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da=x?]
B

22y

1H NMR

m/z

305

(RI4ES)—1—(1—(1, 1 —Y4FF
TR —2H—FF 7 —4—A )
TF) —N— ((4—ARFT —6—AF 1
—2—FFY—1, 2—TrFary—3
—ANYAFN) —2—AF L —1H— AV
F—n—3—=NR X TIF

(400MHz, DMSO-de) 5 11.66 - 11.52
(m, 1 H), 7.80 - 7.67 (m, 2 H), 7.67 -
7.58 (m, 1 H), 7.16 - 7.02 (m, 2 H),
6.15 (s, 1 H), 4.32 (d, J= 4.5 Hz, 2 H),
3.84 (s, 3 H), 3.24 - 3.06 (m, 2 H), 2.91
- 2.77 (m, 1 H), 2.75 - 2.65 (m, 1 H),
2.60 (br. 5., 3 H), 2.35 - 2.23 (m, 1 H),
2.20 (s, 3H), 1.93 - 1.76 (m, 2 H), 1.56
(d, J= 6.5 Hz, 4 H), 1.17 - 1.03 (m, 2
H)

486

435

(RXiES) —4—(1—(3—(((4, 6—¥
AFN—2—FFV—1, 2—TeFrryy
=3 — AN AFN) FIINEA ) — 2
—AF N —1H—A R —n—1—A)
TF ) ERY D — 1 — BN R L Eitert
—7Fn

521

436

(RX}2S) ~4—(1—- (83— ({((4— (¥
NWABANFY) —6—AF NV —2—FFY
—1, 2—YEeRFeEYPr —3— A1) AF
MY DN RE ) —2—AF o~ 1TH — A
YR—=N—1—AN) ZF RN —
1— R Btert— 7 F 1

573

437

(RX13S)—4—-(1—- (8- ((4—=%F
N—B6—AFN—2—FFY—1, 2—b
FeEVIY —3— A1) AF ) B SE
AN) —2—AF N —1H—AF——1
—AN) TF V) ERYD — 1 — R
Mtert— 7 F 1

535

298

(RXIES) —N—((4— A ¥ —6—AF
N—2—FF%V—1, 2—rRetyoi
—3—AN)AFN) =2—AF L —1—(1
—(FFFeRkr—2H—FS5r —4— A1)
xF ) —1H— A F— —3—H 7R
F7IN

(400MHz, DMSO-dg) 8 11.60 (s,
1H), 7.73-7.62 (m, 3H), 7.60 (d, 2H)
7.07-7.05 (m, 2H), 6.15 (s, 1H) 4.33
(s, 1H), 4.21-4.11 (m, 1H), 3.92 (br.d.,
1H), 3.65 (d, 1H), 3.34-3.32 (m, 1H),
3.02 (t, 1H), 2.61 (s, 3H), 2.48-2.44
(m, 1H), 2.20 (s, 3H), 1.84-1.81 (m,
1H), 1.54 (d, 3H), 1.40-1,38 (m,12H),
1.25-1.22 (m, 1H}, 1.08-1.04 (m, 1H),
0.86 (br. 5., 1H), 0.58 (br. d., 1H)

438
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(101) JP 5989805 B2 2016.9.7
oooooao
fesh S35 H NMR wz
&7
(400MHz, DMSO-dg) 8 = 11.57 (br. 5.,
1H), 7.75 - 7.67 (m, 2 H), 7.48 (d, J=
10.7 Hz, 1 H), 6.90 (t, J= 8.5 Hz, 1
(R XiX S)—6—744u—N—((4|H),6.13(, 1H),4.29(d, J=4.5Hz, 2
—ANF Y —B6—AFN—2—FFYV—1, | H), 412 (br. s, 1 H), 3.94 - 3.87 (m, 1
300 | 2—VeFRY L —3—A)AF ) — | H), 3.83 (s, 3 H), 3.64 (dd, /= 3.6, 456
2—AFNV—1—(1—(F+FeFr—2H | 10.9 Hz, 1 H), 3.35 (br. s, 1 H), 3.05
—EFr—4—AN)=FNA) —1H—4> | (br. 5., 1 H), 2.56 (s, 3 H), 2.45 - 2.37
R —8—HNRETIK (m, 1 H), 2.18 (s, 3 H), 1.81 (d, J =
12.7 Hz, 1 H), 1.50 (d, J= 6.9 Hz, 3
H), 1.40 - 1.29 (m, 1 H), 1.11 - 0.99
(m, 1 H), 0.61 (br. 5., 1 H)
(400MHz, DMSO-de) 8§ 11.57 (s, 1
H), 7.75 (s, 2 H), 7.66 (d, J= 8.9 Hz, 1
(RSUES) — 6— 71— N— ((4— AN H), 7.08 (d, J=8.5 Hz, 1 H), 6.14 (s, 1
| o 6 AF—o—ddy—1, 29—k H), 4.30 (d, J= 4.5 Hz, 2 H), 4.21 -
PR 4.05 (m, 2 H), 3.91 (d, J=11.4 Hz, 1
314 | R UL —3—AN) AF L) —2—AF B
N 1— (1= (FFSERm— 2 — ESe H), 3.85 (s, 3 H),_3.65 (d, J=10.5 Hz, | 472
A L) — 1H e | 1 H), 3.02 (t, J=11.3 Hz, 1 H), 2.58
B LRE L TSR (s, 3H), 2.46 - 2.31 (m, 1 H), 2.19 (s, 3
H), 1.82 (d, J= 12.0 Hz, 1 H), 1.59 -
1.45 (m, 4 H), 1.44 - 1.29 (m, 1 H),
0.57 (d, J=12.9 Hz, 1 H)
(400MHz, DMSO-ds) 8 = 11.59 (s, 1
H), 7.67 - 7.59 (m, 2 H), 7.03 (s, 1 H),
6.75 - 6.68 (m, 1 H), 6.14 (s, 1 H), 4.30
(RX13S) —6—ArFL —~N—((4—2k | (d, /= 5.1 Hz, 2 H), 4.10 (dd, J= 7.5,
F—B—AFN—2—AFY—1, 2—¥ | 10.4 Hz, 1 H), 3.91 (dd, = 3.0, 11.3
321 | EFabE UL —3—AN) AF ) —2—FA | Hz, 1 H), 3.83 (s, 3 H), 3.80 - 3.76 (m,
FL—1—(1—(FFeFo—2H—-Y5 | 3 H), 3.68 - 3.60 (m, 1 H), 3.38 - 3.32 168
v —4—AN)=FN) —1H— A F—/V | (m, 1 H), 3.10 - 3.00 (m, 1 H), 2.56 (s,
—3—ALRFLTIN 3 H), 219 (s, 3 H), 1.83 d, J=12.7
Hz, 1 H), 1.55 - 1.43 (m, 4 H), 1.34
(br. s., 1 H), 1.10 - 0.96 (m, 1 H), 0.62
(d, J=13.4 Hz, 1 H)
(RX S)—=N—(d— (7 durbs
V) —B6—AFN—2—FFY—1, 2V
335 | EREEUI L —3—A ) AF L) —2— 5
F—1—(1—(FroeFu—2H—-7 474
V=4—AN) F)) — ITH— A F—
—3—HABRFLTIF
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A=y
E=

ZA¥E

1H NMR

m/z

394

(RXFS)—N—((4, 6 - AF 1 —2
—AF/—1, 2— VROV —3—A
W)AFN) = 2~2F)—1—{(1— (Fh
TR —2H—E52 —4— A1) =F )
—1H—AYR—N—3—HNABFLTI
e

422

291

(£)-N—((4—AP%>—6—RAF L —
2—AFY—1, 2—rRary —3—
ANYAF L) —2—AF N —1—(1—(3
—AF A —3—AN)F )
—1H~ A RF— A —3—HARFL TSI
o

(400MHz, d5-DMSO} & 11.59 (br. s.,
1H), 7.72 (br. 5., 2H), 7.05 (d, J = 7.58
Hz, 3H), 6.14 (s, 1H), 5.03 - 5.16 (m,
1H), 4.64 (d, J = 6.24 Hz, 1H), 4.43 -
4.54 (m, 1H), 4.32 (4, J = 4.24 Hz,
2H), 4.19 (4, J = 5.80 Hz, 1H), 4.10 -
4.16 (m, 1H), 3.84 (s, 3H), 2.53 - 2.71
(m, 3H), 2.20 (s, 3H), 1.72 (d, J = 6.91
Hz, 3H), 1.00 (s, 3H)

424

442

(RMJIS)—6—nu—N—((4, 6 -
AFI—2~FFY—1, 2— LRy
V—=3—AN)AFN) —2—AF ) —1 —
(1— (FroeFE—2H—~E5 —4— A
M TF)N) —1H— A R——3— 3
AELTFIR

456

413

(RYIXS) —N— ({4, 6T AF N —2
—FFY—1, 2—LeRFut’yi —3—.1
M) AFN) —2—AF N ~6— (EVD —
3—AN)—1~(1— (FhFRo—2H—
VI —Ad—A ) TF) —1TH— AR
— N —3— AR ELTIR

(400MHz, DMSO-de) & 11.54 (s, 1
H), 8.92 (br. 5., 1 H), 8.53 (br. 5., 1 H),
8.10(d, /= 8.0 Hz, 1 H), 8.02 (s, 1 H},
7.91-7.82 (m, 1 H), 775 (d, J= 8.7
Hz, 1 H), 7.54 - 7.40 (m, 2 H), 5.89 (s,
1 H), 4.39 - 4.27 (m, 2 H), 4.24 - 4.12
(m, 1 H), 3.93 (d, /= 7.6 Hz, 1 I),
3.66 (d, J= 74 Hz, 1 H), 3.04 (t, J=
12.5 Hz, 1 H), 2.61 (s, 3 H), 2.48 -
2.37 (m, 1 H), 2.26 (s, 3 H), 2.12 (s, 3
I, 1.86 (d, J= 12.5 Hz, 1 H), 1.63 -
1.48 (m, 4 H), 1.46 - 1.32 (m, 1 H),
1.17-0.99 (m, 1 H), 0.65 (d, J=12.7
Hz, 1 H)

499
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gbooooao

=g
B

4% 1H NMR m/z

(RXIES)—N—((4, 6 =Y AF L —2
~FFV—1, 2—VeRa P —3— A
W) AF ) = 2= AF ) —6— (BT
—2—AN)—1—(1—(FI+FeRFu—-2H
—EI—4—AN)TFN) —1H—~ A
R——3—HARFLFIF

443 500

(RXIES)—N—((4, 6—VAF L —2
—FFV—1, 2—TERrtUP —3—1
N)AF) —2—AF ) —1— (1— (Fh
M oSy —a— () = FA) 505
—6—(FT7S—N—d—AN) —1H—4
U= —3—HNLRFLTIR
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o=y
F

2y

H NMR

m/z

379

(RXIES) —N—((4, 6T AF
N—2—F4F%Y—1, 2—rRrt’
VI —3—AN)AF ) —2—A
F—1—(1— (-4
AN =FN) —1H— A F— N —
S—HNRFTTIF i

(400MHz, DMSO-d¢) 8 11.61 (br. s, 1
H), 8.52 (d, /= 10.3 Hz, 1 H), 8.14 (br. s.,
1H),7.75({d, J=7.8 Hz, 1 H), 7.68 - 7.58
(m, 2 H), 7.15 - 7.03 (m, 2 H), 5.90 (s, 1
H), 4.38 - 4.25 (m, 2 H), 4.25 - 4.14 (m, 1
H), 3.37(d, /= 12.0 Hz, 1 H), 3.08 (d, J=
12.7 Hz, 1 H), 2.91 (d, J=12.7 Hz, 1 H),
2.73 - 2.61 (m, 2 H), 2.58 (s, 3 H), 2.27 (s,
3 H), 2.12 (s, 3 H), 2.07 (br. 5., 1 H), 1.56
(d, /=6.9 Hz, 3 H), 1.46 (br. 5., 1 H), 1.16
{d, /= 11.1 Hz, 1 H), 0.86 (d, /= 13.4 Hz,
1H)

421

438

(RXIIS) —N—(4— (7ra
DANYY) —6—AFN—2—FF
V=1, 2—LrRae’d —3—"
A)AFN) —2—RAF L —1—(1
— (BT —ad—AN) TF )
—1H—A VK= —3—HNRF
TIF KRR

473

439

(RXiES) —N—((4—=F N —6
—AF N —2—FFJ—1, 2—Tk
RaE Yy —3— AN AF) —2
—AFNL—1—-(1— (T —
A—AN)=FN) —1H—AF—
N—3—HNURFLTIN EEE

435

376

(RX¥IES)—1—(1—-(1—(7E
FIU—3—AN) RV —4—
ANy =F Yy —N— ({4, 6—A
FN—2—-FFV—1, 2— b
EUY —3—AN) AFI) —2—
AFN—1H— A —N—3—%
NWRFTIR EESR

(400MHz, DMSO-de) 5 12.27 - 12.10 (m,
1 H), 11.96 - 11.72 (m, 1 H), 9.80 (br. s., 1
H), 9.19 (br. s., 2 H), 7.89 - 7.67 (m, 2 H),
7.62 (d, J= 7.6 Hz, 1 H), 7.09 (quin, J=
6.6 Hz, 2 H), 5.99 (s, 1 H), 4.59 - 4.36 (m,
3 H), 4.24 - 3.95 (m, 2 H), 8.48 (d, J=13.2
Hz, 1 H), 3.17 (d, /= 12.0 Hz, 1 H), 2.87
(br. s., 1 H), 2.70 (br. 5., 2 H), 2.58 (s, 3 H),
9.34 - 2.25 (m, 3 H), 2.19 - 2.10 (m, 3 H),
1.756(d, /=12.3 Hz, 1 H), 1.57 (d, J=6.7
Hz, 3 H), 1.47(d, J=12.7Hz, 2 H), 1.33 -
1.21 (m, 2 H), 0.85 (d, /= 13.6 Hz, 1 H)

476
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=X
&5

AR

1H NMR

m/z

336

(RXHES) —N— ({(4—ArF
—6—AFN—2—FFV—1,
2—~YeRayor —3—A1)
AFN) —2—FAF ) —1—(1—
(1— (AFNANLR=A)ERY
Vr—A4—AA)FNV)—1H
— AP —3—HARE
TIR

(400MHz, DMSO-ds) & = 11.59 (s, 1 H), 7.78 -
7.66 (m, 2 H), 7.64 - 7.57 (m, 1 H), 7.06 (s, 2
H), 6.14 (s, 1 H), 4.31 (d, J= 4.9 Hz, 2 H), 4.25
-4.15 (m, 1 H), 3.83 (s, 3 H), 3.63 (s, 1 H), 3.40
- 8.33 (m, 1 H), 2.79 (s, 3 H), 2.75 - 2.65 (m, 1
H), 2.60 (s, 3 H), 2.45 - 2.27 (m, 1 H), 2.19 (s, 3
H), 2.06 - 1.98 (m, 1 H), 1.55 (d, /= 6.9 Hz, 3
H), 1.45 - 1.36 (m, 1 H), 1.28 - 1.18 (m, 1 H),
1.14 - 1.03 (m, 1 H), 0.83 - 0.74 (m, 1 H)

515

337

(RMIXS)—1—(1—(1—(2
—bReF —2—2F 17 o8
IAMNEARYS s —4— A )L)
FN) —N—((4—AbF —8
—AF N —2—FFV—1, 2—
PRl —3— A N) AF
W) =2—AF N —1H— AR
— L —3—HNRETIR

(400MHz, DMSO-dg) 8 11.58 (br. s, 1 H),
7.77 - 7.67 (m, 2 H), 7.66 - 7.60 (m, 1 H), 7.06
(s, 2H),6.14 (s, 1 H), 5.32 - 5.23 (m, 1 H), 4.31
(d, J=4.5 Hz, 2 H), 4.19 - 4.10 (m, 1 H), 3.83
(s, 3H), 2.75 - 2.62 (m, 2 H), 2.58 (s, 3 H), 2.19
(s, 4 ), 2.00 - 1.90 (m, 2 H), 1.54 (d, J= 6.7
Hz, 3H), 1.32- 1.18 (m, 8 H), 0.87 - 0.78 (m, 1
H), 0.77 - 0.67 (m, 1 H)

523

342

(RXIES)—1—({1~(1—AY
FFINEEALRN D — g — A )))
TF ) —N— ((4—AbF—
6—AFNL—2—FHFV~1, 2
—VERa) i —3— ) A
F)—2—=AF N —1H—A Y
R —3—HARELTIN

(400MHz, DMSO-dg) 8 = 11.59 (s, 1 H), 7.75
(d, J=7.4Hsz, 1 H), 7.72 - 7.67 (m, 1 H), 7.64
(d, /= 8.0 Hz, 1 H), 7.14 - 7.01 (m, 2 H), 6.15
(s, 1 H), 4.58 - 4.46 (m, 1 H), 4.32 (d, J= 4.9
Hz, 2 H), 4.09 - 3.99 (m, 1 H), 3.84 (5, 3 H),
3.81 - 3.72 (m, 1 H), 3.08 - 2.97 (m, 1 H), 2.92 -
2.81 (m, 1 H), 2.78 - 2.65 (m, 3 H), 2.50 (br. s.,
3 H), 2.20 (s, 3 H), 2.03 - 1.90 (m, 1 H), 1.59 -
1.47 (m, 4 H), 1.02 - (.86 (m, 6 H), 0.78 - 0.69
(m, 1 H)

507

344

(RXiXS) —N—((4— (71
AAREL) —6—AF N —2—
FHFY—1, 2—VrRuryiss
—3—AN)AF L) —2—AF
=1—(1— 01— (AFr2L
R YD —4— o))
Z=FN)—1H~- A F—1—3
—HARHETIF

(400MHz, DMSO-dg) 8 12.02 - 11.95 (m, 1
H), 7.74 (d, J= 8.0 Hz, 1 H), 7.66 - 7.57 (m, 2
H), 7.11 - 7.00 (m, 2 H), .08 (s, 1 H), 4.32 (4, J
= 4.5 Hz, 2 H), 4.18 (d, J= 7.1 Hz, 1 H), 3.64
(d, J=12.3 Hz, 1 H), 3.36 (d, J= 12.0 Hz, 1 H),
2.79 (s, 3 H), 2.75 - 2.65 (m, 2 H), 2.58 (s, 3 H),
2.45 - 2.27 (m, 2 H), 2.20 (s, 3 H), 2.07 - 1.98
(m, 1 H), 1.55 (d, J=6.9 Hz, 3 H), 1.40 (d, J=
8.2Hz, 1 H), 1.10 (d, /= 8.9Hz, 1 H), 0.79 (4,
J=12,5Hz, 1 H)

561
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(A=Xy
BE

H R

1H NMR

miz

345

(RX#ES)—1—-(1—(1— (=
F AN TR= A ) — 4
—AA)ZF ) —N—{(4—2
Fpl —8—RAFN—2—FFY
—1, 2— Ry —3—
AN) AF V) —2—AF ) —1H
— A= —3— BN FL
TIK

(400MHz, DMSO-de) 3 11.57 (s, 1 H), 7.75 (4,
J=28.0 Hz, 1 H), 7.69 (t, J= 5.0 Hz, 1 H), 7.62
d, J="7.4Hz, 1 H), 7.06 (d, J= 7.1 Hz, 2 H),
6.15 (s, 1 H), 4.32 (d, /= 5.1 Hz, 2 H), 4.25 -
4.15 (m, 1 H), 3.84 (s, 3 H), 3.73 - 3.65 (m, 1
H), 3.45 - 3.36 (m, 1 H), 3.02 - 2.93 (m, J= 7.8
Hz, 2 H), 2.87 - 2.77 (m, 1 H), 2.75 - 2.66 (m, 1
H), 2.60 (s, 3 H), 2.42 - 2.30 (m, 1 H), 2.20 (s, 3
H), 2.06 - 1.97 (m, 1 H), 1.58 - 1.48 (m, 4 H),
1.42 - 1.31 (m, 1 H), 1.17 (t, J= 7.5 Hz, 3 H),
1.13-1.00 (m, 1 H), 0.83 - 0.73 (m, 1 H)

529

355

(RXIES)—1—(1—(4— (o
IR R ) e
FI)TF ) —N—((4— 2
Fy —B—RAF N —2—FFY
-1, 2— ¥Ry —3—
AN) AFN) —2—RAF N —1H
— A= —3—HREF
TIF

(400MHz, DMSO-dg) & 1159 (s, 1H),
7.76-7.69 (m, 2H), 7.62 (d, 1H), 7.10-7.03 (m,
9H), 6.15 (s, 1H), 4.32 (d, 2H), 4.29-4.26 (m,
9H), 3.84 (s, 3H), 3.72 (br. d., 1H), 3.45 (br. d.,
1H), 3.26 (tt, 1H), 2.91 (dt, 1H), 2.60 (s, 3H),
2.90 (s, 3H), 1.97 (br. d., 1H), 1.54 (d, 3ED),
1.35-1.24 (m, 2H), 1.18 (d, 3H), 1.16 (d, 3H),
1.05-0.78 (m, 2H)

543

357

(RXIiZS)—4—(1—(3—
((4—APFT —6—AFIL—2
—F%Y—1, 2—TeRaf)y
¥ =3—ANYAFN) I AFE
AN) = 2—=AF N —1H—AV
F——1—AN)TF )
VI —1— B NR AT F
-

(400MHz, DMSO-de) &

11.60 (br.s., 1H), 7.75-7.60 (m, 3H}, 7.10-7.03
(m, 2H), 6.15 (s, 1H) 4.33 (d, 1H), 4.13-4.06
(m, 1H), 3.84 (s, 3H), 3.74 (d, 1H), 2.80-2.60
(m, 3H), 2.58 (s, 1H), 2.50-2.42 (m, 2H),
1.96-1.90 (m, 1H), 1.54 (d, 3H), 1.25-1.22 (m,
1H), 0.98-0.72 (m, 6H)

637

368

(RX1XS) —N—((4, 6—-2
FN—2—FF%J—1, 2—Vk
Rat )i — 3 — A1) AF )
—1—(1— (1~ (=FARN&
=N ERID L —4— o)) =
F)—2—AF I —1H— A
F—/—3—HNRFFIK

(400MHz, DMSO-de) 6 11.59 (s, 1 H), 7.78 -
7.71 (m, 1 H), 7.66 - 7.57 (m, 2 H), 7.07 (s, 2
H), 5.89 (s, 1 H}, 4.32 (5, 2 H), 4.25 - 4.15 (m, 1
H), 3.65 - 3.58 (m, 1 H), 3.19 - 3.10 (m, 1 H),
298 (d, J="7.4 Hg, 2 H), 2.87 - 2.77 (m, 1 H),
2.72 - 2.65 (m, 1 H), 2.58 (s, 3 H), 2.27 (s, 3 H),
2.12 (s, 3 H), 1.55 (d, J= 6.9 Hz, 4 H), 1.42 -
1.33 (m, 2 H), 1.17 (t, J= 7.4 Hz, 3 H), 1.12 -
1.00 (m, 1 H), 0.84 - 0.74 (m, 1 H)

513
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goooooan
ﬂ:é.:.% Z2p 1H NMR m/z
®BE
(400MHz, DMSO-de) 8§ 11.60 (s, 1 H), 7.75 (d, J
(RX138) —N—((4, 6—A | =7.1 Hz, 1 H), 7.65 - 7.58 (m, 2 H), 7.12 - 7.02
F=—2—FFY—1, 2—t | (m, 2 H), 5.89 (s, 1 H), 4.38 - 4.25 (m, 2 H),

282 Fa )Py —3—AN) AF V) | 4.20 (dd, J= 7.0, 10.6 Hz, 1 H), 2.80 (s, 3 H),
—2—AFN—1—(1—(1— | 2.76 - 2.67 (m, 2 H), 2.59 (5, 3 H), 2.46 - 2.31 | 499
(AFAANR= ) EARYPY | (m, 2 H), 2.27 (s, 3H), 2.12 (s, 3H), 1.55 (d, J
—4—AN)xF/N) —1H—1 | =6.9 Hz, 3 H), 1.51 (br. s., 1 H), 1.47 - 1.34 (im,
VR——3—AARELTIF | 1H), 1.29 - 1.21 (m, 1 H), 1.17 - 1.04 (m, 1 H),

0.80 (d, J=12.9 Hz, 1 H)
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oy
B5

A FF

1H NMR

m/z

341

(RX1XS) —N— ({4— A}
i —6—AF N —2—FF
V-1, 2—YkForyd-
—3—AN)AF L) —2—F
Fr—1—(1—(1—(F%
EF—B3—AN) RN
—4—AN)=FN)—1H—
AR =N —3 = NREL
TIF

(400MHz, DMSO-ds} 5 11.58 (s, 1 H), 7.76 -
7.65 (m, 2 H), 7.59 (d, J= 7.8 Hz, 1 H), 7.10 -
6.99 (m, 2 H), 6.14 (s, 1 H), 4.49 (t, J= 6.4 Hz, 1
H), 4.43 (t, J= 6.5 Hz, 1 H), 4.37 (t, /= 6.1 Hz,
1 H), 4.34 - 4.28 (m, 3 H), 421 - 4.10 (m, 1 H),
3.83 (s, 3 H), 3.30 - 3.23 (m, 1 H), 2.75 (br. 5., 1
H), 2.71 - 2.64 (m, 1 H), 2.60 (s, 3 H), 2.19 (s, 4
H), 1.90 (br. s., 1 H), 1.75 (br. 5., 1 H), 1.53 (d, J
=6.9 Hz, 3H), 1.42 (br. 5., 2 H), 1.11 - 0.98 (m, 1
H), 0.72 - 0.63 (m, 1 H)

493

343

(RXI1ES) —N— ((4— AL
X —B—AFN—2—FF
V—1, 2—YrRaryvy
—3—AN)AFN)—2—H
F—1—(1—{(1—AFN
ERYG —A—AN) =T
Ny —1H—AK——3
—HNVRFLTIN

(400MHz, DMSO-dg) 8 11.58 (s, 1 H), 7.76 -
7.65 (m, 2 H), 7.59 (d, /= 7.6 Hz, 1 H), 7.11 -
6.99 (m, 2 H), 6.14 (s, 1 H), 4.31 {(d, /= 5.1 Hz, 2
H), 4.13 (br. 5., 1 H), 3.83 (s, 3 H), 283 (d, J=
10.0 Hz, 1 H), 2.61 - 2.52 (m, 5 H), 2.19 (s, 3 H),
2.09 (s, 4 H), 1.88 (d, J= 10.7 Hz, 2 H), 1.53 (d,
J=6.7Hz, 3 H), 1.34 (br. 5., 1 H), 1.02 (d, J=
8.2 Hz, 1 H), 0.66 (br. s., 1 H)

451

369

(RX¥IES) —N—((4— Ak
¥ —6—RAFN—2—-FF%
V—1, 2—YrRurydy
—3—AIW)AFAY—1—(1
—(1—@—AFT=FN)
BN —4— ) TF
NY—=2—AF L —1H—A
VR— =3 —HNREL T
=4

(400MHz ,DMSO-de) 6 11.59 (s, 1 H), 7.77 -
7.66 (m, 2 H), 7.60 (d, J= 7.8 Hz, 1 H), 7.12 -
7.01 (m, 2 H), 6.15 (s, 1 H), 4.32 (d, /= 4.9 Hz, 2
H), 4.13 (d, /= 7.1 Hz, 1 H), 3.85 (s, 3 H), 3.36
(t, J= 5.9 Hz, 2 H), 3.19 (s, 3 H), 2.94 (d, J=
10.5 Hz, 1 H), 2.71 - 2.56 (m, 5 H), 2.43 - 2.32
(m, 2 H), 2.24 - 2.12 (m, 4 H), 1.54 (d, J= 6.9
Hz, 4 H), 1.39 - 1.27 (m, 2 H), 1.02 (d, J= 8.7
Hz, 1 H), 0.65 (d, J=12.7 Hz, 1 H)

495

360

(RXiFS)—1—(1—(1—
FAERNT e —4— o
) =F ) ~N— ((4— Ak
¥ —6—AFN—2—FF
Y—1, 2—YERForydy
—3—AN)AFN) —2—A
FI—1H—AF—1-—3
—HRELTIR

(400MHz, DMSO-dg) 8 11.79 - 11.45 (m, 1 H),
7.78 - 7.65 (m, 2 H), 7.59 (d, J= 7.8 Hz, 1 H),
7.14 - 6.99 (m, 2 H), 6.15 (s, 1 H), 4.32 (d, J =
4.9 Hz, 2 H), 4.20 - 4.08 (m, 1 H), 3.84 (s, 3 H),
2.98 - 2.89 (m, 1 H), 2.71 - 2.61 (m, 2 H), 2.59 (s,
3 H), 2.27 - 2.21 (m, 2 H), 2.20 (s, 3 H), 1.94 -
1.80 (m, 2 H), 1.54 (s, 4 H), 1.38 - 1.28 (m, 1 H),
1.06 - 0.98 (m, 1 H), 0.93 (t, J = 7.1 Hz, 3 H),
0.71 - 0.63 (m, 1 H)

465
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=g/
#EE

B

IH NMR

m/z

363

(RX}ES)—2—U4—-(1—~
(83— (((4—ArF—6—2A
FA—2—FF/—1, 2~
PERREYYS Y —3— A1)
AFNY AN LTA)N) —2—
AFN—1H—-A V=N —
1—AN) ZF ) ERYT
—1—=AN) Bif =51

(400MHz, DMSO-de) 5 11.59 (br. 5., 1 H), 7.81
-7.65 (m, 2 H), 7.60 (d, J= 7.4 Hz, 1 H), 7.16 -
6.98 (m, 2 H), 6.15 (s, 1 H), 4.32 (d, J= 4.9 Hz, 2
H), 4.23 - 4.11 (m, 1 H), 4.04 (g, J/= 7.0 Hz, 2 H),
3.84 (s, 3 H), 2.95 - 2.86 (m, 1 H), 2.60 (s, 5 H),
2.20 (s, 4 H), 1.94 - 1.79 (m, 2 H), 1.54 (d, J=
6.9 Hz, 4 H), 1.41 - 1.2 (m, 1 H), 1.15 (t, J= 7.1
Hz, 3 H), 1.04 (d, J= 6.0 Hz, 2 H), 0.71 - 0.61
(m, 1 H)

523

366

RXiES) —N—{(4—=F
N—B6—AF )N —2~FF
—1, 2—YERrEIYY —
3—AN)AFN) —2—AF
H—=1—(1—(1—RAFNE
ARY o —A— A ) LF L)
—1H—AF——3—-%
JVARFLTINR

(400MHz, DMSO-de) 8 11.63 (s, 1 H), 7.74 (@,
J=17.6Hz, 1 H), 7.65 - 7.56 (m, 2 H), 7.12 - 7.01
(m, 2 H), 5.94 (s, 1 H), 4.34 (t, J= 5.1 Hz, 2 H),
4.19 - 4.09 (m, 1 H), 2.88 (br. 5., 1 H), 2.71 - 2.56
(m, 6 H),2.14 (s, 7TH), 1.91 (d, J=12.5 Hz, 1 H),
1.54 (d, J= 6.9 Hz, 4 H), 1.41 - 1.31 (m, 2 H),
1.14 (t, J=7.6 Hz, 3 H), 1.05(d, J=9.1 Hz, 1
H), 0.68 (d, J=12.7 Hz, 1 H)

449

367

(RXI1ES)—N—((4, 6—d
iAFAM—2—FFY—1, 2
—~VeRarylr —85— A4
NYAF) —2—AFn—1
—(1—(1—AFnrUY
V—4—AN)x=FA)—1H
— A= —3—HNRF
PIE

(400MHz, DMSO-de) 5 11.59 (s, 1 H), 7.74 (d,
J=6.9 Hz, 1 H), 7.65 - 7.56 (m, 2 H), 7.12 - 7.01
(m, 2 H), 5.89 (s, 1 H), 4.38 - 4.25 (m, 2 H), 4.20
- 4.09 (m, 1 H), 2.95 (br. s., 1 H), 2.68 (br. 5., 2
H), 2.58 (s, 3 H), 2.27 (s, 3 H), 2.21 (br. 5., 3 HD),
2.12 (s, 3H), 1.94 (d, J= 13.8 Hz, 1 H), 1.54 (d,
J=6.9Hz, 4 H), 1.44 - 1.31 (m, 2 H), 1.07 (d, J=
12.5 Hz, 1 H), 0.71 (d, J= 13.2 Hz, 1 0)

435

375

(RXJES)—N— ({4, 6—
VAFN—2—FFV—1, 2
— et —3—41
MW)AF ) —2—RAF N —1
—(1—-(1—-FxEH -3
— AR —4— o
Wy F)—1H—AF—
N—3—HNRFLTIN

(400MHz, DMSO-de) & 11.59 (br. 5., 1 H), 7.73
(d, J= 7.6 Hz, 1 H), 7.65 - 7.55 (m, 2 H), 7.12 -
7.00 (m, 2 H), 5.89 (s, 1 H), 4.53 - 4.48 (m, 1 H),
4.47 - 4.42 (m, 1H), 4.38 (s, 1 H), 4.31 (t, J= 5.2
Hz, 3 H), 4.21 - 4.10 (m, 1 H), 3.31 - 3.24 (m, 2
H), 2.81 - 2.64 (m, 2 H), 2.59 (s, 3 H), 2.26 (s, 3
H), 2.23-2.16 (m, 1 H), 2.12 (s, 3 H), 1.98 - 1.85
(m, 1 H), 1.81 - 1,70 {(m, 1 H), 1.54 (d, /= 6.9
Hz, 3 H), 1.51 - 1.22 (m, 1 H), 1.12 - 0.96 (m, 2
H), 0.73 - 0.64 (m, 1 H)
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o=
F

FFy

1H NMR

m/z

380

(RXiFS) —N—((4—=F
N—B—AF N —2—FF
-1, 2—YEeRnEdr—
3—AN)RAFN) —2—AF
N=1-(1-—(1—-(Fx%
B —3—ANYERY L —
A4—AN)=F ) —1H—~A
VRN =3 —H AR T
N

(400 MHz, DMSO-ds) 6 11.63 (br. 5., 1 H), 7.74
(d, J=17.36 Hz, 1 H), 7.60 (d, /= 8.47 Hz, 2 H),
7.06 (quin, /= 7.13 Hz, 3 H), 5.94 (s, 1 H), 4.51
(t, J= 6.47 Hz, 1 H), 4.46 (t, J= 6.35 Hz, 1 H),
4.40 (t, = 6.13 Hz, 1 H), 4.37 - 4.30 (m, 2 H),
428 - 4.11 (m, 1 H), 3.57 (s, 1 H), 3.34 (br. s., 2
H), 2.81(d, /J=10.70Hz, 1 H), 2.67 (d, J=14.94
Hz, 1 H), 2.64 - 2.57 (m, 4 H), 2.21 (4, J= 10.93
Hz, 1 H), 2.14 (s, 3 H), 1.93 (4, J=12.49 Hgz, 1
H), 1.83 (t, /= 11.37 Hz, 1 H), 1.54 (d, J=6.91
Hz, 3 H), 1.37 (d, J= 10.48 Hz, 1 H), 1.25 (q, J=
6.91 Hz, 1 H), 1.14 (t, J=7.58 Hz, 3 H), 1.06 (d,
J=9.81 Hz, 1 H), 0.70 (d, /= 12.49 Hz, 1 H)

491

381

(RXIES)—N—((4, 6—
CAFA—2—AF/—1, 2
— Ve —3—+
W) RAFN) —2—AF L —1
—(1—(1—(FrFeFur—2
H—t"Fw—4—A1) e
D —A— A ) 2F) —1
H—AwF——~3 =R
FLPIN

1H NMR (400 MHz, DMSO-ds) 8 11.60 {br. s., 1
), 7.74 {d, /= 7.13 Hz, 1 H), 7.66 - 7.50 (m, 2
H), 7.15- 6.99 (m, 2 H), 5.89 (s, 1 H), 4.40 - 4.24
(m, 2 H), 4.21 - 4.07 (m, 1 H), 3.95 - 3.78 (m, 2
H), 3.57 (s, 1 H), 3.32 - 3.17 (m, 3 H), 2.68 (br.
s., 1 H), 2.58 (s, 3 H), 2.33 (br. 5., 2 H), 2.27 (s, 3
H), 2.12 (s, 3 ), 2.00 - 1.88 (m, 2 H), 1.75 (d, J
=12.04 Hz, 1 H), 1.62 (br. 5,, 2 H), 1.54 (d, J=
6.91 Hz, 3H), 1.46 - 1.30 (m, 2 H), 1.01 (br. 5., 1
H), 0.72 (br. 5., 1 H)

505

440

(RXiF8)—3—(4—(1—
(3—(((4, 6—JAFNL—~2
—-F¥V—1, 2—-YkFar
VIPy —3—AN)AF N T
NrREA V) = 2— AF )b —
1TH— AR ——1—AN)
ZF NI — 1~
V) TEFV L —1— AR
Etert— 7 F

576
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AR

#E Gl

1H NMR

m/fz

377

(RXIES)—N—((4, 6—
VAFN—2—FFV—1, 2
—PERREYSy —3—
WY AF L) —2—AF -1
—(1-(1-Q—A*F17
TF I -3 —A )Y
Vv — 4= ANy TF)) —1
H—AVK—n—3—HLR
¥TIR

(400MHz, DMSO-de) § 11.63 - 11.56 (m, 1 H),
7.76 - 7.70 (m, 1 H), 7.64 - 7.55 (m, 2 H), 7.05 (s,
2 H), 5.89 (s, 1 H), 4.56 (s, 4 H), 4.31 (s, 2 H),
4.19 - 4.09 (m, 1 H), 3.36 (d, J= 4.9 Hz, 1 1),
2.77 - 2.56 (m, 5 H), 2.26 (s, 3 H), 2.18 (s, 3 H),
2.12 (s, 3H), 1.94 - 1.85 (m, 1 H), 1.78 - 1.67 (m,
1 H), 1.53 (d, /= 6.9 Hz, 3 H), 1.50 - 1.45 (, 1
H), 1.44 - 1.22 (m, 2 H), 1.07 - 0.93 (m, 1 H),

0.71 - 0.61 (m, 1 H)
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A=t
E5

FFR

1H NMR

n/z

362

RXIES)—1—(1—(1~(2, 2
—UINARTF ) R
—4—AN)=F L) —N—((4—
APFY =8 —AF N —2— %Y
—1, 2—VERuryPy —3—4
IAFN) —2—AF N —1H—
AN — =3 =B NRFLTIR

(400 MHz, DMSO-de) § = 11.60 (br. s., 1 H),
7.77-7.66 (m, 2 H), 7.60 (d, J= 7.6 Hz, 1 H),
7.14 - 7.00 (m, 2 H), 6.15 (s, 1 H), 6.06 (t, J=
55.7 Hz, 1 H), 4.32 (d, J= 4.9 Hz, 2 H), 4.15
(br.s.,1H), 3.84 (s, 3H), 3.03 - 2.93 (m, 2 H),
2.73 - 2.62 (m, 3 H), 2.60 (s, 3 H), 2.26 - 2.10
(m, 4 H), 1.93 - 1.79 (m, 1 H), 1.59 - 1.46 (m,
4 H), 141 - 1.29 (n, 1 H), 1.11 - 0.97 (m, 1
H), 0.67 (br. 5., 1 H)

301

378

(RXIES) —N— ({(4—AbF
—B—AFN—2—FFV—1, 2
—ERaE YV —3— A1) AF
N)—2—AF L ~1—(1—(1—
(3, 3, 3—NIZAFETREL)
AP —4—AN) T L) —
1H— A F—n—3—HhViR%x
P

(400MHz, DMSO-ds) 8 = 11.60 (br. s., 1 H),
7.78 - 7.66 (m, 2 H), 7.60 (d, J= 8.2 Hz, 1 H),
7.13 - 7.00 (m, 2 H), 6.15 (s, 1 H), 4.32 (d, J=
4.9 Hz, 2 H), 4.22 - 4.09 (m, 1 H), 3.84 (s, 3
H), 3.03 - 2.91 (m, 1 H), 2.73 - 2.64 (m, 1 H),
2.60 (s, 3 H), 2.48 - 2.31 (m, 5 H), 2.20 (s, 3
H), 2.01 - 1.85 (m, 2 H), 1.58 - 1.46 (m, 4 H),
1.36 - 1.29 (m, 1 H), 1.08 - 0.98 (m, 1 H), 0.73
- 0.62 (m, 1H)

533

365

(RXIZIS) —N—((4—ArFs
—B—AFN—2—AFV—1, 2
—JEREEY Y —3— () AF
N)—=2—AF N —1—(1—(1—
(2, 2, 2— N7 g A
NRYPy—4—AN) TFN) —1
H— AR —3—HLEx
TIR

(500MHz, DMSO-ds) 5 = 11.59 (s, 1 H), 7.74
(d, J=17.6 Hz, 1 H), 7.71 - 7.66 (m, 1 H), 7.61
(d, J=7.8 Hz, 1 H), 7.13 - 7.01 (m, 2 H), 6.15
(s, 1 H), 4.32 (d, J= 4.9 Hz, 2 H), 4.2 - 4.12
(m, 1 H), 3.84 (s, 3 H), 8.15 - 2.95 (m, 3 H),
2.75 - 2.66 (m, 1 H), 2.60 (s, 3 H), 2.39 - 2.31
(m, 1 H), 2.20 (s, 3 1), 2.05 - 1.98 (m, 1 H),
1.92 - 1.84 (m, 1 H), 1.56 - 1.46 (m, 4 H), 1.42
- 1.32 (m, 1 H), 1.11 - 1.01 (m, 1 H), 0.69 -
0.62 (m, 1 H)

519

441

RIS —1—-(1—-(1—(2, 2
— VAT F L) AR
—4—AN) F ) —N—((4,
B—UAFNL—2—FFV—1, 2
—PERTEN S — 3 — A1) AF
N)—2—AF N —IH— AR —
N—3—HNRETIF

(400MHz ,DMSO-de) 5 = 11.59 (s, 1 H), 7.73
@, J=7.8 Hz, 1 H), 7.65 - 7.55 (m, 2 H), 7.12
- 7.00 (m, 2 H), 6.22 - 5.90 (m, 1 ), 5.89 (s, 1
H), 4.36 - 4.25 (m, 2 H), 4.20 - 4.09 (m, 1 H),
3.01 - 2.93 (m, 1 H), 2.72 - 2.59 (m, 3 H), 2.58
(s, 3 H), 2.26'(s, 3 H), 2.21 - 2.13 (m, 2 H),
2.12 (s, 3 H), 1.92 - 1.79 (m, 2 H), 1.53 (s, 4
H), 1.41 - 1.29 (m, 1 H), 1.10 - 0.97 (m, 1 H),
0.70 - 0.59 (m, 1 H)
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f g‘jﬁ A% *H NMR m/z
7
N ({A_ a1 | (400MHz, DMSO-de) 5 11.60 (br. s., 1 H), 8.06 (d,
g“fﬁiﬁsi jiﬂ/(_(‘lz _7;]: J= 3.6 Hz, 1 H), 7.82 - 7.62 (m, 3 H), 7.51 - 7.39
v 1, 2 Urkmeye | @ 1H), 7.17-6.98 (m, 2 H), 6.75 (d, J= 8.5 Hz, 1
‘/_3_’4}]/)7{7_») Z o | H), 6.61-6.49 (m, 1), 6.15 (5, 1 H), 4.49 - 4.38
378 | 1 (1—(1— | @11, 433(d, J=3.8Hz 2 H),4.24-403(m, 2 |
(EY27 —2— A1) piper | L 385 (5, 3 1), 2.90 - 2.70 (m, 2 H), 2.58 (5, 3 H),
B d— ) ) — | 220 (5, BT, 2.06 - 191 (m, 1H), 1.63 - 1.47 (m, 4
1ﬁ—/r‘/f~“~ﬂ/-3—-;b H), 1.40 - 1.27 (m, 1 H), 1.07 - 0.94 (m, 1 H), 0.82 -
NVARFELTIR 072 (m, 1 H)
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ooooo
L& 1H

zE AR NMR m/z
(RXIFS)—1—(1—(1—(2 | NMR (400MHz, DMSO-d6) § 11.58 (br. s,, 1
—tFaf—2—2F 7| H), 7.76- 7.65 (m, 2 H), 7.58 (d, J=7.8 Hz, 1
EAVEARY P —4—A) = | H), 7.10 - 6.99 (m, 2 H), 6.14 (s, 1 H), 4.31 (d, J

359 FN}—N—((4—Ab¥— | =4.9Hz, 2 H), 4.14 (br. 5., 1 H), 3.94 (s, 1 H),
6—AFN—2—AFY—1, 2 | 3.83(s,3H), 3.56 (s, 2H), 3.01(d,J=11.4 Hz, 1 | 509
—TERuEYYr —3—A) | H), 2.73 - 2.64 (m, 1 H), 2.59 (s, 3 H), 2.19 (s, 3
AFN) —2—AF)—1H— | H), 2.16-2.03 (m, 2 H), 1.52(d, J=6.9 Hz, 4
AR——3—HNAFLT | H), 1.34 (br. s., 2H), 1.02 (d, J = 4.5 Hz, 7TH),
I 0.66 - 0.58 (m, 1 H)
(RXiES) —N—((4, 6—di | (400MHz ,DMSO0-d6) § 11.59 (br. s., 1 H), 7.77 -
AFN—2—FF%Y—1, 2— | 7.69 (m, 1 H), 7.60 (br. s., 2 H), 7.06 (br. s., 2 H),
CEFREYOY —3—A) A | 5.89(s, 1 H), 4.31 (t, J=5.7 Hz, 2 H), 4.20 - 4.09

369 FA)—1—(1—{(1—(2—t | (m,1H), 4.00-3.92 (m, 1 H), 3.58 - 3.55 (m, 2
Fe¥$ir—2—2F 7wt | H),3.19-3.10 (m, 1 H), 3.07 - 2.95 (m, 1 H), 493
MERIT Y —4—A)x | 2.74-2.63 (m, 1 H), 2.59 (br. 5., 3H), 2.27 (5, 3
FN)—2—AF N —1H—A | H), 2.12 (s, 3 H), 1.89 - 1.72 (m, 1 H), 1.54 (br.
YR=N—=3—HNRFTI| s,4H), 1.30- 1.14 (m, 2 H), 1.03 (br. s., 6 I),
K 0.84 - 0.57 (m, 2 H)
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(=X

LF

1H NMR

m/z

172

(£)—N—((4, 6—VAFN
—2—F%V—1, 2—PkFp
Y —3—AN) AF ) —
2—AF N —1—(1—(p—hY
W)= Fiu)—1H— AR —
N—3—HNRFL IR

(400 MHz, CDCls) §11.39 (s, 1H), 7.76 (d, J
= 8.0 Hz, 1H), 7.30 (t, J = 6.4 Hz, 1H),
7.02-6.87 (m, TH), 5.83 (s, 1H), 5.72 (q, J =
6.4 Hz, 1H), 4.59-4.50 (m, 2H), 2.63 (s, 3H),
2.37 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.83
(d, J= 7.2 Hz, 3H).

427

174

(£)—N—((4, 6=V 2F 0
—2—AFV—-1, 2K
EYL —3— AN AF ) —
2—AFN—1—(1—(o—hV
) F ) —1H— A —
N—=3—=ANRFFTIR

(400 MHz, CDCls) & 1.80 (s, 3 H) 1.88 (d,
J=7.03 Hz, 3 H) 2.17 (s, 3 H) 2.44 (5, 3 H)
2.65 (s, 3 H) 4.61 (d, /~6.02 Hz, 2 H) 5.78 (q,
#7.11 Hz, 1 H) 591 (s, 1 H) 6.91 — 6.97 (m,
1 H) 6.98 — 7.05 (m, 2 H) 7.08 (d, ~7.53 Hz,
1H)7.20-7.25(m, 1H) 7.28 —7.40 (m, 2 H)
7.61(d, /~7.78 Hz, 1 H) 7.81 (d, ~8.78 Hz, 1
H) '

428

190

(£)—N—((4, 6—AF1
—2—F%Y—1, 2—-Tkkn
UL —3— A1) AF ) —
2—AFN—1—(1—(m-—*r
vy zF ) —1H—AN—
N —3—=HNARFLTIR

(400 MHz, Methanol-d4) 6 7.83 (d, J=7.2Hz,
1H), 7.42 (s, 1H), 7.24 (s, 1H), 7.14-7.18 (m,
2 H), 6.92-6.99 (m, 5 H), 5.92 (s, 1H), 5.78
(m, 1 H), 4.62 (s, 2 H), 2.70 (s, 3 H), 2.43 (s,
3H) , 2.16 (s, 3H), 1.99 (s, 3H) , 1.89 (s, 1H),
1.88(d, J=7.2 Hz, 3H)

428

179

(£)—N—((4, 6—34F
—2—~FF/ -1, 2—TERRm
BV —3—AI) AF L) —
2= AFN~1—(1—(4— (A
F ANV R=N) T 2= )V) =
FA)—~1H— A F—1—3
—~HARFLTIR

(400MHz, CDCls) 6 ppm 2.00 (d, J~7.06 Hz,
3H) 2.20 (s, 3H) 2.46 (s, 3H) 2.72 (s, 3H) 3.04
(s, 3H) 4.57 — 4.71 (m, 2H) 5.85 (q, /&~7.20
Hz, 1H) 5.95 (s, 1 H) 6.89 (d, &=8.16 Hz, 1H)
6.98 (t, /~7.61 Hz, 1H) 7.02 — 7.08 (m, 1H)
7.32 (d, J8.16 Hz, 2H) 7.47 (t, J=5.84 Hz,
1H) 7.87 (d, &~8.38 Hz, 3H)

492

181

(£)—1—-(1—(3—2muw
=} =F ) —-N— ({4, 6
—TUAFN—2—FFV—1,
2—YrRFnvryd—3—o
M) AT ) — 2~ AF)L—1H
— A= —3—HIR¥
TTIR

(400 MHz, CDCI3) & 7.71-7.79 (d, 1H),
7.31-7.77 (t, 1H), 7.11-7.16 (m, 3H),
6.94-6.99 (m, 1H), 6.87-6.92 (m, 3H), 5.84 (s,
1H), 5.67-5.72 (m, 1H), 4.53-4.56 (t, 2H),
2.64(s, 3H), 2.37 (s, 3H), 2.11 (s, 3H), 2.57 (s,
3H), 1.83-1.88 (d, 3H)

449

186

(£)—N—({4, 6—2F 1
—2—F%Y—1, 2—UkKFna
U —3—AN) AF L) —
1—(1—-(2—ArFLTz=
AYTFNL)—2—AF )N —1
H—ArF—=np—3—01%R
FTIR

(400 MHz, CDCls) 6 7.72 (d, J=7.2 Hz,1H),
7.39 (d, J=7.2 Hz,1H), 7.28 (5, 1H), , 7.16—
7.19 (m, 2H), 6.83-6.92 (m, 3H), 6.72 (d,
J=8.4 Hz, 1H), 5.88 (d, J=11.2 Hz, 2H), 4.55
(s, 2H), 3.51 (s, 3H), 2.73 (s, 3H), 2.36 (s,
3H), 2.10(s, 3H), 1.73(d, J=6 Hz, 3H)

444
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L&

AFF

1H NMR,

m/z

171

(X)) —1—(1—B—Fuxr
=) TF L) —N—((4, 6
—DRFN~Z—FFY —1,
2—VeRREY Py —3— o
) AF ) —2—AF ) —1H
— AR =N —3—HNEX
VTIR

(400 MHz, CDCls) 6 7.47-7.38 (m, 3H),
7.14-7.10 (¢, 1H), 6.99-6.94 (m, 4H), 5.92 (s, 1
H), 5.76-5.74 (dd, 1H), 4.64-4.61 (dd, 2I),
2.70(s, 3 H), 2.43 (s, 3 H), 2.14 (s, 3 H),
1.90-1.88 (t,3H)

493

210

(£) —N—((4, 6=Y2AF L
—2—FF%Y—1, 2—VkFnR
EUI—3—A ) AT ) —
2—AFN—1—(1—(3—(*
FNANRZ)) T 2z )V) =
FL)—1H—AF——3
— AR TIN

492

387

(£)—N—((4—Ap%x>—6
—AFN—2—-FFV -1, 2
— YRRy —3— A1)
AFN}—2—AF N —1—(1
— (Y —d—AN) T
AN —1H—ArRK—1—3—
HIVRFLFIN

(CDCls, 400MHz) 5  8.55 (s, 2H), 7.87-7.85
(d, J=7.6Hz, 1 H), 7.61 (s, 1H), 7.05-6.97 (m ,
4H), 6.88-6.86 (d , J=8.0Hz , 1H, 5.95 (s,
1H), 5.78-5.76 (d, J=7.2Hz, 1H), 4.69-4.68
(d, J=5.2Hz , 2H ), 3.92 (s, 3H), 3.16-3.05 (m,
1H), 2.73 (s, 3H) , 2.21 (s, 3H) , 1.97-1.95 (d,
J=7.2Hz, 3H)

431

392

() —N—((4—Ar%+—6
—AFA—2—FFV—1, 2
— PRI —3— A1)
AFN)—2—2F L —1—(1
— (B —3—A ) F
) —1H— AR ——3—
BARELTIF

(CDsOD, 400 MHz) § 8.86-8.84 (d, J =5.6,
1H), 8.74 (s, 1H), 8.37-8.35 (d, J =7.2, 1H),
8.09-8.06 (m, J =14.4, 1H), 7.82-7.80 (d, J
=8.0, 1H), 7.21-7.18 (t, J =7.2, 1H), 7.11-7.07
(t, J =7.6, 1H), 7.03-7.01 (m, 2H), 6.29-6.24
(g, J =7.2, 1H), 4.67 (s, 2H), 4.17 (s, 3H), 2.77
(s, 3H), 2.58 (s, 3H,), 2.13-2.12 (d, J =7.2,
3H)

431

393

(£)=N—((4—A % —6
—AFN—2—FEFV—1, 2
—PERar o —3—A0)
AFN)—2—AF)L—1—(1
— (Vo —2—qA)zF
M) —1H—AVF—n—3—
ANRFTIR

(CDsOD, 400 MHz) § 8.56-8.54 (d, J = 4.4
Hz, 1H), 7.79-7.75 (t, J = 7.2 Hz, 1H),
7.72-7.70 (d, J = 8.0 Hz, 1H), 7.36-7.33 (t, J =
7.2 Hz, 1H), 7.19-7.17 (d, J =8.0 Hz, 1H),
7.05-7.03 (d, J =8.0 Hz, 1H), 6.97-6.95 (m,
2H), 6.42 (s, 1H), 6.03-5.98 (q, J = 7.2 Hz,
1H), 4.55 (s, 2H), 3.98 (s, 3H), 2.65 (s, 3H),
2.86 (s, 3H), 1.99-1.97 (d, J = 7.2 Hz, 3H)

431
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=57

Gk

1H NMR

264

(£)—N—((4, 6—TAF
—2—AFY—-1, 2—TkFp
B —3—AN) AF ) —
2—AFNL—1—(1— (Y
V=2—AN)xFN)—1H
— AR —N—3— BN F
TTIR

(500MHz, DMSO-ds) 5 = 11.60 (s, 1 H), 8.59 (d,
J=4.1Hz, 1 H), 7.74 - 7.65 (m, 3 H), 7.29 (dd,
J=4.9,7.1 Hz, 1 H), 7.09 — 7.05 (m, 2 H), 7.00
(t, J= 7.4 Hz, 1 H), 6.95 (t, J= 7.7 Hz, 1 H),
6.00 (q, J="7.1Hz, 1 H), 5.8 (s, 1 H), 4.33 (d, J
=5.2 Hz, 2 H), 2.62 (s, 8 H), 2.27 (s, 3 H), 2.12
(s, 3H), 1.90 (4, J= 7.1 Hz, 3 H)

415

348

1—(1—(1, 4— A%
—2—AN)xTFN)—N—
((4—ArFT—B6—AFN—
2—FFV—1, 2~ eFur’
VI —3—AN)AFN) —2
—AF L —1H—AVF——
3—HARFLTIR

(400 MHz, CDCls) 6 1.63 (d, <=7.2, 3H), 2.14
(s, 3H), 2.70 (s, 3H), 3.18-3.14 (m, ZH),
3.60-3.53 (m, 1H), 3.69-3.67 (m, 1H),
3.81-3.75 (m, 1H), 3.18-3.14 (m, 1H), 3.86 (s,
1H), 3.89 (s, 3H), 4.30-4.25 (m, 1H),
4.43-4.36 (m, 1H), 4.67-4.65 (m, 2H), 5.91 (s,
1H), 7.05-7.01 (m, 1H), 7.12-7.08 (m, 1H),
7.47-7.44 (m, 1H), 7.59-7.56 (m, 1H),
7.84-7.83 (m, 1H), 12.85 (s, 1H)

440

315

N—{((4—AbF —6—HF
—2—FF%V—1, 2— LR
aliy — 3— A1} AFIL)
~2—AF A —1—(1— (B~
P —3—A)xFA) —1
H—AVv K= —3—HLR
FTIN

(400MHz, METHANOL-ds) & = 7.75 (d,
J=8.0 Hz, 1H), 7.57 (d, J&=7.5 Hz, 1H), 7.15
(quin, J=6.6 Hz, 2H), 6.31 (s, 1H), 4.62 (s,
1H), 4.56 (s, 2H), 4.38 — 4.28 (m, 1H), 3.97 (s,
3H), 3.57 (d, &11.0 Hz, 1H), 3.23 (d, &~12.5
Hz, 1H), 2.85 — 2.74 (m, 2H), 2.64 (s, 3H),
2.85 (s, 3H), 1.72 (s, 1H), 1.69 — 1.62 (m, 3H),
1.47 — 1.80 (m, 1H), 1.15 — 1.04 (m, 2H)

437

304

(B)—1—(1—(4, 4—27
e maediou)mF
N)—=N—((4—ArF —6
—AFN—2—FFV—1, 2
—EREE YN —3— )
AFN)—=2—=RAF )V —1H—
AR =V =3 HNRFLT
IR

(CDCls, 400MHz) 5  12.63-12.64 (d, J =3.2
Hz, 1H), 7.84(s, 1H), 7.49 (s, 1H), 7.42-7.40
(d, J =9.2 Hz, 1H), 7.06-7.00 (m, 2H),
5.90-5.89 (d, J =3.6 Hz 1H), 4.66-4.62 (t, J
=14 Hz, 2H), 4.11-4.08 (m, 1H), 3.88-3.87 (d,
J =3.6 Hz, 3H), 2.99-2.76 (m, 3H), 2.36
(s,1H), 2.25 (s, 3H), 2.17-2.16 (d, J =3.2 Hz,
2H), 2.08-2.05 (m, 2H), 1.84-1.70 (m, 2H),
1.61 (s, 1H), 1.51-1.47 (m, 2H)

427

246

N—((4, 6—VAFN—2—
FHY—1, 2—=TeRaryy
Y =3—=AN)AFNL) —2—R
FN—1—((3—RAFLFF
EH—B3— ) AFN) —1
H—AVR——3—H1R
FTIR

(400MHz, d6-DMSO) & 11.60 (br. S, 1 H),
7.79 — 7.74 (m, 1 H), 7.73 — 7.67 (m, 1 H),
7.52 — 7.47 (m, 1 H), 7.18 — 7.11 (m, 1 H),
7.10 - 7.05 (m, 1 H), 5.89 (s, 1 H), 4.51 (d, J=
5.8 Hz, 2 H), 4.33 (d, JJ= 5.6 Hz, 2 H), 4.30 (s,
2 H), 4.10 (d, /= 6.0 Hz, 2 H), 2.54 (s, 3 H),
2.26 (s, 3 H), 2.12 (s, 3 H), 1.27 (s, 3 H)

394
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ooooooao
[A=g7 Eay i tH NMR m/z
iiz)—;sfry(gi,esz:;}it (400MHz, DMSO0-de) 5 11.69 (5, 1 H), 7.74 —
U3ty 2y — | 764 (2 B, 757 (5, 1 H), 7.28 — 7.23 (m, 2
245 H), 7.04 — 6.96 (m, 2 H), 5.93 (s, 1 H), 5.79 (q, 7
2—AFN—~1—(1—(1—A 418
e TH V5 — g | = T3 Hz, 1H), 4.35— 431 (m, 2 H), 376 (5, 3
) =Ty 1H e | B 264 (s 3 H), 2.28 (5, 3 H), 213 (s, 8 H),
k- —3—mrary sy | 79 J=T1HL 3E)
(£)—N—((4, 6—TAF
—2—F%Y—1, 2—JkKE
BYP L —3— AN AF ) —
9222 | 2—AFA—1—(1—(1—2 a5
FN—2—AFY—1, 2—
EREEY Sy — 4~ A L) 2 F
N)—1H—AvF——3—
HRFLTIR
4—75;3}1/—((2(f Zf‘i}\j—/l, g (400 MHz, CDCI3) § 11.9 (s, 1H),
EREEYT g | T-857:82(d, 1H),7.517.41 (m, 2H),7.10-7.01
BL | oy st — 2 | @ 2H), 5.90 G, 1H), 464 (5 2H), 4376, 1| o
o TH A K1~ | ). 3.89 (s, 8H), 2.84 (s, 2 H) , 2.75 (5, 3 H),
S e 1 g | 249 G 2 H) 217 (s, 8H).L79-1.76 (d,
Etert— 5 9H),1.50 (s, 9H)
(CDCls, 400 MHz) 8 8.97 (dd, Ji = 1.6 Hy,
e el Jo = 4.4 Hz, 1I0), 8.31 (d, J = 8.4 Hz, 1H),
fi_;(_‘l : ;Eﬁ; ;_J’:: 8.01 (4, J= 8.0 Hz, 1H), 7.88 (t, J= 8.8 Hz,
230 | mEUTT— 53— nay | T TT6 (s, 1H), 7.56 (d, J= 7.2 Hz, 1H),
o A1 sy | 740 (4, J= 8.4 Hy, 1H), 7.317.28 (m, 1H), | 453
5 ) — 1H— Ao | 716 (& J= 7.2 Hz, 1H), 7.08 (¢, J = 7.6 Hz,
P igiiied 1H), 6.71 (d, J = 8.0 Hz, 1H), 5.97 (s, 1H),
4.80-4.68 (m, 2H), 3.93 (s, 3H), 2.44 (s, 3H),
2.29 (s, 3H)
1—ou~F L —N—((4
—ANFY —G—AFNL—2—
324 | AF¥Y—1, 2—JErREYY
V=3—AN)AFN) =23 394
F—1H— A F—N—3—
HARF LTI
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A=

£ FF

1H NMR

230

(£)—5—7NFu—N—
((4—APFT —6—AF /L —
2—AHFV—1, 2—eFur’
Y —3—ANYAF ) —1
—(1—ArF Ao —2—
AN) =2 —=AF N —1H—A
VRN =3 —ANARFLTR
ke

(400 MHz, CDsOD) § 7.59-7.55 (m, 1H),
7.42-7.39 (m, 1H), 6.95-6.90 (m, 2H), 4.57 (s,
2H), 4.12 (s, 3H), 3.99-3.94 (m, 1H),
3.72-3.65 (m, 1H), 3.19 (s, 3H), 2.64(s, 3H),
2.54 (s, 3H), 1.59-1.57(d, 3H)

416

231

(£)—6—7AFa—N—
((4=ARFL—6—AF N —
2—F¥%/ -1, 2—Yrkar
V2w —3—AN)AF ) —1
—(1—ApFFus—2—
AN)—=2—AF N —1H—A
Y= —=3—AARELTI
N

(400 MHz, CDsOD) § 7.70-7.66 (m, 1H),
7.36-7.33 (m, 1H), 6.94-6.89 (m, 2H), 4.56 (s,
2H), 4.11 (s, SH), 8.97-3.92 (m, 1H),
3.71-3.67 (m, 1H), 3.20 (s, 3H), 2.62(s, 31),
2.53 (s, 3H), 1.58-1.56(d, SH)

416

218

(=) —N—((4—Arxi—6
—AFN—2—FFV—1, 2
— PR ldy —3—A1)
AF) —1— (1 =RAF LT
s —2— A )V) —2—AF
N—=1H—AF—N—3—
JLRE L TIN

(400 MHz, CDsOD) & 7.69 (d, J=7.2
Hz,1H), 7.53 (d, J=7.6 Hz,1H), 7.12 (m, 2H),
6.26 (s,1H), 4.80(m,1H), 4.52 (s,2H), 3.99 (m,
4H),3.75 (m, 1H),3.20 (s, 3H), 2.62 (s, 3H),
2.31 (s, 3H), 1.59 (d, J=7.2 Hz, 3H)

398

183

{(£)—N—(4, 6—2AF 1
—2—FFY—1, 2—VrFu
BV —3—AN) AF ) —
1—(1—APFT 7 —~2
—AN) —2—AF ) —1H—
A R— N —B3— IR FLT

IF
)

(400 MHz, CDs0OD) & 7.74 (m, 1H), 7.57 (d,
J=7.6 Hz, 1H), 7.156 (m, 2H), 6.14 (s,1H),
4.86 (m, 1H), 4.55(s, 2H), 4.02 (m, 1H),3.77
(m, 1H),3.22 (s, 3H), 2.65 (s, 3H), 2.43 (s,
3H), 2.26 (s, 3H), 1.62 (d, J=7.2 Hz, 3H)

382

175

(H)~1-(1—(8=7/7
Z=A)TF L) —N—(4, 6
—VAF N —2—FFV—1,
2—YeFuvryPr—3—o
V) —2—AF N —1H—A>
F—sb—3— B LRFTIR

(400 MHz, Methanol-d4) § 7.84 (d,
J=8Hz,1H), 7.66 (d, J=8.4 Hz, 2H), 7.33-7.37
(m, 2H), 7.04 (m, 1 H), 6.88-6.96 (m, 2H),
5.90 (s, 2H),5.81-5.82 (m, 1 H), 4.57-4.63 (m,
2H), 3.54 (s, 1 H), 2.99(s, 3H), 2.70(s, 3H),
2.45(s, 3H), 2.22(s, 3H), 1.96(d, J=7.2 Hz,
3H)

457
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fe&th

HFE

1H NMR

m/z

390

N—((4~A ¥ —B—RAF
N—=2~FFY—1, 2—TVEFN
Yy —3— A1) AFI)
-2 —AF N —1— (6—AF
Nx Vo —B—AN) —1H—
AVR—A—3—INRFLT
N

(CDs0D, 400 M Hz) § 9.27 (s, 1H), 8.48
(m ,1H}, 8.35 (s, 1H), 8.13 (s, 1H), 8.01 (s,
1H}), 7.95 (d, J/=7.06 Hz,1H), 7.29 (s, 1H),
7.15 (s, 1H), 7.01 (s, 1H), 6.68 (s, 1H), 4.67
(s, 2H), 4.16 (s, 3H), 2.57 (s, 3H), 2.33 (s,
3H), 2.21 (s, 3H)

467

385

(£)—1—(sec~TFn) —
6—Zun—N— ((4—Ar%s
—6—AF N —2~FFV—
1, 2—YrRFopr Py —3—
AN)AF) —2—AF o~ 1
H—AVF—N—3—FR
FLTIR

(400 MHz, CDsOD): §7.71 (d, J=8.8, 1H),
7.63 (s, 1H), 7.15 (d, J=8.8, 1H), 7.00 (s, 1H),
4.60 (s, 3H), 4.15(s, 3H), 2.67(s,3H), 2.57 (s,
3H), 2.15-2.25 (m, 1H), 1.95-2.01(m, 1H),
1.62(d, J=7.2, 3H), 0.73(t, J=7.6, 3H)

416

304

(£) —=N—((4—A ¥+ —6
—AFN—2—FFV—1, 2
—VEREEN L —~3—41)
AFN) —2—AF N —1—(1
—(1— (AF N RAF=)T
TFIr—3—A) F )
—1H—A W R—A—3—4,1
RHFLFIR

(CDCls, 400MHz) 6 12.52 (s, 1 H), 7.86-7.03
(m, 5H), 5.92 (s, 1 H), 4.71-4.62 (m, 3H),
4.16-4.12 (m, 1H), 3.90 (s, 3 H), 8.79-3.32 (m,
4H), 2.80 (s, 6 H), 2.18 (s, 3 H), 1.28 (d, J =
8Hz, 3H)

487

353

(£) -N—-((4—AbF—6
—AFN—2—FFV—1, 2
— PRl —3—1( 1)
AFN) —2—AFN—1—(1
-2~ (BT —1—o
) BEUD—4— ANy
N)—1H—-AF——3—
HNARFLTIR

NMR (400 MHz, CDCls) & 8.10-8.11(d, J =
5.6 Hz, 1H), 7.72-7.75 (d, /= 8.0 Hz, 1H),
6.98-7.11 (m, 3H), 6.57-6.61 (m, 2H), 6.30 (s,
1H), 5.87-5.92 (m, 1H), 4.55 (s, 1H), 3.96 (s,
3H), 3.66-3.69 (m, 4H), 3.22-3.24 (d, J= 2.8
Hz, 3H), 2.96-2.99 (d, /= 9.6 Hz, 1H), 2.63
(s, 3H), 2.33 (s, 3H), 1.94-1.96 (d, J= 7.6 Hz,
3H), 1.30-1.34 (m, 3H)

515

339

N—((4—AbF¥T —6—AF
N—2—FF%/—1, 2—kF
TEYI L — 3 — A N) AF L)
—2—AFn—1—(1, 2, 3,
4—FrFeRo¥ /U —5—
AN) —1H— AV F——3
—ANRETIR

(CDCls, 400 MHz) 6 7.91 (d, J = 7.2 Hz,
1H), 7.59 (s, 1H), 7.12-7.04 (m, 3H), 6.89 (d,
J=17.6 Hz, 1H), 6.59 (d, /= 8.0 Hz, 1H), 6.48
(d, J= 7.6 Hz, 1H), 5.95 (s, 1H), 4.75-4.64
(m, 2H), 3.91 (s, 3H), 3.27 (t, J= 6.0 Hz, 2H),
2.50 (s, 3H), 2.27 (s, 3H), 2.10-1.98 (m, 2H),
1.77-1.63 (m, 2H)

457
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=g

GaXid

1H NMR

m/z

178

(£)—1—-(1—(2—>F)7
=) TF ) —N—((4, 6
—VAFN—2—FFV—1,

2—YeRFaridr —3—71
M AF V) —2—2F ) —1H
— AR — 3 — R
TIR

(400 MHz, CDCls) 8 ppm 2.02 (d, /~6.62 Hz,
3 H) 2.19 (br. S., 3 H) 2.44 (br. 8., 3 H) 2.77
(br. S., 3 H) 4.62 (br. 8., 2 H) 5.92 (br. S, 1 H)
5.96 — 6.05 (m, 1 H) 6.92 — 7.12 (m, 3 H) 7.33
—7.50 (m, 3 H) 7.54 — 7.62 (m, 1 H) 7.66 (d,
J=6.84 Hz, 1 H) 7.86 (d, &~7.50 Hz, 1 H)

438

191

N—((4, 86— RAF1—2—
F&7—1, 2—CrReryUy
=3 —AN)AF ) —1—
(2, 5—VAFNLTr=) —
2—AF N —1H—-AF—I
—3—ANARFLTIF

(400 MHz, CDCls) §10.86 (s, 1H), 7.91 (d, J
= 8.0, 1H), 7.46 (s, 1H), 7.29-7.19 (m, 2H),
7.12 (d, J = 7.2, 1H), 7.06 (d, J = 7.2, 1H),
6.96 (s, 1H), 6.78 (d, J = 8.0, 1H), 5.91 (s,
1H), 4.69-4.57 (m, 2H), 2.45 (s, 3H), 2.44(s,
3H), 2.35 (s, 3H), 2.22 (s, 3H), 1.85 (s, 3H)

413

173

N—(4, 6—YAFL—2—
FFY—1, 2—YeRFavryy
Y=3—AN)RAFN) —1—
(2, 3—VAFNTx=)L) —
2—AFN—1H—A =
—3—HNREFTIR

414

391

N—({(4—ArF—6—-AF
N—2—FFY—1, 2— kR
U — 3 — L) AF L)
—9—RAF N —1—(6—AF
=1, 2, 3, 4—FThrFEFn
/N —5—AN)—1H—A
YR— N —3—HNARFTE
IS

(MeOD, 400 M Hz) & 7.88 (d, J7.94Hz,
1H), 7.56-7.51 (m, 2H), 7.26 (t, J=7.5Hz,
1H), 7.18 (t, &7.61Hz, 1H), 7.16 (s, 1H),
6.76 (d, £7.94Hz, 1H), 4.63 (s, 2H), 4.14 (s,
3H), 3.51 (t, =5.29Hz, 2H), 2.56 (s, 3H),
2.33 (s, 3H), 2.31-2.20 (m, 1H), 2.18-2.14 (m,
1H), 2.02-1.99 (m, 2H), 1.89 (m, 3H)

471

386

N—({(4—AbF ~6—AF
N—2—FFV—1, 2—rK
TEN L — 33— L) AT L)
—2—~AFN—-1-(1, 2, 3,
4—FroeFed /N —6—
AN)—1H— A F—n1—3
—ANVRFLTIR

(400 MHz, METHANOL-ds) 8 ppm 7.82 (d,
J=7.94 Hz, 1 H) 7.60 (d, /~8.38 Hz, 1 H) 7.37
— 748 (m, 2 H) 7.13 — 7.28 (m, 2 H) 6.97 —
7.07 (m, 2 H) 4.62 (s, 2H) 4.15 (s, 3 H) 3.57—
3.66 (m, 2 H) 3.06 (t, /~6.28 Hz, 2 H) 2.56 (s,
3H) 2.49 (s, 3 H) 2.16 — 2.29 (m, 2 H)

457

329

N—{((4—AbF> —6—RF
N—2—FF%V—1, 2—JrkF
T — 3 A V) AF L)
—2—AF ) —1— (3—RAF
NTEIAN)—=1H— AR
—N—3—HNIRFLTIN

(400 MHz, METHANOL-d4) 6 1.03 (d, &~6.62
Hz, 6 H) 2.32 (s, 4 H) 2.70 (s, 3 H) 2.96 (d,
J=7.06 Hz, 2 H) 3.95 (s, 3 H) 4.52 (s, 2 H)
6.28 (s, 1 H) 7.20 — 7.30 (m, 2 H) 7.66 (d,
J=6.84 Hz, 1 H) 7.91 (d, ~7.72 Hz, 1 H)

410
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(R=g]

i

1H NMR

m/z

372

N—{(4—APF —6—AF
N—=2—=A%)—1, 2R
B U —3— A1) AF )
—2—AF /L —1— (FrIFER
0—2H—E5 . —4— R
=A)—1H—AF—n—3
— BN TIR

(400 MHz, CDsOD): & 7.78-7.76 (d, 1H),
7.68-7.66 (d, 1H), 7.33-7.26 (m, 2H), 6.97 (s,
1H), 4.58 (s, 2H), 4.12 (s, 3H), 3.95-3.94 (m,
2H), 3.63-3.57 (m,1H), 3.54-3.52 (m, 2H),
2.69 (s, 3H), 2.55 (s, SH), 1.88-1.82(m, 4F)

438

201

(£)—1—-(2, 3—kFm—
1IH—AVFr—1—AN) —
2—AFN—1H—Ewmr[2,
3—blEN—3 AR
B4, 6—AFN—2—F%
V—1, 2—YkRuryy —
3—AL) AF

(400 MHz, CDCls) § 11.14 (s, 1H), 8.16 (s,
1H), 8.12 (d, /= 7.6 Hz, 1H), 7.32 (t, J= 5.6
Hz, 1H), 7.25-7.01 (m, 2H), 7.05-7.01 (m,
2H), 6.76 (d, /= 7.6 Hz, 1H), 5.86 (s, 1H),
4.52-4.50 (m, 2H), 3.13 (bs, 1H), 3.05-2.97
(m, 1H), 2.66 (bs, 1H), 2.73 (s, 3H), 2.29 (bs,
2H), 2.13 (s, 3H)

428

185

(£)—1—(sec—FF ) —
N—{((4, 6—AFN—2—~
FHFY—1, 2—JeRaryd
V=3—AN)AFN) —2—3R
FA—1H~twunu[2, 3—b]
EUDy —3—HRFTI
.

(400 MHz, CDCls)

8 8.116-8.132 (d, 1H), 8.011-8.035 (d, 1H),
7.037-7.057(t, 1H), 6.056 (s, 1H), 4.462 (d,
2H), 6.30 (s, 1H), 2.63(s, SH), 2.356 (s,3H),
2.18%(s, 3H), 1.880-1.933 (m, 1H),
1.587-1.605 (d, 2H), 1.226 (s, 2H), 0.658 (t,
3H)

368

202

(£)—2—AF 1 —1—(FF
ZeFu73r —3—A1) —1
H—tuowu[2, 3—blrydy
—3—INAREEME, 6—R
FN—2—FFJ—1,2—-
EREE Y — 3~ ) AT
b

(400 MHz, CDCls) &11.03 (s, 1H), 8.15 (dd,
Ji1=4.8 Hz, J2= 1.6 He, 1H), 8.06 (dd, Ji =
8.0 Hz, J2= 1.6 Hz, 1H), 7.32 (t, /= 7.0 Hz,
1H), 6.97 (dd, J/z = 8.0 Hz, J2=4.8 Hz, 1H),
5.86 (s, 1H), 5.47-5.39 (m, 1H), 4.52 (d, J=
7.0 Hz, 2H), 4.39-4.32 (m, 1H), 4.17 (dd, J: =
9.2 Hz, J2= 6.8 Hz, 1H), 3.98 (t, J= 8.8 Hz,
1H), 3.91-3.86 (q, J = 7.6 Hz, 1H), 2.76 (s,
3H), 2.59-2.50 (m, 1H), 2.36 (s, 3H),
2.34-2.28 (m, 1H), 2.25 (s, 3H)

382

204

(£)—N—({(4—Ar%>—6
—AFN—2—FFJ—1, 2
—VERErYr—3—~ A1)
AFN) —1—=(1—ApF 7
BN =2 =) —2—AF
N—1H—-¥rr(2, 3—blt
Py —3—ANREFL IR

(400 MHz, CDCls) § 1323 (s, 1H),
8.16-8.17 (m, 1H), 811-8.13 (m, 1H),
7.57-7.60 (t, J = 5.2Hz, 1H), 6.93-6.96 (m,
1H), 5.92 (s, 1H), 4.82-4.83 (d, J = 2.4 Hz,
1H), 4.65-4.66 (d, J = 6.4 Hz, 2H), 3.89 (s,
3H), 3.81-3.85 (m, 1H), 3.22 (s, 3H), 2.79 (s,
8H), 2.17 (s, 3H), 1.64-1.66 (d, J = 8.0 Hz,

399
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=5/

AR

H NMR

m/z

206

(£)—N—((4, 6= 2AF
—2—FFYV—1, 2—rku
YV —3—AN) AF ) —
1—(1—(3—APFT 7=
)T FN)—2—AF—1
H—tunal[2, 3—b]eUdi
—3—BNRFTIF

445

207

(£)—N—((4, 6—-YAF 1L
—2—AFYV—-1, 2—kkRnm
BN —3— A ) AF L) —
1—(1—(2—APFI YDy
—d—AN)=F ) —2—=X
F)—1H—tunal2, 3—b]
Uy —3—IARFLTI
e

446

209

1—(/a<w—4—A4N)—N
— ({4, 6—AF L —~2—34
FV—1, 2—YeRarydr
—3—ANYVAFN) —2—RF
J—1H—rmr[2, 3—b]t°
Vo —3—HNRFTIF

443

211

(£)—1—(1—3PuFur
NxF )y —N—((4, 6—
AFN—2—AFV—1, 2—
PeReEYOr —3— A1) A
Fl)—2—AF AL —1H—V
aul[2, 3—bJE )P —3—
HNARFLTIN

379

212

(B)—1—(1—~xhr*F 7
28 —=2— () —N—((4—
AEHFL —B6—AF N —2 -4
F/—1, 2— YRty
—3—AN)AF ) —2—AF
A—1H—-¥rma[2, 3—bh]t’
Vv —3— A NRELTIN

(400 MHz, CDCls) & 8.173-8.189 (m, 1H),
8.13-8.153 (m, 1H), 7.563(s, 1H), 6.977-7.008
(m, 1H), 5.938 (s, 1H), 4.652-4.667 (d, 2H),
4177(s, 1H), 8.309-3.454 (m, 2H),
3.94-3.98(m, 1H), 2.806 (s , 3H), 2.212 (s,
3H), 1.665-1.682 (d, SH), 1.044 (t, 3H)

413

214

(£)—1—(1—-v 7/ x=F
M) —=N—((4—AbF —6
—AFN—2—-F%y—-1, 2
—TERBE Y —~3— A1)
AFN) —2—AF ) —1H—
vee(2, 3-blrYPr—3
— AR FLTIR

(400 MHz, Methanol-d4) § 8.28-8.26 (dd, ;=
4.8 Hz, J2= 1.2 Hz, 1H), 8.12-8.09 (dd, J; =
4.8 Hz, J2= 1.2 Hz, 1H), 7.21-7.18 (dd, J/7 =
8.0 Hz, J2 = 4.8 Hz, 1H), 6.26 (s, 1H),
6.16-6.11 (q, J = 7.2 Hz, 1H), 4.50 (s, 2H),
3.93 (s, 3H), 2.76 (s, 3H), 2.31 (s, 3H), 1.88
(d, J=17.2 Hz, 3H)

379
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e

HF

1H NMR

m/z

215

(£)—N—-((4, 6—V2AF1
—2~=FAFY—1, 2—VtRnm
U —3—AN) AFL) —
1= (1= (B—AbFT Vv
—3—AN)=FN) —2—R
FA—1H—Fuz[2, 3—b]
VU —3—-HNRF TR
e

446

216

(£)—1—(1-Ab¥v 71
Ny —=2—AN) —2—AF )
—N—-((6—AFr—2—F
¥/ —A4—7rEN~1, 2—
PeRaryey —3—A0) A
FN)—1H—-rmr(2, 3—
bIEYI =3 =N RF T
3K

(400 MHz, CDCls) §

12.74-12.79 (m, 1H), 8.16-8.17 (d, J= 4.0 Hz,
1H), 8.08-8.10 (d, J= 4.0 Hz, 1H), 7.45-7.48
(t, J= 5.6 Hz, 1H), 6.93-6.96 (m, 1H), 5.96 (s,
1H), 4.81 (s, 1H), 4.61-4.62 (d, /= 5.6 Hz,
oH), 4.17-4.22 (t, J = 8.4Hz, 1H), 3.80-3.84
(m, 1H), 3.22 (s, 3H), 2.78 (s, 3H), 2.71-2.75
(t, J= 8.0 Hz, 2H), 2.18 (s, 3H), 1.64-1.65 (d,
J= 6.8 Hz, 5H), 0.98-1.02 (t, J= 7.6 Hz, 3H)

411

220

(£)—=N—((4, 6—T2AF
—2—FF%y—1, 2—kKFn
B —3—AN) AF ) —
2—AFN—1—(1—T==
ATerE ) —-1H—-¥oo
[2, 3—b]EU—3—AiL
RELTIF

(CDCls, 400 MHz) & 11.82 (s, 1H), 8.24-8.15
(m, 2H}, 7.25-7.18 (m, 5H), 7.04 (dd, J; = 4.8
Hz, J: = 8.0 Hz, 1H), 6.19 (s, 1H), 5.93 (s,
1H), 4.58 (s, 2H), 2.64-2.50 (m, 5H), 2.42 (s,
3H), 2.17 (s, 3H), 0.81 (t, J= 7.6 Hz, 3H)

429

221

(H)—1—-1—-(QH-v35Y/
—N—1—AA) a3 —2
—AN) ~N—((4, 6—%
FN—2—FF/—1, 2—
LR Yy —3— A )0) AF
) —2—AF )L —1H—t'r
2[2, 3—b]¥YUT—3—4
RFLTIF

(CDCls, 400 MHz) & 12.03 (s, 1H), 8.23 (dd,
J1=1.2 Hz, J2= 4.4 Hz, 1H), 8.12 (dd, Ji =
1.2 Hz, J2= 7.6 Hz, 1H), 7.43 (d, J= 1.6 Hz,
1H), 7.31 {t, /= 6.0 Hz, 1H), 8.12 (q, J1= 4.8
Hz, J2= 8.0 Hz, 1H), 6.58 (d, /= 2.0 Hz, 1H),
5.93 (d, J=10.8 Hz, 1H), 5.91 (4, J= 2.0 Hz,
1H), 5.35 (q, /1= 10.0 Hz, Jz= 13.2 Hz, 1H),
4.97 (s, 1H), 4.62-4.54 (m, 3H), 2.41 (s, 6H),
2.19 (s, 3H), 1.74 (d, J= 6.8 Hz, 3H)

419

232

(£)—N—({(4—ArF1—5
—AFN—2—FF/—1, 2
—JERa s — 3~ )
AFNAY—1—(1—(2— AP
PEVIV L —4— AN F
Ny —2—AF ) —1H—t1
a2, 3—b]¥UP—3—%
JRFLTFIN

(400 MHz, MeOD-d4) § 8.56-78.54 (d, 1H),
8.34-8.32 (d, 1H), 8.26-825 (d, 1H),
7.37-7.34 (¢, 1H), 7.05-7.02 (t, 1H), 6.28-6.26
(d, 1H), 4.63(s, 2H), 4.16(s, 3H), 3.9(s, 3H),
2.71(s,3H), 2.59(s, 3H), 2.15-2.13(d, 3H)

463
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A=k

4F

1H NMR

m/'z

233

(£)—N— ({4, 6—YAF
—2—FF/—1, 2—VEFu
EY Y —3— AN} AFA) —
1— (1= (2—=AMFLEVID
V—A4— A N)TF)) —2— A
Fl—1H—tmu[2, 3—b]
vYI —3— A ARFL TR
e

447

235

() —N—-((4—=}*>—6
—AFN—2—FF%V -1, 2
—PeRari —3—A1)
AFN) —1— (1 —=AMF T
EANY =2 fJl) — 2 — AF
A—1H—Fmrz[2, 3—-b]t
VI —3—HRF IR

(400 MHz, CDCl3) 6
12.5 (s, 1H), 8.11-8.18 (m, 2H), 7.60 (s, 1H),
6.95-6.98 (m, 1H), 5.90 (s, 1H), 5.96 (s, 1H),
4.83 (s, 1H), 4.10-4.21 (m, 3H), 3.82-3.83 (m,
1H), 3.23 (s, SH), 8.79 (s, 3H), 2.15 (s, 3H),
1.65-1.66 (d, J= 6.8 Hz, 6H), 1.44-1.47 (t, J=
7.2 Hz , 3H).

413

237

(£)—N—((4, 6—Y2Fn
—2—AFV—1, 2—~Ro
EYI =3 —A)V) AF L) —
2—AF N —1— (1 —FENRY
A7 —2— A —1H
~ter(2, 3-b]¥YI—
3—ANRFITIR

438

238

(£}—-1-(Q—-QH-—~
[d]A3F Y —n—1—AN)
Tus—2— ) —N—
((4, 6=V AFN—2—AF
V=1, 2—YERFrEYSy -~
3—AN)AFN) —2~AF L
—I1H—¥umu[2, 3—b]EY
DV —3—HNRFTIN

469

239

(X)—-1-(1—(3—v7,7
z=A)mF ) —N— ((4—
ARF L —6—AFN—2—F
FV—1, 2— Yo
—3—AIN) AF Y —2—AF
A—1H—Fre[2, 3—b]r°
VIV —3—HNEes7IR

(400 MHz, CD;OD) § 818812 (m,1H),
810 (d, J=6.4 Hz,1H), 7.61-7.57 (m, 1H),
7.45— 7.44 (m, 2H), 7.16-7.13 (m, 1H), 6.31
(d, J=8.4 Hz, 1H), 6.25 (s, 1H), 4.50 (s, 2H),
3.91 (s, 3H), 2.50 (s, 3H), 2.30 (m, 3H), 2.05
(d, J=7.2 Hz, 3H)

456
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k&%

G

1H NMR

m/z

241

N—((4, 6—LAF N —2—
FHEV—1, 2Ry
Y=3—ANIAFN) —1—
(3—APFVTHL—2—A
W) —2—FF L —~1H—FEn
z[2, 3—b]rUr—3—%
ARFLTIK

(400 MHz, CDsOD): & 8.67-8.65 (d, 1H),
8.45-8.44 (d, 1H), 7.59-7.55(m, 1H), 6.70 (s,
1H), 4.79 (s, 1H), 4.61 (s, 2H), 4.07 (s, 1H),
3.32 (s, 3H), 2.75(s, 3H), 2.56 (s, 3H), 2.42(s,
3H), 1.68-1.66(d, 3H), 1.16-1.15(d, 3H).

397

242

(=)—1—(1—(3—Hsx
FANT =) BFAY) —N
—((4—AFFT —6—RAF L
—2—FFY—1, 2—2rFe
BN —3—AN) AF ) —
2—AFN—1H-taal[2,
3—b]¥UT—3—HARE
TTIR

(400 MHz, CD:OD-d4) § 8.31 (br, 2H),
7.78-7.79 (br, 1H), 7.77 (s, 1H), 7.46-7.33 (m,
3H), 6.97 (s, 1H), 6.50-6.48 (d, J= 6.8 MHz,
1H), 4.60 (s, 2H), 4.41 (s, 3H), 2.56 (s, 3H),
2.53 (s, 3H), 2.11-2.10 (d, J= 7.2 MHz, 3H)

474

244

N— ({4, 6~YAFN—2—
FFY—1, 2—=VeForyy
=3 —AN)AFI) —2— R
FN—1—(FhFekue—2H
-5 —4—AN)—1H—
Frz[2, 3—b]E U —3
—WARFTIR

(400 MHz, CDsOD) 6 8.30 (m, 7H), 8.25 (m,
1H), 7.29 (m, 1 H), 6.85(s, 1H), 4.77 {m,
1H),4.62 (s, 2 H), 4.13 (m, 2H), 3.65 (m, 2 H),
2.99 (m,2H), 2.78 (s, 3H), 2.60 (s, 3H), 2.46
(s, 3H), 1.77 (m, 2H)

395

249

(£)—N—((4, 6—AF
—2—FFV—1, 2—kRm
BV —3—~A2) AF ) —~
2—=AF N —1—(1—(2—7
FAEV L —1(2H) —A 1)
Ty —2—AN)—1H—
v'ru(2, 3—h]EY—3
—HRFLTIN

(CDCls, 400 MHz) § 11.18 (s, 1H), 8.24 (dd,
Ji =12 Hz, J2= 4.8 Hz, 1H), 8.13 (dd, /; =
1.2 Hz, J2 = 9.2 Hz, 1H), 7.30 (t, J= 6.0 Hz,
1H), 7.20-7.15 (m, 1H), 7.06 (dd, J7 = 4.8 Hz,
Jz= 8.0 Hz, 1H), 6.50-6.43 (m, 2H), 5.93 (s,
1H), 5.70-5.66 (m, 1H), 5.11 (s, 1H), 4.80 (¢, J
= 12.4 Hz, 1H), 4.69 (dd, Jy = 4.4 Hz, Jz =
12.8 Hz, 1H), 4.53 (dd, J; = 3.2 Hz, J2 = 5.6
Hz, 2H), 2.50 (s, 3H), 2.40 (s, 3H), 2.20 (s,
SH), 1.74 (d, J= 7.2 Hz, 3H)

446

250

(£)—N—((4, 6—T2F 1
—2—F%V—1, 2—rFu
B =3 — A1) AF ) —
2—AFN—1—(1— (AF
ANR=A) T a8 —2— o
M) —1H—¥rmr[2, 3—h]
EUS — 3 — AR FL TR
e

(400 MHz, CDsOD): § 8.31-8.32 (d, J=.6.0
Hz, 3H), 8.18-8.20(d, + = 8.0 Hz, 3H),
7.26-7.29 (t, 1H), 6.99 (s, 1H), 5.20-5.37 (br,
1H), 4.58 (s, 2H), 4.13 (s, 3H), 3.67-3.71 (d,
1H), 8.1-3.22 (br, 1H), 2.78 (s, 3H), 2.55 (s,
3H), 2.54 (s, 3H),1.77-1.79 (d, J/ = 6.8 Hz,
3H).

431
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=5

H

*H NMR

m/z

251

(£)—N—({(4—AbF—6
—AFN—2—FFy—1, 2
—TrRutYo —3—1L)
AFNY—2—RAF L —1—(1
—(BUP —2— A /LA FL)
T —2—AN)—-1H—
a2, 3—b]YYL—3
—HRETIN

(400MHz, CDCls) 8 ppm 1.80 (d, /~6.84 Hz,
3H)221 (s, 3 H)2.73 (s, 3 H) 3.20 (5, 3 H)
4.66 (d, /~5.51 Hz, 2 H) 4.82 — 4.90 (m, 1 H)
5.11 (d, J/~9.04 Hz, 2 H) 5.93 (s, 1 H) 6.57 (d,
/=8.38 Hz, 1 H) 6.79 — 6.86 (m, 1 H) 7.01
(dd, =7.94, 4.85 Hz, 1 H) 7.45 — 7.52 (m, 1
H) 7.58 (br. S., 1 H) 8.07 — 8.17 (m, 2 H) 8.18
—8.23 (m, 1 H) 11.63 (br. S., 1 H)

462

260

(£) —N—((6—vr/nrn
B —4—ANE L —2— 5
V-1, 2—2rRar ) —

3—AN)AFN)—1—{(1— 2

b —2—A)—2
—AF N —1H—-ranrl[2, 3
~blUT L —3 - RE
IR

(CDCls, 400 MHz) § 11.04 (s, 1H), 8.18 (d, J
= 4.0 Hz, 1H), 8.10 (d, J= 8.0 Hz, 1H), 7.28
(t, J= 6.0 Hz, 1H), 7.02 (dd, Jr = 4.8 Hz, Jo=
7.6 Hz, 1H), 5.77 (s, 1H), 4.82 (s, 1H), 4.57
(d, J= 6.0 Hz, 2H), 4.19 (t, J= 8.8 Hz, 1H),
3.83 (q, J1 = 5.6 Hz, J2= 9.6 Hz, 1H), 3.22 (s,
3H), 2.77 (s, 3H), 2.41 (s, 3H), 1.74-1.68 (m,
1H), 1.65 (d, J = 7.2 Hz, 3H), 0.90-0.76 (m,
4H)

425

322

N—({4, 6—AFNL—2~
FHEV—1, 2—VrRFaryy
=3 AN)AF ) —1—
(3—AM¥ T TR —2—4
) = Z—AF b — 6 — (AF
NWANR=)) —1H=~ AR
= —=3—ANRFTIN

(400 MHz, CDCls): § 0.97-0.99 (d, /6.8 Hz,
3H), & 1.19-1.21(d, ~6.0 Hz, 3H),2.16(s,
3H), 2.41(s, 3H), 2.73(s, 3H), 2.99(s, 3H),
3.04 (s, 3H), 3.859 (brs, 1H), 4.47(brs, 1H),
4.69-4.61 (d, &6.0 Hz , 2H), 5.95(s, 1H),
7.41-7.44 (, /5.6 Hz1H), 7.52-7.54 (4,
J=4.8 Hz , 1H), 7.97-7.99(d, /=8.4 Hz, 1H),
8.117(s, 1H)

474

323

N—((4—AbFT —6—RAF
—2—FF/—1, 2—LR
YDy —3— L) AF )
—1—(3—ArFv T HL—2
—AN)—=2—AFNL—6— (A
FNANR=A) —1H— A
F——3~HNVRELTIR

(400 MHz, CDCls) 8 1.20-1.24 (d, ~6.4 Hz,
3H), & 1.59-1.69(d, ~6.4 Hz, 3H),2.13(s,
3H), 2.79(s, 3H), 2.99(s, 3H) , 3.04(s, 3H),
3.25-3.32 (m, 4H), 4,40 (brs, 1H), 4.65-4.67
(d, /5.6 Hz , 2H), 5.94(s, 1H), 7.49-7.51 (4,
J=8.4 Hz,1H), 7.61-7.63 (t, 5.0 Hz, 1H),
7.98-8.00 (d, J~8.4 Hz, 1H), 8.119(brs, 1H),
12.71(brs, 1H)

490

350

N—((4=AprF—6—2F
N—2—FFY—~1, 2—kR
Yy —3—AN) AF )
—2—AFN—1—(3— (AF
AR N) T H o — 2 A
W) —1H—AF——3—
ANRF L TIR

(400 MHz, CDCls) & 0.94 (d, ~7.2 Hz, 3H),
1.92(m, 3H), 2.19 (s, 3H), 2.75 (s, 3H),
3.01(s, 3H), 3.90 (s, 4H), 4.65 (m, 2H), 4.87
(m, 1H), 5.92 (s,1H), 7.10 (m, 2H), 7.38 (s,
1H), 7.56 (d, J/~=5.2 Hz, 1H),7.89 (d, J7.6
Hz, 1H)

460
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Lad

AR

1H NMR

m/z

383

1—v7u~ s F—N— ({4
—AAF —6—AFN—2—
XV —1, 2—JrRuryy
=3—AN)AFN) =2 =2
F)—1H—Fue[2, 3—b]
U —3—HARETI
e

(CDCls, 400 MHz)5 12.76 (s, 1H), 8.19-8.20
(d, J=2.0 Hz, 1H), 8.11-8.13 (d, J=3.6 Hz,
1H), 7.58 (s, 1H), 6.95-6.99 (m, 1H), 5.94 (s,
1H), 5.01-5.10 (m, 1H), 4.65-4.66 (d, J=5.6
Hz, 2H), 3.90 (s, 3H), 2.82 (s, 3H), 2.39-2.42
(d, J=11.6 Hz, 2H),2.19 (s, 3H), 2.02-2.07(m,
3H), 1.72-1.75(m, 3H), 1.26-1.51(m, 1H)

395

384

1—3aRrF—N—
({4, 6—PAF L —2—FF
V=1, 2= R —
S—AN)AFN) —2—AF
—1H—-¥uanr[2, 3—bh]l
Py —3—HRFITIR

379

280

() —-N—-((6—=F1—4
—ARFL—2—FFY—1, 2
—JEREE DY —3—A)
AFN) —1—(1—ApF 7
B —2— ) —2—AF
A—1H—~rou[2, 3—b]F
Vv —3—ANRFLTIR

1H NMR (400 MHz, CD30D) §8.25-8.29 (m,
A). § 7.28-7.31 (m, 1H). 6.89 (s, 1H),
4.93-4.95 (br, 1H), 4.58 (s, 2H), 4.2-4.25 (m,
1H),4.13 (s, 3H), 3.77-3.81 (m, 1H), 3.24 (s,
3H), 2.79-2.84 (q, 1H), 2.72 (s, 3H), 1.66-1.68
(d, J=17.2 Hz, 3H} 1.32-1.36 (t, 3H)

413

288

(R31ES) —N— ((4—Abs
L —6—RAFN—2— A —
1, 2—JrRar’)dr—3—
ANYAF ) —2—AF L —1
—(1— (FrFeFu—2H—F
Sr—4—AN)=FN) —1H
—bou(2, 33—y —
3—AHNLFRFLTIN

(400 MHz, d6DMSO) § 11.57 — 11.65 (m,
1H), 8.18 — 8.23 (m, 1H), 8.07 — 8.12 (m, 1H),
7.83 — 7.91 (m, 1H), 7.07 — 7.15 (m, 1H), 6.15
(s,1H), 4.81 (d, J= 4.46 Hz, 1H), 4.04 — 4.20
(m, 1H), 3.88 — 3.97 (m, 1H), 3.84 (s, 3H),
3.59 — 3.70 (m, 1H), 2.97 — 8.10 (m, 1H), 2.79
—2.93 (m, 1H), 2.67 (br. S., 3H), 2.20 (s, 3H),
1.78 — 1.88 (m, 1H), 1.53 — 1.68 (m, 3H), 1.28
— 1.41 (m, 2H), 0.97 — 1.13 (m, 2H), 0.56 —
0.68 (m, 1H)

439

276

(S) —N—((4—Ab*—6
—AFN—2—FFV—1, 2
—PeRur Yoy —3—AN)
AFN)—2—AFn—1—(1
— = F ) —1H-
onl[2, 3-blEVI Y —3—
HARFTIR

(400MHz, DMSO-de) 5 = 11.82 — 11.68 (m, 1
H), 8.20 (dd, J= 1.6, 4.7 Hz, 1 H), 8.13 (dd, ./
=1.6, 8.0 Hz, 1 H), 8.02 — 7.94 (m, 1 H), 7.33
—7.26 (m, 2 H), 7.24 (d, J=7.1 Hz, 1 H), 7.17
—17.10 (m, 3 H), 6.29 (s, 1 H), 6.19 (s, 1 H),
4.31 (br. S., 2 H), 3.83 (s, 3 H), 2.48 (br. S., 3
H), 2.22 — 2.18 (m, 3 H), 2.20 (s, 3 H), 2.02 —
1.97 (m, 3 H), 2.00 (d, /= 7.4 Hz, 3 H)

431
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=L

HF5

H NMR

m/z

306

(RXixS)—N—((4, 6—%
AFN—2—F%V—1, 2—
TRy —3—AA) A
FNA)—2—AFN—1—(1—
(FF R~ 2H-—5 —
4—AN}=FN) —1H— AV
F——3—HNREFFIN

(400MHz, DMSO-de) & = 11.78 — 11.56 (m, 1
H), 8.19 (d, /= 3.1 Hz, 1 H), 8.06 (dd, /= 1.4,
7.9 Hz, 1 H), 7.82 (br. S., 1 H), 7.10 (dd, J=
4.7, 7.8 Hz, 1 H), 5.91 (s, 1 H), 4.30 (br. S., 2
H), 4.19 - 4.02 (m, 1 H), 3.90 (d, J=8.5 Hz, 1
H), 3.63 (d, J= 7.8 Hz, 1 H), 8.29 (5, 1 H),
3.06 (s, 1 H), 2.92 — 2.74 (m, 1 H), 2.64 (br.
S., 3 H), 2.25 (s, 8 H), 2.1 (s, 3 H), 1.80 (br.
S., 1 H), 1.59 (br. S., 3 H), 1.41 — 1.24 (m, 1
H), 1.09 (s, 2 H), 0.67 — 0.52 (m, 1 H)

423

296

1—-4—7/)—4—F%V7
HFo—2—AN) ~N—{((4—
AAFL —6—RAF N —2—F
X—1, 2—TrRarydy
—3—AN)AF ) —2—AF
—1H~rre[2, 3—b]
Vv —3—HNRES IR

(CDCls, 400MHz) § 8.14-8.12 (dd, J = 1.2
Hz,4.8 Hz, 1H), 8.09-8.07 (dd, J= 1.2 Hz,8.0
Hz, 1H), 7.51-7.46 (m, 1H), 6.94-6.91 (dd, J=
4.8 Hz,8.0 Hz, 1H),6.50 (s, 1H), 5.90 (s, 1H),
5.51 (s, 1H), 4.79-4.74 (dd, J = 6.4 Hz,14.8
Hz, 1H), 4.44-4.39 (dd, J = 4.8 Hz,14.8 Hz,
1H), 3.87 (s, 3H), 3.81-3.75 (m, 1H),
2.83-2.78 (dd, J = 5.2 Hz,14.8 Hz, 1H),2.75
(s, 3H), 2.23 (s, 3H), 1.63-1.62 (d, J= 6.8 Hz,
3H)

412

301

(£)—1—(Q - 77 m
Y=2—AN)—N—({4—2*
Fe —B—RAFN—2—33%
V=1, 2—YrRkurydr—
3—AN)AFI) —2—AF )L
—1H—tux[2, 3—b]¥Y
U —3—HNARFLTIN

(CDCls, 400MHz) & 12.64 (s, 1H), 8.17-8.12
(m, 2H), 7.56 (s, 1H), 7.03-7.00 (dd, J= 4.4
Hz,7.6 Hz, 1H), 5.94 (s, 1H), 4.89-4.80 (m,
1H), 4.64-4.62 (d, /= 5.2 Hz, 1H), 3.90 (s,
3H), 3.74-3.68 (dd, /= 8.8 Hz,17.2 Hz, 1H),
3.27-3.21 (dd, J = 6.4 Hz,16.8 Hz, 1H).2.79
(s, 3H), 2.19 (s, 3H), 1.78-1.76 (d, J= 6.8 Hz,
3H).

394

262

(£)~N—((6—(kFuZx
AFN) —4—ArFL—2—F
V-1, 2—PrRurydy
—3—AN)AFN)—1— (1
—AF T —2— 4
W) —=2—AF N —1H—¥n
u[2, 3—blEV—3—H
RFLTIR

(400 MHz, CDCl3): § 11.16 (b, 1 H), 8.19 (dd,
1H, J1= 4.63 Hz, J2= 1.10 Hz), 8.06 (dd, 1H,
J1=7.49 Hz, J2 = 1.10 Hz), 7.14 (¢, 1 H,
J=5.51 Hz), 7.05 (dd, 1 H, J1=7.49 Hz, H,
J2= 4.63 Hz), 6.02 (s, 1H), 4.88-4.73 (br, 1
H), 4.57 (d, 2H, J=5.95 Hz), 4.47 (s, 2H), 4.22
(t, 1H, J= 8.60 Hz), 3.81 (dd, 1H, J1= 9.70
Hz, J2=3.8 Hz), 3.37~3.15 (br, 1H), 3.21 (s,
8H), 2.76 (s, 3H), 2.44 (s, 3H), 1.64 (d, 3 H,
J=7.06 Hz)

399
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dA=g

Gk

1H NMR

m/z

TJEID
268/269

(£) =N—((4— A% —6
—AFN—-2—FFV—1, 2
— VR —3—11)
AFN)—2—AFL—1—(1
—(1—AFAL—2—FFY—
1, 2— R —a4—
ANyT=FA)—1H~Ern
[2, 3—blEVIr—3—Hhn
AETIR

462

271

N—((4, 6—UAFNL—2—
FXY—1, 2—VeFaryy
Y=3—AN)AFN)—1—
(3—kRui —3—AF L7
F—=2—=A)) —2—AF
—1H—-tuu[2, 3—b]EY
D —3—HNRFLTIR

(CDCls, 400MHz) & 12.87 (brs, 1H),
8.18-8.11 (m, 2H), 7.56 (s, 1H), 7.47 (s, 1H),
7.01-7.00 (dd, = 4.8 Hz, 8 Hz, 1H), 5.96 (s,
1H), 4.64-4.55 (m, 2H), 4.32-4.27 (dd, J= 6.8
Hz, 14 Hz, 1H), 2.73 (s, 3H), 2.42 (s, 3H),
2.16 (s, 3H), 1.52-1.50 (d, J=7.2 Hz,3H), 1.39
(s, 3H), 0.91 (s, 3H)

396

272

(£)—N—(({4, 6—AFN
—2—FV/—1, 2—TkRnm
BV — 3 — A /) AF L) —
2—AF N —1—(1— (%)
Dr—1—AN) Tl —2
—AfN)—1H—Frel2, 3
—blVP — 83 —H R
LFIR

(CDCls, 400 M Hz) § 11.92 (s, 1H), 8.21 (dd,
J/1=1.6 Hz, Jz = 4.8 Hz, 1H), 8.13 (dd, /1 =
1.2 Hz, J2= 7.6 Hz, 1H), 7.43 (t, J= 6.0 Hz,
1H), 7.01 (dd, J7 = 4.8 Hz, J> = 8.0 Hz, 1H),
5.94 (s, 1H), 4.60 (d, /= 6.0 Hz, 2H), 4.29 (d,
J = 6.0 Hz, 2H), 3.13 (s, 1H), 2.80 (s, 3H),
2.66 (s, 2H), 2.43 (s, 5H), 2.20 (s, 3H), 1.44
(d, /= 44.0 Hz, 6H), 0.90 (d, /= 6.8 Hz, 3H)

435

193

(£)—N—-(({4, 6= AF 1
—2—F%Y—1, 2—kFnu
EU L =3 — A1) AF ) —
1—(4—tFad 7 —2
—AN)—2—AF N —1H—
v'er(2, 3—b]EVY—3
—BNRFTIR

(400 MHz, Methanol-d4) 6:8.24-8.23 (m, 1H),
8.18-8.16 (m, 1H), 7.21-7.18 (m, 1H), 6.37 (s,
1H), 4.58 (s, 2 H), 3.51-3.45 (m, 1 H),
3.49-3.15 (m, 2H), 2.74 (s, 4 H), 2.50 (s, 3 H),
2.34(s, 3 H), 2.31-2.26 (m, 1 H), 1.73-1.71 (m,
3 H)

383

194

N-—((4, 6—VAFNL—2—
FHFY—1, 2—VeRuryy
Y=3—AN)AFN) —2— A
FAl—1— (=Y —1—
ANANKR=L)—1H—-m
u[2, 3—b]rUI—3—%
NRFLTIR

(400 MHz, CDCls): § 8.31-8.32 (d, 1H),
8.07-8.10 (d, 1H), 7.38-7.40 (t, 1H), 7.10-7.12
(t, 1H), 5.93 (s,1H), 6.30 (s, 1H), 4.56-4.57 (4,
2H), 3.41-3.43 (t, 4H), 2.66 (s, 3H), 2.40 (s,
3H), 2.15 (s, 3H), 1.47 (m, 6H)

458
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O0o00oO0D0oO0O0
&4 HAFR 1H NMR m/z

(£) —N—-({4, 6= AF
—2—F%y—1, 2—PrFu

909 EUD L —3—A)) AF L) —
1—(2—rFuF%i 7o) 369
—2—AF )N —1H—-tYun
[2, 3—b]UT»r—3—b
RFTIF
(£)—N-—((4, 6—AFN
—2—F%v—1, 2—Ptkn
YD 3— A A) AFA) — (400 MHz, Methanol-d4): 8 1.63 (d, J=6.8

954 A (1= ARG LTS 5 Hz, 3H), 2.47 (s, 3H), 2.60 (s, 3H), 2.71 (s,
M) — B AF b — AT — 3H), 3.23 (s, 3H), 3.73-3.77 (m, 1H), | 389
rEnl2, 3~d]FTY— 4.10-4.15 (m, 1H), 4.60 (m, 2H), 4.70-4.79
6 75};/ R Il (m, 1H), 6.81 (s, 1H), 8.68 (s, 1H)
(+) —1—(3—AR%s—3— | (400MHz ,DMSO-de) 8 = 12.01 — 11.82 (m, 1
—((A—RAPFT—6—RAF 7.06 —6.96 (m, 2 H), 6.25 (s, 1 H), 4.43 (q, J=

21T | o gxy—1, o—vrrn | T1Hz 1H), 433 (br. 8, 2 H), 3.86 (3, 3H), | 496
Uy — 3 ) 2T ) — | 314 — 3.09 (m, 3 H), 2.61 (s, 3 H), 2.23 (5, 3
o RF N —1H— A f—1 | B> 1.58—1.52 (m, 3 H), 1.27 (s, 3 H), 0.88 (s,
~3—AARFLTIK 3 H)
(£)-N—((4, 6—AF N
—2—F%Y—1, 2—rFn

o5 B —3—AN) AF ) —
1—(83—ARFI R B —2 410
—AN)—2—AF ) —1H—
AR —=—3—HNRF T
I
(£)—N—((4—AFF>—6
CXF gy —1 o (CDCls, 400 M Hz) § 17.85 (t, J = 6.4 Hz,
L EREEYUL —5— /r}’]/) 1H), 7.45 (s, 2H), 7.08-7.03 (m, 2H), 5.93 (s,

294 AFI) — 1 — (3— AP illi), ;.71-4.61 I&m, 2H), 4.36 (s, 1H), 3.90 (s, 412
B9 AL) — 2 2L ), 2.95 (s, 3H), 2.75 (s, 3H), 2.17 (s, 3H),
A H— AR — 31 1.57 (d, /= 7.2 Hz, 3H), 1.23 (d, J= 6.0 Hz,
AR TIR 3H)
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(R=x’

T

'H NMR

m/z

309

(£)=N— ((4—XbF—6
—AFN—2—F%V—-1,2
—PEFmE Y —3—A)
AFN) —1— (1 —ArHL T
aiy —2—1)V) —2—AF
N—6— (tri7 FuAFL)
—1H—-tru[2, 3—b]rU
L —3—F R TIR

(400MHz, METHANOL-d9& = 824 (d,
J=8.0 Hz, 1H), 7.52 (d, -~8.5 Hz, 1H), 6.30
(s, 1H), 4.94 - 4.90 (m, 1H), 4.54 (s, 2H), 4.36
(¢, &9.5 Hz, 1H), 3.96 (s, 3H), 3.79 (dd,
J~=4.8, 9.8 Hz, 1H), 3.22 (s, 3H), 2.73 (s, 3H),
2.34 (5, 3H), 1.70 (4, &7.0 Hz, 3H)

467

312

N—((4—Ar¥> —6—AF
N—2—FF—1, 2—Lk
Febe Ui —3—A1) 2F
A)—2—AF ) —1— (4,
4, 4—R)7Fa—3—Ak
T —2—AN)—1H
—turm [2, 3—b] ¥YY
—=3—HNAREFTIFR

(400 MHz, CDCls): 6 8.18-8.14 (m, 2H),
7.57-7.51 (m, 1H), 7.05-7.02 (m, 1H), 5.92 (s,
1H), 5.01 (s, 2H), 4.63-4.60 (m, 1H), 3.89 (s,
3H), 3.73 (s, 3H), 2.73 (s, 3H), 2.20 (s, 3H),
1.75-1.73(d, J=6.8, 3H).

467

338

1—(1—ArFL—2—RAFn
FanN—2—A)) —N—
((4—APH¥ —6—AF N —
2—FF¥J—1, 2=kl
V20 —3—AN)AFNL)—2
—AFN—1H— AR ——
3—HNVARFTIR

(400 MHz, CDCls): 8 1.84 (s, 6H), 2.08 (s,
2H), 2.86 (s, 3H), 3.24 (s, 3H), 3.82 (s, 2H),
3.88 (s, 3H), 4.65 (d, J=5.6 Hz, 2H), 5.88 (m,
1H), 6.99-6.95 (m, 1H), 7.05-7.02 (m, 1H),
7.43-7.40 (m, 1H), 7.60-7.57 (m, 1H),
7.77-7.75 (m, 1H), 12.98 (s, 1H)

412

290

(£)—1—-(3—x=hzxx> 7%
V—2—AN)—N—({4—#
b3 —6—AF N —2—F4%
V—1, 2—rRmre )y —
3—AN)AF V) —2—RAF L
—1H—-AF——3—H/1L
RHFFTIR

(400MHz, DMSO-de) 8 = 11.60 (br. s., 1 H),
7.72 (d, J=17.6 Hz, 1 H), 7.67 (4, /= 5.1 Hz,
2 H), 7.09 - 6.98 (m, 2 H), 6.14 (s, 1 H), 4.41 -
4.35 (m, 1 H), 4.32 (d, /= 4.9 Hz, 2 H), 4.03 -
3.93 (m, 1 H), 3.83 (s, 3 H), 3.25 (d, /= 9.4
Hz, 1 H), 2.82 - 2.72 (m, 1 H), 2.62 (br. s., 3
H), 2.19 (s, 3 H), 1.52 (d, &= 7.1 Hz, 3 H),
1.15(d, J=6.0Hz, 3 H), 0.68 (t, /= 6.9 Hz, 3
H)

426

293

N—{((4—AbFT —6—RAF
N—2~—F%FY—1, 2—ok
Frt'ldr—3—41) AF
) —=1—(3—ArF ~LF
=2~ AN) —2—AF L —
1H—vurw [2, 3—b] ¥
U —3—HNREFLTIR

(400 MHz, CDCls): § 8.19-8.13 (m, 2H),
7.57-1.65 (t, 1H), 6.99-6.96 (m, 1H), 5.94 (s,
1H), 4.67-4.65 (m, 2H), 4.40 (m, 1H), 4.16
(m, 1H), 3.16 (s, 3H), 2.80 (s, 3H), 2.77 (s,
3H), 2.20 (s, 3H), 1.87-1.81 (m, 1H),
1.67-1.65  (m,3H), 1.53-1.45 (m,3H),
1.02-0.99 (m, 3H)

427
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(A=x]

A Fp

1T NMR

m/z

299

N—{((4—ArF —6—AF
J—2—AF/—1, 2—TF
oYL — 3 —AN) AFIL)
—1—{(3—ArF L H o —
2—AN)—2—AF L —1H
— = —3—HNRH
FIRN

(400 MHz, CDCls) § 7.87-7.86 (d, 1H),
752.7.45 (m, 2H), 7.10-7.02 (m, 2H),
4.79-4.64 (dd, 2H), 4.45-4.42 (s 1H), 3.9 (s,
3H), 3.73 (s, 1H), 2.8-2.7 (d, 6H), 2.17 (s,
3H), 1.80-1.756 (m,1H), 1.58 (s, SH), 1.25
(m,1H), 1.03-0.99 (t, 3H)

425

265

1—(1—ArFy—1—T ==
AT =2 ) ~N—
((d—APFT —6—AFN—
2—FFV—~1, 2—VeRuy
Vw—3—AN)AF /) —2
—AF N —1H—¥au[2, 3
—bIrIUT —3—HNARF
IR

(CDCls, 400MHz) 8 13.19 (s, 1H), 8.22-8.21
(d, J= 4.4 Hz, 1H), 8.16-8.14 (4, J= 8.0 Hz,
2H), 7.61-7.26 (m, 6H), 7.00-6.97(dd, J = 4.8
Hz,8.0 Hz, 1H), 5.94 (s, 1H), 5.33-5.30 (d, J=
9.2 Hz, 1H), 4.73-4.63 (m, 2H), 4.48 (s, 1H),
3.90 (s, 3H), 2.85 (s, SH), 2.82 (s, 3H), 2.19
(s, 3H), 1.41-1.39 (d, J= 6.8 Hz, 3H)

475
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L&

FaRh

1H NMR

320

N— ((4—ArF —6—2F
—2—F%/—-1,2—ot
Faeldy —3—A0) AF
N)—2—2AFn—1—(1—
(1~ (AF AN FR=) B2
Yo —3— ) z=F ) —1
H—AvF—A—3—3 /LR
FLTIR

1H NMR (400MHz, METHANOL-ds) § 7.74
(d, &~7.0 Hz, 1H), 7.65 — 7.54 (m, 1H), 7.17 —
7.08 (m, 2H), 6.30 (s, 1H), 4.70 — 4.60 (m,
1H), 4.56 (s, 2H), 4.34 — 4.24 (m, 1H), 3.97 (s
3H), 3.80 (d, ~13.6 Hz, 1H), 3.19 — 3.01 (m,
1H), 2.77 — 2.69 (m, 1H), 2.64 (s, 3H), 2.56 —
2.41 (m, 1H), 2.35 (s, 3H), 2.26 — 2.12 (m,
3H), 1.73 — 1.63 (m, 3H), 1.62 — 1.50 (m, 1H),
1.35 - 1.23 (m, 1H), 1.09 (s, 2H) '

1)

479

371

N— ({4—AFFL —6—AF
N—2—FFY—1, 2—Tt
Favlds —3—A)) AF
N)~2—=AFn—1—(1—
(AFNANTR=N) —1, 2,
3, 4—7hFeFux /U —5
—AN) —1H—AVF—)L—

3—HNAELTIN

(CDCls, 400 M Hz) § 7.94 (d, /= 7.6 Hz,
1H), 7.88 (d, J= 8.0 Hz, 1H), 7.63 (d, /= 6.0
Hz, 1H), 7.36 (t, J = 8.0 Hz, 1H), 7.16-7.01
(m, 3H), 6.78 (d, J=17.6 Hz, 1H), 5.97 (s, 1H),
4.70 (t, J=19.6 Hz, 2H), 3.92 (s, 3H), 3.78 (d,
J = 5.6 Hz, 2H), 3.00 (s, 3H), 2.49 (s, 3H),
2.32 (s, 3H), 2.18-2.13 (m, 2H), 1.85-1.81 (m,
2H)
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a4

G4k

1 NMR

m/z

217

RXIES) —N— ({4, 6—VAF N —
2—AFY -1, 2—rRFu I —
B—AN)AFN) —1—(1—ARF
TN =2 — AN —2—AF N —1
H—AVRF = —3—ANREFTIN
——7 1

(400 MHz, CDsOD) 6 7.74 (m, 1H),
7.57 (d, J=7.6 Hz,1H), 7.15 (m, 2H), 6.14
(s,1H), 4.86 (m,1H)}, 4.55 (5,2H), 4.02 (m,
1H), 3.77 (m, 1H), 3.22 (s, 3H), 2.65 (s,
3H), 2.43 (s, 3H), 2.26 (s, 3H), 1.62 (d,
J=7.2 Hz, 3H)

382

218

(RXIXS) —N—((4, 6—VAF 1 —
2—FFV—1, 2=y —
B3—AN)AFN) —1— (1 —ARF
TR —2—AN) —2—AF L —1]
H— AV R—N—3—hNRFETIR
—v—2 2

(400 MHz, CD:OD) § 7.74 {(m, 1H),
7.57 (d, J=7.6 Hz,1H), 7.15 (m, 2H),
6.14(s,1H), 4.86(m,1H), 4.55(s,2H), 4.02
(m, 1H),3.77 (m, 1H),3.22 (s, 3H), 2.65
(s, 3H), 2.43 (s, 3H), 2.26 (s, 3H), 1.62 (d,
J=7.2 Hz, 3H)

382

225

(RMIXS) ~1—(1— (3—H i
ANT =) =F L) —N—((4, 6
—VAFN—2—FFHV—1, 2—-PE
FaE) Y —3—ANY AF L) —2—
AFN—1H—AR—N—3—-%h
RETIF B—7 1

(400 MHz, Methanol-d4) §7.84 (d,
J=8Hz,1H), 7.66 (d, J=8.4 Hz, 2H),
7.83-7.37 (m, 2H),
6.88-6.96 (m, 2H), 5.90 (s, 2H),5.81-5.82
(m, 1 H), 4.57-4.63 (m, 2 H), 3.54 (s, 7
H), 2.99(s, 3H), 2.70(s, 3H), 2.45(s, 3H),
2.22(s, 3H), 1.96(d, J=7.2 Hz, 3H)

704 (m, 1 H),|

457

226

(RXiZS) —1—(1— (3—HnE
ANT =) 2F ) —N—~((4, 6
~PAFN—2—FF/—1, 2—k
FrbvVos —3—AN) AF L) —2—
AFN—1H— A R—L—83—H)
REVTIN B 2

(400 MHz, Methanol-d4) §7.84 (d,
J=8Hz,1H), 7.66 (d, J=8.4 Hz, 2H),
7.33-7.37 (m, 2H), 7.04 (m, 1 H),
6.88-6.96 (m, 2H), 5.90 (s, 2H),5.81-5.82
(m, 1 H), 4.57-4.63 (m, 2 H), 3.54 (s, 1
H), 2.99(s, 3H), 2.70(s, 3H), 2.45(s, 3H),
2.22(s, 3H), 1.96(d, J=7.2 Hz, 3H)

457

227

RXIFES)—1—(1— (83— 7 /7=
=) TF ) —N—((4, 6 —AF
N—2—F%Y—1, 2—CrRut’yy
W =B— AN AFN) —2—AF ) —
IH— AV F——3 =i % 7
K v—2 1

(400 MHz, Methanol-d4) 6 7.78 (d,
J=8Hz, 1H), 7.67 (d, J=7.2Hz,1H), 7.54
(m, 3H), 7.13 (m, 1H), 7.03 (d, J=4 Hz, 2
H), 6.45 (s, 1H), 6.04 (m, 1H), 4.61 (s,
2H), 2.66 (s, 3 H), 2.52 (s, 3 H), 2.36 (s, 1
H), 2.02 (d, J=7.2 Hz, 3H)

228

RXIES)~1—(1—-(3—7/7=
=) FA)—N—((4, 6 —AF
—2—FF /-1, 2Rty
Y=3—ANYRAF ) —2— AF L —
1H— A F—A—3—Hh AR EL T3
F -7 2

(400 MHz, Methanol-d4) § 7.78 (d,
J=8Hz, 1H), 7.67 (d, J=7.2Hz,1H), 7.54
(m, 3H), 7.13 (m, 1H), 7.03 (d, J=4 Hz, 2
H), 6.45 (s, 1H), 6.04 (m, 1H), 4.61 (s,
2H), 2.66 (s, 3 H), 2.52 (s, 3 H), 2.36 (s, 1
H), 2.02 (d, J=7.2 Hz, 3H)
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&t HFF 1H NMR m/z
(RIULS) — (4, 6— T RF/—2— (400 MHz, CDsOD) © 8.10 (brs, 1H),
R, 8.06-8.04 (d, £&8.0 Hz, 1H), 7.26-7.24 (d,
A%V —1, 2—PrRFurdr — 3~
s J=8.0 Hz, 1H), 7.18-7.14 (t, ~7.6 Hz,
213 | A AFNL 1—(2, 3—PkFr—1
o 1H), 7.08-7.02 (m, 2H), 6.69-6.67(d, | 427
H—AwFr—1—AN)—2—AF-
_1H_4yp_w_3_ﬁﬂ%ﬂﬂﬁeﬁ68Hm1HL6ﬂm&le4AK&2HL
ey 1 2.74-2.64(m, 2H), 2.46(s, 3H), 2.30(s,
3H), 2.17-2.11 (m, 1H), 1.52-1.49(m, 2H)
. (400 MHz, CDCls)
—_ J— —_— }'[/ —_
(_R(jifsg_ i j 9(__5)‘1‘:_ 27_2_ ;/T & 8.116-8.132 (d, 1H), 8.011-8.085 (d,
e o e 1H), 7.037-7.057(, 1H), 6.056 (s, 1H),
195 1, 2—YERFeE Yy —3—A1) A
. 4.462 (d, 2H), 6.30 (s, 1H), 2.63(s, 3H), | 368
FN)—2—AFN—1H—-tar[2,
3 BIEUT 5 p R A | 2356 (s,3H), 2.189(s, 3H), 1.880-1.933
e 1 (m, 1H), 1.587-1.605 (d, 2H), 1.226 (s,
2H), 0.658 (t, 3H)
R (400 MHz, CDCls)
—1— — 1) —N
(RXES) =1~ (sec=7F /1) § 8.116-8.132 (d, 1H), 8.011-8.035 (d,
— ({4, 6-YAFN—2—FFY —
RN 1H), 7.037-7.057(t, 1H), 6.056 (s, 1H),
196 1, 2—2rRE) s —3— AR
. 4.462 (d, 2H), 6.30 (s, 1H), 2.63(s, 3H), | 368
F)—2—AF N —1H-—Fua[2,
P 2.356 (s,3H), 2.189(s, 3H), 1.880-1.933
e 2 " | (m, 1H), 1.587-1.605 (d, 2H), 1.226 (s,
2H), 0.658 (t, 3H)
(RX1IS)— (x)—1—(1—%u | NMR (400 MHz, CDCls):
TRENTF L) —N—((4, 62§ 8.32-8.34 (d, 1H), 8.18-8.2 (d, 1H),

952 FN—2—FF/—1, 2—VrFary | 7.27-7.30(m, 1H), 6.70 (s, 1H), 4.47 (s,

Py —=3—AN)AFN) —2—R2F ) | 2H), 3.94-3.95 (d, 1H), 2.61 (s, 3H), 2.43 | 379
—1H—-¥tnr[2, 3—b]EVIr—3 | (s, SH), 2.29-2.30 (s, 3H), 1.57-1.59 (d,
—HARFLTFIN 3H), 0.63-0.64 (t, 1H), 0.27-0.64 (m, 2H),
v—7 1 0.02-0.04 (t, 1H)
(RXiES) —~ (*£)—1—(1—321= | NMR (400 MHz, CDCls)

o FN) —N—((4, 6-TA | § 8.32-8.34 (d, 1H), 8.18-8.2 (d, 1H),

953 FL—2—FFY—1, 2—VrFarY | 7.27-7.30(m, 1H), 6.70 (s, 1H), 4.47 (s,

Py =B ANYAFN) —2—RAF ) | 2H), 3.94-3.95 (d, 1H), 2.61 (s, 8H), 2.43 | 379
—1H—-tmr[2, 3—b]rYPr 3| (s, JH), 2.29-2.30 (s, 3H), 1.57-1.59 (d,
—HARFLTIN 3H), 0.63-0.64 (t, 1H), 0.27-0.64 (m, 2H),
-7 2 0.02-0.04 (t, 1H)
(RIES) —N— ( (4— ARk s — G (400 MHz, CDCls) & 13.23 (s, 1H),
AF -2 g1 9 rfmye | &16-817 (m, 1H), 811-8.13 (m, 1H),
e ' 7.57-7.60 (t, J = 5.2Hz, 1H), 6.93-6.96
Y —3—AN)AFN) —1— (1—

256 ) " (m, 1H), 5.92 (s, 1H), 4.82-4.83 (d, J =
ARFL TN —2— ) — 2R 399
F—1H—tunl2, 3—b]EYv 2.4 Hz, 1H), 4.65-4.66 (d, J = 6.4 Hz,
P ]\ 2H), 3.89 (s, 3H), 3.81-3.85 (m, 1H), 3.22
ey 1 h (s, 3H), 2.79 (s, 8H), 2.17 (s, 3H),

1.64-1.66 (d, J= 8.0 Hz, 3H)
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A=Y

HFR

1 NMR

m/z

257

(RXIES) —N— (4~ ArFT —6—
AFN—2—F%Y—1, 2—kRur
VOor—=3—AN)AF ) —1—(1—
ARFL TR —2—AN) —2— R
F)—1H—Fmz[2, 3—b]¥U
—3—HNRFLTIN

B—z 2

(400 MHz, CDCls) & 13.23 (s, 1H),
8.16-8.17 (m, 1H), 8.11-8.13 (m, 1H),
7.57-7.60 (t, J = 5.2Hz, 1H), 6.95-6.96
(m, 1H), 5.92 (s, 1H), 4.82-4.83 (d, J =
2.4 Hz, 1H), 4.65-4.66 (d, / = 6.4 Hz,
2H), 3.89 (s, 3H), 3.81-3.85 (m, 1H), 3.22
(s, 3H), 2.79 (s, 3H), 2.17 (s, 3H),
1.64-1.66 (d, J= 8.0 Hz, 3H)

399

278

(RXi¥S)— N—((4—Abxv—86
—AFA—2—FF/—1, 2—PrF
BEYI —3— A N) AF ) —2—R
Fh—1—(1— (AF LA E=L)
Fusy —2—AN) —1TH— AR —
=3 —=HNRFLTFTIR

v—2 1

(400 MHz, METHANOL-dy) 8 ppm 1.77
(d, &~6.84 Hz, 3 H) 2.34 (s, 3 H) 2.39 (s,
3H) 2.75 (s, 3 H) 3.64 (dd, -~14.66, 3.64
Hz, 1 H) 3.96 (s, 3 H) 4.54 (s, 2 H) 5.21
(br. 8., 2 H) 6.30 (s, 1 H) 7.16 (dd,
JT7.94, 4.85 Hz, 1 H) 8.10 (dd, £7.94,
1.54 Hz, 1 H) 8.27 (dd, J=4.63, 1.54 Hz,
1H)

446

279

(RXHES)— N—((4—Ab%—6
—AFN—2—FFV/—1, 2— LK
TEYD L —3— AN AF L) —2— R
F—1—(1— (AF VA NER=)
Tasy —2—AN) ~1H—AF—
=3 — BRI TIN

E—z 2

(400 MHz, METHANOL-dy) & ppm 1.76
(d, &~7.06 Hz, 3 H) 2.33 (s, 3 H) 2.37 (s,
3 H) 2.74 (s, 3 H) 8.62 (dd, -~14.66, 3.64
Hz, 1 H) 3.94 (s, 3 H) 4.52 (s, 2 H) 5.19
(br. S., 2 H) 6.28 (s, 1 H) 7.15 (dd,
J=T7.94, 4.856 Hz, 1 H) 8.09 (dd, .~7.94,
0.77 Hz, 1 H) 8.25 (dd, ~4.85, 1.54 Hz,
1 H)

446

268

(RXFXS) —N—((4—AbF>—6—~
AFN—2—FFV—1, 2—~TrFut’
Vo —3—AN) AF ) —2—AF )L
—1—(1-(1—AFr—2—FFY
—1, 2—YrRuartidr —4— A1)
TFN)—1H—Emr[2, 3—h]EY
D —3—H AR TIN

E—21

(400 MHz, CDCls) & ppm 1.90 (d, J~7.28
Hz, 3 H) 2.26 (s, 3 H) 2.61 (s, 3 H) 3.49
(s, 3 H) 3.91 (s, 3 H) 4.65 (d, J~5.51 Hz,
2 H) 5.72 (dd, ~7.06, 1.76 Hz, 1 H) 5.96
(s, 1H) 6.47 (s, 1 H) 7.06 — 7.14 (m, 2 H)
7.61 (br. S., 1 H) 8.18 — 8.28 (m, 2 H)

462

269

(RXIES) —N— ((4—APF —6—
AFN—2—FFY—1, 2—PrRuar
Doy —3—AN)AFI) —2—AF )L
—1—-(1—-(1—AFr—2—FxY
—1, 2= rRuar Uy —4— A1)
TFA)—1H—-Frmz[2, 3—b]tY
Dy —3—HINRFLTIN

Y-y 2

(400 MHz, CDCls) 8 ppm 1.90 (d, ~7.28
Hz, 3 H) 2.26 (s, 3 H) 2.61 (s, 3 H) 3.49
(s, 3 H) 3.91 (s, 3 H) 4.65 (d, J=5.51 Hz,
2 H) 5.72 (dd, F7.06, 1.76 Hz, 1 H) 5.96
(s,1H) 6.47 (s, 1 H) 7.06 ~ 7.14 (m, 2 H)
7.61 (br. 8., 1 H) 8.18 — 8.28 (n, 2 H)

462
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0O0ooooaQ
L& £ 1H{ NMR m/z
| Trans— (R XI¥ S, RXIIS)—N
—((4—%1\%-‘/—%;&%/»—2)—% (CDCls, 400 M Hz) 6§ 7.85 (t, J = 6.4

- 5V 1, 29— PERIEY 3 15—133 1H),1;45 4(s7,121£;1), 7.08-7.03 (m, 2H),
JYAF) —1— (3= Abs 7 o | 298 (5 1H), 471-461 (m, 2H), 436 (s, | .,
—2wﬁW—2—}?w~1H—4y'1HL&MN&4HLZ%(&&m’Z%(&

K sb— B LA e 3H), 2.17 (s, 3H), 1.57 (d, J = 7.2 Hz,
. 3H), 1.23 (d, J= 6.0 Hz, 3H)

v—z 1

T — (RXiS, RXIES) —N—

((rzrisﬂ]\;f_a_%iv_)z_ﬁ% (CDCls, 400 M Hz) § 7.85 (t, J = 6.4

T S Hz, 1H), 7.45 (s, 2H), 7.08-7.03 (m, 2H),

308 WY AF ) 1 (3 Ao s 5.93 (s, 1H), 4.71-4.61 (m, 2H), 4.36 (s, 419
) — 9 AF 1M — s | T 3:90 (s, 4H), 2,95 (s, 3H), 2.75 G,
Kol 83— AR T 3H), 2.17 (s, 3H), 1.57 (d, J = 7.2 Hz,

. h 3H), 1.23 (d, J= 6.0 Hz, 8H)
v—z 2
N—((4, 6 —AF L —2—FF )/ —

1, 2—JeREEYY s —3— L) 2

116 F)—2—AF N ~1—(1—Tx=
AT ) —1H—-¥ree[2, 3—bh]e* 415
Vv —3— RS TIR
P—r 2
N— ({4, 6—VAFN—2—FF —

1, 2—eFRu P —3—AN1) R

17 FN)—2—RAF )N —1—(1—F ==
AxF ) —1H—ron[2, 3—b]E 415
Uy —3— AR TIR
v— 1
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Ooo0o0ogano
L& 25 1H NMR miz

, 400 MHz, CDCl) 6 7.77 (4, J=8.4, 1H)

+) =1~ (sec—TFFA) —N— | § ’ » 1H),

E( 4) I '}rfsec ) 7.68 (s, 1H), 7.60 (d, J=7.6, 2H), 7.43-7.48

— V—6—AF N —2—F

; S (m, 3H), 7.35 (t, J=7.6, 1H), 7.20(,

389 | ¥V —1, 2—UEREEYS —3— o
AT — 2 3 | VED6BLGIH), 462 (5,2H), 449 (s, 1H), | 458
A A3y i | 395 (5, 3D, 276 (s, 3E), 2.67 (s, 3H),
il 2.18-2.24 (m, 1H), 1.94-2.01 (m, 1H), 1.64

(d, J=7.2, 3H), 0.76 (t, J=7.6, 3H)

(400 MHz, CDCls) 5 0.74-0.78(t, 7.2 Hz,
(£) =1~ {sec—FA) —N~ gﬁ) 1.88 ;'953-1.615’218 ﬁﬁg 2 o
((4_7{]_\.\‘_%,:/_6_)(%}1/_2_73. ): . =4 (m! ): ' (5,5 ); '74(33
S—1 gl — g | SED, 3.02:8.04(, J=5.0Hz, 3H), 3.55-3.58(,

349 | S ar ) — 2 AFn 6 (6 | F52Hz, 3H), 885886, 44 Hz |
(Emt5 5 -1y ey g | 5,445 (brs, 1H), 4.66.4.68(d, J=5.6Hz,
) AHo 3y | 2589 (s, 1H), 6.62-6.65(d, J=8.8Hz,
g 1H),7.15-7.17 (t, #=7.6Hz, 1H), 7.54(s,

= 1H),7.64-7.67 (m, 2H), 7.85-7.87(d, £8Hz,
1H), 8.42-8.43(d, J=2.8Hz, 1H)
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B ik m/z
NH
4—FhFeReF Y —5—yl) —1H— l 321
AR — 3 —H AR B H
(o]
HN:
2—=AFN—1—-(1, 2, 3, 4—FPFEF @D 0
R Y —6—yl) — ITH— ALK —/L— N 807
3— A RLAHR Ho\"I@
Q
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0O0ooooaQ
Ly R m/z
2—AFA—1—(TrIeFE~2H—F °§\—C°
Sy —4—HNREN) ~ 1TH— AR o I 288
Je—3— BN I
(£)—1—(2, 3—-CrFu—1H—1v @
Fo—1—AN) —2—AF )L —1H~ o, I 292
nef2, 3—bleVP —3— R R
(o]
O,
(£) —2=AF N —1—(FFFEFurs Q
V—3—AA) —1H—Fun[2, 3—b] o, N 247
D —3— R B =y
o \\//,l
0__
() —1—(1—ArFTFrir—2—1 N
M) —2—AF A —1H—trr[2, 3— i N N 249
blEYr —3—HRL B HO \"",
Yo
(£)—1—(1— (B—RAFFLTz=) )_Q
TFN) —2—AF N —1H—rr[2, N 311
3—blEVL —3—mAR B o, L )=N
\W/
(o]
A
(£)—1-0—-C-APFEIPVr—4 =
—ANYEF D) — 2= AF S — 1H~ I 312
ue(2, 3—bhIrUIi—3—H B mER HO. | =N
, W
1— vy —4—AN)—2—RAF L~
1H—¥un(2, 3—-b]eyJdr—3—% 309
SRR
(H)—1— A —v&armerAxFNL)
—2—AFNV—1H—-tuul[2, 3—b]r ] N - 245
S e '
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0O0ooooaQ
Y i mfz
ot
(£)—1—(1—ZhFo T —2— v
A)) —2—AF N —1H— (2, 3— N 263
bl ~3—h ARl HO ' \-—N
Y/
(£)—1—(1—3F/xFN)—2—# }""ﬁ
F—1H-1ra(2, 3—b]E)P — "o =Y 230
S—HRER \Y y;
O
\0
(£)—1—-0—B—ArFT Y —3 @
—~ANV)TF L) —2—AF N —1H—F N S 312
m(2, 3—b]b U —3— B EE Ho. I D=nN
(o] \ g
(x)—2—-AFNV—1-(1—-T=z=TF w
TE ) —1H—Ernr[2, 3—b]eUy ™ - 205
— 3= e @
o
a
(£)~1—-(1—(OQH-vF/—n—1— nN-N
AR) F I —2— (L) — 2— AF S N
—1H—FERr[2, 3—b]EYUL —3— ™ 285
HIVR B HO. \“;‘
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NMR

m/z

255

(£)—N—(4—=pF>—6—
AFN—2—FFY—1, 2—Pk
Febllr—3—AL) AF L) —
2—AFN—1—-(1—T=z=/lx
FN)—1H-Fum[2, 3—c]¥
Vv — 8~ HNRFLTIR

NMR (400 MHz, CDCls) & 8.34 (s, 1H),
8.11-8.34 (d, /= 5.6 Hz, 1H), 7.75-7.82 (i,
2H), 7.26-7.32 (m, 2H), 7.13-7.16 (d, J= 7.2
‘Hz, 2H), 5.85-5.90 (m, 2H), 4.68-4.70 (m,
2H), 4.10-4.16 (m, 2H), 2.80 (s, 3H), 2.14(s,
3H), 1.96-1.99 (d, /= 7.2 Hz, 3H), 1.44-1.48

(m, 3H).

445

240

() —N—{{(4, 6 —diAF L —
2—FFV—1, 2—YrFaryy
=3 —AN)AFN)—1—(1—
ARFL TR —2—gN) —

—AF NV —1H—Fuu[2, 3—
BV —3— AR TIR

(400 MHz, CHLORQOFORM-) 6 ppm 1.63
(br. s., 3 H) 2.21 (s, 3H) 2.41 (s, 3 H) 2.73 (s,
3H)3.24 (s, 3H) 3.72 (dd, -~9.81, 5.40 Hz, 1
H) 3.80 - 3.88 (m, 1 H) 4.60 {d, /~5.95 Hz, 2
H) 4.71 (dd, ~13.23, 7.06 Hz, 1 H) 5.92 (s, 1
H) 7.31(d, J=5.73 Hz, 1 H) 7.38 (br. 5., 1 H)

8.26 (d, /~5.29 Hz, 1 H) 9.09 (br. 5., 1 H)

11.07 (br. 5., 1 H)

383

243

{(£)—=N—((4—ArF —6—2
F—2—FF%—~1, 2—kK
Y — 3 — A ) AF L) —
—AFN—~1— (1 =T ==
V) —1H~twmrl[2, 3—c]ry
P —3—HNRF LTI

(400 MHz, CHLOROFORM-d) & ppm 1.62
(br. s., 3 H) 2.26 (s, 3 H) 2.75 (s, 3 H) 3.25 (s,
3 H) 3.72 (dd, /~9.81, 5.40 Hz, 1 H) 3.80 -
3.87 (m, 1 H) 3.90 (s, 3 H) 4.65 (d, /=5.29 Hz,
2 H) 4.71 (dd, J~13.78, 6.95 Hz, 1 H) 5.93 (s,
1 H) 7.32 (br. 5., 1 H) 7.50 (br. 5., 1 H) 8.25
(br. s, 1 H) 9.11 (br. 5., 1 H)
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&4 G2y NMR m/z
(RRIES) —N— ((4— Rhds—g_ | (400 MHz, CDCly) § 12.2-12.1 (br, 1H),
AF 2 AES 1 o spimy | 829-8.27(d, J=5.2 Hg, 1H), 8.07-8.06
’ d, J=5.2 Hz, 1H), 7.70-7.62 (m, 2H)
VL= A AF ) —2— 2 | ¢ o A
258 | (| ome g —1H— | 7-26-7:21 (m, 3H), 7.08-7.06 (4, J= 7.2 431
Prn2, 8—c]EUU— s—paq | A% 2H), 5.86 (s, 1H), 5.82-5.76 (q, J=
2o TR 7.2 Hz, 1H), 4.61-4.60 (d, /= 4.0 Hz,
ey 1 2H), 3.83 (s, 3H), 2.73 (s, SH), 2.14 (s,
3H), 1.91-1.89 (d, /= 7.2 Hz, 3H)
N (A atas, | (400 MHz, CDCls) 6 8.28-8.27 (d, J= 5.2
i}f_sz)_g%jfl 7;”“’& F‘ﬁ ~| Hz, 1H), 807806 (d, J=5.2 Hy, 1H),
{ » 2T ERH 7.70-7.62 (m, 2H), 7.26-7.21 (m, 3H),
gsg | VYV T3 AMATA) —2=AF N | 7,08-7.06 (4, J= 7.2 Hz, 2H), 5.86 (s,
—1-{1—-7==/xF)—1H— 1H), 5.82-5.76 (q, /= 7.2 Hz, 1H), 431
vrne(2, 3—c]tU—3—HE | 4.61-4.60 (dd, J/i= 1.6 Hz J2= 4.0 Hz,
LTI 2H), 3.83 (s, 3H), 2.73 (s, 3H), 2.14-2.13
Cey o (d, J=4.0 Hz, 3H), 1.91-1.89 (d, /= 6.8
Hz, 3H)
ooOoooao
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1) NaH, THF, 0°C, 18# CN -
NC._CN - ) 10% HO, i, 4p4hl_ O
2) °C, 16H P
00-10C, 3 0~ “NH, N OH
cl ~
POCI3, Bk CN  MeONa, A%/—)L o
<hizii] B R, 4B o -GN
= ’ |
NT Cl
NZ o
\O \o
Hy, BocyO, TEA S—Ni B H,OthhaN Hcl
A%/—)L, THF, ER, —Hf X N0 & 4. 53 " NH,
| H > | Hel
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ERShA—
o) spsm o

=¥l

NMR & —#

m/z

146 [ A, B, C

(£)=N—((2—EFu¥y
—4, 6 =T AF LY —
B—AN)AF ) —2—AF
V—=1—(1—-7z==AxF
N)—1H—-vuu[2, 3—
bV —3 = VRFY
7K

1H NMR (300 MHz, CDsOD): §
8.22-8.13 (m, 2H), 7.28-7.15 (m,
6H), 6.47-6.45 (m, 1H), 6.09 (s, 1H),
4.50 (s, 2H), 2.42 (s, 3H), 2.39 (s,
3H), 2.23 (s, 3H), 2.02 (d, /= 7.2 Hz,
3H).

414

150 | A, B, C

1— /A —N—((2—
ERe¥i —4, 6 - AF
B —3—AN) AF )
—2—2AF N —1H— ALK
== 3= RFLTIN

1H NMR (300 MHz, ¢ DMSOQ): &
11.57 (s, 1H), 8.13 (g, J= 5.1
Hz,1H), 7.74-7.70 (v, 4H), 7.60-7.58
(m, 2H), 7.20-7.00 (m, SH), 5.88 (S,
1H), 4.32 (d, J= 5.1 Hz, 2H), 2.37
(S, 3H), 2.267 (S, 3H), 2.12 (S, 3H).

413

149 | A,

N—((4, 6= AF L —2
—FF%V -1, 2— e
Y0 —=3—AN) AF ) —
2= AF N —1— (FYIT
—5—ANAF) —1H—
YR =B =B NNRFT
R

TH.NMR (300 MHz, CDz0D): §9.03
(s, 1H), 8.53 (s,2H),7.80-7.78 (m,
1H), 7.39-7.36 (m, 1H), 7.19-7.16
(m, 2H), 5.56 (s, 2H), 4.55 (s, 2H),
2.62 (s, 3H), 2.42 (s, 3H), 2.45 (s,

3H).

401

147

(R or S)—1—(sec—7
FA)—=N—((2—rFukx
=4, 6—VAFLEY
—3—AN)AFN)—2—R
FN—1H—AVF—nA—3
—HNRFLTIN

1H NMR (300 MHz, CDs0D): §
7.73-7.70 (m, 1H), 7.56-7.53 (mn,
1H), 7.12-7.09 (m, 2H), 6.11 (s, 1H),
4.54 (s, 3H), 2.64 (s, 3H), 2.43 (s,
3H), 2.25 (s, 3H), 1.97-1.90 (m, 2H),
1.61 (d, /= 8.9 Hz, 3H), 0.73 (t, J=
7.5 Hz, 3H).

365

148

(R or 8)—1—(sec—7
F)—N-—((2—tkox
=4, 6—VAF YO
—B3—ANYAFNL) ~2—R
FNA—1H—AF—1—3
—HNRE L FIR

&% 147 ER—1

365

fiormal2,

3—dlEUIo
WA T A S
"

167

R)—2—Zmum—N-—((2
—EReX¥ —4, - RF
AN —3— ) AF
) —6—AF N —7—(1—
=TT ) —TH—
o2, 3—~d]¥YsT—5
— ANRFLTIR

gboooog
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HERENS—R

) wopwem o

ey

NMR 7—%

m/z

168 |F, G

(R —N—((2—rFux
—4, 6—TAF ALY —
3—AN)AF ) —B—AF
N—T7—(l—7z=)l =
) —2—(TroeFu—2H
- —4—AN)—7H
—r'onr[2, 3—dJvu3ss
—B—HNRFIFIR

1T NMR (400 MHz, CD30D) § 8.95
(s, 1H), 7.29-7.23 (m, 5H), 6.20-6.18
(m, 1H)}, 6.09 (s, 1 H), 4.49 (s, 2 H),
4.02-3.99 (m, 2H), 3.59-3.53 (m, 2
H), 3.17-3.02 (m, 1 H), 2.55 (s, 3H),
2.38 (s, 3H), 2.22 (s, 3H), 2.09 (d,
J=7.2 Hz, 3H), 1.96-1.88 (m, 4H).

169 | E

(R)—N—((2—kFaxi-
—4, 6=V RAFAEY L —
3—AN)AF L) —6—AF
N—7T—(1—Tz=)LF
) —2— (BTG —1—
AV) —TH—Em=[2, 3—
dIBUIV o —B5—HLRF
TTIR

1H NMR (400 MHz, CD:0D) § 8.64
(s, 1H), 7.30-7.21 (m, 5H), 6.09-6.04
(m, 2H), 4.47 (s, 2 H), 3.72-3.67 (m,
4H), 2.84-2.81 (m, 4 H), 2.44 (s, 3H),
2.37 (s, SH), 2.28 (s, 3H), 2.01 (d,
J=7.2 Hz, 3H).

176 (H, B, C

(R)—N~ ((2—tFexi
—4, 6=V RAF LY —
3—AN)AFN)—2, 6—
VAFN—T—(1—Txz=)L
=FN) —7TH—rua[2, 3
—dIEVIV —5—H R
FTIF

1H NMR (400 MHz, CDsOD) 6 8.93
(s, 1H), 7.30-7.18 (m, 5H), 6.42-6.35
(m, 1H), 6.09 (s, 1 H), 4.48 (s, 2 H),
2.69 (s, 3H), 2.42 (s, 3 H), 2.37 (s, 3
H), 2.22 (s, 3H), 2.04 (d, /7.2 Hz
SH).

177 |F, G, B, C

(R)—N—((2—tFux
—4, B—TAFAEY L —
3—AN)AF ) —2— A
TR —6— AF ) —T—
(1—T==zFN)—7H
—vrn(2, 3—djryiv
—5—HNRFLTIN

1H NMR (400 MHz, Methanol-d4) §
8.92 (s, 1H), 7.29-7.22 (m, 5H),
6.21-6.09 (m, 2H), 4.49 (s, 2 H),
3.25.3.22 (m, 1 H), 2.53 (s, 3H), 2.38
(s, 3H),2.23 (4, J=0.4, 3 H), 2.09
(d, 7=8.0, 3 H), 1.33-1.26 (m, 6H).

LT oAl

184
DE AR

(R} —7— (sec—7F1) —
2—ma—N-—((4, 6
AFN—2—FFV—1, 2—
PERRE Y —3— A1)
AFN) —6—AF )L —TH
~¥oe[2, 3—4]eniy
—5—HNARFLTIF

1H NMR (400 MHz, CDCls): & 8.94
(s, 1H), 6.85 (s, 1H), 4.62 (s, 2H),
2.72 (s, 3H), 2.59 (s, 3H), 2.43 (s,
3H), 2.35-2.41 (m, 1H), 1.94-2.04
(m, 1H), 1.65-1.67 (d, J= 7.2 Hz,

3H), 0.72-0.76 (t, 3H).

402
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ERsns—
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2y

NMR 7 —#

m/z

188 | F

(R) —7— (sec—7F/) —
N—({(2—tFu%i —4, 6
—VRAFAEY e —3— 1
W) AF L) —6—AF—2
— Tz A —TH— oo
[2, 3—d]EYIVr —5—
BARELTIR

1H NMR (400 MHz, Methanol-d4)
89.57 (s, 1H),9.40 (s, 1H), 8.50 (s,
2H), 7.53 (s, 3 H), 6.48 (s,
1H),4.56-4.65 (m, 3H), 2.86(s, 3H),
2.63 (s, 3 H), 2.55 (s, 3 H), 2.41 (s, 1
H), 2.10 (s, 1 H), 1.78 (s, 3 H), 0.83
(s, 3 H).

189 | G

(R) —=7— (sec—TFn) —
N—((2—tFu%i—4, 6
—VAF ALY —3— A
MY AF ) —6—AF ) —7
H—Fuawu[2, 3—dIrviy
V—E—HNRFLTIR

1] NMR (400 MHz, CD;0D): §9.4
(s, 1H), 9.14 (s, 1H), 6.86 (s, 1H),
4.79-4.83 (m, 1H), 4.65 (s, 2H), 2.82
(s, 3H), 2.62 (s, 3H), 2.48 (s, 3H),
2.39-2.44 (m, 1H), 2.05-2.12 (m,
1H), 1.72-1.74 (d, J= 6.8 Hz, 3H),
0.77-0.81 (t, 3H).

368

197

(R) —7— (sec—FF ) —
N— ({4, 6= AF 1 —2
~ZAF¥—1, 2=t
VYy —38—AN)AF ) —
2—AVT O N —6— AF
A—TH-ru[2, 3—d]
EUIP L —5— R F
TIR

1H NMR (400 MHz, Methanol-d4) §
9.20 (s, 1H), 6.64 (s, 1H), 4.73 (s,
2H), 4.59 (s, 2H), 3.44 (m, 1H),
2.77 (s, 3H), 2.55 (s, 3 H), 2.44 (s,
3H), 2.10 (m, 1H), 1.73(d, J=
6.8Hz,3 H}, 1.48(d, J= 7.2Hz,6H),
0.81 (m, 3H).

F (REh=R
o NI R
TAORDZ,
Zn(CN).),
I, C

198

(R)—7—(sec—7FN)—
N5—{{4, 6~ AFn—2
—ZF¥Y—1, 2—VeRny
UL —=3—AN) AF L) —
N2, 6—UAFN—TH—F
me[2, 3—dIrYIY~
2, BT HARFLTIN

'H NMR (400 MHz, Methanol-d4) §
9.34 (s, 1H), 6.4 (s, 1), 4.92 (s, 2H),
4.58 (s, 2H), 3.1 (s, 3H), 2.86(s, 3H),
2.50 (s, 3H), 2.34(s, 3H), 1.80 (d,
J=6.8 Hz,3 H), 0.86 (m, 3H).

425

F (Zn(CN)

199
2) s I, J: K

(R)—7—{sec—7Fn)—
N—((4, 6—YrFN1—2
—FFJ—~1, 2—JeRer’
VDU —3—~AN) AF ) —
2— (EFERLAF L) —6—
AFN—TH—Faul2, 3
~d]EVUIP —5— B LR
FLTIR

1H NMR (400 MHz, Methanol-d4) §
8.97 (s, 1H), 6.1 (s, 1H), 4.76 (s, 2H),
4.50 (s, 2H), 2.67 (s, 3H), 2.51(s,
1H), 2.44 (s, 3H), 2.42(s, 3H), 2.01
(m, 2 H), 1.95(d, J=6.8Hz, 3H), 0.74
(m, 3H).

398
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200 | F

R) —7— (sec—FF 1) —
N—((4, 6 -V2FN—2
A%y -1, 2—Jrkar’
VY —3—A) AF ) —
2, 6—VAF N —TH—F1=
2[2, 3—d] U3 —5—
BRI TIR

'H NMR (400 MHz, Methanol-d4) §
8.87 (s, 1H), 6.09 (s, 1H), 4.71 (s,
1H), 4.62 (s, 2H), 2.67 (d, /=6.4Hz,
6H), 2.51 (m, 4H), 2.23 (s, 3 H), 2.00
(m, 1H), 1.65(d, /=6.8 Hz, 3 H),
0.73 (m, 3H).

144

(R)—2~73/—N-—((2
—kFeFi —4, 6—RF
NN —3—A)) AF
A)—B—AFN—7T—(1—
ol mF ) —7TH—
ru[2, 3—dJYIV—5
—HNREFTIN

1H NMR (300 MHz, CD3OD): §8.57
(s, 1H), 7.34-7.19 (m, 5H), 6.19-6.17
(m, 1H), 6.10 (s, 1H), 4.47 (s, 2H),
2.33 (s, 3H), 2.30 (s, 3H), 2.23 (s,
3H), 1.99 (d, /= 7.2 Hz, 3H).

430

142 | E

(R)—N—({(2—tFux
—4, 6 —TAF ALY —
3—AN)AF ) —6—AF
N—7—(1—T7z=xF
)—2—(r'aydr—1—~
AN)—TH—Frr[2, 3—
di¥YIV —5—HARx
TFIR

1H NMR (400 MHz, CDsOD) § 8.56
(s, 1H), 7.27 — 7.20 (m, 5H), 6.06 —
6.02 (m, 2H), 4.45 (s, 2H), 3.52 —
3.45 (m, 4H), 2.40 (s, 3H), 2.35 (s,
3H), 2.21 (s, 3H), 2.01 — 1.94 (m,
7H).

484

143

(R) —N~—((2—tkrox*
—4, 6= AF NI —
3—AN)AF V) — 6 — AT
=2 —F)R)  —7— (1
— = F ) —TH—
vew(2, 3—dJvUIvi—
5—ANRFLFIF

1H NMR (400 MHz, CD:0D) 8 8.65
(s, 1H), 7.28 (dt, J= 11.9, 7.7 Hz,
5H), 6.10 (dd, /= 13.7, 6.5 Hz, 2H),
4.51 (s, 2H), .78 — 8.65 (m, 8H),
2.47 (s, 3H), 2.41 (s, 3H), 2.26 (s,
3H), 2.03 (d, J= 7.2 Hz, 3H),

500

E (FIvof
PHIZNaOMe
/" MeOH)

141

(R)—N-—((2—kFux
—4, 6—TAF LY —
B—AN)AF)) —2—Ap
V—B—AFN—T—(1—7
=T L) —7H—En
n[2, 3—4dIrIivy—5—
HIRXTTIR

1H NMR (400 MHz, CD30D) § 8.75
(s, 1H), 7.29 — 7.22 (m, 5H), 6.11 —
6.07 (m, 2H), 4.46 (s, 2H), 3.90 (s,
3H), 2.48 (s, 3H), 2.36 (s, 3H), 2.21

(s, 3H), 2.05 (d, /= 7.2 Hz, 3H).
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139 | A,

(£) —N—((4, 6—Y2F
V—2—FF/—1,2-%
Feb U —3— ) AF
) =2, 6—CAF L —T7—
AX/~1-(1—F =z
FN)—6, T—-YkRe~1
H—tox[2, 3—c]UY
¥ —3—HNRELTIR

1H NMR (400 MHz, CDs0D): §
7.22-7.13 (m, 4H), 7.01 (d, J= 7.2
Hz, 2H) , 6.69 (d, J= 7.2 Hz, 1H),
5.99 (s, 1H), 4.35 (s, 2), 3.50-3.21
(m, 4H), 2.26 (s, 3H), 2.13 (s; 3H),
2.06 (s, 3H), 1.82 (d, = 7.2 Hz, 3H).

444

140

(R) —N—((2—tFu¥y
—4, 6~TAF ALY —
B—AN)AFN) —6—RAF
N—2—(RAFNTI)) -7

—(1=Tx=pxFA)—T

H—tore(2, 3—dJrvss
=B —RNRFLTIN

H NMR (300 MHz, CDs0D): §8.55
(s, 1H), 7.30-7.23 (m, 5H), 6.15-6.10
(m, 2H), 4.47 (s, 2H), 3.25 (s, 3H),
2.40 (s, 3H), 2.38 (s, 3H), 2.24 (s,
3H), 2.03 (d, /= 7.2 Hz, 3H).

444

133

N—((2—EFux3—4, 6
—VAFAEY L —3—
WY AF ) —2—AF N —1
— 7= —1H—AVF—
N—3—HNARETIR

1H NMR (300 MHz, CDC)s) § 12.62
(s, 1H), 7.89 (d, J= 8.0 Hz, 1H), 7.77
— 7.40 (m, 3H), 7.43 ~ 7.18 (m, 3H),
7.22 - 6.94 (m, 2H), 5.98 (s, 1H),
4.65 (s, 2H), 2.60 — 2.52 (m, 3H),
2.51 —2.44 (m, 3H), 2.28 — 2.22 (m,
3H).

385

119 | A, B, C

1=~ —N—({(2—E
Fefir—4, 6—JAF 1
Uy —3—AN)RAF ) —
2—AFA—1H— A F—
N—3—HNRFLTIR

'H NMR (300 MHz, ¢56-DMSO0): &
11.61 (s, 1H), 7.80-7.69 (m, 2H),
7.46-7.42 (m, 1H), 7.30-7.22 (m,

8H), 7.11-7.07 (m, 2H), 6.98 (d, J=

7.5 Hz, 2H), 5.89 (s, 1H), 5.46 (s,

2H), 4.33 (d, J= 4.5 Hz, 2H), 2.57 (s,
3H), 2.26 (s, 3H), 2.11 (s, 3H).

399

126 |B, C

(£) -N—((2—btFmxs
—4, 6—VRAF Y~
3—AN)ATF V) —2— JF
N—1—(1—Fz=px5
N)—1H—rFuo[3, 2—
blEYPy —3— R E
IR

1H NMR (300 MHz, d5-DMSO)
611.46 (s, 1H), 9.49 (t, J: =42 Hz,
J2=8.1 Hz, 1H), 8.28 (d, J=36Hz,
1H), 7.50 (d, J= 6.3 Hz, 1H),
7.36-7.27 (m, 3H), 7.16 (d, J=5.7
Hz, 1H), 7.03-7.00 (m, 1H), 6.03 (m,
1H), 5.85 (s, 1H), 4.37 (s, 2H), 2.89
(s, 3H), 2.10 (s, 3H), 1.89 (d, J= 5.4
Hz, 1H).
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ey
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m/iz

(RXIES) —N—((6—EF
EEL — 2w ARF T —4— R
FNAEY Y — F— A1) AF
M) =2—FFn—1—(1—
T2 F ) - 1 H — o
Y= =3I NRFTT
K

1H NMR (300 MHz, d-DMSO): &§
11.59 (s, 1H), 7.75-7.72 (m, 2H),
7.35-7.25 (m, 3H), 7.15 (d, J=7.5
He, 2H), 7.10-7.07 (m, 1H),
7.02-6.93 (m, 2H), 6.15 (s, 1H), 5.96
(a0, J=6.9 Hz, 1H), 4.33 (d, J=5.1
Hz, 2H), 3.85 (s, 3H), 2.62 (s, 3H),
2.20 (s, 3H), 1.89 (d, J= 7.5 Hz, 3H).

429

(RXiX8) —N—((6—EF
Bx —2—ANFT—4~R
FAEY I —3— A1) AF
W) =2=AF N —1—(1—
Zrx=mF )y —1H—A
YR —3 =B NIRRT
NN

L&Y 114 & F—

(£)-N—-((2—tkrFy
~4, 6= AFAEYI L —
3—AN)AF ) —1—(1—
= Az FN) —1H—A4
YR =3 —HARFLT
IF

1H NMR (300 MHz, 45-DMSO): 5.
11.50 (s, 1H), 8.46 (s, 1H), 8.16-8.13
(m, 1H), 7.81 (s, 1H), 7.42-7.39 (m,
1H), 7.31-7.20 (m, 5H), 7.10-7.07
(m, 2H), 5.88-5.75 (m, 2H), 4.32 (d,
J= 5.1 Hz, 2H), 2.22 (s, 3H), 2.12 (s,
3H), 1.86 (d, J= 6.9 Hz, 3H).

399

(RMIXS) —N—((2—EF
o¥—4, 6— AT LY
Py —3—AN)AFN) —2
—AFN—1—(1~Tx=
NEFY)—1H— AR —
N—3—HNRETIR

'H NMR (DMSO-ds, 300 MHz) §
11.59 (s, 1H), 7.73-7.66 (m, 2H),
7.34-7.29 (m, 3H), 7.24 (d, J= 7.2
Hz, 1H), 7.16-6.89 (m, 4H), 5.94 (q,
1H), 5.88 (s, 1H), 4.32 (d, J= 5.4 Hz,
2H), 2.60 (s, 3H), 2.50 (s, 3H),
2.11(s, 3H), 1.87 (d, J= 7.2 Hz, 3H).

413

RSy
AN
& s mm o
114 A, B, C,
*1Ip
A, B, C,
115 D
118 |A, B, C
A, B, C,
137 |
136 |A, B, cC,
D

(RXHS)—-N—{((2—EF
¥ —4, 66— AF L
V=B —AN)AF ) —2
—AFN—-1—(1—-F ==
T FN)—1H— AR —
= 3—=HNRF7IR

&4 1837 L[FR—

gbooooao

10

20

30



gbooooan

(238)

JP 5989805 B2 2016.9.7

ez

ERShL—i
AT R ONERR

2y

NMR 7 —#

m/z

445

(RXIES) —N—((2—kF
XL —4, 6 —PAF ALY
Py —3—AN)RAF L) —2
—xz=—1—-(1—7=
=mF ) —1H— A K
— =3 —ANRETIR

1H NMR (400 MHz, d6.DMSO): §
11.58 (s, 1H), 8.50 (s, 1H), 8.21 (d, o/
= 8.4 Hz, 1H), 7.89 (s, 1H), 7.73 (s,
1H), 7.64 (d, J= 7.2 Hz, 2H),
7.46-7.42 (m, 3H), 7.38-7.27 (m,
5H), 7.25-7.21(m, 1H), 6.05-6.02 (m,
1H), 5.91 (s, 1H), 4.34-4.33 (d, J=
3.2 Hz, 2H), 2.42 (s, 3H), 2.13 (s,
3H), 1.89-1.88 (d, J= 7.2 Hz, 3H).

475

446

(RXIIS) —N—((2—tF
¥ —4, §— U AFILEY
Dy —3—AN)AFL) =2
~Zax=l—1—{(1~7=
=N FN) —1H—A VK
— A —=3— N TIR

1H NMR (400 MHz, d6-DMSO): §
11.54 (s, 1H), 8.51 (s, 1H), 8.42 (s,
1H), 7.91 (s, 1H), 7.63 (d, /= 7.2 Hz,
2H), 7.51-7.40 (m, 4H), 7.33-7.24
(m, 6H), 5.90 (m, 2H), 4.35-4.34 (4,
J= 3.6 Hz, 2H), 2.34 (s, 3H), 2.13 (s,
3H), 1.89-1.87 (d, /= 6.8 Hz, 3H).

475

131

(£) —2—irn7orL—
N—((2—tFm%s—4, 6
—VAFAEY Yy ~3—4
MYAFN)—1—(1—-T7=
=NTFN)—1H—AUR
—N—B—HNRFLTIR

'H NMR (300 MHz, CD30OD,): §
8.06(s, 1H), 7.92 (d, /= 8.4 Hz, 1H),
7.28-7.15 (m, 5H), 7.00 (s, 1H), 6.87
(d, J= 8.1 Hz, 1H), 6.13(s, 1H), 5.74
(9, &7.2 Hz, 1H), 4.52 (s, 2H), 2.41
(s, 8H), 2.25 (s, 3H), 1.91 (d, J= 7.2

Hz, 3H), 1.93-1.89 (m, 1H),

0.92-0.88 (m, 2H), 0.61-0.59 (m,

2H).

439

447

(£)—2—=FA—N-—
(2—tFrFs—4, 6
AFNEYI —3— ) R
FA)—1—(1~Fx=nmx
F)—1H— AR =1~
3—HNARFLTIR

H NMR (400 MHz, ¢¢-DMSO): &
11.58 (s, 1H), 8.37 (s, 1H), 8.03 {d, /|
= 8.4 Hz, 1H), 7.80 (s, 1H), 7.32-7.20

(m, 6H), 6.98-6.96 (m, 1H), 5.91(s,
1H), 5.85-5.80 (m, 1H), 4.31 (s, 2H),
2.66-2.60 (m, 2H), 2.23 (s, 3aH), 2.13

(s, 3H), 1.85-1.83(d, J=17.2 He,

8H), 1.21-1.14 (m, SH).

427

287

AP O Rl
*ZMH, G

(8) =N~ ((4— AP —
6—AFN—2—AF—1,
2—PeRFrvydr—3—o
W) AFN) —7—(1— AP
PIaR—2— () —6
~AF I —TH—-rnrnr[2,
3—dIryUsvr—5—H1
RET7IF

'H NMR (400 MHz, MeOD): §9.311
(S, 1H),9.122(8, 1H), 6.826 (S, 1H),
5.063-5.027 (m, 1H), 4.578 (s, 2H),
4.279-4.254 (t, J= 10 Hz,1H), 4.086
(s,3H) ,3.781-3.744 (m, 1H), 3.203
(s, 3H), 2.805 (s, 3H), 2.500 (s, 3H),
1.739-1. 722 (d, /= 6.8 Hz, 3H).
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PLTFoRREL

0 sam o

(R) —N—{(4—ArF+—
6—AFN—2—FFJ—1,
2~ PRl —3—+4
V) AF ) —T—(1—ARF
VRN —2~ () —6
—AF N ~TH—uu[2,
3—dIrUIP—5—H1
RELTIR

1H NMR (400 MHz, MeOD): §9.352
(S, 1H),9.152(S, 1H), 7.018 (S, 1H),
5.075-4.994 (m, 1H), 4.610 (s, 2H),
4.280-4.230 (t, J= 20 Hz,1H), 4.139
(s,3H) ,3.784-3.747 (m, 1H), 3.204
(s, 3H), 2.806 (s, 3H), 2.567 (s, 3H),
1.748-1. 730 (d, J= 7.2Hz, 3H).

400

Ur o H k8
#ZM], G, B,
C

319

(RX¥XS) —N— ((4— Ak
FL—6—AF L —2—FF
J—1, 2—2EeRaryiy
—3—AN)AFN) —6—~ R
FN—T7—(1—(FhFern
—~2H—¥J—4—AN)x
FI))—TH—run[2, 3—
d]¥IIVr —5— B ARFx
TIR

H NMR (CDCI3, 400 M Hz) &
11.99 (s, 1H), 9.17 (s, 1H), 8.77 (s,
1H), 7.61 (s, 1H), 5.96 (s, 1H), 4.61

(d, J=4.0 Hz, 2H), 4.04 (dd, J:= 3.6
Hz, Jz= 11.2 Hz, 1H), 3.91 (s, 3H),
3.76 (dd, J1= 3.6 Hz, J2=11.2 Hz,
1H), 3.43 (t, J= 11.2Hz, 1H), 3.18
(dd, J7=10.4 Hz, J2=12.0 Hz, 1H),

2.85 (s, 1H), 2.77 (s, 3H), 2.30 (s,
3H), 1.89 (d, J=12.0 Hz, 1H), 1.64
(d, /= 6.4 Hz, 4H), 1.40 (d, J= 8.4

Hz, 1H), 1.13 (dd, J: = 4.8Hz, 2
=12.8 Hz, 1H), 1.10-0.79 (m, 1H).

440

TRk, B,

3382 c

tert—7F1 4—(1—(5
—(((4—APFs —6—AF
N—2—F=x%r—1, 2—Tr
Frbels —3—A 1) AF
V) B IISEA N — 6~ A
N—TH—trol[2, 3—d]
BPUIP —7—A1) =5
JV) piperi¥’ne — 1 —carbo
xA/late

1H NMR (400 MHz, CDsCls): 6 0.93
(m, 2H), 1.24 (m, 1H), 1.42 (s, 9H),
1.67 (m, 6H), 1.96-1.99 (d,
J=12.4Hz, 1H), 2.30 (s, 3H), 2.48
(m, 1), 2.78 (s, 4H), 3.9 (s, 4H),
4.20(brs, 1H), 4.65-4.66(d, J£=4.0Hz,
2H),5.96(s,1H),7.71(brs,1H), 8.78(s,
1H), 9.19 (s, 1H) ,12.67(brs, 1H).

IkE&¥%3sznT

333 | pamim

(£) —-N—((4— A —
6—AFN—2—FFV—1,
2—TeRubr Y —3—
M)AF ) —6—RAF N —7
—(1— (Y —4—~4
N)=FA)—TH—-Furm
[2, 3—dIrVYIy —5—
ANRETIR

H NMR (400 MHz, CDCI3): § 1.58
(d, /6.4 Hz, 6H), 2.54 (s, 3H),
3.94 (s, 3H), 4.66 (d, &=5.6 Hz, 2H),
4.78(m, 1H), 6.56 (brs, 1H), 6.71 (s,
1H), 7.54 (s, 1H), 7.73 (s, 1H), 8.27
(s, 1H), 8.37 (s, 1H),
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RS s —i%
&8 E@j?%Eli(ﬁ$£§% HFR NMR ¥ —# m/z
(£)—=7—(1—(4, 4—¥ |1H NMR (CDCls, 400MHz) 5 9.19
i R 1.0 2 g AR Ta~F )T (s, 1H), 879 (s, 1H), 7.69 (s, 1H),
P45 o £ FA) =N~ {({(4—=A ¥ | 596(s, 1H), 4.65-4.64(d,J
334 | & B —6—AFN—2—A%Y— |=7.2Hz, 2H), 3.91 (s, 3H), 3.02 (s,
. UL 2~YeRReYr—3— | 4H),2.78 (s, 3H), 2.31 (s, 3H), 474
AN)AFN) —8—AF— | 2.22-2.07 (m, 3H) , 1.89 (s, 2H),
TH—tnmul2, 3—dI=V3 | 1.69(s, SH), 1.48-1.42 (m , 2H),
V=5 —HNRFLTIN 1.14 (s, 3H), 1.11-1.01 (m , 2H).
1H NMR (CDCls, 400MHz) 8
9.23-9.22 (d, J= 0.8 Hz, 1H),
N—((4—ArF—6—2F (9.17-9.16 (d, J= 1.2Hz, 1H), 6.56 (s,
PRAELILER | A—2—4%Y~1, 2—2t | 1H), 498-4.94 (m, 1H), 4.76-4.72
RATLHEEY | Fre)Pr —3—A0)AF |(m, 1H), 4.55 (s, 2H), 4.27-4.23 (dd,
351 | DEMK, G, BO | V) —6—AF/N—7—(1— |J=3.6 Hz, 7.2Hz, 1H), 4.03 (s, 3H),
C—on, B, C, | ((R)~EAMRYY—2— | 400-3.96 (m, 1H), 3.40-3.37 (d, J= | 1!
TFA V) :F ) —TH—Ewa | 13.2 Hz, 1H), 3.26-3.16 (m, 2H),
[2, 3—d]EYIP —5— |3.10-3.04 (m, 1H), 2.78 (s, 3H), 2.44
ANRELTIN (s, 3H), 1.83-1.85 (d, J= 7.2 Hz,
3H).
H NMR (CDCI3, 400 M Hz) §
12.12 (s, 1H), 9.20 (s, 1H), 8.78 (s,
‘1H), 7.68 (s, 1H), 5.97 (s, 1H),
4.70-4.58 (m, 2H), 3.91 (s, 4H), 3.62
- (CAmassic (d, J=12.0 Hz, 1H), 2.76-2.67 (m,
B — i TH), 2.45 (dd, /5= 2.0 Hz, Jz= 11.6 517
L Hz, 1H), 2.32 (s, 3H), 2.10 (t, J=
12.0 Hz, 1H), 1.67 (d, /= 6.8 Hz,
4H), 1.48-1.40 (m, 1H), 1.37-1.29
(m, 1H), 1.27-1.19 (m, 1H), 0.9-0.78
(m, 1H).
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