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[0114] 4 10.5g 1E4%) 1-09A - 5.9g (L& 007 + 4.5 NN-— EFREZ,
Hﬁﬂ[w%ﬁﬁ * IR IEESYIF A 90ml _ﬁﬁti Pﬁﬁﬁ%‘f ’ H%JQJ,@%EE?% .
B TLC HER LAY 1-09A ZHESERY « WM 205 (351758 - 38
e G {LTRERY) » 181 1168 (297 1+ BESK 85% -

[0115){E447 | EIXREZRIAT T © "HNMR (400MHz, DMSO-d6) § 9.77(s,

—

4.':,

r‘i

1H),7.80(d,J=2Hz, 1H), 7ﬁ.58(dd,i J1=1.6, 12=8.0 1H), 7.38(d,J=8.8 2H),
730-7.16(m, - 7H), 6.97-6.84(m,6H),6.57(d  J=12,1H),6.53(s,1H),6.37(d
J=8',1H),'4.5'4(~bra,1H), 4.36-4.29( m, = 1H),  4.03(bra,1H),
3.4-3.5(m,5H),3.30-3.32(m, 1H), 3.14-3.08(m, SH),  2.9(s,3H), 2. 67(s,3H), |
2.41-1.60(m,9H),1.36(s,3H),1.34(s,3H) > 1.28-1.26(m,2H), m/z (M+1)
1131.0 . ‘
BUBE ) 2 . ,
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BRRIIA 1-K02(58.4g)  SZBE(34.2g) ~ 3-Z45-5-(2-FEZ.5)-4-F S0 3
(E4(15.7g) - BAER, » BATHET 7042°C » 4% » TLC YR IEEEY
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[0119] 5528 D =EAY p-02A FHm(A81.5) I AR HEZ(1.10L)H* » {{ZK
TIAZEENE(235.4g) ~ AFZ(239.0L) @ A ESR * iE & mE 50+£2°C » fRim
R > TLC IRt FEE 290k} p-02A JF4k » RIERS Z[F 2 =8 - R ERYE -
L& L BEtkE - TSRO - SRR B R - B RdE e m o
FAHE ~ ABE AFERS 2 ETHEENT > FH EERE 40g - (AT =P E2R * 23%)

[0120] 'H NMR (400 MHz, DMSO-d;) § 7.49 —7.36 (m, 2H), 7.31 — 7.23 (m,

3H), 7.02 (s, 1H), 6.83 (ddd, /=10.0, 2.5, 1.3 Hz, 1H), 4.28 (p, /=7.0 Hz, 1H), 3.98

(q,J=7.1Hz, 2H), 2.65 (s, 3H), 1.34 (d, /J="7.1 Hz, 6H), 0.95 (t, / ="7.1 Hz, 3H).

FPU2 - Biff p-04B

[0121] #&F p-03A402)I0 AZE] 1,4-_5F/NF2200mL) ~ 2 FE200mL) ~ 7K
(200mL)HE SR IIAKRRAE#N(133.7g) - JIZELE[FUR » fRom T > TLC
IR S E E 2VR p-03A JRK - R IERG A 22 20m » /S &80 PH{E R 1~2
AEE 0 JEEFR KRR 0 BIRE EZERALE » (s HEERS p-04B - EREAI T

[0122] & 20 p-04B #H5H(37.842) I A F] — @ H B (S6mL) A =3 L B
(168mL)HVEE /SR » ARG » Zomie i, TLC iRife 2 fE 5 2771} p-04B
HR 0 B AIIA R EMEE - JI7K 185 0.5 /N7 > iFE e KHEHHZ
DR - S 0FA A - S 0 KR BEEZ 45 0 M EREH
> N —F K fE -

[0123] 'H NMR (400 MHz, DMSO-d;) § 7.64 —7.46 (m, 2H), 7.43 — 7.24 (m,

I:I
(-

Y, i@/g}

“lll%

430

2H), 7.20 -7.09 (m, 1H), 6.94 (t, / = 1.6 Hz, 1H), 6.72 (ddd, J = 10.8, 2.4, 1.4 Hz,
1H), 6.24 (d, /= 1.0 Hz, 1H), 4.16 (hept, /=7.0 Hz, 1H), 2.45 - 2.27 (m, 3H), 1.32
(d,/J=7.0 Hz, 6H) -

42 H o H 46 HEFHERIHE)

109100127 < b s A0202 1093131326-0



1731540 1108204 H06 H B

ZIEZHE] : 11054 H 6 H
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[0124] & _EZ0 p-05B Hm(34.0g) 0 A ] — FHaofE(340mL) = » fRRKA0A
1-(fR B )R (51.96g) ~ B{EoagR(7.96g) ~ [(2,6- —~FHFEE)RE]N (&) LB
(DMPAO )(16.15g) ik B&#(46.21g) ' K IERRZ A ERIRE  JIEE 120+5°C >
RoRIREE - TLC I FE - ZFRRIKIET S EZER - MAGERNE/EEES
RHERSIIE » KA LB B % RZRL » Z/KMEEREE S - &0FAHE
Pok 0 /KR SEEA RS - BERNEE S - AR - ZFR 28 - &
RleRE R ETIEENT » FEEBERE 27.33g - (ZHER | 61%)

[0125] '"H NMR (400 MHz, DMSO-d) & 8.16 — 7.97 (m, 2H), 7.58 — 7.44 (m,

2H), 7.39 — 7.18 (m, 2H), 7.09 — 6.94 (m, 2H), 6.46 (dt, J=12.5, 2.3 Hz, 1H), 6.37 —
6.29 (m, 1H), 6.27 — 6.12 (m, 2H), 4.18 (hept, J = 7.0 Hz, 1H), 3.55 — 3.45 (m, 4H),
3.18 — 3.05 (m, 4H), 2.45 — 2.26 (m, 3H), 1.32 (d, /= 7.0 Hz, 6H).
=T 5 p-07A

[0126] 1% p-06A(27.33g)IIAZE] NN-ZHEFEER(274mL)+ - #AS
 feAlERE 05°C  JIABT ZEEREfE(12.71g) » {F1L941 > #EEE
B > TLC EREAS FEE S0 p-06A JE%% » RIEHUE S 287 » M A A m B
L SEEHDEEIR(v/v=3/1)F » 2R R 2 /NEF - R - JESTR - EREE
ZEHZIE  FEBEE p-07A - (BEXR © 72%) -

[0127]) "HNMR (400 MHz, DMSO-d¢) 6 8.09 (d, J = 9.4 Hz, 2H), 7.50 — 7.35

(m, 2H), 7.33 —7.20 (m, 2H), 7.06 (d, J=9.5 Hz, 2H), 6.59 (d, J= 12.4 Hz, 1H), 6.42
(d,J=2.1Hz, 1H), 6.22 (d, J=9.2 Hz, 1H), 4.25 (p, J= 6.9 Hz, 1H), 3.55 (t, J=5.3
Hz, 4H), 3.23 (t,J = 5.2 Hz, 4H), 2.45 (s, 3H), 1.34 (d, J = 7.0 Hz, 6H).

= /\Z © 545 p-08A

5 43 5 3% 46 H(ZHERIAE)
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e
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(0128 5 p-07A(47.7)H AE| — FESHRA96mL)E » (I A F i
(73.8g) - BYLEEHA(8.3g) « L-Bi5BE(8.3) - WAILHIS.8g) » IR %
SR TIEE 100£5°C - (BB - TLC IR IE - SRR R4 > K
MRS 2 % 20B  IIASR LA SR KA 2B ZBs % JEEAL %
KAEAES » SOPEWM » Y0 TR - BRI
F O - 2B « A R 2O TR - (55 RS 22.64¢ -
(FEH © 51%)

[0129] 'H NMR (400 MHz, DMSO-d;) & 8.14 — 8.00 (m, 2H), 7.47 — 7.36 (m,

e
il
il

2H), 7.34 —7.26 (m, 2H), 7.12 — 6.95 (m, 2H), 6.67 — 6.51 (m, 2H), 6.45 — 6.32 (m,

1H), 4.34 (p, / =7.0 Hz, 1H), 3.62 — 3.47 (m, 4H), 3.25 (dd, J = 6.8, 3.9 Hz, 4H),
2.92 (s, 3H), 2.69 (s, 3H), 1.36 (d, /=7.1 Hz, 6H) -

FI © A p-09A

[0130] 5 p-08A(227g) il A % £ B (684g) - {R X I A B AL ##8 /K
(300.8g) ~ ity (72.6g) - KHKE[ODR » TLC Rt EEH 2701} p-08A JH
g% [ 40£5°C » A& HE (750mL ) - #8)E © R4 - [BERS EZERILE -

TR EE RS 212.5g 0 (ER 1 98%) -

Xlﬂﬁ

—\

[0131] 'H NMR (400 MHz, DMSO-d;) § 7.41 (d, J = 8.1 Hz, 2H), 7.29 (d, J =
8.0 Hz, 2H), 6.73 (d, / = 8.2 Hz, 2H), 6.56 (d, J =24.3 Hz, 4H), 6.38 (d, J = 9.2 Hz,
1H), 4.64 (s, 2H), 4.34 (p, J =7.1 Hz, 1H), 3.15 (t, J = 4.7 Hz, 4H), 2.93 (d, J = 17.6
Hz, 7H), 2.68 (s, 3H), 1.36 (d, J = 7.0 Hz, 6H) -
F120 - B p-10A
[0132 )Y &47-011(234.1¢) ~ iEE (85.0g) JIA R & H e (1.67L)
1o B8 & [FE R 2 -5+5°C  INTESCRCERY p-09A (208.2g ) “HHE (6.25L1)
A NS 0 PRFFmE-5+5°C » 8¢ - HPLC B E H 296 p-09A
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A R IERER KR RS EEEZ e 0 AR ENE  sHA BB ~ A8 AfE
TR HER RETHEN . = TERE 228.02 o (FE#E L 73%)

[0133] 'H NMR (400 MHz, DMSO-dq) & 10.15 (s, 1H), 8.33 — 8.12 (m, 2H),

7.92 (dd, J=9.9, 8.8 Hz, 1H), 7.45 — 7.22 (m, 4H), 6.96 — 6.81 (m, 4H), 6.67 — 6.48
(m, 2H), 6.39 (ddd, J = 9.2, 2.1, 1.2 Hz, 1H), 4.34 (p, J = 7.1 Hz, 1H), 3.13 (tq, J =
11.5,7.1, 5.4 Hz, 8H), 2.91 (s, 3H), 2.68 (s, 3H), 1.35 (d, J = 7.0 Hz, 6H).

HT—F L BEEEY 1

[0134] & p-10A(180g) I A %] N,N-_HEHEEREQCL)F - I AEEY)
-007(63.7g) ~ —_ENE LR (80.1g) » HWAESR » ZEmigHt - HPLC BFHE fE
HZ2YE p-10A JH5% » RIEREROENE 25 - i H /1 E#E - {-KH
IN E&FZ - BEATIREZ SR8 ~ 7K ~ BRI 2 LA Rk - /KR L LRz 0t -
R dE =B EREEY 1 - (ER * 86%)

[0135] EEZEIVEEY) | B EREE ed] 1 FEVERHe —2HY

|

N P T

X

YT
[0136] AZFHRRV &R /AR 1208 (ERIAVEE] ~ B H| ~ JmfE AR
(& T AEERAN » 48k TAEERER > 85 T ESR > 185 T {HitEERE
AN HH 258 20 B K2 HE R A HY R EE
LEHERY FOGZ A TR (EEY) 1-06A BlE{EEY) 1-07A BYE{E R FE R

CH;SO,Na,
NaOH,
DMSO
CogHo7FoIN4O5 CanHagFoN,O4S
Mol. Wt.: 628.45 M%(i, \?\?t_:25§0.%5
1E&¥71-06A IE&11-07A
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KBS HR R MR VR PR F SO BRI 1 SR (b2 1-06A SIS (LS
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F119% -
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FRVERRFR L b SCBUS EERER | B (B9 1-07A BUE (LS 1-09A AIREA
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