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edition, volume E 7b, p. 565 flo] 71Z¥ o] dt}.

2ol ApEE ot 2, (GG ¢E)7tERY H (GG A )7tERE S F33Y.

wdol ARgE e 23 A Y Eu BAE "@slea RoloEE AT, 2 HAHA Fe @, O-

=|
ded-od, Ad, 1-vd-5d, -5, 3-vd-Fd, 2 2-vvd-Z2d, 1 zeg :
dd-zed, 12-fud-Z23, 1-"d-Ad, 2-vd-dAd, 3-vid-dd, 4-vjd-dd, 1,1-vrd-57d,
Lo-gug-29, 1,3-0vg-%d, 2 2-ted-2d | 2 3-0vgd-5d, 3.3-tad-2d, 1-og-2g, 2-g
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dolth, g AAFEA, ek 1-1de] FHFEoIA, RS -0-(C-C, 2ol R @RAolth, § A%
ol A, 5484 1-1de] SFEelN, RS -0-(C-C, GOl R G-C, SAdolth. & A ejol A, 318k
I-1d9] BFENA, RS -0-(C-C, 2Z)ol: R C-C, TZAJolth. & AN Fehel A, 884 [-1d9] 3ats
A, R -0-(C-C, &Z)olaL R'E Clojth. & AA o, 53+ 1-1d9] FFEA, R& -0-(CC, &
7)ol 3 R'E OCH,olth. 3 AAFEIIA, 88H4 [-1d9] 8aHEol A, Re -0-(C-C, 2)ola R vd (&

Yol R= 1-Z&wjdolc).

m\ﬂ

= oolEd)eleh. @ AAFHA, 88k -1de] SHFEel A, R -0-(C-Cy &
2

3 A G, B8 [-1d9) SFFEOIA, RS 0CHolm RE Zzdolth, & AA g, 88t [-1d9]

shg=el A, R OCHolal R C-Cy Sodoleh, & AAgejelA, 8314 1-1d9] shg2elA, R & 0CH;o)a
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RE C-C, HFAlelth, & AN Feel A, 8514 [-1d9) 8ol R & 0CHol i R Clojth, & A
o, sHshal 1-1de] ShEol A, R 0Colw R OClelth. @ A Felol A, shshal 1-1de] shehgelA,
R OCHolw R vld (3 ofed)oleh. o ANFejoln, sksh4 [-1de] shehgel A, R OCH;o 3 R
-2 dolt}.
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& AAFEel A, B1eHa] [-le9] BFHEOlA, RS OHola R @mzlolth, 3 AN Fejol A, 345H4 I-1le9]
2o A, RS OHol: R= C-C, A delth, & 2 51512 1-le9] 3204, R OHOlIL R
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C-Cy F=AolTh, & Aol A, 384 [-1e9] oA, RS OHoli R Clojth. 3 A%k
A, et [-lee] BFEOIA, RS OHol: R OCHolth. & AAFejel A, et 1-le9] sgEolA, R'&

1

OHO 3L R wjd (= ojgld)o|th. & A Skejo] A, 31814 [-1eo] 8o A . R< OHoli R 1-Z 2

2

dolth. g AN, 58t [-leo] FFBAM, RS -0-(C-C, F)olm R gt & A9

e

Blol A, 8814 [-1e9] SFEo|A, RS -0-(C-C, 7)ol 3 R C-C, SAdolTh, & A ko] A,

2

I-1e®] B&ENM, RS -0-(CC, G0l RE C-C, GZA o). & A G, 554 [-1eo] HEE

o
Lo
1>

oA, R -0-(C-C, &7)ola R Clojth. 3 AAJFefoll A, 3h8H4] [-leo] 8&Eo|A, RS -0-(C-C, &

Z)ola R OCHolth, 3 AA el A, 384 1-1e9] 8FZoA, RS -0-(C-C, %7)ola R v (&

= olgd)olt. 3 AAgEelA, 884 1-lee] BN, RS -0-(C-C, 27)o]x R 1-Zzs|do|t},
2

3 AN FElel A, 884 [-1e9] sHgEolA, RS 0ol R ZzAloleh. & AAFeA, 3431 I-1e9]

SRl M, RS OCHOl I RE G-C Aol & AAFEIA, 8814 I-leo] SgEolA, RS 0CH0lx

=

R C-C, &3Aolth, & AAFeol A, 51814 1-1e9] SHHEIA, RS OCHol L R Clojth, & A%
oA, B84 [-1e9] 3B, RS 000 R OCHoth. & AAlekelol A, 882 [-leo] FEEol|A,
R OCHeolx R ®d (i olEld)eltt, & AAFelelA, s8t4 1-1e9] shghEolA], R'S 0CHol:L R
1-x 25 doelt},
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FEolM, R OHOliL R C-C, Aol & AAFeol, 318k [-29] 5}@Eo4, R OHola R
GG LFAolth, & AA BN, B8kA [-29] BFEolA, RS Ol R Clojok, & A deolA,
8814 [-20] 3HgHEolA, R OHoli R OCHolth. & AASkelolA, 884 [-20] 3HgH=olA, RS OHol
T RE AY (e dEd)olth. & Ao, 85t [-29] BFEeIA, RS OHo]T R 1-Z2wdol

g ANFEA, Bty 129 HFEoA, RE -0-(C-C, L7)olm RE sadeltt, o

n

AxFelel A, skt 129 BHEEOlA, RS -0-(C-C, 7)ol Rz C-C, ALtk o AAFeol A,
shal4) [-29] BREIA, R'S -0-(C-C, &7)olT Rz C-C, S=Alolth. gk AAlFelol A, 83t 1-2¢] 3
FEAA, R'E -0-(C-C, 7)oli R Clolth. & ANGelolA, 35t 1-29] @24, RS -0-(CCy
o7)ola R OCHol o, & AAFelol A, ek 1-29] shghEol A, R -0-(C-C, &)l R v (&
= oolEld)olth. ¥ AAlFEelAl, 88t [-29] sEHEolA, R& -0-(CC, 2)oli R I-Zesdolr},
a ANFEel A, seta 120 SR, RS 0ol RE @=zlolch. o AxFeels, shsta [-29]

FaEoA, RS OCHO)TL R C-C, SAdolTh, o AAekelol ], 8182 [-29] s}a2o]A], R'S OCH,0] 1L
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A SFefo] A, §8H] [-29] SR A, R'S OCHol R Clojch. o 21A] ke
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]
o
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rd'

oA, sFeta] [-29] sHHEolA, RS OCH;0lT RE= OCH;olth. & AA|FeolA, sbeta] 1-29] ahgtEolA, R
o OCHol R'= vl (= od)olth,  a AAFElelA], s5t4] [-29] SR A, RS 0oL RE 1-
gy dolt},

3k AN FE oA, }7] 384 1-2a, 1-2b, [-2¢, [-2d, =¥ 1-2e9] &, = 19 N-2A = &
85 s ol EYd AlFET.
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(1-2d)

A7) Al A, R, R, R, R, 2 X= 290 i Foja Ao},

o

Sk AAJFEjol A, s}8hA 1-2a9] S}l A, Re OHe] a1 R'= sk2 7o), AR FE A, 818kA] 1-2a9]
RO A, RS OHOlE R C-C, AAldolth, o AAFefolA], 2482 [-2a9] s}&ZolA], R & OHOlL R

2 -

bsAlolch, 3k AN FElel A, B34 [-2a9] BHgEIA, RS OHolx R Clolch, & Ao

rr
Al
IS
o
4
il
>
rO(

A, 8keha 1-2a9] BgElA, RS OHoliL R OCHolth. 3 AAFelol A, 8512 [-2a¢] SFFBAA, R S

OHOlFL R:= wld (= ofld)olth. & AA|FejoA], 2482 [-2a0] &3tEojA], RS OHol: R= 1-Z 25

2

dojt}, @ AAFEA, Bt [-2a9] FHFRAA, R -0-(C-C, D)ol R Faalelrh, F HA9

O

efol A, 5184 1-2a9] SFEEOIN, RS -0-(C-C, GOl R'E G-C, SAdolth, & A ejol A, 3}8H4
[-2a2] }FEONA, RS -0-(C-C, 2)oliL RE C-C, G=Aolt}, & AxFelolA], 854 [-220] 3
AN, R -0-(C-C, &Z)ola R Clolth, & AAFeA, 3484 1-2a0] sFgENM, R' e -0-(CC, &
7)ol i RE OCHolth. 3 AAFElolA, 384 1-2a9] sF2olA], R'e -0-(C,C, &2)olm R vl (&

yoli R= 1-Z&wjdolt).

i)

= olEld)olth. 3 AxFEelA, 884 [-2a0] HHZIA, RS -0-(C-C, &
2

ARl A, Beha 1-2a9] BhgEelA, R 0CHola R'E @@zlolch, 3 AAgeiol s, 8814 [-2a9]

SAENM, RS 00Ol RE C-C, Aotk & AN, 3184 1-2a9] 3524, RS OCH;ol

=

R C-C 3aloleh, @ AAGelolA, 81812 [-2a9] $FEe|A, RS OCHol S R Clojth, & A%

oM, Bhba) 1-2a9] BFEeM, RS OCHoliL RE OCHolth, & AAFeholA, 81512 [-2a9] 83h=olA,

of

RS OCHol 3 R'E WY (= ogld)olrt, & AAekejel A, 884 1229 34aHEoA, R & 0CHola R
1-Z 23| do]t},

rot

& AN FE oA, B84 1-2be] SFEA, RS OHolw R S=malo]r), A Aol A, B84 1-2be]
B, R OHOlL R C-C, A71dolth. & AAlfefol A, 882 1-2be] aHatEelA, RS OHol: R

C-Cy FEAolTh, & Aol A, 384 [-2b9] 8FZEolA, RS OHoli R Clojth. 3 A%k

rr

A, 3434 1-2b¢] B}FEelA, RS OHoliL R OCHolth, & AAFelol s, 51344 [-2b¢] sghZolA, R &
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[0149]

[0150]

OHol T R WY (= oleld)eleh. 3 AAFelolr, sheka) -2be] shgzolA, RS Ol R 12
dolth, g AN, 38k 1-2be] FHFEoIA, RS -0-(C-C, 2ol R Aot § A%
efol A, 5484 1-2be] SFFEEOIN, RS -0-(C-C, %Ol R C-C, Aot & A ejol A, 31814
1-2b¢] 8B, Re -0-(C-C, &Z)olil RE C-C FFAolr),  § AAFEoIA, 384 [-2b9] 5%
AN, R -0-(C-C, &Z)ola R Clolth, & AN, 3484 1-2b9] sFgENM, R'e -0-(CC, &
7)ol 3 R'E OCH,olth. 3 AAFElIA, 88H4] [-2b9] 8aHEol A, R& -0-(C-C, 2)ola R vd (&

oleld)olth. s AAFEOA, B84 [-2b9] FFEAAN, RS -0-(C-C, ¢A)oli R -z dolr),

o

o

g AAFHA, B34 1-29] SR, RS 0ol R @RAleldt, o A, 8514 1-2b9)

SR, RS 0ol R CCy 2AIdolnh, & Ao, 38t 1-2b9] shgtEol A, R 0CHol

of

R C-Cy Aotk 3 AN ool A, 2hsb2) 1-2b9] FBA, RS 0CHola R Clojh, 3 A e

oM, Bhsha) [-2b9] BFEelM, RS OCHoliL R OCHolth, & AAFelol A, 81512 [-2b9] 83t A,

of

RS OCHol 3 R WY (= oeld)olrt, & Axekejell A, 884 [-2be] sFatEdA], R & 0CHola R
-z s do|t},

rot

g AN FE oA, B8t [-2c9] BHEtEe|A, RS OHolx R S=mzlolt).
satol A, R& OHolT R'E C-C, Z7Adolt. & 2

AR GFEA A, B T-2¢9]
Jreiel A, sheh 1-2c0] SAEOIA, R OHOlZ R

>

B 0oC DAl § AAFEA, B8 [-2c9] FHFEoM, RS OHolx R Clojth, 8 AA|%ed
A, 88k 1-2c9] BN, RS O] R OCHelth. @ AAFejel A, 38k [-2c9] sFEA, R &
R vld (e oed)elct. & AAFeolA, st 1-2c9] shiHEolA, RS 0ol K= 1-2 2]
AN FEolA, BF8A [-2c2] BHEFEOIA, RS -0-(C-C, &2)ola R arzzllolrh. 3 AA|%k

i
o
£ K
r°*'

Bol A, 88t 1-2c9] BFFENA, RS -0-(C-C, 2Z)olil R CCy Aot & Aadejol A, 34544
28] B}FENAM, RS -0-(C-C, FZ)olil RE C-C, GEA o). & AxFeol, 554 [-2c0 HEE
A, R'e -0-(C-C, 2Z)olm RE Cloleh, 3 AAFeA, 3h8ta 1-2¢9] sgEolA, R'e -0-(CC, &
Z2)oli R OCHeleh, & AN FeolA, sheta) [-2c0] BN, RS -0-(C-C, 2ol RE wd (&
=oolbd)olth, # AAFEA, B8 1-2¢9] SFBAA, RS -0-(C-C, Lo R 1-Zzsf et}
F AN, A [-2c0] FFEAA, RS 0ol R dzglolth. & AAFeA, 354 [-2c2]
HREOA, R'e 0ol R G-, Aotk 3 AN Geoln, 384 1-2c9] oI, RS 0CH;ol i

R C-Cy Staloleh. @ AAIGFelolA, 81812 1-2¢9] #g=e|A, RS OCHolal R Clojth. & AA%

=

oA, 8t 1-2c0] SFZe|A, RS OCHol T RE= OCHolth. 8 AA|okejoll A, 848ta] [-2c9] shgtEol A,
R OCH ol R ¥d (B ofeld)olth. g AAakejol A, 3184 [-2c9] HEEoM, RS 0CHola R =
1-Z 25 dolt},

& Aol A, e [-2d9] BB, RS OHol1L R': &ezlolth, & Ax oA, 384 [-2d2]
FREA, RS OHolTL R C-C, ALl 3 AX e, 384 [-2d9) 532l A, R OHoliL R
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B 0oC Al F AL, B8] [-2de] FFEoM, RS OHola R Clojth.  § AA|%ed
A, 38k 1-2d9] SEolA, R OHolL R OCHolth. o AAkefol A, 318+ 1-2d9] ST, R

OHol I R Wl (E: oed)olth. & AAFelolA, 38k [-2d9] SFHZelA, RS OHolIL R 1-Z 25
dolth, g AN, ek 1-2de] FHAEoIA, RS -0-(C-C, Lol R RAolth,  § AA%
Bfol A, 5184 1-2d9] SFEEOIN, RS -0-(C-C, &)oL R G-C, SAdolth. & A ejol A, 31814
1-2d9] BFENA, RS -0-(C-C, Z)olT R C-C, TZAJolth. & AAFefel A, 884 [-2d9] 35ts
A, R -0-(C-C, &Z)olaL R'E Clojth. & AAFelolA, 53+ [-2d9] FFEA, RS -0-(CC, &
7)ol 3 R'E OCH,olth. 3 AAFEloIA, 818H4] [-2d9] 8aHEol A, R& -0-(C-C, 2)ola R vd (&

Yol R= 1-Z&wjdolc).

m\ﬂ

= oolEd)eleh. @ AAFEA, 88k 1-2de] SHEHEelA, RS -0-(C-Cy &
2

3 A G, B8k [-2d9) SFFEOIAN, RS 0CHolm RE Zzdolth, & AA G, 8812 [-2d9]

shgh=el A, R OCHol L R C-Cy Sodoleh. @ AAgejel A, 8314 1-2d9] shg2olA, R & 0CH;0)a

of

RE C-C, FAlelth, & AN elel A, 8514 [-2d9) sHgEelA, R & 0CHola R Clolth, & e
oA, shshal 1-2de] ShEolA, R 0CHolw R OCHelth, @ A Felol A, shshal 1-2de] shahgelA,
R OCHela R vld (3 ofed)oleh. o ANFejoln, shsh4 [-2de] shahEol A, R OCH;o 1 R
-2 dolt}.

rd

& AAFEel A, BHeHY] [-2e9] BFHEOIA, RS OHola R mzlolth, 3 AN Fejol A, 345H4] 1-2¢9]
2o A, RS OHol: R= C-C, A delth, & 2 51512 [-2¢9] 324, R OHOlIL R

>

o
=
2
>
o

C-C, Aok, & AAFE oA, B84 [-2e0] SFEo|A, R < o] R Clojth. 3 AA|e]ol

rr

A, 88t 1-2¢9] SFEolA, RS OHol: R= OCHyolth. & AAlkejel A, 8h8t4) [-209] slatEolA, R &

1

OHO 3L R wjd (= ogld)olth. & A Skejo A, 31814 [-20¢] §8HEo]A . R< OHoli R 1-Z 2

2

dolth. g AN, 88k [-2e0] FFBAM, RS -0-(CC, F)olm R Aot & A9

e

Blol A, 81814 [-2e9] SFEo|A, RS -0-(C-C, 7)ol a R C-C, SAdolTh, & A okejo] A,

2

-2e9] B}EENM, RS -0-(CC, B0l RE C-C, BFA o). & AxFelol, 554 129 HE

o
Lo
1>

oA, R -0-(C-C, &7)ola R Clojth., 3 AAJFefoll A, 3h8H4] [-2¢9] &= ol|A, RS -0-(C-C, &

Z)ola R OCHolth. 3 AAGejol A, 8484 1-2¢9] 8&ZoA, RS -0-(C-C, 7)ol R v (&

= olEd)olt. s AAgElelA, 884 1209 FFENA, RS -0-(C-C, 7)ol K= 1-Zzs|do|t},
2

3 AN Felel A, 88k [-2e9] sHEHEolA, RS 0ol R ZzAloleh. & AAFeA, 3431 [-2¢9]

SRl M, RS OCHol I RE G-Cy Ao, & AAFEIA, 8814 [-2¢9] 2o, RS 0CH,0l 1

=

R C-C, &3Aolth, & AXFeolq, 51814 1-2¢9] SHHEIA, RS OCHol L R Clojth, & A%
oA, B8] [-209] SFEOIA, RS 000 R OCHoTh. & AAlekelol A, 882 [-209] FEEol|A,
R OCHolx R ®ld (i oleld)eltt, & AAFelolr, 88t4 1-209] shghEolA, R'S 0CHoliL R
1-x 25 doelt},
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FEM, RS OHOlSL R GCy dAdolth, & AN FejolA, 3344 1-39 B4, RS OHolxL R

2

C-Cy SEAlolth. & AxFEjolA, 348t [-39] 34gHEo|A, RS OHo]T R Clojth. 3 AAJFE oA,
g8t -39 FFEOA, RS OHOl: R= OCH, 0Tk, & A kejolA, sheta] 1-39] sstEo]A, R & OHO|
R= vlg (= ogd)olth, & AXFeelA, 884 [-39] §FEelA, RS O] R 1-2wdo|

F AAFEelq, BHEA 139 HFABIM, RS -0-(CC, 2ol R @maelt. @

gud

=3
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i

AxFeel A, seka 1-39] BFHEelA, R'e -0-(C-C, ¢@)ela RE C-C, LAdolth. 3 A Feol A,
8512 1-39] BFBAM, RS -0-(C-C, BA)o)a R C-C, BFAolth, 3 AN Fejol A, 812 1-39] 3}

2

Feol A, R -0-(C-C, @Z)elar Ri= Clolch, 3k AAgrejol A, #18h4 1-39] shgh=el A, R' & -0-(Ci-C

110{'

7)ol R OCHol Tk, & AA el A, 8t 1-3¢] ShghZolA], RS -0-(C-C, &Z)olx R Hld (&
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oeld)olth. @ Arekelel A, 884 [-39] SFEAA, RS -0-(C-C, ¢7)olx K= 1-Zzsfdot}.

(o

A eFeel A, B8] [-39] BEEOIA, RS OCHolT RE stzzlolty, & Axkejola, 348t [-39]
324, RS 0003 R'E C-C, 7ldolth. o AAkejol A, 84814 -39 sFat=ZelA], RS OCH,0] 1
R'= C-C, Aok, & AN FeolA, 348t [-39] s}atEolA, RE 0CHo 3 R Clojth, & AA] ok

oA, Bt 1-39] SFEAA, RS OCHO) T R = OCH0Th. & 2A|ekefel A, 84814 -39 &§2eA, R
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X3

e O P (1-30)

7] AelA, R, R, R, R, 2 %o 2o o FelA gour).

g A GFElel A, 8814 1-3a8] BFBAM, RS OHolaL R @zl AN FEI A, 8EEHA] 1-3a9]
SRR, R OHOlE R CCy Aok, & AAFeol A, 28k 1-3a9] SgEolA, R OHolx R

o)
)
=
ot

B CC dEAoITh. B AAGHel A, 58t [-3a9] ST, RS Ofola R Clojoh. & AAekg o]
A, 88k 1-3a9] B, RS OHolL R OCHolth, @ AAFelol A, 38k 1-3a¢] St 2A, R &

OHol3 R Wl (= oleld)eleh. 3 AAFelolr, shaka) [-3a¢] shgEalA, R 0ol R 1-Z s
dolth, g AALGEA, 38 1-3a0] FFEoNM, RS -0-(C-C, 2ol R @wdolth. § AA%
Bol A, 518H4) 1-3a0] SFFEOIN, RS -0-(C-C, %ol R ¢, Ao, & A kejol A, 31514
[-3a9] SEENM, RS -0-(C-C, &7l RE C-C, GEAolh. & AAFEA, 53t [-329] 53
A, R -0-(CiC, 7)ol R Clolth, & ANl 3184 [-3a9] SFBAAN, RS -0-(CC, &
Z)ola R OCHoloh. & AAFEloA, 513t 1-3a9] SEolA, RS -0-(C-C, &)ola R v (&
oolEd)old. @ AAFEelA, 58 1-3a0] HABOIA, RS -0-(C-C, 2A)ol R 1-Z s o]t}
g Aol A, 5484 1-3a9] BFEIA, RS OCH0T R dzzlolth, o Arkejol A, &38H] [-3a2]
HRENM, R'e 0ol R G-, Aoy, o AN Geoln, 3184 1-3a9] 38214, RS 0CH;ol i

R C-C, otAlolth. g AA|okeloll A, 81812] [-3a9] 3FaH=o]A], RS OCH,0la RE Clojth, & AA|%

fu

oA, 8t 1-3a9] BFZeIA, RS OCH;ol T RE OCHolth, 3 AA|okefoll ], 348ta] [-3a2] shgHEol A,
R OCHeolx R ®ld (i oleld)eltt, & AAFelolA, 88t4 1-3a¢] shghEolA], R'S 0CHol R
-2 =25 doelr},

3 Aol A, B84 [-3b9] BAEolA, RS OHoliL R': srezlolth. o A FelolA, 584 [-3pe]
5B A, RS OHola R C-C, Aok, & A ekeol A, 5384 [-3be] 3H&EolA, R-S OHolaL R
B 0C, AT, § A, 384 1-3be] FFEolM, RS OHolaL R Clojth.  § AA|%ed
A, B84 1-3be] SFEZAIA, RS OHoliL R OCHolth. & AAekejelq, 3484 [-3b9] sgEolA, R

OHolx R'= wd (= ofgld)olth. o AAFejol A, g8H] [1-3pe] SEEo|A, RS OHOlT RE= 1-2 23
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[0164]

[0165]

2

s
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fru
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o
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o2

Jolth. @ AA AN, 554 1-3b9] PN, RS -0-(C-C, ¢Z)olil R
Bel A, 88ha [-3be] BsHECIA, RS -0-(C-C, &Z)o]T R C-Cy AL, & Axkelel A, 3}8H4
[-3be] BHEHEOIA, RS -0-(C-C; 970l RE C-C, = Alolt}. & Ax oA, 88t [-3be] 332
AA, R'e -0-(C-C, 2Z)olm R Clolth, & AA RGN, sh8kd 1-3b9] sEold, RS -0-(CC, &
Z)ola R OCHolth. & AAFEleA, 518t 1-3b9] S@EolA, RS -0-(C-C, &)ola R v (&
= oolEld)olth. 3 A, 38 1-3b9] SHEEAA, R -0-(C-C, Aol R 1-Zzsdot),
& AN Gl A, 38 1-3b9] BN, RS 0ol R &mdlolr, § A Fejol A, 5484 1-3b9]
BN, RS OOl RE C-Cy Aot & AX oA, 58H4 1-3b9] shgHEolA, R CHl

R'= C-C, Stralolt}, & A Feiol A, 3het4] 1-3be] 3HaHZolA], RS OCH;ol 3 R'E Clojoh. & AlAe

fu

oA, B84 [-3be] SFEIA, RS OCH0] T R OCHoth. & AAlekelol A, 882 1-3be] F&Eol|A,
R OCHol R ¥ (£ ofed)oltt. & AXrejol A, 53H4) [-3pe] shgHZolA, RS 0CHeliL R &
-2 dolt},

S A GHol A, e -3¢ FFEIA, RS OHoliL R'e selolth, & Ax oA, 584 [-3c2]
SEoM, RS OHOl RE G-C, Aotk & AXgejol A, 53t [-3ce] shgZo|A, R OHolx R
B0y AT, 3 AN EolA, 384 [-3c¢] SEolA, RS Offo]a R Clojt}. & Aa|ekeo]
A, 88k 1-3c9] BB, RS OHoliL R OCHolth., @ AAFelolAl, 28k [-3ce] shah=elA, R &

OHol3 R':= g (E: oeld)olr}. & Ao, 3484 [-3c9] shgHEolA, RS OHolT R 1-Z 27
Jolt}. & AAFEelA, 884 [-3c2] SFEBOA, RS -0-(C-C, 2Z)ola R saglolrh, & AAQ

O

2

ol A, 8814 1-3ce] hgHEolA, R -0-(CC, @7)ola R CCy doldelth, & AA ol &

F2

_|°1'

[-3c9] B, RE& -0-(C-C, ¢7)olat RE C-C, Aotk & AA|Feol A, 834 [-3c0] 34ate
oA, R& -0-(C-C, &7)ola R Clojth, & AN Feiol A, 348t [-3ce] shaHao]A, RS -0-(C-C, &
Z)ol3 RE OCHolt. & A Fejol A, 348H4 1-3c9] #FEoIA, R -0-(C-C, &7)olx R Hd (&

2

Aeld)olct. @ AxFefel A, B34 [-3c] BFReIM, R -0-(C-C, FA)olx RE 1-Zwsdolr},

s
e

of

3 AAFElol A, B8kl 1-3ce] BRI, RS 000l R srzzlolth. 3 AxekelolA, 38t 1-3¢9]
SENM, RS 0ol R G-C, ALk, & AN GeolN, 3184 1-3¢9] g2, RS 0CH;ol i
R'= C-C, d=Alolth, & A Feiel A, 818t [-3c9] 3HatEoA, RS OCHol T R Clojth, & Aok
AA, B84 [-3c9] FEAIA, RS 0CHol T RE OCHolth, & AAFeol A, 884 1-3co] satEolA,
R OCHol3 R Hd (= ofed)olth, & AX el A, 88t4 [-3ce] Sg=elA, R 0CHol 3 R &
1-Z 2ot}

3t A Akl A, Are Ardo|t}.

Sk AAGFHNA, BF7] BhekA 1-49] SheheE, Ee 10 N-SAIE B wA §EH s ol el Al
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F

A7) AelA, X, R, R, R, R, 2 X5 290 02 FolA Aolgr},

& AAFE A, 85t [-49] BHEEOA, RS OHol: R @=zlolth, o AXFejolA, 884 [-49] &
FEoM, R OHOliL R C-C, Ao, & AAFeolq, 3184 [-49] 51@Eo4, R OHola R
C-Cy Alolth, @ AN EolA, 8k [-49] =M, RS OHola R Clolth. @ AAFeldA,
shsta) [-49] SHgHEOlA, RS OHolm R OCHelth. & AAelolrl, shsha) 1-4¢] stgBolAl, R OHol
3 RE Y (EE olEd)elth, @ ANFEAA, B [-49] SFHEAA, RS OHol R 1-Lzsdol
F AN, A 149 HFEM, RS -0-(C-C, FA)oli RE Fuzlold. &

n

Ax el A, B8] 1-49] SR, R'E -0-(C-C, 7)ol R C-C, BAdolth. & A Felol A,
882 [-49] BEA, R & -0-(C-C, 20T RE= -C, LZAjolth. & Axokelel A, shata] [-49] 3}
FEA, RS -0-(C-C, &7)oliL R Clojth. & A Felol A, 318k 1-49] gEo|A, R -0-(CC
9h71)ola R OCHolth, & A el A, 3184 1-49] A, RS -0-(C-C, &Z)olaL R e (&

oolEd)elth, g AAFEel A, S8 [-49] ShgEolA, RS -0-(C-C, 2A)o

E

Re= 1- T2y dolt},
& AxgEol A, 34t 1-49] BFHEOIA, RS OCH0lT R &szlolth. 3 A FelolA, 884 [-49]
FEEoA, RS 00l RE C-C, Ado, & AAFeel A, 884 [-49] 8FEelA, RS 0CH;0] T

AAlokEfol A, BHeHA] 1-49] BHEHEOIAl, RS OCHolil R Clolth, 3 A %y

=)
oy
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o
s
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>,
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0,
rd'

oA, sFeta] 1-49] BHHEOIA, RS OCH0lT RE= OCHolth. & AA|FeolA, 3beta] 1-49] shgHEo]A, R
o 0ol 3 R vl (e oled)olth, 3 AAFeel A, 882 1-49] 83Ee|A, RS 0ol RE 1-
Zzydolt}.

gk AR FEjol A, 384 [-4a, 1-4b, [-4c9] 33E, T 19 N-LA|E T
TH},
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[0174]

SS=50l 10-2414529

H
e

47 A, R, R, R, R, 2 e 2] the FolA gelHr).
A FEo A, B [-dao] PN, RS Offolar R szalolth. & AAFeolA, 3454 [-4a9]
SgEM, RS Ol R C-C, ALt & Axkejol A, 513t [-4a9] 3H&Eo|A, RS OHolaL R
B GG gtk @ AN EelA, B8k [-4a9] BFEolA, R'S OHolx R Clojt}, 3 Aol
A, 88k 1-4a9] FHFEOIA, RS OHoliL R OCHolth, @ AAFelelA, 38k [-4ae] S3F2A, R &

OHoliL R ¥ld (: ojeld)olth. & AAFeol M, 3184 [-4ae] SHZolA, RS OHoliL R 1-2 27
dot}, @ AAGEA, Bt [-dae] BN, R -0-(C-C, 2Z)o|X R FzAlolt},

ro

2971 %

B4, BHekA [-das] BFEAA, R -0-(CC FR)elat R o Sodoleh, & AAIFejol A, 58ty

[-4a8] SFEAIA, R'e -0-(CC, BT)olT R CoCy FFAOILh, & MAFENA, 3344 [-4as] 313

o4, R'e -0-(CC, F)olx R Cloleh, 3 AAFelol A, 8h5hy [-4a] BFBAA, R -0-(CC, @
2 2

ZA)o]il R &= OCHsolth. & AAFefol A, 3}8H2] [-4a9] 3}3tEolA, R -0- (C—Cy ¢Z)olal R+ Hd (&

EodEd)elth. @ AXGefel A, B34 [-4a] HFBeIM, RS -0-(C-C, F)olm R 1-ZEdolr},

m‘l

s A FE oA, B84 [-4a®] BHEHZOIAl, RS OCH;0) 3 RE @=zlolth, 3 AA]9

o2

el A, 3}sk2] 1-4a9]

SZel A, RS OCHol 3 RE GGy SAIdolth, @ AAFEolA, 8814 [-4a9] SgEolA, RS 0CHolx

Ru)

R'E CC, Aotk o AAFElolA, 884 [-4a2] 332 olA, RS 0CHoliL R Clojoh, 3 Ax%
oA, 88t 1-4a9] BFZOIA, RS OCHol T RE OCHolth, 3 AA|okejoll A, 348ta] [-4ao] 3hgHEolA
RS OCHolT R u)yg (3= oleld)olth. 3 AXFefolA, 88ha [-4ae] SFaEe]A, RS 0CH0) T R =
-2 2 doelr},

3 AAFEol A, B8 [-4be] BFEolA, RS OHoliL R': shezlolth. o AAFelolA, 584 [-4be]
5B A, RS OHola R C-C, Aok, & A ekeol A, 5384 [-4be] 34&Eo|A, R-S OHolaL R
B 0C Al F A, 384 [-4be] FFEolM, RS OHola R Clojth.  § A %ed

A, 88k 1-4b9] SFEoA, RS OHolx R OCHolth. & AAJFelolA, 384 1-4be] 84tEolA], R &
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OHol T R MY (= oleld)oleh. 3 AAFelolr, shaka) -abe] shgzolA, RS O] R 12
dolth, g AAFEA, Bp8kA [-4be] FHFEoIM, RS -0-(C-C, Lol R Aot § A%
Bfol A, 5484 T-dbe] SFFECIN, RS -0-(C-C, %ol R G-C, Aotk & A kejol A, 31814
[-4b9] BFHEOA, RS -0-(C-C, &Z)o)T RE= C-C, FAlolth, & A GejolA, 845H4 [-4be] 33HE
AN, R -0-(C-C, &Z)ola R Clolth, & AAGEA, 3484 1-4bo] sFgENA, R'e -0-(C,C, &
7)ol 3 R'E OCH,olth. 3 AAFEIIA, 88H4] [-4bo] 8aHEol A, R& -0-(C-C, 2)ola R ud (&

oleld)olth. s AAFEOIA, BEA [-4bo] FFEAA, RS -0-(C-C, ¢A)oli R -z dolr),

o

o

g AAFHAA, B34 1-4b] SR, RS 0ol R @RAloldt, o AN, 514 1-4be)

SR, RS 0ol R C-Cy 2AIdolth, & AX oA, 38t 1-4be] shghEol A, R 0CHol 1

of

R C-Cy Aotk 3 AN Feol A, 2hs12) 1-4pe] BFBA, RS 0CHola R Clojh, 3 A%

oM, Bhha [-4be] BFEelM, RS OCHoliL R OCHolth, & AAFehol A, 81512 [-4be] 343t A,

of

RS 000l R vd (e olgd)olth. o Axkejol A, 348t 1-4be] 3hgHEolA, RS 0CH0l T R
1-Z 2w Yot}

g AN G oA, 83H] [-d4ce] sFEEo|A], RS OHoli R= stz zlo|t},
satol A, R& OHolT R'E C-C, Z7Adolt. & 2

rot

AAFEIA A, B T-4c 9]
Jrefel A, Sheh T-4co] FHEAEOIA, R OHOlZ R

>

B 0oC DAl § AAFE A, B8 [-dce] FHFEolM, RS OHola R Clojth, & AA|%ed
A, 8k 1-4c9] BB, R Ol R OCHelth, & AAFelol A, 38k [-4co] SFEA, RS
R vl (e oled)olct. & AAFeolA, st I-dce] shiHEolA, RS OOl 3 K= 1-2 2]
AN oA, B84 [-dee] BHEFEOIA, RS -0-(C-C, &2)ola R arzzlolrh. 3 AA|%k

i
o
£ K
r°*'

Bl A, 88t 1-dco] BFFENA, RS -0-(C-C, 2Z)olil R CCy Aot & Aadejol A, 34344
[-4c®] }FENAM, RS -0-(C-C, FZ)olil RE C-C, GZA o). & AxFeolA, 554 [-4co] HEE
A, R'e -0-(C-C, 2Z)olm R Clolth, & AAFeA, 3h8ta 1-4co] sgEoM, R' e -0-(CC, &
Z2)oli R OCHelth, & AXFeolA, sheha) [-4ce] BN, RS -0-(C-C, 2ol RE ud (&
= oolbd)olth, # AAFEAA, B8 1-4c9] FFBAA, RS -0-(C-C, L)L R E 1-Zzsf ot}
F AN A, BHEA [-dce] FFBAA, RS 0ol R duglolth. & AAFEA, 354 [-dce]
HRENA, R'e 0ol R G-, Aok, 3 AAeoln, 384 1-4c9] oI, RS 0CH;ol i

R C-Cy Staloleh. @ AAFelol A, 21812 [-4ce] =M, RS OCHolaL R Clolth. & AA%

=

oA, B84 1-dco] HaHEolA, RS OCH0l: R'E OCHolth. & AAlkejol A, 88k [-4co] oA,
RS OCHol 3 R v1d (2 oeld)olth. o AageolA, 58t 1-dce] 3HgHEolA, RS 0CHol i R
1-Z 25 dolt},

Sk A A|FEf A, Are Arbo|t).
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<sh5py 1-5>

NR3R*
R2
F xZ
X R
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A7) 264, X, R, R, R, R, 2 XS 299 T2 oA dejwrt.

& AAkEol A, 85t [-59] BFEe|A, RS OlolT R stzzlolth. o AxFejelA, sh84 [-59] 3}
FEo| A, R Mol RE C-C, 2Adolth. & AAjfeol A, 88t [-59] }atEelA, R& OHolx R
C=C, =Alolth, & AxFejelA, 218t [-59] sheHEe]A, R OHOlT R Clojth. 3 AA|FefolA,
834 1-59 §F2oA, RS OHOla R'E= OCH,0lth. & A elolA, 8tah] 1-59] s3t=o]A, R OHO|

T RE vy (EE dud)oltt. & AAFEeA, 88t [-59] BB, RS OHolw R'E 1-xzu|do]
g AxEelA, F3ha 1-59 HFEA, RE& -0-(C-C, LA)ol: R Aot &

n

AN FEA, 584 159 SHFEAA, RS -0-(C-C, &7)ola R ¢ Ao, & A Feo) A,
54 159 FFZAA, RS -0-(C-C, BZ)oliL R C-C GFA o]t} 8 Aol A, 513H4 [-59] 5}
GEAM, R'E -0-(C-C, 2Z)ola R Clolth, & AN FelelA, 88t 1-59] gdEolA, RS -0-(CCy
S7)ola RE OCHeolth. 3 AAFejel A, 2heba) 1-59] sgh=olA, R'& -0-(C,-C, 22)ola R Y (&

= oeld)olth.  § AA el , B4t 1-59] BEEeA, RE& -0-(C-C, ¢Z)olm R 1-Z = do|u},

R

& AxEol A, 4t 1-59] BeHEOIA, RS OCH0lT R &szlolth. 3 AAFeolA, 884 [-59
FEEoA, RS 000l RE C-C, Ado, & AXFeel A, 884 [-59] gFEelA, RS 0CH;0] T

A kol A, §8H] [-59] SR A, RS OCHo] R Clojch. o 21A] ke

=)
oy
A
o
s
4
>,
5
0,
rd'

oA, B84 [-59] B4qEolA, RS OCH0l T R'E OCHLolth. o A FejolA], 8484 [-59] shgt2olA, R
o OCH;0l 3 R Hld (i oeld)oltt. & AXFEelA, 548k [-59] 3HaHEolAl, RS 000l RE 1-
2y doltt,

& AN gEel M, 7] e [-5a, [-6b, Ei= [-5c8] SR, Ei 19 N-SAE E 5y S 8HE o
2o AgA,
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SS=50l 10-2414529

X3

471 AelA, R, R, R R, 2 XS B g e geowr.
& AAFHAA, 884 1-529 SHFEIM, RS OHolx R ZRAelch. & AAFelolA, 8844 [-5a9]
SgENM, RS Ol R C-C, ALt & Axkejol A, 513t [-5a9] 31gEo]A, RS OHolaL R
B GG gEAelth. @ AN EelA, B8l 1-5a¢] BhgEolA, R'S OHolx R Clojt}, 3 Aol
A, 88k 1-5a9] BB, RS OHoliL R OCHolth, @ AAFelol A, 38k [-5a0] sFat2A, R &

OHoliL R ¥ld (E: ojeld)olth. & AAFe|ol A, 3184 [-5a0] SHZolA, RS OHoliL R 1-Z 27
dolth. @ AN, 554 1520 PN, RS -0-(C-C, ¢Z)oliL R szalo]r),

ro

2971 %

Blol A, 518H4) 1-5a0] SFRECIN, RS -0-(C-C, A7)0l R C-C, Ao, & A ejol A, 31514
[-5a2] S, RS -0-(C-C, &2)oli R C-C, Aok, 3 Aol A, 3484 [-5a0] 3452
A, R -0-(CC, 7)ol R Clolth, & AXFeolA, 3184 [-5a9] BN, RS -0-(CC, &
Z)ol3 K= OCHolth. & AAFElGIA, 848t [-5a0] sFaHEolA, RS -0-(C-C, )olx R ud (&
oolEd)old. @ AAFEelA, 58 1-5a0] FHABOIA, RS -0-(C-C, 2ol R 1-Z s o]t}
& AAFEol A, B84 [-5a] FFEAIA, RS 0CHoli R stzzlolth, & AaekeolA, 3184 [-5a9]
HFENM, RS 0ol R G-, Aoy, 3 AN Geoln, 3184 1-5a9] 24, RS 0CH;o] i

RE CoC Aotk & AAFEelA, shah4 [-5a0) shgelA, R'e OCHela R Cloleh, & A%

Ru

oA, 88t 1-5a9] BFZeIA, RS OCH;o) T RE OCHolth, 3 AA|kefoll A, 348ta] [-5a9] 3hgHEol A,
RE OCHolT RE vl (e oleld)olth, o AXFejol A, 348t [-5a9] §§Eo|A, R& 0CH0)T R =
1-Z 29 dolt},

e

3 APl A, B84 1-5b9] BHgHEOIA, R& OHolT R szl
SetEo A, RS OHOlT R C-Cy LALOIT:. 3 AXFefolA, 88k [-5pe] }aEe|A, RS OHOlT R

AN FEON A, BhsHA 1-5b9]

GG AFAlelth. @ AAFEA, Bheha 1-5b9] shghEolA, R OHOlx R Clolth. 3t AA %ol

A, 88k 1-5b9] SEBoA, RS OHolx R OCH:olth. & AAJFelolA, 384 1-5b9] 84tEolA], R &
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OOl R #ld (= oldld)elch, & AAlgelolal, stehs] 1-5b] hgBolAl, RS OHolw R -2
Jolt}, 3 A A, 384 1-5be] RO, RS -0-(C-C, &Z)olw R dzaolth, o A%
Bfol 44, 548H4) 1-5be] SFFEOIN, RS -0-(C-C, U)oL R'E C-C, Ao, & A kejol A, 31814
I-5b¢] SaHEolA, R& -0-(C-C, 2Z)olil R C-C F3Aolt), 3 AAFeoIA, 384 [-5bo] 5%

2

lolth. & AAFelelA, 8544 [-5be] BFeHEA, RS -0-(C-C, &

rir
o

oA, RS -0-(C-C, +Z)ola R
Z)o)aL R':= OCHzolt}. s AA|Fejll A, )8k [-5be] 3}gFE ol A, Re -0-(C,-C, &Z)ola R+ vjd (&

oleld)olth. s AAFEIOlA, B84 [-5b9] FFEAA, RS -0-(C-C, ¢A)oli R -z dolr),

o

o

g AN A, B84 1-5b9] SR, RS 0ol R @RAleldt, o A, 8h3h4 1-5b9]

SR, RS 0ol R C-Cy 2AIdolth, & Ao, 38t 1-5b9] shgtEol A, R 0CHlx
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R C-Cy Aotk 3 AN ool A, 2hs12) 1-5be] BFBA, RS 0CHola R Clojch, 3 A %)

o4, Bhsba) 1-5b9] BFEelM, RS OCHoliL R OCHolth, & AAFelol A, 81812] [-5b9] 313t

of

RS 000l T RE #1d (2 oled)olth. o Axkejol A, 348t 1-5be] 3hgHEol A, RS 0CH0l T RE
1-Z 2w Yot}

g AN G oA, 83H] [-5ce] sFEEo|A], RS OHoli R tzzlo|t},
satol A, R& OHolT R'E C-C, Z7Adolt. & 2

rot

AN FE A, B4 1-5c9]
Jreiel A, sheh I-5c0] SAEOIA, R OHOlZL R

>

B 0oC, DAl § A G, BjEA [-5ce] FFEolM, RS OHola R Clojth, & AA|%ed
A, 88k 1-5c9] BB, R O] R CHelth. & AAFejol A, 38k [-5c0] sFBA, R &
R vld (e oed)elct. & AAFeolA, st 1-5ce] shiHEolA, RS 0ol 3 K= 1-2 2]
AN el A, B8 [-5c9] SR, RS -0-(CC, 2)ola R dmglolth. & A
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ol A, B8] 1-5c9] FFEAAN, RS -0-(C-C, ¢Z)oliL R C,-C, Aotk 8 Aol q, 554
[-5c9] 8H=olA, R& -0-(C-C;, &Z)oli R C-C, = Alolt}, 3 AAFeo]A], 8484 [-5c9] 32
AA, R'e -0-(C-C, 2Z)olm R Clolth, & AAFeA, 3h8td 1-5c9] sgEolM, R' e -0-(CC, &
Z)ol3 R OCHolth. 3 AAFEIA, 88H4 1-5¢9] 8aEol A, Re -0-(C-C, &)ola R v (&
= oolbd)olth, # AAFEAA, B8 1-5c9] FFBAA, RS -0-(C-C, Lol R 1-Zzsf et}
S AN A, BHEHA [-5c0] FFBAAN, RS 0ol R duglolth. & AAFeA, 3154 [-5c2]
HREM, RS 0ol R G-, Aok, o AAGeoln, 384 1-5¢9] oI, R-S 0CH;ol i

R CCy 3Aloleh, & A el A, 818k [-5c0] SHah=eA, R'S 0CH,0] L R Clojoh, & AA%

=

oA, 8t 1-5c0] BFEZeIA, RS OCHol T RE= OCHolth, 8 AA|okejoll A, 848t2] [-5c2] shgtEol A,
R OCHol R ®d (i oleld)eltt, @ AAFelelr, s8t4 1-5¢9] shghEolA, R'S 0CHoliL R
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g AAFElol A, Are Ar6o|t),

& AAFEANA, B B8 1-69] SR, B 0] N-SAE EE Yy

i)
oo
)
rlr
o2
o
e
ro,
)
Y
o
)
ul

_35_



[0190]

[0191]

[0192]

[0193]

[0194]

SS=50l 10-2414529

<ah5py 1-6>

NR3R?*
R2
F o xZ
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A7) 264, X, R, R, R, R, 2 XE 599 02 oA delwrt.

& AAEol A, 85t 1-69] BFEoIA, RS OlolT R stzzlolth. o AxFeielA, sh8t4 [-62] 3}
FEo| A, RS O0HolZ RE C-C, 2Adolth. & AAfeol A, 88t 1-69] a}atEelA, R OHol R
C=C, = Alolth, & AxFeelA, 318t [-69] seHEo|A, RS OHOlT R Clojth. 3 AA|FefolA,
834 1-69 83204, RS OHOlIL R'E= OCH,0lth. & A elolA, 8tah] 1-69 s3tEo]A, R OHO|

T RE uY (EE dud)oltt. @ AAFEA, 3ot [-62] BaEGA, RS OHolw R'E 1-xzu|do]
g AxFEelA, #3169 HFEA, RE& -0-(C-C, LA)ol: R Aot &

n

AN FEA, 5B 169 BN, RS -0-(C-C, &7)ola R ¢ Ao, & A Feo) A,
544 169 FFZAA, RS -0-(C-C, BZ)oliL R C-C GFA o]}, 8 Aol A, 513H4 [-69 5}
GEAM, R'E -0-(C-C, 2Z)ola R Clolth, & AN FelelA, 38k 1-69] SFEoIA, RS -0-(CCy
97)ola RE OCHeolth. 3 AAFejel A, 2heba) 1-69] sgh=olA, R & -0-(C,-C, 22)ola R Y (&

= oeld)olth. g AA e, st 1-69] BEEeA, RE& -0-(C-C, ¢Z)olm R 1-Zasdolu},

R

& AxgEol A, 3t 1-69] BHEHEOIA, RS OCH0lT R &szlolth. 3 A FeolA, 884 1-69
FFEA, RS 00l RE C-C, Ado, & AAFeel A, 884 1-69] dFEelA, RS 0CH;0l T

A kol A, §3H] 1-69] SFEA, R'S OCHo] R Clojch. o 2A] ke
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oA, B84 [-62] BHFEoA, RS OCH0l T R OCLolth. o A FejolA], 884 [-69] shaZolA, R
o OCH;0l 3 RE Hld (i oeld)oltt. & AXFHelA, 345k [-69] 3HaHEolAl, RS 000l RE 1-
2y doltt,

g AAFEol A, sk7] 88k 1-6a, 1-6b, Hi= 1-6c9] sheh=, e 29 N-SAE = 94 §8&H= ¢
ool AlFHTt.
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A7) Al A, R, R, R, R, 2 X= 290 i Foja Ao},

o

& AN FeA A, B84 1-6a2] saEIAH, RS MOl R zalo]r), AN Fefol A, BF8H4] 1-6a2)
2ol A, RS OHOliL = C,-C, 27ldolth. o A FelolA, 213h] 1-6a¢] BF52olA, RS OHOlTL R

2

bsalolch, 3k AN FElol A, B34 1-6a¢] BHFEIA, RS OHoli R Clolch, & Ao

rr
&2
&
o
4
il
>
rO(

A, 8keha 1-6a9] BgEIA, RS OHoli R OCHolth. & AA Gl A, 8514 [-6a] SFFBAA, R &

OHOl:L R:= wld (= ofeld)olth. & AA|Fejol A, 2482 [-6ae] &atEojA], RS OHol: R= 1-Z 25
2

dojt}, @ AAFEA, B3t [-6a0] FHFABAIA, RS -0-(C-C, D)ol R gaalelrh,  § A9

O

efol 4, 5184 1-6a0] SFREOIN, RS -0-(C-C, &)oL R G-C, SAdolt, & A ejol A, 318k
[-6a2] O, RS -0-(C-C, &2)oliL RE C-C, d=Aolt}, & AxFelolA, 854 [-6a0] T
AN, R -0-(C-C, &Z)ola R Clolth, & AAFeA, 3484 1-6a8] BN, R' e -0-(CC, &
7)ol i RE OCHolth. 3 Al A, 384 1-6a0] sFt2olAl, RS -0-(C,C, &2)olm RE vl (&

2

)olil R+ 1-Z2¥|dolt},

i)

Eooed)elct, @ AAGelel A, 3134 1-6a¢ BHABAM, RS -0-(CC &
2

s ARl A, B8k 1-6a8) BhgEelA, R 0CHela R'E @@zlelth, o AAgeiold, 8814 1-6a2]

SEENM, RS 00Ol RE G-C, Aotk & AN, 3184 1-6a9] 352, RS 0CH;ol L

=

RE C-C 3ajolth, @ AAGelolA, 81812 [-6a9] 3FEeIA, RS OCHolS R Clojth, & A%

oM, Bhta) [-6a0] BFEelM, RS OCHoliL RE OCHolth, & AAFelolA, 81512 [-6a2] Bh3h=olA,

of

RS OCHol 3 R'E WY (= ogld)olrt, & AAFejol A, 884 [-6a2] 3R, R & 0CHola R
1-Z 23 dolt}.

rot

& AAlFElel A, 3H8Ha] [-6b9] BHEHEOlA, RS OHola R gzl A kEfol A, 88k 1-6b9]
3ol A, RS OHOlT R C-C, LAt & AAkefol A, &3t 1-6be] BFatEo)A], RS OHOlT R

= CC, Aotk @ AXFEOlA, 884 1-6be] SFEZOIA, R OHol3 RE Clojth. & A kel
=8

A, 88t 1-6bo] BFEelA, RS OHolx R= OCHolth. & AAlokejel A, 8h8t4) [-6b9] slatEolA, R &
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[0200]

OHolx R= WY (= ofgld)olch, & AAke|olA, 884 1-6be] 5132o|A], RS OHol: R 1-Z 2
Jolt}. 3 AAFEelA, 31t 1-6b9] BFEAM, RS -0-(C-C, %Z)o]T RE= S=zlojth. 3 AAF

2

ol A, sheka) 1-6be] SEFEIA, RS -0-(C-C, LZ)OlIL RE G-C, Aok, & AN Feo A, 58t

1-6b9] M, R'S -0-(C-C, 22)ola R C-C, AFAolth.  § A Fefol A, 2hs12) [-6b] Bh3HE

2

AN, R -0-(C-C, &Z)ola R lolth. & AN FellA, Bt [-6be] FFBAA, RS -0-(C-C, &

rir
o

7)o]al R OCHolth. 3 AA|FElo A, 3h8H4] 1-6b9] 84BN, R'e -0-(C,-C, &7)ola R vl (&

oleld)olth. s AAFEOIA, B84 [-6b9] FFEAAN, RS -0-(C-C, ¢2)oli R -z dolr),

o

o

g AAFHNA, B34 1-6b9] SR, RS 0ol R @RAlelth, o A, 8514 1-6b9]

SR, RS 0CHol T R CCy 2AIdolth, & A eolA, 38t 1-6b9] shghEol A, R 0CHol

of

R C-Cy Aotk 3 AN Felol A, 2hsk2) 1-6b9] FBA, RS 0CHola R Clojch, 3 A%

oM, Bhsh2) 1-6be] BFEelM, RS OCHoliL R OCHolth, & AAFelol A, 81812] 1-6b9] Bhgh=olA,

of

RS OCHol 3 R WY (= ogld)olrt, & Axekejel A, 884 1-6be] sFatEdA], R& 0CHola R
-z s do|t},

rot

g AN FE A, B84 [-6c0] BHEFEe|A, RS OHolx R Szzlolt).
satol A, R& OHolT R'E C-C, Z7Adolt. & 2

AR FEI A, B T-6c9]
Jrefel A, Sheh 1-6c0] FAEOIA, R OHOlZ R

>

B 0oC DAl § AA G, B8 [-6c0] FFEolM, RS OHolx R Clojth, & AA|%ed
A, 88k 1-6c9] BB, R O] R CHelth. @ AAFelel A, 38k [-6c0] SFaEA, R &
R vld (e oled)elct. & AAFeolA, st 1-6ce] sHiHEolA, RS 0ol K= 1-2 2]
AN el A, B [-6c9] SR, RS -0-(CC, &)ola R gzglolth. & A%

i
o
£ K
r°*'

ol A, B8] 1-6c9] FFEAAN, RS -0-(C-C, EZ)oliL R C,-C, Aotk 8 A dejol A, 5154
[-6c9] 8aH=olA, R -0-(C-C, &Z)oli R C-C, EAlolt}, 3 AAFeolA], 8484 [-6c9] 32
A, R'e -0-(C-C, 2Z)olm R Clolth, & AAFEA, 3h8k4 1-6c9] sgEoM, R' e -0-(CC, &
Z)ola R OCHolth. 3 AAFEIA, 88H4 1-6c9] saEolA, Re -0-(C-C, &2)ola R vl (&
= oolbd)olth, # AAFEAA, B8 1-6¢] FFBAA, RS -0-(C-C, Lo R 1-Zzsf et}
S AN, A [-6c0] FFBAAN, RS 0ol R dwglolth. & AAFEA, 3154 [-6c2]
SREA, R'e 0ol R C-C, Aok, 3 A eoln, 384 1-6¢9] oI, R-S 0CH;ol i

RE CCy 3tAloleh, & A el A, 818k [-6c0] SHah=e|A, R'S 0CH,ol L R Clojoh, & AA%

=

oA, 88t 1-6c0] BFZoIA, RS OCHolT RE= OCHolth, 3 AA|okefoll A, 348H2] [-6c2] shatEol A,
R OCHeolx R ®ld (i olEld)eltt, & AAFelelA, s8t4 1-6¢9] shgHEolA, R'S 0CHoliL R
-2 25 dolt},

& A EolA, XS Holth. 3 AAFECA, X, Foltk. & AAFEIA, X Brojoh. & A %eol
A, X Tolth, & AAFEA, X, e oEldolth, & AAFEeA, Xp& CRHolth & AAFE A, X,

_38_



[0201]

[0202]
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[0207]

[0208]
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[0210]
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[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

sSE50] 102414529
OCFHelth. &k AAIFefell A, X2 OCFselvh. & AAFeoA], X2 CNojtt. & AAlFefell A, X CONHol
th g AAFE A, X COHolth. g AAFE A, X1 COCHzol Tk, gk AAJFEfel A, X NO.ol T,
A AAFEel A, X;2 H, F, Br, I, ol€ld, CFH, OCFH, OCF;, CN, CONH, CO.CHs;, HE+= NO,o]t}.
AR AAFEN A, X2 Folth. AR AAFE A, Xi& Br =& Ie]t}.

gk AAIGE A, K= Holvk., & AAGEA, X Folvk. & AAGE A, X Clojvk. & A YE ol
A, Xox= Brojuh. 3k AAIGEO A, Xpi= Tolth. 3 AAGEAA, Xo= AlEldelnt.  §F AAIFE A, X
Czolth. & AAIFE oM, Xo= CFlolvh. & AAFE A, Xo= CRHolth. 3 AAFEolA, Xoi= CFzolt.
g AAGE A, Xo= OCFHolth. 3 AAJFEfel A, Xox= OCFselth. g AAJGEjelA, Xo= CNojrk. 3 AA|
Gl A, Xo= CONHolvh.  3F AAJFEleA, Xi= COHolth. & AAIFEfel A, X,3= NOLolt.

AN AAFHlA, X H, Cl, Br, I, olE]d, CHy, CR:H, CFs, OCFMH, @ CNejth.
AN AA Gl A, X= H, F, Br, I, olEld, CH, CF;, OCFH, B (NoJt}.
AT AAFEANA, Xoi= F = Clojrh. 45 AAGEellA, X Br = [0t

g AAFEOA, Xy Holth.,  3F AASENA], X2 Folth., 3 AAIFEolA], X3 Brojth. 3k 2 A]gE el
A, Xg2 Tolvk. 3 AAGEelA, X3 olEldoltt. & HAAIFH A, K& CHoltk. 3 AAFH A, X
CFHolth. & AAIFEjelA], X5 CFHolth. g HAIFEjelA, X3 CFsoltt. g AAIFEfelA, X5 OCFHel
ok @ AAGEA, Xg OCFsolth. g AAFEiOlA, Xo& CNojth. & AAIFEioll A, Xz CONHolvh. &
AN G A, X2 COHolth. & AAFEONA, X2 NO,ol T}

Ay A Fefell A, X;& H, Br, I, olEld, OCFH, CN, m¥ NO,o|t}.
QB AR FEfO A, X2 H, F, Br, I, CH;, CFH, CFs, OCFH, ¥+ CNolt}.

AR AAFENA, Xp2 F = Clojoh, 4 AAGE oA, X Br = [0t}

g A A e oA, Aro] ol A$ol, X= N, CH, CF, CCl, T+ CCHyolaLl, ©
i) X7F N9l A% R’ €1 ®i= nldo] o
i) R7}F Clo]at X7} CHSl 7Z$-o] X,& H, F, OCF;, & CNo| ofai;
i1i) R7F OCHsl 3 X7k CFQL Aol X, F, 1, (N, i oElde] opya;
iv) X7} CC1) A%l X, H7} ofyt},
L
& AAA S A, Aro] F ol -, X¥= N, CH, CF, CCl, %+ (CH;elaL, o

i) X7F Nl 7o R Clo] ob)a;

i) R7F OCH, T uldo] 3 X7k N9l 29l X,= Clo] ofuL;

iii) K7} Clo]a X7} CHOl 76 X,3= Clo] ob)iL;
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[0221]
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[0224]

[0225]
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[0227]
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iv) R7F OCH,0) 32 X7F CFel 9o X,2= C1, Br, 1, B CFyo] ot

AL

3
gk AAIFEO A, Arel ol Af-ell, X&= N, CH, & CFolaz, &

i) X7F N9l A%-o] R’ Clo] obi

ii) R7F OCH;o] 3L X7F Nel o] Xy CHyol o}y

iii) R'7F ClolaL X7F CHOl A%l X, & H, F, B CHyo] oba;
iv) R7F OCHzo] 3 X7} CFQl 7ol X;& Br B 17} opry.

XZ/E;\C

S AA GO A, Aro] F ol %o, X= N, CH, T CFolaL, &
i) X7F Nel Ao R'= Clo] ofu)a;

i) R7F OCH; ®= wYo]i X7F Nol A 9ol X, Clo] oL
iii) R7F Clola X7} CHYl A$ol X,= F7} ohaL;

iv) R7F 0CHz0) 3 X7} CFQl 5ol X,%= Cl, Br, I, ®i= CFyo] ohut},

X3

Sk AA|GEfOA A, Aro] ¢l %o, X= N, CH, =& (Fola,

) R7F Clo]at X7F NOl 9o X4 CHyo] ofu]ai;

i1) X7} CFolat R'7F OCH; ) 9ol X Br Bl 17} ofut).

AN kefol A, Arol F ol %o, X= N, CH, % CFo|t}.

e

2 3 4 1' 1" 2" 17 18 20 21 3'

CR', Arl, Ar2, Ar3, Ard, Ar5, Ar6, X,

Xo, BU/HRE Xy, B/EE 4ol 7iAE gE Af|e 29 5 o] AL F AAAWEel £aEa, el
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>
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st 19 BPBS G AT dAAHe Axt 5] Aza.

8314 19] 3,5-0] X SHe-d-olulwmb-(e] 2 N FE AN AN e WHoR AxT Ak, g
4 1o A9 sk o], @Y1, A ELOANDE D Hu), AAY ¥(SeAdEA)-BeEID o
ZFaetolse E4 stol FH A vl R, A0 PAEUEL-F Fo4 25, dAn) 10TAA,
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I 8t 119) 4-opu] e

off

& 5ol violAmdolB k7oA HEA Es Oﬂ’\Eﬂeﬁﬂr-"J 227 AEL 2

6-Z2EdZeUol 2 SH5HY 1119] 4-ohv]m—6-X F5-3F wﬂ o (1714 Are o] gol® weh @
$)2 ARE F A (WF ). H9HA 119 b-olol o6 A RE-s Bl =S F4 BYAY Sol, oA
o A9 2 Sl omo%} Aok, el7At] ool QAL 2 ofo] o lske] wkgel ofa) 8k3H4 1Ve] 5-ofo]

Eod-obu oG- BE-N FY U R WA F ATk (B b).  Fvl, oA wa(SeddEan)-Beh
F(ID) tZzeelse] 24 stol wl-ugy §ul, oAY 1,222l o)A 25, @) 120-130Te
A, el Eol vholZz ol WA B8R 1VS] 5-okol & -d-o}u] m-6-X] §l-3] Fe o] EO] 2,

dAY HEZSHEFNT] ~9 AZHYo g 352 [-A9 5-(X3H)-4-o}n w-6-XFE-T] F o E (o] 7]A
7S 4, dAd, dd, %‘i%ﬂ]é 2 AdZAE QS AT} (W ).

A FAAA &, AR WY dF FollA o}l
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o Mg ol A2 12 FREAR B L, o
3 2 Vo] 5-o}e] & E-g-olv] -6~ 2 2 3 Fe] o] E iw, A BEEFEY e ~d
AZYOoR 334 VIO 5-(AFE)-4-ohvm-6-ZR2AFVIE (/14 2,& 2W, WAL, /9, B=

dAd B dAEe)E ATt (WHE o). 7], AW EFoRSHEE B S, g Ha(EudE
23)-2E (11 JEzete|=9] &4 stoll =4 FAAd v EFE, did oHEYE-R-2 FolA 2=,
Z 110TlA, olE 5°] vlolazgolB wkg7|oA HEA Es o aH2eke] A=y AEH e o6 §‘rf§L

A VIe] 5-A g -d-opn| m-6-F R 2| Z Yo E I-A9] 5-X|Ztel-4-olr| -6-X| 3t -T] F o] E
(o714 Ar <l Aeojd whep g5 2 dad 4 3o (W5 ay).
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shel wkgol olsl Bheha XI1e] Fgshs WY oiHER o AH=wEBe 5 vk (93 ).

cl Cl F
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F7oN \l/ CI” N Y CI” N ~
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X XI XII

W2 11 ZAlE wpe} o], 34ska] X119 4-oln|w=-5-FF 0 2-6-FZ 23| FF o] E
o, e vd 2 oA efe]eWst Aok, oty ﬂo}o]ge& 2 ool o Hl el yhg
9] 3-¢}o| S E~4-olH| -5-EF Q2 -6-F L LI F o] EZ WE 5 9y (¥ by). 38t

E4-olu-5-ZF 0 7 (-FEZUZFY|0|EE v]-vSA &, oA 1,2-tEF2R2E FoA &,
z'iuH 120-130Cel A, dE Eof wlo]a 2 elB Hkg7]dA] Full, ozd v|=(Egsdyxsd)-ZeE(11)
Zrgo]l=e] & slo] e gAY EREE)2edie] A8 AZPow 3] X1V 3-(X3hH)-
f-olm|e-5-E 2o 2 -p-FR e ZYoE (714 RE 47, O—Jﬂlé oy)d, oY 2 AAE LS
AT F Adrh (FHE ¢y). didF o=z, 38k X119 3-0}0]| L E~4-o}n|=-5-ZF Q2 -6-F 22 I F | H|o]E
5 S A &, d7AY WY &dFe] EA slol &%, oA 65TolA BAAE 2 (1) ofo] Lol
g 1LI-AIEEH & the] FujgFoz Hgste] 38k XIVe] 3-(X 3 )-4-0ln e-5-FF 0 2 -6-2 227
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ZAN (74 R A=A ® E2AFADE AT & Ao (W i), °F 50T, dE 5o A3t

i
i

A O 9 e g Aded dY dagz dazsd £ AT (4 ). 97, dAd E%o
S4F 9 E6), qAn va(EdAdEan)-RAE(D P22 =e) 24 sl 4 AL S &
B, Al SHAEUEL-Z Felq 2, AU 110TA, % Sof nlolazsoln werlols wEa
© oolanzsle] £z27] ATl s ket XIVe] 3-(X| e 4-ohu w5 TE o 262wy Zelyo
ok4 1-Be] 4ol -6-AFE-S ZLOIE (714 Are Blel Aelh vlsl Lo AR & 9

HiokA o2, shsha XITe] 4- 0}‘11;—5 EFLR-6-FREVFUCIES F4 A & %
ABYEL-2 oA 971, dad EFedsbds 2 o, qAd va(Edadzas)-2
gol=9 EA| stol 2%, o) uocoﬂ*i & o vlo]azgelH WhgY]
»27] AEPE Fo 354 VA 4-oh]e-5-EF 0 2-6-A Sl -F) FE| W] E (]7]A Ar %%oﬂ delg v
o} Ze)E AT 5 vk (WS a,). 38 XV 4-obr]-5-2F 0 2 -6-2] FE -9 ZFe o] E

A3 &, e vE < FollA ofeled sl Aok, T dtopo] Lxdil Bl ofoledate] kol ofs 318}
2] XVI9] 3-ofo] @ m-d4-or|m-5-5 0 2-6-A| Syl - Zelo| ER WMAT 5 Yk (W b)), Fof, oA
A(EdEA)FebE (1D HI2efelne] EA4 sl vl-ukgAd &vl, oA 12-HI 22 FollA]
=, o 120-130Cel A, & Eo] wholAm ol WhgTlel A 318h4] XVIe] 3-ofo] & m-4-obv]e-5-FF
2-6-X3he-vZ o] B gy, o EuRdd)adite] 29 AEHoR 554 1-B9] 3-(A
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(L.) Scop.) (W& =zxef, DIGSA), o7& 2o} IAF2~-Z¢ (L.) P. XY . (Echinochloa crus—galli
(L.) P. Beauv.) (Rrop=iges, ECHCG), ol7]1:=F o} 2% (L.) ¥ (Echinochloa colonum (L.) LINK) (%
Fdto]2, ECHCO), o7|=F 2ol g Zxoldl~ (ot2=.) X8 X (Echinochloa oryzoides (Ard.) Fritsch) (&
2 ¥E 2, ECHOR), d7|:=EZo} <axFg (vpdo]) uMdo|(Echinochioa oryzicola (Vasinger)
Vasinger) (#°lE ¥ 22, ECHPH), o|x7tollE Fils Aels. (Ischaemum rugosum Salisb.) (AtehEekL
B, ISCRU), REZFZo} 7IdA|2 (L.) Y(Leptochloa chinensis (L.) Nees) (5 2=, LEFCH),
AeF 2ol yrFetels~ (F.) dol(Leptochloa fascicularis (Lam.) Gray) (R]oJyl= A3 FF | LEFFA),
AESF 2ol Aot (ZH&.) 3|X . (Leptochloa panicoides (Presl.) Hitchc.) (opr}E A oF,
LEFPA), IUF YREMZ2F (L.) vA2x (Panicum dichotomiflorum (L.) Michx.) (& 3}uE, PANDI), 3}
237 deteE 2|2 (Paspalum dilatatum Poir.) (&E8]2=I1g2>, PASDD), Al#lF2 X2 2 L. (Cyperus
difformis L.) (&WEAY, CYPDI), AlHF2 olAaFAFE~ L. (Cyperus esculentus L.) (715, CYPES), Al
HF2 olg]o} L.(Cyperus iria L.) (GHHHEANY, CYPIR), A#F2 2EF2 L. (Cyperus rotundus L.) (&5
ZF, CYPRO), A 7Ve]l2=(Eleocharis) % (ELOSS), |HExdg|x g otAol (L.) WE(Fimbristylis
miliacea (L.) Vahl) (v}&elEx17], FIMI), AFZ=ZdATE A Fho|d X E28 (Schoenoplectus juncoides
Roxb.) (&Holaeo], SCPIU), AFo|lw=ZeATEx wule€)l2 L. (Schoenoplectus maritimus L.) (AAI=}7],
SCPMA), Zo|=ZeFExs Fa2YUES L (Schoenoplectus mucronatus L.) (F5olarso], SCPMU), o}ell4x
Wl (Adeschynomene) &, (ZJEHWX, AESSS), LHEWHZ ZEAZeldx (vtE.) 18l4).(Alternanthera
philoxeroides (Mart.) Griseb.) (¥ACIEYE, ALRPH), EE]lznt ZdEba-olFole]l7l L. (4lisma
plantago-aquatica L.) (ZA73o]®AL, ALSPA), olwt&t e~ (Amaranthus) &, (Rl& 2 ofwpdk2, AMASS), ¢hwhy
oF FAlo} 2EM  (Ammannia coccinea Rottb.) (M=EF-AZ, AMCO), “lE9HEr &vt (L.) sk (Eclipta
alba (L.) Hassk.) (3%, ECLAL), d&lelgtelgr @ =AL (SW.) €=./vlE(Heteranthera Iimosa (SW.)
Willd./Vahl) (6928 =, HETILI), selstezl sly¥E2n|2 R. & P.(Heteranthera reniformis R. & P.) (343
H=Zdg e, HETRE), o|xEXolo} slulgkAlol (L.) A=.(Ipomoea hederacea (L.) Jacq.) (FAo|d=% =Y
227, IPOHE), #ulEyo} Fulo} (L.) M (Lindernia dubia (L.) Pennell) (& &2 Fyd, LIDDU), =
ol FEAMA Y] wA & WA (Monochoria korsakowii Regel & Maack) (X=3g]o}, MOOKA), R 7o}
vh7lde] s (B2, F) C. Zelé A2 FE (Monochoria vaginalis (Burm. F.) C. Presl ex Kuhth) (R3¢
o}, MOOVA), FE2wvyol FuZ et (L.) Bul\d(Murdannia nudiflora (L.) Brenan) (=H.$]=, MUDNU), =37
3w AW F L. (Polygonum pensylvanicum L.) (FAWo]Yol ~ulEL = POLPY), &y F2A|71g o}
L.(Polygonum persicaria L.) (deo]t2=%, POLPE), Zgu%x 3IJ|=2yd2oldx v (Polygonum
hydropiperoides Michx.) (P}d= ~mlEQ = POLHP), 22} 97t (=) Iolvl(Rotala indica (Willd.)
Koehne) (QItiqt %], ROTIN), AM7Ielg]of(Sagittaria) &, (8Hab=, SAGSS), Alz~nmpuo}l olitelel (812 ))
zE/el=8., A2 E(Sesbania exaltata (Raf.) Cory/Rydb. Ex Hill) (X Mzulyo}, A¥ls) EE Ay
wZF ol ALt st 7Ml2E  (Sphenoclea zeylanica Gaertn.) (F-2~$1=, SPDZE)o]t}.

YR AAFER A, 2ol ATE SFHE 9 2AAES FRA sFEASHA] @2 ARE WAstE o] &),
S AAGEHNA, HERER] g2 A R FF ueFRoldlx =X (Alopecurus myosuroides
Huds.) (E&zef2~, ALOMY), otdle} 23 7}-wE] (L.) BB (dpera spica-venti (L.) Beauv.) (=1,
APESY), ol¥llv} s}5of L.(Avena fatua L.) (oA #2], AVEFA), B2%2> Y% &E L. (Bromus tectorum L.) (Th
$4Y HE, BROTE), =8 ZE|ZE2E #.(Lolium multiflorum Lam.) (o]&&]et gholzref, LOLMU), g
2> w2 = (Phalaris minor Retz.) (B]EAI= Zlve]1efl2~, PHAMI), 3o} FFo} L.(Poa annua L.) (ol
T EZagl~A, POAAN), AElglol Flgol (Eol2.) Edw & J.A. A2FH A(Setaria pumila (Poir.)
Roemer & J.A. Schultes) (34 ZH~eY, SETLU), AMERg el Hlgti~ (L.) RE . (Setaria viridis (L.)
Beauv.) (54 Z~g|d, SEIVID), AE2A| ot=ZwlAl (L.) 23X (Cirsium arvense (L.) Scop.) (At}

<%, CIRAR), Zels otgelul L.(Galium aparine L.) (AP WEAERS GALAP), 7)o} 2zvbg]o}
(L.) 2=32=.(Kochia scoparia (L.) Schrad.) (&7]o}, KCHSC), #v-& FE=2Fd= L.(Lamium purpureum L.)
(A2 Fd4d |, LANPY), vrEEZel ol @l FFElet L. (Matricaria recutita L.) (oFA ZFEwld, MATCH), v}
Eggtgel wmlEgFFE oldl (l2.) XHMatricaria matricarioides (Less.) Porter) (FSlolZH=,
MATNT), stapull= mollob L. (Papaver rhoeas L.) (@WF 3¥3], PAPRH), Z¥]ilw IEEF2 L.(Polygonum
convolvulus L.) (kA w|&, POLCO), A&} Egf2 L.(Salsola tragus L.) (HAIS El&, SASKR), 2"z}t
o} wtfo} (L.) W .(Stellaria media (L.) Vill.) (¥Wt XZAY=, STEME), ®I24Y7} HZ2A]7} FEo]
2 .(Veronica persica Poir.) (HEA|SF ~y]=< VERPE), H]Z} ol2WlA|~ B2 (Viola arvensis Murr.)
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[0272]
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(A= vlo]L, VIOAR), &= H|2dt Eg|Z22 L.(Viola tricolor L.) (oA vlo]22l  VIOTR)o|t}.

YR AR FER oA, ol ATE SFHE 9@ 2AHAES HEA D SGdA vt eA] e AAS dAskE

L5}, 54 AAFHA, mpgAEA] g A GHEA o} olZHu| Aol & o} L.(4mbrosia
artemisiifolia L.) (Y4RF P19 =, AMBEL), ZHAot FFAlEZH ol (Cassia obtusifolia) (A& EE, CASOB),
Aep§-glo} vlZF=AL o} E . = % (Centaurea maculosa auct. non Lam.) (23F W$I=, CENMA), AEAlE o}
29 (L.) 233X (Cirsium arvense (L.) Scop.) (IUd H<E, CIRAR), STEEFA of=2xIAA
L.(Convolvulus arvensis L.) (FZ wlQl=29|= (ONAR), §-XZn]o} of|&e} L.(Euphorbia esula L.) (B¢ 2=
A=A, EPHES), %7+ Ael&et L./E2. (Lactuca serriola L./Torn.) (7}A 43, LACSE), Z+elal A &2}
E} L.(Plantago lanceolata L.) (H& ZME|1, PLALA), T2~ QB FAZE 92 L. (Rumex obtusifolius L.)
(FY X3, RWMOB), Altb &3xAb L.(Sida spinosa L.) (ZFA Ak, SIDSP), AlUds o2 wlA]x
L.(Sinapis arvensis L.) (oFA ®X=E}=, SINAR), &2 of2MIAI 2 L. (Sonchus arvensis L.) (HhdA 2%

<, SONAR), <@lthal(Solidago) ¥ (FERZ, S00SS), EFEAME eulAlddl G.H. 8 dx A=A
(Taraxacum officinale G.H. Weber ex Wiggers) (©t@z]<, TAROF), Eu|Zal% @ L.(Trifolium repens
L) (94 Z2w | TRFRE), ®& $2E7} t]ee)7t L.(Urtica dioica L.) (&4%F UlE, URIDI)O]t}.

d

AR AAFEfol A, Eo] ATH TR 2L 2AES Y FEA DAFE utEAERA e S WA
st o] ¥ 54 AAGHdA, AR g S EERAFFE TR =
2~ (Alopecurus myosuroides Huds.) (B 1=, ALOMY), op#lu} 3}Fo} L.(Avena fatua L.) (°FA F,
AVEFA), Be}7lotelo} Zebe]He} (124).) U4 (Brachiaria platyphylla (Groseb.) Nash) (3391 Alz1dz1e)
2~ BRAPP), tl7]etg]o} abytoldadlx~ (L.) 23X (Digitaria sanguinalis (L.) Scop.) (W& IArefx,
DIGSA), o7|w=F 2o} IAF2-7% (L.) P. BB (Echinochloa crus-galli (L.) P. Beauv.) (Wrof=_1zj>,
ECHCG), ol7|=F 2o} Z2% (L.) ®WA(Echinochloa colonum (L.) LINK) (B=gfo]~, ECHCO), =8¢ EEHZ
2% @.(Loliun multifiorum Lam.) (o]t gfo]1afj2, LOLMU), ZUE YIEVEZFE WA 2. (Panicum
dichotomiflorum Michx.) (& TF, PANDD), THF W obAlg L.(Panicum miliaceum L.) (OFB-Z24
21, PANMI), AlEekglel sl &5 . (Setaria faberi Herrm.) (AFo]AE ZF 2, SETFA), AElzlo} vlgt]x
(L.) BB (Setaria viridis (L.) Beauv.) (54 Z2€<Y, SETVID), A&2% A (L.) FAN=2 . (Sorghum
halepense (L.) Pers.) (&<, SORHA), A2 H|ZF22 (L.) ®¥3] ssp. oFEUUAlS(Sorghum bicolor
(L.) Moench ssp. Arundinaceum) (#IEJ#IQ1, SORVU), Al#|F2~ ol2~Z W%~ L. (Cyperus esculentus L.) (7%
Z, CYPES), A #Fx 2ES2 L.(Cyperus rotundus L.) (FFA, CYPRO), o}FEE ©| Q. ZelxEl W
3. (Abutilon theophrasti Medik.) (19 ABUTH), olu}&%F(dmaranthus) & (¥]E 2 olmbghx | ANASS),
tB 2 Ao}l ofZE|w| Aol EE|o} L. (Ambrosia artemisiifolia L.) (Y¥b P19 =, AMBEL), ¢YHZEAJo} T2
2~E}7)o} DC.(Ambrosia psilostachya DC.) (A5 @ 2=, AMBPS), B Z Ao} Egt} L. (Ambrosia trifida
L) (Re]dE daY=, AMBIR), otx=ZFdylolx AFotdt L.(4dsclepias syriaca L.) (d¥r HIa=
ASCSY), Alx=Xd]s &% L.(Chenopodium album L.) (H¥F A E 2~ CHEAL), AlEAS ol=WA (L.) =3
ST (Cirsium arvense (L.) Scop.) (FAYT} E]<, CIRAR), ZFHev} Wzd-al A~ L. (Comnelina benghalensis L.)
(v &FolvYE, COMBE), ©¥elt ~E&t2 Y- L.(Datura stramonium L.) (F<91E, DATST), t9-F& 7
2E} L. (Daucus carota L.) (oFA @, DAUCA), f-X=2H|o} s|¥|E2he} L. (Euphorbia heterophylla L.) (kA
EQlAMElo}, EPHIL), ol@AE Ry Al L. (Erigeron bonariensis L.) (&|ol2] Z2]9|<l, ERIBO), oAl
& JhIA 2 L. (Erigeron canadensis L.) (Fivteh Z2]WQl, ERICA), #AtFE2 b2 L. (Helianthus
annuus L.) (¥ 3ulalr], HELAN), A3 Fo| ¥ ol guEalol (L.) 1384 . (Jacquemontia tamnifolia (L.)
Griseb.) (A83} Bd==2], IAQTA), o|EXdo} sdletAlol (L.) A= (Ipomoea hederacea (L.) Jacq.) (B
Aolgd=e] BYZF2e, IPOHE), o|EXdo} 2F A} L. (Ipomoea lacunosa L.) (MM myZF=Ze], IPOLA),
F71 Aelge L./E2.(lactuca serriola L./Torn.) (7} 3, LACSE), XZ=2E#7 @A}
L.(Portulaca oleracea L.) (¥ut H<& POROL), At} 23 =A} L.(Sida spinosa L.) (7}A] At} SIDSP),
Alva] 2~ ok 2MIA A L.(Sinapis arvensis L.) (¢FA WAL=, SINAR), &ehs ZHEZHE 79 (Solanum
ptychanthum Dunal) (B35 S yo]EHel=  SOLPT), E& IAXVElw 2EFwld® L.(Xanthium strumarium
L.) (4R8F 531, XANST) o]t}

Q% AAFEAA, F 1 A oF 4,000 TH/AEHE (g/ha)e] HEFol FobF Aol AT AR AAF
oM, o 1 A °F 4,000 g/hasl o] Fobdd Aol AHgHLh.

)

QR AAFEA A, Bl ATH ST, YT R P ok Bu B s 2 48 3



= 4-CPA, 4-CPB, 4-CPP, 2,4-D, 2,4-D Z%1 4, 2,4-D o =E|2 3l ofvl, 2,4-DB, 3,4-
. 3,4-DB, 2,4-DEB, 2,4-DEP, 3,4-DP, 2,3,6-TBA, 2,4,5-T, 2,4,5-TB, oMEZ =22, opA|ZF o=, of
e, otazeel, detERE, deeIRE, dSAE, o" dF, 4R, ofEYE, ofHE™, o
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[0274]

[0275]

[0276]

[0277]

[0278]
[0279]

[0280]

SSS0ol 10-2414529

A, Avhg-od, Aedse, ddee opEHelE, vFRg, dFeudl, dmAE, I REs, o]
g, ZE o=, ZE AoHelE, Zydagra, ZeweFE-dd, Zaolxl, Zarjelyl, ZaE
FobE, ZREFUY, ZRIAY, ZaIud, ZRAY-TE, L2HE, ZReEd, ZRagee
Zud, ZRRAEE, Zea, 2y ZRLFGRE ZRIAJlEuE, ZRAgEFe, T2z
=, L2E3Y, TRE¥VIEE, IREFE, Z5, ZugRe, Jue, JEad, JgE5d, dgs
T, v, dREdelE, dgtREFE-od, duSAd, s, defEsten, seIee,
vRigE, dPdelE, vz, v, duEs, defEen-vE, vSAEE, vEsaEd, 9
22, Avle, AwIel, o s, AEREE APREx-p-od, 2uehd, HEFE, AFEFAVA,
SHlESERE, ARded, Aaree, ASAE, AT, AR, AEE, AEE-, S, oPIYES,
HAEIVEF, YRMUEF, EIEHR, S, SAEHRE, SXATE, EXACE, EXEFE, T
A EFEh, 262, 1A, ERE, CEFESE, HFHELR, JREE, HEZESAY, ga2nkd, e
= =

wrlen, gevdas, gerdE, garge, ered, qEdETE, gd2as, HoldETE, ©
ofz =, Hrjolul, HrlolFE, HateulE-d, HALFE, Hoten, Hostmuld, Hodrd,
ExeliE, EYFAY, EdolrtE, Eu-gdelE, E 2 £, =R, B, =
geeve daue 9 oy, Evw, B, EuEALFE, EErdd, EUETE¥E, 9
Ex, EERY, EQIESAELell, EUTE, E

JAgFREE £33

)
[kl
il
m2}
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=
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iy
=
m
e

2 Al
=, SRAEAE (A& B0, 9A), AWEZY, do|F&, tEZRE
, IolE, texE, dZ2gE-dd, A2, &5 EEAUY, FHEE,
stEd gwd | ol&altjdl-dE, T =-tloe, MG 191, MON 4660, Ve 4E (NA), 2AMHEY,
R29148 ¥ N-dldsx it ofn| =9} Zgtsle] ALE" 4= ).
-

ool 719 3EE, 2AE L WHE o 5o, ZY XA E, ZFIZAHE, Yl H=Al 241 ¥
Al A, ol A HHA LRI Q Y|o]E | ACCase AA|, olu|thZEeg]=, ALS JAAl, HPPD &AA], PPO
ZEANGL g7 SR XA E-UAY-, SFEAUIE-UA-, tul-UlAd-, d5A] &

AAl, Edopxl, B B

A==, AP EA SA-WA -, oFES AZRI Yo E-Ad-, okAlE CoA 7FE54eA]l (ACCase)
AA -G -, elmurEe=-tAd-, ofAEZH lE ekl (ALS) AAIA-WA -, 4-s|=FA|H - FHo]E H5
AAAD (HPPD) A AIAI- A -, Z2Exave ezl SA Al (PPO) AAA-Wd-, Egfopxl-tj4d-, 3 B2
| T e e B P B
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AAA, A A, FsEA T AAA, 5-Ae v FUH 7o E-3-FEAH o] E (EPSP) ATERA|l A4,
I, A2 A FAA, ZREFEIe SAGA (PPO) A, 7F2E|wol= A

A AR (VLCFA) A, d &<l A F2kA] (PDS) A, =FEWl AHERAl A4, 4-
Al =g FH o] E-T S A AL Al (HPPD) HAAl, FAREE A4, AE2s A JAA, s 24
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[0281]

[0282]
[0283]

[0284]

[0285]
[0286]

[0287]

[0288]
[0289]

[0290]

[0291]

[0292]
[0293]

)

lo
o
T
=1
HN

O
HU
X
[m
Ac)
ull

2EEFe e ((FCly)<e F=xsigla, ddder Fda @AEdS 83k

Aol 10 e 4-opn| -3, 6-H SR 2IF U] EY Ax (3= A)

NH,
-C
y 0
Cl N ~
o}

WO 2001051468 Al (Fields et al.)ol] 7|49 wv}e} Zo] A Zx&F3AT}.

AAlel 20 mE 4-ofn] -3 6-UFR2-5-F 2y Yo ES Alx (= B)

NH,
F N Cl
= OL
Cl N CHj

3 [Fields et al., Tetrahedron Letters 2010, 51, 79-81]¢] 7A€ w}e} o] Al=x3s}tt.

AAd 3: 2,6-HFR2-5-HEA-4-Hd Fgu|de] Az

o] 9H3 cl C|3H3
(e}
NS N| N
| ~
Cl)\N/ CI/kN |
CH,

AZx HEHI =2y F ddHoes A4r7hed 2,6-tF22-5-vEA Jud (100 23 (g), 0.55 &
(mo1)e] gNol| HlEHS =2Fe &u] (124 g, 0.94 mol) = 1 2 () HYd BEusnadEs 1A17P (h)ell
74%% A2 A A7t olojA, EFES ARoA 4A3F St wnkelglth. EFEC] 2EE 20T WV

Lol A fFASHEA FEFe] EukE Aleks ofbAlE (200 HEEE (mL))o] H7FE A E}. a5, 2.3
]%EE—S,G—E] Alobe—p-ilZF = (DDQ; 151 g, 0.67 mol)& ¢+ WHoll H7psta, skl wyksigict. a1 34
7F AT, nAS ofxstar, oE opAElo]E (500 mL)Z AH3TE. =S 7t sl HFHA7|AL
A = SIEES oY ofAdEHolE (2 ZH (L))fa s|Asioitt. ARE vEs hAe] WA E oE ofAH|

JEE AFE ofzel 3] RS, olF FrAm AU ool ¥HAA = AFBE FERIAUOM, oF 7
W AzehEadell os AR, AFES O EFE F 50l 106 Y ohAHIER SelAA EA

SFHE (70 g, 60%)E FEAGT,
mp 60 — 61 °C; "H NMR (CDClz) § 3.99 (s, 3H), 5.85 (d, 1H), 6.75 (d, 1H), 6.95 (dd, 1H).

AAle 41 2,6-H S RE-5-vEA -] v -4-7F 2B A H| 8| =0 A%

Cl CHs Gl CHy
o}
NI X NTX O
=z ' |
c:l/k N7 cl A NG |
CH» 0O

O ave: e (4:1, 2L) 3 2,6-UIFERE-5-HEA-4-vd Ju|g (50 g, 0.24 mol)e |NE -78T
2 YA AY, 2E ZIAE 5AIZ & WEHSEIS Y. ¥EEE fHE 9= (50 nb)E AHSEY. =
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[0294]

[0295]
[0296]

[0297]
[0298]

[0299]
[0300]

[0301]
[0302]

[0303]
[0304]

SS50l 10-2414529

& Aeow AW hesta, 49t ol 0T FFAA BA BHFE (50.5 g, 1000 FHHA.

AAld 5 WE 2,6-tEFZ22-5-UEA -T2 d-4-FLE2H A o] E9] A

Cl  CHs Cl Cl:H3
N Xy © NES o
I — |
= V OL
CI/kN | Cl)\N CHs
o) o)
ek (1L) 2 & (60 nL) ¥ 2,6-UEE22-5-vEA-I v d-4-Ft2HLH 3| = (50 g, 0.24 mol)2] &H&
A xRk, &, FERIUESF (400 g)= #H7IsIt. EFES wvtsldA, HgeE /2 (600 mL, 9:1
v/v) & BEY (192 g, 1.2 mol)e] 2 M €4 ygud gMo] 0Co|A 458 (min)ol ZA A 7skHch.
S FU 2o A IAIZE B AT, o), EEES Ao 4A3 FeF w1 o,
AFEA, S EFES B 42 (2 L), TOERYESE (50 g), 2 A3 EF (NaCl; 200 g)o] E3HEo
FAth. AAES o€ ofHHE (1L x 2)2 F&3a, &3 §7] F& FAUEF (NaS0y) ol AzxA
7lan, o3sdek. LS At dtol FEAA 33 BHS AAsIGeH, olF o AHX sl 1A 3lsle
EA B3E (50.8 g, 870 F5IISTE.

ESIMS m/z 238 ((IM+H]").

A 6: WE 6-0lu=-2-F 2 2-5-v| EA| -y u|d-4-7t2 B Ao EQ Ax (= ()

Cl <|:H3 NH, (|:H3
0 0
NTX - . N7
/m ~ O\ /& ~ O\

Cl N CH; Cl N CH,

0 0
HE 2 6-UFE2-5-HEA - gu|d-4-7l2 82 olE (25 g, 0.1 mol) % tHE &ZA|=9] &N (DNSO)S
AZ3FF k. o] gMoll, 0-5TelA, DNSO T dEYol (2 F&#H (equiv))e &AL 78k, 01 TAES
TUS 0-5C LA 10 WA 164 &< wHsigll. o] %o, EFES dE ofMH O ER sAsta, A
A5 ogGslgtt. oE oAHOIE oyES A¢ fdHoR HHFFIL, Na,S0, AollA HAzAH %%Mﬁ
Z APES FEIUT. = AAPES HAFY oY oMMEHE FoA uRksta, of#ste] 53 =S
F5E3I . Fe] £ SES AAEZEE F5EINeH, oF FF Fol Y4 ELEHFE:MPM 9
=] q (

11 g, 50%)°] 4S5}
mp 158 °C; '"H NMR (DMSO-de) & 3.71 (s, 3H), 3.86 (s, 3H), 7.65 (br s, 1H), 8.01 (br s, 1H).
AN 7: W 4-ou] -3 6-T] 22 2 -5-0lo] @ ¥ T o] E 9] A%

NH,

NH,
Cl
X | Cl
0 D
~
c” N “CHs a1 >N N e,

wel 4-olm| -3 6-T|FEEYZ Y] E(10.0 g, 45.2 mmol), Folo]dAF (3.93 g, 17.2 L&E (mmol)),

2 olo]lod (11.44 g, 45.1 mmol)S Wl&kE (30 mL) Foll &3jA7]aL, 37 3dloll 60TColA 27417 H<t nvta}

Ak, WS EFES FFA7|AL, g dEHZR sAta, x3} 54 Tl EFR 23] AFHSSIT.

FA 5E g dE=2 13 FEska, 8 7] T T4 NaS0, AolA AzAAY. AHES 5F5A7)
il

=4 AzvtEIRY] (A7 A 0-50% olE opAlElo]E/F )l o) AAlste] xA sgES AR
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[0305]
[0306]

[0307]
[0308]

[0309]
[0310]

[0311]
[0312]

[0313]

[0314]
[0315]

S=S0l 10-2414529
A (12.44 g, 79%) 2A F5EBHACH

mp 130.0-131.5 °C; "H NMR (400 MHz, CDCls) & 5.56
(s, 2H), 3.97 (s, 3H); C NMR (101 MHz, CDCL3) & 163.80, 153.00, 152.75, 145.63,
112.12, 83.91, 53.21; EIMS m/z 346.

A 8: WE 4-oln -3 6-T]E22-5-wE I ZYUo]EQ] A% (F= D)

NH, NH,
| X cl HsC N cl
= OL ~ O
o] N CHj; Cl N CHs
0 0
- EF2Ee (40 mL) & WE 4-opn -3, 6-t]F 2 E-5-0to] L =y Zgo]E (8.1 g, 23.4 mmol), EIE
a}uﬂ%*ELM (8.35 g, 46.7 mmol), B P=(Egddx2a)dstdets (I1) (2.5 g, 3.5 mmol)] EFES
SHoRRY F HoMd (IR)-4AX 2% EUHP S 2t vo] QLERA] o]y Aloo]H (Biotage Initiator)™ wn}
ojAE o Hofl A 120TelA 30 & FAIT. ke EES Ayt A FtEYA A A3 29,
4 A=rtEaT (HE7F A; 0-50% olE olAlEHC|E/E Aol o HAlste] Al sEES LAAY 1
A (4.53 g, 83%) A F53110).

mp 133-136 °C; '"H NMR (400 MHz,
CDCl3) 8 4.92 (s, 2H), 3.96 (s, 3H), 2.29 (s, 3H); *C NMR (101 MHz, CDCls) & 164.34,
150.24, 148.69, 143.94, 117.01, 114.60, 53.02, 14.40; ESIMS m/z 236 ([M+H]"), 234 ([M-
H]).

AAlel 90 HE 6-obv] -2, 5-HF 22y Y -4-7t2 R Aol B Ax (= E)

NH,

WO 2007082076 Al (Epp et al.)ol 71Al® wmle} o] A xa3iT).

AA e 10: WE 4-olnx--F2Z-5-ZF 9 2-3-v|EX T ZF o] E AZx (3= F)

NH, ?Hg
F N 0
= O\
Cl N CH;
0
WO 2013003740 Al (Epp et al.)ell 7]1A1% ule} o] A %3},
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[0316]

[0317]
[0318]

[0319]
[0320]

[0321]
[0322]

[0323]

[0324]
[0325]

[0326]

[0327]
[0328]

S==5| 10-2414529

AAe 11: WE 4-oln|xw--F22Z-5-ZF ¢ 2-3-n|d g Ylo]E9 A=x (I= G)

NH; NH, ?Hz
F |
X - . F | AN
yZ O. 7 oL
cl N CH3 cl N CHs,
O o}

Hg 4-ofn| —6-FEE-5-ZF 0 &-3-olo] Q = Zgy|o|E (7.05 g, 21.33 mmol, WO 2013003740 Al (Epp et
1ol 719 wkep o] A%x3) @ Hjd Eg-p-FEFA (7.52 nl, 25.6 mmol)S TFEEE (71.1 L)
Zol FgA L, EFES ol2Zo 108 ek 8Tk, oo, MA(EYHdEA)ZEE (1) F=2
o]= (1.497 g, 2.133 mmol)Z FH7}s}ar, S 70Col A WA wRESITE (FEh A g,
SES VA ARrEaYY-AF 2FS5AW (M) o8 EYUE P, 20417 ¥, 9k ERES F
FA171aL, AztolE(Celite)® Aol F2A71a, Zdl A=rteEady (A7t A (Si0y); FAib/oE ofAlg o]
E )

ol ola] Axletel TAl BB A 1A (3.23 g, 65.7%) A TS5

o

-
o I 3FE
T%%E

oL rEi o

)ell

He (T of
>

[m

mp 99-100 °C; "H NMR (400 MHz,
CDCls) 8 6.87 (dd, J=18.1, 11.6 Hz, 1H), 5.72 (dd, J=11.5, 1.3 Hz, 1H), 5.52 (dd, J =
18.2, 1.3 Hz, 1H), 4.79 (s, 2H), 3.91 (s, 3H); "’F NMR (376 MHz, CDCl3) & -138.79 (s);
EIMS m/z 230.

AAld 12: wWE 4-olu| -3 .5 6-EZSZZIZ U] EY Ax (= H)

NH,
Cl O
= 0]
Cl N “CH,4

0]

WO 2006062979 Al (Finkelstein et al.)ol] 7]A]® wie} o] Axs}gltt.

AN e 13: WE 4-olu|x--BEH-3-F2IZ-5-ZF 0 2u|ZFYo]E Ax (3= 1)

NH,
P C
~ O.
Br” N CHs

US 20120190857 Al (Arndt et al.)ol] 7|49 wv}e} Zo] A =&},
)

A 14: Wd 4ol =-3-F 2 2-5-FF 2 -6-(EgWd2etd ) g Zdlo] ES Ax (3= )

NH,

4-o | e-6-H R R-3-F22-5-Z2 ¢ 29 ZFUo]E (500 D2 (mg), 1.8 mmol), 1,1,1,2,2,2-3Nx}
U ~ERd (580 mg, 1.8 mmol) ¥ RA(EgddE~d)-d3t2datE (11 (120 mg, 0.18 mmol) S #AX ¢S
6 mL) FollA Felar, Aiel 2Ed”OZ 108 B¢ Z7|3 U, 80CTE 2413t &<t 7Fdsii. W¥zhs
=

g
g
(
F=g old opMlHelE (25 mL) B #3} NaCl (25 mL)3 7 15% & wwksiitt.  #7] &S &8k,

b i 2 E

_53_



[0329]
[0330]

[0331]
[0332]

[0333]

[0334]
[0335]

[0336]

[0337]
[0338]

[0339]

[0340]
[0341]

S==5| 10-2414509

TEES Fdl ofdsta, AxA7IL (NaS0), SEAZT. FFEs od otAEHelE (4 mL)el =o]aL, ank
;A (15 mh) o2 254 At A SaS dole] AdE aARTY e, YL &S

3 olatstar, SEAA FA stEs YA 3 (660 mg, 100%) 24 F538EIT

Rl

ot ot

"H NMR (400 MHz, CDCl5) & 4.63 (d, J = 29.1 Hz, 2H), 3.97 (s, 3H), 0.39 (s, 9H);
F NMR (376 MHz, CDCl;) & -130.28; EIMS m/z 366.

AAle] 150 WE 4-of|Eoln] E-3-F 2 2-6-(ET e ~td)-gZed¢|E9 A% (= K)

)kNH
| SN Cl
AN ~ o)
Sn N \CH3
/ \
0]

WO 2003011853 Al (Balko et al.)ol 7]Al¥ whe} o] A&t}

Ao 160 vlE 4-opA| Eojr] -3 6-t] SR 23] F o] ES Alx (J= L)

H3C NH
| S Cl
= OL
Cl N CH3
0

WO 2001051468 Al (Fields et al.)ol] 7]A¥ wvle} Zo] A =&},
AA o 17: e 4-olu|=-3-FZ Z-6-ofo] o =y FE|Yo]EQ AZ (JF= M)

NH,

WO 2007082098 A2 (Balko et al.)ol 7]A® m}&} o] A %3},

Ao 18: WY 4-o}HEolu E-3-F 2 2 -6-o}o]| Q EuZT o] ES A= (3= N)

;

pd

O

I
w

WO 2007082098 A2 (Balko et al.)oll 7]A® ®}&} o] A %3},
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[0342]

[0343]
[0344]

[0345]

[0346]
[0347]

[0348]

[0349]
[0350]

[0351]
[0352]

[0353]
[0354]

SSS0l 10-2414529

A 19: WY 4-olu|—-6-H 2R -3 5-UZF 2 23 ZY|o]EY A% (3= 0)

NH,
F N F
Z OL
Br N CHs
o)
WO 2001051468 Al (Fields et al.)el 7)A€ ule} o] Alzxatyitt.

Al 200 vlE 6-obvm-2-F R 2-5-0d Y g v d-4-7t2 5 A o] E] A% (= P)

NH, |CH2

A A0

cl” N CHj
0

US 20090088322 (Epp et al.)oll 71A% ule} o] A|lz&}3iL).
AAE 22: 4-B2R-2-Z2 0 2Hd)Egw g A%

Br
Me3S|
F
a2 p-R8lgE (n-BuLi; 900 mlo]ZEEE (ul), 2.2 mmol, 1.1 B)e] 2.5 M &ML -78ColA fo e
Sz = (10 nL) = 1,4-tpar-2-Z2o a2 (500 mg, 2.0 mmol, 1.0 ZE)e] Wk g H7tslict.
AAE Al Qs 78 CoA 24]7F Zob wultalgdtt. ZzzEeEgwgda (300 ul, 2.4 mmol, 1.2 k)
S HUbeta, AAE ASA §As =glo] ofo]x [ ofME 2R SFHES FOoBN 23TE HFHE] Ry E
= 3la, 72A1%F FoF avkseict *& %Q%% 5 (50 nL)E 3Aelar, gF=22met (3 x 50 L) o8 F&

# (MgS0.)), &8 olstar, 3|4 el s HAA EA
ATt
IR (EHet) 3068 (w), 2955 (m), 2927 (m), 2855 (W), 1598 (w), 1567 (w) cm™;
'H NMR (400 MHz, DMSO-ds) § 7.38 — 7.49 (m, 3H), 0.30 (s, 9H).

A 23: (2-EF22-4-(4,4,5,5-E|Eg}E-1,3,2-t AR EH-2-)dd) Egjwd A &) A%
HsC CHs
9)§<CH3
B<
O CH,
Me3Si
F

n-BuLi (8.5 mL, 21 mmol, 1.1 ¥3)¢ 2.5 M NS 78T HEHII=2FZF (80 nL) F (4-BHE2R-2-Z
FeRdAd) EEdet (4.8 g, 19 mol, 1.0 F=)o] wuk Gl Hrleigiet. e SAAY A5 78
TolAd 158 Fob wwtelet.  2-0|AZ 2 ZA|-4 4 5 5-HEZWE-1,3 2-tISALRET (4.4 nL, 21 mmol,
1.1 &)= H7kstal, &3 Q@A §o4g =efo] ofo]x / opAlE 22 &§¥LEF Fomy 23T= 339
JVeE R E i, 2047 FeF wukstglth. whe EIES E (200 nL)E 3Asar, 1M 94k (HCS AFgs)
o e pH 42 A, fZFEEWE (3 x 100 nL) o2 FEstgct. &3 f7] =& dx2A71 (MgS0,),
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S==35| 10-241452
9 ofsta, 84 Fe o3 ¥

A REILAl (6.0 g, 99%) 24 TS

"H NMR (400 MHz, CDCl;) 3
[0355] 7.55(dt,J=17.5, 1 Hz, 1H), 7.38 — 7.42 (m, 2H), 1.34 (s, 12H), 0.29 (d, /= 1 Hz, 9H).
[0356] at7] =S AAle 230 MAIE Aafel] whel Azslc:

[0357] 2-(4-(B) 2 Fe2de)dd)-4,4,5,5-0 EgtrE-1,3,2-t] AR 2T
HsC
¥\ -CHs
% CHj
B<
O CHj
F
[0358] F

'H NMR (400 MHz, CDCls) & 7.89 (br d, J = 8 Hz, 2H), 7.50 (br d, /= 8 Hz
[0359] 2H), 6.65 (t,J = 56 Hz, 1H), 1.35 (s, 12H).

[0360] 2-(4—~ (v ZF 2 2v")-3-Z 79

Q. 2¥d)-4,4,5 5-E|EgtHEl-1,3,2-t] AR

=
HsC CH,
(/))§<CH3
B
O CH4
F
[0361] FF
'H NMR (400 MHz, CDClz) 8 7.51 — 7.68 (m, 3H), 6.90 (t, J= 55 Hz, 1H), 1.35 (s, 12H)
[0362]
[0363] Ao 24: (2,3-T)ZF Q. 2-4-(4,4,5,5-E|Egtu|E-1 3 2-T] LA R 2 &-2-) F D) Em e A ke A=z
H3G CH,
9A§<CH3
B<
O CH,
MesSi F
F
[0364]
[0365] n-BuLi (9.5 mL, 24 mmol, 1.1 Z)e 2.5 M A4S -78TCoA HEZS==ZF (86 mL) = (2,3-UZFo=
A EWEAT (4.0 g, 21 mmol, 1.0 F=)] wHk &Aoo H7lstsivt. AdE g Aol gHe -78
CTollAd 1A17F Eor wwkalgeh.  2-0)|AZRZZA|-4 4,5 5-HEzHE-1,3,2-t| 2ALRET (4.8 mL, 24 mmol,
1.1 35)& H7istar, Ad3A 898 =gko] ofo]x / olHE 22 &FHES oz 23CE HH3| 7M2H
E=& ehal, 2047 EoF abegith, kg EES & (200 ml)= 4“ ataL, IM HCI& *}35}04 Tﬂ pll 4%
A, YEE2HE (3 x 100 mb)o2 FE33c. 3 7] S5 AZRA7IZ (MgS0y), 8 oFsha,
3 kol 93 FHAIA BA SES WA 2T (6.4 g, 96%) 24 53T
"H NMR (400 MHz, CDCl3) 8 7.42 (ddd, J = 7.5, 4.5, 0.5 Hz
[0366]

1H), 7.09 (ddd, J= 7.5, 4, 1 Hz, 1H), 1.34 (s, 12H), 0.29 (d, /= 1 Hz, 9H)
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[0367]

[0368]
[0369]

[0370]
[0371]

[0372]
[0373]

[0374]

[0375]

[0376]

[0377]

SS50l 10-2414529

AAe 250 (3-Z2F22-4-(4,4,5,5-HE&WE-1,3,2-t AR ES-2-A) Hd) EuE A& Ax

HsC

CHj;
(/))S(CH\%
B.
o
Me3Si F

n-BuLi (3.5 mL, 8.5 mmol, 1.1 F=)2] 2.5 M &H4& -78ColA HIEZFS|=2F (THF; 26 mL) ¥ 1,4-TH
EH-2-EF0 24 (2.0 g, 7.9 mmol, 1.0 F)] wxk &He] Hrtatqirt. A @3 &8 -78T
A 158 Fob wWHkEATh,  2-0]AZREA|-4 45 5-HEdHE-1,3,2-0SAIR =S (1.8 mL, 8.7 mmol, 1.1
S Hubsta, A" sk gAS 78CA 30% B¢t wwkslg Y. n-Buli (3.5 mL, 8.5 mmol, 1.1
) 2.5 M §NS Hrbstar, A /40 &AS -78TollA 1548 &<t wrRksSIT. aiiEauﬂE‘*‘
& (2.2 mL, 17 mmol, 2.2 BF)S Hrteta, AAE A &AqE =fo] ofo]x /[ ofAlE 2R §FHE

oz 23CE HH3| 7MHEF dta, 18AIZF &9 wteldity, Whg EFES B (150 mb) 2 §]@,o]'_1_,
gEz2de (2 x 100 nL) o2 FE30th. 3 77 5 dx2A713 (MeS0y), 59 s, 3 Fiol
ool wHAA #A ses AR B (2.3 g, 9% =M TS5

IR (d}e})
3058 (w), 2981 (s), 2932 (m), 1615 (m) cm™; "H NMR (400 MHz, CDCl5) § 7.72 (dd,
J=17.5,6 Hz, 1H), 7.26 (m, 1H), 7.16 (d, /= 7.5 Hz, 1H), 1.34 (s, 12H), 0.23 (s, 9H).

AAl 260 2,3,5-EEFE-4-olo] o Eoldy o] A%

F

H,N F
F

-78ColA AZ THF (40 mL) % 2,3,5-Eg|ZF e 2old¥d (2.0 g, 13.605 mmol, ol

sec-FE2lF (10.88 mL, 13.6 mmol, 1.0 F&)S 30%o ZA Mrtelich.  mHES -78TColA 2417 Fot
Z3lgivt. ofolod (4.14 g 16.32 mmol, 1.2 B §A4ES Aristar, whg EFES 20CE 117t 2=
s 7hsklth. ¥hgS 10% T4 (aq) ELFAUEE (NaS0;) &do = AMAsar, WE tert-FE ofH

1.0 g wut gl
o

o
A

o
= (MTBE; 3 x 50 mL)= FZFs8kivh. & 7] F2ES 3 d5 §do= AFstaL, 5 Na,S0, el
AxA7)an, ojapstar, e sl S8 AxAZE. = AEES A7t oA ik Hrete 0-10% olE
oAl el o] E (EtOAc)e gelomA AMgste] 7R AAs 2,3,5-EEFoR-4-olo]roldd (1.3 g,

35%)S BT DAZA

s,

'H NMR (400 MHz, CDCl) & 6.43
—6.39 (m, 1H), 3.99 (br s, 2H); ESIMS m/z 274 (IM+H]").

AAle] 27 4-B2H-1-(UEF LR EA])-2-FF 2249 A=

Br

PN

F @)

N N-tiH e £ Eoluj= (DMF; 23 mlL)7} YR 100 nl Z&23d] A2F 2-FE22-2,2-TZF o FolAHo|E
(4.79 g, 31.4 mmol), BFZF (2.60 g, 18.85 mmol), 4-BR2R-2-ZF Q2 ¥& (3 g, 15.71 mmol)S 73k
Art. & (5.75 nL)S #F7beta, vh% EFES 100CE 3A7 B¢t 7tdetgnr. Adeow WA & uke
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[0378]
[0379]

[0380]

[0381]

[0382]
[0383]

[0384]

[0385]
[0386]

[0387]
[0388]

SS50dl 10-2414529

EFES g oH= (Bt,0; 100 mL) 2 2 w22 (N) FAEES (NaOH) €9 (100 nlL) o2 3] As9it}.
aL, 59 NaS0, Aol AzAIZHT. o3t F f7] 48 4Tl 25 o] &dto] 3)d Tt
4 A SEES FHI o (1 g, 13%)EA F53300).

'H NMR (400 MHz, CDCl3) § 7.35 (dd, J=9.7, 2.3 Hz, 1H), 7.27 (ddd, /= 8.7, 2.3, 1.5 Hz,
1H), 7.19 — 7.04 (m, 1H), 6.53 (t, J = 73.0 Hz, 1H); ESIMS m/z 242([M+H]").

371 shghee e 270 A Aol whel Alxskglv:
W

1-HRRA-(YEF L 2WEA])-2-FF 224l

'H NMR (400 MHz, CDCl3) & 7.53 (dd, J=8.8, 7.7 Hz, 1H), 6.95 (dd, /= 9.1,
2.7 Hz, 1H), 6.90 — 6.79 (m, 1H), 6.50 (t, J=72.8 Hz, 1H); IR (4}g}) 781.76, 811.23,
856.78, 945.20, 1043.80, 977.35, 1141.65, 1113.50, 1174.18, 1260.90, 1285.55, 1382.78,
1423.39, 1487.03, 1593.17, 2847.53,2927.91, 2992.21, 3112.78 cm™'; ESIMS m/z
242(IM+H]).

'"H NMR (400 MHz, CDCls) 8 7.31 (ddd, J=9.2, 6.9, 2.5 Hz, 1H), 7.02 - 6.93
(m, 1H), 6.56 (t, J=72.4 Hz, 1H); IR (2}1}) 776.30, 811.66, 884.39, 986.70, 1100.95,
1144.65, 1211.05, 1241.96, 1266.36, 1297.59, 1383.98, 1494.35, 1474.47, 1600.40, 1679.63,
3038.31, 3103.90 cm’™’; ESIMS m/z 260 ([M+H]").

Al 28: 2-(4-(HEZEFL2HEA)-3-ZF 229 d)4,4,5 5-HEZHE-1,3 2-TZAL B E o] Az

HC oy

(/)/§<CH3

F B~o” “cHs
F)\O

F

DMSO (10 mL)oll 4,4,4',4',5,5,5',5'-2E€d-2 2'-4](1,3,2-t]2A R =) (1.264 g, 4.98 mmol),
PACl,(dppf) (0.304 g, 0.415 mmol), O}MEAMZF (1.222 g, 12.45 mmol), % 4-B2R-1-(TZFQ2HE
(1 g, 4.1 5 mmol )< ﬂﬂ’é}"ﬂt} HHES-ES 80T e 9 5= 18A7F 5+ 7HE3kaiH.
SRS By ZAur)E2 %713, EtOAc (50 mL)E 2
< Fsha, NBZSOq *JOM AN 713, g3 gtt. &4 EtOAcE |v=A]
ALgsle] AZolER (5 g) Aol sFAAY. A AGERE A7t A AZvtEdd & 0-30%
EtOAc: &AHS AFE3te] gAlste] BAl sitES A oY (773 mg, 64%)=2A 53180,
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[0389]
[0390]

[0391]

[0392]

[0393]
[0394]

[0395]

[0396]
[0397]

[0398]
[0399]

SSS0l 10-2414529

'"H NMR (400 MHz, CDCl;) 8 7.61 — 7.53 (m,
2H), 7.25 —7.16 (m, 1H), 6.58 (t, J = 73.5 Hz, 1H), 1.34 (s, 12H); ESIMS m/z 289
(IM+H]").
a17] SgES AAld 289 fAlE Fate] whel A8kl
2-(4-(EF L2 EA)-2-EF 2299 )-4,4,5, -l EgtHE-1,3,2-1 AR E

HiC oy
9)§<CH3
F/LO F

"HNMR (400 MHz, CDCls) 8 7.74 (dd, J = 8.3, 6.8 Hz, 1H), 6.89 (dd, J = 8.3,
2.2 Hz, 1H), 6.81 (dd, J=9.9, 2.2 Hz, 1H), 6.54 (t, J = 73.2 Hz, 1H), 1.26 (s, 12H); IR (u}g}
) 848.53, 961.04, 1066.43, 1125.19, 1172.02, 1238.3, 1212.77, 1330.51, 1281.58,
1357.05, 1372.85, 1380.73, 1425.32, 1469.05, 1579.31, 1621.00, 2933.42, 2982.31 cm™;
ESIMS m/z 289 ([IM+H]").

-4~ (1 EF Q2 EA])-2,3-TZF 229 d)-4,4,5,5-H EgvE-1,3,2-t] A HE &

HaC

CHj;
S con
F B~o” “CH,
F)\O F

'H NMR (400 MHz, CDCls) & 7.46 (ddd, /= 8.3, 5.8, 2.3 Hz, 1H), 7.05 — 6.95
(m, 1H), 6.59 (t, J=72.8 Hz, 1H), 1.35 (s, 12H); IR (d+5}) 673.35, 851.08, 916.78,
965.07, 1123.87, 1142.58, 1210.42, 1331.14, 1280.13, 1362.56, 1392.44, 1467.32, 1507.77,
1589.62, 1629.61, 2935.00, 2982.70 em™'; ESIMS m/z 307 (IM+H]").

A 29: 1,4-T)ZF 9 B-2-0lo]| 9 E-5-(EgZTF o are)uxle] A%

N-(2,5-T]ZF 2 24— (EgZF o z2ve)dd) ol Eolu|= (950 mg, 4.0 mmol; F3 [Y. Tanabe et al, J
Org. Chem. 1988, 53, 4585-4587]c] we} A2IHE vk (25 nl) FolA ez, oiAdld Fzaol= (3
mL) 2 Aelstar, R sfel 21z Fet 7rEssitt. A BEE T 98 AAGL, 1A FFES 6 N
Mﬂ(%ni)?ﬂ oﬂﬂﬂ¢”5C§.%4M] , = (5ml) = ofdAYUESR (410 mg, 6.0 mmol)e] gNo =
ZFA AgeR. 308 F, AV EFES B (50 nl) F o) UIUER (2.4 g, 16 mmol)e] &0
o, gZEade (50 b3 3 54 ks, 308 3, uA FolsMhIERS H7lste] ofolow A
glofar, 2eld §7] AL 3} NaCl2 AFstar, AXAIZIaL (NaS0,), FTHAAY. 248 294 a2

ntEIH T (Si0,; Fakem Bl ofal] AgAlstel FA stEs A T A (250 mg, 2002 F5

"o F

¥

o>
tio
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[0400]

[0401]

[0402]
[0403]

[0404]

[0405]

[0406]
[0407]

[0408]

S==5| 10-2414509

sk,

"H NMR (400 MHz, CDCl;) & 7.64
(ddd, J=8.8, 4.8, 0.4 Hz, 1H), 7.28 (dd, J=11.1, 4.7 Hz, 1H); "’F NMR (376 MHz, CDCl5)
3-61.92,-97.64,-97.68, -118.59, -118.63, -118.64, -118.67; EIMS m/z 308.

AAld 30: 2-(2,5-UEF Q24— (EgZFo2vE)dd)-4,4,5 5-HEZHE-1,3 2-TZAH E 2] Az

CH,
CHs;
O\ _ch,
F B\o CH,4
F
F
F
F
O EF Q0 2-2-0lo] o -5-(EFEZFo2re Al (500 mg, 1.6 mmol)S Hx THF (7 L) 9l
|71, 0CE YA 712, olAx=2d dsielavla-¢dstelE 2% (1.3 M 1.4 nl, 1.8 mmol)E ZFH
A ekar, 408 F<F 5ColA EHP;}%E} 2-0|AZZEA-4 4,5 5-E|EgtHE-1,3,2-t] AR E 2 (360 pl,

‘__O
330 mg, 1.8 mmol)& H7}star, mHkS 1A17F ok AEsu. 3 dskd sy (N CHLez A & &3
ES dE oA EHelES} A JAGAHY. 7] S 3} NaCl2 A, 7AZ2A7]1 (NapS0,), 2AIA ®

A FFES F4A 2 (500 mg, 100%) 24 F53AT. E2AE F7IE A §lo] AHgsisit.
'H
NMR (400 MHz, CDCl3) & 7.54 (dd, J= 9.9, 4.3 Hz, 1H), 7.27 (dd, J = 8.0, 5.2 Hz, 2H),

1.37 (s, 12H); “F NMR (376 MHz, CDCls) § -62.10, -62.13, -106.85, -106.90, -121.81, -
121.87, -121.90.

Ao 31! 4-BRR-2 5-TEFF2W2dH 3= Az

Br
O«
F

-78CoA Hold odZ (150 mL) = 2,5-tB2XF-1 4-t|ZFZ o 2dA (10.0 g, 36.77 mmol)e] &Me] A

toll n-%-g ZF (A = 2.5 M, 14.86 nl, 37.15 mmol)S A 7}etFct. HbS E3ES -78CoA 30% =

ettt tdg o EE (10 ml) F 71% DMF (3.13 mL, 40.46 mmol)ES Z7}&}ar, ¥ 20

of Ax A3 sF2sdck. WS A4 X3 NILCL 89 (25 mL)e® AASI, g o
2 AlFsta, 7AxA713 (NapS0,), ol#sta, Tt st sFAFth

(F: AdES 152 3EAA9). = AHES ZU4 A=vEIHT (Si0, At F 2-20% dE olAH o E
3}

2 geDoll ofa AAlste] #A4 stgh=s AL 1A (7.0 g, 86%) 2 F5H3AT.

'H NMR (400 MHz, CDCl3) & 7.50 (dd,
J=15.08, 8.92 Hz, 1H), 7.62 (dd, J = 5.80, 7.68 Hz, 1H), 10.30 (d, J = 2.76 Hz, 1H).
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[0409]

[0410]
[0411]

[0412]

[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

SS50l 10-2414529

A 320 (B)-4-BE2E-2 5-0ZF o 2 =dys|= L4 A%

Br

HO~ N
F

2 (35 nl) F olEE (35 ml) F 4-EHREE-25-UEFLRHZAHEE (7.0 g, 31.67 mmol), =4
olfl F=RIFRe}o|= (2.42 g, 34.84 mmol)9] &S M)A Hhekitt. whe ERES xs)
NHCI go 2 84atar, o|d olAgo|ER F ki
(NapS0.), of3tatar, 7 shol eFAZT. = &S Zd4] A=vtEadY] (Si0; It T 5-100% 2
olAEHCIER &a])ol o&) HAste] A FFES A A (4.0 g, 530) 2N F53}

HHN‘
ol o

ESIMS m/z 238 ([M+2H]").
AAe] 33 4-BRE-2 5-UZFo R UEZYY A%

F
Br

X s &
A7 aRkekgl ok MLEA} JEE}O] o 2¥g wF ﬂiu}i:aw (TLC)oﬂ 94 af =Helsksich. DNF (26
m) & (E)-4-HER-25-0FF2M=Ad3|= %4 (4.0 g, 16.94 mmol)& @E o] Hrabar, 147k Fet
agkehgle. Wby EeES w2 SAsta, ditor FEedit. 7] FEEs w2 AHska, 3} 9

=3 Al
. AEAZIAL (NapS0y), o 3hatar, zsh stell S Ax=AZY. = AAEES 294 A=2nE
23 (Si0y; Ak T 2-20% olE obAlHOlER Ge])el ol HAste] #A sheh=s WA A (2.5 g, 68
%) EAN F5TFAT

Soloz AlF st

'H NMR
(400 MHz, CDCls) 3 7.40 (dd, J = 5.36, 7.10 Hz, 1H), 7.52 (dd, J = 5.40, 7.66 Hz, 1H);
EIMS m/z 218.

AAle] 34 -BRR-4-(HEFeavE)-2, 5-yeFezae] Az

F
Br

tZ2zade (55 nl) & 4-H2R-2 5-TZ2 0 2m =ty 3= (11.0 g, 49.77 mol)e] &old] 0TeA (t]o]
dolu) )3 EgEFogto]= (DAST; 24.06 g, 0.15 mol)E #7} Walo=z Hypsigi. 7 29 F, 9
%4 2% AASE, WEE Ae 0N 2T B AGANL. W EYRE NEEIduon A5,
22 AAsta, T3k 44 §902 AHsy, AZAIT NasS0), @ sl SRAAL. = YRS Z
F ARwEIHE (Si0,; 0-10% it F od ofAHlER &2])el o3 AAlste] wA sES B oA
(8.39 g, 69%) A FE3 ).
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[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

omn
J
Jm
Qﬂ

10-2414529

"H NMR (400 MHz, CDCl; ) 3 6.58 (t,
J=7232Hz, 1H), 7.12 (t,J = 7.92 Hz, 1H), 7.44 (dd, J = 6.32, 9.18 Hz, 1H); EIMS m/z
244.

AAld 35 1-HREA-(HZFL2HEA])-2,5-tEF 2wl Az

F
Br
F
Yo
F F

e 2voA, -78CAA oIAEVUEY @ E (110 mL)9 111 EFE F 4-B2H-2 5-TZZ0 2% (5.0
g, 23.9 mmol) ¥ FABAE (26.8 g, 479 muol)o] {NS HER-UZE ]

g, 47.9 mmol)Z 3+ ol s, WEE EuZ Ao wha mu

22 8453, 47 4L PSAn. 24 4 tdd o=z 28 22
He Bdom AHstal, AxA7IAL (NasS0,), olFatar, 7t afell S x4
mobEes] (Si0; 4t T 0-10% o obAElo|ER el o3 gAlste] x4 FFES F
g, 67.8%)2A FE3FTh

"H NMR(300 MHz, CDCl:) 8 6.56 (t,J = 72.36 Hz, 1H), 7.11 (t, J = 7.32 Hz, 1H),
7.40 — 7.45 (m, 1H); EIMS m/z 259.

)

Al 360 WEAke] el theh kA At

o
9
[

=5 DMSO (712 T 0.1-0.2 M& Agsirlel 23 F9) 5 Bzmid 7|4
), R Ala-(FyEdolE)HEE (1.1 & 5
Pd(dppf)Cl, (0.1 B&)E H7bstar, 28

Qb 7kt W7hE wkS s B2 3
&

32 5

S
o B
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[0431]

[0432]

[0433]

[0434]
[0435]

[0436]
[0437]

[0438]

[0439]

[0440]

[0441]

[0442]

[0443]
[0444]

'"H NMR(300 MHz, CDCly) 6 6.59 (t, J=72.78 Hz, 1H), 6.97 (dd, J=2.70, 9.14
Hz, 1H), 7.52 (dd, J=5.19, 10.29 Hz, 1H).

U-(0=Foz2Wd)-2 5-t|ZF 2 29 d)H 24

F OH

B
OH

'H NMR(400 MHz, CDCLs) & 6.87 (dt, J = 8.48, 54.64 Hz, 1H), 7.25 — 7.32 (m,
1H), 7.49 (dd, J = 4.08, 9.48 Hz, 1H), 7.59 — 7.60 (m, 1H).

Al 37 BERke] el i dwka AAk (W A)

F ?H
B

X “OH
R+ ©

=

F
=78ColA AZx THF (10 vol) & HA3 B2rdd 714 (1.0 %) &dd n-BuLi (B4t F 2.5 M; 1.2 &
HE Arsiic. H7bF A" &, muks 30% Fo AL EgrE BYolE (1.5 F3H)E 3 ¥
of H7Fsta, wWES -78TCelA 1AIF & A& Y. Wb EFES HAH3s) Aoz 7F3kal, 1.5 N HCI
2 AASa, dE ofMEER FEAT. F7] FEES EE AFea, £33} A5 Sqow AHea, A
ZA713L (NapS0,), oAzstar, 7 shell S8 ARAHT. o9 o] st 53 HEALS $& oo A

glol AHgagict.
7] shitee AAd 7o) AR Axtel el Alzselth:

(2,5-HEF=2-4-vdad) B E4
F OH
Bl
OH
HsC
F

'"H NMR(300 MHz, CDCL3)  2.30 (s, 3H), 5.03 (br s, 2H), 6.89 (dd, J = 5.67,
10.25 Hz, 1H), 7.42 (dd, J = 5.40, 9.19 Hz, 1H).

Al 38 WEAke] el e vk dAk (W B)

n

-40°Col A 2 THF (10 vol) & A4Ag B2EIAd 714 (1.0 32)9 &
# AE 89 (THF 3 1.3 M &<; 1.05 T3)& A7kl
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[0445]

[0446]

[0447]

[0448]
[0449]

[0450]
[0451]

[0452]
[0453]

S==5| 10-2414509

B oS ww g, 0TE AAS e, olANZEZAREN duUE ozH (107 9
Azkelar, wikg 0TelA 243t Bk A%, We EREe Aeow stedla, £4 Ed MIC oo
2 AFskn, oD opAeelER FEedn.  #/ FEES Ed 95 0= AHsw, AEAIn
(NasS00), oi3h3han, ek stoll ZWAZLh. olsh gol sho] F5ET WEANS T4 A Al glo] AgsH
o,

317] shtES AAld 3890 AAlE At el Al x5kt
(4-Alo}e-2 5-T] ZFQ 2o d) B 24k

EN
OH

N

'"H NMR(300 MHz, CDCls) 3 5.15 (br s, 2H), 7.29 — 7.36 (m, 1H), 7.69 (dd, J =
4.80, 8.28 Hz, 1H).

AAd 39 WE 4-0lu|w-3-F 22 -6-(3-ZTF o Z4-(EgvWEA)md) I 2o ES] A%

kg 9y FejE 20-ml mlelaEglelB &7]dl, sl= A (500 mg, 2.262 mmol), (2-EFLZ-4-
(4,4,5,5-HEgHE-1,3,2-t]SAIRES-2-) A D) ErEd A (997 mg, 3.39 mmol), HA(EZHLE
WZeE D) tEF2gol= (203 mg, 3.39 mmol), ¥ ZFHUAE (741 mg, 4.88 mmol)S AHT. |7&
Ah (N) BH7] 8bll T, ofAlEHE™ (4.0 mL) 2 H0 (1.0 nL)E H7FsIu. €718 |7]9 SHo=
FH R IR-AAN &% EUHYES Zke Hpo] QERA] o]y Ado]H™ mloja 2 ool B Wkg-7]o] 120TCelA 304
¢ TR EES A & HaL, oE ofAHCOlE (3 x 75 ml)E FEIT. 3 7] &
MgS0, dellAl AzxA71a, Afsta, AT, A" JIFES Zd4 a=2vtEads (de7r 4; 94t

A 34 (0.328 g, 41%)2A 53130

mlo

Z 0-30% EtOAc)oll 93l dAlste] ®Al sh3t&E

"H NMR (400 MHz, DMSO-ds)
87.68 (dd, J=7.5, 1.4 Hz, 1H), 7.61 —7.47 (m, 2H), 7.30 (s, 1H), 6.78 (s, 2H), 3.88 (s, 3H),
0.30 (d, J= 0.8 Hz, 9H); ’F NMR (376 MHz, DMSO-ds) & -101.12; ESIMS m/z 353
(IM+HTH.

at7] shehEs Al 3900 7hAlE Aol wheh Azt
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S==5| 10-2414509

[0454] WE 4-o}n| -3 5-T|FR2-6-(3-ZF o 2-4-(EgEaa)dd) I o E

HiC...
_Si
HsC”
CH; F
[0455]
[0456] EA4 33ES AAd 390 7]AE ukel Zo] F= H (500 mg, 1.96 mmol)Z o]-&&te] AlFzstar, WA 1A
(0.381 g, 50%)=A ©&&tict.

"H NMR (400 MHz, DMSO-
ds) 87.52 (dd, J=17.6, 5.9 Hz, 1H), 7.41 (dd, J = 7.5, 1.3 Hz, 1H), 7.30 (dd, J = 9.6, 1.4 Hz,
1H), 7.11 (s, 2H), 3.87 (s, 3H), 0.33 (d, /= 0.9 Hz, 9H); '°F NMR (376 MHz, DMSO-ds) 5 -
101.38; ESIMS m/z 387 ((M+H]").

[0457]
[0458] e -0l -2-(3-FF L2 4-(EWE A E) A d)-5-H EA g g v d-4-It 2 5 A g o] E
NHz CHa
N St
| o
N
H3C\ . O\
/SI CH3
H3C |
CHs
[0459]
[0460] EA4 3etES AAd 399 7]AlE mpel o] = € (0.510 g, 2.34 mmol)E o]-g3lo] A|ZEar, A 1A
(0.307 g, 38%)=A @& &tct.
"H NMR (400 MHz,
DMSO-ds) & 8.08 — 7.99 (m, 1H), 7.82 (dd, /= 10.3, 1.4 Hz, 1H), 7.60 — 7.27 (m, 3H), 3.91
(s, 3H), 3.74 (s, 3H), 0.32 (d, J = 0.9 Hz, 9H); "’F NMR (376 MHz, DMSO-ds) & -101.73;
ESIMS m/z 350 ([M+H]").
[0461]
[0462] e 4-olx| Eoln] E-3-F 22 -6-(3-ZF e 2-4-(Egvdda)dd) g Ze o] E
0
[0463]
[0464] XA sIstES AAld 399 7IAlE vke} o] YAk (7.0 mL) 2 H0 (2.0 mL) F 1= L (0.500 g, 1.90

mmol)S o] &3] Az, A 1A (0.433 g, 58%)2A] ©E]|sHH.
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[0465]
[0466]

[0467]
[0468]

[0469]

[0470]

[0471]

[0472]

[0473]
[0474]

S==5| 10-2414509

'H NMR (400 MHz, DMSO-ds) § 9.99 (s, 1H), 8.71 (s, 1H), 7.75 (dd, J=7.6, 1.5
Hz, 1H), 7.63 (dd, J=10.1, 1.5 Hz, 1H), 7.56 (dd, J= 7.7, 5.9 Hz, 1H), 3.94 (s, 3H), 2.24 (s,
3H), 0.30 (d, /= 0.8 Hz, 9H); "’F NMR (376 MHz, DMSO-ds) & -100.78; ESIMS m/z 396
(IM+H]).

MY 4-ohn| 3o 2 2 2 -6-(4-Aohe-0-FF 0 2o ) -5-FR o Ze o £ (ST 44)

EA 3ES AAldo 399 ZlAE whe} o] ysAb (4.5 mL) ¥ H0 (1.2 mL) F 3= B (400 mg, 1.673

mmol) 2 (4-Alo}w-2-ZF 0 2| U)BEA (400 mg, 2.425 mmol)S o] &3le] A =xsti, 3w 1 (0.451
g, 83%)2A TSkt

HE -0l =-2-(3-ZF QL 24-(EFZF e zve)dd)-5-H|dygud-4-Ft 25 A g o] E (3}gE 137)
NH,
N™ X" SCH,
| _ .
CHs
0
F
F F

FA4 3etES Ao 390 Z1AE vkl 2ol vlgak (5.0 mL) ¥ H0 (1.0 mL) F 3= P (350 mg, 1.64 mmol)
2 (FERLRA-(EYZEFRd ) D) HET (45 ng, 2.14 mol)E o&dte] Axsm, BAA 17
(0.291 g, 52%) 24 wa]slict.

W8 6-0}u] e2-(4-Aobe-2-FF 2 2o d) -5 o g mlWl-4-Fh2 B Aol = (34 98)

NH,
N| XY” SCH,
V. 0]
“CHy
o)
NZ F

¥A 3ES Ao 399 7]AE wiel o] Y&Ab (4.5 mL) ¥ H0 (1.2 mL) ¥ 3= P (350 mg, 1.638

mol) 2 (4-Aofx-2-Z 29 2 HI)HEA (375 mg, 2.27 mmol)E o] 88} A=xstx, 3 1A (0.291 g,
60%) 24wl skt
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[0475] g 6-obr] 1e-2-(4-obv] 3 d)-5-H d I 2] m d 47t 2 E A gl o] E
NH,

N| XY” SCH,

SSS0ol 10-2414529

= oL
CHs
o]
H,N

[0476]

[0477] A FES AX Y 399 71AE viel o] tlLAk (15.6 mL) Z H,0 (3.12 mL) F 3= P (0.800 g, 3.74
mmol) E 4-(4,4,5,5-"EzHE-1,3 2-t] SALR ZT-2-A)oldH (0.985 g, 4.49 mmol)E o]&&lo] A| %3},
g 34 (0.400 g, 40%)ZEA T},

'"H NMR (400 MHz, DMSO-ds) & 8.08 — 7.86 (m, 2H), 6.99 (s, 2H), 6.76 — 6.51 (m,
3H), 5.61 (s, 2H), 5.49 — 5.30 (m, 2H), 3.81 (s, 3H); ESIMS m/z 271 ((M+H]").

[0478]

[0479] HE 6-olnx-2-(2,3,4-E ZF 29 d)-5-n]d g ud-4-FtE2 B Aol E (FFE 197)

NH,
N| X" SCH,
> (0]
“CHs
0
F F

[0480] F

[0481] EA4 3ES AAd 399 71AE vRel o] T (5.0 mL) ® H0 (1.0 mL) ¥ 3= P (0.350 g, 1.64
mmol) % (2,3,4-Eg|ZF o 2Hd)HEA (0.346 g, 1.97 mmol)S ©o]&3}o] AlZxsta, A 14 (0.414 g,
82%) = A ]35St

[0482] A 40, WE 4-0ln|w-3-F 2 2-6-(3-ZFLLE2A4-(EfZFo2He) g d) I Zo|EY A% (3FE 29)

NH,
N o]
bV O.
N CHj;
F o)
F
F F

[0483]

[0484] SMNEYVEH/E (8 ml, 3:1) 5 WY 4-oM1]x=-3,6-tSZ2IFFU|°]E (630 mg, 2.85 mmol), 2-(3-ZF L
ZA-(EgZFozve)dd)-4,4,5,5-HE&HE-1,3,2-t] AR 22 (1.06 g, 3.65 mmol, 1.3 @), H]A~
(Eaiﬂégirﬂ)o@}ﬂa}% (IT) (209 mg, 0.30 mmol, 0.1 B&F), @ ZZo332F (510 mg, 8.8 mmol, 3
FF)E 8719 FHIREE oF IRAIX 2% EUHYES 2EHE vlo] LERX] oJyAJofo]E™ nje]m 2 go]lH qE
7] Zdell 115 COM 20 B9t 25-nl vlold &7 FAdA rE wWdth. HHE EFES odE oMAH O ER
sAsta, B2 AT, FA4 F& oY ofMEER FESta, #e {7 TS T NaS0, AdollA 1z
A713, o#etal, FEAFHT. X SFES ARolER JHEZXA Ao 2dsta, A L8 FolA HxAA
o, 94 Ze4 aRetEady (0-60, 60, 60-100% oFAEUEZ/E) o8] AASY] TA IS WA
A (0.57 g, 57%)2A F58F ).

[0485] 317] shtES AAld 4000 AR Axfe] wel Al x5kl
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[0486]

[0487]
[0488]

[0489]

[0490]
[0491]

[0492]

[0493]

[0494]

[0495]
[0496]

[0497]

S=S35 10-2414529

WE 4-oln x-3-F 2 2 -6-(4-Alo} =B d)-5-w I ZF o] E (33E 83)

NC

ZA SFES A 40049 o] FHE= DE ol&ste] Axsta, AAM 1A (180 mg, 55%)=A w33
=

He 4-opre-3-2 2 2-6-(4-(HEF 2w S ) A d)-5-d 2o E (3}¢= 111)

A RS Ao 4009} o] AZshar, <A A 1A (120 mg, 32%) 2 AZ3A ).

WY 4-ofn|-3-F 2 2 -5-mE-6-(4-(EvEd ) d) v Zuo| E

A BTELS A 4009t o] Fl= DE o] L3te] Az, A wA (1.11 g, 45%) =A 9] Fd).

mp 160-163 °C; "H NMR (400 MHz, CDCls) 3 7.57 (d, J=8.2
Hz, 2H), 7.42 (d, J = 8.2 Hz, 2H), 4.80 (s, 2H), 3.94 (s, 3H), 2.18 (s, 3H), 0.28 (s, 9H); °C
NMR (101 MHz, CDCl3) & 167.01, 157.65, 150.16, 146.19, 141.69, 141.24, 134.39, 129.61,
117.96, 114.49, 53.95, 15.86, 1.16; ESIMS m/z 348 ([M]").

e 4ol 3222 6-(3- 550 24 (WY A ) d) -5 Ze)o =

HsC”
3 CH,
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[0498]

[0499]
[0500]

[0501]
[0502]

[0503]

[0504]

[0505]

[0506]

[0507]

[0508]
[0509]

S=S5 10-2414529
FA HEFEE AN 400148 o] H= DF o gske] Az, B4 A (346 mg, 27%) 2A AT

mp 167 °C (dec); "H NMR (400 MHz, CDCl3) & 7.43 (dd, J =
7.4, 5.8 Hz, 1H), 7.20 (dd, J = 7.4, 0.9 Hz, 1H), 7.10 (dd, J = 9.2, 1.3 Hz, 1H), 4.83 (s, 2H),
3.95 (s, 3H), 2.18 (s, 3H), 0.33 (d, J = 0.8 Hz, 9H); '’F NMR (376 MHz, CDCls) & -100.73;
ESIMS m/z 367 ((M+H]").

WE 4-oln| --3-F 2 Z-6-(4-A| o} =-3-ZF 2 2 d)-5-HE g FE Yol E (3= 155)

= DE o)fste] AFsa, WA wrAA 1A (200 mg, 49%)2A] e}

)
O:

ST E-4-X 2y d)-5-vE g2yl E

Al shgh=S Aol 0ok #ol dl= DE ol&sto] Alxstar, AAM LA (747 mg, 65%) A Tkl

mp 114-120 °C; "H NMR (400 MHz, CDCl3) 3 10.40 (s,
1H), 7.92 (t,J = 7.5 Hz, 1H), 7.38 — 7.29 (m, 2H), 4.97 (s, 2H), 3.97 (s, 3H), 2.18 (s, 3H);
F NMR (376 MHz, CDCls) 6 -121.53; ESIMS m/z 323 (IM+H]").

e 4-oln|we-3-F22-5-FFQ2-6-(2,4,5-EEF 229 ) A FT o E (3}3E 200)

FA sEs AAld 400149 2o = BE o]88to] Alxstar, WA BT (370 mg, 73%)=A TSt
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[0510]

[0511]
[0512]

[0513]

[0514]

[0515]

[0516]

[0517]

[0518]
[0519]

SS50l 10-2414529

AN 41 WE 4-0ln| w-3-F R Z-5-ZF 0 F-6-(4-UEZH L)Y FYWo|EY Ax (33E 95)

E/oMHNEUEH E3E (2.8/0.7 mL) F = B (250 mg, 1.05 mmol), (4-UEZHAL)HEAF (192 mg, 1.15
mmol), =FQU3IAME (CsF; 315 mg, 2.09 mmol) ¥ EZA@-sXUolEdd)¥xxd $35 UYEF ¢
(TPPTS, 60 mg, 0.11 mmol)e] &Aoo olxEALZEE (12 mg, 0.05 mmol)S 78I th.  wlo] QERAI™ wiX]
g omte]T ol Hoell A, E3FES 150TelA 5 &<t 7Fdstgink. oo, ¥hg EPES AUolERE F3
ol atar, EtOAcE SMA7IaL, & B A= AFHEAT. oA, {7IFE HAXA7IAL (NapS0,), o #shar,
A 3ol H2A7 0L Aggt A FzelEadad o] @ik F 0-100% EtOAcE 2] Al7|AA AAste] 3
A 3A (150 mg, 44%)E 53T,

3l7] SRHES AAld 410 AMAlE AApel wEl AlxsSlv
HE 4-olHEolnE-3-F 2 2-6-(2,3-UEZFLEZ4-(EFZFozda)dd)uZg o] E

'"H NMR (400 MHz, DMSO-d) 8 10.03 (s, 1H), 8.79 (d, /= 1.0 Hz, 1H), 7.93 —
7.84 (m, 1H), 7.75 (dd, J = 8.3, 6.3 Hz, 1H), 3.96 (s, 3H), 2.26 (s, 3H); ESIMS m/z 409
(IM+H]"),

AN 42 WY 4-0ln| w-3-F 2 2 -6-(4-Ao}e-3-ZF Q2 2 )-5-ZF Q0 2y F o] E9] AZ (33E 135)

l%

= B (0.300 g, 1.255 mmol), 4-Ajo}x=-3-ZF0 2#dR 24 (0.248 g, 1.506 mmol), H]A=(ETFLE
wygstZelE (11) (0.088 g, 0.126 mmol), ¥ ZFo&&tA% (0.381 g, 2.51 mmol)S 1,2-TiH|EA|o e (2
mL) 2 B (2 nl) oA Fela, wlo]aEgolH wrerldA 110TeA 208 E<t 7Fgsigic. Wz we
THES odld oMAEHCIESE & Atolo] Fuisidltt. fr7] A& AFRA7|AL, FFAIRC. AEES ZH4
ZutEfd (Si0,; A F 5-60% olE ofAHlo|ER &])dl o3 FAlste] Al SHeES WA 1A (0.189

g, 46.5%) 2 53T,

=
=
Il

gul

24 i Ji >,
Ay
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[0520]

[0521]

[0522]

[0523]

[0524]

[0525]

[0526]

[0527]

[0528]
[0529]

SS50l 10-2414529

Ao 431 WY 4-olu|e-3-F R 2-5-ZF 0 Z-6-(4-(HEAFtER ) H ) v Zdo|EY Az (FFE 190)

= B (0.4 g, 1.673 mmol), 4-(HEAZZRL)HALREL (0.392 g, 2.175 mmol), EFHsH (0.253

g, 4.35 mmol), @ H|A(EgAdxd)aAstdaw5 (11) (0.059 g, 0.084 mmol)S oA EVER (3 mL) %

(1 ml) FolA Fatder.  olojA, ¥kE E3ES vlo]aZolHoA 110TCoA Hed vlo]&elA 202 &<t

AT BAE NS SFES oY ofAlHolES & Aloldl EuiaElgivt. 7] e dxAFIa, ATt

A ol FHAAT. AVl EFES At A A Avhe] A&ata, AAES A4 F 5-60% L oFAH
el )}

olE T AR SEAFT. o] Hgoer #Al stgh=s WA LA (0.230 g, 40.6%) =4 F58AT

Ao 44: WE 4-olu|x—-6-(4-BER-2 3-UZF 2 2Hd)-3-F 229 F U0 E Ax (3IE 114)

gA 10 = N (0.600 g, 1.692 mmol), 4-B2X-2 3-U]ZF 029 JdHE4F (0.481 g, 2.031 mmol),
StAlE (0.617 g, 4.06 mmol), ® Bl~(EgdAdE~)dsZetw (11) (0.119 g, 0.169 mmol) &
Aolgt (4 ml) 2 2 (4 mL) vOM grala, mpolaZo]lB wh7]dlAl 110TA 20+ F<t 7P°éo}9i@.
Z+E WS ZFHES oY ofAElolESt & Alole] REujslivt. 7] A4S EEleta, Agh A el FFA
. AAES dE ofAEHelE/AL FHlR EAIA WE 4ol Eol|E-6-(4-HEH-2 3-T]EF L2
-ZFE2IZYolE (0.515 g, 72.5%)F WA uA 2 5310},

[S mlm
o 4
& fo
o

~—
1

oA 2: WE 4-ofdEolnE-6-(4-H 2R -2 3-TZF o 2Hd)-3-F 229 Zo]E (0.515 g, 1.227 mmol)E
W ES (20 mL) Fo] AEA 7|3, olAE F2o]= (1.559 mL, 21.93 mmol)E A7}slc. WkS Z3ES A
2o A gk wwkslal, RF st EFA|AT. AFES oY ofAHOIES} 5% A FTERIUEF &9 Alold
wFalstach. 771 A4S AT A Aol sFA7I, U4 ARvEIYY (Si0,; A F 5-60% g ofA El
olER &) o] HASt XA FES WA 1A (0.231 g, 55.8%) A F5IFSUTE.

AAld 450 WE 4-0lu| =-3-F 2 2-6-(2,3-HEF L E24-(EWE A )i d)-5-ZF 22T FZ o] E9 Az

= B (2.0 g, 8.37 mmol), (2,3-UIZFQ=-4-(4,4,5,5-HEet¥E-1,3,2-T] A R ET-2-2)H|d) EFd g
A2k (3.40 g, 10.88 mmol), EMMIEE (0.887 g, 8.37 mmol) Z HA(EgdAdZAa)gstdaE (1)
(0.587 g, 0.837 mmol)= oFAEUEH (25 mL) 2 & (8 mL) TolA g3ldtt. olojA, ¥ke 23855 37
sloll 417t ot 7FAsIIt. WAE NS EFES oY ofAH O EY B Atolo] HEulsitt. #7] 4 28]
o B2 A O, Ayt A e FEARY. Y] eSS Ayt A a2atEad e o8 Ak,



[0530]
[0531]

[0532]
[0533]

[0534]

[0535]
[0536]

[0537]
[0538]

S==5| 10-2414509

/\g/ﬂ ‘:’%

gab gohA F 7-608 oD obAEClER SARY. o] HYOoR Al HFEL WA 1A (2.7 g,
830) 24 FEFTE,

mp 160162 °C; "H NMR (300 MHz, CDCls) § 7.37 — 7.28 (m,
1H), 7.21 (ddd, J=7.7, 4.4, 1.3 Hz, 1H), 4.96 (br s, 2H), 3.97 (s, 3H), 0.35 (s, 9H).

Ao 46: 1% 6-0ot =-2-(3-EF L2 A4-(EZ ZF 2 e)dd)-5-v| SA) T g d-4-7l 2 5 g o] EC] A

A A
= (3=
NH,
N -OCHa
L OCH,
N
0
FsC

F

nfo]F 2 go] B nlo]del] = C (184 mg, 0.846 mmol), 2-(3-EFL2-4-(ETEF=2vE)sd)-4,4,5,5-H
EgE-1,3,2-1 AR E (270 mg, 0.930 mmol), EFLHUSZAEF (128 mg, 2.198 mmol), H H|~(E
) gsgels (1D (59.3 mg, 0.085 mmol)S #H7Isl3ict. F&Ho= | olAEUEL (2.789 ml) ¥ &
(2.79 nL)E& #H7bskgieh.  olojA], ¥kZ mlo|d-S vwiAE Ha, &7]9] SHRNEE oF R-AAM & RUEHY
& ZEe APo] LEIX™ ojyA]do]E wlo]Z 2 o]H wEET| A 208 <t 115TelA FAT. RS =
Aeo® YA 7]aL, Et0Ac®E 81A3kaL, HO0R AT, §715E NaS0, el A dxA 7], o7t
atol ARG, = AHES U4 ARvEIYY (AEgh d@2H/Et0Ac) ol o BAEITE. o] F A
sle]l B4 3= (172 mg, 58.9%) 2 WA uA =AM 53T},

ol

A 47: g 4-olu|=-3-F 22 -5-ZT 20 7 6-4-(Eg ) Hd )y ZeYo]E A=

Me3Si

= B (600 mg, 2.5 mmol, 1.0 B%) % 4-(EHEd) )W EL (540 mg, 2.8 mmol, 1.1 )< 20
mL wpo]et Foll A gstar, oJojr ZFQRSIAG (420 mg, 2.8 mmol, 1.1 BE), oMMELZeHE (28 ng,
0.13 mmol, 0.05 %), % &% 3,3' 3'-F AN ELAE WAL T E (140 mg, 0.25 mol, 0.10 FH)E
%7};}033} o}/ﬂ]EHE%A 3: 7.2 0)S AUSII, ARE 2N BIFES upE un 879

2w QB o]l Ao o] EJ™ mhe] 2 9ol B WEg]el 150°Cel
FIAES B (150 mL)Z 8Ast, tE22YE (5 x 60 mL)o2 =339
(MgS0), %3 ojzbalar, 3" Zwo] o8 HHAAY. BFES 2ds 4
2% ARstEad Y (A2 F 336 old ofMElol=)e] o8 HAlstel EAl FHFEL AFA BT (700 g,
79%) 2A S5

PON
(R
ﬁ,%

T -
55‘ E T/\AE]' ‘/g 1__ 'i]_]_'
al

mp 148150 °C; 'H NMR (300 MHz, CDCL3)  7.86 (m, 2H), 7.62 (m, 2H), 4.88 (br
s, 2H), 3.98 (s, 3H), 0.29 (s, 9H); ESIMS m/z 353 ((M+H]").

317] BFES A 470 MAE Axfol] wlel AZE )
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[0539] e 4-opn| e-3-F R 2 -5-FFQ2-6-(2-FF 2 2-4-X 209 d) I FH o] E

[0540]
mp 151-154 °C; "H NMR (400 MHz, CDCls) 3 10.06 (d, J =2 Hz, 1H), 7.79 —
7.84 (m, 2H), 7.67 (dd, J = 10, 1 Hz, 1H), 5.00 (br s, 2H), 3.99 (s, 3H); ESIMS m/z 327
(IM+H]").
[0541]
[0542] W 6o 2= (25 F L 2 -4-E 2R ) 5w FA v 2 d 4=t 2 B E o] B
NH,
NZ OMe
NS OMe
N
H e}
F
[0543] O
mp 176-178 °C; '"H NMR (400 MHz, CDCl3) & 10.03 (d, /=2 Hz, 1H), 8.10 (t, J
=8 Hz, 1H), 7.73 (dd, J =8, 1.5 Hz, 1H), 7.65 (dd, /=8, 1.5 Hz, 1H), 5.45 (br s, 2H), 4.00
(s, 3H), 3.96 (s, 3H); ESIMS m/z 306 ((M+H]").
[0544]
[0545] Hg 4-o}n| -3-FE 2 -6-(2,3-TZF QR 4-T U d)-5-ZF 2 29| F o] E
[0546]
'"H NMR (400 MHz, CDCls) & 10.40 (d, J = 1 Hz, 1H), 7.74 (m, 1H), 7.52 (m,
1H), 5.01 (br s, 2H), 3.97 (s, 3H).
[0547]
[0548] He 6-obu] =-2-(2,3-UZF Q0 Z-4-F =W 3 d)-5-v| EA| g g n|d-4-Ft 28 A g o] E
NH,
N7 OMe
> OMe
N
H e}
F
O F
[0549]
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mp 184-186 °C; "H NMR (400 MHz, CDCls) 3 10.38 (d, /= 0.5 Hz, 1H), 7.84
(m, 1H), 7.67 (ddd, J =8, 6, 2 Hz, 1H), 5.47 (br s, 2H), 4.01 (s, 3H), 3.96 (s, 3H); ESIMS

/z 324 ([M+HTH.
[0550] m/'z ( IB)
[0551] He 6-olr| -2-(4-X 2L )-5-v| FA| I 2l v -4- Tt 2 F A o] E
NH, CIJH3
N Xy ©
l ~= O
N
_0
I HsC
[0552] ©
mp 155-156 °C; 'H NMR (400 MHz, CDCl3) & 10.1 (s, 1H), 8.54 (d, 2H), 7.99
0553 (d, 2H), 5.56 (s, 2H), 4.08(s, 3H), 3.99(s, 3H); ESIMS m/z 288 ([M-+H]".
55
[0554] g 4-oln) -3 5-T)Z 2 2 -6-(4-Z 207 d) I ZFT o] E
[0555]
mp 131-133 °C; "H NMR (400 MHz, CDCls) & 10.08 (s, 1H), 7.96 (d, 2H), 7.83
0556, (d, 2H), 5.36 (s, 2H), 3.98 (s, 3H); ESIMS m/z 325 ((M+H].
[0557] Ao 48: WY 4-olu|-3-F R 2-5-ZF 0 Z-6-(3-ZF L E24-(EgvEAd)dd) I F o] E9 A%
Me3Si
[0558]
[0559] gz 2z [ A(EgadEa~ay)]-Zg5(11) (150 mg, 0.21 mmol, 0.10 BF) @ eI EF (270 mg, 2.5

mol, 1.2 ®&)S& ZopEUEHS 111 E3E (7.0 mL) F % (2-ZFQ2-4-(4,4,5,5-H EZH -
1,3,2-t3A R Ed-2-A)H ) EHE A (990 mg, 2.5 mmol, 1.2 B%) 2 &= B (500 mg, 2.1 mmol, 1.0
ol wik E3HEC] 23TolA EAH R Hrlslgivk. AAE oA £3ES 8 CTE 7tEsta, 4zt
wRkakdeh, Wzhd whg ZES B (150 mb) = SAstal, tEREvE (3 x 80 mL) o2 FE33Th.
71 & AXA7I (MgS0y), 8 oAFsta, s)d FEd g3 wFAATL. IRES Asr A4 44
AzvtEIYY (AR F 25% oE olAlE|o]E)d o8] AAste] A IFES A B (500 mg, 65%) A

== h
S5,

oo ol
o
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[0560]
[0561]

[0562]

[0563]

[0564]

[0565]

[0566]

[0567]

[0568]

[0569]

[0570]

mp
125-127 °C; IR (+e}) 3481 (m), 3350 (s), 2952 (W), 1728 (m), 1610 (m) cm™; '"H NMR
(400 MHz, CDCls) 3 7.71 (dt, J = 6.5, 1 Hz, 1H), 7.59 (dt, J= 10, 1 Hz, 1H), 7.50 (dd, J =8,
6.5 Hz, 1H), 4.91 (br s, 2H), 3.99 (s, 3H), 0.33 (d, 9H); ESIMS m/z 371 ((M+H]".

at7] shehEs AAlel 48l ZhAlE AAbel wheEh Al

W 4-ojn] -3 FRE-6-(2,3-0 EF 04~ (2D D) )5 EF 0 2] Zelu|o| =

"H NMR (400 MHz, CDCls) & 7.33 (ddd, /=8, 4.5, 1 Hz, 1H), 7.21 (ddd, J = 8,
5,1.5 Hz, 1H), 4.94 (br s, 2H), 3.96 (s, 3H), 0.33 (d, J = 1 Hz, 9H); ESIMS m/z 389
(IM+H]H.

HE 4-oln=-3-F22-5-ZFQ2-6-(2-ZF L 24-(EgvEadad)dd) I F o E

OMe

mp 175-177 °C; '"H NMR (400 MHz, CDCl3) & 7.58 (t, J= 8 Hz, 1H), 7.39 (dd, J
=8, 1 Hz, 1H), 7.27 (m, 1H), 4.91 (br s, 2H), 3.96 (s, 3H), 0.26 (s, 9H); ESIMS m/z 371
(IM+H]H.

MY G-ohv] re-p-(2- 7. Z-4-(EG WG A D)D) 5w F A 9 el v W47k 2 2 A e o] =

NH,
NZ OMe
> OMe
N
0]

Me;Si F
mp 140142 °C; "H NMR (400 MHz, CDCls) 3 7.85 (t, J = 8 Hz, 1H), 7.32 (dd, J

=8, 1 Hz, 1H), 7.26 (m, 1H), 5.38 (br s, 2H), 3.99 (s, 3H), 3.94 (s, 3H), 0.26 (s, 9H); ESIMS
m/z 348 (M-H]).
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[0571]

[0572]

[0573]

[0574]

[0575]

[0576]

[0577]

[0578]

[0579]

omn

HE 4-olH Eoln| L-3-F 22 -6-(2,3-TZF 2 24-(EF A )Hd) I ZF o] E

0]
Me/ﬂ\NH

'"H NMR (400 MHz, CDCls) 8 9.04 (d, /= 1 Hz, 1H), 7.99 (br s, 1H), 7.65 (m,
1H), 7.18 (m, 1H), 4.00 (s, 3H), 2.31 (s, 3H), 0.33 (d, /= 1 Hz, 9H); ESIMS m/z 413 ([M-
H]).

g 6-obr] 1e-5-w| F A -2-(4-(E g A F) # ) vl e v d-4-7t 2 R d gl o] E

NH, ?H3
N~ ©
\N OMe
0

Me3Si

'H NMR (400 MHz, CDCl5) § 8.25 (m, 2H), 7.58 m, 2H), 5.35 (br s, 2H), 4.01
(s, 3H), 3.91 (s, 3H). 0.30 (s, 9H); ESIMS m/z 330 ([M-H]).

HE 4-olyEolnE-3-F 2 2-6-(4-(Eg WA L) i) Zg o] E

0
H3CJJ\NH
_~_C
\\N | OMe
o)

Me3Si

'"H NMR (400 MHz, CDCl:) § 9.00 (s, 1H), 7.98 (m, 2H), 7.61 (m, 2H), 7.25 (s,
1H), 4.01 (s, 3H), 2.32 (s, 3H), 0.29 (s, 9H); ESIMS m/z 375 ((M-H]).
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[0580]

[0581]
[0582]

[0583]
[0584]

[0585]

[0586]

[0587]

S==5| 10-2414509

AAjel 490 wE 4-ofA Eopr] =—6-(4-0}v]2=-2,3,6-EL| S F L 2 d)-3-FREIF || ES Ax

O

AZ DF (3 nl) F "E 4-olA|Eclne-3-F22-6-(EgMEetd) v ZFo]E (Sl= K; 0.502 g, 1.409
mmol, 1.0 ©=), 2,3 5-EfJEZFQE-4-olo]o%old® (0.5 g, 1.831 mmol, 1.3 ),
H A (EgadE2a)dstdagE (11) (0.098 g, 0.1401 mmol, 0.1 B¥) = Cul (26 mg, 0.1401 mmol, 0.1 &
ulo]AZ o] B2 120Tol A 1AIF &<t ZAI L. W EFES 20C2 YA 7|, 158
e™dstZE (KF) &< (20 mL) 3 A adkgl o3, old olAElo]E (3x100 mL) & FZE3F3itt.
T NapS0y Aol A AzxA|7]ar, o star, st el S8 AxA R, = AA4=S dest 2

(60-120 wi5]) Aol ik F 0-30% EtOAc TolE AM&3le]l AAlsle] #A4] stES 24 14 (280 mg,

'H NMR (400 MHz, DMSO-ds) 5 9.96 (s,
1H), 8.32 (s, 1H), 6.51 — 6.46 (m, 1H), 6.22 (br s, 2H), 3.92 (s, 3H), 2.23 (s, 3H); ESIMS
m/z 376 ((M+3H]").

AAld 500 wlE 4-oln| =-3-2 22 -6-(2,5-HUEF LR 4-(EE A ) Hd)-5-FF 2y Feulo|EC] Az

ufo] A2 e|B. YA, ofHEUE™Y (4.00 mL) ¥ & (1.334 mL)9 3:1 EFE F (2,5-UEFFLEZA-
(4,4,5,5-H EZtHE-1,3, 2- U SAI R E-2-d ) d ) Egrg A g (d]E 5], WO 2013003740 Al =5 0.6 g,
1.922 mmol), ®E 4-o}w|x=-3 6-T|FR2Z-5-ZF 21 FYo]E (3= B; 0.383 g, 1.601 mmol), HZ=(EZ
Hd zam)dstZelm (1D (0.112 g, 0.160 mmol) ¥ EPGEF (0.204 g, 1.922 mmol)2] HENS wlo]z
Zeolr ZAF (120C, 203) dpoll wwkslgich. Whg EFHES Rkxst 94 &9 21, EtOAc (3x)2 F&3}
Ak FF F7] FE NaSOy BolA AdxA7]a, oAdstar, sHART. AIFES GAE J4 HPLC (&/oH

EYEY Ful)o] &) AAlste] TA SFES WA mA (0.271 g, 43.50) A FEIIAC
'"H NMR (400 MHz, CDCl3) 3 7.23 (dd, J=7.8, 5.1 Hz, 1H),
7.13 (dd, J=9.3, 4.0 Hz, 1H), 4.95 (s, 2H), 3.98 (s, 3H), 0.33 (d, /= 0.8 Hz, 9H); "’"F NMR
(376 MHz, CDCl3) & -106.81, -106.87, -121.20, -121.25, -121.29, -121.35, -137.32, -137.41;
ESIMS m/z 389 ([M+H]").
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[0588]

[0589]
[0590]

[0591]
[0592]

[0593]
[0594]

[0595]
[0596]

S==5| 10-2414509

Al 51 WE 4-0ln| =-3-F 2 2-6-(2,5-TESF L Z2A4-(E WAz dd ) F o] E9] Alx

nlo] A ZeolB &7, olAEUEZD (4.00 mL) E 2 (1.334 ml)9 3:1 EYE F (2,5-UZFLR-4-
(4,4,5,5-HEZHE-1,3,2-t AR E&-2-d)dd ) EFuE A (& £, WO 2013003740 Al =) (0.6
g, 1.922 mmol), WE 4-o}n|x=-3 6-tZEZ 29I Yo]E(S= A) (0.354 g, 1.601 mmol), H]A(EgHAL =
) AstEtE (1D (0.112 g, 0.160 mmol) % BRIUYEF (0.204 g, 1.922 mmol)e] HEAE mlo]T 29 0]
ZAF (120C, 20%) oM] aRkskgivh. WhE E3ES RREst G4 &oo] i, EtOAc (3x)E FE3H3ITH.
S f7] S5 NaS0, dellAl HxA7]a, o 3sal, FFHA% FAFES AL 94 HPLC (E/HHEYE

Faell olal AAste] FA =S WA wA (0.234 g, 0.631 mmol, 39.4%) A FE53ITh.

e mol 1m

"H NMR (400 MHz, CDCl3) & 7.66 (dd, J= 8.7,
5.8 Hz, 1H), 7.25 (d, J= 1.2 Hz, 1H), 7.09 (dd, /= 10.8, 4.1 Hz, 1H), 4.84 (s, 2H), 4.00 (s,
3H), 0.32 (d, J = 0.7 Hz, 9H); "’F NMR (376 MHz, CDCls) & -106.56, -106.61, -124.00,
-124.06; ESIMS m/z 371 (IM+H]").

Ao 52: WE 4-olAEoln|E-3-F 22 -6-(2,5-UEFLE24-(EgdEdd)dd) vy F o] E9 Az

o] AR Yol B &AM, olAEYUEL (5.34 ml) ¥ 2 (1.779 mL)9 3:1 E¥E F (2,5-UETFLE4-
(4,4,5,5-H EZHE-1,3, 2- U FAI R E#-2- ) d ) EgrEd g (dE E°], WO 2013003740 Al #=; 1 g,
2.56 mmol), wWlg 4-olAEoln|x-3 6-TIFZEZYZUo]E(I= L; 0.562 g, 2.135 mmol), BH]A(EZIAL £
) dstEEtE (10 (0.150 g, 0.214 mmol) ¥ BEAFGEE (0.272 g, 2.56 mmol) 9] HEME mlo]ZZ 9 o]H

A (120C, 20+) sfell mwbepivk. wbg =S vbEst 5 &fo] Xal, EtOAc Bx)2 FE83ivh. &
T 7] T2 NaS0y ol AxA7]aL, o3fsta, sH5AZH. AFes 448 94 IPLC (&/MHEYER

TFHD el o3 At xA SFHES WA 1A (0.481 g, 54.6%) 24 T3S
mp 135-137 °C; "H NMR (400 MHz, CDCls) 8 9.07 (d, J =
0.8 Hz, 1H), 7.96 (s, 1H), 7.62 (dd, J= 8.5, 5.7 Hz, 1H), 7.13 (dd, J = 10.5, 4.1 Hz, 1H),

4.02 (s, 3H), 2.33 (s, 3H), 0.33 (d, J = 0.8 Hz, 9H); "°F NMR (376 MHz, CDCL3) & -106.66, -
106.72, -123.42, -123.48; ESIMS m/z 411 ([M-HJ).

Al 53: WE 6-ob]=-2-(2,5-T EF e 2-4-(E WA ™) 3 d) -5 A v 2] | e -4-Tt = R g o] E 9] A

=
=
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NH,
O.
NTX CH3
F | = OL
N CH3
HiCo . o}
_Si F
HsC™ 1
CHs
[0597]
[0598] ufo] A2 olH E7]oA, ofAEYUEZ (8.62 mL) ® & (2.87 mL)9 3:1 EFE F (2,5-UEFFLEZA4-
(4,4,5,5-HEZHHE-1,3,2-t| A1 Ed-2-A) D) EgHE AT (|5 E9], WO 2013003740 Al; 1.925 g,
5.05 mmol), "¥ 6-o}v|=-2-FZZ-5-HEAIrd-4-Ft2EAY|E (= C; 1 g, 4.60 mmol), H|=(E
ged =23)9stEeE (1D (0.323 g, 0.460 mmol) % EMIUEF (0.584 g, 5.51 mmol)e] HAE NS nlo]
AZgelB ZAF (120, 20%) sfoll witsdty, wbg E3ES Wy st ¢ & a1, EtOAc (3x)E F&
stttk e f7] S5 NaS0, dolld AFRAI71a, d3stan, F5AH Y. IFES GAE 974 HPLC (E/0}
AEYEZ Fu])o] o&] AAste] B4 =S WA w4 (0.994 g, 58.9%) 24 F5319).
mp 130-131 °C; 'H NMR (400 MHz,
CDCls) 8 7.53 (dd, J = 8.4, 5.6 Hz, 1H), 7.10 (dd, J= 10.2, 4.1 Hz, 1H), 5.44 (s, 2H), 4.00
(s, 3H), 3.94 (s, 3H), 0.32 (d, J = 0.9 Hz, 9H); ’F NMR (376 MHz, CDCl3) & -107.45, -
107.51, -122.32, -122.37; ESIMS m/z 367 (IM]").
[0599]
[0600] A 540 WE 4-0}0]=—6-(2,3-UEF Q24 (EZSF L2 E)Hd)-5-FF 2L 2-3-H|d I ZFZ o] E2] A|
z= (3%E 53)
[0601]
[0602] ulo] g2 ¢o]B L7 A, oHNEYUER (3.25mL) E & (1.084 mL) 9] 3:1 EFE = 2-(2,3-UZFo2-4-(E
gZFoade)dd)-4,4,5 5-HEgHE-1,3,2-t) AR E (AP A oz dF75E; 0.641 g, 2.081 mmol),
He 4-opn-6-F 22 -5-ZF Q2 2-3-H|dIZFY)E (3= G; 0.4 g, 1.734 mmol), W|A(EFHE £29)
astgdelE (1) (0.122 g, 0.173 mmol) ¥ BEMUEEF (0.368 g, 3.47 mmol)2] HENS vlo]g 2 golB A}
(120C, 20%) sboll wwkelgich. Hbg E3ES Wy sl 94 &9 Fa1, EtOAc (3x)& FE3v. 3k
7] &5 NaS0; oA AxA71a, dsta, sFAAY. IAFES AAE 94 WPLC (B/OMHAEYEH
el 3 AAste] A FTES A 1A (0.163 g, 24.98%) EA FEFTH
[0603] Ao 55: M8 4-oln]=—-6-(4-o}n| =¥ d)-5-ZF 2 2-3-v]dy Fe|do|EQ Ax
H,N
[0604]
[0605] nfo] g 2 golH £V, olHNEYEHR (3.61 mL) E & (3.61 mL)2] 1:1 TFE T 4-(4,4,5,5-HEZHE-

1,3,2-t AR ET-2-Y)oldd (AdH oz d4¢7Hs3h; 0.617 g, 2.82 mmol), HE 4-olv|w-6-F 2 E2-5-Z
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[0606]
[0607]

[0608]
[0609]

[0610]

[0611]

[0612]

SSS0l 10-2414529

Fow-3-vdgFYYolE (= G; 0.5 g, 2.168 mmol), HIA(EgHYE EAd)dstdels (11) (0.152 g,
0.217 mmol) 3 EFLRSLF (0.327 g, 5.64 mmol) o] AEFNE vlo]aZeo]H ZAF (120C, 20%) Sl it
dapoinh. Wk EFES 0xs A4 & Ha, EtOAc B)E FEIAAT. T f71 T NayS0, FellA
A, AFES Y4 2y A=vtEaHR (Si0, 24 g AH/EtOAc T-ui) ol
.552 g, 89%)&A] 538},

oA~
ot

AxA7 2, ez, FHA

"H NMR (400 MHz, DMSO-ds)  7.60 — 7.58 (m, 2H),
6.72 (dd, J=17.7, 11.5 Hz, 1H), 6.65 — 6.58 (m, 2H), 6.24 (s, 2H), 5.47 (s, 2H), 5.45 (dd, J
=11.5,1.2 Hz, 1H), 5.38 (dd, /= 17.7, 1.2 Hz, 1H), 3.77 (s, 3H); "’F NMR (376 MHz,
DMSO-ds) & -146.62; ESIMS m/z 286 ([M-H]).

Ao 560 WE 6-0le-2-(4- (T EF L2 H EA) A D) -5-H EA T g n|d-4-FL2 5 A g o] E Az (3=
106)

O—CHs

\

5-mL mlolIE Y olH. ¢kd ulolYo] ZTZoHEZAE (0.151 g, 2.59 mmol), oFAEANZZHE (II) (0.012 g,
0.052 mmol), 2-(4-(YZFQZv|EA])HH)-4,4,5,5-E1E&vE-1,3,2-1 %A}EEJ (0.28 g, 1.037 mmol),
Hg 6-oln|w-2-F 2 2-5-1EA| g ud 4—7}§ﬁgaﬂo]z (0.226 g, 1.037 mmol), ¥ 3,3',3"-X2WEZY
EgizlEEZUolE (0.052 g, 0.104 mmo)E H7Ieitk. & (1 nl) ¥ oMAEYEZ (2 nl)o £FES 7}
stal, WHSES wlE wta, 7)o SWZNE Y IR-AAN 2% EUEHS ZHe vlo] S ERX] oL Aldo]H
™ wmlo]m 2 go]H Hhg-7o] 160ColA 6% Bt FAE. Aoz WzhAzl & vkg &35S EtOAc (50 mL)
2 & (50 mLZE 343k, CHCl, 58 53 828 53 933 5, CHCly (50 mL)E A&l F71=
FE38kaL, EtOAct $38laL, NaoS0, (50 g) oA AxzAIHY. 33 f7|55 IJd FAV|=2 FFA7]aL,
S A tiel o]2=F(Teledyne 1SC0) A A|=®lS ARE3F CHLCl, 2 EtOAce] FHH] &8 A]=Eloz X
ato] ¥A SFES WA A (134.4 mg, 39.8%) 24 F58H3}.

Hu

S

il
}_

&
4

AN 57 WY 4-o}n| e-6-(4-Al o} ) -5-FF Q. 2-3-vd ] FTvlo| EQ AR (FFE 107)

5-mL vlolAZ o] B ¢k mpoldo] ZF o A3ZE (0.227 g, 3.90 mmol), WIE 4-oln|=-6-FREZ-5-ZFQ R
-3-Hd ) EglolE (0.3 g, 1.301 mmol), MA—(EFAL¥2m)ZetE (11) F=2go]l= (0.091 g, 0.130
mmol) 2 4-(4,4,5 5-E|EgHE-1,3 2-t] A B ZF-2-¢ )l FJEZ (0.313 g, 1.366 mmol)S H7}sISitt.
E (1ol B oMHEYER (2 nl)9 EFES H7tetn, w55 "PiE 2, 8719 SHERE 95 R-4
A ex RUEHYS 2= ulo] QEFA] o]UA|o|o]E]™ nlo]F 2 g o]H mST]o] 115ToA] 208 Fob T},

FES CHLl, (25 mb) 2 & (25 nb) = X5k, 77 S5 &3 228 &

Azow YAAZ 5, wkg 9

T, W

ot

3] o]}3gith. EtOAc (25 mL)E AME3le] F7b= FZ8bar, CHCL,9F 38k, NaS0, (50 g) AellA #AxA7A
o @9 fUIRE B3 EeaE Fa ddsta s ST A sHA0 §F, ARes gl ol

L7] %
A A ='e ARESke] CHCl, B EtOAce] 7+af &ofo) Alxglos AAste] A shgh=s 24 1A (297
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[0613]

[0614]

[0615]

[0616]
[0617]

[0618]
[0619]

[0620]

SSS0l 10-2414529

mg, 76%)2A 53¢},
AN 58: WE d-ov] w5-F 0 2o6-(4-F 2 s )-3-n] U T Ze o] Ee] Az

5-mL vlo]I R Y olB oA wlo]do| ZF o HIZAHE (0.378 g, 6.50 mmol), HE 4-olu|--6-FRE2-5-ZF Q2
-3-Hld I FUlo]E (0.5 g, 2.168 mmol), ®lA(EZHIEaa)FsZetE (11 (0.152 g, 0.217 mmol) 2
4-(4,4,5,5-0| EgE-1,3, 2- E]SLA}EEEP -yl =g d 3= (0.528 g, 2.276 mmol)E H7lede. & (1
mL) B oMMNEYEY (2 nl)e] EFES MU, WES vIAE 9aL, &) SHEHE & IR-AA 2
T BEUEPS ZE vlo]SERA] oA o]E|™ mlo]a R 9o]B wkgIHA 115T A 20 T T, A&
o2 YAA F, vbg EIES (ULl (25 ml) 2 2 (25 mL)E X5k, §f7] & 53 2808 53 o
Fatdth.  EtOAc (25 nlL)E Abgste] F7lE FZakar, CHCL.9F @abal, NaS0, (50 g) ArellA AzAZt}
ek f715E 53 ZYE T AFsta IH T delA wFEAT F, X&%%% gy il o]x5 A
A2 Abgste] CHLl, 2 EtOAce] o) &g Ax®loz ﬂxﬂo}ﬂ EA

98%) =4 G533t

NMR (400 MHz, CDCl5) & 10.08 (s, 1H), 8.13 (dd, /= 8.3, 1.6 Hz, 2H), 8.03 — 7.93 (m,
2H), 6.91 (ddd, /= 18.1, 11.6, 0.5 Hz, 1H), 5.73 (dd, /= 11.5, 1.4 Hz, 1H), 5.60 (dd, J =
18.1, 1.4 Hz, 1H), 4.77 (s, 2H), 3.94 (s, 3H); "’F NMR (376 MHz, CDCls) & -143.49; ESIMS
m/z 301 ((M+H]).

AAd 59: WE 4-olu]-3-F22-6-(2,5-0ZTF 0 2A4-(EZZE o zdeE)Fd) I o] E AZ (33
70)

1,4-YEF 2 2-2-0}o] 0 = -5-(EgZF 2 )&l (250 mg, 0.81 mmol), 3= K (318 mg, 0.81 mmol)
g (Dolojetto]= (0.08 mmol) % HIA(EdEEAI)ZE (11) F2Fo|= (57 mg, 0.08 mmol)Z 7

DMF (5 mL) FollA atar, Aol ~EfoR 108 &<t 7IAE AAs I, 75CE 7Mgsalet. 2417 3,
F=S WAATIAL, g ofAHES} & Atolo] Euisiltt.  #7] S E3) NaClz2 AlFetil, AxA]7|aL
(NapS0,), Az, & AAES Ed+ TZ=rtEadd (Si0; A 5 0-30% g ofAlHo]ER &)

rlot l-N —H

olg] gAsle] oM Eolr|= FZhA] 100 mgs FEIIATE. o] BFE WEE (20 mL)d Fola, oMY F=e}
o= (3 mL)Z A star, 20ToA 3¢ &t wRkeITt. XF sholl I =28 AAT &, EFE& 23}
NaHCO; % og ofae|o]Ee} St wwksldtt. 7] A2 E3} NaClZ2 Al star, AZFAI 7] (NagS0y), FEA|

A FA sSEs WA 2A (77 mg, 24%) A TS

Al 60: WE 6-oF]=-2-(2,5-U EF L 24-(EFEF o 2He)Hd)-5-HEA I g v gl -4-F} 2 5 2 g o] E 9]
Az (3= 148)
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[0621]
[0622]

[0623]

[0624]

[0625]

[0626]
[0627]

[0628]

[0629]

NH, CHj
0]
F N7
X 0]
N
FF 0]
HsC”~
FF

2-(2,5-T)ZF Q24— (ETZFo=
= C (250 mg 1.2 mmol), ZF2

= (82 mg, 0.12 mmol)E 1:1 ¥y&
7114 115Col A 308 F<t 7FEaad
NaClZ Al#H3tar, AZA7]3 (NagS0,),

LA HOER &g )ol o3 At z
A 3grES WAl 313 (40 mg, 8. 8%)
Al 61 HE 6-ofu]x=-2-(2,3-T]
=%
NH,
O
N X" CH,
| P 0
H,;C N
3¢ 0
HsC—Si F HsC
CHs F

(2,3-9ZF22-4-(4,4,5,5-HEgHE-1,3, 2-t] AR E-2-) B d ) Eg v g A

E_
1:]—

B2A

2 d)-4,4,5 5-HEgWE-1,3,2-t AR =
Al (360 mg, 2.3 mmol) B HIA(Egddxsa)dets (1) 28]
9 ww)ﬂﬂEHE%~%(4m)%ﬂH‘%ﬂl,ﬁﬂﬂi%ﬂEA%%

oM H|o] E Alolol Hisioitt. 7] S 3}
Z8 A=vtEad (Si0y; A
, olF dx-tEFraddor dslxgste] #

23} g
Ane. was

S==5| 10-2414509

2 (400 mg, 1.2 mmol),

= 0-30% o€

4-(E R A=) D) -5 = A 9 2] m 9 -4-Fh 2 B2 g o] 2 o] )

Z(1.3 g, 4.2 mmol) (=

Eo], WO 2013003740 A1), 3= C (750 mg, 3.5 mmol) % H|A(EgHALEARA)ZF (11) F=2o]= (240

mg, 0.34 mmol)E 1:1 v/v oA EYEZ-E (10 mL) FolA Fsha,
7}-036_}'%‘\]:]'- %7 —:?_“%L%e v,_:@]— NaCl 9’]’ Oﬂ
(Na,S0,), FHAIFATE.
2 &) ofs) At x2A FFE

o, AZxA7| 3

o

(e}
Bds

2-6-(4-(EgdEa

olAlEle] = Afole] Hujaeir).
ZY4 F2vtE2HY (Si0,; 3

WAl 1] (330 mg, 26%)EA

nfo] g2 ¢o]Ho o] 115TE 308 F<t
1 AHS 23} NaCl2 A%

Z 0-20% olE olAElo]E

mp 157-159° C; 'H
NMR (400 MHz, CDClz) & 7.60 (ddd, J= 7.5, 6.0, 1.2 Hz, 1H), 7.14 (ddd, J=7.7,4.5, 1.5
Hz, 1H), 5.48 (s, 2H), 4.00 (s, 3H), 3.95 (s, 3H), 0.34 (d, J = 0.7 Hz, 9H); "’F NMR (376
MHz, CDCls) § -127.10 to -127.25 (m), -142.40 (dd, J = 22.6, 3.6 Hz); ESIMS m/z 368
(IM+H]).

HYROR Y5 bR (4,4,5,5-HESME-1,3,2-0 S AR E

H)sd) v = vlolE
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[0630]
[0631]

[0632]

[0633]

[0634]
[0635]

[0636]

[0637]
[0638]

[0639]

[0640]

[0641]

SSS0ol 10-2414529

mp 171-174 °C; "H NMR (400 MHz, CDCl3) & 6.36(m, 4H), 5.33(2, 2H), 3.99(s,
3H), 0.307 (s, 9H); ESIMS m/z 369 ([M+H]").

s3t7] sHES AAld 610 JiAlE dApel el AHeR 5Tset 2-EF 0 2-4-(4,4,5,5-HEHW Y-
1,3,2-g AR E2g-2-d)Hd) Egva Ao 2 BE A Z3G T (W0 2013003740 Aldl wha} #|%3h):

HE 4o} e-3-F 2 2-6-(2-FF L 24-(ErEd ) A d)JZ2ulolE (= AE o] &3t A=)

HiC.

ch/ |
CHs3

mp 154-156° C; "H NMR (400 MHz, CDCls) & 7.97 (m, 1H), 7.30 (m, 3H), 4.84
(s, 2H), 4.01 (s, 3H), 0.293 (s, 9H); ESIMS m/z 353 (IM+H]").

e 4-opn| -3 5-T| SR Z-6-(2-FF 24— (Eugdd) )9 Z ol E (= HE o] &ate] Ax3)

HsC .
_Si
HyC™ |
CH3

mp 184-185° C; "H NMR (400 MHz, CDCl3) § 7.35 (m, 3H), 5.33 (s, 2H), 3.96
(s, 3H), 0.290 (s, 9H); ESIMS m/z 387 ([M+H])").

ol2& 1:1 EFA: ok (20 vol) Z 3= A, 3= B, == 3= C (1.0 &), B2a (1.0 )
Na,CO; (2.0 Z&) 2 Pd(PPhy), (0.1 F&)e 8 Z3 HEE =1 F 158 2o njEgs4 ool A
g E3ES EWhE FHOIA 110TedA 18AI1F B¢t 7Fdsigith. Wzbd wbg 28-S B2 F4stal, o
g olAHo|ER FE359] TR e FlEEAN AHES = A npel 2o

at

o £o9 ol o B
o
ﬁ"ﬂ
£l
N
N O,

3 g #5390t 4
% 1.5 N ICIS AHgstel pil 22 43713, oF obElolER FE39t. §7] FEES 28 95 89
o AT, AT NasS0), oTsham, #¢k sl % ARG, = TS AE TC ol

olZ IS HAFX YAk (20 vol) T 3= A, J= B EE =

HE 80T 5
F71 FEES B2 AFHsta, 23} degdor AFsta, dEA7]ar (NaS0,), oldstar, et shell S
ARG, = AAES S ARvEIHT (Si0; A T 5-40% olE opMEHlo]ER &2l o Al
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[0642]

[0643]

[0644]

[0645]

[0646]

[0647]
[0648]

[0649]

[0650]
[0651]

SS50ol 10-2414529

AAle 64: WE 4-0lH| =-3-F 2 2-6-(3-ZF L E-4-olo] o wHd) I Z o] EY A% (3}FE 66)

ik 2] ST vy Zgado] HE 4-oln -3-F R 2-6-(3-ZTF o E-4-(EgWEa A )y
DI FYolE (0.328 g, 0.930 mmol), @ UFEEWE (5.0 nL)S F7lstdnt. A7) & dgstolo] o
© (0.141 mL, 2.79 mmol)E FH7IEIFtr. ¥ EFES HoA 18AIFF FoF wWHELEE St A ¥ slo}

3
o]t (0.141 nL, 2.79 mmol)®] = thE w&= HUbshil, whews AElA F7F 4541
gk, Wb EFES 1M NaSOell X1, S8 & J

D= FEstgn. 9 {71 S5 5 MgS0, FollA) dxA7]aL, ojusta, s5AA BA Sg=s 24 A
A (0.375 g, 99%)ZA FE3U

sH71 shies AAlel 6401 AAE bl wheh Azl

wE 4-0}u|x-3 5-TJEZ2 2 -6-(3-ZF Q9 Z-4-0lo] ¢ EHd)F g o] E (3T 13)

AA] o] 640l 7141 w9} 7o g
S-HE EFLEA-(EgvEAd) ) FZFvle|E (0.381 g, 0.984 mmol)E ©]-&3}]
Azsta, A 1A (0.360 g, 83%) A alatdi).

Mg 6ok 1e-2-(3-HF- 0. E-4-oto] & 3l D) -5-v| B A 7] el v Wl -g-Th2 A o] £ (8GR 27)

NH,
N” Xy “CH,4
| —~ O
N
N
| CH,4

n

-4-(Egugd ) d)-5-H5A] ]

A eSS Al 640 ZIAE Hkeh o] WY 6-ofH] e-2-(3-FF L E
2B AH0|E (0.307 g, 0.879 mmol) = o] &3dle] Axdw, A 1A (0.368 )2 @&+,

Zrle-4-7
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[0652]

[0653]
[0654]

[0655]

[0656]

[0657]
[0658]

[0659]

[0660]
[0661]

[0662]

SSS0l 10-2414529

A 65 WE 40} x--3-F 2 Z-6-(4-0}o] S = d)-5-w eI ZT o] EQ] AZ (3}TE 136)

g (9 nl) F Y 4-ohe-3-F22-5-mE-6-(4d-(EWEA ) Ad) I ZUIolE (0.95 g, 2.72
tEzzde (4.5 L) 5 dd3tololod (920 mg, 5.67 mmol)S H7F8lFTh. HHSES ALoA 44
ankek vhg, 28k A BV ERSR AAS, ER IAsta, HEEEWE (3x)oR2 FE3}
Atk Tl TE FF NaSO, BolA AxA7]aL, ofdstar, HAIZY. Zd4 azrtEHa] (0-30% o9

opAlH| o] £/ ol ola] AAlste] ®Al Sh=S AM-QAAA A (618 mg, 56%)=A TSI

_1_4

at7] shekE S Aol 6501 Rl AApel whet Alzshgltt:
e 4-opr|e-3-F 2 2-6-(3-2F L 2-4-olo] e mvd)-5-r I e vlo| E (3= 79)

FA seEs AAld 650149k Eol Alzstar, MM 1A (54 mg, 59%) 2] @]kl

Al 66: HlE 4-ofr|e-6-(4-0to] L= )-3-F R 2-5-FF e 2y F o] ES Alx (33E 118)

dAzlolol oW (280 mg, 1.7 mmol, 2.0 WH)E 23TCoA 1,2-tJF=22 & (5.7 L) = WY 4-o}n|x=-3-F
RR-5-ZFQ26-(4-(EMEAD) s d) v Ze o] E (300 mg, 0.85 mmol, 1.0 F=)e] mnt o] 7))
Ak, AE A LS 23ColA 17A17F ot wwkekglth.  wbg E3ES E|QIAERF ¥l &9
(100 mL) o2 s|Aatar, tE=2uer (4 x 40 mb) o2 F=3iv. &3 771 S5 Ad2A713 (NgS0y), 9
oAFatar, 3 Fkel o8 sHFAZAT. IFES Ayt A Zwl aEetEadgy (4 T 33% old obAlH)
o|E)dl| 93 FAste] ®Al F5tES AT E (250 mg, 71%)2A F5ESIT.

at7] shetES Aol 6601 RAlE Apell whet Al zshgltt:
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SS50ol 10-2414529

[0663] A 4-opAl B0t E-3-F R 2-6-(2,3-H EF 2. 2-4-opo] e d ) v e o] E

0]
Me)J\NH
=
X

[0664] F

"H NMR (400 MHz, CDCl3) 8 9.06 (d, J = 1.5 Hz, 1H), 7.98 (br s, 1H), 7.60
(ddd, /=09, 5,2 Hz, 1H), 7.53 (ddd, /=9, 7, 2 Hz, 1H), 4.03 (s, 3H), 2.34 (s, 3H); ESIMS
m/z 467 ((M+H]").

[0665]
[0666] Hg f-olA Eoln| E-3-F & 2 -6-(4-0}o] . = Fd) 3| F o] E
0
Me)J\NH
~ | cl
x OMe
N
| 0
[0667]
"H NMR (400 MHz, CDCl3) & 9.00 (s, 1H), 7.77 (m, 4H), 7.25 (s, 1H), 4.03 (s,
3H), 2.33 (s, 3H); ESIMS m/z 431 ([M+H]").
[0668]
[0669] Al 67: HE" 4-0oln]-3-F 2R -6-(2,5-TEF L2 -4-0lo] L FH)-5-EF L2 F o] E9 Az (37
& 55)
[0670]
[0671] 20C A CHCl, (2.88 ml) & ™€ 4-olnx-3-F22-6-(2,5-0)ZF 24— (Egdaadd)fd)-5-ZF 9 21
ZEUlolE (0.280 g, 0.720 mmol)e] &Nl dFslolo]owd (0.144 mL, 2.830 mmol)S H7FsFTh. wbg &
FES 20T WA wkalgith.  o]olA, EIHES NaS0:9 10% F&Mol| i1, EtOAc (3x)®E F&E3}iL,
Na,S0, ollAl AZAI71aL, Asta, F5AHY. AFES Zd4 249 a=2vEad9 (Si0,; @4H/EtOAc
el o A st A S WA 1A (0.237 g, 74.4%) 24 FEFAC.
[0672] 3171 eSS Al 670 /MAE Aated whet Azt
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[0673]

[0674]

[0675]
[0676]

[0677]
[0678]

[0679]

[0680]
[0681]

SSS0l 10-2414529

e 4-ofA Eoln] =-3-2 R 2-6-(2,5-HFF 2 2-4-oto| 2 md ) I FE o] E

o)

'"H NMR (400 MHz, CDCl3) § 9.10 (d, J= 0.7 Hz, 1H), 7.96 (s, 1H), 7.76 (dd, J
=84, 6.4 Hz, 1H), 7.57 (dd, /= 9.8, 5.0 Hz, 1H), 4.03 (s, 3H), 2.33 (s, 3H); '°F NMR (376
MHz, CDCls) & -99.95, -100.00, -119.90, -119.95; ESIMS m/z 465 ((M-H]).

A 68 WE 6-0bv]-2-(2,3-T) BF Q. E-d-oto] E3 ) -5-v B vl ] A-g-h2 R Aol E9 Az (3}

NH,

ON
NT CH3
| = O
N

O
F HaC

WE  g-oln=-2-(2,3-UEF 2 2-4-(Egvedad)Hd)-5-vEA g g ud-4-7t 252 o] E (330 mg, 0.90

mmol)E 1,2-t]EF 22 et (5 nl) FoA] wwrsla, dd3tololodl (1.0 g, 6.9 mmol)Co.E AH&3d}a, 70CE

217 ot ZHEsitt. WAA F, ERES dE oM Elo|lER M Etal, 15% FolYERF o R Al H s}

3, ¥3} NaClZ2 AFslar, AxA17]12 (NapS0,), =AY, 48 RP-HPLCO <3l 70% ofHMEYUEZS A}
435t AA St EA IFES WA 3131 (250 mg, 66%)ZA F53FSATEH.

AAE 69: WE 4-olAEolu]E-6-(4-HER-3-ZF ¢ 2 7|d)-3-Z2 2 I Z|U|o]|E9] A|x

hg o

g uofry 2|
Ad)md) I ol E
s, W% %Q%—% Ao 18AI17F ot WU == 3}k, o]ojA, WkE EFES 1 N NaS0sol =

100-mL F<+ vtg FefaFo] WE 4-ofH EolnE-3-F 2 2-6-(3-EF L 2-4-(ETHE
E (433 mg, 1.11 mmol), TEE2=2dE (10 mL) ¥ BE7 (0.225 mL, 4.39 mmol)< %7}

od obAlHlolE (3 x 50 mL) &2 FZ8th. @3 {7 S5 T NgS0, AolM AxA7la, ofitstal,

Ak, AAE IFES ZY4 a=viEaHRy] (A F 0-50% EtOAc)dll ol&) AAlste] A 3gHEs @A
A (0.440 g, 100%)=A] 53819,

A

A
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10-2414529

s==4

H NMR (400 MHz, DMSO-ds) & 10.02 (s, 1H), 8.71 (s, 1H)
7.98 — 7.81 (m, 2H), 7.74 (dd, J = 8.4, 2.1 Hz, 1H), 3.94 (s, 3H), 2.23 (s, 3H); '°F NMR (376

MHz, DMSO-de) & -107.44; ESIMS m/z 402 ((M+H])")

[0682]
[0683] 317] sItES AAld 6990 AR At wel Al x5kt
[0684] wE 4-oln-6-(4-BH 2R -3-FF Q2 d)-3,5-tFZ2I F | E (3FE 73)
NH,
Cl N Cl
= O.
N CHs
o)
Br
[0685] F
[0686] A 3ES A AT 69l 71 -9} 7ol e
4-o}m -3 5-T)EF R 2 -6-(3-ZF e 2-4-(EgvEddad)Hd) v ZYulo]E (0.290 g, 0.749 mmol)E o] -&3}o]
Azsla, WA 31z (0.250 g, 85%)=A wa]skich.
[0687] Wg g-olu] -2-(4-H 2R -3-ZF 0 2i|d)-5-EA I g u|d-4-Ft2E A F ol E (335 171)
NH,
N“XY” “CH,
| — O
N
oL
Br CH3
[0688]
[0689] HA 3IRHES AAld 690 Z)AlE wiel Zo] WY -0l -2-(3-EF L E24-(E W EAH ) Hd)-5-H 5 AT
grd-4-Ft2 B A o]E (0.250 g, 0.715 mmol)E o]&3te] A xskar, WA 1A (0.200 g, 78%) =4 &)
A},
[0690] AAld 70: WE 4-olu|=—6-(4-BERHY)-3-F22-5-duZFo|E9 A% (3}FE 81)

ga2)Hd) 2y o E
2 2o &

4-oln =-3-F 2 2 -5-1| & -6-(4-(E g1

[0691]

[0692] 1,2-tJZ2=20et (DCE, 2.9 nL) 5 W€
(150 mg, 0.43 mmol) % EFZF (215 mg, 1.56 mmol)ol E.Z® (0.03 mL, 0.58 mmol)S H7lshar,
18A17F Bot wwkslolth. DCEE W dloll FFA7]a, & B4S od opAlHo|E9} =4 e E Aol
e, £ S oY olAHIE (3R FEEI, B2 AN, P4 NgS0, Aol ARA7 @, A
sar, A7t A Ao FAANAC, Z2 ARvtE1d (0-40% oY o}AEo]E/EA) | o&] AAs F
A SRS AeAA A B (68 ng, 450)2H FETH

[0693] a7] B3-S Al 700] AAE Aol wel A zakin):
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[0694]

[0695]
[0696]

[0697]

[0698]
[0699]

[0700]

[0701]
[0702]

[0703]

SS50l 10-2414529

wE 4-0lue—6-(4-B 22 -3-FF Q2 2H|d)-3-FZ2-5-HE I F ol E (& 112)

FA sehES Al 700l M 9F ol Alzstar, WA aiA] (96 mg, 52%)=A TSkt

AAE 710 WY 4-onx—-6-(4-BER-2 3-UZF 2 2HY)-3-FEE-5-ZTFQ 2HZY Y| EY Ax (3=

e 4-ol =-3-F 2 2-6-(2,3-HZFLE2A4-(EWE A ) o d)-5-ZF L2 FFU°|E (2.5 g, 6.43 mmo
DE oMHEYUED (32 mL) Fol| faiA7], B2 (3.31 mL, 64.3 mmol)S FH7tetvt. Wk 2FES A2
MM 4AIZE EF uwtetglon | o] wf oA FRwEIHI-AFE LFSAH (LC-NS)S whEo] o ghA
S5 YRRl whg EES gFR vk B Alolo] Hujsia
Asink. A4 A4S YFEEduoRr &5, §7] FEES f;%%
Zo4 A2ty (Si0y; A F 5-40% oY olAEHER &
A (1.62 g, 63.7%)2A 53130,

Ao 720 WE 4-olr]-6-(4-HRE I H)-3-FRZ-5-FF LRI F U] EY Ax (3}3FE 138)

OMe
Br
B2d (47 pl, 0.92 mmol, 1.2 ¥E)E 23TColA 1,2-tZFE224E (5.1 nl) F WY 4-ojn|x=-3-F2=-
5-EF2-6-(4-(Egive A ) A d) I Z o] E (270 mg, 0.77 mmol, 1.0 FF)e| uyt LA H7tsigivt.
AdE UM gHS 23°C°ﬂ*1 24A1ZF Eok wtslgit). Wk EFES E|QIAMUER (5 ml)e ¥3 &
Aoz AMAS v, 2 M FASIEFS AHEste] pH 102 Z4sk3UTt. < ZIES E (50 mL)E
3| A skar,

% gl
HaEzzve (3 x 30 M)z FEsgleh. &3 #7] S5 ARA7IA (MgS0), =3 ojFstar, 3
d 5T, ARes 9% 27 ARviEIHY (5% otHEUELA 1000 oMAEYER-

wol elsl galstel FA| shteS F2A B (160 mg, 57%) 24 F53H3H.

at7] shehEs Al 720l JRAlE AAbel wheh Al it
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[0704]

[0705]

[0706]
[0707]

[0708]
[0709]

[0710]

[0711]

[0712]

[0713]
[0714]

S==5| 10-2414509

e 4-olH Eolu] T-6-(4-B 2R HY)-3-F22¥ Iy o] E

0]
Me)kNH
_~ | Cl
x OMe
N
(0]

Br
"H NMR (400 MHz, CDCLs) 8 9.01(s, 1H), 7.90 (m, 2H), 7.49 (m, 2H), 7.25 (s, 1H), 4.03 (s,
3H), 2.34 (s, 3H); ESIMS m/z 385 ([M+H]").

AAlel 730 WY 4-oprke-6-(4-B 2R -2 5-HEF L RHY)-3-FRE-5-2F L 2Y I YU ES Ax (3=
51)

Br

20ColA CHCly (2.469 mL) & ™€ 4-opv]=-3-F22-6-(2,5-UEF 24~ (EvEdd)vd)-5-ZF 2
HZvlo]E (0.240 g, 0.617 mmol)] &Ml BT (0.127 nL, 2.469 mmol)& FH7bstich. 24A17F &, wr
S EHES NaS0:0 E3F Fgo] 3, Et0Ac (302 FEIATH. T #7] TS NaS0, HolA Az

3, Y3}, EF2AATY. JFES o4 2y I2arEad (Si0,; AAF/EtOAc TFHl) Ol o) A5k
EA 3FES WA 1A (0.187 g, 7% EA FEBHIT.
at7] steES AAld 730 AHAlE b met Alzskglvt:

WEl 4-olHEoln E-6-(4-BE2R-2 5-T]ZF 0 23|d)-3-F 223 Zg| o] E

o)

mp 177-179 °C; 'H NMR (400 MHz, CDCl3) 3 9.10 (d, J= 0.7 Hz, 1H), 7.97 (s,
1H), 7.85 (dd, J=9.1, 6.6 Hz, 1H), 7.40 (dd, J= 9.9, 5.5 Hz, 1H), 4.03 (s, 3H), 2.33 (s, 3H);
°F NMR (376 MHz, CDCls) & -112.76, -112.80, -119.21, -119.26; ESIMS m/z 418 ((M-H]
).

A 740 WY 6-obu]e-2-(4-HE R -2 3-UFF 0 29 d)-5-H EA Y d-4-7t2 B Ao E Az (3%
= 122)
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[0715]

[0716]

[0717]

[0718]

[0719]

[0720]

[0721]

[0722]

SS50l 10-2414529

Br F HyC”
F

e -0 1m-2-(2,3-T) 22 ¢ 2-4-(Eg v e A ) d)-5-m| EA| 9] g v P -4-7} 222 P o] E (350 mg, 0.95
mol)E 1,2-t]FZ e (4 nl) FolA W, B2y (1.0 g, 6.3 mol) .2 Aeldkx, 60TR 643k %
ob Jtdsgith. WA F, EFRS AR-olo]edl Fol2 $4Y wrA 156 FolFMEF &9 @)
WS, EFES od olMEoER &Asta, X3} NaClZ Al star, AZRAIZIAL (NapS0y), ZHAIZTH
Zo4) A=nETdT (Si0; A F 0-30% olE ofAEHlolER &) o3 AAste] TA BFES WAl u
Al (75 mg, 23%)2A F533 ).

AAe 75 WE 4-oln|x-6-(4-H 2R -3-ZF ¢ ZHJ)-3-F 22 FYo|EQ Ax (FIE 115)

NH,
O
— 0]
N “CHjs
o)

Br
F

kg e zE FelE 100-ml e u}& %a}izoﬂ W 4-opEotH]E-6-(4-H 2R -3-FF Q2o d)-3-Z &
2y FZYolE (0.411 g, 1.023 mmol), W& (5.12 mL) 2 ol&E ZF=2&o]|= (1.45 mL, 20.5 mmol)E F7}
T, whs ERES A 2dA 18/\1 F &<t nwk Fﬁ et 2E I SEUE AASGY. AAE

IAE 1 N NaHCO; Foll &ajr7]a, ol" ofAlHlolE (3 x 75 mL)E F=3dd. &3k 7] & F34 MgS0,
Aol A HAzAI71aL, AZsta, sFAA FA FFES WA 1A (0.324 g, 88%)EA 53T

AN el 76: T 4-ohv]e-3-F R 2-6-(2,3-T EFQ Z-4-ofo] e EH D) T FeI o] B A= (3HiHE 129)

olxd F&go]= (1.3 mL, 18 mmol, 10 B=)Z HWEHS (12 ml)o] HH3] H7slar, 23TCoA 308 F< wyk
3. HE 4ol Eoln|E-3-F R &2 -6-(2,3-T)|ZF o 24-olo] o T F )T Z o] E (830 mg, 1.8 mmol,

1.0 B%)E #7hsta, Bvd W E3ES 23TolA 18ARF Fob wwksigivk. whg E3ES 33 S
o8 FHFAZG. THES ¥} F JJL%E (200 mL)o.2 &Asta, YFEade (3 x 75 mb)o2 FE3}
ATk 7l T& A=A (NgS0), FH of#stal, W Fdel o8] FFAA #A s WA B

al
(720 mg, 95%)2A +E53T).

_91_



[0723]

[0724]

[0725]

[0726]

[0727]
[0728]

[0729]
[0730]

[0731]
[0732]

SSS0l 10-2414529

AN 77 WY 4-0l1| w-6-(4-H 2 F-2 5-U|ZF 0 2 Hd)-3-F 22U ZY|o|EY Ax (FFE 127)

WEeke (3.57 mL) ¥ THF (3.57 mL)¢] &3E F WE 4-olhEoln|w-6-(4-H 2R -2 5-T|ZF 0 2 d)-3-F
2RI ZYYlE (0.300 g, 0.715 mmol)e] &M olME FZepol= (1.017 ml, 14.30 mmol)S HH3] 7}
sk, Whg ERES 20TelA 2A13F Qb wHEESITE.  o]ojA, E3HES NalC0,9] 23} 8o Ha,
EtOAc (B3x)2 FZ3Att. 3ek 7] T& Na,S0, oA HxA|713, q3eta, F5A7]2, 23 3
7 ME 4-o}u| -6-(4-B 2R -2 5-U]ZFQ 2 ¥ d)-3-F 229 ZFZY|o]E (0.257 g, 95%)= WA uA|2A F
S =

AN 780 HE 4-(N-o}A|Holy Eolu B)-3-F 22 -6-(2,5-TZF Q2 4-(EgWg ) dd)d ey o] E 9

e

D\L

%]

>

o o0
H3C)LNLCH3

gFE e (3.02 ml) = WY 4-opnx-3-FE2F2-6-(2,5-TZF e 2-4-(EgWdAdd)dd) g F ol E
(0.280 g, 0.755 mmol)e] &Ho] N N-tJo]AzaHo|eolyl (0.396 mL, 2.265 mmol) % olNE F=Zgo]l=
(0.107 mL, 1.510 mmol)E F7}s}ict. W EFES 20Tl A 4/\17% Zol wRksk S, 60°Cel A 2A17F FoF
wHksiIth,  E3HES NIClIO X3} F8do K1, EtOAc (3x)E FE5IUch. ek §7] & G52 AFHs
3L, NapS0, oA AzA71a, ostar, sFAIAY. JFES ZU4 249 A=2viEads (Si0; itk

/EtOAc Hl)ell ofall gAlste] #A shgh=s @& LA (104 mg, 30.3%) =4 5383,

mp 121-123 °C; 'H NMR (400 MHz, CDCls) 5 7.88 (d, J = 0.7 Hz, 1H), 7.79 (dd, J
=8.5,5.8 Hz, 1H), 7.15 (dd, J = 10.9, 4.1 Hz, 1H), 4.05 (s, 3H), 2.35 (s, 6H), 0.35 (d, /= 0.8
Hz, 9H); ESIMS m/z 455 ((M+H]").

A e 79: WE 4-0}m|—6-(4-B 2RI )-5-ZF ¢ 2-3-v)|Jd I Fg o] E9 Az (33E 57)

Br

CHCly (2 mL) 3 UERA HEHGZSFLoZRHOE (0.122 g, 1.044 mmol)e] 0C e CHCl, ¥ CHCN (10

ml) ¢ 1:1 E3E = g 4- 0]—13]4_—6 (4-otr) =9 d)-5-ZF 0 2-3-8|d 9 ZgY|o|E (0.3 g, 1.044 mmol)]
LS HrEATE, WS EFIES 0TA 308 ZFoF wHkek Ug . BausdE (0.497 g, 4.18 mmol), 18-
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[0733]

[0734]

[0735]

[0736]
[0737]

[0738]
[0739]

[0740]

[0741]
[0742]

SS50ol 10-2414529

A6 (0.028 g, 0.104 mmol), BE2R3}72] (I11) (0.023 g, 0.104 mmol), B.=ZW3}=] (1) (0.015 g,
0.104 mmol), 2 1,10-FIEZ2 (0.019 g, 0.104 mmol)e] Mo Hrtalgict. ZIELS 20T A 1A7F

o wursth, F7kel BEHSTY (D) (0.749 g, 5 FHE Ak, W EFEL 0TAN F7h 14

R84

2 EQH mulelglth Whg EYBS BLOZ SNS, AdelE@] #e A= oA ovetsnt. AP
$HA7 D, EA 29 ZeehEad (Si0; S4H/E0A DO ololq AAE 94 HPLC (B/ohEVE

g el elal AAlstel wAl HEHES R A (130 mg, 355924 S5

at7] shehEs Al 790l JhAlE AAbel whEh Al it

'"H NMR (400 MHz, DMSO-d¢) 5 10.08 (s, 1H), 8.48 (s, 1H), 7.87 — 7.84 (m,
1H), 3.93 (s, 3H), 2.25 (s, 3H); ESIMS m/z 437 ((M+2H]").

Ao 80: WY 6-olu|=-2-(4-c}o] @ L ¥ d)-5-pld g u]d4-Ft2E Aol EY Az (FFE 164)
NH,
N™ Xy ScH,

P
CH;

}1]

vkg w7 E)E 50-ml B vle ZElAFo] YERAA HEHZFEHYOE (78 mg, 0.67 mmol) ¥ T
S22 e (2.0 nL)& H7IeAT. Zet2=3E WazdA] WAA71a, N, 997] 8kl T, oloA, b=

22 (2.5 L) F WeY 6-o}r]x=-2-(4-olu| =Hd)-5-H| dF g n P -4-FtEE- A G o|E (180 mg, 0.666
mol)E A7} Yk. WES EFES 60% &<t WHHHES QY. o]ojA, FHAF H0 T ofo] QU E
F (499 mg, 3.33 mmol)ell o]olA Tl&Ak (1.0 mL)S H7FSIAch. HEEES A4 18A17F B¢k WHtE =S
SEth. WHS EFES X3 NaS0; §dof] a1, old ofAlHolE (3 x 50 ml)E FEsth. e 7] S5
T MgS0, ZdollA AxA71aL, dqd3sta, FFAHY. AAdE AFES 94 a=2veady (deggr 4,
AL = 0-30% EtOAc) 2 94 I znlE g &) BAste] FA 3FES F3A 14 (0.068 g, 27%) EA]
TE3ATE.

AAle] 81: WHE 4-oln|%=-5-ZF 0 B -6-(4-0}o] S EHd)-3-0u|d ] ZFg o] EQ] Ax (3= 139)

il

Z20 2R o)E (0.041 g, 0.348 mmol)e] 0°C Ferele] CH,Cl, 2 CHCON (4

i
(m
fru
i
it
ki
|

CH.Cl; (1 ml) &
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[0743]

[0744]

[0745]

[0746]
[0747]

[0748]
[0749]

[0750]

S==5| 10-2414509

-EF e 2-3-HddZle]E (0.1 g, 0.348 mmol)]
0CelA 30 &9k wwke v, Hade] & ol &5 ofo|eusE
=
o

s Arlskgint. Wk %%L%g o}
H (0.261 g, 1.740 mmol)®] &N& 7L, whg %?;f}%% 20T oA 30% Bt mAHEIITE. olojM, EFE
S Ol ER 10% 8N B3, Et0Ac (3x)2 FE3Hh. 8 f7] 2L NaS0, AolA HAEA 7 a,

olgteta, FHAZG. RFES U4 29 ARvEIH (Si0; HAH/Et0Ac Tl ool g I
HPLC (&/otIEUER Ful)ol ofal] FAste] #A4] stet&s WA 4] (32 mg, 23.09%) =4 5383t

5t7] skt AAlel 81ol JRAlE Aatel whe} A=kl

WY 4-olHEoln E-3-F22-6-(2,3,6-EZEF L2 -4-olo] 2 =¥ d) I ZFEU|o| E

mlo

0]

'H NMR (400 MHz, DMSO-ds) & 10.07 (s, 1H), 8.46 (s, 1H), 7.89 — 7.85 (m,
1H), 3.93 (s, 3H), 2.25 (s, 3H); ESIMS m/z 487 ((M+3H]").

Aol 82, WE 4-opr]i-3-F 2 2-5-wE-6-(4-((EgWE A -R) ol el d ) #l ) v Sl o] E9] Az

HsC”

T DNF (1.3 mL) & W9 4-o}n| =-3-F 2 2 -6-(4-0}o] Q=3 d)-5-Hd I F o] E (264 mg, 0.66 mmol),
EgWg((Egidzed)dEd) A (280 mg, 0.72 mmol), HEZHVA(EHAIZEA)ZAHF0) (75 ng,
0.065 mmol)] Z¥ES 90TolA 16A1%F Ft 7FEsglth. whe EES YA 7|2, B2 3|Xstx, dE
oM HIOIE (2x)& FE3AT. 7] T& T MgS0, dellA 7xA7)a, oJistar, AeEgh A Aol F2AIA
o, EFd4 Z2vtE2HT (0-100% oY olAlEo]E/ ) o] AFAst ZA SFES AN 31X
21%) 2A FE39r).

24

| (52 mg,

mp 158-164
°C; '"H NMR (400 MHz, CDCls) 3 7.52 (d, J = 8.5 Hz, 2H), 7.40 (d, J = 8.5 Hz, 2H), 4.83 (s,
2H), 3.96 (s, 3H), 2.14 (s, 3H), 0.26 (s, 9H); IR (&=4=8 W =) 3325, 3227, 2955, 2157, 1729,
1629, 1246 cm™'; ESIMS m/z 372 (IM]").
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[0751]

[0752]
[0753]

[0754]

[0755]
[0756]

[0757]

[0758]

[0759]
[0760]

SS50ol 10-2414529

Ao 830 wE 4-olm]-3-F R 2-6-(4-c Bl d 3 d)-5-wH g Fefvlo] E9] A% (313 40)

e (0.7 mL) T HE 4-opn|w-3-F 2 2-5-E-6-(4-((EgidEAd ) el d)Hd)-gFgdo|E (50 mg,
0.13 mmol)°ll AF2E (24 mg, 0.17 mmol)S H7}8}A . HES E3HES A0 A4 408 5o wvke 48, &
2 A5, YgEFEadE (Ux)o® FEa9r. 7] =S 5 MgS0, oA AxA7)a, o star, A

A A FES 2 2d (34 mg, 84%)EAH F5FALL.

AArd 841 HE 4-opn| m-3-FRE-5-EF QL R-6-(4-((EHEA ) E ) s d) v Ze el E9 Alx

Me3Si

EfuE(Egdagrd)dEd) A (510 mg, 1.3 mmol, 1.1 FF)& 23Tol|A DIF (2.4 nl) F #E 4-o}
M e-3-F R Z-5-FF L E-6-(4-ole] L E ) I F U0 E (490 mg, 1.2 mmol, 1.0 T%F) % HEZ7]2 (E
AYEZ2A)ZE(0) (140 mg, 0.12 mmol, 0.10 F&)e] wnk & Hrbeigivy. g EFES 90CE 7}
@6}1 o A Gofo] AAFEAIL, 2047 Ft wntegi erE BhE eSS B (200 mL) 2 3]A 3

, delld ollel2 (4 x 100 nL) 2 F=3kch. @ik (100 mL)v"a & 71 Fol @7}6}1, ZEHI 89S B
(200 )= AHSAG. #f71 S& ARA7I NgS0), <9 ojFstar, 3d S a sSEARG. AR
S Aot A 29 azuEadg (A4 F 25% e oRAlHClE)el o AASt BA sFES
2 (330 mg, 73%)ZA FE3IFATH

il

Lo

mp 83-86 °C; IR (8kg}) 3487 (m), 3375 (s), 2958 (s), 2159 (m), 1739
(s), 1618 (s) cm™; "H NMR (300 MHz, CDCls) 8 7.89 (m, 2H), 7.55 (m, 2H), 4.89 (br s,
2H), 3.99 (s, 3H), 0.26 (s, 9H); ESIMS m/z 377 ((M+H]).

Ao 85: WE 4-olu|=-3-F 2 2-6-(4-E|dHd)-5-ZF 2y ZT o] ES Az (FFE 7)

BAE (100 mg, 0.74 mmol, 1.0 T%)S 23TolA HE2 (3.7 nL) T WE 4-oln|-3-F 22 -5-ZFQ &
6-(4-(Egvg ¥ 11:4 D)9 = Ehﬂ °]E (280 mg, 0.74 mmol, 0.10 B&)e] wuk E3Ee| H7tellt.
B A B35S 23CoA 308 B¢k mutssich.  wkg iﬂge E (200 mL)& 3|Aetal, tjEFE |
g (5 x 50 nL)o %%o}ait}. F71 %—% AZA 71 (MgS0y), 8 AFetar, 3| Fwel| o3 FHAA

EA eSS A B (220 ng, 96%)EA FE58H T



[0761]

[0762]
[0763]

[0764]

[0765]
[0766]

[0767]

[0768]
[0769]

[0770]

SSS0l 10-2414529

Ao 86: WE 4-oln| =-3-F R Z-6-(4-AEI-3-EF L2 d)-5-EF L2 F YU ES] A= (33E 133)

oy 1-r]o}x-2-2AZZAFAEYO|E (290 mg, 1.5 mmol, 1.2 GF)E 23T We-2 (12 nl) = wE
4-oH =-3-F 2 2-5-FF 02 -6-(3-EF 24~ 27 ) I FZUo]E (410 mg, 1.3 mmol, 1.0 FZF) & 1
A eabZE (350 mg, 2.5 mmol, 2.0 F=)e] uyk EHEOH HA7rsioich. ¥ Bek A E3HES 23T
A 2Nz Eeh wwRkslitk. RS EFES B (150 mb)E FAe:, tEFE2ZHE (4 x 60 mnl)o®
FEsT. 71 T5 AXAZIAL (MgS0y), 8 oAdstar, 3d Sl o8 ARG, AFES At
Az AEntEdgy] (A4 F 33% o9 olMHolE)d os HAlete] HAl FES WA Rk (150 ng,
38%) ZA 5T

A 87, WE 4-opn| m-3-F R R -6-(4-FH-3-FF 2 d)-5-vE e Ulo| E9] Alx (3FE 151)

AL HWErE (11 mL) & WY 4-olnne-3-F22-6-(3-ZF 22 -4-X 294 d)-5-wdI Zg o] E (358
mg, 1.1 mmol) % ERFZH (537 mg, 3.9 mmol)e] &olo] tmE (1-to}lXx-2-24AZTR2H )T AFYO|E (H A
Q3| Aok, =AYk Imb)E HU7Fsta, ERES 3AIZE o wtslgit. WS ES X3 A TEARY

E
E% 2 AL, dE opAlHOlE (3x)& FEST. Y 771 S5 T NaS0, ZellA AxAl7]ar, o3t

AN 88 WE 4-oln| -6-(4-oE| D HH)-5-ZF ¢ 2 -3-v|d I Zg o] E9 A= (3= 60)

20 mL W% mlolete] HE 4-oln]-5-ZFQ Z-6-(4-E=2DH|d)-3-v Iy ZFgo]E (0.41 g, 1.365 mmol),

eabZbE (0.377 g, 2.73 mmol) % HI®RE (10 mL)S H7bekdcl. tdg (1-tolz-2-S 42X 2 ) LA XY 9]

E (0.315 g, 1.638 mmol)E & ®lol| #H7}stith. 4A1ZF &QF nRket & wkg £33 ES tzO (50 mL)= 34
ZA

H
Shal, NaHCOs2l 5% &< (25 mL)oZ AHSAT.  F7] 58 NgS0, (5 g) oA AFxA7Ia, osta, A
TR FHFAHG. APE ZFFES D] o)x3 A A 2=¥E AF83te] CHCl, 2 EtOAce] 8] &2
N A|xvlo 2 AAste] FA] FFTES WA 1A (250 mg, 61%) 2 F533ATH.

AAle] 89: WE 4-((tert-F-FHAZIERE) ol )-3-ER22-6-(4-FRZ-3-FF LRI H)-5-EF L 29 F2Y|
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[0771]

[0772]

[0773]

[0774]
[0775]

[0776]

[0777]

[0778]

SS50ol 10-2414529

G 10 W8 4-olne-3-FEE-6-4-FEE-3-ZFO2HY)-5-ZF Q2 ZEYo|E (1.43 g, 4.29 mmol) =
gZz e (30 nl) F U-tert-% g t7lEHRY0]E (2.99 mL, 12.88 mmol) % N,N-tjdelyg]g-4-o}
(0.079 g, 0.644 mmol) ¥} 3T}, RS EFES HA-2oA WAl wRESGITE. RS EFEE AAo 2EF
Sholl E2A1713, AggF Aol Zdd AH ALsATt. FIFTELS 2-20% oY oM EH O E/AA Tty fulA =
YA A HE 4-(H]2(tert-F-EAFIER Y )oln 1 )-3-F R 2 -6-(4-FRE-3-ZFLE2HH)-5-ZF 2 2y F ¢
HolE (2.1 g, 92%)& WA A ZA F533TH

A 20 wWE 4-(P] 2 (tert- ‘:‘E/\]ﬂéié)o}u]i)—s—gii—e—m—aii—s—%e 29d)-5-ZF 29 FH Y
OJE (2.1 g, 3.94 mmol)E UFZZg (20 nL) Fol A7, EZFFLZOIAEL (0.598 mL, 7.76
mmol) S Aol ek, W EES Ao whA muket ohg, {% stoll FHAIZTE. APYES
Z4 A=RnEIHY (Si0y; UFE2He 5 2-20% g oldHo|ER &2])d o8] HAst FAl IS
WA T A (1,64 g, 98%)ZA F58H9TH

"H NMR (300 MHz, CDCls) 3
7.80 (dd, J = 22.0, 8.5 Hz, 2H), 7.50 (dd, J = 8.3, 7.6 Hz, 1H), 6.51 (s, 1H), 4.02 (s, 3H),
1.56 (s, 9H); ESIMS m/z 431 ([M-H]).

AAld 90: WY 4-0l| w=-6-(4-F 2 R-3-ZF Q2 Y)-5-ZF 2 2-3-HdyFE o] EQ A|x (IFFTE 215)

NH, lCH2

9GA 10 A" 4- (tert HEAZIER Yol )-3-F 2 2-6-(4-FR2-3-ZF 2 H)-5-ZF 2 2y o] E
(1.5 g, 3.46 mmol), EFHF-EMH|E)2ehd (2.196 g, 6.92 mmol), ¥ H|A(EFdd¥xa)Zegm (1) =
Zhol= (0.365 g, 0.519 miol)E 1,2-t]F 22 e (4.62 nl) FollA Fabar, 30 HF WEE npo]ek FojA
130CollA mlo]aZ Y o]B Foll A ZAFSIITE.  WZbe whg E3ES A7t A ZEd ZF A8k, 5-40%
od olAelol B/ FHlE S A WE 4-(tert-FEANER LI n)-6-(4-FR2EZ-3-ZF L2 )-5-Z
Fo 2-3-H|dIF o] E (0.966 g, 65.7%)F WA LAZA F5% ).

94A 20 WY 4-(tert-F-HAFNER L) -6-(4-FERZ-3-ZF L2 )-5-FF L 2-3-H| Iy F o] E
(0.966 g, 2.274 mmol)E TZFZ=Zoet (11 mL) = LMNA 73, EFYZSF L ZHNEA (3.50 ml, 45.5 mmo
DS H7Rsglty. ALdA Az &, 9hg E3ES JF stel $FAIZ v, F7He] UEERAEoR 23
g FS5IAAY. FFES U4 F2vEIHY (Si0; ik F 7-60% oY olAH | ER &2])d o A

Astel A SHFES WA 314 (0.705 g, 95%) ZA 53}
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[0779]

[0780]
[0781]

[0782]
[0783]

[0784]
[0785]

[0786]

[0787]

[0788]
[0789]

S==5| 10-2414509

AN 91 WY 4-oln| -5-H 2R -3-F 2 2-6-(2,5-tZFQ 2-4-(Egva A ) A d) I Z o] EQ] Az

20°ColA CHCl, (2.265 ml) & wWE 4-oln|w--3-F22-6-(2,5-0]ZF 0 24-(EFvaAdad) ¥ d) I o E

(0.210 g, 0.566 mmol)] &oll B2 (0.117 mL, 2.265 mmol)& H7Iatlch. whHe EFEE 20TIA A
wikskgith. oM, EEES NaS0,0] £33} 8ol Xar, EtOAe (B2 FEsdith. @& #771 S&
Na;S0y ol AxA7]1aL, o3fstar, sFAAT. IFes Sl 29 A=2vkEady (Si0; 4H/EtOAc 7

wol olsl galstel FA shgh=S WA Al (0.125 g, 49.1%) 24 F58IAH.

mp 165-166 °C; 'H NMR (400 MHz, CDCl3) § 7.10 (dd, J = 8.9, 4.0 Hz, 1H), 7.03 (dd, J =
7.6, 5.1 Hz, 1H), 5.43 (s, 2H), 3.96 (s, 3H), 0.33 (d, J = 0.7 Hz, 9H); ESIMS m/z 450
(IM+HT").

AAd] 92 4-0}H]--3-F 22 -6-(3-ZF 0 Z-4-olo]| QT d) I ZAAte] A (3TE 77)

NH,

N Cl

~ O

N

OH
F

WRkg gz el 100-nl $ ke ZEkade] wE 4-olu| m-3-F 2 2 -6-(3-ZF 0 2-4-0}o] 2 wHd) T
ZolE (0.284 g, 0.699 mmol), 1.0 N M@ME% (2.79 uL, 2.79 mmol) 2 WEHE (5.0 nl)& HHEH
G owe ERBE AL 1847 B HUSES Soivh. olold, $uE =4 Fwl At A
W TS BOZ AN, o 1N HCIE AHEa 3002 457, o8 oLAElOlE (3 x 50 al)E
FEanh. W A7 F& T4 NSO, A ARAL, dneln, FEAA EA SRS WA 24
(0.056 g, 21%)2A TStk

4-ol1| -3 5-T) FRZEZ-6-(3-ZFQ 2-4-0ofo] Q= o d) I FA 4 (3= 145)

NH,

Cl N Cl

= @)
N

OH

n

FA 3FES A d 920 71A" ule} Zo] wE 4-olnx-3 5-T|FRE-6-(3-ZF Qo2 -4-olo| e k¥ Y=
g o] E (0.197 g, 0.447 mol)E ol &ate] Alxsba, WAl wA (0.133 g, 70%) A elahgich.
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S==5| 10-2414509

2545 (3= 37)

[0790] 6-o}] 1=-2-(3-ZF 9 Z-4-0}o] Q T d )-5-W E A 7] 2] vl -4-F} 2 A}
NH,
0
N” XYY" “CH;
| ~ 0]
N
| OH
[0791] F
[0792] BA SgES AAld 920 71AE wie} o] WY 6-0lv] -2 (3-FF 2 E4-olo] L = Hd)-5-v| H A 7] 2] v -
4-FFE R Ao E (0.309 g, 0.766 mmol)S o]&alo] A|Zata, WA 31z (0.065 g, 22%)EA] v},
[0793] 4-oln=—6-(4-B 2R -3-ZF 2 2 d)-3-F 229 ZFd4t (33E 110)
NH,
N Cl
~ OH
N
o]
Br
F
[0794]
[0795] EA 3IHES AAld 920 Z)AlE wlel o] MY 4-opn|-6-(4-HER-3-FF 0 2Hd)-3-EZ 23| Z o]
E (291 mg, 0.809 mmol)E o]§ste] A|zxstar, WA 1A (0.247 g, 38%)=A] Tl qitt.
[0796] 4-olr=—6-(4-B 2 R-3-ZF 2 29 d)-3,5-tI 229 FAUA (I35 43)
NH,
Cl N Cl
~ OH
N
o)
Br
F
[0797]
[0798] TA FFES A 920 71AE ule} Zo] HE 4-olmx-6-(4-BRR-3-ZF o 2HY)-3 5-T|F 223 g
Yol E (225 mg, 0.571 mmol)E o] 83le] A zabar, WA 114 (0.219 g, 100%) ZA ] shslc).
[0799] 6-oln =-2-(4-B 2R -3-ZF 2 23 d)-5-| EA I g n|d-4-71 2 22 (335 113)
NH,
0
N”Xy”  “CH,4
I = OH
N
0
Br
[0800] F
[0801] BA SgES AAd 920 71AE wie} o] WY 6-0ln| wm-2-(4-H 2R -3-FFQ 2 )-5-wE A ¥ 2 v -4~
Ft2 B AP o] E (166 mg, 0.466 mmol)E o] &3te] A|Zx3slx, WA 1A (0.056 g, 35%)ZEA walshich.
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[0802]

[0803]
[0804]

[0805]

[0806]
[0807]

[0808]

[0809]
[0810]

[0811]

[0812]
[0813]

SSS0dl 10-2414529

6-o}n] =-2-(4-A] o} =-2-FF 2 2 d )-5-H] ] g v d-4-7t 2B A (3FE 5)
NH,

N™ Y7 ScH,
| = OH

N
O
N// F
FA sgtES Al 920 71 whek o] wE 6-obv| -2 (4-Alope-2- 2 S 23l d)-5-H 9] 2] v | -4-7}
ZEAYOIE (294 mg, 0.986 mmol)E o] &ale] Axali, LA 1A (0.202 g, 72%) ZA T 3H3it).

6-obr =-2-(3-EF L 2-4-(EEF o2 e) v d)-5-u g9 g d-4-7t 2542 (88E 32)

NH,
N™ Xy" ScH,
= OH
N
F
F o}
F F

FA SpeheE AAld 9200 ZIA R whep o] WY 6-opn]h-2-(3-FF 2 2-4-(EFEF 2w E) v d)-5-1d
g ud-4-7t 25 ol E (265 mg, 0.777 mmol)E ©]-&3te] Az, @34 1A (0.234 g, 92%)2A @

6-otr]=-2-(2,3,4-Ed & F o2 d)-5-nd v nd-4-7t 2 542 (3= 191)

NH,
N™ " ScH,
| = OH
N
0]
F F
F

A sRbEs AAle 920 Z1AlE wker o] wl" 6-ofn]e-2-(2,3,4-EF EF Q2 d)-5-ud g ] ud-4-7}
2ZHEAFHO|E (335 mg, 1.08 mmol)E o]&ale] A|Z3kar, A A (0.275 g, 86%)ZA ] sHoitt.

Aol 931 4-ohr]-3-F R 2-6-(4-Aote-2-EF L 2 )-5-FF L =Y ZHte] Ax (3= 65)

AwEHE wofrh FElE 50-ml Tk vk FepadolA, e 4-opn| e-3-F R 2-6-(4-Alohe-2-EF 0 29 d )-5-
ZFe 29 FYUolE (351 mg, 1.084 mmol) ¥ F2telg]F 43HE (100 mg, 2.383 mmol)& EHEZS|=2F &
(2.0 mL), #W&E (2.0 nL) ¥ HO0 (1.0 mL) ol &AIHA}. REEES A4 2A7F 5 wilslgitt. o]

ofx, &ulE 3jd FE7lel o AAsAT. AAHE LAE HOZ AetaL, olojA o]& 1 N HCl1S A&3t
o p~3.00% ZAstar, old opAHOlE (3 x 50 nL) & F=sHivk. & F7] & 75 NgS0, FolA Hx
=
o

E A A AdE IFES 9 A=RvEIYY (150 g Cs, 00 S 0-100%
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[0814]

[0815]

[0816]
[0817]

[0818]

[0819]
[0820]

[0821]

[0822]

[0823]
[0824]

[0825]

[0826]
[0827]

S==5| 10-2414509

oM EYEZ ) 93] Dl wt gAste] xAl sS4 A (0.058 g, 20%) ZA FEIFACH
a7] SgES Aol 93¢ AR Hxbel] whEl A x5kt
6-otr] =-2-(4-ofe] @ v )-5-H d I v A -4-Tk= B A4 (S19hE 123)

NH, ?kb

N7 X
|
N

T A eES AAd 930 7)AlE wpe} o] WEl g-o}m] x-2-(4-o}o] @ LY )-5-0] d ¥ g n| U -4-F} 2 E-A 7|
E (65 mg, 0.177 mmol)E o] &3] Azslx, 3|9 31| (60 mg, 92%)=A] wHalshglt).

O

AAle 94, 4ol e-3-F R E2-6-(3-SF L 24-(EEF ez d)ud)-5-m ey e Az (3= 161)

NH,

H3C N Cl

= OH
N

FsC
F

ek (6.4 mb) T WY 4-op|x=-3-F22-6-(3-FTFLE2A4-(EETFo2WE)dd)-5-mdgZedo|E
(0.35 g, 0.96 mmol)oll 2 N NaOH (1.93 mL, 3.9 mmol)E H7Vska, ¥s &

stith. & 9E 2 N HC1& AR&3k] AHdsirl7]aL, AHES T oAAste] 1A 33t
59%) =4 53Tt

at7] shehEs Al 940l hALE AAbel whEh Al
4-olr m-3-F R 2-6-(4-(HEF 225 d)-5-md v & (3heh= 94)

4-opn) -6-(4-B 2R HY)-3-FE2-5-vdyFAA (33E 78)

FA stetEs AAld 9ol M el ol Alzstar, WA aiA] (24 mg, 71%)E2A TE]sitt.

- 101 -



SS50l 10-2414529

[0828] 4-0}1) = -3-F 2 2 -6-(4-oFo] ¥ d)-5-H & v Z A (3= 116)

[0829]

[0830] TA SFES HAAd 940 A9 Zo] AxEa, SAAA B (86 mg, 83%)=A] ©@Elsrglth.

[0831] 4o =-3-F 2 E-6-(3-ZF o 2A4-olo] o T HY)-5-w eI ZUA (3= 87)

[0832]

[0833] EA 3IHES AAld 9ol A9 o] Alzstar, WA E (120.5 mg, 88%)ZEA T EFSITE.

[0834] 4ot =-3-F 2 2-6-(4-oE| d-3-ZF 2 2 d)-5-w & FH (3= 6)

[0835]

[0836] EA SFES Ao 940X} o] AZsta, A B (147 mg, 82%)2A T3},

[0837] AAd 951 4-0}P]|=-3-F R R-5-ZFQ Z-6-(4-HERH D) ZAA] A% (3= 31)

[0838]

[0839] wEre (MeOH; 3 L) & "WE 4-olu|x-3-F22-5-ZTF£ 02 -6-4-UYEZFI)IZYYo]E (88 mg, 0.27
mmol)¢] &M 1 =2 (N) F4 FAJUESF &9 (NaOH; 3 mL, 3 mmol)E H7Fslgict. w¥k-e E3&S
9 2To A 24A17F FQF wWuksgITE.  o]olA], fMS EZA|7|2, 2 N A HCl f§No=Z AbgdsiAAr. =
A ANES Ao RNE HAANI L, ¥F3Y AUyl 3o, U9A] AZXHEE o] @A 14 (84 mg,
100%)E 4~53F3ith.
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[0840]

[0841]
[0842]

[0843]

[0844]

[0845]

[0846]

[0847]
[0848]

SS50l 10-2414529

2,

A 961 4-oln| -3-FEZZ-6-(2,3-UESF L E2-4-(EgZF e 2 a)dd)dFAre] Az (3gE 172)

ek (1 nl) T Y 4-olHEolHE-3-F22-6-(2,3-TEFLEZ4-(EZEF L2 Y)W d) I Zvo|E
(115 mg, 0.28 mmol)2] &g &o] 2 =2 (N) 4 FASYEEF &4 (NaOH; 1.4 mL, 2.81 mmol)S H7}8F3
o kg SE F9 2molA] 15413 Fek wHkEGith.  olojx], §d& FHAFAL, 2 N A HCl §do=
2SI H T, BA APES fAo2RE AHAZTG. o] EES IFERIYEe s FEIa (3x), #7
5 Fshar, AxAIIAL (NapS0,), A#staL, g soll FFHAA WA 53] (94 mg, 90%)E F53HATE

Ao 97 4-o}n| -3-F R E2-5-EF Q2 2-6-(4-clo] e xud ) F A Ax (FFE 45)

FASUER (740 pL, 1.5 mmol, 4.0 =) 2 M €4S 23T Weks (3.7 mL) T "E 4-o}v]=-6-(4-
olol e EHd)-3-Z 22 -5-ZF ¢ 21 Fo]E (150 mg, 0.37 mmol, 1.0 B&F)e] muk Lo H7lalglct.
A EeA §NS 23Tl 3AIE S wnkeldeh. WS E3tES e HClS AR&she] pH 3e2 =43}
i, 3 e ofd FFAAY. FRES =B T Sy gsta, 1¥ AHste ZA FtES AREN
2 (110 mg, 79%) A 53t

AN 6] 98: 4-obu]e-3-F 2 2-6-(2,3-T) FF 0 Z-d-olo] QA Y)-5- T 2y Zese] A% (55E 141)

4 FABUES (270 pl, 0.54 muol, 2.0 &) 2 M 89S 23T A ®ErS (2.7 nL) F WE 4-o}ux
3-FE2E2-6-(2,3-UZEFLE4-0to] o EHd)-5-ZF 2 23 F o] E (120 mg, 0.27 mmol, 1.0 B)¢ uwk
Aetbo] Hrtalgivt. Ead W ZFES 23TolA 187 &< W%Wﬂr s S8 73 HC19) A
7hol ol theF pH 42 xA4sta, 3A F@e g8 HFZAAY. IFES UFZ2dE (250 o) F

T4 9 A FETE ST, ARA7IAL (MgS0), T 0440}1, 3l Sl 98] F

Al SES WA B (110 mg, 92%) 2A F53HA
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[0849]

[0850]
[0851]

[0852]

[0853]
[0854]

[0855]

[0856]
[0857]

SS50ol 10-2414529

A 99 4-o}r]|-6-(4-H 2R -2 3 6-EFZF L2 d)-3-F2 29T Az (3= 162)

THF :MeOH:H,0 (1:1:0.5; 2.5 mL) & "€ 4-ofEolE-6-(4-HE2H-2 3 6-EEF R d)-3-F 227 F
3

YolE (50 mg, 0.122 mmol, 1.0 B%) 2 FASIESR (14 mg, 0.366 mmol, 3.0 B &HE 20T A] 2
A7b Eol wulkslck He E3ES 1.5 N HClS AMgste] pH 4-52 2 8A7)31, EtOAc (2x)=
FE3AT. &3 F7] FEES T4 NaS0, AolA AxzA71a, 72t sto] =2 AXAA A4 3FES 24

AN 100: 4-0}n|x=—-6-(4-B 2R -2 5-UZF Q0 2 H|d)-3-F2E-5-ZF 0 2u|FAUAY] Ax (FFIE 42)

MeOH (0.674 mL) @ oFAlE (0.674 mL)9] 1:1 TFE 5 WE 4-olu|=-6-4-HE2H-2 5-T)ZFQ2WYd)-3-F
2R2-5-ZF Q29 FIYo]E (0.160 g, 0.404 mmol)2] &N St UEFS 2 N 8% (0.607 mL, 1.213
mmol)S H7IsSith, Whs EFES 20Tl WA wRksii. ks EFHES FHA17]a, HC19 2 N 489
of 3, EtOAc (3x)& FE3It. &3 771 & NaS0, oA AxAI7|a, oJ3star, o% 17151, A& 3t
of AzAA EA FFES 92 1A (126 mg, 82%)ZA 533},

Al 1010 4-oPH =-3-F 2 2-6-(4-(HEFQLZ2WFA])-3-FF 20 d)-5-FF L2 FAUMY A= (3=
92)

MeOH (2 mL)7} A2 Zepxa3d] WY 4-0ln| w-3-F 22 -6-(4- (U EF L2 W EA])-3-Z 20 2 d)-5-ZFQ
2y ZdolE (190 mg, 0.52 mmol) = 2 M AU EF &9 (1 nl, 1 mmol)S H78ITE. 12417+] 7]
A kel ojojA, Hkg %%L%~ 40C F2 255 o83t 3d FL7|E AHEst] AT, &5 A
of H7betaL, &S g HCLe] H7bell s a4 JAdzo] FA4E w7 HAHs] Hdstasivt.
F5y ZurlE ARgste] ofate] FAl eSS A A (108 mg, 59%) 24 53T

2 ox X L

(@)
o

SE, mg r

:irkﬂ_x

Al
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[0858]

[0859]

S=S35 10-2414529

:5:]'?’;1]'% ﬂi, ?—}_ Zﬂ.mz_ ‘g’l g]i']—
shetE it
o 2z & A A of of) A 2}
3 o] A=z
NH,
cl N Cl
1 P o w51 %] 42
ON
N// CHj
NH,
N \CH3
) i L o A 514 73
N CHgj
(o]
Br F
. ull Al 37 %)) 100
NH,
N Cl
\ P oH ZFA) 317 97
N
o]
I
NH,
N| X7 SCH, L AA A
5 = OH 2
N LA
(o]
N// ]
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[0860]

3= 817
. T AF | A clel e}
- o] Az
NH,
HyC. !
6 NZ O g 94
P 0
HCZ
F
7 FEA TR 85
8 WA AY - 51 A 98
9 SRR 66
NH,
O
10 K _OH WA 51 A 98
cF N
N 0
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[0861]

sk E 317
- TE o4 2 ] ol o] A o}
e 2ol AZh:
NH,
N”XY” “CHj
11 E _ OH ul Al 37 4] 100
N
Br
12 A 1A 42
13 N o A 314 64
(O
[ CH,
NH,
cl O
14 N7 o) Hl A 51 A 98
OH
NZ
15 A 51 A 42
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[0862]

3}t 8}7]
- TE A/ | AN o)A
= Zo] A =3
16 3] A} 1A 42
17 A 3 A 100
NH,
o)
N”Xy”  “CH,
18 1 o T e 66
N “CHj
o)
19 ul A 57 A 101
S RA| A
20 Blzko] A 97
LA
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SHiE 8}7]
o 2z Aq#H A A] o o A o}
3 Zro] Azdl:
5 Sold e | o7
22 WA *
s A 314 42
24 HA ”
25 lN/' OH G} A %%
o
NZ

[0863]
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[0864]

SHE 817]
. TE A SR LR
= o] Axdt:
NH, CH;
N ©
2% | N7 O\CH Wl A 31 A 46
3
F o)
F e F
NH,
o
N| XY CH3
27 N7 o A 313 64
O
I CH,
F
NH, (I:H3
N
28 | N7 OH LR TR 98
P o)
HCZ
NH,
O
29 NG O\CHa WAl 57 ) 46
F o]
F e F
NH; CHj
N Xy
| o. )
30 N CHs 3 5317 42
o}
(o]
e
F
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s==4

T = v N ) © I
= IoN o o 0 ~
N X ©o
RN
3 3 = = EU
" g g i T 3
~ ~ == == ~
o % o z T =
B o * ‘ =y
(3]
T I
O O
/
\
7N
Nd >—
-
all o]
...ma ! — o en <t v
Q w._ N N cn [eg} N
|

[0865]
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[0866]

33E 817

- o 2 A ol o] A 2}
o 2ol AT
36 3|l A 377 101
37 ul Al 51 A 92
38 LR 97
39 Al 37 A 98
40 2 9 83
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S==5 10-2414509
- 8}7]

@ — ok A A] ol o 4] 2k

Sk ol AzxF
NH, ?H(‘)

N“ ©
a1 SN A ’
2 F 7
HC?
42 wEA A 10
NH,

Gl AC

43 N O M A ”
o

Br
F
) I RLPUE B | 39
AR
45 )
i

[0867]
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sh3tE 7]
o TE o A A of o A 9}
o o] Az
NH, CHj
N“ ©
46 N OH A e 98
N
o)
Br F

47 il Al 57 A 74
48 LR 98
49 s A gk 72
50 s} 98

[0868]
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SE=S35 10-2414529

= it

o Tz & A A] o of] 4] <}
25 Zro] A|%g:
51 e "

52 B ”

. ZHA) 31 A >4

o w57 %] o7

0]
Br
55 R 7

[0869]
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[0870]

s}3tE 7]
. TE M A SRS 2
e 2ol Axd:

L AA A
56 77
T A
57 kA 51 A 79
NH,
cl | O
58 N7 O\CHS S A 37 A 46
F o)
Lo
NH, (I)H3
NZ ©
59 N o. oAy ek 86
N CH,
60 ul Al 57 %) 88
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[0871]

3}st= 3}7]
" TE A | andeA g
= o] Az
A Q=24
61 100
Kelel]
62 gk P 97
| _
63 N WA SA 96
o}
NH,
ON
N| X CHs
= (@] vl Al 77 %
64 N “CH, A T A 41
o)
F
65 22 51 A 93
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[0872]

seHE _ 37]

- SiA 2 A] o o] A 9}
ue ol Az
66 Z-A 51 A 64

2k A
67 76
o

63 S| WA 31 A 100
69 LR | 100
70 w2l 57 ) 59
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[0873]

SE=S35 10-2414529

S it
- 2z A | gqee1Ast
3 Zo] Azd:
. sl 2 o8
72 e ”

o
| F
NH,
cl N Cl
7 = (O 0§ WA 51 A 69
N CHg
(0]
Br
F
5 WAl 5 A 98
NH,
(0]
NI X7 “CHs
6 NP OH A 514 95
F 0
F
F
F F
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[0874]

3}3E 317
. = S A RSP
= 2ol Az
NH,
e
77 N w2y 57 ) 92
OH
78 o A 51 A 94
79 3]} A} 51 A 65
80 A 51A 41
SRR PR
81 70
ro
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33tE gt
s :T—L}_ 94‘?1’ 21 A] of| of] A 2}
. Zro] A %%
NH2 CI:HS
N~ ©
82 X o R ”
N “CHs
(0]
| F

S A A
. 40
LA

84 A "
. WA 37 A 42
iy WAl 57 A 98

F OH

F

F F

[0875]
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e 8}7]
o 2z o A A] of o)) A] £}
. Zo] AT
NH,
HaC O
. 7 OH LRSS R =1 94
o}
I
F
NH,
Oo.
N AN CH3
88 | — OH A A 7
N
(@]

“ Wl AR 57 %) 98
00 Wl AR 57 %) 77
o WAl 57 97

[0876]
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sh3t= gt
v oz AT | axdelas
a5 o] Az
. g4 a4 | 101
o Al 37 A 74
94 B 7
o Al A 41
NH,
cl N Cl
oc P o 3 M 31 68
N “CH,3
(0]
I

[0877]
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[0878]

sh3tE 7]
o TE A/ | AN oA
u 2ol Az
NH,
o
N”Xy” “CH3
97 1 o 3] A 517 72
N CHg
o)
Br
NH,
98 FA aLA 39
99 R 66
100 A aLA 67
NH,
N
N CHs
101 E L oo EIEVETRY 67
N CHs
o}
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[0879]

& 317]
s TE AT | AN c A
u 2ol AZY:

NH, CHj
N
102 |1 oH A 3 A 98
- F N
o]
Fj\o
103 FEA SLA 56
104 FA LA 56
NH,
Cli o C
105 J_ o A 1A 98
e F N
> OH
F
NH
0
N“ X" CH,
106 L oo o)A 51 A 56
F N CHs
A 0
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3= gt
e FZ 9’]‘.‘3_' 2 A] o of A 9}
. Zro] AZxdg:
s Al 31| 70
O
N7 CH3
13 ! N OH RLEA TR 92
" O\CH3 ull Al 37 %) 44
115 N7 N e, e "
(0]
Br
F
NH,
HsC
3 , Y LA A
116 N7 ~OH 2 "
o
|

[0881]
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[0902] E 2. % 1949 ggHEel gig +4] doly
s
iﬁ; (':‘(‘:’) IR (cm™) Az 'H NMR" Be =& FNMR
1
, H NMR (400 MHz,
R RECRE ESI?@”’/Z CDCly) 8781 (m,
134.8 W | 4H), 5.42 (s,2H), 4.02
(IM+H]) (31
TH NMR (400 MHz,
CDCl) 87.78 @d,J | 1o
186 ESIMS m/z | =9.0,6.5Hz, 1H), CFDI\CHIA)RS(?ff;‘é?Z_’
2 ped 373 ((IM-H] | 7.37 (dd,J =9.6,5.6 3“3 20
) Hz, 1H), 5.43 (s, 2H), A117.53, 117,58
4.01 (s, 3H), 3.95 (s, R
3H)
"HNMR (400 MHz, | 19
172 ESIMS m/z | DMSO-ds) & 7.89- Df/[lsg?; )(176] ggj’
3 it 364 7.84 (m, 2H), 7.26 (d, : _1068 %
(IM+HTY | J=12Hz, 1H), 6.85 11418, 11422
(s, 2H) SO T
TH NMR (400 MHz,
ESIMS m/z | DMSO-ds) 8 7.85 (m,
4 375 2H), 7.69 (m, 2H),
(IM+HTH | 7.24 (s, 1H), 6.73 (br
s, 2H)
TH NMR (400 MHz,
DMSO-dg) 3 13.65 (s,
1H), 8.12 - 7.89 (m,
2H), 7.80 (dd, J = 19
5 164- 8.0, 1.6 Hz, 1H), 7.32 FNMR (376 MHz,
168 &J— 4.8 1z, 2H) DMSO-ds) 8 -111.46
6.66 (dd,J =177,
11.4 Hz, 1H), 5.75 -
5.41 (m, 2H)
TH NMR (400 MHz,
DMSO-dg) 8 13.38 (s,
1H), 7.62 (t,J =7.7
ESIMS m/z | Hz, 1H), 7.40 (dd,J = | 1o
6 175.0- 303 ((M-H] | 10.4, 1.5 Hz, 1H), FNMR (376 MHz,
176.5 ) 731 (dT—79.16 DMSO-dg) 8 -111.32
Hz, 1H), 6.51 (s, 2H),
4.59 (s, 1H), 2.09 (s,
3H)
"H NMR (300 MHz
7. | IR(H)3478().3374 | ESIMSm/z | CDCly) 8791 (m.
7 130 (8), 3239 (s), 2955 (W), 305 2H), 7.58 (m, 2H),
1731 (m), 1624 (m) cm’! ([M+H]+) 4.90 (br s, 2H), 3.99
(s, 3H), 3.16 (s, 1H)
1
HNMR (400 MHz, | 19 ;
126- ESIMS m/z | DMSO-dg) 5 13.64 (s, DII\:/IEE\)/{I;)G;ﬁgAlléé’
8 128 360 1H), 7.74 - 7.56 (m, _1361 ss
(dec) (M+H]) 2H), 7.45 (s, 2H), 136,08, -136.14
3.76 (s, 3H) O T
[0903]
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[0904]

Ws (':‘é’) IR (cm™) Az 'H NMR® Be EE= UFNMR
TH NMR (400 MHz,
IR (4}=h) 3489 (s), 3381 f? ?35)51 7.88 (@d,
. | =8,1.5Hz, 1H),7.55
136 (s), 3233 (m), 3199 (m), | ESIMS m/z @~ 10,15 Hy
9 3 3083 (w), 3000 (w), 2954 425 11D, 7.33 (dd.J —
(m), 2853 (w), 1737 (s), (IM+H]H 8.5 % Ha. 1HD), 4.94
1622 (s) em’! >, 81z, 1H), 4.
(br s, 2H), 3.96 (s,
3H)
.| "HNMR (400 MHz,
o | 1704 ES”;/iSS Z 1 DMSO-dg) 8 7.97(d,
172.1 g 2H), 7.30(m, SH),
(IMFH) 6.72(s, 211)
.| "THNMR (400 MHz, | ""F NMR (376 MHz,
" 13 3E>S9HE/[[I\S/IHI1—ﬁ DMSO-dg) 37.86- | DMSO-dy) 5 -114.36,
3 7.73 (m, 2H), 7.43 (s, -114.40,
) 2H), 3.75 (s, 3H) -116.52, -116.57
TH NMR (400 MHz,
CDCly) 8 7.86 (dd, J
=9.0, 6.9 Hz, 2H),
7.69 (t,J =78 Hz,
ESIMS m/z | 1H), 6.90 (dd, J =
12 77-78 359 18.1, 11.6 Hz, 1H),
(M+H]") | 5.74(dd,J =116, 13
Hz, 1H), 5.60 (dd, J =
18.1, 1.3 Hz, 1H),
4.78 (s, 2H), 3.94 (s,
3H)
"H NMR (400 MHz,
DMSO-ds) & 7.95 (dd,
) ESIMS m/z | J =81, 6.77Hz, I, | 100 R (376 MHz,
13 442 7.47(dd,J=9.1,19 DMSO-dp) 5 .95.18
(M+H]Y | Hz, 1H), 7.22 (dd, J = 6 :
8.1, 1.9 Hz, 1H), 7.14
(s, 2H), 3.87 (s, 3H)
.| "HNMR (400 MHz,
| 1780 ESIg/éz Z | DMSO-ds) §7.95 (d,
179.7 (MHH] 2H), 7.80 (d, 21),
7.09 (s, 2H)
TH NMR (400 MHz,
102.4- ESIMS m/z CDCl) 87.72 (d,
15 1036 363 2H), 7.24 (d, 2H),
' (MHH]Y | 5.42 (s, 2H), 4.02 (s,
3H)
TH NMR (400 MHz,
DMSO-d) 8 8.01 (m,
ESIMS m/z | 2H),7.79 (dd,J =
16 306 8.1, 1.5 Hz, 1H), 7.30
(M+H]Y | d,J = 1.5Hz, 1H),

6.96 (s, 210), 3.89 (s,
3H)
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[0905]

34E mp IR (cm™ Agga 'H NMR" Be g= 19
WE ©0) (em™) =} C == "FNMR
TH NMR (400 MHz,
DMSO-dg) 6 13.12 (s,
1H), 7.87 (d,J = 8.4
A Hz, 2H), 7.66 (d,J =
17 hblg/g M2 6T, 21), 6.75 (dd, | '°F NMR (376 Milz,
(MH]) J=178,115Hz, | DMSO-dy) §-145.75
1H), 6.41 (s, 2H),
555(@d,J =142 1.1
Hz, 1H), 5.52 (dd, J =
7.8, 1.1 Hz, 1H)
"H NMR (400 MHz,
ESIMSm/z | CDCly) 8 8.04 (m,
18 387 2H), 7.77 (m, 2H),
(IMHH]D | 5.36 (brs, 2H), 4.01
(s, 31, 3.91 (s, 3H)
IR (¥F2h) 1025.80,
1047.25, 1126.02, "H NMR (400 MHz,
1225.15, 1266.03, DMSO-dg) 8 13.70 (s,
13- 1299.98, 1386.12, ESIMS m/z | 1H), 7.47 (ddd, J =
19 115 1481.90, 1515.13, 369 9.2,7.2,2.0 Hz, 1H)
1585.75, 1633.93, (MHH]H 7.40 (d,J =3.0 1z,
1721.56, 2536.01, 1H), 7.37 (t,J =723
3199.39,3331.39, 3471.03 Hz, 1H), 7.07 (s, 2H)
cm’
NMR (400 Mz,
149 ESIMS m/z | DMSO-dq) 8 7.85 -
20 15 347 7.77 (m, 2H), 7.75 -
(IMHH]D | 7.68 (m, 2H), 6.94 (s,
2H)
TH NMR (400 MHz,
DMSO-dy) & 7.88 (dd,
117, | IR(HEH 3468 (5), 3334 | ESIMSm/z | J=9.8Hz 1H), 7.82
21 120 (), 3198 (s), 1717 (w), 365 (dd,J=9,1.5Hz,
1629 (m), 1573 (w) cm™ (M+H] 1H), 7.70 (d,J = 9
Hz, 1H), 6.73 (br's,
2M)
"H NMR (400 MHz,
o0 | R (22} 3512 (m), 3411 | ESIMS m/z | CDCls) 87.33 -7.35
22 192 (8), 3248 (s), 2954 (w), 341 (m, 2H), 4.98 (br s,
1730 (m), 1616 (m) cm™ (M+H]H 2H), 3.98 (s, 3H),
3.43 (s, 1H)
TH NMR (400 MHz,
166.4- ESIMS m/z CDCly) §7.95 (d,
23 160.0 329 2H), 7.31 (m, 3H),
: (IMHI]) | 6.85 (s, 2H), 3.92 (s,
3H)
THNMR (400 MHz,
169 ESIMS m/z | CDCly) 87.58 - 7.43
24 170 422 (m, 2I0), 5.53 (s, 21D),
(IMHH]DY | 4.00 (s, 3H), 3.95 (s,

3H)
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[0906]

oy =g
i?; (':‘CI’) IR (cm™) Agge 'H NMR" Be EE FNMR
"H NMR (400 MHz,
1852 ESIMS m/z | DMSO-dg) 8 13.6 (s,
25 1861 271 1H), 8.40 (d, 2H),
: (IM+H]) | 7.96 (d, 2H), 7.46 (s,
2H), 3.79 (s, 3H)
TH NMR (400 MHz,
DMSO0-dg) 3819 (LJ |
e . | =161Hz 1H), 811 F NMR (376 MHz,
2% IR (¥17H) 3401, 1739, bblg’i ME A (d,J =123 Hz, 1H), DMSO-dg) &
1638 cm™ (IMHHT) 7.92(t,J = 7.9 Hz, 5599, -115.7,
1H), 7.74 - 7.46 (m, -116.0
2H), 3.92 (s. 3H),
3.76 (s, 3H)
TH NMR (400 MHz,
DMSO-dj) 6 8.00 -
ESIMS m/z | 7.87 (m,2H),7.82 | 10,
27 403 @4/ =83, 181z | oo i
(IM+H]) 1H), 7.49 (s, 2H), s :
3.90 (s, 3H), 3.74 (s,
3H)
"H NMR (400 MHz,
« . | DMSO-ds)313.6 s,
- 170.7- P‘SU;’;B MZ 1 1H), 8.25 (d, 2H),
1713 (VAT 7.59 (d, 2H), 7.36 (s,
2H), 4.35 (s, 1H),
3.77 (s, 3H)
TH NMR (400 MHz,
CDCly) §7.79 (dd, J
145. ESIMS m/z | =15.8,9.9Hz 2H), | '"F NMR (376 MHz,
29 146 349 7.66 (t,J = 7.7 Hz, CDCly) 8
([M+HT) 1H), 7.12 (s, 11, -61.3,-113.9
4.90 (s, 2H), 4.02 (s,
3H)
"H NMR (400 MHz,
1220 ESIMS m/z | CDCly) 88.33 (d,
30 1736 343 2H), 7.27 (d, 2H),
: (IM+H]) | 5.84 (s, 2H), 4.03 (s,
3H), 3.95 (s, 3H)
'H NMR (400 MHz,
150 DMSO-dg) 8 13.71 (s,
31 181 1H), 8.40 - 8.33 (m,
2H), 8.13 (d,J = 8.3,
2H), 7.07 (s, 2H)
TH NMR (400 MHz,
DMSO-dy) 8 13.68 (s,
1H), 828 (d,J =82 | 1 -
| 820 @ = | ENMR (376 Miz,
L68. ESIMS m/z | 15 1, 111, 7.94 DMSO-de) § -59.97
32 328 oL W I | (d,J =122 He), -
171 (MAHT) J=79Hz 1H),735 | |10 (@122
(d,J =27.9 Hz, 2H), : H’Z) :

6.68 (dd,J = 17.7,
11.5 Hz, 1H), 5.75 -
5.46 (m, 2H)
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[0907]

mp -1 a 1 b 13 1
Ws | co IR (em™) A% H NMR! C & “FNMR
"H NMR (400 MHz,
1465 ESIMS m/z | DMSO-dy) 6 13.7 (s,
33 ey 349 1H), 7.68 (d, 2H),
: (M+H]Y | 7.32(d, 2H), 6.96 (s,
2H)
T
.| THNMR (300 MHz,
| 1642- ESHY; "z | eDCL) §6.30 (m,
166.8 QM;HY) 5H), 5.35 (s, 2H),
3.98 (s, 3H)
'H NMR (400 MHz,
IR (42} 3416 (s), 3355 | CDCly) 8784 (1, J =
. ESIMS m/
35 163- | (w), 3300 (m), 3162(s), ssg | 9HZ 1H),7.31-7.37
- 165 | 2957 (W), 1730 (). 1637 | jyp) (m, 2H), 5.41 (br s
(s)cm™ 2H), 3.99 (s, 3H),
3.93 (s, 3H)
"H NMR (400 MHz,
CDCl3) §7.93-7.84
(m, 2H), 7.64 - 7.54
ESIMS m/z | (m, 2H), 6.75 (dd, J = | F NMR (376 MHz,
36 282 17.8,11.5 Hz, 1H), CDCly) &
(IM+H]) | 6.36 (s, 2H), 5.57 (dd, -141.43
J=178,1.4Hz, 1H),
550 (dd, J=115,14
Hz, 1H), 4.31 (s, 1H)
"H NMR (400 MHz,
| DMSO-dy) 6 13.57 (s,
37 ESH;@% ™Z 1 1H),8.02-7.92(m, | FNMR (376 MHz,
(M) 2H), 7.85 (dd, J = DMSO-dg) § -95.59.
8.2, 1.8 Hz, 1H), 7.41
(s, 2H), 3.75 (s, 3H)
"H NMR (400 MHz,
288- WL 347 ¢ ESIMS m/z | DMSO-dq) 8 7.74 (m,
38 203 | IR 3473 (5), 1588 411 1H), 7.55 (m, 1H),
(dec) (m) cm: MHIY | 7.02(d,J=15Hz,
1H), 6.30 (br s, 2H)
T
R H NMR (400 MHz,
% B MZ | DMSO-dg) 5 8.08 -
: 7.92 (m, 4H), 7.03 (s,
(IMHIT) (e, 2D, 7.03 €
2H)
13 -
"H NMR (400 MHz, € NMR (101 Mz,
) p CDCly) 5 165.71,
CDCly) §7.55(d,J = 15551 14915
ESIMS m/z | 8.4 Hz, 2H),7.42(d, 12510 14011,
40 301 J=8.5Hz, 2H), 4.83 13200, 12934,
(IM+H]) (s, 2H), 3.96 (s, 3H), Sy 11 e

3.12 (s, 1H), 2.16 (s,
3H)

122.02, 116.77,
113.59, 83.42, 77.90,
52.87, 14.65
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[0908]

s
" ; (‘j‘é‘) IR (cm™) Az 'H NMR® Be EE= Y NMR
TH NMR (400 MHz,
o | IR 3297 (s), 3218 | DMSO-dg) 57.80 (t,J
" 113635 (s), 2938 (w), 1618 (3), ES%SS ME N —8Hz, 1H),7.35 -
(dec) 1576 (m) (M | 740 (m. 2H), 6.6 (or
o’ s, 21D, 4.41 (s, 11D),
3.76 (s, 3H)
"HNMR (400 MHz, | "FNMR (376 MHz,
‘ | DMSO-dy) 8 13.63 (s, | DMSO-dy) 6 -113.46,
0 156- ESH;S 2 1H), 7.92 (dd, J = -113.50,
157 ey | 00,57 Hz THL 761 | 11757, 11741,
dd,J=8.4,631, -117.45, -117.49,
1H), 7.06 (s, 2H) -138.28, -138.36
TH NMR (400 MHz,
DMSO-dg) 5 13.72 (s,
NI 1H), 7.82 (dd, J =
53 ESH;@? "z 183,73 Hz, 1H), 7.60 | '°F NMR (376 MHz,
(M+HT) | @47 -98.20Hz | DMSO-d,) §-108.25
1), 7.40 (dd, J =
8.3, 2.0 Hz, 1H), 7.06
(s, 21D
"H NMR (400 MHz,
DMSO-dy) 6 8.05 (dd, | ""F NMR (376 MHz,
ESIMS m/z | J =10.0, 1.5 Hz, 111), | DMSO-dg) 8 -112.13
44 324 785(dd,J=8.0,1.5 | (d,J=284Hz),-
(IMHI]) | Hz 1), 7.73-7.81 | 137.43(d,J = 28.4
(m, 1H), 7.18 (s, 210), Hz)
3.87 (s, 31)
1
‘ | THNMR (300 Mz,
45 148- ESH;@% "2 | DMSO-dq) 8 7.87 (m,
150 (M +Ijll*) 2H), 7.62 (m, 2H),
6.91 (br s, 2H)
"H NMR (400 MIz,
DMSO-d) 8 13.60
IR (UF2}) 3490 (5), 3350 | ESIMS m/z | OF S 1D, 781 (LJ=
o 9Hz, 1H), 7.63 (dd, J
46 S| (s), 1753 (w), 1634 (m), 344 7 2
B v | =11, 20z 1), 7.52
1607 (m) cm (IM+H]Y) (dd,J =9, 2 Hz. 1H)
7.38 (br s, 211), 3.76
(s, 3H)
1
| HNMR (400 Mz,
4| 1596 ESH;@% "Z 1 CDCly) §7.58 (m,
161.1 4H), 5.36 (s,2H), 3.99
(IM+H]Y (s, 31
"H NMR (400 MHz,
040 ESIMS m/z | DMSO-dy) 8 13.5 (s,
481500 273 1H), 7.94 (d, 2H),
: (IMH]Y | 7.60 (d, 211), 7.30 (s,

1H), 6.69 (s, 2H)
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[0909]

iy gg IR (cm™) Agge 'H NMR" Be T F NMR
1
IR (¥Fuh) 3492 (s), 3378 { | HNMR (300 MHz
_ ESIMS m/z | CDCl3) 8 7.76 (m,
114 | (s), 3235 (w), 2955 (w)
49 16 | 2057 e 1956 (o 160h 379 1), 7.60 - 7.68 (m,
27 (w), 1736 (s), (IMH]) | 21D, 4.94 br s, 21),
(s) om 3.99 (s, 3H)
'H NMR (400 MHz,
174, | TRCHEH3305(5), 1720 | ESIMS m/z | DMSO-dy) 8 7.53 (dd,
50 176 (w), 1634 (m), 1586 (w) 327 J =8 7Hz, 1H), 741
em’? M+ | (m, 1H), 6.93 (brs,
2H), 4.81 (s, 111)
F NMR (376 MHz,
1
e H NMR (400 MIlz, CDCly) 8
/-
51 153- %Zﬂz’[ﬁ”fﬁ CDCly) §7.42 - 7.38 112,74, -112.78,
154 ) (m, 2H), 4.98 (s, 2H), | -116.99, -117.03,
3.99 (s, 31) -117.09, -117.13
-137.28, -137.38
'H NMR (400 MHz,
IR (53 HE)3519 CDCly) §7.50 (dd, J
46, | @M).3473 (), 3420 (s), | ESIMSm/iz | =8 7Hz 1H), 742
52 s | 3379(5). 3196 (w), 3075 379 (dd,J =8, 2 Hz, 1H),
(W), 2955 (w), 2852 (w), | (IM+H]) | 7.36(dd,J = 10,2
1736 (s), 1616 (s) cm™ Hz, 1), 4.93 (brs,
2H), 3.96 (s, 31)
'H NMR (400 MHz PF NMR (376 MHz,
cpCly8753-745 | PO
m 2H), 6.91(dd,J = | 15507 13563
L8, ESIMS m/z | 18.1, 11.6 Hz, 1H), 13086 13290
53 120 377 576 (dd,J=11.6,13 | 7238720 O
(MHIT) | Hz, 1), 5.61 dd,J = O T2
181 13 Hz, 16D -138.67, -138.68,
481 (s, 2H), 392 (s, | T13870.-13872,
3H) -138.74, -138.77,
: -140.73, -140.82
TH NMR (400 MHz,
ESIMS m/z | DMSO-dy) 8 8.15 (m,
54 326.07 2H), 7.67 (m, 210),
M+ | 7.45 (brs, 21), 3.75
(s, 31D
"HNMR (400 MHz, | F NMR (376 MHz,
| cpcly) 57.56 @d, s CDCly) 8
s 142- ESI%S MZ 1 =85,4.9 1z, 1), -99.87, -99.91,
144 () | 732@dI=7658 | 1177011774,

Hz, 1H), 4.97 (5, 2H),
3.98 (s, 3H)

-117.80, -117.84,
-137.25, -137.35.
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[0910]

W (':'Cp) IR (cm™) Agke 'H NMR" BC EE “FNMR
"H NMR (400 MHz,
CDCly) 87.80 (dd,J | FNMR (376 MHz,
142 ESIMS m/z | =85,6.5Hz, 1H), CDCly) § -100.00,
56 144 425 7.53(dd,J = 10.0, 5.0 -100.05,
(M+H]Y | Hz, 1H),7.25(d,J = -120.62,
1.2 Hz, 1H), 4.86 (s, -120.66.
2H), 4.01 (s, 3H)
TH NMR (400 Mz,
CDCl3) 87.86-7.79
(m, 2H), 7.62 - 7.56
ESIMS m/z | @ 20 689 @d. J= | hop v (376 M,
18.1, 11.5 Hz, 1H),
57 93-94 352 - CDCly) 8
(M | 271 dd S =11.6,1.4 -144.04
Hz, 1H), 5.58 (dd, J =
18.1, 1.4 Hz, 1H),
4.71 (s, 2H), 3.93 (s,
3H)
"H NMR (400 MHz,
- DMSO0-ds) 8 7.91 (1.7 | 190\ (376 Mz,
S . ESIMS m/z | =7.8Hz 1H),7.74 .
58 IR (M9 3367, 1735, 381 @)~ 116 Ho, 11D, DMSO-d) &
1608 cm™. + ’ e =599, -115.6
(M+HTY | 7.62(d,J =8.1Hz, s
1H), 7.20 (d,J =21.4 B
Hz, 2H), 3.87 (s, 3H)
TH NMR (400 MHz,
CDCly) 8791 (t,J =
IR (¥+eh) 3425 (m), 3297 .| 8Hz, 1H),7.32(dd,J
< 203- | (m), 3245 (s), 3158 (m), ES%Sz "2 1 =8 1.5Hz, 1H),7.26
205 | 3008 (w), 2956 (w), 1729 ([rvi ST ad,J =12, 1.5Hz,
(m), 1637 (m) cm™ 1H), 5.40 (br s, 2H),
3.99 (s, 3H), 3.93 (s,
3H), 3.15 (s, 1H)
"H NMR (400 MIHz,
CDCly) 8 7.93 (ddd, J
=82,16,0.7 Hz,
2H), 7.65 - 7.54 (m,
ESIMS m/z | 2H), 6.90 (ddd,J= | 'F NMR (376 Mz,
60 297 18.1, 11.6, 0.5 Hz, CDCly) 8
([M+H]+1) 1H), 5.71 (dd, J = -143.86
11.5, 1.4 Hz, 1H),
558 (dd,J=18.1,1.4
Hz, 1H), 4.71 (s, 2H),
3.93 (s, 3H)
YF NMR (376 MHz,
"H NMR (400 MHz, CDCly) 8
CDCly) 8 7.55 - 7.45 -61.22, -61.25,
| (m,2H),7.25(@dd,J= | -135.48,-135.54,
6l fslnzdﬂ\s/[”ﬁ]z 183, 11.6 Hz, 1H), -135.57, -135.62,
) 585(dd,J=11.7,12 | -137.62,-137.66,

Hz, 1H), 5.64 (dd, J =
18.4, 1.2 Hz, 1H),
5.11 (s, 2H)

-137.68, -137.69,
-137.71, -137.73,
-137.75, -137.78,
-137.87, -137.95
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[0911]

Ay gg IR (cm™) Ao 'H NMR" Be EE= FNMR
"H NMR (300 MH:
jag- | RCTEIBT 319 | penvg DMSO-d6§ 57.86 (rzri
62 147 | (82955 (W), 2924 (), 291 2H). 761 (m, 2H),
(dec) 2870(“%}€i§6(W7’1721 (IMHHT) | 6.93 (brs, 2H), 4.33
(m), 1634 (m) cm s, 11D)
"H NMR (400 MHz,
DMSO-dy) 8 8.22 (t,J
e | =10.7Hz 1H), 8.17 | FNMR (376 MHz,
ESIMS m/z R ’ i
63 IR (=) 2979, 1715 cm™ 332 (‘% go’jj'ilfzif?)’ DMSO'{{E) 2 599, -
([M‘*’H]'F) .90 (dd,J =213, 2.9,
13.4 Hz, 1H), 7.56 (d, -116.7
J =44.0 Hz, 3H),
3.77 (s, 3H)
TH NMR (400 MHz
.| DMSO-dg) 8787 (t,J
6 140- ESH;S’M =7.5Hz, 1H),7.72 -
141 IMHH]) 7.66 (m, 1H), 7.58 (s,
( 2H), 3.90 (s, 3H),
3.78 (s, 3H)
TH NMR (400 MHz,
DMSO-dy) 8 13.71 (s, | F NMR (376 MHz,
ESIMSm/z | 1H),8.05(dd,J= | DMSO-ds) 8 -112.04
65 310 9.9,1.4Hz, 1H),7.86 | (d,J =299 Hz), -
(M+H]Y | dd,J=8.0,1.5Hz, 138.35(d,J =296
1H), 7.75 - 7.81 (m, Hz)
1H), 7.09 (s, 2H)
TH NMR (400 MHz,
. .| DMSO-dg) 8 7.95 (dd,
w | 141 ES%% MZ I, 777 @d, TH), | F NMR (376 MHz,
143 (MHH]) 7.52(dd, 1H),7.32 (s, | DMSO-dg) 5 -95.03
1H), 6.81 (s, 2H),
3.89 (s, 3H)
"H NMR (400 MHz,
ESIMSm/z | CDCly)87.77 (m,
67 341 2H), 7.55 (m, 2H), 7.1
(IM-HT" (s, 1H), 4.84 (br s,
2H), 4.00 (s, 3H)
1
. , H NMR (400 MHz,
e | 1701- ES%sl 2| DMSO-dy) §6.85 -
172.6 (™ +"%H]*) 6.77 (m, 3H), 7.79
- (m, 1H)
"H NMR (400 MHz, | “FNMR (376 Mz,
i re CDCl3) 3 11.14 (s, CDCly) 3
6 159- hb%z MEA ), 7.63 (dd, J = -99.15, -99.20,
161 (M) 8.6, 4.9 Hz, 1H),7.27 -117.70, -117.74,

dd,J =7.5,5.7 z,
1), 5.21 (s, 210)

-117.79, -117.83,
-134.64, -134.71
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[0912]

3EE

WMo (‘j‘é’) IR (cm™) ATk 'H NMR" BC ®x YFNMR
1
HNMR (400 MHz, | 1 .
CDCly)57.97dd,J | © NIC”HD"&;%MHZ’
ESIMS m/z | =10.6,6.3 Hz, 1H), 3
114- - . 61.69, -61.73,
70 116 367 739d.J=105.56 | 10001105,
(M+HT) | Hz 1H),730(d,J = T
-119.24, -119.27,
1.2 Hz, 1H), 4.91 (s, 120,01 -120.06
2H), 4.02 (s, 3H) O =120
1
157- | IR (9=} 3400 (5), 3300 | ESIMS m/z gﬁggff?g\g’j
71 160 | (s),3200 (m), 1711 (w), 309 278 (@ 3;{) 6.76 (br
(dec) 1630 (m) cm™ (IMAHHTY | 5 e
s, 2H), 4.66 (s, 1H)
"H NMR (400 MHz,
DMSO-ds) 3 13.67
IR (473327 (5). 2941 | ESMS miz | 7S D7D 1(% J
72 | 95-98 | (w), 1718 (w), 1629 (m), 390 | g dd s 8515
_1 . ,J=85,1.
1603 (m) cm (IM+H]") Hz, 1H), 7.63 (1J —
8.5 Hz, 1H), 7.33 (br
s, 2H), 3.76 (s, 3H)
'H NMR (400 MHz,
DMSO0-ds) 5 7.82 (dd,
/s =
ESH:/IS mz | J=83, 737Hz, 1H), 1F NMR (376 MHz.
73 395 760 (dd.J =98.20 | pye s 0820
(IM+HT) | Hz, 1H), 7.40 (dd, J = 5 :
83,2.0 Hz, 1H), 7.16
(s, 2H), 3.87 (s, 3H)
"H NMR (400 MHz,
DMSO-dy) 5 13.6 (s,
o | 1860- ESH;/A[‘SS M2\ 1H), 7.87 (m, 1H),
187.3 (NHP | 77200 TH). 757
(m,1H), 7.23 (s, 1H),
6.18 (s, 2H)
TH NMR (400 MHz,
_ | DMSO-dy) 513.63 (s.
6 169- ES”;@%’”/ 21 1H),789(J=75
170 (eHp | 7 L7690 J -
7.0 Hz, 1H), 7.48 (s,
2H), 3.79 (s, 3H)
TH NMR (400 MHz,
DMSO-dy) §13.57 (s,
1H), 7.95 (dd, J =
. ESH;’;% MZ | g 68Hz IH). 774 | °F NMR (376 MHz
(MeHpy | @ 798.20Hz | DMSO-dy) 3-95.12

1H), 7.53 (dd, J =
8.3,2.0 Hz, 1H), 7.28
(s, 1H), 6.71 (s, 2H)
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[0913]

e mp -1 A a2 1 b 13 19
ns | CO IR (cm™) A H NMR C == “FNMR
13
"H NMR (400 MHz, C NMR (101 MHz.
DMSO-dy) & 166.57,
. | DMSO-dy) 57.64 (4, >
ESIMS m/z 153.45, 150.28,
185.5- J = 8.5 Hz, 2H), 7.40
78 342 > 138.92, 131.35,
187.0 ‘ (d,J = 8.5 Hz, 2H), s
AMFHIY) | 0 M), 2,07 6 130.86, 121.35,
T 115.84, 109.91,
99.49, 14.91
TH NMR (400 MHz,
CDCly) 5 7.80 (dd, J
ESIMS mz | . Sl 63 Hz AR, | op \vip (376 M,
121- 7.19 (dd, J = 8.6, 1.9 "
79 421 g CDCLy) &
124 vy | % L. 7.00 (dd, J = e
8.1, 1.9 Hz, 1H), 4.86 :
(s, 2H), 3.96 (s, 3H),
2.17 (s, 3H)
TH NMR (400 MHz,
DMSO-dg) 5 8.30 (dd,
170- ESIMS m/z | J=9.8,2.1Hz, 1H),
80 171 344 8.22(dd,J=85,2.2
(M+HT) Hz, 1H), 7.87 (m,
1H), 7.22 (s, 2H),
3.88 (s, 3H)
13
'HNMR (400 MHz, | G NMR (101 MHz,
| CDCl) 8 165.68,
CDCl3) 87.56 (d, J = <
ESIMS m/z g 155.19, 149.18,
128- 8.5 Hz 2H), 7.33 (d,
81 354 145.09, 138.57,
130 ~ | J=85Hz 2H),4.84 ’
(IM-HJ) 3 131.42, 131.00,
(s, 2H), 3.96 (s, 3H),
215 (s, 3H) 122.60, 116.69,
S 113.59, 52.88, 14.65
"H NMR (400 MHz,
IR (+2h) 3493 (s), 3352 | ESIMS m/z CDCl3) 57.68 (1, J —
159- 8 Hz, 1H), 7.50 - 7.58
82 162 (5). 2943 (w). 2853 (). 404 (. 2H), 5.40 (br s
1725 (m), 1602 (m) cm (IM+H]") 2H), 4.00 (s, 3H),
3.94 (s, 3H)
BCNMR (101 MHz,
"H NMR (400 MHz, CDCls) § 165.50,
| cpCly) 87.73 (. T = 154.25, 149.37,
% ﬁ; ESI%Sz Mz | 85 Hz, 2H), 7.58 (d, 145.36, 144.19,
0 (IM+H]) J = 8.5 Hz, 2H), 4.90 132.09, 130.18,

(s, 2H), 3.96 (s, 3H),
2.16 (s, 3H)

118.67, 116.71,
114.01, 112.06,
52.95,14.58
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[0914]

iﬁf' g% IR (cm™) A 'H NMR® Be T FNMR
"H NMR (400 MHz,
IR (22} 3453 (m), 3302 CDCly) 8 7.69 (ddd, J
l4. | (),3242(5), 3170 (m), | ESIMS m/z =9,7,2 Hz, 1H),
84 217 | 2963 (W), 2852 (w), 2112 320 7.27 (m, 1H), 5.42 (br
(W), 1732 (m), 1631 (m) (IM+H]") | s, 2H), 4.00 (s, 3H),
cm’! 3.95 (s, 3H), 3.42 (s,
1H)
TH NMR (400 MHz,
DMSO-dy) 5 7.88 (dd,
126- ESIMS m/ | J =8.8,1.3,2H), 7.34
85 125 347 (t,J =73.8, 1H), 7.31
(IM+H]) | d.J=8.9,2H),7.01
(br s, 2H), 3.88 (s,
1H)
"HNMR (400 MHz, | 1o
DMSO-dy) 51322(s, | | Nl\éfggz(’awz"
ESIMS m/z | 1H), 8.02 - 7.94 (m, 3
120- ~ o 61.37, 61.41,
86 122 345 3H). 6.78 (dd, J = 11417 11420
(IM+HT) 17.7,11.6 Hz, 1H), 1424 11427
6.56 (s, 2H), 5.65 - el
5.52 (m, 2H) :
TH NMR (400 MHz,
DMSO-ds) §13.36 (s,
) 1H), 7.91 (dd, J =
- 171- Es%i Mz 180,68 Hz, 1H), 7.35 | “FNMR (376 MHz,
172 (M+H]) (dd,J=9.1,1.9Hz, | DMSO-dy) &-95.45
1H), 7.10 (dd, J =
8.1, 1.9 Hz, 1H), 6.49
(s.2H), 2.09 (s. 3H)
TH NMR (400 MHz,
ESIMS m/z | DMSO-ds) & 8.00 (m,
88 372 2H), 7.84 (m, 2H),
(IM+H]") | 7.35 (brs, 2H), 3.11
(s, 3H)
TH NMR (400 MHz,
DMSO-ds) §13.63 (s,
110- 1H), 7.72 (ddd, J =
89 121 8.3,5.7, 1.8 Hz, 1H),
7.51(ddd. J = 8.6,
7.0, 1.8 Hz, 1H), 7.43
(s, 2H), 3.76 (s, 3H)
TH NMR (400 MHz,
176.2- ESIMS m/z | DMSO-ds) & 3.86 (s,
90 1787 445 3H), 6.98 - 6.94 (m,
: (IM+2H]") | 3H),7.89 -7.85 (m,
1H)
TH NMR (300 MHz,
173 ESIMS m/z | DMSO-d)5 7.76 -
91 175 363 7.56 (m, 2H), 7.22 (d,
(IM-HI) | J=1.7, 1H), 6.84 (s,

2H)
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[0915]

5] 3]
%‘}f (E‘(Ij’) IR (cm™) A 'H NMR" BC = YFNMR
IR (9}+=1H)778.80, 822.34,
879.66, 973.14, 1006.40, 'H NMR (400 MHz,
1026.12, 1056.64, DMSO-dy) 5 13.63 (5
6, . )
1120.85, 1214.80, 1H). 7.83 (dd. J —
147- 1276.30, 1389.19, ESIMS m/z 11891 Hy iH)
92 149 1409.98, 1459.47, 351 775 (’L 1.0 Hy
1496.89, 1519.03, (IM+H]) 1H) 752 (d 750
1592.79,1627.42, Hz, 1H), 7.50 - 7.14
1720.12, 1769.38, (mle) '6.99 (s. 2H)
2535.30, 3199.10, CS T
3386.23, 3501.86 cm™
TH NMR (400 MHz,
98,9 ESIMS m/z | CDCL) §7.93 (m,
93 1016 359 1H), 7.34 (m, 2H),
: (IM+H]") | 7.22(s. 1H), 4.85 (s,
2H), 4.00 (s, 3H)
'H NMR (400 MHz,
158.5- ESIMS m/z Dyso-dé) 87.51(d | 1p MR (376 MHL.
94 1595 329 J=86Hz2H), 733 | Jo o0 58220
: (IM+H]) -7.14 (m, 3H), 6.61 6 ’
(s, 2H), 2.09 (s, 3H)
'"H NMR (300 MHz,
ESIMS m/z | CDCls) $8.32 (d,J =
95 326 9.0, 2H), 8.13 (dd, J
(M+H]) | =9.0, 1.4, 2H), 5.02
(s, 2H), 4.01 (s, 3H)
"H NMR (400 MHz,
1872 ESIMS m/z CDCly) 8 7.80 (d,
96 189.9 423 2H), 7.42 (d, 2H),
: (IM+H]) | 5.35(s. 2H), 3.98 (s,
3H)
TH NMR (400 MHz,
ESIMS m/z | CDCLy) §8.19 (m,
97 340 2H), 7.55 (m, 2H),
(IM+H]") | 5.35 (brs, 2H), 4.01
(s. 3H), 3.92 (s, 3H)
"H NMR (400 MHz,
DMSO-ds) 5 8.13 -
7.90 (m, 2H), 7.80
ESIMS m/z | (dd,J =8.0. 16 Hz, | 100 v 0 (376 MHz.
98 299 1H), 7.46 (s, 2H), DMSO-d) 3 -111.51
([M+H]) 6.66 (dd, J = 17.6, 6 :

11.5 Hz, 1H), 5.63 -
543 (m, 2H), 3.82 (s,
3H)
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[0916]

3E mp -1 X Ek 2 1 b 13 19
Wz | O IR (cm™) A H NMR! C = YFNMR
"H NMR (400 MHz,
168 IR (¥+2}) 3502 (m), 3378 | ESIMS m/z 013(;13)()527g2 (ddd, 7
- ,6,2 Hz, 1H),
99 (s). 2953 (w), 1739 (m), 443 <
170 6 617 & (IM+H]) 7.16 (ddd, J = 9, 6.5,
(), 1617 (m) cm 2 Hz, 1H), 4.97 (brs,
2H), 3.96 (s, 3H)
"H NMR (400 MHz,
. | CDCly)37.54(dd.J | "FNMR (376 MHz,
100 145- ESH;/([S Mz ~82 49Hz 1H), CDCLy) &
147 (M-H]) 7.12(dd,J=74,58 -99.80, -99.84,
Hz, 1H), 5.44 (s, 2H), -116.84, -116.89
3.97 (s, 3H)
THNMR (400 MHz, | ; .
CDCl3) §7.69 (dd, J F NIC'HD‘CW)%MHZ’
193 ESIMS mz | =8.3,6.3Hz, 1H), 100 %2
101 194' 422 7.54(dd,J =9.5,5.0 :100‘86’
(IM+H]") | Hz 1H), 5.43 (s, 2H). 11825
4.00 (s, 3H), 3.94 (s, 1180
3H) :
"H NMR (400 MHz,
171.0- ESIMS m/z | DMSO-dg) 87.35 (d,
102 1721 330 2H), 7.47 (d, 2H),
: (IM+H]") | 7.39 (s, 2H), 3.78 (s,
3H)
IR (¥H2h) 708.67, 786.89,
824.69, 939.95, 1032.81, "H NMR (400 MHz,
1120.09, 1153.46,
: CDCly) & 7.37 (ddd, J
1204.33, 1225.97, ) o
N ESIMS m/z =8.7,7.0,2.3Hz,
103 izg’gg iii‘;’g 383 1H), 7.19 - 7.11 (m,
5 19.VZ, e (IM+H]" | 1H), 6.61 (1, J =72.5
1481.84, 1518.14,
. Hz, 1H), 4.9 (s, 2H),
1615.72, 1739.13, 3.98 (5. 3H)
2959.84, 3195.90, o
3378.30, 3486.20 cm’!
3C NMR (101 MHz,
CDCLy) & 164.70,
161.50, 158.98,
IR (34 758.08, 793.58, 'H NMR (¢ 152.94, 152.84,
824.98, 856.60, 919.36, C%Cl )6 (742(; XH‘{]Z:’ 147.17, 144.60,
972.37,1014.89, 1053.05, 83 ;IZ 1H). 7.04 143.59, 143.54,
1122.86, 1162.89, ESIMS mz | (ddd. J - 8.6.2.3.0.8 14022, 140.08,
127- 1203.20, 1241.89 > 137.91, 137.78,
104 129 1976.59. 1369.66. 366 Hz, 1H), 6.96 (dd, J = 13254 132.53
% A (IM+H]) 10.5,2.3 Hz, 1H), e

1439.27, 1480.39, 1512.36
1611.65, 1732.10,
2957.77,3021.70,

3389.26, 3506.76 cm’!

6.55(1,J = 73.0 Hz,
1H), 4.96 (s, 2H),
3.97 (s, 3H)

132.49, 119.75,
119.71, 119.60,
119.56, 118.02,
115.77, 115.75,
115.42, 115.40,
115.37, 112.81,
107.69, 107.43, 53.07
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[0917]

)
i;_tf (':‘é’) IR (cm™) Fg e 'H NMR" BC B “FNMR
'H NMR (400 MHz,
1419 ESIMS m/z | DMSO-ds) 8 13.7 (s,
105 131 367 1H), 7.75 (d, 2H),
: (IM+H]") | 7.49 (d, 2H), 7.01 (s,
2H)
IR (1} 861.93, 886.37,
962.21, 984.56, 1035.97,
1010.25, 1113.86,
1143.26, 1173.58, "H NMR (400 MHz,
122201, 1251.67, CDCly) $8.35 - 8.29
183- 1294.93, 1438.95, ESIMS m/z | (m,2H), 7.19 - 7.10
106 184 1397.88, 1514.76, 326 (m, 2H), 6.56 (t, J =
1486.42, 1595.67, (IM+H]") | 72Hz 1H), 533 (s,
1568.01, 1608.88, 3H), 4.02 (s, 3H),
1645.71,1735.15, 3.92 (s, 3H)
2693.18, 2860.72,
2960.57,3179.92,
3320.20, 3406.42 cm’!
TH NMR (400 MHz,
CDCly) 8.08 (dd, J
=86, 1.5 Hz, 2H),
7.78 -7.71 (m, 2H),
ESIMS m/z | 6.89(dd,J =18.1, F NMR (376 MHz,
107 298 11.6 Hz, 1H), 5.73 CDCLy) &
(IM+H]") | (dd,J =116, 1.4 Hz, -143.64
1H), 5.59 (dd, J =
18.1, 1.4 Hz, 1H),
4.78 (s, 2H), 3.93 (s,
3H)
"H NMR (400 MHz,
DMSO-dg) §7.55 (1, J
165- ESIMS m/z =8 Hz, 1H), 7.50
108 175 IR (%2 3468,1(5)’ 1621 309 (dd,J =11, 1.5 Hz,
(dec) (m) cm (IM+H]) | 1H), 7.46 (dd,J =8,
1.5 Hz, 1H), 6.47 (br
s, 2H), 4.45 (s, 1H)
TH NMR (300 MHz,
184- ESIMS m/z | CDCls) 57.48 - 7.40
109 156 393 (m, 1H), 7.33 - 7.26
(IM-H]) (m, 1H), 4.9 (brs,
2H), 3.98 (s, 3H)
"H NMR (400 MHz,
. | DMSO-dy) 313.33 (s,
m ESIgﬁss "z, 7.70-7.52 (m. | “FNMR (376 MHz,
(IMHH 2H), 7.45(dd,J = | DMSO-dy) 5-107.95.

8.4, 2.0 Hz, 1H), 7.06
(s, 1H), 6.52 (s, 2H)
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[0918]

S 3]
iff (‘:‘C") IR (em™) B "H NMR" e mE YFNMR
"H NMR (400 MHz,
CDCLy) §7.46 (d, J =
ESIMS m/z | 8.7Hz 2H),7.18(d, | 'FNMR (376 MHz,
111 341 J =87 Hz, 2H), 6.53 CDCL) &
(M-HD) | (tJ=738Hz 1H), -80.81
4.84 (s, 2H), 3.95 (s,
3H), 2.16 (s, 3H)
TH NMR (400 MHz,
CDCLy) §7.61 (dd, J
ESIMS mz | - 521 HZ B hop v (376 M,
o | 134 378 727-725 (m. 1H), CDCL) 5
137 (NP | 713 dd =82, 10704
1.9, 0.6 Hz, 1H), 4.86 :
(s, 2H), 3.96 (s, 3H),
2.17 (s, 3H)
TH NMR (400 MHz,
DMSO-dy) 5 13.63 (s,
| 1H), 807 @dd,J =
3 ESIgﬁ Mz 103,1.9Hz 1H), | FNMR (376 MHz,
(MEHP | $01(dJ=85.20 | DMSO-dy) 5 -108.44
Hz, 1H), 7.81 (dd, J =
8.4,7.2 Hz, 1H), 7.40
(s. 2H), 3.76 (s, 3H)
TH NMR (400 MHz,
8. ESIMS m/z | DMSO-dy) §7.78 -
114 150 379 7.58 (m, 2H), 7.26 (d,
(IM+H]Y | J = 1.6, 1H), 6.95 (s,
2H), 3.89 (s, 3H)
TH NMR (400 MHz,
| DMSO-dy) 57.91 -
s ESH;’;SQ MZ 1780 (m 2H), 7.75- | 'F NMR (376 MHz,
(MH[ | 767 (. 1H). 735 (s, | DMSO-dg) 3-107.88
1H), 6.86 (s, 2H),
3.93 (s, 3H)
1 C NMR (101 MHz,
HNMR (00 MHz, | 1\ r60 135 166,56,
ESIMS mz | DMS0-d9 8781 (d, | 536" 50 8.
e | 1795 389 J =83 Hz, 2H), 725 13993 136.72.
181.0 ‘ (d,J = 8.3 Hz, 2H),
AMHHIY | 50 Sty 2,07 (6 131.38, 11578,
ST | 10986, 9448, 4857,
14.90
TH NMR (400 MHz,
DMSO-dy) 3 13.13 (s,
1H), 7.82 (dd, J =
8.5,0.9 Hz, 2H), 7.74
17 149- Esng/i Mz 766 (m, 2H), 675 | FNMR (376 MHz,
151 (IMEHD) (dd,J =178, 115 | DMSO-dy) 5 -145.77

Hz, 1H), 6.42 (s, 2H),

556 (dd,J = 12.8, 1.3

Hz, 1H), 5.52 (dd, J =
6.5, 1.3 Hz, 1H)
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10-2414529

e mp a 1 b 13 w19
Ws | 0 A% H NMR! C == YFNMR
TH NMR (300 MHz,
133 ESIMS m/z | CDCly) §7.81 (m,
118 135 407 2H), 7.67 (i, 2H),
- (IMHHTD | 4.91 (brs, 2H), 3.99
(s. 3H)
1
HNMR (400 MHz, | 190 \nm (376 MHz,
ESIMS myz | PMSO-d) 8783 (dd. | 1y 1oy )5 -101.95
_ 6. B
119 131- 108 J=9.6, 5.17Hz, 1H), 102,00,
132 (IM+HT) 7.66 (dd,J =8.5,6.3 11768
Hz, 1H), 7.42 (s. 2H), 1177
3.75 (s, 3H) :
"H NMR (400 MHz,
IR (3F4h) 3500 (w), 3472 CDCly) §7.58 (t,J =
186- (m), 3370 (s), 3229 (m), ESIMS m/z | 8 Hz, 1H), 7.39 (dd, J
121 188 | 2955 (). 2921 (w), 2850 323 =8, 1.5Hz 1H), 7.28
(w), 1728 (m), 1622 (m) (IM+HT" (m, 1H), 4.94 (brs,
cm’! 2H), 3.97 (s, 3H),
3.17 (s, 1H)
"HNMR (400 MHz, | 15 A
CDCl)57.65 (ddd.J | T Nl\é[gc(ﬁGSMHZ’
171- ESIMS m/z =90,7.1,2.1 Hz, 129 823 ©
122 17 374 1H), 7.40 - 7.31 (m, 129 88 (S)’
(IM+H]) 1H), 5.45 (s, 2H), 13573 (S)’
4.01 (s, 3H), 3.95 (s, 13579 (S;
3H) :
TH NMR (400 MHz,
DMSO-ds) 5 8.01 -
8.09 (m, 2H), 7.82 -
187- ESIMS m/z | 7.90 (m, 2H), 7.16 (s,
123 190 368 1H), 6.65 (dd, J =
(IM+H]) 17.7,11.5 Hz, 1H),
5.61(dd,J=17.7,13
Hz, 1H), 5.49 (dd, J =
11.4, 1.3 Hz, 1H)
"H NMR (400 MHz,
2084 ESIMS m/z | DMSO-dg) § 13.7 (s,
24|10 393 1H), 7.78 (m, 3H),
: (M+H7]) 7.23 (s, 1H), 6.83
(s.2H)
| "HNMR (400 MHz,
s | 1649- ESH;S M2 DMSO-dy) 513.69 (s,
166.1 (™ +ﬁ]*) 1H), 7.67 (d, 2H) 7.55
(d, 2H), 6.99 (s, 2H)
TH NMR (400 MHz,
158.9- ESIMS m/z CDClLy) §7.93 (d,
126 1612 287 2H), 7.60 (d, 2H),
: (IMHHTD | 7.16 (s, 1H), 4.89 (s,
2H), 4.05 (s, 3H)

[0919]

- 164 -



[0920]

W ('g'g) IR (cm™) A 'H NMR" Be &= YFNMR
"H NMR (400 MHz, | 1o
CDCly) 5789 (dd.J | o Nl\é‘%g;%MHZ“
14 ESIMS m/z | =92,6.7Hz, 1H), 120
127 6 376 7.36 (dd, J = 10.2, 5.5 irsd
(IM-HDD) | Hz 1H),7.25 (. J = L1908,
1.2 Hz, 1H), 4.86 (s, 120,02
2H), 4.01 (s, 3H) )
TH NMR (400 MHz, .
DMSO-dy) §8.25 (d, | '°FNMR (376 MHz,
ESIMS m/z
R 4 J=8.1Hz, 2H), 8.17 DMSO0) §
128 IR (*5) 3334, 1722 cm 33% | @s=119 Hz) 2H), -60.0, -1 1)4,7,
(IMHHD | 795 (7= 7.9 Ha, -116.5
2H), 7.66 (s, 1H)
. "H NMR (400 MHz,
IR (%) 3481 (). 3338 | ponvis e | CDCILy) 57.55 -7.62
172- (s), 3185 (w), 3096 (w), ) _
129 174 | 2963 (w), 1727 (m), 1608 425 (m. 2H). 7.21 (d. J =
> (W), (m), (IM+H]) | 2 Hz 1H), 4.86 (brs,
(m) cm 2H), 3.99 (s, 3H)
"H NMR (400 MHz,
1851 ESIMS m/z | CDCL)38.45 (d,
130 | & 285 2H), 7.75 (s, 2H),
: (IM+HT) | 5.84 (s, 2H), 4.03 (s,
3H), 3.96 (s, 3H)
1
HNMR (400 MHZ. | 1o \\ e (376 MHy,
| DMSO-dy) 5 7.90 (dd,
ESIMS m/z | 5 DMSO0-dy) § -96.56,
51 173- i J=102,5.1 Hz, 1H), ot61
175 (MHH] | 773@dJ - 86,66 1534
Hz, 1H), 7.26 (s, 1H), 1538
6.83 (s, 2H) -~
"H NMR (400 MHz,
CDCly) 57.88 (dd, J
13g. | TRCUHEH 3437 (w), 3352 | ESIMSmz | =9,7Hz 1H), 7.73
132 110 (s), 3197 (W), 2949 (w), 425 (ddd,J=9.2, 1 Hz,
1737 (m), 1614 (m) cm™ | (IM+H[") | 1H), 7.55 (dt, J = 8.5,
2 Hz, 1H), 4.94 (brs,
2H), 4.00 (s, 3H)
"H NMR (400 MHz,
IR (+2}) 3385 (s), 3242 CDClLy) §7.75(d, J =
133 141- | (m), 2955 (w), 2918 (w), Esu3v§ ME 9 5 Hy, 2H), 757 (L)
143 | 2856 (w). 1734 (). 1622 | pigpey | = 7Hz TH), 4.93 or
(m) cm’ s, 2H), 3.98 (s, 3H),
3.37 (s, 1H)
'H NMR (400 MHz,
e | o12%- Esn:/g M2 | DMSO-ds) 57.92 (d,
: 126 (IMHH]) J=12.8 Hz, 3H),
7.01 (s, 2H)
"H NMR (400 MHz,
ESIMS m/z | CDCL;) §7.98 - 7.83
135 324 (m, 1H), 7.72 (dd, J =
(M+HT) | 84, 6.6, 1H), 5.01 (s,

1H), 4.01 (s, 2H)
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[0921]

395

mp 1 K gk a 1 b 13 w 19
Wms | O IR (cm™) o o H NMR C == "FNMR
13
HNMR (400 MHz, | CNMR (101 MHz,
CDClLy) § 165.69,
CDCLy) §7.77 (. J = s
ESIMS m/z 155.29, 149.17,
115- 8.5 Hz, 2H), 7.20 (d, >
136 403 o 145.12, 139.19,
118 + | J=85Hz 2H), 4.83 >
(IM+H]H e 137.39, 131.16,
(s, 2H), 3.95 (s, 3H), <
215 (5. 3H) 116.65, 113.57,
28 94.30, 52.86, 14.64
"H NMR (400 MHz,
DMSO-dg) 58.26 d,
J=82Hz, 1H),8.17 | "“FNMR (376 MHz,
ESIMS m/z | (d,J=122Hz 1H), | DMSO-d,) & -59.99
137 342 7.94(t.J = 7.9Hz, (d.J =122 Hz),
(M+HTH 1H), 7.35 (s, 2H). -115.72(d, J =122
6.67(dd,J = 17.7, Hz)
11.5 Hz, 1H), 5.52
(m, 2H), 3.85 (s, 3H)
TH NMR (400 MHz,
CDCl;) 6 7.81 (m,
N ESIMS m/z 2H), 7.60 (m, 2H),
138 361
(IMH] 7.40 (d,J = 2 Hz,
2H), 4.91 (br s, 2H),
3.99 (s, 3H)
TH NMR (400 MHz,
CDCL3) 57.84-7.75
(m, 2H), 7.73 - 7.66
ESIMS myz | (0 2H). 689 (dd. J= | 1op \n i (376 MHZ
- 18.1,11.6 Hz, 1H), >
139 | 9596 399 - CDCL) &
(IMHH]) 571(dd,J =116, 14 T143.98
Hz, 1H), 5.58 (dd, J = :
18.1, 1.4 Hz, 1H),
471 (s, 2H), 3.92 (s,
3H)
Hl ok
IR (%) 698.09. 825.26, TH NMR (400 MHz,
869.29, 998.15, 1025.59,
DMSO-ds) 5 18.40 (s,
1050.34, 1098.57, M
115944 1167 38 1H), 12.39 (t,J = 8.4
2% =% ESIMS m/z | Hz, 1H), 12.16 (t,J =
140 149- 1246.97, 1386.17, 351 72.0 Hz, 1H), 12.05
151 1435.44, 1481.70, + R
(IM+H]") | (dd,J =11.1,2.4 Hz,
1515.78, 1590.42, -
1H), 11.94 (dd, J =
1628.74, 1720.93, 8.5, 2.4 Hz, 1H)
2535.45,3198.03, 1175 (5‘72H) ’
3327.36, 3469.29 cm™* T
"H NMR (400 MHz,
155, | TR(HH3325(s),3193 | ESIMSm/z | DMSO-dg) §7.81 (br
141 157 (s), 1625 (m) 429 t.J =7 Hz, 1H), 7.20
cm’! (IM+H]") (brt,J =7 Hz, 1H),

6.64 (brs, 2H)
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[0922]

3=

Ay (I:lcp) IR (cm™) Az 'H NMR® Be T FNMR
. | "HNMR (400 MHz,
» 164- Esrg/(')i M2 DMSO-dy) 5 8.06 -
167 (IM+HT) 7.94 (m, 4H), 7.12 (br
s, 2H), 3.89 (s, 3H)
"H NMR (300 MHz,
| DMSO-dg) 3 7.90 (dd,
143 137- ESL%% MZ =88, 1.3,2H), 7.34
- 139 ([M+H]*) (t,J =73.8, 1H), 7.30
(d,J = 8.8, 2H), 6.90
(s. 2H)
1F NMR (376 MHz,
"H NMR (400 MHz, CDCl) §
.| CDCl;)87.50 (dd.J 61.82, -61.85,
™ 124- ES%SS Mz _98 53Hz 1H), -116.72, -116.76,
126 (IMEHT) 7.42(dd,J =89,56 -116.81, -116.86,
Hz. 1H), 5.03 (s, 2H), -119.30, -119.33,
3.99 (s, 3H) -119.35, -119.38,
-137.15, -137.24
"H NMR (400 MHz,
DMSO-ds) §13.75 (s,
| 1H),7.95(dd,J =
145 Es%% "MZ | 81,6.7Hz 1H), 748 | FNMR (376 MHz,
(IMH) (dd,J=9.1,19Hz, | DMSO-ds)§-95.25
1H), 7.25 (dd, J =
8.1, 1.9 Hz, 1H), 7.04
(s, 2H)
TH NMR (400 MHz, .
. | DMSO-dg) 7.90 (t,J | “F NMR (376 MHz,
146 IR (d+=h) 3359, 1719, ESH;g MZ 1\~ 79Hz 2H),7.75 | DMSO-ds) §-59.9, -
1619 cm™ ([M+H]*) (d, J = 11.8 Hz, 2H), 1153,
7.64(d,J =8.1Hz, -116.6
2H)
"H NMR (400 MHz,
L65 ESIMS m/z | DMSO-ds) 87.74 -
147 170 381 7.65 (m, 1H), 7.43 -
(IM-H]) | 7.32 (m, 1H), 7.00 (br
s. 2H)
"HNMR (400 MHz, | 1o
CDCL) 3784 ddJ | © Nl\égg;%wz’
ESIMS m/z | =10.6,5.9 Hz, 1H), 6173 _21 %6
148 | 96-98 364 739(dd,J=98,56 11759 11764
(IM+H]") | Hz, 1H), 5.46 (s, 2H), ST
4.01 (s, 3H), 3.96 (s. 1122?) 122 1122%2216
3H) - LI, - .
"H NMR (400 MHz,
151- ESIMS m/z | DMSO-ds) 57.77 (t, J
149 132 385 =72, 1H), 7.63 (t,J
(IM+H] =7.0, 1H), 7.25 (s,

2H), 3.88 (s, 3H)
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[0923]

5] 3]
iﬁf (‘:‘C") IR (cm™) Az 'H NMR" BC = “FNMR
TH NMR (400 MHz,
CDCLy) 6 11.46 (s,
1H), 8.05 - 7.98 (m,
ESIMS iz | 2HD- 784 -775(m. | hop \ip (376 MHZ,
150 284 2H), 7.26 (ddd, J CDCL) 5
(MH]) 184,117, 14 Hz, RPN
1H), 5.85 (dd, J =
117, 1.4 Hz, 1H),
563 (dd, =184, 1.4
Hz, 1H), 5.06 (s, 2H)
TH NMR (400 MHz,
CDCly) 37.53 (dd, J
R ESIMS mz | 2 2% T3HZ IR, | hop v (376 MHZ,
151 130- 310 7.22(ddd,J =73, CDCL) 5
3
132 (NP | 6715 Hz 2H). 487 ool
(s, 2H), 3.96 (s, 3H), :
335 (s, 1H), 2.17 (s,
3H)
IR (¥}h) 751.85, 792.16,
879.37, 933.73, 1013.05,
1094.15, 1058.41, "H NMR (400 MHz,
1117.03, 1200.23, .| cDCL) 87.86-7.68
5y | 12 1247.75, 1267.53, ESH;; MZ A (m, 2H), 7.36 - 7.29
114 1375.51, 1432.34, (MHP) | (T 660 T -
1476.69, 1516.02, 73.3 Hz, 1H), 4.95 (s,
1611.65, 1725.02, 2H), 4.00 (s, 3H)
2961.33, 3378.00, 3505.09
cm’?
. | 'HNMR (400 MHz,
153 | 1609- ES%% Mz | DMSO-dg) 5 13.72 (s,
162.6 eHp) | T 761 (. SH),
7.04 (s, 2H)
. "H NMR (400 MHz,
TR (%) 3486 (). 3378 | poivig s | DMSO-d,) 5772 (m,
154 | 1420 (9).3225(5), 2940 (w). 306 1H), 7.46 (m, 1H),
14| 1768 W) 1719 (W), 1625 | vibie | 211 (br s, 2H), 4.80
(m) cm (s, 1H), 3.79 (m, 3H)
3C NMR (101 MHz,
CDCL) 5 165.33,
. 164.23, 161.59,
C%Iéiv;Rﬁ (74(7)2 1_\47H621’ 152.85, 149 49,
ESIMS m/z 3) 0 178 = 1. 145.46, 133.27,
155 177- 318 (m, 1H), 7.42 -7.29 125.88, 117.79,
180 o | n2m), 4.92 (s, 2H), : :
(IM-HJ) 117.58, 116.64,

3.97 (s, 3H), 2.17 (s,
3H)

114.32, 113.80,
53.01, 14.55; °F
NMR (376 MHz,
CDCly) §-105.97
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[0924]

W ('j‘(‘j’) IR (cm™) A 'H NMR" Be = FNMR
"H NMR (300 MHz,
ESIMS m/z | DMSO-dy) & 8.07 (dd,
156 310 J=8.1,7.0,1H), 7.96
(IM+H]") | -7.85(m, 2H), 7.08
(s, 2H)
TH NMR (400 MHz,
DMSO-de) 5 7.99 (dd,
140- | IR (1)) 3462 (s), 3194 | ESIMS m/z | J =8,7 Hz, 1H), 7.68
157 150 (s), 1610 (m) 411 (dd, J =10, 1 Hz,
(dec) cm’! (IM+HTH 1H), 7.53 (dt,J = 9,
1.5 Hz, 1H), 6.39 (br
s, 2H)
TH NMR (400 MHz,
ESIMS m/z | CDCls)$7.75 (i,
158 387 2H), 7.63 (m, 2H),
(IM-H]") | 7.08 (s, 1H), 4.87 (br
s, 2H), 4.00 (s, 3H)
"H NMR (400 MHz,
139.8- ESIMS m/z | CDCls) §7.60 (mn,
159 112 407 3H), 7.39 (s, 1H),
: (IM+H]") | 5.53 (s, 2H), 4.04 (s,
3H)
TH NMR (400 MHz,
163- ESIMS m/z | DMSO-dg) §7.90 (m,
160 164 342 1H), 7.59 (1. = 6.8
(IM+H]") | Hz, 1H), 7.25 (s, 2H),
3.87 (s. 3H)
"H NMR (400 MHz, .
CDCly) 87.73 (1. = F NMR (400 MHz,
161 11770105 Ef%iﬂ’f)z 77Hz, 1H), 7.32 (4, J CDCL) 5
: =8.9 Hz, 2H), 5.15 61.4,-1133
(s, 2H), 2.23 (s, 3H)
. | "HNMR (400 MHz,
o Esnsvg MZ | DMSO-ds) 3 6.90 -
(IM-2HT 6.70 (br s, 3H), 7.88
(d,J =8.96 Hz, 1H)
"H NMR (400 MHz,
DMSO-dy)  7.75 (dd,
163 162- | IR (2F2h) 3467 (s), 1609 ESH;’?S Mz 7 10,2 Ha, 1H),
164 (m) cm™ (IMEHT 7.60 (dd, J = 8, 2Hz,
1H), 7.52 (t,J = 8 Hz,
1H), 6.55 (br s, 2H)
"H NMR (400 MHz,
DMSO-ds) 63.83 (s,
3H), 5.38 - 5.58 (m,
142 ESIMS m/z | 2H). 6.65 (dd.J =
164 144 382 17.6,11.5 Hz, 1H),
(IM+H]") | 6.98 -7.65 (m, 2H),

786 (d,J =8.5Hz,
2H), 8.03 (d,J = 8.5

Hz 2H)
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[0925]

i‘f}f (‘:'C") IR (cm™) A '"H NMR® BC E== FNMR
. | 'THNMR (400 MHz,
os | 133> ESI?S M2 | DMSO-dg) 5 7.92 (.
135 (IM+HT) 3H), 7.17 (s, 2H),
3.90 (s, 3H)
TH NMR (400 MHz,
. | CDCly) §7.29(d, 2H),
o6 | 1482 ESIggi"”z 7.56 (d, 2H), 5.37
150.9 (IMHH]) (s.2H), 4.02 (s, 3H),
3.93 (s, 3H) 3.18
(s.1H)
TH NMR (400 MHz,
ESIMS m/z | DMSO-dg) 6 13.75 (s,
167 | 69-70 369 1H), 7.77 (m, 1H),
(IM-H]) | 7.64 (m, 1H), 7.16 (s,
2H)
"H NMR (400 MHz,
ESIMS m/z | DMSO-ds) & 7.84 (m,
168 329 2H), 7.68 (m, 2H),
(IM+H]") | 7.25 (s, 1H), 6.72 (br
s, 2H)
TH NMR (400 MHz,
DMSO-ds) 5 7.84 (dd,
5. | R (21 3470 (s), 1716 | ESIMSmz | J =10, 1.5 Hz, 1H),
169 155 (W), 1629 (m), 1606 (m) 411 776 (dd,J =8, 1.5
cm’! (IM+H]") | Hz 1H),7.33 (. =8
Hz, 1H), 6.61 (brs,
2H)
TH NMR (400 MHz,
178.9- ESIMS m/z CDCLy) §7.75 (d,
170 1802 381 2H), 7.32 (d. 2H),
: (IM+H]") | 5.40 (s, 2H), 4.02 (s,
3H)
TH NMR (400 MHz,
DMSO-ds) 5 8.11 -
ESIMS m/z | 7.90 (m, 2}1), 782 | op NMR (376 MHz,
171 356 (dd,J =83,72Hz, DMSO-d,)  -108.34
(IM+H]) 1H), 7.67 - 7.39 (m, 6 ‘
2H), 3.91 (s, 3H),
3.75 (s, 3H)
TH NMR (400 MHz,
DMSO-dg) & 13.69 (s,
ESIMS m/z | 1H),7.91(t,J=7.5
172 161 353 Hz, 1H), 7.71 (t. J =
(IM+H]") | 7.2 Hz, 1H), 7.30 (d,
J =1.7Hz, 1H), 6.93
(s, 2H)
. | 'HNMR (400 MHz,
13 | 1887- ES%SQ "2 | DMSO-dy) 5 13.79 (s,
190.3 (IM+HT) 1H), 7.87 (d,2H), 7.42

(d, 2H), 7.01 (s,2H)
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[0926]

5] 3]
iéf &% IR (cm™) A 'H NMR” BC = FNMR
TH-NMR(400 MHz,
DMSO-dy) 3 6.91 (br
s, 2H), 7.26 (. J =
s ESIMS m/z | 53.88 Hz, 1H), 7.45 -
174 | |73 337 747 (m, 1H), 7.68
: [(M+3H)] | (dd, J = 5.60, 10.64
Hz, 1H), 7.87 (dd, J =
588 10.74 Hz, 1H),
13.68 (br s, 1H)
"H NMR (400 MHz,
| cDClLy) 5834 -824
175 123- Esnzvé% Mz (m, 2H), 7.49 - 7.38
124 (MrHp) | 3HD. 533 (5. 2H),
4.02 (s, 3H),3.92 (s,
3H)
. | "HNMR (400 MHz,
e | 1352- ESH3\4657 Mz CDCL) §7.41 (m,
136.9 (D) | 20691 (L 1H).5.02
(s, 2H), 4.00 (s, 3H)
"HNMR (400 MHz,
| €DCL)57.95 m,
17 | 1075 ESH;4655 MZ A 1H), 7.26 (s, 1H),
110.3 (MHP | 798 (m 1H).6.61 (¢
1H), 4.91 (s, 2H),
4.02 (s, 3H)
TH NMR(400 MHz,
%61 ESIMS m/z | DMSO-ds) §6.99 (br
178 | e 354 s, 2H), 7.28 (t, J =
: (IM+#2H]) | 54.00 Hz, 1H), 7.60-
7.70 (m, 2H)
"H NMR (400 MHz,
| €DCL)37.73 (m,
7o | 1372- ESH3\4153 Mz 1H), 776 (s, 1H),
138.8 (MDY | 695 (m 1H). 485,
2H), 4.01 (s, 3H),
2.30 (s, 3H)
. | 'HNMR (400 MHz,
ESIMS 72 | 150 190-dg) 57.82 (m,
180 267 6
eHpy | 2753744
3H), 6.88 (s, 2H)
TH NMR (400 MHz,
L05. ESIMS m/z | DMSO-dy) 3 7.82 (m,
181 108 281 2H), 7.55 - 7.44 (m,
(IM+HT) 3H), 6.88 (s, 2H),
3.98 (s, 3H)
TH NMR (400 MHz,
ESIMS m/z ]?]1\25709'd‘i) 30}715 81%‘1’ 1F NMR (376 MHz,
183 299 758 Gn. 2H) 733 | PMSO~) -112.86,
(IM+H]) ~eim, =), /. -140.06

(m, 1H), 7.06 (s, 2H),
3.89 (s, 3H)
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[0927]

5] 3l
iéf g% IR (cm™) A 'H NMR" e T PFNMR
TH NMR (400 MHz,
116.5- ESIMS m/z | CDCly) 6 7.26 (m,
184 1188 331 1H), 6.99 (m, 1H),
: (IM+H]") | 4.95 (s, 2H), 3.99 (s,
3H), 2.32 (s, 3H)
TH NMR (400 MHz,
CDCLy) 6 7.62 (m,
185 | 1634 ESH;;% M2 ), 6.97 (m, 1H),
164.8 (M) | 345621, 401,
3H), 3.95 (s, 3H),
2.30 (s, 3H)
TH NMR (400 MHz,
186 147- DMSO-d;) § 7.46 (m,
148 2H), 7.17 (s, 2H),
3.87 (s, 3H)
TH NMR (400 MHz,
CD;0D) & 4.89 (s,
167.4- ESIMS m/z 2H), 7.02 (t,J =
187 1702 351 72.80 Hz, 1H), 7.33
: (M+H]") | (dd,J =6.40,10.80
Hz, 1H), 7.80 (dd, J =
7.20,11.00 Hz, 1H)
TH NMR (400 MHz,
DMSO-ds) 52.28 (s,
3H), 6.80 (brs, 2H),
188 | 1729 ESH;/([)? M2 1 795 (s, 1H), 7.31 (dd,
175.0 (Me2mpy | 7632 1158 Hz,
1H), 7.65 (dd, J =
6.60, 10.36 Hz, 1H),
13.54 (brs, 1H)
TH NMR (400 MHz,
ESIMS m/z | DMSO-~ds) §7.50 -
189 IR (4= 3376, 1737, 317 7.32 (m, 3H), 7.13 (s,
1615 cm (IM+H]) | 2H).387(d. /=23
Hz, 3H)
TH NMR (400 MHz,
163. ESIMS m/z | DMSO-ds) 6 8.13 -
190 165 339 8.04 (m, 2H), 8.02 -
(IM+H]") | 7.92 (m, 2H), 7.08 (s,
2H), 3.89 (s. 6H)
"H NMR (400 MHz, | FNMR (376 MHz,
DMSO-ds) 5 7.86 - | DMSO-ds) & -132.72
_ | 770 (m, 1H), 7.41 (dd,J =21.4,8.8
191 154- ESH;@% M2 (dd, T = 9.5.7.3. 2.1 H2),
157 (MHp) | H2 31, 6.66 ad,J = | -135.29(dd, J = 21.0,
17.6, 11.5 Hz, 1H), 8.7 Hz),
563-538(m, 2H), | -161.04(t,J =213
3.82 (s, 3H) Hz)
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[0928]

5] 3]
if.% (?cp) IR (cm™) Ao 'H NMR" e = FNMR
TH NMR (400 MHz,
DMSO-dy) 5 8.08 (br
oy | 192- ES”;’i M2 s 1H), 7.99 (m, 2H),
195 (IMHH]) 7.87 (m, 2H), 7.47 (br
s, 1H), 7.03 (brs,
2H), 3.89 (s. 3H)
TH NMR (400 MHz,
) CDCls) 8 7.77 (m,
lo3 | 1279 ESIQ/A[‘SG ™z M), 7.39 (m, 1H),
129.2 (IMHH]) 6.89 (1, 1H), 5.49 (s,
2H), 4.02 (s, 3H),
3.97 (s. 3H)
.| "HNMR(400 MHz,
log | 1674- ESH;{? M2 | DMSO-ds) §2.30 (s,
170.2 [(M+H)] 3H), 6.41 (br's, 2H),
7.28-7.45 (m, 2H)
1H-NMR (400 MHz,
CD;0D) 5 4.90 (s,
162.0- ESIMS m/z 2H), 7.01 (t,J =
195 165.0 369 72.72 Hz, 1H), 7.29
: [(M+H)"] (dd,J =6.52,9.76
Hz, 1H), 7.55 (dd, J =
6.36, 10.52 Hz, 1H)
TH NMR (300 MHz,
CDCly) §7.75 - 781
7. | TR(HEH 3480 (5).3345 | ESIMSm/z | (m,2H). 7.67 (t.J =8
196 129 (5), 3186 (W), 2961 (W), 331 Hz 1H), 7.14 (s, 1H),
1717 (s), 1614 (s) cm™ (IM+H]" 6.94 (t,J =55 Hz,
1H), 4.90 (br s, 2H),
4.04 (s, 3H)
"HNMR (400 MHz, | "F NMR (376 MHz,
DMSO-do) 57.86 - | DMSO-ds) & -132.72
) 7.70 (m, 1H), 7.41 (dd,J =214,88
197 156- ESHBV([)% ™2 (tdd, J=9.5,73,2.1 Hz),

158 (IMHHT) Hz, 3H), 6.66 (dd, J = | -135.29 (dd, J = 21.0,
17.6,11.5 Hz, 1H), 8.7 Hz),
5.63-538(m, 2H), | -161.04(t,J =213

3.82 (s, 3H) Hz)
1
"H NMR (400 MHz, F Nl\éﬂ;C(T)%WZ’
ESIMS m/z CDCls) § 7.54(m, 11133 -111 38
198 342 1H), 7.44(m, 1H), 157 11577
(IM+H]) 5.06(s, 2H), 4.00(s, PSS
3H) -115.83, -115.89,
-136.82, -136.92
TH NMR (400 MHz,
145- ESIMS m/z | CDCls) §7.36 (tt, J =
199 Ve 317 5.8, 1.7 Hz, 1H), 7.29
(IM+H]) | -7.15 (m, 2H), 4.97

(s, 2H), 3.98 (s, 3H)
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[0929]

W (':‘C") IR (cm™) A 'H NMR" e ®E= FNMR
TH NMR (400 MHz, | 1o
135 | IR 3498, 3374, ESIMS m/z | CDCly) 87.57 -7.39 F N%gc(‘l‘(;oawL
200 a5 | 1731.1621,1520, 1232 335 (m, 1H), 7.09 - 6.96 1146 3510
i cm’! (IM+HTY | (m, 1H), 4.96 (s, 2H), 1375 1420
4.00 (s, 3H) TS
1H-NMR(400 MHz,
DMSO-ds) 52.28 (s,
. 3H), 3.75 (s, 3H),
a1 | 1359- ESH;’;% MZ 1 724(dd,J = 6.24,
137.7 (IMHHT) 10.98 Hz, 1H), 7.36
(brs, 2H), 7.58 (dd, J
=6.32,10.20 Hz,
1H), 13.5(s.1H)
'"HNMR (400 MHz, | 1o
2097 ESIMS m% | CDCL) 5 8.03 (m, F lecaggzesmz,
202 | 5100 324 1H), 7.42 (m, 1H), Y ; 5
: (IMHH]D | 7.32 (s, 1H), 4.96 (s, 11908
2H), 4.03 (s, 3H) :
1H-NMR(400 MHz,
DMSO-ds) §3.76 (s,
3H), 7.24 (t,J =
b0z | 1437 ESH;S MZ 15400 He, 1H), 7.43
145.5 (IMHTY (brs, 2H), 7.59 (dd, J
=35.60, 10.00 Hz,
1H), 7.78 (dd. J =
5.60, 10.40 Hz, 1H)
"H NMR (400 MHz,
DMSO-dy) & 7.87 (m,
204 131 2H), 7.35 (m, 2H),
7.01 (s, 2H), 3.89 (s,
3H)
TH NMR (400 MHz,
) CDCl3) 6 7.91(m,
205 | 1418 ESIZ/E Mz 1H), 7.38 (m, 1H),
- 145 (IMHHT) 7.35 (s, 1H), 6.90 (t,
1H), 4.90(s, 2H),
4.03(s, 3H)
"H NMR (400 MHz,
159 ESIMS m/z | DMSO-dg) & 7.55 (m,
206 161 299 2H), 7.39 - 7.30 (m,
(IM+H]) 2H), 7.05 (s, 2H),
3.86 (s, 3H)
"H NMR (400 MHz,
130- ESIMS m/z | CDCl3) $8.29 -8.21
207 132 246 (m, 2H), 7.48 (m,
(IM+H]) 3H), 5.66 (s, 2H),
4.06 (s, 3H)
TH NMR (400 MHz,
165.0- ESIMS m/z CDCl3) 6 7.88 (m,
208 166.5 321 1H), 7.42 (m, 1H),
: (IM+H][D | 5.51 (s, 2H), 4.03 (s,

3H), 3.98 (s, 3H)
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[0930]

[0931]

[0932]

[0933]

[0934]

Az A Ax

2= HNR dolgE 2] gehgA 2

gk 400 MHzoll Al CDCls ZollA]

- 175 -

sS=54d
3] 3]
iéf &% IR (cm™) Fge 'H NMR" Bc = YFNMR
TH NMR (300 MHz,
CDCl3) 5 8.01 (brd,J
115 | IR 3496 (5).3377 | ESIMS mz | =8 Hz, 2H), 7.61 (br
209 115 (8), 2954 (w), 1726 (s). 331 d,J =8 Hz, 2H), 6.70
1611 (s) cm™ (IM+H]H (t,J =56 Hz, 1H),
4.93 (br s, 2H), 3.99
(s, 3H)
"H NMR (400 MHz,
159 ESIMS m/z | DMSO-dy) §7.26 (m,
210 o 317 2H), 7.02 (s, 2H),
= (IM+H[D) | 235(d.J=17Hz
3H)
"H NMR (300 MHz,
167 ESIMS m/z | DMSO-dg) §7.23 (m,
211 168 329 (IM-H]" | 2H), 7.08 (s, 2H),
) 3.85(s, 3H), 2.33 (d,
J =2.1Hz, 3H)
"H NMR (400 MHz,
145- ESIMS m/z | DMSO-dy) 8 13.59 (s,
212 " 299 1H), 7.60 (m, 2H),
(IM+H]Y) | 7.42 (m, 1H), 6.94 (s,
2H), 2.30 (s, 3H)
TH NMR (400 MHz,
DMSO-ds) § 7.57 (dd,
ESIMS m/z | J = 14.6,9.7 Hz, 2H),
213 127 313 7.42(t,J =8.1Hz,
(IM+H]") 1H), 7.02 (s, 2H),
3.89 (s, 3H), 2.30 (s,
3H)
"H NMR (400 MHz,
DMSO-ds) & 7.87 (dd,
J =112, 1.6 Hz, 1H),
151 ESIMS m/z | 7.80 -7.68 (m, 2H),
214 154 311 6.76 (dd, J = 17.6,
(IM+HT) | 11.7 Hz, 1H), 6.50 (br
s, 2H), 5.57 (dd, J =
7.3, 0.9 Hz, 1H), 5.53
(s, 1H)
TH NMR (300 MHz,
CDCly) 57.83 -7.77
(m, 1H), 7.76 - 7.69
(m, 1H), 7.48 (dd, J =
97 ESIMS m/z | 8.4.7.6 Hz, 1H), 6.89
215 101 325 (dd,J =180, 11.7
(IM+H]" | Hz, 1H), 5.73 (dd, J =
11.5, 1.4 Hz, 1H),
5.59(dd,J =18.1, 1.4
Hz, 1H), 4.78 (br's,
2H), 3.93 (s, 3H)
111-
216 114
iﬁf 25 IR (cm™) Az 'H NMR" Bc == “FNMR
TH NMR (400 MHz,
CDCl;) 57.80 (d,J =
7 159- 10.4 Hz, 1H), 7.72 d,
161 J = 8.4 Hz, 1H), 7.48
(m, 1H), 4.93 (s, 2H),
4.00 (s, 3H)
S AR BREgy dolEt 2 dehiA ok @ AVRR ol A% BR59 (ESINS)eltt.
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[0935]

[0936]

[0937]
[0938]

[0939]

[0940]

[0941]

[0942]

[0943]

Az F7HE 02 ojud SAde HLE‘HHX] &aL,

SSS0ol 10-2414529

100 ehd @k A= AbEE dehls A9 0 WX 1009 H= A

ol A7t e saath. HolHS ¥ AN e el o] AISIL

F A HAE GAE H7h AS

f
=]

%
o A&
A 95-100
B 85-94
C 75-84
D 60-74
E 45-59
F 30-44
G 0-29

AR A EohF Az 2ol B}

Zol% Al 1 A T TAE YA FFEHAEREH o , 3
(Metro-Mix)360®, A =& ZE]Z(Sun Gro Horticulture))7} 71 13 AlE]
sk, Fol% AEE HE 8-12¢(d) Rd°ﬂ ”ZHO}"’ BZE Fo] ujE 24oA ujeste] 24-29°

AZHh) FF7E AFsGt. BE XEE
AFE 7 w8 v g o AAe AR
97:3, ¥y B3 (v/v)) Fol &sjr71x, 0.
A= 9 FHE (78:20:2, v/v/v)E 345k

FM

9] 97:3 v/y E3E9 HHe Ry 2 B olaxay &I (0,020 EIE X-155 FHIE AE 0 =
(78:20:2, v/v/v)el EFE HAI Jus FFHse &0 dEHom Ity Frle] K&

=519t}
A A st shehaS ddu] 2= (DeVilbiss) ®@ 45

Aok AP F, ZES AR 7 B 24
=3

109 Fo 94

%)
= 4HE AE APES YERE A9l 0 WA 1009 A

drstal, ES-FEA A 9 (MER-g4
e (cm) HA-F ELEO 24|
2] 5 ColA 16

R e
%) 47+ FEES 1.3 nl oMAlE-UHE &HZA= (DMSO;
02% EE]E(Triton) X-155% 3l 4.1 nl E-0|AZ 2 FE-

A% Aode AT, B HES] §AL obHE L DUSO

spelth. mE H/hE 02 ofWd BAE UElA 231, 100
A% Aol Az ew Fasa, T AdA e uel
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[0944]

[0945]
[0946]
[0947]
[0948]
[0949]
[0950]
[0951]
[0952]
[0953]
[0954]

[0955]

[0956]

S==5| 10-2414509

=3
w
N
ko
ot

O
Mﬂ

1SRt gz B ohd 48 Fol

=

& Fol¥ AE 1 Az B

gud

shehe | A8E N2 H g e (%) 98 142 F
W% | (kgai/ha) | AMARE [ AVEFA [ ECHCG | HELAN | IPOHE | SETFA
138 4 A C A A A A
20 4 n/t C A B A
135 4.04 A D A A B C
156 4.04 A C A A A B
16 384 A G E A A D
114 392 A G A A B C
85 376 A F A A F B
142 3.84 A E A A A D
118 232 A A A A A A
45 3.96 A A A A B A
143 4 A nt A A E A
39 2 A C B A D n/t
200 4 A B A A B A
199 4 A it D A C B
206 4.04 A nt G A C G
196 3.84 A D A A B A
181 176 A G G A C G
109 4 nt C A A B A
147 3.96 A C A A A A
215 3.96 n/t F B A A G
214 4.04 n/t D A A A B

AMARE : "H|& (olut&Fs | EREW 52 (Anaranthus retroflexus))

AVEFA @ oFA A (olwlvt s}Fol(Avena fatua))

ECHCG : &3] (o7|=F 2o} AF2~-4|(Echinochloa crus-galli))

HELAN : sfule}r] (et Qb2 (Helianthus annuus))

IPOHE : EAoldad RdE2g (o)X Rofo} 3| detAlol(Ipomoea hederecea))

SETFA : 7}& ol E (AMElglol dlg](Setaria faberi))

kg ai/ha: Jet2d 2237

n/t: A B

HAle B, Eobd Alx &4 H7t

obd AlE 1t Ad Fo TAE AGEE dfrele v ZukaE XE (5-0A A4 AAEdt. AA

o, RE TEZ 332 A& 16A17F Mol As-wIledTt.

obAE = DMSO2] 97:3 v/v EEE Foll &8ir7L, &, ofAE, o]AZT 2L, DNSO ¥ ofzz-dx
£ 59:23:15:1.0:1.5 v/v H]& &f3kaL, 0.02% w/v (F/39])] gﬂ% X-155% g3t

ol Adg s=2 IXNA A AHEES Fhste &5 &4E FEST. A vE

- 177 -



[0957]

[0958]

[0959]

[0960]
[0961]
[0962]
[0963]
[0964]
[0965]

[0966]

Az &} BHE A 1Y T Q5sed. mE
e}

#A5A AL g, (15
A) <) o

Exl
g
£l
=
Ll
off
:clﬂjv
2
N
I
(o

s==4

10-2414529

s EFA. A F
Fob 22-28CeN N FAHE o

2 A, Aew A5

o g =

) 0L owd Az & ¢
0

o

= WERAL, 1002 $HF A= AbE B EYORYEH Fof A3S LPEPT;E AL 0 WA 1009 %= %L:]

A sk, AdlA yebd wRel o] FAEGITr. AE EE, AHEE AEE, ARE AE F 3 2

AH-E F 4o AlFstAdrt.

F 4. F8 39 B osEa ghx Beb ofydh zhm Foll tiE Eobd AR 1 AR 24

o}k 85 A A A A (%) A8 14§

HS (kgai/ha) | AMARE | AVEFA | ECHCG | HELAN | IPOHE | SETFA
138 4 A A A A A A
20 4 n/t A A A A A
135 4.04 A F F A A F
156 4.04 A C A A A A
16 3.84 A F F A A G
114 3.92 A A C A A B
85 3.76 A C A A F n/t
142 3.84 A A F A A n/t
118 2.32 A A A A A n/t
45 3.96 A A A A A A
143 4 B D B A B A
39 2 A B A A A n/t
209 4 A A A A A A
199 4 n/t n/t G D C E
206 4.04 n/t n/t G A A C
196 3.84 A n/t B A A A
181 1.76 A G n/t B B C
109 4 n/t B A C A A
147 3.96 n/t A A A A A
215 3.96 A B A A A B
214 4.04 n/t B A A A A

AMARE : €H|& (olvletF 2 HERZE 52 (Amaranthus retroflexus))

AVEFA @ o 2] (obly} s}Fot(Avena fatua))

ECHCG : B3 (ol7|=F &0} A F2-2¢](Echinochloa crus-galli))

HELAN : &fiu}e}7] (RAg|etF2 eb 2 (Helianthus annuus))

[POHE : TAold =Y RYZF=g (o]ER o} ddetAlol(Ipomoea hederecea))

SETFA @ 7}& ZobA & (Aletelol sul|e] (Setaria faberi))
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[0967]
[0968]
[0969]

[0970]

[0971]

[0972]

on
Ju
Jin
Qi

10-2414529

kg ai/ha: detad A2 4 4%

ok Alg 1 sl AR AE Fo A EE £AHE 64 Ay AEvEHY FEAS s FoaE %
E Yo, Aoz 6.0 WA 6.89 pl 2 ¢ 30 HAES 7] B4 IS 2= WEZ-12@ 360 A4 &
FEo AAdeE. g ol B AGe AES BAsor sk A9, AxlA Ay 9/EE o g
54 2 294 AgE gLl AES W oEk oF 23-29C 9 gF Eek 22-28TC oA A E = diEf 154
o FFANE zhe A 7219 B AT, 9% 2 BS Ar|dew Huista, 23 Aol
QW= F4 ol 1000-9tE WEE WF FHS AT AEo] Al B A2 27l =S
w Al ARSI

o] Al FFES 25 nl frE vpoldol| ¥, 4 mLe] o}
2 FEAAT. AY SiEe] Solshl SaluA o
[e)

1S olHE, &, o&Ax=zd oF, DMSO, of

£G8e Hesta/ At 2euAs
X1
=

12~ (Atplus) 411F & od F5& % =
3t 4 EFE 20 nlZ st UM w2 HEES st Y £ S5 T. =2 vE &
2 mLE olAE % DNSOQ] 97:3 v/v EFE 2 mL, ¥ olHE, &, oA 2d AF DMSO, ofEZ Y 411F
Y HEE 9 EE X-155 AHSHAS 48.5:39:10:1.5:1.0:0.02 v/v H]|Z Ffats =4 EFE 10
]

2 =9 FolWTh 18913 (43 em) ¥ w5 EololA 0.503 Al w|
A8 4o Aol 187 L/has 23S HAE 8002 w=Zo] THlE W= wd B Ey7|R A8 A

| Agaignh. dxd e gv B9as FU8 BAon Byaer.

U T o Hu B 12 oo |moox
fo kX e g . Fo wd Hoor

2

AL, AR EE o] A SghEe] A Uk A
< A1 HlAE] 2] A} wlaste] AlzbH oz AAsta, 08 ofudt
ERFE fhEel ASatar, 1002 g Abdel] Ggsh= 21l 0 WA 100 FAES] M= el H5E 7]
FE A e vl o] ST, AlFE ke, ARSE HEE, AdE Ae F H
5l A2t
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s==4

zel

o

S

Al I Az

ok

Fo}

o

No
a

NI
K

;A\*
~

[0973]

AA B A2 %) A8 149

el
T

ABUTH

BRSNN

CHEAL

EPHHL

HELAN

VIOTR

>

A

A

>

216

140

217

70

140

135

70

140

156

70

140

>>>>>>>>>>§

16

70

=4
—

140

95

70

140

31

70

140

Ql @ O O »| W O T »| = »| »| »| »| »

sl | | P

D = " Q Q) @ W ) O 9| »| W =W ol »

@ 3| | | | | | | | | | | | ] |

Ql Q »| »| | | H FB| | | | 2| > | | >

e B B B e I ] B Il Il e B B I ] B

Q Q@ @ @ = = T| O Il O »| »| »| =W »

[0974]
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s=s3

e mw| OE A A e o) A8 14
(g ai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
149 70 A A B = - R =
140 A A A A A A B
114 70 A A B < - R .
140 A A A A A A A
85 70 A A B 5 - - -
140 A A D A A A G
142 70 A A G < - ~ =
140 A A G A A A B
118 70 A A Y n - R .
140 A A A A A A A
45 70 A A A < - — -
140 A A A A A A A
9] 70 B A C 5 n S .
140 A A B B A B A
143 70 B D 5 5 - = .
140 B B B B A B F
190 70 G G G 5 5 = =
140 G F G F G G G
39 70 F G G 5 = ~ -
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10-2414529

s=s3

T AA AT Ak o0 A8 14D T
(g ai/ha) | ABUTH | AMARE | BRSNN EPHHL | HELAN | VIOTR
140 D G F A A A F
165 70 B B C A A A E
140 A B B A A A A
160 70 F B G D E B G
140 E A G C D A G
204 70 A A B < - - y
140 A A A A A A A
186 70 A A B A A B B
140 A A A A A A A
209 70 A A B A A A G
140 A A B A A A G
134 70 B B A A A A A
140 B A A A A A A
80 70 G ) G < G - =
140 G B G A C C G
199 70 A A B B D C G
140 A A A A B A F
206 70 A A C B A D E
140 A A B B A B D
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[0978]
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10-2414529

s==4

5 s A8E ANZAA A A (%) A8 149 F
(g ai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN [ VIOTR
49 70 A A A A n/t A A
140 A A A A n/t A A
21 70 A A A A A A A
140 A A A A A A A
132 70 A A A A A A A
140 A A A A A A A
157 70 B A A A A A A
140 B A A A A A A
152 70 B B B B A C G
140 B B B B A B G
103 70 E G G G G C G
140 E G F B G C G
99 70 A A A A A A A
140 A A A A A A A
67 70 A A G A A B G
140 A A D A A A G
158 70 A A D A A C G
140 A A C A A C G
141 70 B A A B A A A
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10-2414529

s==4

gwas| 0F
(g ai/ha) | ABUTH VIOTR
140 B A A
70 E G G G C C G
140 E G G G B C G
3 70 B C C A B A G
140 A C A A A A F
70 G D E B A D G
140 E C E B A C G
70 B G B C E B G
140 B G A A A A G
70 A A A A A A G
140 A A A A A A F
70 A B A A A C G
140 A B A A A B G
70 B A B B A C D
140 A A A A A A A
70 C G C B A A G
140 C G A A A A E
70 B A A A A B F
140 B A A A A A E
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10-2414529

s==4

aas wa] EE A 3G B k) AE 14 T
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
88 70 C B A n/t A B E
140 A B A A A B D
59 70 G G F G G D G
140 G G E D G D G
41 70 G G G G G D G
140 G G E D G C G
108 70 E C B D B B G
140 C A B C A A E
122 70 A A A A A B A
140 A A A A A A B
24 70 A C A A A B E
140 A B A A A A A
52 70 A A A A A A A
140 A A A A A A A
9 70 G G G G G G G
140 G G G G G G G
163 70 B A A A A A A
140 B A A A A A A
169 70 B A A A A A A

[0981]
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10-2414529

s=s0)

o gE M 88 AN A A (%) A8 149 F
(g ai/ha) | ABUTH | AMARE | BRSNN [ CHEAL | EPHHL | HELAN [ VIOTR
140 B A A A A A A
22 70 G G e = - _ -
140 G G D C A C G
50 70 D G e = . _ -
140 D G G G A D G
82 70 A A 5 = - - Hu
140 A A B A A A C
72 70 B N 3 T ~ . Hu
140 B A B A A A D
35 70 A C N n - . _
140 A A A A A A A
46 70 A B N - - i Hw
140 A A A A A A A
89 70 B B < - - . -
140 A A A A A A A
84 70 G G G G G nt G
140 G G G G G D G
154 70 G G G = . - -
140 E G D E A C G
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10-2414529

s==53

setE WE “4E N2 A T (%) A4 14Y F
(g ai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
129 70 A A 5 - - - _
140 A A A A A B A
38 70 A B < = - - .
9 A A A A A B A
183 70 C N 5 ~ - w -
140 A A B A A B G
92 70 G B - = K _ -
140 G D E B A C G
140 70 G G G 5 - _ -
140 G G G G B C G
19 70 G G G s o - -
140 G G D G F C G
8 70 A A A A A A A
140 A A A A A A A
26 70 B D 5 = N . -
140 B C F G A B G
29 70 B D = n ~ w -
140 B D D A A B G
63 70 D ) c = - w -

[0983]
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10-2414529

s==4

. 45 NZH A A DA (%) A8 149 5
N (gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
140 B C B A A B A
128 70 G E F E E E G
140 F E E E E E G
58 70 B B D A G A G
140 A A C A G A G
146 70 C C B B € A G
140 B B B B G A G
47 70 A A A A B A G
140 A A A A A A G
125 70 A A A A F A G
140 A A A A E A G
189 70 C A E B G B n/t
140 C A D B G B G
200 70 A A A A A B C
140 A A A A A A A
12 70 C G G G E G G
140 B E G G A G G
126 70 A A C A A B G
140 A A B A A A F
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10-2414529

s=s0)

sas we | OF ANA A FE o0 A8 149
(g ai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN [ VIOTR
69 70 B A T " R . .
140 B A A A A A A
86 70 A n/t C A T n —
140 A n/t A A A A A
100 70 B B 5 < - ~ _
140 B A D A E B G
166 140 G A G D A B G
30 140 E G G G A G G
102 140 G G G G A D G
25 140 G G G e = - .
127 70 A A 5 < — = .
140 A A A A A A A
56 70 A A B < < = >
140 A A B A A B A
3 70 A A B A A B A
140 A A A A A B A
131 70 A A A A A B A
140 A A A A A A A
159 70 A A B A A C G

[0986]
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10-2414529

s=s3

AaE ws | 00 A A e ) A8 14 F
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
140 A A B A A A E
124 70 B A Y < - _ .
140 B A A A A B A
96 70 A B C < c R =
140 A A B A E A G
173 70 D B B 5 s ~ -
140 B A B B E A G
28 140 G A G < < - -
130 140 G G G G n - <
161 70 C B Y < s - <
140 B A A A G A G
53 70 G G G G < - -
140 G G G G A G G
93 70 A A G 5 n = ,
140 A A D A A B n/t
74 70 A A B < - - .
140 A A B A A A A
61 70 B A G c - - -
140 A A G B A A G

[0987]
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10-2414529

s==4

. 45 A A e (%) A8 142 F
N (gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
81 140 A A D A C A G
136 70 A B B A G A G
140 A B B A G A G
78 70 A B B B G A G
140 A A A B G A G
116 70 A C B B G A G
140 A B A B G A G
2 70 A B A A A A F
140 A B A A A A A
101 70 B B A B A B G
140 B B A B A B G
11 70 A A A A A A G
140 A A A A A A E
119 70 C B A A A B G
140 B A A A A B G
107 70 C G G A A C G
140 C G G A A B G
40 66 C G E E G B G
132 A E E D G A G
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10-2414529

s=s3

ows| OF AAA A AR cr) A8 14
(g ai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
150 70 E A E = - . -
140 D A D B A A G
60 70 G G G G = = -
140 G G G G G C G
36 70 G A G = — = .
0 © A G B A B G
57 70 B B 5 5 - - -
140 B A C B B B G
17 70 A A N = — - -
140 A A A A A A G
117 70 A A = - ~ = -
140 A A C A A B G
83 70 G G G S = = -
140 F G G G G B G
111 70 F G S = = . -
140 D G G D G B G
94 70 G G G = = = -
140 G E G B G B G
192 70 G G G G = = -

- 195 -

[0989]



10-2414529

s==53

oete W 4EE NZFE A A (%) A8 14D F
(g ai/ha) | ABUTH | AMARE [ BRSNN | CHEAL [ EPHHL [ HELAN [ VIOTR
140 G G G G G G G
112 70 A Y 5 = - - -
140 A A B B G A G
79 66 B D 5 - = . -
132 A C B A G A G
155 70 G G E B G B G
140 G G D A G B G
66 70 B X = = ~ _ -
140 B A E B A B G
13 70 B B 5 n - . -
140 A A B A F A G
27 70 D D 5 = _ - .
140 C C D B A B A
77 70 B A c n - _ -
140 A A B A A B G
145 70 E C = = - . -
140 D A A A D A G
37 70 E B < - _ - .
140 D B A A A B A

[0990]
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10-2414529

s==53

g | TE AE GG A %) A8 142 T
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
73 70 B N < = . . _
140 B A A B D A E
171 70 C B B B A B A
140 B A B B A B A
43 70 B y < . = _ -
140 B A A C D A A
1 0 B A A A A A A
140 B A A A A A A
115 70 B A D A A B A
140 B A C A A A A
110 70 A A A A A A E
140 A A A A A A E
197 70 A A A A A B D
140 A A B A A B C
191 70 D A A A A A E
140 A A A A A A E
137 70 C G G G G E G
140 B G G E D D G
98 70 G G G s - - _
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[0991]



10-2414529

s==4

aas wa] EE A 3G B k) AE 14 T
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
140 G G G G G G G
32 70 D C G A A B G
140 D A E A A B G
5 70 G G G G G B G
140 G G G G G B G
151 70 A n/t C A G B G
140 A n/t B A G B G
87 70 B n/t A B G B D
140 B n/t A B G B B
123 70 G A G G A C G
140 G A D G A C E
70 70 A A C A A B D
140 A A B A A A C
44 70 F C G C B B G
140 D A G B A A G
65 70 G A G D A B G
140 G A F C A A F
144 70 B A B B C B C
140 A A A A B A B

[0992]
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10-2414529

s==53

goag| OE AR A %) A8 14D F
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
148 70 C G 5 = - . _
140 C G D A C D D
90 70 B A . - — . -
140 B A A A A C A
162 70 B A A A A B A
140 B A A A A B A
68 70 B A N - R - _
140 B A A A A G A
202 70 A A C A A A D
140 A A B A A A D
198 70 D D C B E A F
140 C A C A D A D
208 70 G G G G F G G
140 G G G G E E G
205 70 A A D A A B E
140 A A B A A A D
176 70 A A A B A A F
140 A A A B A A E
193 70 D C D B B D G
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[0993]



10-2414529

s=s3

T T B N7 A Ak 0n) A% 149 T
(gai/ha) | ABUTH | AMARE | BRSNN | CHEAL | EPHHL | HELAN | VIOTR
140 C A D A A C F
177 70 B C F C A F G
140 B B C B A G G
179 70 A A F A A B G
140 A A E A A B G
184 70 A B B B B A G
140 A A A A A A G
185 70 F G F D C C G
140 E G E A B B G
174 70 C A A A A A E
140 C A A A A A D
178 70 C A A A B A F
140 C A A A A A E
203 70 F E F B A D G
140 F A E A A C F
187 70 E A C C A E G
140 D A C A A D G
195 70 G G E E F D G
140 G E D C F B G

[0994]
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[0995]
[0996]

[0997]
[0998]
[0999]
[1000]
[1001]
[1002]
[1003]

[1004]
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Ql Q] QO @ @ & 2
=
ABUTH : oA 7] (o}i-el& vl X} ~E]|(dbutilon theophrasti))
AMARE : EH|E (oln}@t5x U ERZ 2 (Anaranthus retroflexus))
BRSNN : A=A} HA, b=t (DA 7 YF2~ (Brassica napus))
CHEAL : Yol (AxXtx &= (Chenopodium album))
EPHHL : ©FA XM E]o} (¥ =2n|o} 3| el ZZ & (Euphorbia heterophylla))
HELAN : sfiu}e}7] (RAg|etF2 eb 2 (Helianthus annuus))
VIOTR : oFA x| (W22} Eg|ZFZE(Viola tricolor))

g ai/ha: Aet2 15 &4 A

n/t :

Sh

AlAsHA S
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10-2414529

s==4

3}
=

[1005]

Sere W X 4F N AAF D (%) A8 149D F
(g ai/ha) | CYPES | DIGSA [ ECHCG | SETFA | SORVU | ORYSA | TRZSS [ ZEAMX
20 70 A A A A A D C A
140 A A A A A D C A
216 70 B F A F B G G B
140 A C A E B G F B
217 70 B B A A B D C B
140 B B A A B C C A
135 70 B D A D C G F C
140 A C A C B G F C
156 70 D D C B D G E C
140 B C B A D G D C
16 70 A D C E D G F B
140 A C A D D G E B
95 70 E G B G D G G G
140 C G A G D G G G
31 70 G D C G G G G G
140 G D B G G G G G

[1006]
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10-2414529

s==4

A WE 285 A2 A A (%) A8 149§
(g ai/ha) | CYPES | DIGSA [ ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
149 70 A F A F A G F C
140 A F A F A G E B
114 70 A D A D A G F B
140 A D A C A G E B
85 70 B F A E C G F C
140 B F A C B G F C
142 70 C D C G E G G E
140 B D B G E G F D
118 70 A C A E A F C D
140 A B A D A E C B
45 70 B B A B D E D B
140 A B A B A D C A
91 70 A B A C C G E B
140 A B A B C G E B
143 70 B C A C B G E B
140 B C A C B F D B
190 70 G G G G G G G G
140 G G G G G G G G
39 70 D F B G F G F D

[1007]
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10-2414529

s=s3

oeE WM 98E NZAA A 2 (%) D8 149 F
(g ai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
140 C E B F D G E D
165 70 A D B D D G E C
140 A D A B D G E A
160 70 G G G G G G G G
140 G G G G G R - -
204 70 B D A G C G E C
140 B D A E B G D C
186 70 B E B G D G D C
140 B D A D C F D B
209 70 B E A E A G G C
140 B D A C A G G B
134 70 A C Y < = - - _
140 A B A A B E C D
80 70 G G G G G G G G
140 G G G G G G G G
199 70 G G G G G G G G
140 G G G G G G G G
206 70 G G G G G G G G
140 G G G G G G G G

[1008]
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10-2414529

s=s3

I3E He AEE N A e (%) A4 149 F
(g ai/ha) [ CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX

1% 70 F G G G G G G G
140 E G G G F G G G

213 66 G G B G C G G D
132 E G B G A G G C

e o B E A G C G G G
140 B E A G C G G C

181 70 A G G G G G G G
140 A G G G F G G F

212 70 G G C E D D D C
140 F F B C C D D B

211 70 E G E E G G G F
140 D G B D F G G E

109 70 A B A A B E E B
A e A A A A E D B

147 70 A B A G A D D A
140 A A A A A C D A

210 70 G G D C G G G G
140 G G C B G F G E

5 qo w C A B B G D C

[1009]
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10-2414529

s==53

soms | 0E NZAH A %) A8 14D F
(gai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
140 A C A A B G D B
215 70 A G a G m < - _
B ¢ A G D G G E
214 70 A G X S = < . _
140 A G A F B E G B
175 70 G G G S = = - _
140 G G G G G G G G
7 70 C C C D B G F A
140 B B A A B G E A
62 70 A B A A C G E C
140 A B A A C G E B
64 70 E D E F F G F A
140 D B B D E G E A
76 70 G C B E E G E G
140 F B A D E F E A
172 70 A C A A C G E A
140 A C A A C G D A
106 70 G G a 5 = < - -
140 G G G G G G G G
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10-2414529

s=s3

st AT 488 ANAE A T (%) A8 149 F
(g ai/ha) | CYPES [ DIGSA [ ECHCG | SETFA | SORVU [ ORYSA | TRZSS [ ZEAMX
49 70 A D B D A G E A
140 B C A A A G D A
21 70 A C A A A G D A
140 A C A A A G D A
132 70 E B B S = - - >
140 B B C D A G F A
157 70 E C Y < = - - _
140 E B A A A G E A
152 70 D E n/t G E G G n
140 A C B E E G G A
103 70 G G G G G G G G
140 E G G G G G G G
99 70 n/t C A N < . - —
140 A B A A A G D A
67 70 A D B G B G G G
140 A C A G B G G E
158 70 E D D G B G G G
140 E D C G B G E G
141 70 G C B c = - . .

[1011]
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10-2414529

s==4

. A 8E A2 Ad A (%) A8 149 5
N (g ai/ha) [ CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
140 A C A A B G D A
104 70 G G G G G G G E
140 E G G G E G G A
133 70 F G G E D G F A
140 E D D C C G F A
71 70 G D B D F G F A
140 G E B D E G E A
121 70 E G G G E G G A
140 E G G G D G G A
168 70 A C A A A G D A
140 A C A A A G D A
4 70 E D C D C G C G
140 A C B D C G C G
97 70 A E G G G G F A
140 A E D F F G D A
18 70 A G G G F G F A
140 A F E G G G F A
54 70 E G A C D G E A
140 A D A C C G E A
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10-2414529

s==s5

S | O NAH A A2 %) A8 142 F
(gai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
88 70 B G C D C G D E
140 A G C B B G D E
59 70 G G G G G G G G
140 G G G G G G G G
41 70 G G G G G G G G
140 G G G G G G G G
108 70 E D E E G G F G
140 F D C F F G F E
122 70 A E B n/t A G E A
140 A E A A B G E A
24 70 A E A D B G G N
140 A D A B B G F A
52 70 A B D n/t A G F A
140 A B C B A G F A
9 70 G G G G G G G G
140 G G G G G G G G
163 70 A C B B B G 5 5
140 A B B A B G D D
169 70 A C C A A F T N

[1013]
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10-2414529

s==s5

Sgare W 88 ANZA RG  (%) 98 142 F
(g ai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
140 A B C A A F B Y
22 70 G G G G G G G G
140 G G E G G G G E
50 70 G G E F G G G A
140 G E C E G G G A
82 70 A G E G G G F N
140 A G B G E G T Y
72 70 G E A E B G D 5
140 A D A C A G D )
35 70 A E F G E G F N
140 A B B E D G E Y
46 70 A E B C E G B B
140 A D B B D G D E
89 70 E E B B B G G B
140 A D B B A D B A
84 70 G G G G G G G G
140 G G G G G G G G
154 70 G G E G G G G G
140 G G E G G G G G

[1014]
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s==4

SaE N A48E A A A A (%) A8 14 5
(g ai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX
129 70 A D C n/t A G E D
140 n/t D C n/t A G E C
38 70 A C A A B G D B
140 A C A A B G D A
183 70 G G n/t G F G G G
140 G G n/t G E G G G
92 70 G D n/t n/t F G F D
140 G D n/t n/t E G E D
140 70 G G n/t n/t G G G G
140 G G n/t n/t G G G G
19 70 G G G G G G G G
140 G G G G G G G G
8 70 A C B C A F D D
140 A B B A A E C B
26 70 n/t G G G G G E G
140 n/t G G G G G E E
29 70 F F G G E G G G
140 E D G G E G G G
63 70 n/t D C n/t G G D D

[1015]
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10-2414529

s==4

ER s

AP A A (%) A8 142 F

F5E W o
(gai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX

140 n/t D A A F G D D

128 70 G F E C G G G G
140 G F E C G G G G

58 70 A D G n/t E G E D
140 A C C n/t E G D D

146 70 A D C n/t F G D D
140 A D B n/t F G C D

47 70 B C B B B G E B
140 A C B A B G E B

125 70 A D n/t B D G D D
140 A D n/t A B G D D

189 70 G G n/t G G G G G
140 G G n/t G G G G G

200 70 G C C E G G F E
140 E C C C G G F D

12 70 F G G G G G G G
140 E G G G G G G G

126 70 D C A G C G G G
140 F B A C B G G D

[1016]
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10-2414529

s==53

Shote WE AEE AZEE A T (%) A4 149 F
(g ai/ha) | CYPES | DIGSA | ECHCG | SETFA | SORVU | ORYSA | TRZSS | ZEAMX

48 140 G D C e G - . -
23 70 E C B G B G G G

140 C C A E A <ns1:XMLFault xmlns:ns1="http://cxf.apache.org/bindings/xformat"><ns1:faultstring xmlns:ns1="http://cxf.apache.org/bindings/xformat">java.lang.OutOfMemoryError: Java heap space</ns1:faultstring></ns1:XMLFault>