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oooao

2 X1 X1 1

=20

o O e, aa)

4 3

No. | Y1 Y3 B1 B2 B3 B4 | xi_ | xi | Al | A2 | A3 | A4
B1 _CH3 _CH3 _CH3 _CH3 _CH3 _CH3 "'CH3 _CH3 _CF3 _CF3
B2 _CHa _CH3 _CH3 "'CH3 _CH3 _CH3 _03H7 _C3H7 -CN
B3 | -CH, | -CH; | —CH; |-CHs| —CH; |—-CHs;| -Ph | -Ph —CF,
B4 _CH3 _CHa _CH3 _GH3 _CH3 "'CHg % _CF3 _CF3
B5 _CH3 _CH3 _CH3 _CH3 _CHa _CH3 _CF3 _CF3
B6 _CH3 _CH3 _CH3 _CH3 “03H7 —C3H7 _GN
B7 | -CH, | -CH, | -CH, —CH, —Ph | -Ph —CF,
B8 | -CHy; | -CH; | —CH, ~CH;, % -CF, -CF,
B9 _CH3 _CH3 _CH3 _CH3 _CH3 _CH3 _CF3 -CFS
B10 | —CHy | -CH, | —CH, ~CHy | ~CgHy | ~CaHl; —CN
Bi11 | —CH, | -CH, | —CH, ~CH,| -Ph | —Ph ~CF,
B12 —CHj —CHj; —CH,4 —CH, ~CF, -CF;
B13 _CHg _CH3 _CH3 _CH3 "CHQ "CHg ""CF3 _CF3
B14 _CH3 _CH3 "CH3 —CHg _C3H7 _CaH-, _CN
Bi5 | —CH, | —CH, —CH,| -CH, ~Ph | -Ph ~CF,
B16 -CH,3 -CH; —-CH;| -CHj -CF; -CF3
Bi7 | —CH, | —CH, | -Ph ~Ph —CHj | ~CHj | ~CF, —CF,
BI8 | —CH; | -CHs | -Ph ~Ph —C4H, [ =C4H; —CN
BIl9 | ~CH; | —-CH, | -Ph ~Ph =Ph | —Ph ~CF,
B20 | -CH; | -CH; | ~-Ph ~Ph % ~CF, ~CF,
B21 "CH3 —CH3 —02H5 _02H5 _CH3 _CH3 _CFa "‘CF3
822 _CH3 _CH3 _02H5 _02H5 _CaH-] _C3H7 —CN
BZS _CH3 _'CH3 _CzH5 _02H5 _Ph _Ph _CFS
B24 _CH3 _CHQ _Csz _02H5 —CFa _CFQ
B25 _CH3 _CHs _i5003H7 _iSOC3H7 "CH3 _CH3 _CF3 _CF3
B26 _CHa _CHs _i5003H7 _i5003H7 "C3H7 "'C3H7' -CN
B27 _CH3 _CH3 "iSOCSH'] —i3003H7 -Ph -Ph _CF3
B28 _CH3 _CHa _iSOC3H7 _i8003H7 % _CF3 _CF3
B29 _CH3 _CH3 _i8003H7 _CH3 _CH3 _CF3 _CFa
B30 "CH3 "CH3 _iSOC3H7 _C3H7 _03H7 -CN
B31 -CH,3 —CH, -isoC3H4 =Ph —Ph -CF,3
B32 _CHs _CHS _i5003H7 % —CF3 _CF3
833 -Ph _0H3 _CHS _CH3 _CH3 —CH3 _CH3 _CH3 _CF3 _CF3
B34 | —-Ph —CH, | -CH; |-CHs;| —-CH, |-CHj|—-CgH,|—CgH, —CN
B35 | —Ph —CH, | -CH; |-CHs| -CH; |-CH,] —Ph | —Ph —CF,
836 _Ph "'CHa —CHa _CHs _CHa _CH3 % _CFS _CF3
B37 | -Ph —CH; | -CH, | —CH, —CH, | -CHj | —CF, —CF,
B38 | —Ph —CH, | -CH, —CH, —C4H; | -C4H, —CN
B39 | _—Ph —CH, | -CH, —CH, ~Ph | —Ph —CF,
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oooao
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No. Y1 Y3 B1 B2 B3 B4 X1 X1 Al A2 | A3 | A4
B40 _Ph —CHS _CH3 _CH3 _GF3 —CF3
B41 -Ph —CH3 _CH3 _GH3 _CH3 _CH3 —CF3 _CF3

B42 _Ph _CH3 _CH3 —'CHa _C3H7 _03H7 _CN

Ba3 | -Ph —CH; | —CH, ~CHy| -Ph | -Ph —CF,

B4 | -Ph | -CH, | -CH, ~CH, ~CFy ~CF;,
B45 -Ph _CH3 "CH3 _CH3 _CH3 _CH3 _CF3 _CF3

B46 -Ph _CH3 —CH3 —CH3 _C3H7 _GSH-, -CN

B47 | -Ph —CH, —CH,| —CHj —Ph | -Ph —CF,

B48 | -Ph ~CH, ~CH,| —CH, ~CF, ~CF,
B49 | -Ph —CH, | -Ph ~Ph ~CH, | ~CH, | ~CF, —CF,

B50 | —Ph —CH, —Ph —Ph —C4H, | —CsH, —CN

B51 | -Ph —CH, | -Ph —Ph =Ph | -Ph —CF,

B52 | -Ph ~CH, ~Ph ~Ph ~CF, ~CF,
853 -Ph —CH3 _02H5 _Csz _CHs _CH3 _GF3 _CF3

B54 "'Ph "CHa _02H5 _Csz _CSH—, _C3H7 _CN

B55 | —-Ph —CH, | -C,H, —C,H, —Ph | -Ph —CF,

B56 -Ph _GH3 _C2H5 _02H5 —CF3 _CF3
B57 | -Ph —CH, | —isoC4H, i50CaH, —CHj, | —~CH, | —CF, —CF,

B58 ~-Ph _CH3 _i8003H7 —iSOC3H7 -03H7 _C3H7 -CN

B59 | -Ph —CH; | -isoC.H; —isoC3H, ~Ph | -Ph —CF,

B60 -Ph _CH3 _iSOCSH" _i3003H7 _CFa _CF3
B61 -Ph _CH3 _iSOC:;Hy _CH3 _GH3 _CF3 _CFa

B62 -Ph _CH3 _i8003H7 _03H7 _03H7 -CN

B63 -Ph -CH; [ =isoC3H; —-Ph | —Ph —CF,

864 -Ph _CH3 _iSOC3H7 _CFa _CF3
865 _CH3 _Ph _CH3 _GH3 _GH3 _CH3 _GH3 _GH3 _CF3 _CFa

866 _CH3 _Ph _CH3 _CH3 _CH3 _CH3 _03H7 _03H7 _CN

B67 | —CH, —Ph —CH; |-CHy| —CH, |-CHs| -Ph | —Ph —CF,

B68 _CH3 -Ph _CH3 "CHs _CH3 _GH3 _GF3 _GF3
B69 _CH3 -Ph "‘CHg _CH3 _CH3 "‘CHS _CF3 _GF3

B70 _CH3 _Ph "‘CH3 "‘CH3 "'CaH'] _03H7 _CN

B71 | —CHg —Ph —CH, —CH; =Ph | —Ph —CF,

B72 | -CH, ~Ph —CH, -CH;, -CF, -CF,
B73 _CH3 _Ph _CH3 _CH3 _CHQ _CH3 _CFQ _CF3

B74 | -CH, —Ph —CH, —CH, | —C3H, | -C4H, —CN

B75 | —CH, —Ph —CH, —CH,| -Ph | =Ph ~CF,

B76 | —CH, ~Ph ~CH, —CH, ~CF, ~CF,
B77 | —CHg —Ph —CH3| —CH, —CH, | -CH, | -CF, —CF,

B78 | —CH, —Ph —CH,| —CHj —C4H, | —-C4H, —CN

B79 | —CH, —Ph —CH,| —CH, =Ph | -Ph —CF,
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(1a)

No. Y1 Y3 B1 B2 B3 B4 xt | xi Al A2 | A3 | A4
B80 -CH;, ~Ph -CH3| =CHj, % —-CF; -CF;
B8l | —CHy, | -Ph —Ph —Ph ~CH, | ~CH, | ~CF, —CF,

BBZ _CH3 -Ph -Ph —Ph _03H7 _03H7 "'CN

B83 | —CH, | -Ph —Ph —Ph ~Ph | -Ph ~CF,

B84 -CH,4 —Ph -Ph -Ph [ —-CF; -CF;
B85 | —CH; | -Ph_ | —C,H, ~C,Hs =CHj | ~CH, | ~CF, —CF,

886 _CH3 -Ph _02H5 _02H5 _03H7 _03H7 _CN

B87 _GH3 _ph _Csz _Csz —Ph —Ph _CF3

888 "CH3 _Ph _02H5 _02H5 % _CF3 _CF3
B89 | -CH, —Ph | —isoC4H, —is0C,H, —CH, | —CH, | —CF, —CF,

B90 _CH3 -Ph _iSOC3H7 _|SOC3H7 _C3H7 —03H7 -CN

B91 -CH; —Ph —-isoCsH; ~isoCzH; -Ph | -Ph —CF;

B92 "'CH3 -Ph _i5°C3H7 —|SOC;3H7 | —CF3 _CF3
893 _CH3 -Ph _i$003H7 _CH3 _CH3 _CF3 _CF3

B94 | —CH, “Ph | —isoC3H, “C.H, | -CH, _CN

B95 | —-CH, —Ph | —isoC,H, —Ph | -Ph —CF,

B96 _CH3 —Ph “i8003H7 | _CF3 _CF3
BQ7 _Ph_CH3 _CHs _CH3 _CH3 —CH3 _CH3 _GH3 _CH3 _CF3 —CFg

898 _Ph_CH3 "CHa _CH3 _CH3 _GHQ _CH3 _C3H7 _03H7 _CN

B99 _Ph_CH3 _CH3 _CH3 _CH3 _CHa _CH3 _CH3 _CH3 _CFg

B" 00 _Ph—CHg _CH3 _CH3 "CH3 _GH3 _CH3 -C3H7 _C3H7 _CFg _CF3
B101| -Ph-CHy| -CH, | —-CH, —CH, —Ph | -Ph | -CF, —CF,
B102 | -Ph-CH;| -CH, -CH,4 -CH,4 —CH; | -CH;, -CN

B103 _Ph_CHa _CH3 _CH3 —CH3 _CH3 _CH3 _CF3

B104 | -Ph-CH,| -CH, | —CH, ~CH, —C,H, [ -CH, —CF, —CF,
B105 | -Ph-CH,| -CH; | -CH, —CHy| -Ph | —Ph | -CF, —CF,
B106 _Ph_GH3 ""CH3 —CHa _CH3 _GHS _GH3 _CN

B]O? _Ph_CH3 —CHS _CH3 _CH3 _CH3 _CH3 _CF3

B108 | -Ph-CH;| —CH; | -CH, —CHj | ~CgH, | ~C4H, —CF, —CF,
B109| -CH; |-Ph-CH, —CH,| -CH, —Ph | -Ph | -CF, —CF,

B1 10 _CH3 —Ph-CHa _CH3 _CH3 _CH3 _CH3 _CN

B1 1 1 _GH3 —Ph"CHa _CH3 _CHa _CH3 _CHa _CF3

B1 12 _CH3 "ph_CHa _CH3 _CH3 _03H7 _03H7 _CF3 _CF3
B113| —-CH; |-Ph—-CH, —Ph —Ph -Ph | -Ph [-CF; —CF4

B114| -CH, |-Ph-CH,| -Ph —Ph —CH, | -CH, —CN

B115| -CH; |-Ph-CH,;| -Ph —Ph —CH, | —CH, —CF,

B1 1 6 _CH3 "Ph-CHa _Ph _Ph _03H7 _03H7 _CF3 _GF3
B117| -CH, |-Ph—CH,| —GC,Hy —C,H, “Ph | —Ph | -CF, —CF,

B118| -CH, |-Ph-CH;| —C,Hs —C,H;s —CH, | —CH, —CN

B1 19 "CH3 _Ph_CH3 _02H5 _CzH5 _CH3 _CH3 _CF3

B120 _CH3 _Ph_CH3 "Csz _C2H5 _03H7 _03H7 _CF3 _CF3

goooboan

10

20

30

40

ooooObOOO0oO0oooooooobooooan
gooooogoooboboooooboooobobooobobooobobooobboogao
gogobooooobobobooooboboooooooobooooooooogao



(11) JP 2019-169633 A 2019.10.3

ID04 OS50 O

(I-2) (1-3)

gogoooaad

ooooODbO0O0o0oogan

goooobooo
gogboboboooobobooooobobooooobboooobbooooobooooobooogaao
ooooOobOoOo0oooooocoobOboboooooooobOboOoooooooobboooodd
goobooooobboooobbogood

10

20

30

40

50



Iy e e e e ey e e e [ e s s [y
e e e ) e e e e e e A [ e s Y [

oo oooooooooodg
OO0 ooooogoggogoooodg
oo oooooooooodg

OO0Ooo0oooodg

Oooooooooooogogoooao
OOo0ooDooogooooogogooao

OoOoo0ooood
OOoo0ooood
OoOoo0ooood
OOoooood
Oo0Ooo0oo0oood
OoOoooood
OO0Oo0ooood
OoOoooood
OO0Ooo0ooood
OoOoo0ooood
OOoo0ooood
OoOoo0ooood
OOoo0ooood
OoOoo0ooood
OOoo0ooood
Oo0Ooo0oo0oood
OOoooood
O0Ooo0oo0oood
OOoooood
O0Ooo0ooood
OoOoooood
O0Ooo0ooood
OoOoo0ooood
OOoo0ooood
OoOoo0ooood
OOoo0ooood
OoOoo0ooood
OOoooood
Oo0Ooo0oo0oood
OoOoooood
OO0Ooo0ooood
OoOoooood
OO0Ooo0ooood
OoOoo0ooood
OOoo0ooood
OoOoo0ooood

OO0 oo oooo0oooooQgooooo
OO0 Do ooo4o0ooooogQgoooo
OO0 ooooo o oooooQgooooo
OO0 oDooooo0oooooogogQgoooo

OoooooooQgooOgoo
O oooooogdg
Ooooooood
O o0ooooogdg
O 0o oooogdg
OO0 oooogdg
OO0 oooogdg
O o0oooooogdg
O Oo0oooogdg
Oooooooogdg
O Oo0ooooogd
Ooooooogodg
O Oo0oooogdg
Ooooooogod
O Oo0ooooogdg
OoOooooood
O o0ooooogdg
OO0 ooooogdg
Oo0oooogdg
O oo ooogdg
O o0oooooogdg
O Oo0ooooogdg
Ooooooogodg
O Ooooooogdg
Ooooooogodg
O Ooooooogdg
Ooooooood
O o0ooooogdg
O 0o oooogdg
OO0 oooogdg
OO0 oooogdg
Oo0oooooogdg
O Oo0oooogdg
Ooooooogdg

O Oo0oo0ooooao
O Oo0ooooaog

O oOoooo

O0Ooo0oo0ooao
OoOoo0oooaog
O0Ooo0oo0ooao
OoOoo0oooaog
OO0Oo0oooog
I B
O0Ooo0oooaog
OOoo0oooao
OOoo0oooog
I B
OOoo0oooog
OoOoo0oo0ooao
OoOoo0oooaog
O0Ooo0oo0ooao
OoOoo0oooaog
O0Ooo0Oo0ooa.o
OoOoo0oooaoo
O0Ooo0oooog
I B B

O Ooo0oo0oooao
O Ooo0oooo
O 0Oo0oo0oo0oao
O O0Oo0oooo
O O o0ooOooao
O O0Oo0oooo
O Oo0Ooooo
O 0Oo0oooo
O Oo0oooao

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

O 0Oooo
O Oooo
O 0ooo

O
O
O

O
OJ
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

|

O oOoooo
O oOoooo
O oOoo0ooo
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0OoOooo
O oOoooo
O Ooooo
O oOoooo
O Ooooo
O oOoooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0OoOooo
O oOoooo
O 0Ooooo
O oOoooo
O Ooooo
O oOoooo

(12)

|

O OoOooo
O Ooooo
O Ooooo
O Ooo0ooo
O Ooooo
O Ooo0ooo
O Ooooo
O OooOooao
O Ooooo
O OoOgooo
O Ooooo
OO oOooo
O Ooooo
O OooOooo
O Ooo0ooo

JP 2019-169633

O
O
O
O
O
O
O

O
O
O
O
O

2019.10.3

10

20

30

40

50



OoooooooooooogogQgoo
OoDoDooo4Qgoooooggogog
OooooooooooooQgoo
OooDooo4gQgooooogoggogoao

OoOOoooooooooooooDoDoooooooooogg

OO0 oDooggUooooogUoDoDoDoo4gggogoooogdg

OoOo0oooooooooooooDoDooooooooogdg

Oo0ooDoouoUooooooooooDoDoo4gogooooogg

OoooocooooooQgoogoao

OoooooooooooooooDoooooooooogog

Ooooooooooogogao

OOo0oooooooooooooooDooo4oooooogg

O

OoOoo0ooood
O Ooo0oooao

oo oooooogoogg
O oo ooogogo
OooooooogooOgoo
oo oooogogoo
O 0D oooogogog
oo oooogogo
O oD oooogogog
oo oooogogo
O oo ooogogog
Ooooooogogo
O o0ooooogogog
Oooooooogogoo
O oo ooogogog

Ooo0oooogoogooOoao
OoooooogQgoao
OOoo0o0oooQgoOoao
OoooooogQgoo
OO0 oooogQgogao
OoooooogQgoao
OO0 ooooggogao
OooooooogogQgoo
OOooooogogogao
OoooooogooQgoo
Oooooooggoao
OoOoo0ooooQgoao
OoooooogQgoao
OoOoo0ooooogoao
OoooooogoQgoao
OoOo0oo0oo0ooooOgoOoao
OoooooogQgoao
OO0 ooooggogao
OooooooogQgoao
OOo0ooooggogao
OoooooogooQgoao
OOooooooggoao
OoOoo0oooogooQgoo
OoooooogQgoao
OoOoo0ooooQgoao
OoooooogQgoao
OoOoo0o0oooQgoo
OoooooogQgoo
OO0 oo0oooggogao
OooooooogogQgoo
OO0 ooooggogao
OooooooogogQgoo
OOoooooggogao
OoooooogooQgoo

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

O 0Ooo0ooOoo0oao

O Ooo0oooao

|

Oooo0ogoogno

]

O Ooo0oooao

O Oo0oooao

O Ooo0oooao

O OooOoooao

O 0Ooo0oooao

O Ooo0oooao

O 0Ooo0oo0oo0oao

O Ooo0oooao

(13) JP 2019-169633

ooooOoO0ooooooooboboao

O 0Ooo0ooo0oao
O Ooo0oooao
O 0Ooo0ooOoo0oao
O Ooo0oooao
O Oo0oooaog
O 0Ooo0oooao
O Ooo0oooao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0ooo0oao
O Ooo0oooao
O o0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooog
O oOoooo
O Ooooo
O o0Ooo0ooo

2

"

TPSi-F

>
¢
>

O
O

OooOoo0oooOoogao
Ooooogogao
OooOooooOoogao
OoooooQgogao
Oo0ooogogaog
OoooooQgogao
OoOoooogogaog
OoooooOoogao
Ooooogogao
OoooooOoogao
Ooooogogaog
OoooooOogao
Oooooogogao
OoooooOooOgao
Ooooogogao
OOo0ooo-gogaog
Ooooooogoogo
Oo0ooogogaog
OoooooQogogao
Ooooogogaog
OoooooOgooQgao

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

O

2019.10.3

oooao

O
O
O
O

10

20

30

40

50



Ooooooooooooooo0 o0 oo ooooooDoDoooooDoooQgogoao
Ooo0oooooUooooogUgoDoDooU oD oDoDoUgUoooDooogogogaog

(14) JP 2019-169633 A 2019.10.3

OoOoo0oood
OOoo0oooogod
O 0Ooo0ooo0oao
O Ooo0oooao
O 0Ooo0ooO0oo0oao
O Ooo0oooo
O 0Oo0oooao
O Ooo0oooao
O O0Oo0oooao
O 0Ooo0oooao
O Ooo0oooao
O 0Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Ooo0ooo0oao
O Ooo0oooo
O 0Oo0oooao
O Ooo0oooo
O O0Oo0oooao
O 0Ooo0oooao
O O0Oo0oooao
O 0Ooo0oooao
O Ooo0oooao
O 0Ooo0oooao
O Ooo0oooao
O 0Ooo0ooo0oao
O Ooo0oooao
O 0Ooo0ooO0oo0oao
O Ooo0oooo

O 0Ooooo

OoOoooo

O 0Ooooo

O oOoooo

O 0Ooooo

O oOoooo

Oooo0oooogoo
Ooooooogoggoo
Oooo0oooogoo
OoooooogogQgoao
OO0 oooogogogao
Ooooooogoo
Oooooogoggogao
OoooooooQgoo
Ooooooggogao
Oooo0oooQgoo
Ooooooggoao
Oooo0oooQgoao
Ooooooogoggoao
Oooo0oooogoo
OoooooogogQgoo
OO0 oooogoQgogao
OooooooQgoo
OO0 oooogdg
Oooooooogdg
O Oooooogdg
Oooooooogdg
OOooooogdg
OoooooooOodg
Oooooogdg
OoooooooOodg
Ooooooogdg
Oooooooodg
Oooooogdg
OO0 ooooggdg
Oooooooogdg
OO0 oooogdg
Oooooooogdg
OO0 oooogdg
Oooooooogodg

Oo0oooooo oo ooo o oo ooooooooao
Oooooo4o0ooooogoggoooao
OooOoo0ooood
OoOoo0oooogd
OooOoo0ooood
Ooo0ooooogd
OOo0oooogdg
OooOoo0oooogod
OO0o0o0oooogd
OooOoo0oood
OoOoo0oooogd
Oooo0oood
OoOoo0oooogd
OooOoo0ooood
OoOoo0oooogd
OooOoo0ooood
Oo0ooooogd
OOo0o0oooogd
Ooooooogod
OoOoo0oooogdg
Oooo0ooogd
OoOoo0oooogd
OooOoo0ooood
OoOoo0oooogd
Ooo0oo0ooood
OoOoo0oooogd
OooOoo0ooood
Oo0ooooogod
OooOoo0ooood
Ooo0ooooogd
OOo0o0oooogdg
OooOoo0oooogod
O OoOoooo
OOoo0oooao
O Ooo0oooao
O0Ooo0oo0ooao

Oooooooo0oUoooooU0oDoooUooUoooDoDoDogogoooDooogoggogaog
OOooooodg

Ooooooooooooooo0 o0 oo ooo0o oo oDoooooDoooQgogoao

F3C CO,Me F,C CO,Me F.C HO
s 2 Pd(PPhs)s, 2M-Na,CO, ? MeMgi ’

B(OH)2 * Br@m - () )S =)
Fs Toluene-EtOH, 80°C Fy THF-Et,0, rt Fy

(1-1) (1-2)

o 0
B-B
)éo 073( B’QB'
. F4C FiC
BF; ' Et,0 3 e Pdy(dba)s; X-PHOS, KOAc Q.O BOJ/ﬁ Pd(OAc)z S-PHOS, KsPO,
> - o} o
CH,Cl,, 0°C-1t Fy Q Dioxane, 90°C Fy Toluene-H,0, 100°C
(1-3) : (1-4)

\
CF m3<°“)2

\
FyC O’Q O Brpdz(dba)s, S-PHOS, K3I104 e

» F3
Toluene, 100°C

(1-5)
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