o .
= B

49



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Mass spectrum (ESI-) of the glycopeptide dendrimer G2g

o= Tor-p o)y

TN

Acq. File: Euzen REQ.wif Electrospray Low Resolution ACN /H20 (1:1) + 2% TEA
Negative lon Mode

B .Q1: 0.200 to 0.901 min from Sample 2 (RE9) of Euzen RE9.wiff (Turbo Spray) Max. 5.2€6 cps.

3.4e5 gl

3.2e5

3.0e5

2.8e5 |
2.6e5
2.4e5
2.2e5
2.0e5
1.8e5
1.6e5 1230.6. 1282.4

1168.6
1.4e5 1199.6

Intensity, cps

1.2e5 |
1.0e5 \
8.0e4
‘1256 8|
6.0e4 17. i

1
1217.8,
4.0e4 |
811.8 ‘
i

790. |
583.8 840.8
206t | 3972 \ | ’ ' W o | 1este 1558.0 16724
(T Ly w‘&( il AL el Addabda b
400 500 600 700 800 900 1000 1100 1200 1300 1400 1500 1600 1700
miz, amu |
University of Bern - " Applied Biosystems / Sciex QTrap October 26, 2006

0.0

Department of Chemistry and Biochemistry

Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G2g

] [Man-SCH_CH,GO-Tyr-(p-Ala)l -Lya,-Lya-NH,
100 ChiY2 = 40.78054 nm
R"2 = 085766 L
T Al 139082 +1.8038 L]
AZ 97 4133< *5.45153 /‘
80 — ¥ 478416 +7.53623 /
-] 1.86476 +0.51884 i
p fa
/
{
80 — /
S f
£ 204 {
/
/
T |
7
20 ~ ™ n
[ g
L. B an "
B - -
n [ ]
0| [ ]
T

1E-4 1E-3 0.0¢ (8] 1 10 100 1000 100C0

50



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Glycopeptide dendrimer G2h

HN - N
g H OH
o) HN
: NH, HO
H\/\/: HO

HO
HO OH
OH

HPLC analysis of the glycopeptide dendrimer G2h

1.00 2.00 3.00 " ’
Minutes

51



s

Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

en: RE31
Il _STD D20 /disk0 service 39

R. Eu:

£88699
66LI'IL
1629°1L
89K0°€L

126L°F8:
Eﬁm.s%ul

(ppm)

-~ 881€°901 —

SSPICIT
orseis I
0092811 /F —
9896611 kn E=
881021

£65L L2l —

92US 621~ —
sizrosi —

L

T

120

0000t

130

140

150

6856751
@S..Q\N‘

IHEL— - — £290°8

160

~ |

8669 —= — FE90'S
+099°L
+89°L

09002

009%°1L] —
0819°TL1
1r68cLl

170

cl3cpd_STD D20 /disk0 service 39

R. Euzen: RE31

'"H NMR spectrum of the glycopeptide dendrimer G2h

BC NMR spectrum of the glycopeptide dendrimer G2h

90 80
(ppm)
52

100

110



DEPT spectrum of the glycopeptide dendrimer G2h

R. Euzen: RE31

dept135_STD D20 /diskO) service 39

nx
a5 SR
S S22
S22 Fxos
IS IO
l\L'LLLLL L
1

Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

T
240

220

T
200

T
180

T
160

T
140

T T T T T T
120 100 80 60

(ppm)

COSY spectrum of the glycopeptide dendrimer G2h

40

53

Cppm >




Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

HMOQC spectrum of the glycopeptide dendrimer G2h

S K, [ } ‘
— A\,,,,Ai,,i,,,,ﬂ,,, Y _aml o /\7JL e S
¥ .
=
HMBC spectrum of the glycopeptide dendrimer G2h
AR A aenll . . _ .
; = — - S [

54



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Mass spectrum (ESI-) of the glycopeptide dendrimer G2h

(‘ﬂwqj( N B R (R

Acq. File: Euzen RE11.wiff Electrospray Low Resolution ACN /H20 (1:1) + 2% TEA
Negative lon Mode
B _Q1: 0,200 to 0.801 min from Sample 2 (RE11) of Euzen RE11.wiff (Turbo Spray) Max. 4.1¢6 cps.|
8136
5.55
505
45e5 |
4.0e5
i
355
§ 3.0e5
Z
2
5
‘E 2.5e5
1220.4 ‘
| 20es !
! 1.5e5
1251.8
1282.8
| 1.0e5
‘ | 8460 ] |
| | 5332 10356 h 12690 ‘
5.0e4 I I | 1aaas
I 1628.2
i | es2e 1066.4 | 1208 | j |
00 i | ) L Al Lodok st L LM,
400 500 600 700 800 900 1000 1100 1200 1300 1400 1500 1600 1700 |
| miz, amu
University of Bern ) Applied Biosystems / Sciex QTrap October 26, 2006

Department of Chemistry and Biochemistry

Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G2h

i {Man-5CH,CH,CO-Tyr-Pro) -Lys -Lys-NH,
100 Chi"2 = 10.51071 L
R'2 = 0.99295 n L
1 A 5.79947 40.90772 /
2 100.1538 +1,85412 /
80 — %0 59.9759 44.65337 ]
o 131102 +0.11509 /
| /
»
60 — /

Inhibition [%]

{
40 —~ #
{

55



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Glycopeptide dendrimer G2i

H : HO OH
\n/\NH o
HO o)
0 —OH
o]
o) o] NH
H s
HN H W) o
o) HN\)J\
o] NH,
H z
o :
HO s (¢} N~ N
HO OH
NN
HOHO AN= N HO
HO
o)
z o}
0 NH HN H
o) j’ 7]/\'\'
H S
7/ O

HPLC analysis of the glycopeptide dendrimer G2i

o0.270 |

- 1288

o.260
o.2s0 |
ozac}‘
o.230 |
o220 |
0210 |
o.z00 |
o.190 |
0.150‘
o.170
o.160
o.150 |
o.140 |
0130‘

= o.120 |
SRRLE!
©.100
0.000 |
o.080]
0070‘
o.060
o050
o.04a0 |
o.030 |
o020
o.010 |

o.000

-0.010
-0.020 |

-0.030
7.00

56

10.00



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

H NMR spectrum of the glycopeptide dendrimer G2i

1

Soo H/,{;_

Cton- 13 05 F = G o nne
“ [ d “

hi_phh_STD D20 /disk0 service |

P

NAI
EX1
PRC
xx

DA’

DA

5

— 61150
= 9188
TR

02251
810
—= W0TED

mm

L2189
SELET

s
izl "

19671
:::u

681

9IS

T160¢
T9TE
G0
FOITEL <

0eico-

(ppm)

QAL
-

55

E— 0000+

0

6.5

7.0

66C8

5

R 99668

BC NMR spectrum of the glycopeptide dendrimer G2i

HHEOFR —

08l

57



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

DEPT spectrum of the glycopeptide dendrimer G2i

COSY spectrum of the glycopeptide dendrimer G2i

‘ A ! 1 ] . “»m\h" AN NN J‘ A I

I i oo

f # |

! i

1 i ==
9 {

¥

_‘i

1

|

)

I

i

‘w ) .

! o 3

I i
-] o g

1‘ ]

i ! s 00

[ ~
Mo, c <F/”’_; , Cagy,
= =

58



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

HMOQC spectrum of the glycopeptide dendrimer G2i

e . HT Q@
' 1 1 A A - e
d o
{ }
§ s
!
=

Ceems 7 oo ‘oo ) s' oo <loo

C"{u.« T - (b’.e}zﬁ)l; (o (gsm o

HMBC spectrum of the glycopeptide dendrimer G2i

L ’ 3 = - (4 g

<CPPm >

‘vmw

J |
oA ik L’ ’Mll {‘ |, e
[}
0

e S i BN — | S B s T
PP > oo = oo = oo - oo = o o =2 oo

59



Supplementary Material (ESI) for Molecular BioSystems
This journal is (c) The Royal Society of Chemistry, 2010

Mass spectrum (ESI-) of the glycopeptide dendrimer G2i
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Mass spectrum (ESI-) of the glycopeptide dendrimer G2j
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"H NMR spectrum of the glycopeptide dendrimer G3
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DEPT spectrum of the glycopeptide dendrimer G3
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COSY spectrum of the glycopeptide dendrimer G3
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HMOQOC spectrum of the glycopeptide dendrimer G3
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Mass spectrum (ESI-) of the glycopeptide dendrimer G3
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Inhibition curve obtained by standard ELLA for the glycopeptide dendrimer G3
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Inhibition curve obtained by enhanced-sensitivity ELLA for the glycopeptide dendrimer G3
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Monovalent inhibitors
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Inhibition curve obtained by standard ELLA for Me a-Man
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Inhibition curve obtained by standard ELLA for pNP a-Man
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