O O
O O
O O
O O
O O

O 0Ooooo
OO oO0ooog
O Ooooo
OO oO0ooog
O 0Ooooo
O 0OoO0ooo
O 0Ooooao

Oono
Oono

O
OO

e R s e [ O [ e s e e e e e |
e R s e e O s e s e e e e e Y e e e e i
1 sy e e [ e e e e e s ) s s [ s I e

O e O s R e [ O s e e e e s s s [ e R

goono

Ooooooooooogogg
OooooooooooQgdg
Ooooooooooogogg
Oo0ooocooooooQgdg

|
|

|
O

ooooODDboOOooDoooobooobobooooo
goooooao
20 110 50 (2020.11.5)

O
313/06
43/00
31/04
25700
27/16
9/00
27/02
1/02
11/04
15700
13/02
13700
1/04
19702
19/08
17702
31/145
333/34
31/381
215/36
31/47
31/4402
213/64
31/341
307/64
231/12
31/415

313706
43/00
31704
25700
27/16

9/00
27/02
1702
11704
15700
13702
13700
1704

0 2019-536750(P2019-536750A)
10 120 190 (2019.12.19)
000000 2019-051

0 2019-518499(P2019-518499)

(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)

OoooooooooooQgdg
Ooooooooooogogg
OoooocooooooQgdg
Ooooooooooogoggg

JP 2019-536750 A5 2020.11.5



(2) JP 2019-536750 A5 2020.11.5

o000 19/02 oooao
o000 19/08 oooao
0Ooo0o 17/02 oooo
o000 31/145 oooao
Oo0ooo  333/34 oooao
0ooo0o 31/381 oooao
0000  215/36 oo0ooao
0000 31/47 oooao
0000 31/4402 0O OO0
oooo  213/64 oooao
o000 31/341 oooao
Oooo  307/64 oooao
oooo 231712 oooo
o000 31/415 oooao
ooooooao
00000002090 150 (2020.9.15)
ooooooao
000000000000 O000a0
0o0oooooooooao
0oooooogao
ooooooao
ooooooooan
00000
0000000000000 00000000000000000000000000an
oooooao:
oooao
0 0
LA
AN 5
H R
NH»
Qoo
O-ADD0DO0O0O0-A0D000-AP000 ;
0-A°000000000000000000000010000000-R*"000000
ooooooao;
O-A"DD0DD0000C,, ,,0000000000010000000-R*0O0D00000D
0ooooao;
O-R*000000000:
00 —RXXD —RXXUD —RXXVD —RXXHD
0 0 -FO -ClO -BrO -10
0 O -OHO -OR**[0
0 O -LX-0HO -L**-0R**0O
0 O -CF50 -0CF30
0 O -NH,O -NHR**O -NR**,0 -R*MO
0 O -LX**-NH,0 -L**-NHR**0 -L**-NR**,0 -L**-R*MQ
0 O -C(=0)O0HO -C(=0)OR™*0 -0C(=0)R**[
0 O -C(=0)NH,00 -C(=0)NHR™*0 -C(=0)NR**,0 -C(=0)R*MO
0 O -NHC(=0)R**0 -NR*NC(=0)R™*O
0 O =NHC(=0)NH,O -NHC(=0)NHR**0 -NHC(=0)NR**,0 -NHC(=0)R*MO



I ey e ey e ey e sy [ A B

(3) JP 2019-536750 A5 2020.11.5

-NR*NC(=0)NH,0 -NR*NC(=0)NHR**0 -NR*NC(=0)NR**,0 -NR*NC(=0)R*MD
—-NHC(=0)OR**0 -NR*NC(=0)OR**00

-0C(=0)NH,0 -0C(=0)NHR**0 -0C(=0)NR**,0 -0C(=0)R*MO
~NHC(=NH)NH,[I

-C(=0)R**[

-S(=0)NH,0 -S(=0)NHR**0 -S(=0)NR**,0 -S(=0)R*MO

-S(=0),NH,0 -S(=0) ,NHR®*O -S(=0),NR**,0 -S(=0),R*MD
—NHS(=0)R™*0 -NR*XNS(=0)R**[

-NHS(=0),R**0 -NR*NS(=0),R**0O0

-S(=0)R™*0 -S(=0),R™*0

-SHO -SR**0 -CNO O O -NO,

0ooooo

0000000000020 000000-R* 000000000000 DOOOOOD

Ooooooooogooogoo

0 -0-CH,-0-0 O O 0 -0-CH,CH,-0-;

-*-000o0000D0D000D0DOooo0onCG,, ,00000000 ;
-R*0Do0o00D00O0000O0O0O0DO0DOoOOoOoDG,, ,0000000000000O
0Doo0o0ooao;

-RY0 0000000000000 DDDDOC,, ,00000000 ;
-RYOOoooDoDoDo0D0D0D0D0D0D000000C,, ,00000000 ;

R0 D0DD000Csy, ,000000000000100000-ARM™MOODDODO0OO0OODDO
000 ;

-RAN\Oooooo0oo0oO0oO0oO0oOoOoo0OoOoO0Cc,; ,0000000 ;

-AFMO 0000000000000 00000000000000000000000
0000000000000 0000000
100000000000000D00000D0000D0DO00 :

-RXMMO _c(=0)R*MMO -C(=0)OR*MMO O O -S(=0),R*MM;
-”AMMopoppoooooDo0O0o0OoDOoDOoO0oo0DOoDooOOoCG,, ,00000000000000
000000 ;

-RIO0DD0DDO0OO0O-HODODOO-RYMO OO ;

RMOODODODO0DO-R™oooo-R™BOOD ;

R0 DDODODODO:

0 -RAO -RA20 -RA30 -RA40 -RAS0 -LA-RA20 -LA-RA30 -LA-R™0 00 0 O -LA-RA°0 O
R0 0000000000000 D00C,; {d0000000100000-RM™200
0000000000 ;

-R20000000Cy; 0000000000010 0000-RM00100000-R

AN Qoo oDoUoooooooaon;

Oooooooooood

R0 00000000C,, ,0000000000D01I00000-RA0D10000
-RM20 000000000000 ;

R0 0000000000000 D00DD0D0D0O0OO0DO0O0100000-RMIOOoan
OO00-R20000000000000 ;

R0 0000Cs; 0000000000000 0000-RMIO 0100 000-RM2
0000000 oooogao;

-lA-0 000000000000 0D0DOC,;, ,00000000 ;
-RMOODDDO0O0O000:

0 -RAD

0 -LA-0HO -LA*-0RAAO

O -LA-NH,O -LA-NHRAAO -LAA-NRAA,0 O O -LAA-RAM

Oo0ooooao



s s ey [ Y Iy

(4) JP 2019-536750 A5 2020.11.5

-RM20 00000000 :

-FO -C10 -BrO -10

-OHO -ORAAD

-OCF50

-NH,O -NHRAAO -NRAA,0 -RAMO

-C(=0)0HO -C(=0)ORMO -0C(=0)R AT

-C(=0)NH,0 -C(=0)NHRAAO -C(=0)NRA,0 -C(=0)RMD

-NHC(=0)RAO -NRANC(=0)RAMO

~-NHC(=0)NH,0 -NHC(=0)NHRAA0 -NHC(=0)NRA,00 -NHC(=0)RMO

-NRANC(=0)NH,0O0 -NRANC(=0)NHRAO -NRANC(=0)NRA, 0 -NRANC(=0)RAMD
-NHC(=0)ORAA0 -NRANC(=0)ORA”DO

-0C(=0)NH,[0 -0C(=0)NHR 0 -0C(=0)NR ', -0C(=0)RMO

-NHC(=NH)NH,O

-C(=0)RMO

-S(=0)NH,0 -S(=0)NHRAO -S(=0)NR**,0 -S(=0)RAMO

-S(=0),NH,0 -S(=0),NHRAO -S(=0),NRA,0 -S(=0) ,RMO

-NHS(=0)RAAD -NRANS(=0)RAAD

-NHS(=0) R0 -NRANS(=0) RO

-S(=0)RAO -S(=0),RAMO

-SHO -SRA0 -CNO O O -NO,,

ooooo

-M-0000000000000DO00C,, ,000000000 ;

R0 0000000000000 00O0O0O0OoC,; ,00000000000000
Oo0oooao;

-RNOoDoDoooDoDOoOoooDoDOoOoooc,, ,0000000 ;

-RAM0 0000000000000 O0D0D00O0O0DDO0O0O0DDO0O0O0DoDOoOOoOo0oao
0000000000000 0000000

10 0000000000000 000000000000ag:

-RAMMO _C(=0)RMMO -C(=0)OR*MMO O O -S(=0),RAMM;

-RAYMMO O OooDoDoDo0D0D0D0D0000000000C,, ,0000000000000AO
Oo0oooao;

-RBoOooDOoO0O0O:

0 -FO -C10 -BrO -10

0 -OHO -ORBBQO

0 -OCF30

O -NH,O -NHRBBO -NRBE,O -RBMQO
0 -C(=0)0HO -C(=0)ORBBO -0C(=0)RBBO

0 -C(=0)NH,0 -C(=0)NHR®BO -C(=0)NRBE,0 -C(=0)RBMDO

0 -NHC(=0)RBBO -NRBNC(=0)RBE[

O -NHC(=0)NH,0 -NHC(=0)NHRBBO -NHC(=0)NRBE,0 -NHC(=0)REMO

O -NRBNC(=0)NH,O -NRBNC(=0)NHRBBO -NRBNC(=0)NRBE,0 -NRBNC(=0)RBMDO
0 -NHC(=0)ORBBO -NRBNC(=0)ORBB[
O
O
O
O
O
0
0
O

O
O
0
4
O
0
O
O
0
O
U
O
0
4
O
0
O
O
O
0

-0C(=0)NH, [0 -0C(=0)NHREBO -0C(=0)NRBE,0 -0C(=0)REMO
~NHC(=NH)NH,[

-C(=0)RBB[

-S(=0)NH,0 -S(=0)NHREBO -S(=0)NREE,0 -S(=0)REMO
-S(=0),NH,0 -S(=0),NHRBBO -S(=0),NRBE,0 -S(=0),REMD
-NHS(=0)RBBO -NRBNS(=0)RBB[O

-NHS(=0),RBB0 -NRBNS(=0),RBBO

-S(=0)RBB0O -S(=0),R®B0O



Ooooooo0oooooooooogogoQgdg

(5) JP 2019-536750 A5 2020.11.5

0O -SHO -SRBB0 -CNO O O -NO,

0Do0Do0o00D0

-RPE0 00000000 DD0DODODDOOODDCGC,, ,0000000000000O
oooooao;

-RENO D OoDOoOooDDoDOoOOoOooDOoDO0O0O0OO0cC,, ,0000000 ;

-RF*MO 0000000000000 00000000000000000000000
O0D0000D0D00O00D0O00000O000

100000000000000D00000D00000D0DO0A0 :
-RBMM _C(=0)RBMMO -C(=0)0RBMMO O O -S(=0),REMM;

-R*MMO ODpoOoOoDODDO0O0OD0DODD0DO0OO0ODDDOOC,, ,00000000000000
0Dooooao;

-RP000D000-HO DO OO-R?2000 ;

-R?20 00000 -R?2“0 000 -R*2P0 00 ;

-RZ2C0 00000 :

0 -R°*0 -R®20 -R©30 -R°40 -R©®0 -LC-R®20 -L°-R“30 -L°-R“40 0 0 O O -L°-R®>0 O
-R*' 000000000000 0DDOC,; 000000001000 00-RS“200
0000000000 ;

R0 000000C,; (0000000000010 0000-R“100100000 -R

CC2oppoUooUooUoOooOoOOOan ;

Oooooo4o0ooDooo o0 oo ooo oo ooDoDooogoooooaog

Oooocooooooooooogoo

-R®**000000000Cs, ,000000000D0D1I00000-RE0D01I0000
R0 o0oDOoDOo0O0O0D0O0O0O0OO0n;

R0 0000000000000 O0DD0O0O0DDO0O0DO0100000-R0 010
000-R*“20 000000000000 ;

-R®®00000Cy; ,000 0000000001000 00-RCI001000 0 0O -REC2
Doo0oo00oDOoO0oo0ooooag;

-l°-00o0o00D0Do0O0o00o0ooooocG,, ,00000000 ;
-RC“l00o0OoDO0O0O000:

0 -R€€O

0 -L€©-0HO -L°C-0R“cO

0 -L®C-NH,0 -L®“-NHR®“O -L“C-NR““,0 O O -L“C-RM

Ooo0oooo

-RC“20 00000000 :

-FO -C10 -BrO -10

-OHO -OR®€O

-OCF30

-NH,0 -NHR®CO -NRC“,0 -R“MO

-C(=0)0HO -C(=0)0RCCO -0C(=0)RcCO

-C(=0)NH,0 -C(=0)NHR“CO -C(=0)NRCC,0 -C(=0)R“MO

-NHC(=0)R®€0 -NRENC(=0)RCCO

-NHC(=0)NH,0 -NHC(=0)NHR““O -NHC(=0)NRC,0 -NHC(=0)R“MO

-NRENC(=0)NH,0 -NRENC(=0)NHRCCO -NRENC(=0)NRCC,0 -NRENC(=0)RMO
-NHC(=0)O0R®“0 -NRENC(=0)O0RcCO

-0C(=0)NH,0 -0C(=0)NHR“CO -0C(=0)NRC“,0 -0C(=0)R“MD

~NHC(=NH)NH,,[J

-C(=0)RCcO

-S(=0)NH,0 -S(=0)NHR“CO -S(=0)NRC,0 -S(=0)R“MO

-S(=0),NH,0 -S(=0),NHR“CO -S(=0),NRC“,0 -S(=0),R“MD

-NHS(=0)R®C0 -NRENS(=0)RCCO

-NHS(=0),R““0 -NRNS(=0),R““O



Iy )

(6) JP 2019-536750 A5 2020.11.5

0 -S(=0)RCCO -S(=0),RCO

0 -SHO -SRC0 -CNO O O -NO,;

ODooooo

-L*“-00pDo00O00D0DO000D0DD0O0O00GCG,, ,00000000 ;

RO 000000000 O0DO0DO0DODODOODODOOC,; ,00000000000000
ODooooao;

-R*N\OOoOoOoDDODOOODDDOOODDOCGC,, ,0000000 ;

R*MO 0000000000000 O00000O00D000O0000O0O00o0DO0O0o0oan
0000000000000 0000000

10 0000000000000 00000000000O0aOg:

-REMMO _C(=0)RMMO -C(=0)OR“MMO O O -S(=0),RMM;

-REMMO OoooDoDoODDODDODDODDODDODDOO0OOCG, ,0000000000000CAO
ODooooao;

-RZ2POp oo Oo0o0O :

-FO -C10 -Br -10

-OHO -ORPPO

-OCF30

-NH,0 -NHRPPO -NRPP,0 -RPMO

-C(=0)0HO -C(=0)0RPPO -0C(=0)RPPO

-C(=0)NH,0 -C(=0)NHRPPO -C(=0)NRPP,0 -C(=0)RPMO

-NHC(=0)RPPO -NRPNC(=0)RPP[

-NHC(=0)NH,O -NHC(=0)NHRPPO -NHC(=0)NRPP,0 -NHC(=0)RPMO

-NRPNC(=0)NH,0 -NRPNC(=0)NHRPPO -NRPNC(=0)NRPP,0 -NRPNC(=0)RPMD
-NHC(=0)ORPP0 -NRPNC(=0)0RPPO

-0C(=0)NH, 0 -0C(=0)NHRPPO -0C(=0)NRPP,0 -0C(=0)RPMO

~NHC(=NH)NH,, 0O

-C(=0)RPPQ

-S(=0)NH,0 -S(=0)NHRPPO -S(=0)NRPP,0 -S(=0)RPMD

-S(=0),NH,0 -S(=0),NHRPPO -S(=0),NRPP,0 -S(=0),RPMD

-NHS(=0)RPPO -NRPNS(=0)RPP[

-NHS(=0) ,RPP0 -NRPNS(=0),RPPO

-S(=0)RPPO -S(=0),R°PO

-SHO -SRPPO -CNO O O -NO,,

ooooo

—RDDD
0Ooao
—RDND

4
O
0
O
O
O
0
4
O
0
O
O
0
O
O
O
0
4
O
0

O

ooooODbDoOoO0oooooooboDbce,, 0o0bbo0O00o0oooooooboao

oooo00oO0oO0oO0oOoOoOoO0Cc,; ,0000000;
-RPMO 0000000000000 000D00000D000000O000000
000 00000000000 D0O00
100000000000000000000000DD00 :

-RPMMO _c(=0)RPMMO -C(=0)0RPMMO O O -S(=0),R°"M;

-RP"MOo o oDoooo0o0D0DO0O0O0O0DO0O0O0o0DDOoC,,, ,000000000000O000

O0Ooo0oooaoo
O OoOooo
O Ooo0ooo

Do0O0o0oo;
ODO00D-RMO0-RP0000000000000000DO000N0ODODONODNCy g00
000000D0000C,s, ,000000000000100000-R*“2000000
Do0O0oo0oo;

000000000000 D0000O0D0D00O00DO0OD000O0DO0D0DO0O0ODODOO
0Do00oo0o0o0ooo:



) JP 2019-536750 A5 2020.11.5

oooao
o 0
]
Ssy
H
NH,
)0
oooooao
0O-A0-A°0 0000001000000 00
0o0oo0oo
0-AD0-A"D 0000001000000 000
Ooo0o0o0Oooao
0-A0 0000000000000 000100D00000-ROU0DO0000O0DD0DDOO
00000010030 00000000000000D0
oooooao
0-A0 0000000000000 0000D0D0D0000O0D1I0D03000D0D0D0O0
oooo0oao:
O00oao
R RX!
<>Rx3
RX2 RX1 RXZ RX1
R R
e X R
R ’ R4 R4
R R-! R
R R<3
RX5 , RXS ,ELU R)(4

(000 -R0 -R?0 R0 -R“0 -R*®Un00-R0o0o00ooo0o0-RO0oooon
00O00000)O

0ooooao

0-A“0 0000000000000 0000000D00000100300000000
0ooo0o0oag:



(8) JP 2019-536750 A5 2020.11.5

ogogoano

{ > RXS

, , BRU

X2 X1

QO00-RIO-RP00D0-RP000000DND0-R00D0DND0DONDO0ODODDOaO)O
oooooo

O-A“000000000000000000100300000000000000 -
ooonD

X2

CQO0O0-RP00000D0-R000D000D00D00O00O0an)O

gooooao
0O-A“00000000000000000000000000100300000000
ooooono:
oooao

RXZ RX1 RX1 RXZ

QUOO0D-ROO0D-R*?000000000-R000D000D0D00OO0O0On)O
oooooao
0-A°000000000000000000100300000000000000 =

ggono

RX 1 RXZ

QUO0D-RUOO0D-RP000000000-R000D000D000OO0O0On)O
ooooooao
O-A"f000000000Cg;, g0 00000D00D0Cyg, 1600000000000 100

00000 -R0000000000DD00ONDD0D1ID09MO000N0ND00NOnonoGoaOg
g

gooooooao

0-A"00 0000000000000 00O00D00O0O0DDO0OO0O0ODDOO0OOOoOoGOaO
gogobobooooobooooboooobobbooobbooobboooobboooooan
ooocoobobobooooooooobobbooooooooobobobobooooooooobooao
gooooooooboogoobooobobobooobobooobbooobbooooboao
goobobooooobooooboooboobobooobboooooboboooobobooooonan
ooocoooboboooooooooobboooooooooobbboooilbbbooooag-
RAROD0D00DDDO0ONDDODOONDDADDSN 000NN DDO0O0DNDDDOOaD
goooogao



9) JP 2019-536750 A5 2020.11.5

0O-A"00 0000000000000 00000000000000000000100
00000-R 0000000000000 ONDDO0NI00eN 0000000 ononoGoaOn
0o

ooooooao

0O-R*0 00000000000 DDO0OO0:

—RXXD —RXXUD —RXXVD —RXXHD

-FO -CI10 -BrO -10

-OHO -OR™*O

-CF50 -OCF30

-NH,O -NHR**0 -NR**,0 -R*MO

-C(=0)OHO -C(=0)O0R**0 -0C(=0)R>**[

-C(=0)NH,0 -C(=0)NHR**0 -C(=0)NR**,0 -C(=0)R*MO
-NHC(=0)R™*0 -NR*XNC(=0)R**[

-C(=0)R®**[

-S(=0)NH,0 -S(=0)NHR**[0 -S(=0)NR**,0 -S(=0)R™MO
-S(=0),NH,0 =S(=0),NHRX*O -S(=0),NR**,0 -S(=0),R*MO
-NHS(=0)R™*0 -NR*NS(=0)R™*[]

-NHS(=0) ,R**0 -NR*NS(=0),R**O

-S(=0)R™*0 -S(=0),R™*O

-SR**0 -CNO 0 O -NO,

0000000000010 012000000000000000
ooooooao

0O-R*0 00000000000 DDOO0:

—RXXD —RXXUD —RXXVD

-FO -C10 -BrO -10

-OHO -OR**0

-CF50 -OCF30

-NH,O -NHR**O -NR**,0 -R*MO

-C(=0)0HO -C(=0)OR**0 -0C(=0)R**0

-SR**0 -CNO 0 O -NO,

0000000000010 012000000000000000
ooooooao

O-R*0 00000000000 DDOO0:

—RXXD
-FO -CcI0 -BrO -10
—OHO -OR™*[

-CF50 O O -OCF4

000000000010 012000000000000000

Oooooao

-RIO-RMOO0O0D0O0D0010015000000000000000

Oo0oooao
-RMOopoooooDoOoO0D-R™OO0oO0o0OO00010016000000000000000
Oo0ooooao

-RMAD 000000000000 -RAO -RMD-LA-RMMOO0D-LA-R>»0 0000001
0170000000000000O000D

Oo0ooooao

R0 00000000 -RM0D00D00D0D0100170000000000000000
Oooooao

R0 000000000000 O0O0OO-Med -Etd -nPrO -iPr0 -nBul -iBul -sBul O
-tBu0 00 ;10 0000-R™2000000000000000100190000000

OoooooooooogogoQgg



Oo0ooooo4o0 oo ooo o ooooogoQgog

(10) JP 2019-536750 A5 2020.11.5

Ooooo0oo
Oooooo

-RAMl0 00000000000 -iBU00D;A00000-RM200000000000
00000100190 0000000000000 0

Oooooo

-RM 000000000000 -iPFM00D0;A00000-RM200000000000
00000100190 0000000000000 0

Oooooo

R0 0000000000 DOO0ODN-Med -EtD -nPrO -iPrO -nBul -iBul -sBul O
-tBu0 000000100190 000000000000 00

OooooO

R0 00000000 O0DDD-iBUOD0DOO0OO0DD100190 00000000000
00

Ooo0oo00o0

R0 000000000 DD-iPPrOD0D00O0D0D1001900 00000000000
00

Oooo0o0

-RP0-H0DDOO0O0DOD100250000000000000000

Oooooao

oooobooboooooooooobobbooooooooobboboooooooobooao
goooooiooooooog



(11) JP 2019-536750 A5 2020.11.5

(ANASA-001),

(ANASA-002),

(ANASA-003),

(ANASA-004),

(ANASA-005),

(ANASA-0086),

(ANASA-007),

(ANASA-008),

(ANASA-009),

(ANASA-010),

(ANASA-011),



i
[ j/ S“‘NJ\[/VSME
H

(12)

(ANASA-012),

(ANASA-013),

(ANASA-014),

(ANASA-015),

(ANASA-016),

(ANASA-017),

(ANASA-018),

(ANASA-019),

(ANASA-020),

(ANASA-021),

(ANASA-022),

(ANASA-023),

JP 2019-536750 A5 2020.11.5



ﬁ O
S.
N)J\m/
H
NH»
C
Q 0]
[l
S\N
H
NH5
F
ﬁ @]
S.
N
H/ﬂ\w//\w//
[:;:r/ NH»
Br
ﬁ 0
S\N/ﬂ\w//\w//
H
NH
Ph
ﬁ O
S. /ﬂ\w//\w//
N
H
NH,
OMe
O
[l
S
N
H
NH,
CFy
ﬂ @]
S
N)Jw/
H
NH,
OCF;3
ﬁ Q
S
N’JL\T/”\T/’
H
NH,
OPh
ﬁ (@]
S\N/JL\T/»\T//
H
NH,
=

(13)

(ANASA-024),

(ANASA-025),

(ANASA-0286),

(ANASA-027),

(ANASA-028),

(ANASA-029),

(ANASA-030),

(ANASA-031),

(ANASA-032),

JP 2019-536750 A5 2020.

11.



ﬁ 0]
S<
N
H)l\(\(
NH,
]
o
N
ﬂ @]
S
N)Km/
H
NH»
=~ "N
o
N
(ljl 8]
S<
N
Hk{\(
NH,
N\
- |
(|)| O
S.
N
Lt
Cl NH2
(|)| (0]
S.
H
Me NH,
@] e}

NH»
(|3| O
o
H
F NH»
O O

(14)

(ANASA-033),

(ANASA-034),

(ANASA-035),

(ANASA-0386),

(ANASA-037),

(ANASA-038),

(ANASA-039),

(ANASA-040),

(ANASA-041),

JP 2019-536750 A5 2020.

11.

5



(15)

(ANASA-042),

(ANASA-043),

(ANASA-044),

(ANASA-045),

(ANASA-048),

(ANASA-047),

(ANASA-048),

(ANASA-049),

(ANASA-050),

(ANASA-051),

(ANASA-052),

(ANASA-053),

JP 2019-536750 A5 2020.11.5



(16)

(ANASA-054),

(ANASA-055),

(ANASA-056),

(ANASA-057),

(ANASA-058),

(ANASA-059),

(ANASA-060),

(ANASA-061),

(ANASA-062),

(ANASA-063),

(ANASA-064),

JP 2019-536750 A5 2020.11.5



an

0 (I’I) CN
N,«S (ANASA-065),
NH,
o o F
\(\(LLNfS@ (ANASA-068),
NH,
o O NO
N\N/S (ANASA-067),
NH, T
o o F
\m)\N/S\@ F (ANASA-068),
B
< I
-5 F
\m/u\ﬁ \Q (ANASA-069),
NH,
)
o
.S Cl
\(\HLH \©/ (ANASA-070),
NH,
Cl
o 0
Y\(LLNfS@C' (ANASA-071),
NH, .
o O F
WLN/S@ (ANASA-072),
NH, Me
Q 9
WLN/S\@ (ANASA-073),
NH, H o s
o ¢ N/‘
WLN/S (ANASA-074),
NH, 1
6 Q
\(\{)\N’S@ (ANASA-075).
NH, H 57

goooogao

JP 2019-536750 A5 2020.11.5

ooooooooooOoOoOooooOoOoOoOooo@ooooooooo0loOo270O00O0

ooocoobooooog
ooooobDobao



(18) JP 2019-536750 A5 2020.11.5

Oooooao
Oo0ooooao
Oo0ooooao
-R1O O -R20
Oooooooao

Oo0ooooao
-RIOD0-RFODO0DODO0DODODODO(IIODDODDO0DDIDO0200000000
oooao

ooo

10031 000000000000000000000000000D0O000O0
oooooao

ooo

100310 00000000000000000000000000O00O0O0n0
0000000000000 D0D0O0DDOoOoao

0o

000100310 0000000000000000000000D000O00
000000000 O0O-tRNADODOODODOD
0o

000100310 0000000000000
000000000000 -tRNAD OO 00O

O

oooooooooO0oOoOoooeGoooooooooiloo27roooan
ooo

O

O

ooo0oO0oo0ooooo0oo0oO0o@Mooooooooolooz200000000

O

O
O
O
O
O
O
O
O
O
O
O
O
O

Ooooooooooogogoo
O
|
O
O
O
|
O
|
O
O
O
O
|
O

Ooooooooooogodg
OooOoooooQgdg

O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
(]

-tRNAD OO oooooobOboooooooobobbbooooooan
ooooooooooooOooz3x2oo0o0o0g0o0oooan

ooooooodoooooooooooosx200o000o00ooao

oooobooooboooogosrydoooooDoooo0oan

gooooboobOboooogo3vggooooooooan

Ooooooooooodg
OO0 ooooogogog
oo oooooogogooQg

oo ooooooo oo ogogoodg

|:| Dul Tl

gooooboaog,;

I:II:II:II:II:II:II:II:II:II:II:I|I:II:II:II:I'I:II:II:II:II:II:II:II:II:II:II:IDDDDDDDDDDDDDDDDDDDDDDDD

I ey A A |

O O oOg e

O

Dul

oooooao;
ooocoooooao,

s s e s ey e I e [ e e B |

OOo0ocooOoooDooogoiiigg e



;00

(19) JP 2019-536750 A5 2020.11.5

3700300 000000000000000a0

UO-tRNAD O Oogooooggoboodggoboogobodggooban

OO oooog
O oo
oo oo
O oo

O
O

goooobboogoooiloo3gooooooooogogoooan

goooobooooooooooobobbicos31noooooooooan

gooooooooogo420000000

gbooboooobbog420 000000

OO0 oo oiooig|g g

OO oo o|jg|g g
O oo og|gdg

I A 1 A |

|:‘ Dul Tl

gooooag,

OO0/ fee

Tl I:,\II

O

gdno

O
O
O

goao

O

0

O
OJ
O

420 O

440

O

gooooooooogag

OooDooooooooojgoooojoogiooocojocjomoooocjojmoolo oo ool oogdg
e s e e A e e 1 [ s [
O o0oo0ooooo0 oo ooounp@mnoOooonHEpOODOoODoDHDODOoODoOUupODOOO DD ooo oo ogg

Iy I L

O Ooo0ooo
OO oO0ooo
O Ooooo
O OoOooo
O Ooooo
O OooOooo
O Ooooo
O OooOooo
O 0Ooo0ooao

O0Ooo0oooog|g
OO0Oo0oooog|g

O Ooo0oooio

O

[ O I R |
O O
O

O
O

goobooboooobobooooobobooooboooobboooao
ooocooooboobooooooocoobboboooooooao
oocooboobooboooooooobobboboooooooao
goooooobbooobbooooboboooobbooao
goboodogooan



(20) JP 2019-536750 A5 2020.11.5

Cottrell et al., 2005, “Inhibitors of Serine Proteases, Particularly HCV NS3-NS4A
Protease”, international (PCT) patent publication number WO 2005/037860 A2
published 28 April 2005.

Duron et al., 2014, “Cystathionine-Y-Gamma-Lyase (CSE) Inhibitors”, international (PCT)
patent publication number WO 2014/018569 A1 published 30 January 2014.

Hurdle et al., 2005, “Prospects for aminoacyl-tRNA synthetase inhibitors as new
antimicrobial agents”, Antimicrobial Agents and Chemotherapy, Vol. 49,
pp. 4821-4833.

Jirgensons et al., 2016, “Novel N-acyl-sulfonamide derivatives as aminoacyl-tRNA
synthetase inhibitors”, international (PCT) patent publication number
WO 2016/129983 A1 published 18 August 2016.

Laupland et al., 2003, “Treatment of staphylococcus aureus colonization and prophylaxis
for infection with topical intranasal mupirocin: An evidence-based review”, Clinical
Infectious Diseases, Vol. 37, pp. 933-938.

Ochsner et af., 2007, “Aminoacyl-tRNA synthetases: essential and still promising targets

for new anti-infective agents”, Expert Opinion on Investigational Drugs, Vol. 16,
pp. 573-593.

Pham et al., 2014, “Aminoacyl-tRNA synthetases as drug targets in eukaryotic
parasties”, Int. J. Parasitol. Drugs Drug Resist., Vol. 4, Issue 1, pp. 1-13.

Savile et af,, 2005, “Subitilisin-catalyzed resolution of N-acyl arylsulfinamides”, J. Amer.
Chem. Soc., Vol. 127, No. 7, pp. 2104-2113.

Vondenhoff et al., 2011, “Aminoacyl-tRNA synthetase inhibitors as potential antibiotics”,
Eur. J. Med. Chem., Vol. 48, pp. 5227-5236.

Zhang et al., 2013, “Discovery of N-(4-sulfamoylpheny)thioureas as Tyrpancsoma brucei
leucyl-tRNA synthetase inhibitors”, Organic & Biomolecular Chemistry, Vol. 11,
pp. 5310-5324.

oooo
ooooao
0000000000000 00D0O0D0DD0D0D0O0D0DO0DO0O0D0DD0DO0O0D0DDoDOoOODoOaO
oooooao:
ooooo
0 0
LA
AN 5
H R
NH»
(0o
O-ADD0DOO0O0D0-A°0D000-AP000 ;
0-A°0 0000000000000 0000000010000000-R*"000000
ooooooao;
O-A"000000Cs, ,,0000000000010000000-R"O0000000
ooooao;
O-R*000000000:
0 D—RXXD —RXXUD —RXXVD —RXXHD
0 0 -FO -ClO -BrO -10



(21) JP 2019-536750 A5 2020.11.5

-OHO -OR™*O

—LX-0HO -L"*-0R™*[0

-CF50 -0CF30

-NH,0 -NHR**O -NR**,0 -R*MO

—LX-NH,O -LX=NHRXX0 —L"*-NR™*,0 -L**-R*MnO

-C(=0)0HO -C(=0)O0R**0 -0C(=0)R**0

-C(=0)NH,0 -C(=0)NHR**O -C(=0)NR**,0 -C(=0)R*MO
—NHC(=0)R™*0 -NR*XNC(=0)R**[

~-NHC(=0)NH,0 -NHC(=0)NHR**0 -NHC(=0)NR**,00 -NHC(=0)R*MO
-NR*NC(=0)NH,O0 -NR*NC(=0)NHR**0 -NR*NC(=0)NR**,0 -NR*NC(=0)R*MD
-NHC(=0)OR**0 -NR*NC(=0)O0R**O

-0C(=0)NH,[0 -OC(=0)NHR**0 -0C(=0)NR**,0 -0C(=0)R*MO
-NHC(=NH)NH,O

-C(=0)R®**[

-S(=0)NH,0 -S(=0)NHR**[0 -S(=0)NR**,0 -S(=0)R*MO
-S(=0),NH,0 -S(=0),NHRX*O -S(=0),NR**,0 -S(=0),R*MO
-NHS(=0)R™*0 -NR*NS(=0)R™*[]

-NHS(=0) ,R**0 -NR*NS(=0),R**O

-S(=0)R™*0 -S(=0),R™*0

-SHO -SR**0 -CNO O O -NO,

ooooo

0000000000020 000000-R*000000000000D0O0OOO0OD0

OooooodoooooDoooooooooogao

0 -0-CH,-0-0 0 O O -0-CH,CH,-0-;

- 00o00D00O00000o0o0oDooc,, ,000000000 ;

-0 000000000000 D0DDO0OO0O0DDCG,, ,000000000000000
oooooao;

-RR*Y0D0D0Do0O00o0DD000D0DD0DO0O0OD0DOC,, ,000000000 ;

RO ODOoDoDoDoDoDoDO0DDDDDDDDDODOC,, ,00000000 ;

-RHMO0 0 0D00Cy,, ,000000000000100000-AKM™MOopooo0o0oooao
0Ooao;

-FRFNOoDooooDoDOoOoooDoDOooooc,, ,0000000 ;

-R”FMO 0000000000000 00000000000000000000000
O0D0000D0D0O0O0O0D0O0O0O0O0O0O000
100000000000000D00000D00000D0D0A0 :

-RXMM _c(=0)R*MMO -C(=0)OR*MMO O O -S(=0),R*MM;
-R”F"Ooopooo0oDDO0O00DO0DO0DO0O0D0DDDOO0OCG,, ,0000000000D0D0O00
0Dooooao;

-RI00D0DO00-HODODOO-RY™O OO0 ;

-RMMOO0DO0DO0DDDO-R™OOODO-R™BO OO ;

-RA0DDDODD :

0 -RAO -RA20 -RA30 -RA40 -RASO -LA-RA20 -LA-RA30 -LA-R™0 0 0 0O O -LA-RA°0 O
R0 00000000000 0D0DOC,; 0000000010 0000-RM200
0000000000 ;

-RA20000000C,, (0000000000010 0000-RM™0D0100000-R
A20 000000000000 ;

O-R™®¥000000000C,s;, ,000000000D001WM0000-AM0010000
O-RM20 000000000000 ;
O-R000000000000000000D000000D0100000-R0010

s e e R e e s e Iy



(22) JP 2019-536750 A5 2020.11.5

OO0O0-RM20000000000000 ;

RS0 0000Cy; ,000000000000100000-RMI0OD0100000-RM2
Doo00D0oDOoDO0oOooooao;

-LA-0 0000000000000 DOC,, ,00000000 ;

-RAMO 00000000 :

O -RAD

0 -LAA-0HO -LA-0RAMD

O -LA-NH,O -LA-NHRAAO -LAA-NRAA,0 O O -LA-RAM

Oooooo

-RM20 0 0o0o0ooooao:

-FO -CI0 -BrOd -10

-OHO -ORAMO

-OCF30

-NH,O -NHRAAO -NRAA,0 -RAMD

-C(=0)OHO -C(=0)O0RMO -0C(=0)RM[O

-C(=0)NH,0 -C(=0)NHRAO -C(=0)NRA,0 -C(=0)RMO

-NHC(=0)RAAD -NRANC(=0)RAAD

-NHC(=0)NH,0 -NHC(=0)NHRAA0 -NHC(=0)NRA*,00 -NHC(=0)RAMD
-NRANC(=0)NH,0 -NRANC(=0)NHRA O -NRANC(=0)NRA,0 -NRANC(=0)RAMD
-NHC(=0)ORA™O -NRANC(=0)ORAAO

-0C(=0)NH,0 -OC(=0)NHR*0 -0C(=0)NR**,0 -0C(=0)RMD
-NHC(=NH)NH,, O

-C(=0)RAMD

-S(=0)NH,0 -S(=0)NHRAO -S(=0)NRA,0 -S(=0)RMD

-S(=0),NH,0 -S(=0),NHRAO -S(=0),NR* 0 -S(=0), RO
-NHS(=0)RAAO -NRANS(=0)RAMD

-NHS(=0) R0 -NRANS(=0) R0

-S(=0)RA0 -S(=0) R O

-SHO -SRA0 -CNO O O -NO,,

0ooooo

-AM-00D00000D0000D0D0O0OO0O0CG,, ,00000000 ;

R0 00000000000O0DO0DO0DOoOoDOoOoOoC,, ,00000000000000
ODooooao;

-RA\OOooOoDDO0DO0O0D0DDO0OO0OO0DDDOCG,, ,0000000 ;

R0 0000000000000 0000000000O00000O00o0o0o0ooan
0000000000000 0000000

10 0000000000000 00000000000OoaAg:

-RAMMO _C(=0)RMMO -C(=0)OR"MMO O O -S(=0),RMM;

-RAMMO OooooDoDoDo0DDO0DO0DDO0DDDO0OOG, ,0000000000000AO
ODoo0oooao;

-RBoooDOo0oO:

0 -FO -C10 -Brd -10

0 -OHO -ORBB[

0 -OCF50

O -NH,O -NHRBBO -NRBB,O0 -RBMO

0 -C(=0)0HO -C(=0)OREBO -0C(=0)RBEO

O

0

0

O

Oo0ooooooooooooogogoogoo

-C(=0)NH,0 -C(=0)NHRBBO -C(=0)NRBE,0 -C(=0)REMO
-NHC(=0)RBBO -NRBNC(=0)RBB[O
-NHC(=0)NH,O -NHC(=0)NHRBEBO -NHC(=0)NRBB,0 -NHC(=0)REMO

0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
O
0
0
0
0
0 O -NRBNC(=0)NH,O -NRENC(=0)NHREBO -NRBNC(=0)NRBE,0 -NRENC(=0)REMD



(23) JP 2019-536750 A5 2020.11.5

0 -NHC(=0)ORBBO -NRBNC(=0)0ORBB[

0 -OC(=0)NH,[ -0C(=0)NHRBEO -0C(=0)NRBE,0 -0C(=0)REMO
O —~NHC(=NH)NH, O

0 -C(=0)RBB[

0 -S(=0)NH,0 -S(=0)NHRBBO -S(=0)NRBBE,0 -S(=0)RBMO

0 -S(=0),NH,0 -S(=0),NHRBBO -S(=0),NRBE,0 -S(=0),REMO
0 -NHS(=0)RBB0 -NRBNS(=0)RBEDO

0 -NHS(=0),RBB0O -NRBNS(=0),RBEO

0 -S(=0)RBB0 -S(=0),R®B0O

0O -SHO -SRBB0 -CNO O O -NO,

0

ooooao
-RBBE0 D O0O0DODO0ODO0OO0DODODODODODODDOCG, ,0000000000D0O00OO
Dooooo;

-RBNDOOoOoDDDOOODDDOOODDCGC,, ,0000000 ;
-R*MODODODDO0ODO0OO0ODO0OO0OO0DO0ODOODOO0OODODOODOODDODODODODOO
0000000000000 DOOoOoOOoODaO

10 0000000000000 00000000000OoaOg:
-RBMMO _c(=0)RBMMO -C(=0)OR®PMMO O O -S(=0),RE"M;

-REMMO O OoDoOO0ODO0DDO0DO0DO0DO0ODD0ODO0OOCG, ,00000000000000AO
ODooooao;

-RP000000-HODOODO-R220 00 ;

-R?2000000-R2°0DO000-R22POD OO ;

-RZ2°gooooao:

0 -R€0 -R€20 -R©30 -R®40 -R©®0 -L€-R€20 -LC-R®30 -L°-R*40 0 0 O O -L°-R®°0 O
RO 0000000000 OOOOOC,; (100000001000 00-R*200
00000 o0o0oo0ao;

-R®?0000000Cy; 0000000000010 0000-RS 00100000 -R
cC2pppoOooo0DoDO0O0o0O0o0aon;

R0 00000000C,, ,00000000000100000-R*“10010000
-R¢200oDOoO0O0O0D0O0D0O0O00;

R0 0000000000000 O0D0D0OO0O0D0DO0OO0O0100000-R0 010
O0O0-R*“20 000000000000 ;

-R®®00000Cyg; ,000000000000100000-R“'00100 000 -REC2
Doo0oo0D0oDOoO0oo0ooooag;

-l°- 00000000000 0o0o0ooc,, ,00000000 ;
-RC“l0opooooOoo0ao:

0 -RCCO

0 -L€©-0HO -L®C-0RccO

0 -LSC-NH,0 -L®©-NHR®C0 -L°C-NRC“,0 O O -L°C-RM

Oo0oooo0

-RC“20 000000000 :

-FO -C10 -BrO -10

-OHO -0R€€O

-0CF30

-NH,0 -NHR®CO -NR€“,0 -R“MO

-C(=0)0HO -C(=0)0RC€O -0C(=0)RcCO

-C(=0)NH,0 -C(=0)NHR““O -C(=0)NRC,0 -C(=0)R“MD

-NHC(=0)R®C0 -NRENC(=0)RCCO

-NHC(=0)NH,0 -NHC(=0)NHR“CO -NHC(=0)NRSC,0 -NHC(=0)R“MO

Oo0ooooo0oooooDoooo oo ooo4oooDooogooao

Oooooo4o0ooooooooDooogQgoo

O
O
O
O
O
O
O
O



s s ey [ Y Iy

(24) JP 2019-536750 A5 2020.11.5

-NRENC(=0)NH,0 -NRENC(=0)NHRECO -NRENC(=0)NRCC,0 -NRENC(=0)RMD
-NHC(=0)0R®c0 -NRENC(=0)O0RcCO

-0C(=0)NH,0 -0C(=0)NHR“CO -0C(=0)NRC“,0 -0C(=0)R“MO
~NHC(=NH)NH,[I

-C(=0)RCcO

-S(=0),NH,0 -S(=0),NHR®CO -S(=0),NRC“,0 -S(=0),R“MD
-NHS(=0)R®C0 -NRENS(=0)RCCO

-NHS(=0),R““0 -NRNS(=0),R“C0

-S(=0)R®CO -S(=0),R°CO

-SHO -SR®C0 -CNO O O -NO,;

O
O
O
O
O
0 -S(=0)NH,0 -S(=0)NHR®CO -S(=0)NR®“,0 -S(=0)RMD
O
O
O
O
O
O

ooooao
-1~ 0000000000000 000C,; ,00000000 ;

R0 0000000000000 DDOOODODCGC,, ,00000000000000O
ooooaao;

-R*NO 0D OoDo0DO0oo0DO0DO0oO0DO0DO0OO0DOo0OoO0O0C,; ,0000000 ;
REMOODODODOODODODOODODODOOODODOOODOODOODOODODODOOOO
0000000000000 D0O000000

1000000000000 0000000D000O00D0On:
-REMMO —C(=0)R“MMO -C(=0)OR“MMO O O -S(=0),R“MM;
-M"WopopoooooDOoOoOoDOoDODOODODODODOOCG,, ,0000000000D00OO0

gogoboad;

-RZ2PO o oo OO:
-FO -C10 -BrO -10
-OHO -0RPPO
-OCF5[
-NH,0O -NHRPPO -NRPP,0 -RPMO
-C(=0)0OHO -C(=0)0RPPO -0C(=0)RPPO
-C(=0)NH,0 -C(=0)NHRPPO -C(=0)NRPP,0 -C(=0)RPMD
-NHC(=0)RPPO -NRPNC(=0)RPP[

-NHC(=0)NH,0 -NHC(=0)NHRPPO -NHC(=0)NRPP,0 -NHC(=0)RPMD
-NRPNC(=0)NH,O -NRPNC(=0)NHRPPO -NRPNC(=0)NRPP,0 -NRPNC(=0)RPMO

-0C(=0)NH,0 -0C(=0)NHRPPO -0C(=0)NRPP,0 -0C(=0)RPMD
~NHC(=NH)NH_, [

-C(=0)RPPQ

-S(=0)NH,0 -S(=0)NHRPPO -S(=0)NRPP,00 -S(=0)RPMD
-S(=0),NH,0 -S(=0),NHRPPO -S(=0),NRPP,0 -S(=0),R°MD
-NHS(=0)RPPO -NRPNS(=0)RPP[

-NHS(=0),RPP0 -NRPNS(=0),R"PPO

-S(=0)RPPO -S(=0),R°"O

-SHO -SRPPO -CNO O O -NO,,

o0
_RPP[]
oono
_RPNQ
_RPM[
oono

O 0Ooo0oooao
O Ooogoao
O Ooooo

0

O

O
O
O
O
O
O
O
O
O
0 -NHC(=0)ORPPO -NRPNC(=0)0RPPO
O
O
O
O
O
O
O
O
O
O

O

O
O
O

ooobObbOO0ooooooobobc, ,0b0bb000O00ooooooboao

oooooboobooooooc,; ,000o0ooOoan;
ooooObObOO0oo0ooooooooObbooooooooboboboood
ooobDbDOoOO0ooooooboao

1000000000000000000000000000 -+
-RPMM _c(=0)RPMMO -C(=0)0RPMMO O O -S(=0),RP"M;



(25) JP 2019-536750 A5 2020.11.5

-RPEMMO O OODODODODDODDODODODODO0OD0OO0OO0O0O0O00C,, ,000000000D0D0D00OD
Ooo0oa0;
O-RIODC-RPOID0DOCODO0ODOOODOODODOODODODDODOCs 00
O0000D0D0Cs, ,000000000D000100000-R““?000000
000 ;

0000000000000 DO00O0O0D0O00O0DO0ODO0O0DODOoOoDOoOoOon
00000 :

Oooooogg
O O0oo0ooood
O 0Ooo0oooao
O O0OoOooo

O

oooDa0o

-AD -A“00D0D0D0D0100000000

oooOao

-AD -A"0 0000010000000

oooao

-A0 0000000000000 00010000000-R*00000000000
oo0oo0Di1003Ooooooobobboooooand

oooao

A0 0000000000000 000000000001003000000000

I Y e A O 4

O d
0O O
O d
0O O

X2 X1

< > RXS

RXZ RX1 RXZ RX1

X3 X3

X2 x1 X2

X5 X4 X4

X1 X1 X2

RX5 , RXS 1 El U R)(4
(0 00-R0-R*20 -R*30 -R0 -R*°*00D0-R®0 00000000 -RAR0O0D00000
00o0O0OoOoOo)d
ooooao



(26) JP 2019-536750 A5 2020.11.5
0-A00000000000000000000000001003000000000

ooooano:
goooano

{ > RX3

; , BRU

X2 X1

QO00-RIO-RP00D0-RP000000DN00-R00D00D00O0DO0ODODO0OaOg)D
ooooo
0-A°00000000000000000100300000000000000 ¢
0ooooao

X2

(OO0D0-RP000000-R000D000D00D00O00O0an)O

ooooag
0-A°00000000000000000000000001003000000000
ooooao:

gooooao

X2 X1 X1 X2

QUO0-ROO0-R?000000000-R*000D000D00D00O0O0O0n)O
ooooad

0-A°000000000000000001003300000000000000 :
gogooano

RX 1 RXZ

QUO0D-RUOO0D-RP000000000-R 0000000000000 On)O
0oo0oooao

O-A"f000000000Cg;, f00000000D0Cy, 0600000000000 100
DO00DO0-R00D00000D00DODO0DO0DO01I009 000000 0N0DNO0O0DnaGO

ooooao

-Af0 000000000000 DDO0O0O0DDO0O0ODDOOODDOOODODOO
uooboobooooobooooobobooooobooooboboooobobooooboboooao
oooobObOoOoO0oDoooooooOobobbooooooocobobobbbobooooooooobooao
goooooooobooogoobooboooobooobobooooboboooobDbooo
gooobooooooooooooboooooboooobobooooboooobobooao
uooboboooooooooooboooooboooouobooooboobolmoooooDaoO-

Oooooogogogoao



27) JP 2019-536750 A5 2020.11.5

RA*0O0000D00000DDO0O0O0D1009000000000000000
0ooooao

0-A"0 0 0000000000000 00O00DD00O0O0ODODO0OO0O0ODODOOO0DD.00
00000 -R 0000000000000 D0DD0DDA00e 00000000 onooGoao
0

0ooooao

O-R*000000000000D0000 :

—RXXD —RXXUD —RXXVD —RXXHD

-FO -C10 -BrO -10

-OHO -OR™*0

-CF50 -OCF30

-NH,O =NHR**0 -NR**,0 -R*MQ

-C(=0)0HO -C(=0)OR**0 -0C(=0)R**0

-C(=0)NH,0 -C(=0)NHR**O -C(=0)NR**,0 -C(=0)R*MO
—NHC(=0)R™*0 -NR*XNC(=0)R**[

-C(=0)R**[

-S(=0)NH,0 -S(=0)NHR**O -S(=0)NR**,0 -S(=0)R*MO
-S(=0),NH,0 -S(=0) ,NHR®*O -S(=0),NR**,0 -S(=0) ,R*MD
-NHS(=0)R™*0 -NR*XNS(=0)R**[

-NHS(=0) ,R**0 -NR*NS(=0),R**0O

-S(=0)R™*0 -S(=0),R™*0

-SR**0 -CNO O O -NO,

000000000010 012000000000000000
oooooaQd

0-R*0000000D00000D0D0O00:

—RXXD —RXXUD —RXXVD

-FO -CI10 -BrO -10

—-OHO -OR™*0

-CF30 -OCF30

-NH,O =-NHR**0 -NR**,0 -R*MO

-C(=0)OHO -C(=0)O0R**0 -0C(=0)R**[>

-SR**0 -CNO O O -NO,

000000000010 012000000000000000

Oooooao
O-R 00000000000 O0DO0OOOaO:
—RXXD

-FO -CI10 -BrO -10

—OHO -OR™**O

-CF50 O O -OCF4

000000000100 12000000000000000

Oo0ooogo

-RIO-RM0OO0O0O0O01001500000000000000D0

Oooooao
-RMOO0U0DO0DO0OO0DO0O00D-R™OOUoO0UO0O0D0D100160000000000000D0O0
Ooooogao

R0 000000000000 -RAO -RM™O -LA-RMO OO -LA-R®0 0000010
1700 0000000000000

oooogao
-RMAOo0OoDOoOO0DOoDOO0OO0-RMMO0D0D0D0D0100170000000000000000
Oooooao

OoooooQgoooao



(28) JP 2019-536750 A5 2020.11.5

0O-RM0000000D000D00O0D0OO-Med -Et0d -nPrO -iPrO0 -nBul -iBul -sBull O
O-tBu0 00 ;100000-R2000000000000001001900000000
ooooooao

Oooo0oao

O-RA'0D0000D0D00D0000-iBUOO0 ;100000-RMM200000000000
00000100190 000000000000 000

OooooOoao

O-RA'0D0000D00D0000-iPPrO00 ;100000-RM200000000000
00000100190 000000000000 000

Ooooo0oao

0O-RM0000000D000D000D0O0O-Med -Et0d -nPrO -iPrO -nBul -iBul -sBull O
O-tBu0 00000100190 000000000000 00

oooooao

0O-RAM 000000000000 -iBUOODO0OO0ODD100190 000000000000
oo

oooooao

0O-RAM 000000000000 -iPFIO000D0D0100190 000000000000
go

oooooao

O0-RP0-HOODODOOD100250000000000000000

Oooooao

O00O0D00DOD :ANASA-0010 O ANASA-0750 0 0 000 ODO0D00O0OO0DO0ODOOOOO
0000000000000 00000100000000

Oooo0oao

O000D00O0DOD :ANASA-001; ANASA-002; ANASA-003; ANASA-004; ANASA-007; ANASA-

012; ANASA-021; ANASA-024; ANASA-025; ANASA-026; ANASA-027; ANASA-028; ANASA-029
; ANASA-030; ANASA-036; ANASA-040; ANASA-043; ANASA-044; ANASA-050; ANASA-052; A
NASA-053; ANASA-054; ANASA-055; ANASA-056; ANASA-057; ANASA-058; ANASA-059; ANAS
A-060; ANASA-061; ANASA-062; ANASA-063; ANASA-064; ANASA-065; ANASA-066; ANASA-O
67; ANASA-068; ANASA-069; ANASA-070; ANASA-071; ANASA-072; ANASA-073; ANASA-074;
ANASA-O7SO OO0 O0DDODDODOO0DO0DODO0OooOoOooODbDOoO0oOooooooobbooooooooboao

ooao
oonoD

I s [ |

ugadg
oaddg

OoOo0oo0ogoao
O o0Ooo0Oo0ooano
OoOoOooo0oogoo
O o0oo0oo0ooano

O

Oooooooogg

O
O

a
a

gioooobbodoad

O
gooobobooooooboooobbooooboobooobbooooboooobono
gioooobbao:

O0oo0oooO0ooOoOooOoooDoo@®muuoooooooicoz2000nOOd
ooooao

O
O0ooO0oooOooOooooooDooEG)ooooooooiooz2000onod
gogoboand

O

-RIO0-R?°00D0D000O0DD0DONOND@@IDDIONOONDDDLID0N3100000000



Ooo0oooooooooooggg

o R |

Ooo0ooog

Oooooooogg
OO0 ooooogdg
Oooooooogg

(29) JP 2019-536750 A5 2020.11.5

Oooooao
Oooooao

-Rl0D0-R?0 00000000000
Oo0oooao

ooooao
0O0o0O00O0o0O0o0oooooan
-RIO0O-RP000000DO0O
Oooooao

Oooooao

000000000 0oo0ooODn
-R'O0D0-RP00000DO0O0DO
Oooooao

Oooooao
0000000000000 0000D000D00D0D0D0D0D0D0o0D0o0DoDooDooDooOan
00000100000 0a0:

0oo00oao

O

Goiooobooooo1go3xoooooooao

O
(]
O
O

O0Do0D@ODD0O000;
(HDODO0D0DO00O00100200000000

O
O
O
O

O
O
O
O

0oo()Io0o0oo;
(0000000010020 0000000

O
O
O
O

ooooao
goooooooobooooobooooboboogoboboogooboboooobobooo
goooboboibooogoonb:

gagdgao

oooonon
oooobObOoOoO0oDoooooooobobbooooooocobobbbobooooooooobooao
I I e I I O O O

oooDa0o

oogadg
ibo3sooooooooooooooooocoooboooooooooboooboDboaon
ooooOoOao

ogdad
ibo3soooooboooobooooooooooobobobooooooobooDbDDbDaO
goobboooooboouogouobooooonb

ooao
goobioob3ssspoooooooobooooooboooooboooobooogan



s s ey [ Y Iy

I ) e e ) A A

s s ey [ B Y Iy

Ooo0ooooooOgooobhoo oo oD oo oDooooogogood

OO0 oDoDoo4gogooooogd
Oooooooooooogdg
OO0 ooDoogogooooogd

O 0Oo0Oooo
O 0Ooo0oooao
O 0Oo0Oooo

Oo0ooooooooooogoogdg
OO0 oDoDooogoggogooooogoogdg

oo »
o
[ O R |

490
o0
OO0
490
o0

od
ud
o0

(30)

JP 2019-536750 A5 2020.11.

ooboboooobobboooooboboooobbO-tRNAODOOoOooooogonoano

gijogog3suuoooooobooooooooooboboboooooooboooDbao

O

O
O

O
O

00
490

00
490

[ i R
O O o

O

O

gbboboooobboooobobooouobbood-tkRNAOUODDOOOOD0DOAO

oooooobObooooooooooDbobbOobooooobilgossgn

oooao

-tRNAU OO OGO0ooooogoboan
oooocooobobo0ooalb o38O0

-tRNAOU O DO O0OooOooogobano
oooooooboooooanos3sd

iDo3sgO0ooooooooon0on
oooooooboooao

gooao

O
O
O
O

O

O

O

O

OCooo00oogao (.

O

O

470

470

470

O

O
O

470

470

gad

g

gd

O O

-tRNAO O O

O (S. aureus);

faec

(5. pneumoniae);

0 380 0O

10 0O 380

alis);

100380 0 0 00
ooobObooooao

ooo480 0000

ooo480 0000

0480000000

o480 000000

o480 000000



OoooOoooooooooooooboooooooooooOooo0ooO0oQgoao
OoooOoooDooo oo ooOoooD oo oD oo oDooooogooogao

OO0 oooogoogdg
OooooooQgdg
OOooooogoogdg

OoOoo0oo0odgao
O O

Ooooooo0ooDooooD oo oooooooDoDoooooooaog
OO0 o0Dooo0oooooogoQgogo s

[6)]
al
O

[ i R

O O« OO0 O

O

0
0

(31) JP 2019-536750 A5 2020.11.

OO00D0D0O H. influenza);

00000000 M. catarrhalis);

(E. coli);

O (M. tuberculosis);

O0O0O00O0O00goo(C. trachomatis);

000000 (R. prowazekii);O O

oooDDOO0O . pneumoniae)

000000000480 00000000 O0ODbDO490 00O

OOoo0ooooo
O 0O0ooooaog
Oooo0oooQgdg
OOoo0oooogogg
Oooo0oooQgdg
OOooooogogg
Oooo0oooQgdg
Oooooogogdg

gooooooobbogogoao s

oooao;
goooooaos;
g;0d

470050005000 0000000000 O0OOODODDOO0O0O00O0AO0OA4800 50
oobobooooobobboooobob4ouO0sS000obobooooobDbooag



	header
	written-amendment

