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oo O
#1

7 ORI AER S ER

//

A 2—7/) A VEHER (Aib) ., B—77=r(Bal)., (S)
—2—7ueRXrx sy (Eag)., (S) - N—XF LT 7
=Y (Nma) . 2—-—73 /8B (Abu) . G, M, (S) —2
-7 —RvEZryHB (Nva), (S) — /e (N1 e)

C S. A, (S8) - &x®*—3vA5 A4 (Hcy) . M, L, 1. V.,
(R) - N—XAF L2544 (Nmc) . B—YRAT A

D E.AEIJ VX I VB, v Raexvy—27ALFIVE, v — B L
R¥xv—7 v Iv@, (S) " N—RAFNL—-—TAXNTF B (N
md) ., B—TANXNTX LB, N, Q, VAT A8, B—FKET
AT X8 (Bhd)

E D. Glu, 7 VI 8B, v —bBFRuauxy -7 )3 g,
y —HNANRXFY - TN EF IV, T I /)T VEUE, (S) —
N—XFAL—TLFIvFBB (Nme) , B—Z7 VI UEE, Q. N,
SATFA V., B—FREIALZILEE (Bhe)

F L-FE7xz=1777=> (Hfe). (S) = N—XF)L—-7=
=7 7=y (Nmf) . B—7==ArT7F7=v, L—-—T=z=17
V> (Phg) . . B—AKFT7x=L7F5=r (Bh ), K F=x=
WNT T=v, RV Fz=o T I7=2v, T 7= )VT T =0,
A— N7 xz= VT =2y, Juna = VT T2, AFILVT 2=
T g . = ha =27 7= XN W, TFLT T =
1, 2, 3, 4—-L—-—7hFr7bFuaAfYyx /) R (Ti
c)

G A, a. N—2F1r—27YU>> (Nmg)

H (S) " N—2AFIL—-—EEAFTYY (Nmh) ., 1 —AF Ik AXAFT
V. 3 ATFNERFTVY, FT==AVT T =

I L.V, (S) —2—-73/)—5—2FNr—~FH 8 (H1e) .
(s) —2—-—7/) -2 B (Nva) . Nle, B—A/mnm
4v, (S) = N—RXFiL—umaA(3> (Nml) M. N—2F
N—L—-AYurA L >(Nmi), B—FREAYR AT (Bhi),
(S) —vz7mu~%Fr77=v (Cha) ., L—vZua~xi
79Uy (Chg)
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goooogag

K

(S) - N—*F1r—-—UJU3+>» (Nmk) ., R, (S) —N—XF
—7nArF¥=r (Nmr) , B—UVU¥>», (S) —2, 4—-—T7=/
i (Dab) . (S) — Y7777t 4F B (Dap) . B8 —
(1 —¥RIP=N) = TTF7=rv, 2, 6 -7/ —4—~F¥
VB, S—bFRexy—-Uvr, (S) —FKE—-—TLX¥=r (Ha
r).o—bBFEXT—JATAX=2r, 0o —T I =TILX=,
o —AFNL—TNrF¥F=r, - (2-VFVIINLV) —TIF7=rv, f—
(3—-vIUVYnN) —795=v, 3—-—T3I)—Fuv, 4—73)
— T x=A7F5=r, (S) —&KE— AU (Hci). (S)
—¥brryrr (Cit) ., B—A&EYVIY (Bhk)

I.V,Hle,Nle, (S) —2-73/-_v2rE (Nv
a)  B—AYmrAvr (S)=-N—-XFr—-—nmA»(Nml),
M., 8- &F"U > (Bhv).B —HAEaAfL+>(Bhl). (S)
— v rua~ o7 I5=> (Ch a)

I. V.Hle. Nva.R., (S) —F&c"E—"FTNALFXF=>(Har).,
(S) - N—2FNV—RXF A= (Nmm) , A F A= ALK,
AFF = —AFFLEE (Met (O) ). N1e

(S) " N—RAF V=727 F > (Nmn) ., —7T AT F |
Q. (S) " N—"A2FNL—27 V%I (Nmq) . B -7 &I,
Cys (3—7mb4r®m7IFKF) —OH, Cys (0O2—-3—-7
nveA BT IRN) —OH, B—FET X7 X (Bhn) . B

—FKE/ALHIY (Bhq)

FTEFUL—2 - HAKRUEE., 4—k Raxs—L -7 (H
vy D). a—RAFL—RFF=>_  4—b FuFs—pEY T —
2 - AAKUEL, D EXIY VB (Pip) o AFL P
0. 3-73/-Pro, 4-73/—-Pro

N. Nmn, (S) - N—RAFL—ZA¥%¥3I> (Nmq) . B—7
N2, Cys (3—7umwuvr4trm7IF) —OH, Cys (O
2 -3 -~ uv4r®B7IF) —OH, Bhn. Bhgq

(S) - N—*F1r—-UJU3+>» (Nmk) . K, (S) —N—XF )
—7nA¥=r (Nmr) . 83—V, Dab, Dap, (S) —
=2 (0rn). . B— (1 —-—XRIFIT=)) =T T7=", 2,
6 — V7 I/ 4 ~FTUUoB. b Fuadxryr—Uryr Har,
w— b FfFeXxr— /L7 NF=2r, 0o T/ —TILF=V, o —
AFN—TILF=r, B—(2-—vIUINL) —TI7=>, 88— (3
-vyvvnN) —7I79=v, 3T/ —Funuvrr, 4-—-—73)—7
=75 =r, (S) —FxEFE—FrAVUY (Hci) . (S) —
yhhyry (Cit),Hle, L, (S) /a4 (N1
e) .M, Bhk, (S) - N—*F1—-—UU>» (Nmk)

T. &%V (Hse) . B—®UVv. C.,. B—T7 ) —T7F=
v, allo—bFlbA=rv, B—FFEIY (Bhs)

S. &bl Ag=r, B—b+lbA=rv, allo—rbAt=yr
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ooooOooao

Y4 L. I.Hle., (S) —2-73/—-—_Xv% 8 (Nva)., N
le, B—2"V>», (S) - N—AFL—-—2~"J>Y» (Nmv) . M,
Nmi., (S) - N—2AFr—wuaAf> (Nml) . (S) —+ 7
2~ LT 7= (Cha) ., L-—yZu~xi sy (C
h g)

W (S) - N—*»gr—r )7 757> (Nmw) . B—hFUT 7
7, F,. L-—FAE7=x=177=> (Hf e) ., (S) —N—X*
FN—T7xz=)V7 7= (Nmf) ., B—77==A7T77F7=", L—
Z7x=)V7 VY (Phg) . B—&KETZ7=2=7F7=2(Bh{f),.

FT=2VT T2y R T2 VT T2, TR T 22V T
Z—y ., 83— RFRT7 2= V7 9=y, a7 T2, AF )L
T 2= VT 9=y, =obhae 2=V T 920 Y, FT7FALT T =
Y. 1,2,3,4—-L—-—7hFr7bFaAaYyx /)0 IR 8B(T
ic). Bp—FEFurv (Bhy)
Y (S) - N—AFL—-—Fusr>» (Nmy) . 3 —Fu>», F, H
fe,. Nmf, 83— 77=z=AV75%5=>, Phg, Bhf, Fxz=)
FJmy . R F T T2y, JTae 7 a2 VT T2, H
— N7 z2=7 7=y, 70l =2= )7 7=, AFI)NT == )b
To=v, =huw =V 5 =2 W, T TFAT T =0, T
c. Bhy
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00O
= PF R B 5 EHEHS | IC50 [nM] | CAT EC50 [nM]
JBS2512 Ac-TGHVSAGWYDYNFDHYREFT-NH2 2 39 24
IBS2516 Ac-TAHVSAGWYDYNFDHYREFT-NH2 6 33 21
JBS2526 Ac-TGHVSAGWYDYNADHYREFT-NH2 16 3.6 19
JBS2528 Ac-TGHVSAGWYDYNFDAYREFT-NH2 18 5.2 23
JBS2546 Ac-TGHVSAGWYDYNFDDYREFT-NH2 36 6.8 30
JBS2552 Ac-GGHVSAGWYDYNFDHYREFT-NH2 42 5.5 24
JBS2572 Ac-TGLVSAGWYDYNFDHYREFT-NH2 62 2.5 14
JBS2582 Ac-TGHVSAGWYDYNLDHYREFT-NH2 72 23 15
JBS2584 Ac-TGHVSAGWYDYNFDLYREFT-NH2 74 27 9
JBS2586 Ac-TGHVSAGWYDYNFDHYLEFT-NH2 76 26 19
JTBS2591 Ac-TKHVSAGWYDYNFDHYREFT-NH2 81 42 e
JBS2592 Ac-TGKVSAGWYDYNFDHYREFT-NH2 82 56 68
TBS2602 Ac-TGHVSAGWYDYNKDHYREFT-NH2 92 34 30
JBS2604 Ac-TGHVSAGWYDYNFDKYREFT-NH2 94 4.1 19
1BS2625 Ac-TGHVSAGW YDYNFDHYFEFT-NH2 115 1.6 29
IBS2629 Ac-TPHVSAGWYDYNFDH YREFT-NH2 119 3.1 25
IBS2661 Ac-TGHVSAGWYDYNFDS YREFT-NH2 151 2.8 16
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v 2 MR v b mEEic
B AE B AEE
. FME 48FFE| M 6 BFRE
~2 7R kg (1/Ms) ko (1/5) Ky (nM) [%] [ %]
JBS3179 4.10E405 1.79E-04 0.4 8O + 13 105%7
JBS3318 1.52E+405 2.13E-04 14 102 + 20 114+8
JBS3322 7.805+04 2.78E-04 3.6 91426 131 +14
IBS3216 1.14E+06 2.33E-04 0.2 66 +23 802
JBS3263 6.29E+05 2.64E-04 04 566 74112
JBS3283 7.35E+05 3.22E-04 0.4 94 %6 90 %9
JBS3306 1.00E+06 4.02E-04 0.4 80 % 14 84+ 12
JBS3321 1.58E+06 3.88E-05 0.02 04 £ 12 99 + 6
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0oodon

CAT
o o o| JBS 2572 LANCE &
2 FF K BLF BAES| o rmm ics0 vy | ECS0
JBS82572 | Ac-TGLVSAGWYDYNFDHYREFT-NH2 62 3] 9.7 151
IBS3186 | Ac-TGLVSAGWYDYNFDTYMEFT-NH2 438 HI5T, R17M 2.6 176
JBS3188 | Ac-TGLVSAGWYDYNFDTYTEFI-NH2 440 |HIST.RI7T 29 155
JBS3189 | Ac-TGLVSAGWYDYNFDVYTEFT-NH2 441 HI5V, R17T 5.0 281
IBS3190 | Ac-YGLVSAGWYDYNFEDTYREFT-NH2 442 HI5T. TO1Y 1.6 130
IBS3191 | Ac-YGLVSAGWYDYNFDVYREFT-NH2 443 HI5SV, TO1Y 1.6 147
JBS3192 | Ac-TGLVEAGWYDYNFDTYREFT-NH2 444 HIST, SOSE 2.8 117
JBS3193 | Ac-TGLVEAGWYDYNFDVYREFT-NH2 445 H15V, SOSE 2.5 116
IBS3194 | Ac-TGLVSAGWYDYNNDTYREFT-NH2 446 HIST, F13N 1.8 122
IBS3195 | Ac-TGLVSAGWYDYNNDVYREFT-NH2 447 HI15V, FI13N 2.0 139
IBS3196 | Ac-YGLVSAGWYDYNFDHYMEFT-NH2 448 RI7M, TO1Y 22 155
JBS3197 | Ac-TGLVEAGWYDYNFDHYMEFT-NH2 449 | R17M. SOSE 6.1 146
JBS3198 | Ac-TGLVSAGWYDYNNDHYMEFT-NH2 450 R17M, F13N 2.5 149
JBS§3201 | Ac-YGLVEAGWYDYNNDTYMEFT-NH2 45 {2’!1“{12]5'?:[}:1 13N, 1.9 127
IJBS3202 | Ac-TGL-Tle-SAGWYDYNFDTYREFT-NH2 454 | V4Tle, HIST 1.6 129
IBS3203 | Ac-TGL-Tle-SAGWYDYNFDHYMEFT-NH2 455 V4Tle, R17TM 1.8 127
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