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B)-N -FEITRE-4- (FEERE-3-5F) EW-2-FH XU S
HSE R &

BAR G

[0001]  (B) N —J5 =Y R JE—4- (B 3R -3 WEME -2 JIfFE (B) -N' — 55 8 0 F -4 (2
SEAC-2H-ZR I I e —3-2iL) MR MR -0 JIfE , AR IS B (B) N7 =55 B AR k-4 (244021~
AR AL I -3 MR M- 0 I SR A B B Ll 26 D iR R 1 & U T 29 TP R R

BREAK

[0002]  REE U L) 2 BT, JUH 2 DUAE SR A 5 3060 ok T i Tl PAY 14 4 T2 ) i
PRI B H 2™ 5, I H R IURF LTRSS, 45 A VR DR I 16 77 1 SRAR IR TR 3E 2 51
Fes i PP 4R G PR < B £ ) BR TR (MRSAD (T 75 %5 31 il 28 BEER TR (PRSP « 2 HLifif 245 45 A 18 55
2 29N 2T 1)t B, 7™ S U NS AR A AR

[0003]  FFE RIS REWIN —GACE =Y, £ 2 MEY A A T2 A
HFERRMUESMEMAMEAEMERCaq L THEN AL FERXUEMAHFZ
FEWIE TR, 5140 - UEAL DUMYE  TUA PR ARVE S TUER  DUR L DU AU T 55
T HS L2 G2 R 2 BRI EE T, FE R BN AW O L Syt MR 21
B EG AR, PR e BA — R AR R SCRISEBR B, B, AT B e T —
K (B) N —F5 T -4 Q- AR 2028 I L -3-25L) eI -2 WAL 54 -

RARRE

[0004] AR BRI BATT ST

[0005] 3 (B) -N' 75 3L F AR 2k —4— Q-4 A-2H- 2 JF L g -3 —2k) WEms—2 - Jifk AL 54, L
RS EATRA 0 (D Froagi s .

e S : !‘C}
E &

[0007] (D

[0008]  FLrfr:RiRoRsRas ReACRAH LIRS A b 31 fedk Uk el Uk . —he Bt
B T R VB, e A R R R R BRI 57 IR ML o
I L FCBARA) « = 90 R 2k S T Ak AL TR, T A o P o kB P e B < T
PR B < Jie PR PRI R 2 2k ] B i B R e i, HAT R 1 |5 DU AL A .

[0009]  —Fiifll & L3k (B) -N' =55 2 U Y Bk —4— (22 AX 20— Jf bt IR —3 ) Ik —2— it it
WEMRITHE, B TIP3

[0010]  JDHR1 KKl LB LR £ B R BT (RSB » I LB, (8130 S M5~ 24
NI fE IR SR, v AN BRI MK, LR CBRZERL, A IFA N, A BB T 45, 1L g
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WET , b Rk B A 7 B 24 , 45 31 B ([ A48 R 3— B 3 - 2H- 2R FF Ik W -2 5 BT IR 1) KA 1
OB 2R 2 B8 IR IE B BB JREE ML : (1~5) & (0. 1~4)

[0011]

3 {}

[0012] D UE2. K 32, B FE —2H- 2% FF L i — 2 XTEF'z!:E%Ex N- /ﬁﬁT 5 . i T [ e

Jéaa‘mtiﬂ TIADME,50~160 CRNM2~5 /NE, 158 1k 82, I NV R AR AR BR AN VAW, 2. TR . TR
HIFA VA, R R g Ak, 153 ) S A K3 QIR L BEE) —2H-ZK I g -2

EH ﬁﬁ IR ) 3— 2. B - 2H- 28 IRk R — 2 % B SRR R N—IRAR T BV R BE AREE AL : (D~
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MR, IR~ 24/ N, (52 1R SO, INANIK , IR L BRAEHL, & I A HUM , I Rk it &
T2l , 15 504 10 [E 140k A 4- (23 AN-20-2R R LI —3—J) MWL -2-F IR 2L 18R 5 P ik i) 3— (2-
R OB —20-2R I -2 A U B L L BR A BE AR EE T : (~10) 5
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[0016]  PER4 K 4- (228 AN-2H-ZR R L g -3 ) WEME—2-FR iR 2L 18 J(é})%# Eﬂﬂ B
o, N TR SRE2~ 10, 458 1k SRE, ¥ 2D 3 23R, 10, 13 1 € 40k A4 - (2R -2H-
DRI I —3—J) VR — 2~ FY IR JF 5 PIT ( 4— (2SR -2H-2R I L g —3— k) M e —2— R R 2L T
IKA R B IREE AL : (1~20)
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[0017]

[0018] *95%5 4#4 (2 AR 202K I AL g -3 21k ) W I —2— EF'@?EE# BUACOR PP LT e
R NN LB, [ 5 B2~ 1O /NS, v 20 B S 35, 28 BRI 71 Rl e R e il 4 0 1, 49 1 [
kR (B) -N' — (4R A L IR FE IV 1 BE) —4- (24U -2H-JR T It g —3— %) e -2 Jift ; radk
[ 4— (25U 20— ik e —3 k) e M —2— FR e I L B R FR R ) @Ktt?\jl : (1~5) o

[0020] AR HHFTIR A (B) -N =75 3V HF k-4 (25— 2H- % FR I i -3 - ﬁ) ME 1k — 2 — 5 it
A W0 22 Fh 2 T 0 -EL A BT A RN S TG T, AU 9 W R RSE PR AL T B ik
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Bf (=152 BH
[0021] 152 (B) -N 53 V. F Bk —4— (-5 AR- 202K I L g -3 -2k R -2 i AL 54
[ i 6 2

BIASiES R
[0022]  DATF Y SEEEBIAE T PRGNV A & B, i EERR fil A R B
[0023]  sEZfEf—: 3~ Z@fiﬁ@ 2H-2K FF 1 e — 2 PR ) il 2%

[0024]

[0025] Hﬂd‘%ﬁ%(l 22g 10 mmol) \ & BE B2 B (2.6g,20 mmol) JWREE (0.5 mL) & T [H]
B, IO ZEE 100 mL, [B134 5 B 12788, TLCSR 7 I B 58 B, 452 1 e B2, ¥ F1 B =38,
AIK300 mL, R ZEEFEH (200 mL X 3) , & FFE N, TooKBREREN T8 , ik 98, je T, i fi R
A B aifh, B A AR R1.5 g, URZET9 %.'H NMR (CDCl3, 400 MHz) §: 2.73 (s,
3H), 7.33-7.35 (m, 2H), 7.64-7.69 (m, 2H), 8.51 (s, 1H).

[0026]  SEjifafs] —: 3~ (2 TR R 3E) —2H-2% I bl e — 2~ P 1Y) il &

SR ;-Esv ) EF
[0027] Ry N B

[0028] ¥ 3-Z Bk -2H- 2 IF 0tk i -2 (188 mg, 1 mmol) . %f F ZEHE R (380 mg, 2

mmo 1) N-¥RART ZBE W % (354 mg, 2 mmol) B -T[RJEFENEH , INADMF 10 mL,100 ‘CJ i
2 /NI, TLCIE 7R OB SE 8, 457 1k SO B, I N AR AR A IR R AN VA VR, TR L BR AR, & FE A HL

A, e A i 44k, 13 A B FE AR R 127 mg, UZ 44 %.'H NMR (CDCls, 400 MHz) §:
4.76 (s, 2H), 7.37-7.42 (m, 2H), 7.69-7.73 (@, 2H), 8.65 (s, 1H).

[0029]  SEJita ] = : 4— (2—4UAR-2H-% Lk e —3— ) MR M —2—F i 2 R 1) il %

[0031] 43— (2-JR Z. B L) —2H-ZE FEME IR -2 (133 mg, 1 mmol) « BRACELI % 2. B8 (399
mg,3 mmo ) B T B LI H , INA10 mLFEE, IR MHFE24/N, TLCE R I MW 5858, 157 1k
B, IIAN20 mLiK , ZBRZ B REEL , A IF AN, i el e A e i 2k, 9 5 4 (A AR K 190
mg, U263 %.'"H NMR (CDCls, 400 MHz) &: 1.49 (t, 3H, J = 7.2 Hz), 4.51 (q, 2H,
J=7.2Hz), 7.32 (t, 1H, J = 8.0 Hz), 7.38 (d, 1H, J = 8.0 Hz), 7.58 (t, IH
J =8.0Hz), 7.66 (d, 1H, J = 8.0 Hz), 8.74 (s, 1H), 8.92 (s, 1H).

[0032]  SEifa 4 VY « 4— (248 A~ 2H—2K it e —3— ) e s —2— g e

b
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[0034] 54— (2% AR—2H- 2% bk P —3— ) PgE sk —2—FR i 7, 186 (301mg, 1 mmol) KA (100
mg, 2 mmol) B T [FJKLHE T, IMAL0 mLZEE, BN, TLCE /R B 5EEE , 45 1k SR, ¥
B, o, B AR A K208 mg, UgZ72%.'H NMR  (d®-DMSO, 400 MHz) §: 4.76
(s, 2H), 7.46 (t, 1H, J =8.0 Hz), 7.50 (d, 1H, J =8.0 Hz), 7.69 (t, 1H, J =
8.0 Hz), 7.76 (d, 1H, J = 8.0 Hz), 8.59 (s, 1H), 9.07 (s, 1H), 10.23 (s, 1H).
[0035]  sEjEfsl s (B) -N — (4-FR S B OR L FF L) —4- Q% AX-2H-2R FF I e —3—J%) Mg e —
2T ik (1 11 il 2%

[0037]  #4- Q—FHAC-2H-TRK IR IR —3-J2%) MR M -2 P ik (287 mg, 1 mmo 1) X FF 45 R
FEE (204 mg, 1.5 mmo ) B T RIERFIEH , A0 mLZEE, RIS /N, TLCH 7R U8 5
Yo, W B SR, ARRTE R W AR S A B, 45 O A A K319 me, ERT9%. 'H NMR
(d5-DMSO, 400 MHz) &: 3.83 (s, 3H), 7.05 (d, 2H, J = 8.8 Hz), 7.47 (t, IH, J
= 8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.69 (t, 1H, J = 8.0 Hz), 7.72 (d, 2H, J
= 8.8 Hz), 7.84 (d, 1H, J = 8.0 Hz), 8.65 (s, 1H), 8.69 (s, 1H), 9.04 (s,
1H), 12.10 (s, 1H). '*C NMR (d®°-DMSO, 100 MHz) &: 55.3, 114.44, 114.44,
116.19, 118.95, 119.99, 124.92, 125.09, 126.47, 128.74, 129.00, 129.00,
132.39, 140.50, 148.44, 150.09, 152.79, 155.24, 158.78, 161.20, 162.38.

[0038]  SLjiafs 7N : (B) N — Q-2 JE IR L) —4- (-5 AX-2H- 2R i Mg —3—J%) Mg e —2—
B (2) 1 1l 4%

[0040] ] & 5 ¥ ) St 9] ., IR A o B 4, O P S 5% 5 R AR SR L R R RS, UK 78 %, 'H
NMR (d®-DMSO, 400 MHz) §: 6.93-6.98 (m, 2H), 7.34 (t, 1H, J = 7.2 Hz), 7.46
(t, 1H, J = 8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.63 (d, 1H, J = 8.0 Hz), 7.70
(t, 1H, J = 8.0 Hz), 7.8 (d, IH, J = 8.0 Hz), 8.71 (s, 1H), 8.95 (s, 1H),
9.05 (s, 1H), 10.95 (s, 1H). C NMR d°-DMSO, 100 MHz) &: 116.2, 116.4, 118.9,
118.9, 119.5, 120.0, 125.1, 125.1, 128.8, 128.9, 131.9, 132.4, 140.5, 148.5,
149.7, 152.8, 155.3, 157.5, 158.8, 161.8.

[0041]  sEjEf -t (B) N — (4—FR FEIRBLY FF J) —4— Q-5 A -2H-R FF ik i —3 k) e ek —2—
e (3) 1) il 2%
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[0043] il 2% 5 V2[R S 491 T, IR o PR3 O R RS 5 4 o i R R R R RS, R 86 % 'H
NMR (d®-DMSO, 400 MHz) 6: 6.87 (d, 2H, J = 8.8 Hz), 7.46 (t, 1H, J = 8.0 Hz),
7.51 (d, 1H, J = 8.0 Hz), 7.61 (d, 2H, J =8.8 Hz), 7.70 (t, 1H, J = 8.0 Hz),
7.84 (d, 1H, J = 8.0 Hz), 8.61 (s, 1H), 8.69 (s, 1H), 9.05 (s, 1H), 10.22 (s,
1H) . BC NMR (d°-DMSO, 100 MHz) &: 115.8, 115.8, 116.2, 119.0, 120.0, 124.8,
124.9, 125.1, 128.8, 129.2, 129.2, 132.3, 140.5, 148.4, 150.5, 152.8, 155.1,
158.8, 159.8, 162.5.

[0044]  SEHEHIJ\: (B) -N — (3,5 4T FE-2-FFL IR I F 3E) —4- QA -2H-FK F it
Mg —3— k) R M — 2T i (4D 11 i 4%

‘,,M\,“

. ,‘,"ﬂ ]

[0046] il & 77 V2 A SE it 9] ., R A R A R OR R RE B 4 3, 5- BT KR , Ul 367
%.'"H NMR (d°-DMSO, 400 MHz) &: 1.31 (s, 9H), 1.43 (s, 9H), 7.24 (d, 1H, J =
2.0 Hz), 7.36 (d, 1H, J = 2.0 Hz), 7.47 (t, 1H, J = 8.0 Hz), 7.52 (d, 1H, J
8.0 Hz), 7.71 (t, 1H, J = 8.0 Hz), 7.84 (d, 1H, J = 8.0 Hz), 8.74 (s, 1H),
8.86 (s, 1H), 9.02 (s, 1H), 12.03 (s, 1H), 12.61 (s, 1H) . C NMR (d°-DMSO,
100 MHz) 6: 29.3, 29.3, 29.3, 31.2, 31.2, 31.2, 33.9, 34.7, 116.2, 116.8,
118.9, 120.0, 125.1, 125.4, 126.0, 126.2, 128.7, 132.5, 135.9, 140.5, 140.6,
148.6, 152.8, 153.7, 154.9, 155.2, 158.8, 161.5.

[0047]  sEjE®IL: (B) -N — (3,5 & -2- AL IR I FF L) —4- (24X -2H- % FF L g -3
;Q%%zﬁﬂmamﬂﬁ

[0049] i & J7 v [A) SE A 10, R X F AR RO R 40 3, 5 SUK M IE IR T6 %,
"H NMR (d®-DMSO, 400 MHz) &: 7.44 (t, 1H, J = 8.0 Hz), 7.50 (d, 1H, J = 8.0
Hz) , 7.59 (s, 2H), 7.69 (t, 1H, J =8.0 Hz), 7.88 (d, 1H, J = 8.0 Hz), 8.69
(s, 1H), 8.84 (s, 1H), 9.00 (s, 1H), 12.05 (s, 1H . C NMR (d®-DMSO, 100 MHz)
§: 116.2, 118.9, 119.9, 121.0, 122.0, 125.1, 128.0, 128.9, 130.6, 132.4,
140.5, 148.6, 148.7, 152.8, 156.1, 158.8, 160.9.
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[0050]  SEjafg] |« (B) -N — (3—F2 k-4 U R I W J) —4- (2% AX-2H- 2K FF ML i -3
HL) R -2 JiE (6) 1 il 2%
80 , :
,5_‘{\'\ .;~*“)"‘?~}\‘t&.\v"'\€‘i\§g§}“q\ 3
- \'},;\i".'-‘- {:}*"‘%{} <

[0052] il & 77 v R) SE e 491 i, IR A St FR 4R R R I B 8 Ay 3-8 4 - FR AR R R R, R
55 %.'H NMR (CDCls, 400 MHz) &: 3.83 (s, 3H), 7.01 (d, 1H, J = 8.0 Hz), 7.11
(dd, 1H, J = 8.0 Hz, 2.0 Hz), 7.32 (d, 1H, J = 2.0 Hz), 7.47 (t, 1H, J = 8.0
Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.69 (t, 1H, J = 8.0 Hz), 7.85 (d, 1H, J = 8.0
Hz) , 8.56 (s, 1H), 8.69 (s, 1H), 9.05 (s, 1H), 9.37 (s, 1H), 12.06 (s, 1H).
C NMR (d5-DMSO, 100 MHz) &: 55.6, 111.9, 112.4, 116.2, 119.0, 120.0, 120.7,
124.9, 125.1, 126.7, 128.8, 132.4, 140.5, 147.0, 148.4, 150.2, 150.4, 152.8,
155.2, 158.8, 162.4.
[0053] st +—: (B) -N - (3-FR-4-FRHE IR W HF L) -4- Q- AC-2H-2R IRk iR —3-3%)
R I -2 (7 ¥ il 2%

-8 0

[0054]

[0055] ] £ 5 V2[R S A5 T, IR e ol AR 4 0 o R R A 46 Dy 34— FR AU R R R R, i .83
%.'"H NMR (CDCls, 400 MHz) &: 7.06 (t, I1H, J = 8.0 Hz), 7.41 (d, 1H, J = 8.0
Hz), 7.46 (t, 1H, J = 8.0 Hz), 7.51-7.55 (m, 2H), 7.70 (t, 1H, J = 8.0 Hz),
7.85 (d, 1H, J = 8.0 Hz), 8.60 (s, 1H), 8.69 (s, 1H), 9.04 (s, 1H), 10.49 (s,
11, 12. 15 (s, 1H . C NMR (d®-DMSO, 100 MHz) &: 114.1, 114.3, 116.2, 118.0,
119.0, 120.0, 124.8, 125.0, 125.1, 125.7, 128.8, 132.4, 140.5, 147.4, 148.5,

149.4, 152.8, 155.3, 158.8, 162.3.
[0056] L B+~ (B) N — (- -2 FRFERFE P F ) —4— Q-4 -2H-R R g —3—3)
R 12— JE (8D [ il &%

: ‘d\'}S‘f “‘&
fif S

[0058] il & 7 v [R) S 491 ., Sk R 4 35 8 R R 8 0 95— S AB S , IR 79 %' NMR
(CDCls, 400 MHz) &: 6.96 (d, 1H, J = 8.8 Hz), 7.33 (dd, 1H, J = 8.8 Hz, 2.0
Hz) , 7.46 (t, 1H, J = 8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.68-7.72 (m, 2H),
7.86 (d, 1H, J = 8.0 Hz), 8.71 (s, 1H), 8.91 (s, 10, 9.04 (s, 1H), 10.92 (s,
1H) . C NMR (d°-DMSO, 100 MHz) &: 116.2, 118.3, 118.9, 120.0, 120.9, 123.1,
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125.1, 125.2, 126.8, 128.8, 131.2, 132.4, 140.5, 147.1, 148.6, 152.8, 155.5,

156.0, 158.8, 161.7.

[0059]  sZEf]+ = (B) N — (-84 F S L IR ) —4- (-5 -2H-ZK FF- Mk iR —

3—) IR -2k it (9) [ il 2%
8
{f ;_,;:}"M-b«{?t:‘

SR s GO
U ey

Ml Y
\‘\Q‘ ; .x.- v{i}k

[0061] ] £& J7 V2 ) SE it 461 T, 3R A o FR A 8 O R i 5 i AR A R K 1% I 3R 66 %
'H NMR (CDCls, 400 MHz) &: 3.79 (s, 3H), 6.51 (d, 1H, J = 2.0 Hz), 6.54 (dd,
1H, J = 8.0 Hz, 2.0 Hz), 7.46 (t, 1H, J = 8.0 Hz), 7.49-7.53 (m, 2H), 7.70
(t, 1H, J =8.0 Hz), 7.85 (d, 1H, J = 8.0 Hz), 8.69 (s, 1H), 8.83 (s, 1H),
9.03 (s, 1H), 11.10 (s, 1H). C NMR (d°-DMSO, 100 MHz) 6&: 55.3, 101.1, 106.6,
111.9, 116.2, 118.9, 120.0, 125.0, 125.1, 128.8, 130.7, 132.4, 140.5, 148.5,
150.3, 152.8, 155.2, 158.8, 159.5, 162.1, 162.4.

[0062]  sEjEf DU : (B) -N' - (2,4- 2R 3) —4— -5 AX-2H- 2K F It ipg -3k ) 168
Hde 2~ ik (10D [ il 2%

W e
[0063] oW RN S
e X:\ {f S
PARSE A

[0064]  Hfil] £& 77 V23[R St 9] ., IR A ko R AR SR R FR I 45 2, A- R R DR R L URCER 8T %
'"H NMR (CDCl3, 400 MHz) 6: 6.78 (s, 2H), 7.08 (s, IH), 7.46 (t, 1H, J = 8.0
Hz), 7.51 (d, 1H, J =8.0 Hz), 7.70 (t, 1H, J = 8.0 Hz), 7.86 (d, 1H, J = 8.0
Hz), 8.70 (s, 1H), 8.87 (s, 1H), 9.06 (s, 1H), 10.25 (s, 1H), 10.81 (s, 1H).
3¢ NMR (d®-DMSO, 100 MHz) &: 113.0, 116.2, 117.2, 119.0, 119.2, 119.4, 120.0,
125.0, 125.1, 128.8, 132.4, 140.5, 148.5, 149.0, 149.9, 150.3, 152.8, 155.4,
158.8, 162.1.

[0065]  SEjEf 1 F.: (B) -N — (3,42 IR F JE) —4- Q- AX-2H-FK It ipg -3 ) 168
M —2— P (11D [ il 2%

[0066] O

2y f‘:..;:.\:\
‘ \}‘ ST

[0067] i £ 77 VA R S A6 1o, R e X R AU B O R i B 4 O3, A- R DR R L URCERTT %
"H NMR (CDCls, 400 MHz) &: 6.82 (d, 1H, J = 8.8 Hz), 6.99 (d, 1H, J = 8.8 Hz),
7.30 (s, 1H), 7.46 (t, 1H, J =8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.70 (t,
1H, J =8.0 Hz), 7.85 (d, 1H, J = 8.0 Hz), 8.52 (s, 1H), 8.69 (s, 1H), 9.05
(s, 1H), 9.81 (s, 1H). C NMR (d®°-DMSO, 100 MHz) §: 112.8, 115.6, 116.2,

10
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119.0, 120.0, 121.0, 124.8, 125.1, 125.3, 128.8, 132.4, 140.5, 145.8, 148.4,
148.5, 150.7, 152.8, 155.1, 158.8, 162.5.

[0068]  SEJtaf 75 : (B) N — (4-§53-3, 5- FF S FL R LY F 3E) —4- (-5 AR 20— Ik
W —3—J5k) BB Ik —2 -k i (12) f 1] %

[0070] il & 75 V2[R St ] ., R AR ) AR AR RO R B o3, 5- R AR -4 R B R,
%59 %.'H NMR (CDCls, 400 MHz) 8: 3.85 (s, 6H), 7.03 (s, 2H), 7.47 (t, IH, J
=8.0 Hz), 7.51 (d, IH, J =8.0 Hz), 7.70 (t, IH, J = 8.0 Hz), 7.83 (d, 1H, J
= 8.0 Hz), 8.59 (s, 1H), 8.69 (s, 1H), 9.05 (s, 1H), 10.08 (s, IH) . C NMR
(d%-DMSO, 100 MHz) &: 56.0, 56.0, 104.9, 104.9, 116.2, 119.0, 120.0, 124.1,
124.9, 125.1, 128.7, 132.4, 138.4, 140.5, 148.2, 148.2, 148.4, 150.9, 152.8,
155.2, 158.8, 162.4.

[0071]  SEjEM -t (B) -N — (-SRI B ) —4- Q- AC-2H- 2R - nb g —3 - J%) ME pak—2—
P (13D () 1l 4%

[0072]

%m
wi\ & “‘MM

RIS

[0073] il & 5 v [RS8 ., 2 S R 4 35 2 P R 4 M 4G R FR RS , O K88 % 'H NMR
(CDCls, 400 MHz) &: 7.46 (t, 1H, J = 8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.55
(d, 2H, J =8.8 Hz), 7.70 (t, 1H, J =8.0 Hz), 7.79 (d, 2H, J = 8.8 Hz), 7.85
(d, 1H, J = 8.0 Hz), 8.71 (s, IH), 9.04 (s, IH), 11.05 (s, 1H). C NMR (d°*-
DMSO, 100 MHz) &: 116.2, 118.9, 120.0, 125.1, 125.2, 128.8, 128.9, 128.9,
129.0, 129.0, 132.4, 132.9, 135.0, 140.5, 148.5, 148.9, 152.8, 155.5, 158.8,
162.1.

[0074]  Sjads 1 )\ : (B) -N — (3-SR H: WP H 3E) —4— (-5 AX—-2H-2R - ik W —3— %) e —2—
BEIE (LD 1 2%

[0075]

[0076] il 7 ¥ I S it 81 umﬁﬁ@ R RS R 3-SR RS L U TO %o 'H NMR
(CDCls, 400 MHz) 6: 7.45 (t, 1H, J = 8.0 Hz), 7.50-7.55 (m, 3H), 7.68-7.73
(m, 2H), 7.80 (s, 1H), 7.86 (d, 1H, J = 8.0 Hz), 8.71 (s, 2H), 9.05 (s, 1H),
11.12 (s, 1H). '¥C NMR (d®-DMSO, 100 MHz) &: 116.2, 118.9, 119.9, 125.1,

11
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125.2, 126.1, 126.4, 128.8, 130.1, 130.8, 132.4, 133.7, 136.2, 140.5, 148.5,
148.5, 152.8, 155.7, 158.8, 162.0.

[0077]  SEJEW] 11 : (B) -N — (4- =5 FF B OR B P FR L) —4— (2% AX-2H-2R Hf ik i -3 J)
VB R — 2~ (15 ) il 2%

e B &
§x ﬁE

FER e

NN
Ry

.4.'.‘
\m“ﬁ SEOF,

NS

[0079] i £& 77 v Rl S g 1., R ok FE AU B R I A 4 o = o Y RO R L Ule 264 %
o'H NMR (CDCls, 400 MHz) &: 7.46 (t, IH, J = 8.0 Hz), 7.51 (d, 1H, J = 8.0
Hz) , 7.70 (t, 1H, J = 8.0 Hz), 7.84-7.86 (m, 3H), 7.78 (d, 2H, J = 8.8 Hz),
8.72 (s, 1H), 8.80 (s, 1H), 9.04 (s, 1H), 11.47 (s, 1H). C NMR (d®-DMSO, 100
MHz) 6: 116.2, 118.9, 120.0, 122.7, 125.1, 125.3, 125.8, 127.9, 127.9, 128.8,
132.4, 137.9, 140.5, 141.0, 148.4, 148.5, 152.1, 152.8, 155.7, 158.8, 162.0.
[0080] S 2 (B) -N — Q-F AR 3E) —4- Q-8 AX-2H- TR FF b i -3 —22%) g sk —2—
Bt (16) 1K) il %

[0081]

[0082] i 4% 5 ¥ [ S it 051 ., IR o R 43 O PR R A 0 M 2R S RS , U T2 % ' MR
(CDCl3, 400 MHz) &: 7.46-7.54 (m, 4H), 7.57 (d, 1H, J = 8.0 Hz), 7.71 (t, 1H,
J =8.0 Hz), 7.88 (d, 1H, J = 8.0 Hz), 8.06 (d, 1H, J = 8.0 Hz), 8.73 (s,
1H), 9.05 (s, 1H), 9.13 (s, 1H), 12.54 (s, 1H) . C NMR (d®-DMSO, 100 MHz) §:
116.2, 118.9, 120.0, 125.1, 125.3, 127.1, 127.7, 128.9, 130.0, 131.4, 131.9,
132.4, 133.5, 140.5, 146.0, 148.6, 152.8, 155.7, 158.8, 162.0.

[0083] st —t—: (B) N — (3—F A FE P FF L) —4— (25 AR -2H-25 Mt i -3 ) Mg i —
2-WJHE (L) F i %

LT . ¥

[0084] ; - . i
N e B TN

e R w%L,ﬁﬁ

[0085] il & 7 2[RI S 491 ., Ak St B A 3 2 R RS 3 e R 3R K R S, UAC R85 %' MR
(CDC1s, 400 MHz) &: 7.33 (t, 1H, J =8.0 Hz), 7.46 (t, 1H, J = 8.0 Hz), 7.50-
7.58 (m, 3H), 7.61 (d, 1H, J =8.0 Hz), 7.70 (t, 1H, J = 8.0 Hz), 7.85 (,
1H, J =8.0 Hz), 8.71 (s, 1H), 8.72 (s, 1H), 9.04 (s, 1H), 12.00 (s, 1H) . B¢
NMR (dS—DMSO, 100 MHz) &: 113.3, 116.2, 118.9, 119.9, 123.7, 125.1, 125.2,

128.8, 131.0, 132.4, 136.5, 140.5, 148.5, 148.8, 152.8, 155.6, 158.8, 161.2,
162.0, 163.6.

12
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[0086]  sEjEMB] i (B) N — (3-JRIRFL Y FF 3E) —4- Q- AX-2H-IK FF L g —3—J) I —
- HE (18) [ il 4%

[0088] il #& 77 ¥ R S 491 T, B A tof FR A2 O PR R A 0 O 3R K RS L UG 80 %o 'H NMR
(CDCls, 400 MHz) &: 7.44-7.48 (m, 2H), 7.50 (d, 1H, J = 8.0 Hz), 7.66-7.70
(m, 2H), 7.76 (d, 1H, J = 8.0 Hz), 7.84 (d, IH, J = 8.0 Hz), 7.95 (s, 1H),
8.68 (s, 1H), 8.71 (s, 1H), 9.03 (s, 1H), 11.23 (s, 1H) . ®C NMR (d®-DMSO, 100
MHz) 6: 116.2, 118.9, 119.9, 122.2, 125.1, 125.2, 126.5, 128.8, 129.3, 131.1,
132.4, 133.0, 136.4, 140.5, 148.4, 148.5, 152.8, 155.6, 158.8, 162.0.
[0089]  SLjfafs — = (B) -N' — (2-H s HL ORI FF L) —4— 5K -2H-2R FR g -3 2%)
MR k-2 i (19D 1) ] &%
LR

[0090]

fAAAAIA
4%,
%

£

[0091] i 4% 715 ¥ ) St 051 . » IR i PR A B 2 PPV % oy 2- PR AR BE R R, USR5 %'
NMR (CDCls, 400 MHz) &: 3.92 (s, 3H), 7.06 (t, 1H, J = 8.0 Hz), 7.14 (d, 1H,
J =8.0Hz), 7.45-7.49 (m, 2H), 7.51 (d, 1H, J = 8.0 Hz), 7.71 (t, 1H, J =
8.0 Hz), 7.87 (d, 1H, J = 8.0 Hz), 7.91 (d, 1H, J = 8.0 Hz), 8.70 (s, 1H),
9.06 (s, 1H), 9.08 (s, 1H), 11.35 (s, 1H). C NMR (d°-DMSO, 100 MHz) &: 55.5,

116.2, 116.4, 118.9, 119.0, 119.5, 120.0, 125.1, 125.2, 128.8, 128.9, 131.9,
132.4, 140.6, 148.5, 149.7, 152.8, 155.3, 157.5, 158.8, 161.8.

[0092] L] —+-PY = (B) -N' = (3,4, 5-=F AL IRI T FIE) —4- - A-20-ZR FF L -
3—k) WEIE -2 fifF (200 f i %

[0094] il & 7 VA R SEE ] F, RAE X A AR RS # 3,4, 5- = A AR, IR
69 %.'H NMR (CDCls, 400 MHz) &: 3.73 (s, 3H), 3.86 (s, 6H), 7.05 (s, 2H), 7.46
(t, 1H, J = 8.0 Hz), 7.51 (d, 1H, J = 8.0 Hz), 7.70 (t, 1H, J = 8.0 Hz), 7.83
(d, 1H, J = 8.0 Hz), 8.64 (s, 1H), 8.69 (s, 1H), 9.05 (s, 1H), 10.46 (s, 1H).
13C NMR (d°-DMSO, 100 MHz) §: 55.3, 55.6 55.6, 115.8, 115.8, 116.2, 119.0,
120.0, 124.8, 124.9, 125.1, 128.8, 129.2, 129.2, 132.4, 140.5, 148.4, 150.5,
152.8, 155.1, 158.8, 159.8, 162.5.

13
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[0095] S5 25 « S it 451 il 453 2 K A0 B P00t 22 P 40 T ) A7 9t 2 00

[0096] SR A s 7IN o3k T A B2 ok < 2 (9 ] 28] R T K WA T 28 AT 1 AT 4100 T 5 R 00 5 o
/N R IR PEE ) BAR AR R 4 — 8 = A A VTS Tl & 28 10K b 88 S BN # i
TR B B B — B W AL B VKIS WL SR S IR i e, 43 31— R B JE A B 1)
I AR RN T E /AR PN Il AR B (A A WK T, ImL 397 65 T8 R (10°
CFU/mL) , B T-37 °CIIFLAR (180 rpm) ¥4 3548 R HR% ¥ 32 24h . 45 o 5 B, FI & A2 28 M
FEA/INAE 4 R0 2 mUVBA N BPP AR ES S b, PSR i B VR PR
PRI 51, ARG R AR B B AEST CCRITHIR B FRMH , 5555240, BUH WL 442 5 A H v A K, B
G T 9% 4A TR M 52 A A 1) s IS0 B RV P A T U B /N R BRI

[0097] VPR AR LA S /I o3k T R FEMBC R SR , MBCHR /N, I AV A W) Rt PR AR i, 70 TR v 1P
R, SR IR L.

[0098]  K1. (B)-N —J5 3V F B -4- 2% AX-2H- R I Ak I —3—J) e e -2 It Sk &4
(T v PRI

s L el
o | SONREIEEN | AN
o L se 128
2 625 3125
3 3328 &35
""""""""" £ 1se | awms
$ &35 128 &35
6 156 amR 156
7 156 839 136
R kL HI5 238
00991 8 50 na se
10 56 28 56
e i e S
12 %338 e B8
13 50 o &
i3 SO ¥ bt
13 50 128 50
T 50 125 50
17 156 £33 3,128
"""""""""""" w0 s awsw L s
i 156 H.25 158
0 56 s 56

14
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[0100]  HyRIATLAE H (B) N 5 B A Jk—4— AR -2H- 2R ik g — 3 J5k) g i — 2l it
FUEMRA ARG TE, b 59067, 12300 ¢ 50 R & ERTE L KA i A VERT
ER AT ELAT BT O 3 IS

(01011 Fad R@ A K B B AR S 1] I AR A R AR AEAT 2 L R PR Al o AR A 2B A
AU BARN 515 EAN it B A B B AR Ty SN B 0 5 R A L3R s I SR 78
XA B AR T3 S AR VR 22 AT RE RO AR B AN Ui, BRAZ 2 0 A6 [R] A2 A A A5 R SE T 51 o PR 0 L
F AR Mot B AR K B AR T G2 5 A AR R B AR S xSt 461 B e 34 A AT Ff 42
o8 S A AR AL B AR , S T AE AR AR T AR HIVE A
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