CN 111704588 A

(19) e AR X FEE RN ZIRE

4D (12) £B3E FIFR A

(10)ERIBEATES CN 111704588 A
(43)ERIE T H 2020. 09. 25

(21)EIFS 202010481027.2
(22)83FH 2020.05.31

(T EREAN TLIARIRZ AR A A
Hodit 222599 VL EIESIGTTRER B %
HANR R
(7T2)RBAAN Fre W&ER Ik

(74) FFIRIBHA 2 RSO BUF 55 B
32223
RIEA B 8

(51)Int.CI.
07D 265/30(2006.01)

BORESR 10T B HI456 1

(54) %R & TR

5 R 5L B S5 ) 2% 5
(57)HE

AR B 2R AR A, AT T —Fp
R R R 55 TSR ) il 4% 51k, 1% 0 VR DA 3- (4-BUK%
BRI ) -2- RN IR R}, Bl 2 A R, 5
T I S N I 5 T3 5 -2, 6 F B n ik AT
SEAZHUAR L, B¢ S A SR R B R R A5
it s AR B 700 JRORLSRVRAE B, T 2R AE 5 4%
il Y e , R RRE , A TP AR B
VEIH B RER, & A DA A P25 55



CN 111704588 A W F ZE Kk B U1

L. — P R R 25 B S5 ) il 4 7 v, HASIETE T, B HE L R P IR

(a) 3~ (A—RURIEFHIEL) —2-H FE A EE A MU BT IIN  RNE 28, 0°C FET , R e 5 2%
T8 I 28 S B 2%, e N 58 e, 25 C iR 4-6h , 28 S N VA 71 R BRI K 3 Ja 158 31 55— [a) 4

(b) & — a4 A HLBR -2, 6 FF RN IR 35 SR N S R 4 H 5 25 °C it 16—
8h, £ [ LY 771 A HURN 3 8 /K A VR 6% i 1 81 3 () AR R 5 20 55

(c) W4 58— [B) AR By B2 B 25 R Bk s R R 52 29 5%

2 ARIEAUCR B SR 1 BT IR 1 Eh BR F] 5 B S5 1 1) 46 7 v, HAFAEAE T 2D BR (a) 53— (4-L
I3 2R ) —2— R R DA + R g - ) R VR L D1 .0 (1.2-2.0) = (1.5-3.0) »

3R AR ZE R BT IR 1 ER BRRAT B2 29 55 (1) 1] £ 7 v2% , FARRAEAE T 2P 3R (b) 55— )
A -2, 6 — FY RSB B BE JRKEE 91,0 (1.1-2.0) 1 (1.5-3.0) -

4 AR FEAUCR L SR TR 1 2 BR R 5 50 25 1) ol 4% 7 v, AR AE T 7220 3R (o) H L i@ it DA
5 0K B A ) A Rl R R R R P 5 B T

W 5 AR A L 2R S TR B N E S 2% R, 0 CHERE Nl N R ESR, KR A B FEA
BT, BB, 43 1 C ] A, P DA it vt PR R i €, 45 380 X TR s 1 SR B R 52 2505

5. AR AR ZE R 1 B A AT — TR 1 ER BR ] 55 50 25 1) il 4% 7 v, AR E T D3R (a)
Al/E5 8 (b) Bk A MBI = 2 % g BRN, N-— R R JE 2 i

6 . HRF AR B SR 5 BT 1) 2R R B 55 29 55 (1) il 4% 7 3%, FoRREAE T D3R () R TR A
HUBRE 24 83— 4R LA HL) —2-F BRI 1.5~2. 04 &,

7 AR ZE R B A AT — TR 1 ER R 55 50 25 1) il 48 7 v, AR T D3R (a)
A/EOP IR (b) A BT i 71 FR R R R DU e B A R e

8. AR AR ZE R 1 B A AT — Tk 1 ER R ] 5 50 25 1) il 4% 7 v, AR AE T 2D 3R (a)
HH BT I P 5 70 ) 95 77 93— (AU B R L) —2—-FH BRI B 5-8 5 o

9. FRAE AR ZE R 1 B A AT — TR 1 ER BR ] 5 50 25 1) il 48 7 v, AR T 2D IR (a)
HH BT ) R BB TR S 2 3 - (AR oK ) —2- R T 1. 2~1. 624 & .



N 111704588 A W OB P 1/6 T

R RS FHHIE TS A

RAR G
(00011 A BB S 25 W 7RI SR AT 5 9 e — i ER IR I 52 255 (R il 25 ik

HEEAR
[0002] LR L% 2% (amorolfine hydrochloride) , b2 A FR N4— (3—KF UK I AR I -2
H L PR E) X -2, 6 — FE S mpf £R R £, CAS B 1K 5 78613-38—4 , (L2245 f xR -

HCI
N
[0003] m (r\(])/

[0004]  ERFRET 5L D5 R —MPT B B2, th B IR , v 1 = 8 55 A &) 1200243 H 7ERR
M, 5 & Loceryl , /E ML ASqualene epoxidase inhibitors—ff & I 4E B
7, DL A % 45 B D0 488G (SQLE) 93 A, 38 FH T B DR g SR IR L o 06 T~ R R R 52 2 55 6 ik
T2, AR HHIR:

[0005]  JGUAFF % FIEP1749826 £k BRFH 2 &9 55 (1) & pRUEE 64N F

HCI
s \[Oj/ Pd/C,H, ©/\|/\
m\ N HCI/ 2% K{ ’u%ﬁézz eI

HCI

/\}/@A(\N (" oo /\\m

[0007]  JEHJF 4 FIEP1749826 4 R 2% - (1) 2—FF -3 LI PO S S5 -2, 6- — H B ne mpk
i L, 13 FIRR-4- (32K —2-F L 3E) -2, 6- — H LM IR ER R £, (2) Mil—4- (3-%%
Fe-2-FILPIRL) -2, 6 FH LN upk b R £h S 2- S -2-FR B T e, IR AL, K AEHeck RN, £3
BR 5 B 05, B fa SAL S SRR R Eh 45 B R ERR 5 2 55 D IR (1) Hr A AL AL, A
B s IO D IR (2) AT REA 2 A EHE RS, @I PR 2, e i AL R, BUSCRAR, I B R
HRIR B, BEFE R

[0008] [ 5 & FIW02007113218A1 2t itk 1 b FREN 32 ' 25 A i 77 ¥2% , 3 — *PHeck O B , A0 f
AT T AT B JE 2R 5 2 FR R AT I T, 5 81 3— BN A R -2 R R TR 8 5 28
OB IR RGOS 5 3K IR TR -2 R TR RS S5 -2, 6 R S R R g ., 75 1] o 25
75 B R E AR SR R IR $h 15 2 Fh BRI 2L B % A R R T

[0006]



N 111704588 A W OB P 2/6 T

¢y

J\,OH AP A ~o
DMP/E At 1 1335 5500l B e 70 G T AL A i £ i
|

[0009]
HCI

[0010]  WO02007113218A1 % J5 i B A itk , (HATV A AN R 2 Ak = (1) 55— B Heck N, [ N 5
FUDMEH S5 BEVE , PR /K Ab B R AR i, i 5 0 e s (2) 58 D IR e A ST B AR A s A 2
S EMEALY A KEER, BB K.

[0011]  [RI I AR ATk 75 BT R — PPt T2, V5 g/ 3w Pe 3 = 0 i i, iE A Lol Ak A
72 IR SR BRI 55 B 25 (1) ) 4% 7V

RAAE

[0012] B H 1 < 13 BUAT AR AP AR )il , AR W BRI — b T Z & B A BTG 5/
AR MR 15 77 i TR R, LG A A AR 7= SRR I 55 B 25 1) ) 4% 7 2

[0013]  $FARTT G AR FRAL 1 — P £ MR 52 B 551 il 46 vk, A L R 2P BR : () 3- (4~
AR FEIRIE) -2 H L TIE AT HLBR T R N B R o, O°C R R S 2 12 1 o 22 S s
o W INSE R, 25 CHEPE4-6h, 48 S MR AR IONUK DL J5 15 2155 — R aA s (b) 55— AR IRl i
ATHUIR MR -2 , 6 F SE M BRI RO S R4 m 5 25 CHERE6-8h, £ S I 71 A HUAT
BRI SR AR B R (o) 55 PR LIRS+ A BRI S S i, O CHEH: T~
WA FALE AR, KE A O, 280,15 8 O 172 IS 5 5 PR i, 15

HCI

N/\]/
ST T 0 SRR 2 5 Kro
|

[0014]  fltiktth, DIR (a) H, 3— (A—FUK PR IL) —2- FH BE PO I - B & B AL JBE ZR L
F1.0:(1.2-2.0) : (1.5-3.0) ARIEL.0:1.2:2.0, HeAR Ik HE 46 7E (R UE IS 28 FO Al BE RS L, 7]
AR EA

[0015]  fltiksth, B9 (b) 55— a4 -2, 6— — FF L bk « A5 HLB ) BE JR B A1 .0
(1.1-2.0) : (1.5-3.0) i%1.0: (1.1-1.5) : (1.5-2.0) , BRI EL 45195 BBl 26 AR AE U R A4t
FEIGOLT , A A BB R A

[0016]  fRiEHN, 2P IR (a) H A0/ BE R (b) H BT IR (1) A HLBBCA = i I e BN, N-— 57t P 2k
NGk = .

[0017]  fRikh, 2D BR (o) H BT IR B A HLIR I 24 883 (A-BURIE R BL) —2-F JL I BER 1.5
~2.04%5,

[0018]  fRikHh, 4R (a) FH/BP IR (b) A B i ¥ 77 o 2R L R DU kg L — &0 e
SR R,

(00191 fLiktth, 23R (a) rh Birad (3 700 DV 77 B 9 3— (4 BN B A ) —2 - H L P B 5-8



N 111704588 A W OB P 3/6 T

.

[0020]  fEidHh , 25 B8 () Hh B ik ) FRRE PR S0 1) 24 5 9 3— (4B B AR k) —2— HH JR PR I 1)
1.2~1.534&,

[0021]  JELEE S22 AR « AR BA DA B RO 7 AR 25 A R 48 20 (T Frs 93— (-4
I3 R L) —2— R O DA I R T S A o SR TR T A S I 5 49 1) B AR 4 WAL R B 1) B
— AR, RN T RN

Il/

OH .f‘;tifhhi o
[0022] e

(I11) (III)

[0023] B AEA WA AEBLIESEAE T F 3 (1D Pros 28— a4 5 IID‘IEQ—2,6—:
FH R R BEAT X000 1 S A SN, 15 215K (TV) B (958 P TalAA , e B R Qa0

o LS

0% & - N
[0024] WA B Kro

(III) . (IV)

[0025] iz Jm g 25 — v 1) 4% j 4 e A8 Bl — (3R RN AR B -2 I L Y 386 -t -2, 6 —
FEnch bk £5 R (FRERR 5 2 0%) L I N7 RS R
HCI

(V) (1)

[0027]  HEAFARALL , AR BHEF LA

[0028] 7 BH H ) o Ji ik TR T A s 7 A I 2 i 5 e SR T &0, ZEMRUME 261 R, AR b it
R TR T 1) S5 I, F b K 3 (4—BURSE R 5E) —2- FR BE RREAE NS i okl , (8 5 5 15, TE 75 HoAth
JERFEAR o [ NI 7N R 2K, AR EE , W] BN, FRBE Y5 Je /N, vl G R AR R AR

[00291 A& BH v IR X531 S5 A% BUAR s I A —— o 7 60 140 A 58 s e i 1 A0 B I 2810 4%
AL AR e 2 I 2 T e SR TR I 288, 29 2 R T 8 2%, 2 A AR e R R ik AR BB S B
BEG T B4 B AL AR B A 13 BP0, OBESR AR, &) T4, s etk
JEAbER T8, Bhalifh R .

[0030]  AKBHEESL T @& H, P2 sh R0 55 B 25 B alifh, SR & & & Tl A
I



N 111704588 A W OB P 4/6 T

B AT

[0031]  "RIZs & BARSL A 0T A< & R AT FELR A48
[0032] A% B it DR FIG R A T 7= i
[0033] it /7 =1 -

[0034]  1.zRIN T 58— P AR A 1) 45 -

O
Il_~

S\
[0035] /\~/O/\‘/\

1l
[0036]  10KgzRITRr/R3— (4—BUNK IR IE) —2-FH BRI, 9Kg — & J# , 80Kg K, 0°C 1 , 421
T IN6Kg F s L S0, i I 5e K, FHRL 22 25°C, i hE6h, )R BTE 4 5 , MK, A HLAE 2> ISR , 7K
FHFE FH20Kg R A — %, & IR A HLAE, oK B BR AN T1 , 1 98 , Wk 4 1 77115 1 2Kg X I
NS R [AA S i L IS R 88.6%6 .
[0037] 2. IVAT 7R 28— (A4 1l 4%

[0038] /\~/©/\‘/\ Kr

[0039] ﬁx6.5Kgﬁmﬁﬁ%§%“ WA, 4. 4Ke = 2.1, SKe I —-2 , 6 — FF FE N ik , 52K g FH
7,25 CHERESh, R 564 i » SRR W R N.pH=3~4, 73 G HLAH , K FH T 13Kg FH 2R AL HL —
U G IEANAE, ToKBRBR AN T8, ok U8, Wi 13 )43 20TV o 28 = v (Rl B 52 2 25 etk
YI6Kg, i H87.0% .

[0040] 3. =TT EhBRRA B 20 55 1) il %

HCI
[0041] /\m '\r

[0042] W5Kgﬁwﬁﬁﬂ<ﬂ§vgqjIEHWBT%%%’%K%Z@Z?EWEE,0°CT%%L1—F’JE)\§MJC§MEE
i, B &R BipH=3~4, {7 Ikl FALE S, A K& B B A, 2 890 (45 BE R T8, 15
FI|5Kg F 8 [E 44, %89, 7% ; 5Kg H Tl A , 25K g 57 TN BE , FHIE A J5 » Tk P R R B, 2 #hadt
D& BT AT i 2 B0 VA FE R A 154K g U T o SR IRR 3 &' 55 7 il , IS  %880.0% o

[0043] =y 72

[0044]  1.xQIMRfr7m 58— v TR A4 ) i) 45 -




N 111704588 A W OB P 5/6 T

[
[0046]  10KgxITHT/R3- (4-BUKFEIHEE) -2-HI FEAEE, 12Kg N,N-— ¢ A F: 4 1%, 80Kg HH
JK,0°CF, GEMR T . 8Kg PR REFE AL, W hnoe B, FHR Z25°C , it dk6h, B 584 e, Ik,
BUAH S HUSCER , KA P FH20Kg FR R A HL— IR, & I A LA, JL/KBRBR BN 1158, ik Uk, e 4 V4
FE1 1K 2l I 7% 55— v ) A 7= i U 284 2% .
[0047] 2. xRIV R~ 58 = A B A4 1) il £

[0048] /\}/O/Y\

[0049] H&6.5Kgftﬂl}5ﬁmﬂ€—t?l£ﬂﬁi 5.6Kg =z, 2. 8Kgiix-2, 6- — F Btk , 52Kg —
AL, 25 CHLHESh, I N TE A 5, Eh IR TR S NpH=3~4, 73 A HLAH, ZKAH - FH 13Kg — & H
PRI — IR, & FF AN, ToK TR AN T8 , ik U8 , ¥R 4 -3 77145 NIV B s 28 = v [ Ak ] 52
B HIRYI5 . 8Ke , U $84.0% .

[0050] 3. THr7s ShER R 55 27 55 1) il &

HCI
[0051] /\m '\r

[0052] E&5KgﬁWﬁﬁﬂ<ﬁv§g¢‘IEH1ZISBT%§§,25KgZAE§j%W@E:OOCT%%%—F’@)\%{’K%E‘A
i, B & R N pH=3~4, 15 LB S LSS, B B K E A i, 2 550 A BENUE T4, 13
14 8Kg I ELlil 44, i R 8T . 2% 1 4. 8Kg I L[l 4, 24K g 5 I, Ik 5 it 5 M AR VB MY 72
P U8, BRIRAT & & O A FERUE T4 159 3. 8Kg I I T/ SR IR B 25 & 55 7= i, e
79.2%.

[0053] St /7 23

[0054]  1.zRIN T 58— Hp IE) AR A 1) 45 -

Il_~

=
(o e}
[0055]

11
[0056]  10KgFRITAf~3— (A—BURIEFKIL) —2-FF LA IS, 14Kg = Z. 1%, 80Kg — & FF &% ,0°C
T, 22453 N1 0Kg FE R L &, T N 52 B, FHE. 2 25°C , Fitkk6h, N 5845 » /K E AL S
W4, KA 20K g R 2R ZE B — Wk, & I B HLAR , T /KB BR B 45, ik o€, IR 48 T 1 7745



N 111704588 A W OB P 6/6 T

10. 8Kg =X I 7= 2 — A [a) A4 7= i, IR0 %80 0%
[0057] 2. 5XIVHT7R 58 — R a4 1) il 4%

[0058] /\~/©/Y

[0059] H&6.5Kgﬂiﬂlﬁﬁmﬂ€ Hh A4, 8. 4Kg N,N-— RN %, 3. 8Kglii -2, 6- — F 3t
noh Wk , 52K g PU SR , 25 C i #1:8h s [ B 58 4% I » Eh IR 1 ) W pH=3~4, 7 i G HLAR , /K AH T
F13Kg & H e 2B — IR, B A WA, To /K BRER BN T4, 1 98, W 4 TR 7748 SRV TR 58
o [E)AARBE BE S 2 R A5 . 5K, 1 E80.2% .

[0060] 3. =RTHT R B B 20 55 1) il %

HCI
[0061] m '\r

[0062] H&BKgﬁWﬁﬁmﬁﬁgﬁPIENMT%%%JSKgZEﬁﬁW@E,0°CT)”FIS?¥T,@)\’§L%%E&
R, B & RN pH=3~4, {5 138 FAL TR A K A, 48 B0 A4S B T, 75
4. 6Kg A th [ 14, S 83. 6% ;4. 6Kg [ th [ 14, 23K g 5 P %, THEL I 8 J » Tl VERIBLBR » e
I, B IR AT A, 2B 0 ABFEE TR 153 . 6Kg AT s SR IR Bl 5 B 55 7 i, LR
78.3%

[0063] £ % S it 5 2 R O Ul B AR I ) AR R B8R R i, B IO AE ik RGBSR
RINRERS 1A W IR P9 28 5 4 DA St I A E LA PR 1A B £ DR 37 i B MUAR B A
R A0 SIZ Jo P A ) S5 288 A 5 B U 0 R i AE AR I 0 PR PV B 2 A




	BIB
	BIB00001

	CLA
	CLA00002

	DES
	DES00003
	DES00004
	DES00005
	DES00006
	DES00007
	DES00008


