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Figure §

{A} Examples of natoral or womatoral {modified) macleobases selectable for the peptide nuclede

acid dertvative of Formula L
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Figure §
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(B} Examples of natural or unnatusl {modified) nucleobases selectable for the peptide nuclei

acid derivative of Fermula |,

NHz Ntz NHy  we Miis My Me
P N e VoY RN
Sy T U X
SN Ry / (e e PN 2y, et
= th Mol N7 N MM R Y wNoN HaN™ !
A AN VW Patt et WA
Adenine
e e} O me

2

AN - A M
HN \I:“Q\ HT R T A HN \.T*N\N

A H P E_ } i N §.
A P N A ey S, nd by e
M RSN Mt NN s T N MaNT N R HANT KT Y

Guanine

b 3 3 8 3 H
i i L
AN . e - e e . - - , -
NN HpE SN Ay T N
f RS I P S
D P PPN N“ A A

i i i

HN N, HNT Ry N Sy HNV’L\ N HN 3
N LoboY L i N o d N b ™
N ‘ N N Sy

Rt X1 ~ N s N \‘QN N

N ! H ‘ 4
e oo s o e

3 5 5 ﬁ 5 Be S

: N i ¢

VN e e - e - SN Y T e

N T N e N T N Y, AN \I N\i N i\[ f\N 7R

w ¥ oo ! PR g 4
R N D N Vil ¥ e M L\»N_/ g S

3 «Vj\v"l J\)\N\! \-'\‘:'N »‘V:‘.(V : eN;.V v»;v\.

o A
O (TR f \N’: A fo
O N b N
i s e C
el N, AN TN e D
% IL =0 E ¢ : E >
. Ak / X RNES ]
H,}N »_,-Q B N e N! %I\; 5 o 3 \N }Q o N
; ot . ol b e

G-Q-mathyiguanine



WO 2018/029517

{continaed from previous page)

3/23

Figure 1
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{€) Examples of natural or onnatral (modified) nucleobases selectable for the peptide nucleic

acid derivative of Fermula |,
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Figure 2

{A} Examples of substituents selectable for the pepnde nueleic acid derivative of Formals L
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(B} Examples of substituents selectable Tor the peptide nuclewe acid derivative of Formula L

Examples of Non-substituted Alkylacy! Radical
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(I3} Examples of snbstituents selectable for the peptide nucleic acid denvative of Fermula L

Exampias of Substitufnd or Kon-substButed Alkyloxvearbany! Radicsl
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{E} Examples of substituents selectable for the peptide nucleic acid devivative of Formaula §
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Fignre 3

Chemical afructores of PNA monomers with natural or modifisd nucleobase.
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Figure 4

s for Abbreviations for N- or C-terminus Su
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Figure 5(A)

Chemical Structure for
Fethoo-GABIA-GCUIQAC-ABIGE-CAQAABIG-HH,
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Figure 5(B)
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Figure &
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Figure 7

{4} Crg-reverse phase HPLC chromatogram for "ASO 1Y before HPLC punfication,
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Figure 8

{A} Blectrophoretic analyais of the sested PCR products of MUOF7T cells treated with 0 aM

{negative contral), 3 aM, 30 ad, 300 add, or 3 M "ARO 3%

&

£ 3 03 £.03 0003 Concentration {(fil)

e Fuft Langth Exon 399

igggg : - oo i Fxsrs G

38%hp e R oy §-8
?B{“‘S;‘& PRy

188 - Seooee B By S8

{B) Schematic veprosentation of the PCR band for the skipping of exons 48 along with

sequencing data.
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Figure 9
{A} Changes in the relative levels of exons 4-6 1 MCFE7T cells treated with "ASD §" at § M

{negative control), or 1 «M io I aM for 3 hours. {statiatical analysis by student's t-test)
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B} Changes in the relative levels of exons 4-6 in MCF7 cells treated with "ASO 17 gt 0 2M
4

{negative control), or 1 2M to 1 aM for 5 hours. {statistical analvsis by student's t-iest}
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Figure 10

{A} Western blot data for MOF7 celly treated with "ASO 17 at 0 =M {negative control}, or 1}

=M 10 300 abhd
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{B)} Western blot datg for MCF7 cells treared with "ASO 37 a1 0 2M {negative control), or 10 M
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Figure 11

{4} Hair growth tmages by group i the skin avea of hair removal with days after hatr removal.
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(B} Relative brightness scores of the "ASO 1Y treatment groups against the negative control

&

{vehicle group. {statistical analysis by student’s -test)
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Figure 12
£

Representative sets of AR IHCO (redy and DAPL (blue) fluorescence tmages for skin samples

oblamed from amimals treated with "AS0 17 at § M {nogative control, veluele), 8.2 M or T 4L

Yehicle

“ASDY 17
0.2

‘A5 1Y
Lo




WO 2018/029517 PCT/IB2017/000697
20/23

Figure 13

Relative bnighiness scores of the "ASQO §7 treatment groups against the negative control {vehivle)

group. {statiztioal analysis by student’s test)
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{A} Relutive brightness scores of the "ASD 107 freatment groups against the negative control
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Figure 14

{vehicie) group. {statistical analysis by atudent’s -test)

{B) Representative sets of AR THU (red) and DAPY (blue) fluorescence images for skin samples
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Figure 18

gPCR data for the refative AR mRNA fevel by TagMan assay in MOF7 cells treated with "ASD
107 at § (negative contreld, 1, HL 106, or 1,000 2M for 34 hours agsinst the negative contol.

{atatistical analysis by student’s ttess)
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Figure 16
Representative sets of AR HHC (rad) and DAPI {bloey uoreacence nuages for tissue samples
oblamed from mice subcotancously sdnumstered with "ASD 14" at § (negative control), .01 or
1.1 prmsie/Kg, 2X per week for 4 weeks,
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