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FERKmE (5) FUPRMETE AR IR AR W) , ESRIN II K (3x 7, 500mL) AR ER A, Bl AE A
150 CHINE B IR 45, B2 LR O /INT20 % w/wo 4 T FH 2K (8,000mL) |, BUEEIEAE
12 5 NMRIIT

[0110] P& T T 521240.9g (91%) -

[0111]  §(CDC1,;400MHz) :1.35-1.55,1.85-2.10,2.16-2.60 (m, 14H,7x CH,,) ;3.34 (m,
1H,CHOMe) 53.40 (s, 3H,CH,0) 54.27 (m, 1H,CH-N) 54.98 (m, 1H,HC-NC=0) ;6.42 (s, 1H,N-1) ;
7.12(d,1H,Ar-H) ,7.57(d, 1H,Ar-H) ;7.63 (s, 1H,Ar-H) ppm.

01121 {k&W (6) I HRIERAS it — 2 4l i fii 1

[0113]  SiZjEf2.: di ek 54 (7)

=z g U -

[0114] \ _®

o

(5) 7
[0115]1  35{7: Pd (P (Ph,) ,,K,CO,, —HEkT, 7K, 85-90°C

42772
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[0116]  ¥F40-50 CIUEIRAE S (5) (818.8g,1.94mol) [ FZRIAR (5807 .2¢) o I
A1, 4- ZEKE (4100mL) I8 57, 7540 -50 CRE s - FREAINA (<30°C) Kk
W1, 4- TREEE (5700mL) A1 A 15525°C, AR JC/KiRIREH (1114.6g,7.96mol) FI4i/KiE
T (1640mL) ;B — ik (820mL) . I3, 5- —HI3E-4- (4,4,5,5-PUFI3E-1,3,2-—
SHZMZEER ok - 2- 5 SEmE (630.7g,2.83mol) |, [A) TR S W A 2 1/ NI 4045 8, B Tk
BUMIAPY (Z2REE) 48 (114.3g,0. 11mol) o [ W A 85595 CH bt B2 T 52 % (~
E18/NI) B HIZE 155 25°C 2 Ji, T15%30°C 4K (11,500mL) 3 K N TR T —
FRE (3x 3,200mL) 25, FERRIREN I TR I o IR IR A e (<40°C) |, Hifit \,\’éﬁﬂh%,
FE ' NMRIER .
[0117]  EZ b a W (1) CRZA THES00. 7g (94%)
[o118]  STHEHBI3 AL AW (D) [Nl ANEE S5 b
[0119]  yi i A /KT B 40 5 45 C I e 2= A _F e S6 104 Bk &9 (7) (2466. 2g,
5.84mol) A T G H &% (9865mL) SRS KA IS HIZE 15 2 25 °C , B8] & | AL ik A AT
(11097.9g) « 15 %MeOH/ — 5 &% U\@Hﬁ‘&ﬁﬁﬁﬁzﬁ B S (1) H 2D S A 2]
HZ ), il TLC S 2mg/mL 2 LU AR L B AE 5 5c 24 25000mL2K 7y il /s bl 2 LU IR
SIIBE R R R SE e - 72— 3:150000mL (60vol) 9615 %MeOH/ A TR 72Tl
BIEE (1)
[0120]  7E¥im 40245 CIIE 2 AN IR 2 L Ve i B 2 T8 P s T C R TR
(12331mL) , fE¥ 40545 C e 2N 72 & B2 TR DA R  Me OH/ — S A o
%ZE@%Z@E(losmmL) IR A= 2, SR IR E 70 2 75 CH R R 12 E 40
Al BB IS M AR 215225 °C o I B 1, IR D LR <R (5000mL) B
R RIGAERIR MEERS T &k 20, 1% w/wit IR g E(L_JL H NMRAZE) - il
K el R (2316.0g,93.9% th) o
[0121]  §(CDC1,;400MHz) :1.20-1.50,1.80-2.00,2.10-2.45 (m, 12H,6x CH,,) ;2.30 (s,
3H,CH,-het) ;2.44 (s, 3H,CH,-het) ;2.67 (m, 1H,CH(H) -C0) ;2.83 (m, 1H,CH(H) -C0) ;3.29 (m,
1H,CHOMe) 53.40 (s, 3H,CH,0) 54.04 (m, 1H,CH-N) ;5.25 (m, 1H,HC-NC=0) ;6.41 (s, 1H,N-1) ;
7.10(d,1H,Ar-H) ,7.48(d,1H,Ar-H) ;7.67 (d, 1H,Ar-H) ppm
[0122]  sjEfl4 . dil s v 54 (D

OIVIe B(OH)» OMe
2 O
d )
[0123] )“' - NN“Q
lalNeR

F F

)

[0124] 37 Cu (0Ac) , HO,E%,Z%EE%,HM%

[0125] B4 (1) (975 4g,2.31mol) A3, 4- —HHARBUCHIER (731.7g,4.65mol) JINIE
SN A es W e I S 4t (8800mL) , T-15 % 25 CHEPEIR A 104591 o I BE

15
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(1800mL) , PREFIEFERT30°C (B |, Bl J5 I\ S H B (490mL, 23 e) Al I Cu
(0Ac) ,.H,0(477.8g,1.03 4 50) (T B8 AR MRS Y) i, 715525 CRIL AT
Z D16/, B2 HWT SN 5T AE30°C LA M INN&L/K (9750mL) 2 K B, B FE6 53 Bl o 43
JZ2 KA S (4920mL) A<Y.

[0126] 225 IF A NIAEU 0. IM Na,EDTA. 2H,0% 7 (2x 5000m1) FIIMERFR (4x
5000mL) Pei% o K & pH (HAR<2) BN ER L2k ne - AALZ KA FH1. OM Na,CO, 74
(5020mL&5040mL) F113 % w/vER /K (5100mL) Pk, SR 7ENa, S0, b T, b J8 . 7E45°C L ¥
AR 2 5RF, IOt ik (197.6g) , T 15 25 CHi R G2 /D455y %, b5 1T
JEANHR AR - B2 i (5000mL) F40A 71 5 o HEIIN , Bl Jm 22 & - K ik s s 1 R TR
(2000mL) FPIERE [, SR N IE Bt (3900mL) FER 4 /D60 C AL, ZE L IR =4
SE I B TS IR LN N HI 221552 25°C |, FFAE 15 225 CREFE3040 Bl o i 40 2 71,
JEDFTIIE Bkt (2x 2000mL) Pk AL TR AR AL N T4/ NI B2 CFR SR AN IE BEbe 25
T 1. 0% w/wo b5 (1) IR E1073.8g 87%) -

(01271  4alifk,

[0128]  KeH &4 (1) (2030.5g) FILER L (14250mL) JHFAEE [l (75482°C) , LLAT
TRRMA HZE 20 C 40 CRIF T IE . IR H QR LR (250mL) 2%, B &G RITE RN
AE R (15282°C) AR FHEHES Bl 2 I, 723043 B N I\ IE B AE (6000mL) 5 PRAF 2
/D60 CIIIE L, ARGV T0°Co I & (1) SRR (20. 3g) , BEHR A 490505 Bl SR A 75
PR S A PR A TA IR 5 253023 B N IS 1F Bt (8000mL) F P45 /D60 C i
KR S IR 7082 C I HEL/INN o VLTS BT 2 5 24/ NI I R N 2 1 2
152%225°C, 35T B W

[0129]  JEDFHIIEBEkT (2x 2000mL) Pk, B iEws I I AR RS 2 FUas I F R T 15478
N, B2 O CREMIE Bt & B A T0. 35 % w/we

[0130]  FrfStAH (D) B FE 21822, 4g, (90%)

[0131]1  §(CDC1,;400MHz) :1.25-1.45,1.88-1.89,2.21-2.43 (m, 12H,6x CH,,) ;2.30 (s,
3H,CH,-het) ;2.43 (s, 3H,CH,-het) ;2.67 (m, 1H,CH (1) -C0) ;2.83 (m, 1H, CH (1) -C0) 53.29 (m,
1H,CHOMe) 53.39 (s, 3H,CH,0) 54.05 (m, 1H,CH-N) ;5.26 (m, 1H,HC-NC=0) ;6.95-7.05 (m, 4H,
Ar-H) ;7.48(d,1H,Ar-H) ;7.67 (m, 1H,Ar-H) ppm

[0132]  siEfl5 AL &5 (D IXE R #iT

[0133]  XUF£%K3 RATHT (XRPD)

[0134]  {rBruker DSAiTHH{Y [ REEXRPDATHSE : HICu Kok (40kV,40mA) FIFC A Ge i ta
FRI0- 200111 .

[0135]  FEIRSEAH: ME AR AT AR  JE 2 LI XRPDAT S B s TR A L

[0136] AR ES SR JT R 1 .

[0137]  « ffyiuH: 2%42°26

[0138] < JK-.0.05°20

[0139] < UG BEIFA]: 0. 5s/28 CRUKCEEIIA] . 6. 4043 5)

[0140] PR XIS ZRATHY

[0141] ST B XS AT B AT i RS RIS BT A 5 (D) SR 3 a0 N AR R A&

16



CN 112351982 B W OB P 13/14 1

TE MY (D TR T BRI 28 K ATAE H SRS IR g5/ O ER I (ORTEPIA]) 7
TE2.

[0142]  SCjEf6 : 4 405

[0143] %% [H0. 15g A 25me b 59 (1) (15 A 4

[0144] 10,0005 FIIKIZH %

[0145] L5 (1) (250g)

[0146]  F[ ¥ (800g)

[0147]  FKITHY (415¢)

[0148] I {18y (30g)

[0149]  HSPREE (5g)

[0150]  JRALAY (D FURHA— 1 R KT AR5 18 AR A P0aE i 0 . Smm H 1575 A o 45
FRJEK (10g) B IF TR 7K (90mL) FH o BT AR R 45 k3 AR i R o 761 . 4mm H 5 ] K 75
R TR RN BE NGRS St FOTERs T A AEE AT 4R S AR ERIE A A 711

[0151] ST : IR0 5

[0152] %% [ H0. 21gMI7 A 25me b 57 (1) IR GER 2 T

[0153] 10,000 EHEFI4H K

[0154] {154 (1) (250g)

[0155] ki RER £ i BRIAIRRS (1850g)

[0156]  10,000/35 JS IR e 4

[0157]  YEifiad FOA SR (40°C) JE b 44 RER O BRI AR IS TR A b &1 (D
RO 4E A RER C R HAFRBETE A e P 45 B sk B S 34 LR S0 - BHE S P IRy
TERSCIRAS , R FEN 35 RS IR R 4

[0158]  SItfA8 « ] v Bt i) 551

A-H (1) 200mg

ois HBIER 0.1M & #FAiA 3 pH 4.0 £
S8R 01M 7.0
T H K ZFvAiEF| 10 mL

(01601 {2 (1) ¥t T4 KB4 1K1K (35° -40°C) ATk sl A R L IR K pl
4.0ZT . 0. AR5 FIRRAZ IR 38 2 (A, o U e B AL 25\ JTE 1 10mL e £ BB
NI (UB) | T B B RO

(01611 SZHafAI9 LA 49 5)

(1) 200 mg
Bz 0.10 g
[o162] v R kR T —BF B 145¢
(glycoturol) 75
EA R K ¥ F A2 F) 3.00 mL

[0163] Kt 54 (1) VDU e 2R & sl o SR DN RIS it , DIVK 22 3m o SR JERE
IRE Y gl e LIS RS , BB T IO 3m LB/ ViR GREYD)

17
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[0164]  SZJita 10 B il 771

e (1) 250 mg
LA BRI R 1.50 g
Hid 2.00¢g
[0165] R B 0.005 g
PR 0.0125 mL
sk ¥ FvAiLF] 5.00 mL
[0166] Kb & (1) 15 T H I ANLE K545 Stk IR 20 o SR 5 TR I FRER 7K

VAR, B DN LU RO P B R e 2R L KA N E BT FE TR & o

18
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