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Compounds represented by Formula 1, as depicted herein, are described in this disclosure. Use, methods,
and medicaments related to treatment of conditions or diseases, such as for growing hair in a mammal, are

also described herein.
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Compounds represented by Formula 1, as depicted herein, are
described in this disclosure. Use, methods, and medicaments related to
treatment of conditions or diseases, such as for growing hair in a mammal,

are also described herein.
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o 2T EEAL R BERREEA RS EEAE o ileEE TR
EBA-MERGECHNREZEE  BEBEGEBEEH —XZEES
EHACEYREREEB SR TR BN S « £ —SEHHEIF
AR ] B I TR T P A —AE A 1A 77 - HT EH4I1S g/mol £4750
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g/mol £ 47200 g/mol ~ £J15 g/mol £ 4300 g/molz%J15 g/mol £ 4500
g/mol 2 pFE (P » ZHAEZEFZEFEEZEM - £ —EFi
pidg > BREE S LA TR LTI £ 0230 ~ 0220 ~ 02 10500 2 5F bk
R+ 5 K030~ 0520~ 0210502 5{E 5 FH+ - H &5 R+ o] 31
% :N-~O~S~P~Si-F~Cl-Brekl ; [RHlFRA Rz B E B RE—(E
C~N-O-S-~P-~Si-F-Cl-Brellf+ - BUUE ZEHIEREERRRL)
HERAER R Z(EEY) ¢ Ci2H3.2000.4N0.4S0-4F0-25Clo-5Si0-3Po-3 ~ Co-12Ho-
2901.4N0-4S0-4F0.25Clo.5S19-3P0-3 ~ Co-12H0-2900-4N1.4S¢9-4F0-25Clo.5S19-3P0o-3 ~

Co-12H0-2900-4N9.4S1.4F0.25Cl0-5S10-3P0-3  ~  Co-12H0-2000-4N¢-4S0-.4F1.25Cly.
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5910-3P0-3 ~ Co.12H0-2900-4N0-450-4F0-25Cl1.5S10-3P0-3 ~ Co-12H0-2900-4No¢-4So.
4F0.25Clo-5S11-3P0.3 ~ Co-12H0-2000-4N0-4S0-4F0.25Cl0.5S10-3P1-3 ~ Ci.6H3.1600.
4N0-4S0-4F0.13Clo-3S10-3P0.3 ~ Co.6Ho-1601-4N0-450.4F0-13Clo-3S10-3P9.3 ~ Co-
6H0-1700-4N1.4S0-4F0-13Cl0o-3S10-3P0-3 ~ Co-6H0-1700-4N0-4S1.4F0.13Clo-3S1¢-3Po.
3 ~ Co-6Ho-1700-4N0-4S0-4F1.13Clo-3S10-3P0.3 ~ Co.6H0-1700-4N¢-4S0-4F¢-15Cl;.
3810-3P0-3 ~ Co-6H0-1700-4N0-4S0-4F0-13Clo-3S11.3P0.3 ~ Co.6Ho-1700-4No-4So.
4F0.13Clo-3810-3P1.3 ~ C1.12H3.2900-4N¢-4S0-4F0.25Clo-5Po-3 ~ C1.12H3.2700-4No.
250-2F0.25Clo-5Po-1 ~ C1.12H3.2700-4No.2 ~ Ci1.12H3.2500.4 ~ Ci.12H3.27Ng.2 »
C1.9H3.2100-4N0-250-2F0-19Clo-5Po-1 ~ Ci-9H3.19F0-19 * C1.9H3.2100.4No-2 ~ C;.
9H3.1900.4 ~ Ci9H3.21No.2 ~ Ci1.6H3.1500-3N0-2S0-2F0-13Clo-5Po.1 ~ Ci.¢Hs.
13F0-13 » C1.6H3.1500.4No-2 ~ C1.6H3.1300.4 ~ C1.6H3.15No-2 ~ Ci.3H3.900.3No-
250-2F0.13Clo-5Po-1 ~ Ci.3H3.7F0.7 ~ C1-3H3.9000-3No.2 ~ C1.3H3.700.3 ~ C13Hs.
oNo.o > F~Cl~Br~1-~OH - OR” - SH - SRA - NH, - NHR#” - NRARB
CF; ~ CN ~ 32l ~ ST ZEIWA LR RE R T EZEIA L Creli B > 58
WA T AR 2 S Cor e i A BT B L B Croli A - B
T BEEAC L Ll E## Crs e A (Jl20 > -CH;s ~ -C2Hs ~ -C3Hy) ~ {8
FEEWMAR 2oL - BRI Gl B (P20 » -C3Hy ~ -C4Ho ~ -
CsHi ~ -CeHis ~ BRINE ~ BT A -~ BIGE - BOAES) FE - BE -
WEAE ~ FREIGE: - FEORE - 5 A BT E C IRER - B RE - REE - T

54 HEWREAD)

C252578A.docx

111149987 FEHESE A0202 1123103719-0



202333692

B PEmE R A - = s R e A

[0014] REFER - fiisE ' 0T & HRER ST 2800 2Eh 5
{8 LA R oy T ZZ B Bl o 1 Z R Z R E ERYEEAT - BI{EH 0]
RySe8E T o

[0015] RARYZN1 > Phin i ZAAHUR 257 & » SEA05R A - 504K
0~1-~2-~3-485@EERE > sEWF-~Cl~Br~1-~0OH -CN - CF; "~ Cis
e (FEW-CH;s ~ -CoHs ~ -C3H7 ~ -C4Hy ~ -CsHyy ~ -CeH 133 )2 C.6H3.130
(5840-C(=0)CH3E-CH2OCH) HU Q2 R A - B AL AU Z FfEST & -

[0016] fE—SEEHERHIF - Ph{BAEAL ~ 2~ 3 ~ 455 =& HEHL
REFE - L —EHHEP T - Phikh =@ HEZRE -

[0017) fE—S&EEHIF > Phik : ,\© °

[0018) fr—EbEFHEMIE » Phik: s

[0019] fE—ELEFHEfIE » Phiz : ks .
[0020) 75— il th%:l\O\“so
° OH
— CN
Bl
[0021] —EEHEHEIEL T EEy : @

55 HEEWRAD)

C252578A.docx

111149987 FEHESE A0202 1123103719-0



202333692

0
OH
"
CN
B
N/ N
CF3\©
[s)
OH
—
CN
B
e,
N

o

[0023] —sEHEHEFEUTEEY 5

[0022] —E&EHHEHEELLTEEY)

CN
B
=N

N

[0024] —EEHHEHEELL T EEY aE

[0025]) A=Cii 2 baPal R AESE - Pl > a] #E FL 89 2 3]
EEREARZEEPREAIR LG -

[0026] fefdoResedr » A LGP RAL R AR N B B =k
(MPO)IHIE » A£—SEHEGI o > ASCHE A 2 AL & Wy a] HHHL 4858 P B i
EREAS (MPC) » (X SEHEHI T - ZMPOAIHIH AMPCHIFHIHE] - f£— L&
REf T o A AR B 2 MPO ELA 3 S s A P & 3L B B A A e/ =0 SR A
T HLEERE S B§(LDH) 251 > RIEEEEE R ZOUE - fEFERET > A
FHREREEEEERIGFEEE RWESNR B GEUTHENEE) 2
% HEEEHE B REMPOHIGIE (FIa > FEl - sE0 LEHECAR &
W H B EEEEY)  sEAZRH ZEGY) - AEFREFEAIF - A

6 HEEWHREHAS)

C252578A.docx

111149987 FEHESE A0202 1123103719-0



202333692

REEEEEEE RIEGEEEERFENERGENRHEEME) 2 )7%
H %GR HR BRI MPCHIGIE (140 » B0 - 0 LKA A= 80
A2 BEHGY)  HORFHZALEY - L —LEFHEHIF - 06 AL+
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flest (B0 T HHET L ) BEIE AR - G#E - AW ETHD A BB Y 2 5%
7 SBIRIE21 USC 321(g)E&HE 2 "8, RS (£ H At 5UE -

[0028] —ib& )i (B fE— TR ES SE4H S e &Y - Hoa & 5B 4
Ao GENAR SR A 2 B &) » K L _FF400 (PEG400) (FE14Y50%
PEG400) - Transcutol® P (34#14715% Transcutol® P) + Z [ (EEU14925%
LB8) Ko /3 H 51 (DMSO) (F4414710% DMSO) -

[0029] —ELE )i (B HE— TR B EL4H G el M B - Ha & 55 %
A (FE A S 2 (L& Y)) » R PEG400 (55414J10% PEG400) -
Transcutol® HP ($£414920% Transcutol® HP) « Z B (BEU14945% 2. B5) I
I K (FEEY25%7K) -

[0030] — b i {9 B 16— T B B 4H & ) s 2 - HoB & )E M B8 5%
R (ORI 2 L&Y » AW R GEUY10%2HN _BF) -
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[0033] ® &750% PEG400 - 15% Transcutol® P ~ 25% 7, g
10% DMSO 2 FE/K M BCY) G EH T A —Rx B 3E © R 10 g PEG400 »
3 g Transcutol® P ~ 5 gZfig K2 ¢ DMSORNIE B/ N - 2R1&(E FITgHE
BRHZEEYEREE -

[0034] o £&710% PEG400 - 20% Transcutol® HP - 45% 7. F&
25% 7K Z K MR BC ) L& 58 A R 51— Ae SRR B8 ¢ 0 R3R 38 &k A s iy
(pyrex)HEH > 1)iRN119.98 ¢ PEG400 : 2)i%/140.07 g Transcutol® HP ;
3)AIN90 g LBE ¢ 4)A050.03 g7K 5 R S)E WL FERELI800 rpmft #%
BE YR30 min -

[0035)] o &710% _F + 20% Transcutol® HP - 45% 7. g &
25% 7K 2 KM HBECYI2 5 TR RS - PRI IR iR
1)7A010.03 gy 5 5 2)7120.03 g Transcutol® HP ; 3)/7/144.99 g7,
fig 5 4)Rhn25.02 g/K 3 RS EEREEL IR F R LI800 rpmiftiZ iR S PIE#£30
min °
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B

[0040] KME:sHACH)2 © LL600 RPMiFF0.5 mg2:5{E& %) K2000.1
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TR
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'H NMR (500 MHz, DMSO-ds) & 8.81 (s, 1H), 8.60 (dd, J = 8.0, 1.5
Hz, 1H), 8.57 (d, J = 0.6 Hz, 1H), 8.44 (dd, J = 4.6, 1.5 Hz, 1H), 7.84-
7.82 (m, 2H), 7.63-7.59 (m, 2H), 7.50-7.47 (m, 1H), 7.41 (dd, J = 8.0, 4.7
Hz, 1H) -

13C NMR (125 MHz, DMSO-ds) 8 164.5, 147.8, 146.0, 145.8, 137.0,
134.3, 130.0 (2C), 129.5, 128.5, 125.0 (2C), 120.4, 119.5, 118.4, 109.7,
98.1 -

[0042]

o)
CH

,--—
CN
BB
Z~N

N

F3C O

(E)-2-FE:-3-(1-2- (=& HE) R &) - 1 H-ME IS 5 [2,3-b 1L BE -3-F) Y
Wl ((EEY2)

'H NMR (500 MHz, DMSO-d¢) & 8.66 (s, 1H), 8.63-8.61 (m, 2H),

I

8.34 (dd, J = 4.6, 1.5 Hz, 1H), 8.02 (dd, J = 7.8, 1.2, 1H), 7.92 (td, J =
7.6, 0.9 Hz, 1H), 7.84 (t, J =7.7 Hz, 1H), 7.75 (d, J = 7.8 Hz, 1H), 7.40
(dd, J = 8.0, 4.7 Hz, 1H) -

13C NMR (125 MHz, DMSO-ds) 8 164.4, 149.9, 146.1, 146.0, 136.0,
134.4, 134.4 (d,J = 1.9 Hz), 132.1, 131.1, 129.5, 127.8 (q, J = 4.8 Hz),
127.2 (q,J =30.5 Hz), 123.5(q, J =273.5 Hz), 119.3, 119.1, 118.1, 109.6,
98.5 -
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[0043)

BIREER -

FERKMERRECY) © 0.75% wiwb &Y UNFFNIERE > 1% wiw(b&
P25 LN N PR Es5 A TS g

[0044])

KM EHECI

® 01600 RPMjE1.1 mg{b&Y)2 51000 mg/KMEHBCPI (0.1% wiw)
BEEUNES - ARSI U N B R -

® 01600 RPM2.1 mg{b &2 5997.8 mg/KMEHECYI1 (0.2% w/w)
BEEUNE - ALEYR2IN VNN ORFF AN SR -

[0045)

KM EHACY2 -

o /600 RPM1.0 mg(b&#1251019.1 mg /K MEFEA2 (0.1% wiw)
BEEUNES - ARSI U N B R -

o 1/600 RPM2.0 mg(b&¥12 5% 1004.6 mg /K MEFEA2 (0.2% wiw)
BEEUNE - ALEYR2IN VNN ORFF AN SR -

[0046]
O
OH
- CN
B
N/ N?
FiC

(E)-2-FE:-3-(1-CG- (=& H &) 3R A)- 1 H-REIE - [2,3-b 1L BE -3-F) N
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Bz ({E&P)3)

'H NMR (500 MHz, DMSO-de) § 13.67 (br s, 1H), 8.89 (s, 1H), 8.63
(dd, J = 7.9, 1.5 Hz, 1H), 8.57 (d, J = 0.8, 1H), 8.47 (dd, J = 4.7, 1.6 Hz,
1H), 8.31 (d, J = 0.9 Hz, 1H), 8.18-8.15 (m, 1H), 7.87-7.83 (m, 2H), 7.44
(dd, J = 8.0, 4.7 Hz, 1H).

13C NMR (125 MHz, DMSO-de) 8 164.4, 147.8, 146.0, 145.9, 137.6,
134.3, 131.3, 130.5 (q, J = 32.4 Hz), 129.8, 128.9, 124.9 (q, J = 3.8 Hz),
124.2 (q, J = 272.8 Hz), 121.7 (q, J = 4.1 Hz), 120.4, 119.7, 118.2, 110.2,
98.9,

[0047]

AREGER

FEIKMERECY) = 0.1% wiw{E V)35 VN WIE IR 2 0.2% wiwibE &)
324/ NEF N PR B AN R AR -

[0048]

0O
OH
—
CN
B
N/ N

CF;

I

(E)-2-8E-3-(1-(4-(Z & H ) %) - 1 H-TE IS 3 [2,3-D L e -3-F)
B ({E&P4)

'H NMR (500 MHz, DMSO-de) § 8.89 (s, 1H), 8.62 (dd, J = 8.0, 1.6
Hz, 1H), 8.57 (d, J = 0.9 Hz, 1H), 8.47 (dd, J = 4.7, 1.6 Hz, 1H), 8.14 (d,

J =8.4 Hz, 2H), 7.99 (d, J = 8.5 Hz, 2H), 7.44 (dd, J = 8.0, 4.7 Hz, 1H) -
55 12 HEETRIS)
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3C NMR (125 MHz, DMSO-d¢) & 164.3, 147.7, 145.9, 145.9, 140.3
(d,J=1.1 Hz), 133.7, 129.8, 128.2 (q, J = 32.2 Hz), 127.2 (q, J = 3.6 Hz,
20), 125.2 (2C), 124.5 (q, J = 272.3 Hz), 120.6, 119.8, 118.2, 110.4,
99.2 -

[0049]

BREEER

FEKMEFECYT © 0.5% wiw(EEYIAR N PRIEEF.0.75% wiwlb&
PIATY VN N PREFAAIE i -

[0050) ¥ AL 2 — b5 ETB2021F6 21 H LIE -
" Composition and Methods for Modulating Hair Growth ;| H 3F ~
PCT/US2021/039502 2 B {16 » 5543 246 H F L H#iilk « 53 A tH L2 70 i
(Fr#Z othix e BEE B EAMMETIN - iR & HEpiLife™ 5 & &
(Thermo Fisher, MEPIS00CA) - A\FE 'S P4 & 78| (Thermo Fisher,
S0015) FzPrimocin (Fisher Scientific, NC9392943)  HEKniZ & K FEE
R & N = 7 A8 409 (HEKn; Thermo Fisher, C0015C) - DL&E fL
8,000 4 A F£ 18 i* XFO6 ful % (Agilent) L AE37C » 5% CO2 » 95%ZE R
THRAEEEYEES T K FRINE - 1£78 5% (Seahorse) 77 #TRI & K 5
Mzt E s  ER6ETX -

[0051] HIF E&EYHIHIKL 838 FALRF ZICsoEH/NNT oM > R AE
—EAEN /N 100 nM -

[0052] BrIESSAHTET - & AIMERR iR AEh BN F K H 3 HE A& B 6
AR s - MEEOTT8) - MERTSZE ZATREFMEMAE
sUNEhieRE T4y B - WL 0 BRIESHMERETR 0 SRAIASHE KB

5 13 HEETIEREIE)
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s HH 55 R A EE B P A 8 2 BUE 2 B Rt (OUE - HFATEUA R GREERS 2
Pt EmE(L - 2/ HASERS) S H o S e E < Sl E 9%
HRESBE R DRIB S 27 80 By BT 5oRE i e A — s A BT A%

[0053]) BRIEAL S5 FE /RN SCIH BT 28 - & AT A0 A S8 B 2
SR CCH BB R S E 2 A ER 2 msE " — ~ T —M,

"% RMHOFEAHRIERRE M ERRRERWNE - RIEA S HET
B AN SR BRI 28 & RIS A 2 P 5 753 m] DUE A & 38 2 IH Fr
AT - ARBEZEMERAER > RPURMEES (B - BN ) ZE
P58 S R 7 sl A A S8 B LA S AA) HH 5 5 1) i (B 2 s R e PR 1)
ASAEPT L MBS ANERERE R E " H AR T G ERER (M
KERICH -

[0054] AR 2B RITHEE G2 77801 IR RIRS] - &
AH B AT 5l Btz &H L HoAh ple B BOA S SR I 2 HoAMh T Ak Z AT R $H & O B
e M K 5k o THHTH R EA] R/ BT EAE 2 /A > —8 2 —BE f k&
HIELRERY — 8 B il ER -

[0055) ACCHat ST F] > AiEFHEABAARETAZEH
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