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62/250,983 _ 2015/11/4 Chris Cogle, MD AmD (BMECs) AML

AML BMECs

Said Sebti, PhD Ras

62/152,333 KRAS 2015/4/24 -GDP  G12D Kras GTP

Lindsey Shaw, PhD

61/944,254 2014/2/25 ESKAPE 6
62/197,892 I A, 2015/7/28 - GrEErE ElERlRE, P2 A (MsrA)
62/191,656 2015/7/13 AgeClasiesticlEs e Erf2

2016/2 Yuk-Ching Tse-Dinh, PhD E. coli I (EcTopl)
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A7YJ1 : Scaffold Ranking ({EZB18DR7E)
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R1,R2,R3..

% 0O R , O R
NH, \HK )Y W)\ )\WNHZ HZN% )ﬁ(Nw)k )\WNHZ
Yﬁ gﬁ%ﬁ D S RORD
1 3
Acetylated tetrapeptlde amide Tetrapeptide amide

Acetylated hexapeptide amide (all L natural)

- D amino acids) (L,D and unnatural)
120 samples ( 47,045,881 peptid ( _ |
samples ( peptides) 80 samples (160,000 peptides) 260 samples (17,585,625 peptides)
O R ,, O Ry ., O Rg H O R, O Ry Hy O R, O
HzNw)J\ )\WN% )WNW)L )ﬁ(OH YN% )\WN% )ﬁ(NHZ WN% )YNW)k
N N N N N N NH,
R1HOR3HOR5HO OR1HOR3HO OR1HOR3
Hexapeptide (all L natural) Acetylated tetrapeptide amide Acetylated tripeptide amide
120 samples (47,045,881 peptides) (L amino acids) (D amino acids)
80 samples (160,000 peptides) 57 samples (6,859 peptides)

. 0 R, - O R, - O Rsg . O Rg - O Ry N
R4 O Rs O Rs O Ry O Ry o)

Decapeptide (all L natural)
120 samples (6 trillion peptides)

o 0 Ry ! O Ry ! O Rg ! O Rg ! 0 Ry "
H& H H H H H H H
HN N N/\r(Nw)kN)\WNw)kN)ﬁ(NHZ R, O R O Rs O R, O R 0
)\NH H H H
o) O Ry O Rs o)

Biotin labelled tetrapeptide amide (all L
natural)
80 samples (130,321 peptides)

Decapeptide amide (all L natural)
120 samples (6 trillion peptides)
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R1,R2,R3...

180 Samples (4,100,625 cyclic peptides) 188 Samples (4,879,681 cyclic peptides)

HoN-Gly-Cys-Cys-Ser-Xxx-Pro-Xxx-Cys-Xxx-Xxx-Xxx-Cys-CONH,

Representative Conotoxin Library (others available)
') 110 Samples (5,153,632 conotoxms)

H H

r NH B HN é I

NH» 70 HN™ ~O

@ Re™ AN, §

HN NJ\( m)‘R

HNH 0 WOK\H 3
O R,

75 Samples (13,500 fluorescent cyclic peptides)

132Samples (113,379,904 cyclic peptides)
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H e Rs

H,N_ N N%—NH HN\§:

T N 0

NH
NH HN
o R2
O H Ry O - :g\NH HNﬁg‘
H,N N 2 Re o
o) HN__O )
o)

141 Samples (103,823 cyclic peptides)

86 Samples (1,303,210 cyclic peptides)

Fusaricidin analogs

114 Samples (2,476,099 cyclic peptides)

88 Samples (234,256 cyclic peptides)
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S475U—DFEFICDLT - Libraries from Libraries - 2/3
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R1 R3 4 Alanine
Tryptophan
1 AAA 17
2 AAR 18
o @ 0 3 AAT 19
N @ 4 AAW 20
AN H“ 4 =64 5§ ARA 21
O HN. O 6 AR R 22
S
6] 7 ART 23
HN A = Alanine 8 AR W 24
HN . 9 AT A 25
@] R = Arginine 10 AT R 2
Ra T =Threonine "nATT 27
12 AT W 28
W= Tryptophan 12 A WA 29
14 A WR 30
15 AWT a1
16 A WW 32

64 R1 Arginine (R), R2 Alanine (A), R3 Threonine (T)

Arginine Threonine
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A7YJ 2 : Positional Scanning (E#tE(R1~R3)DIFE) 1/4
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A7YJ2 : Positional Scanning (E#tE(R1~R3)DIFE) 2/4
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1 R1 A 2_4
R1 R, T, W
1 2 3 4
| A A |
[ \ [ \[ [ |
R1R2R3 R1R2R3 R1R2R3 R1R2R3
AAAIMRAAI[TAA|IWARA
AAR||IRAR||TAR||WAR
AAT|IIRATHITAT||WAT
AAW|IRAWI||[T AW]||WAwW
ARA|IRRA||TRA||WR A
ARR|IRRR||TRR||WRR
ARTI|IRRTI||TRT|lWR T —-— S
ARW|IRRW|[|[TRW||WR W 1 2 3 4
ATA|IRTAl|lTTAllWTA
ATR|IRTR||TTR|IWTR A R T W
ATTI|IIRTTI||ITTT|IWTT
ATW|IRTWI||TTW||lWTW 5
AWA||IRWA [|TwWA||lwwA .
AWR||[RWR||[TWR | [WwR 2 R1 Arginine
AWT||IRwWT||lTWT||lwwT R1 Arginine
Aww /| IRww |[|Tww | lwww

64 R1 Arginine (R), R2 Alanine (A), R3 Threonine (T)
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A7YJ 2 : Positional Scanning (E#tE(R1~R3)DIFE) 4/4
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ATYVX2[CHIFE I R9V-ZY I [CAVSESMERELEY ST IVEBROMNER

(N) {ESWEL (20N) | H2TEX (20xN)
2 Ac - 00 — NH, 400 40

3 Ac - 000 - NH, 8,000 60

4 Ac - 0000 - NH, 160,000 80

5 Ac - 00000 - NH, 3,200,000 100

6 Ac - 000000 - NH, 64,000,000 120

7 Ac - 0000000 - NH, 1,280,000,000 140

8 | Ac- 00000000 -NH, | 25,600,000,000 160

G 20«




ATVX2(CHIFF I R9V-ZY I [CAVSESMERELEY ST IVEBROMER

o (65N) (65xN)
2 Ac - OO — NH, 4,225 130
3 Ac - 000 - NH, 274,625 195
4 | Ac-0000 - NH, 17,850,625 260
5 | Ac- 00000 - NH, 1,160,290,625 325
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