CN 113045509 A

(19) thie A B FnE E SR E1IR =5

4D (12) LA FIeRiE

(10) BRiEAF2S CN 113045509 A
(43) BBiE AN FH 2021. 06. 29

(21) BRiEE 202110605924 .4
(22) HiFH 2021.06.01

TN BN B REYEARA R A F
ik 201203 i AENX H H 7 Sk
IIX & RHK37285 1 11
BiEA [LAZERZDER AR A F

(72) KBAN BENIRE EHZE BB Brd
AR

(74) TRRIENA Ll amF 55 o 31283
RIEAN EEW (THIE

(51) Int.Cl.
C07D 263/20 (2006.01)

BORESRA 10T BB 454 5

(54) &R &FR

FI 2 i i Tl A 72 vk
(57) 5%

AR O BT 23 AT, 5 Je— PR 23
FE B Tl A P2 073 ML A T AP0 TR R UG
JEURE, G20 AN (T A S AR SR R i o A B
R 8 M g o 6 7 100 R T B R N AR PRI RT L R
JS7 B B & JEORHE B 2 A A IR e 4 &
BT BORAG, Be7= hailE vm  & A Tolkfk

o~ X s
s 0 =/ o e /=\\_ -0
N ‘\ Dal + 2 o . O\_/NW')\_‘? AL . )L"'":
e F
A :
’
Q
Fany A .,\‘Hn 0"(I:’
o FN A

m‘!/ |



CN 113045509 A W F ZE Kk B U1

1. RhoMIZRIME i ) b A 7= 05 3%, FRFIEAE T, AR a0 R 2P R
(D R XSV T AL I T A T AL & PRt AT S, ZE sl IAL &

Y, FRONA
Ly @ \}_QX—O e ——* o_N ﬁ f'\J'
1]

<2>ftm1JcA¢7Jf%Hwaﬁﬁc?‘JH’JﬁfﬁﬁF 5 LB R AT I A R 2, 3
R

0
d N j ./ 2o 0“‘{':”'
\,/'J"\.fc' | “MH; 0\,_ __',.-N N 4 _Nx__,./-]\_,NH .
F

Hrp 5% (1« (2 H B (1) TE A LB 37 e 1 o R 240 ok I BN ok I Y ok T 6 AR
TR IR s 20 B8 (2) R IR AR AL 7R A I T 4

2 AR AR LR BT IR i R S i 1) b A 77 v, LR IEAE T, 2B 08 (D WP iR 20T
& R AL A S TEH LI F & B R EE T 1~2:1~2,

3 MR A BRI B R 1 AT I 1 R 2 e e i) ol A 7= i, A AEAE T, D IR (D IR A HL
VTR HR 2R NN - R R B e L D B R 1 — P el 2

4 KR BRI EL SR BT I ) 23 M e i) b A 7= 5 v, AR AEAE T, B 3R (D H ) S SR
JE 45 C~70°C,

5. HR 4 BRI BLR A BT I 1) R 23 M e i) oMk A 7= 5 ik, AR AEAE T, B IR (D H ) S SR
£ 450°C~60°C .

6 . HR 4 BRI ZER 1 AT i (1) R 23 M e i) oMb A= 7= 5 ik, S AEAE T, B IR (O HraRIAL &
V)5 AR BEJREER1:0.2~1.0.

7 HR A BRI B R 6 AT i 1) R 23 M e i) oMb A 7= 5 ik, S AEAE T, PR (O HraRIL &
W5 REAL TR ) BE R EE M 1:0.5~0. 8,

8. MR 4 BRI B R 1 AT i () R 23 M e ) oMb A= 7= 5 ik, S AEAE T, P IR (O s RIAL &
Y5 BRI BE R EE 10 1~3,

9. MR 4 BRI BLR 1 AT i 1) R 23 M e i) oMb A= 7= 5 i, S AEAE T, P IR (O HraRIL &
V)5 TeALBR BE /R EE 12 2~5,

10 MR FEAUF T SR TR i I Zme B 1) Tl 2B 72 0 2%, AR T, IS B D 18 (2)
SRAG IR S0 Jig P 2 B 465, IR JEL 45 SR TS R B R UG/ JE R JGE B R R/ O JB Jﬁm



N 113045509 A W OB P 1/4 T

FIZSMRR RN Tl & 775 3%

BRARGE
[0001] A B J& T 25 WAL 22 sk, FARTR AL 7 — FhoMIZ M (0 Tl A7 5 s

SR
[0002]  FZsMefi% (Linezolid) ,4b% 44 (S) -N- {[3- (3-F-4-MMKIEFIE ) -2-5% 4% -5-
WREIe fre B ] FR 3L} 2Tk , 7 i 42 PR (Zyvox) o B ZS M R 25 R 20 A R

— = ‘lk

6 N N9

A A NH
F

(D

T 23k i i 28 B Pharmacial & Upjohnay &) GHUNPEizer oy &) & H Sk il 2
PUEH 2590, T20004F4 ALESLE & Ok BT, 0 77 1 5 2= 13K E (VRE) BGN 75 5 2 it 28 5
ERTR (PRSP) 51 S B MUREAT B K67/ AL BR R 2 8, 38 W] LA V67 H i R SR ik <
KB (MRSA) 51E Al 98 J 45 &1 B2 IR gL 5% - H i, 2 29 S AR B BT, 43 N 77
AR TR AR
[0003] ¢k (H [ 294022 2 &, 2005, 15,89-93) A FF T LA3 -4 - AR I S F R e A in [
Bl 5 R) - AR N B G 15 FAUEME L iR (R4, 22 8 Bk L S A B AL 515 IR
R ANAA, B fe %”%W‘ﬁiUllmann}ifhﬁﬂﬂm”J:ﬂﬁ,%J%%?ﬁ%ﬁﬁﬂ::

rl_.—~ T |\\ Gl . ...-"._\' o n = -_H .l,_\.n
fa, ._,:j— == _:‘. —= B T e
% g -—4-._ Iy ] o,
F F F F ‘l:;

n fjj_\\rm 9

" ; gy 'l'l
B { =N o — d N _r—x
e HH._ _CHy e -k,r.ll _CH,
F
G o

[0004] & FJUSH688T92AFF T LA (346 -4 - MWk AC A D) I R it i ik, £ 5&
HIRFIRAE A TG, 5 R) -4 /K B T BRI [ N, FR IR 48 H RS IR AL « B Ak s v HEAL AL
AT B R a3 i, A ﬁlz%%*zﬁw

o o
=, | L= R B S, 4 =, I'Il""
4 :.PM:E:U \\ o ""rx Panls o . ':{ = I:'j
b 4 W 4 \ —
4 ._J.‘_ o A N, N,
F f F I &
[+ Iy o
W 0 WM [
o N S —— = o 'r_k
r.?"_’ e ~HH.__CHy L —J-._,_M| A,
F

[0005] DL E 5 A 2R fi ) 5 3% » O BE 2% A 7 4 5 T%M’E’Ezh%fﬁl PR 2R U O H
FIt I SR} 5 52



N 113045509 A W OB P 2/4 T

RANE
[0006]  Jyfif R BLA BARAFAER) LR BA R, A B SR 1 — AhoR R i i) b 2B 7 05
2, H AP I NSRRI AT, BROTVE SRR T 8 OR AN Al vy, a8 & oA A7
[0007] A BHIIEARTT RN -
— PR M R T AR PO AR AT AP R
(D R AN ST T A HLE I I TENUER S 3 AL AT s, 28 eI

EY, RN
‘}—GPD N &
Ol \,f'\,{ 3

O

(2 Jﬂiﬁm%é\%E%MW&f&%ﬂ WIERE & 5 LB R AL B A S B 2B R
RN, e NN |

CI

0
SN }"O Q —
Gu“@“vl‘\rc' . A “NH, =R ,f” \ / Nd_,fJ\_,HH
;

[0008]  Hir, PR (1 | (2) W ik i) Jo LB 7 1%k F Ak RN - Tk IR Bk IR L Bk TR &
PRRIRR IR # 5 22 B (2) v BT il () (i A 7510 9 B I 4

[0009]  fLizth, Bk i) Tk A P27 vk 20 3R (D I R TG X A& S oL
B BE IR EE AT s 1~2:1~2, i1 :1.2~1.5:1.2~1.5,

[0010]  fLidktth, Frik i) Tk A F=J5 vk, 20 B8 (O H I NI A AL 7 F 2R NG N- R
FH B« PR R P ) — For il 22 o

00111 fLikHh, Frik i) Tolk A P2 o7 vk, 20 B (D I RN A45°C~70°C , it — PRk
50°C~60°C .

[0012]  fLikh, Fridk i) Tolk A F= o7 vk 20 R () R R AW 5 L BEIZ 1) BE IR EE M1 1~
3, A&l 1.2~1.5,

[0013]  fLikh, Fridk i) Tk A P2 07 vk h 20 B8 (2) Hh A& 40 5 e WLBR T BE R EE R - 2~
5, HfLik]:3~4.

[0014]  ffRideh , Bk i) Tl A= =07, A2 R () vh AL & 4 5 i A 77 B BE 2R L L
0.2~1.0,5ti%1:0.5~0.8.

[0015]  ffidkh , 2R (2) WAk S BN B A AL 779 F R

[0016] ﬁ—mﬂﬁ Fﬁ R VA 7= 5 vk, B D IR (2 F3R1G A S e i, TR AL L &
S

[0017] ik, Frik S 45 AR H AR OB R IEBR e IE O ke S B A e
ot HR IR — PR Bl BEARIE R £ IR/ T BRE Bl R 2K/ TE BT

[0018]  fRdehh, FriR ZEEUE ik B LR LM S F b U0« B , SEARRIE 418 .18
[0019] 7<% BH Frad (1) R SR M e Tk A 72 32 s 8040 R 7 B | I N7 S A A e IS B[] 8



N 113045509 A W OB P 3/4 T

HISURHE B 5 45 , 1 BT 22 4 0 R B BERAR, & b 2wy, BEIE & Dk fb A
77

B A

[0020] 7 B4 S AA A R BH I 9 4, IS THI 465 6 5 AR S i 491 SR At — D i 68, {H B Ak
(1) i it 7 3R AN XS A 5 BH 1) P 25 BT AR 1

[0021] S fsif1: (S) - [3- (3-%6-4-NBMpk ) JHE - 2- S X -5-HEM b 2 ] FE LS (A 4 TID
) il 2%

7] 250m1 5 S R INN10. 00g AT (N- SR 3k - 3- G- 4- TSIk 2R 2O, BRI
100m1 A BAE ), 5. 02gBRBR A1 , S N il B Z55°C , FELERE #E 1NN 5, I3 . 36g4b & 1T
((S) -HHF KD BRI, BT B s 8, JERIRAE 2T )5, A 150m 1 (1) 57 Y B
A FT 22/, 18 JEDF A 40 C S HET, 43 38 52g1 (S - [3- (3-8l -4 - NG Ipk ) AL -2-
SR -5 - Bk e B ] H RS, TR 285 . 2%

[0022]  SEjafs2: (S) - [3- (3- %6 -4-NGMpkI) JHE - 2- S X -5 - BEM b 2 ] FE LS (A 4 D
) il 2%

7] 250m1 5 N I 10, 00g AT (N- SR 3k - 3- G- 4- TSIk 2R 20 , BRI
100m1 A BRE ), 6. 27 g BRBR AN , S N il B 2 55°C , FELE R RE 1NN 5, I3 . 36g4b & T
((S) - KD BRI , [ BT R #E, JERIRAE 2T )5, M 150m1 (1) 57 Y B
A AT 2/ 198, JEPFAR40°C BT, 15 218. 308 (S - [3- (3- 95 -4 - N Mph k) Rk -2-
AR -5 - Bk e B ] RS, SR R83. 0%

[0023]  SEjfs3: (S) - [3- (3-%6-4-NGMpkI) JHE -2 - S X -5 - BEM b 2 ] FE LS (A 4 D
) il 2%

7] 250m1 5 S INN10. 00g AT (N- SR 3k - 3- G- 4- TSIk 2R 20 , BRI
100m1 A EAE ), 5. 02gBRBR A1 , I N iR B ZE60°C , FELEH RE 1NN 5, I3 . 36g4b & T
((S) - KD B RN, BT R #E, JERIRAE 2T )5, A 150m1 (1) 57 I B
A 3T 2/ 198, JEPFAR 40 C BT, 45 28 15g) (S - [3- (3- 95 -4 - NG Mph k) 2Rk -2-
SR -5 - Bk e B ] H R, TSR 81 . 5%,

[0024]  sEjafsil4: (S) - [3- (3-%-4-NBMpkIE) HE -2 - S AX -5 - BEM b 2 ] FE LS (A 4 D
) il 2%

7] 250m1 5 S R INN10. 00g AT (N- SR 3k - 3- G- 4- TSIk 2R 20 , BRI
100m1 — F 2 H B R 5 57, 5. 02 g B BR £ [ NI 2255 °C L i 2R 1 1 /NI J& , I3 . 36g1k
HEO (S -HEAABD B SO, RN s e, SRR 2T J5 , A 150m] 1 55 74
BEVE TR FT R 2/, 18, PR PR 40°C HB LT, 153218 081 (S) - [3- (3- 98 -4 - N mph K)o
F-2- AR -5 -WEmk b T FE LG, SRR N80 8%,

[0025]  sEjafsil5: (S) - [3- (3- %6 -4-NBMpkI) R HE -2 - 54X -5 - MEMk b 2 ] FE LS (LA 4 D
il 2%

7] 250m1 5 S R I 10 00g AT (N- S A3k - 3- G- 4- TSIk 2R 50, BRI
100m1 A BRI, 12. 01 g B R 46 , I SR 2 55°C , E LR FE LN 5, II N3 . 36g b &9 1T
((S) - KD B RN, BT R e, JERIRAE 2T )5, A 150m1 (1) 57 I B



N 113045509 A W OB P 4/4 T

7L AT 2N T SRR 40 C AT 45 217 05gH (S) - [3- (3-8 -4- MM J) TRk -2-
AR5 -WEME e L ] B BE S, B R70. 5%,
[0026] Sz {516 « Il 2 1A g (14 ) 25

[F1250m1 S SR H IS . 20g i1k & T, 1. 85g LTz , 10, 80gBRERHH , 2. 48g AL
TEAR TN A0 L FR VA0 , PR 1900 S5 /NI 5 « 44 S LI 40 %8 S L i 40
IMA50m1 28 £, Tig v 77 A5 0m 1 26 Ak /K BEAT BB, #7005 23 B9 49 B I A HUAHEAT T
PR RGEE T, I LR L TE20m 1, BRI IEPERE60m 1 BEFENT i, SEDFIL 25 45°C N T34/
I, 75 S A e i B 7 . 38, B ML 90% , HPLCAE FE 4999 . 7%.
[0027] S f5i]7 « | 2 e gz (4 ) 25

51 250m1 J2 S NS . 20g [k &9, 1. 85 7. Tk & , 10. 80ghRER ST , 3. 97 gfi Ak,
TEAR TN A0 L FR VA0 , PR 1900 S5 /NI 5 + 44 S LI 40 %8 S L e J4 0B
INAN50m1 28 £, Tig v 77 A5 0m 1 26 Ak /K BEAT BB, #7005 23 B9 49 B I A HUAHEAT T
PE IR T, I B8 £ T20m1 , FE AN I B Re60m] 35 BEAT & s JE1F B 4% 45°C R F44h,
13 BRI ZE ML B T . 22, RN Hy88%  HPLCAL 499 . 8%.
[0028] izt 45118 - ) 2 WA g ) i %

1 250m LI S H NS . 20g A& T, 1. 85g 2.t , 14. 40g R FR T, 2. 48g LAk,
TEAR TN A0 L FR VA0 , PR 1900 S5 /NI 5 + 44 S LI 40 %8 S L i 4D
IMA50m1 28 2, Tig v 77 A5 0m 1 26 Ak /K BEAT BB, 3 B 70, K% 23 B9 49 B I A HUAHEAT T
I YE IR E T I 2 20m ], F N IE B RE60m S HEAT & s JEVF A5 45°C N T44h, 15 31
AZRMERL AT . 13g , R 8 T%, HPLCAEE 299 . 6%
[0029] K519 - F) 2 gz 1) sl %%

7] 250m1 S B R IINS . 20g AL BT, 1. 85g ZLBEf% , 10. 80g Bk FR T , 2 . 48Tk,
AR, 0 NAOm LAY FR I8 511, I [ 370 R 25 /N i < g S S 0 48 2 T, 46 R
INAN50m1 28 2, Tig v 77 A5 0m 1 26 Ak /K BEAT BB, # B 70, K% 23 B9 49 B I A HUAHEAT T
REPE RAE =, I 2R 20m1, BRI IE BEFE60m L 5 HE 4T , UEDF L 545 °C R R4/ M,
13 BRI ZR WL LR T . 798, SR 9 95% , HPLCAE 2999 . 8%




	BIB
	BIB00001

	CLA
	CLA00002

	DES
	DES00003
	DES00004
	DES00005
	DES00006


