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0] 7 s A6 AR 5 A MLV TR VR A 0 i N IR DME A i 8% R DEGDEE YA o IX Fh 1150
VEAE AR A HLIE ), B AT s 7= A S M R A AL 77, DU e PR 1), R 38 5
FEREFR AL A W10 ¥ A 1Y DMEEEDEGDEE .

[0116]  FEA & B (1 13 77 v S5 1 TP Hh , 9 7 SO Il B AL S 52 i, VS INDME 25 i 4k,
7 o Xof AR R A4 ) ¥ DME FE A5 FH B 5 e PR 58, Wl b, e SR B AT 28 5%, S —J7 T,
Rit %, MIAE AR H DMFIR 44 5, D51 b Gn S8 25 8B AT 100 ST 48T, ARG T 7 A 5L A (1) i 2 1 JBE
IR, A0 . 02588 JR DA L, BEAR 0. 025~0. 25 BE /R, i3t — 2541810, 075~0. 125 BE /R o AN T
75 SRR 1B IR 1K BE R M i (BN RO Neq) REBE AR 4 75 LM IR B A I B JE (10 2000 38 2 ot
5E I, 75 75 HERE TR B AR B L T, ARIEO . Teqbh b, BEARIED. 1 ~1eq, d#E— DA%k
0.3~0.5eq-

(01171 DMFEE R0 7R T i8I0 T B N 10 0% 228 I 1) DME Y ¥ - B DEGDEE S ¥ H , tH mT s A
T A AR T R B AT T X B, MRS AR A s R 2 5 P L BRI (A0 55
5 TH R, PEade 7 i AR R s

[0118] ) BEiR FET &, R S SCHEAT , T AR 77 PR fh] , a5 2 e ookl A e Sk AT
[ B} 3 5 b O R AR ) 7 AR, AR 3630 ~85°C A2 AT, AR %50~85°C , E— 41k 60~
80°C.

[0119] T, 75 75 B R Ak & W i DME % R BRDEGDEE Y Y 1A 1 NN, A 326 s i e X551 o 44
B IR VEH

[0120] gt e B [B) T 5 5 25 REAS M AL AR Fh 2 L L I IR P S5 2 h i3 5, G, N
1 ~48/NEf A .

[0121] MG, IMANAS R ¥ 771, 8 05 FERE R i AL T H B FL i 9k oy B8, V& Ve, AT
FREE BEE 1S 2 H AR  CEAS R B A 38 7 S R AR INNAS R I 77 LA A 5 B B 1<t AL A
5 538 s B R PR VA i S AT R T VR AR EL  BE B I N HR A IR AR R 2 5 HLoT
Hh R 25, [F] I B % PRI R 4 A5 2 H AR .

[0122]  fENAS R, A ZEH AR 557 R IR o1 A DT I ELI& A (2 1% 07 FE R R <1 1k
V) 53 fE S AN R 52, U5 JE 4 B e , 491 G m] 310 2% H i W I e 28 (e« IE e IE B A
IESERE IE S PE R ZE5E) AR R VAHZEIR L A0 R ) U H 2R O 2R 3
SHRE) (AT IR (ER IRIR AT SR ] S EUOR O SRS (R (Ll
PIFERE AT FE R DY SRIR 1,4 ke 1,2- “HEIE K 1,2- T2 HFELKE
HEE W) JEZE (PR 2O R 2 5 T 6 . —OE T 240 IR R SS) 5k (s A
i~ T ESE) &5, IR Ley 7 n] S A4S, e 2R DL IR G A X e b, R R iR 12 2
(Rt IE TRt IR PR IRt IR 280t T ZESE) 5 IRIE IS OR VIR H R (& IR
A R O R SRR R (L S AR AT R R L DU SRR 1, 4
TREREL L, 2- THAESEE AR, 2- SO OKE HEE S AR JERZRE (N H LR
SR TN IE TR A IS I (AR T IS BRI R IEPR . L
&

(01231 (2 2T ¢

[0124] A BRIV Je 1) 05 FE TR TR AL A M0 ) 3 7 v 882 TP i Bk, in s L5 A
1L 45 B0 05 B IRL i LI E R HLE I B R IRl (3) AR AFAE T W fE15°C
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PLR S5 iR () RRPIBENEY IR, & R Tl 6) Ros i 75 R s &9
[0125] [k 18]

(3)
[0127] 0 (3) v, R& H SUAL IR WAL 25 R SR I B 2 L ~ LOR b 2k, 2 RAT 5 DL 5 A
i — LT IR 1
[0128]  WRRAUAKELL ~ 108 GE a1 5 » BELEEIR S 23 SCHER IR I AT, il an v 2 48 H H 3L 2
FEVIENE A IE TR TR R TR BT IR IE O g i T
B RS RR S ~ 101 BELBE B 20 SO bE 2 s PR 28 VIR T 28 VIR 3L (IR L3 VPR PR
R 36 IR T3 IR BRI OO T 3 U TR L S R 3 ~ 20 IR B JE 45
[0129] 534k AFNIRIE T, AT B2 AR IR T BUR 155
[0130]  xuerp  /ESNR, ARIERT & A 428 T 09 VIR ~ 511 e JE BR 2 [R]85 BT T 1 1 i 2
2~5 M ek, fo e B 3 L 203 L U S FR R L S R 3 L3 - AR 2k LW R 3, BE ARk 2 R8O
2RI N LB 2 RBEA T AR 3 - S A L A
[0131] VB kst (3) FRam HIBR KT HARG , 7] Z1) 28 HHN, N- B B -4 - R g (DR 8
5 NDMAP) \N,N- = 2 Bk -4 - G ML IE 4 - bk QR IE (DL 161 5 9 4MP) 46, an SR 2% B4R =
7 TR [ o 4 8 ) e e ot 1 DA vy E AR W, B AR B DMAP
[0132]  Sf 2 (3) o BRIP4 A & I TR R o€ , an o b, Wl s S AT A2 2%, 53—
T30, WA 2, T 0 AR REPR T A B BRI 2 R AT DR i R SE R R v I BT (R
P2 08 P A Pt < 2 P A LA vy B PRI WAL, AEDRE T 05 B IR o A 40 LA () R oy i 1
FEIR AL . LEE/R UL b BB 1~ 1. 5K, it — PRIk L 1~ 1. 3B R o AHX T 1% 05 JE i
PR o1 AL L BE SR B BE IR 24 5 (eq) RE B AR 4 5 Jikfill iR o7 4 4 L A A s 1 s 7 50 24 Hb 15
S, 40, 75 75 FERE IR o AL ) B A B g i SRS LR, R4 deq A b, LR L 4~
6.0eq,3t—Hik4.4~5.2¢eq.
[0133]  [4k19]
HO_ ,.D?-D*
[0134] D
(4)
[0135]  3{ (4) o, D' FRORBUR BUR BUR I — 03t , D7 B L0, S BRI 8K HUAR K2
R EE, D R IR BRI — 3, ZED” Ny B 15100 T ) AU 1
[0136] 15 J9D' Fy AR B B O — M 3, 451 dm v ) 2%t B B R BOAR PO B 81 ~ 5 IE
ot IR E L ~ 2P b S R A L~ 20 e i BB L~ 23 e i R R L ~ 2 e B L BB L~ 200
Jot B BRI E L ~ 230 Je 8 I e B A ) S 1) — 50 B A B g — 20 R R 2 O e
Pt i ORI FR AL A TR IR I B IR I MR IR AL R (IR L R I IR A
MUEIE A LR IE AP RIS A HUBRIE IR JE AN | 17 2% 51 S B T e P 2 [ - 7R AR
R LA AR L~ DI e 35 o A R L ~ BIR)  w 35 , 451 4 AT 270 246 HA P R 5 L0 2, 6 TP
PR =7 R e | G ST B e AR ST R s e IV PP L T 2 5 T A AR =T R
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[0137]  D*Jy i 0. S. BB BR HUR K 200 & 38 , 7245 5 W i ARk 0. Eo i, 15 24 T H
FRAIE, AT B2 H N (CH,) - -N (CH) - -N (C,H,) -5,

[0138] D EWHUARE R BRI — MG IE , ZED* A BRI 15 L F ] A EUE T AE N EUR B R
BRI — @3t , a2 L 2 VIER S R IE T8 R T RIS IEC 2L IE
R AVANAE TR W/ SO SN SEINRE 37 N OE SPUEINRE S SIS N e SR N
PR EE 2- NGB A B V1 - - 2- T 1 - TR 2 2- TR 3- T i B O A 5%
Ak DR R ORI RO DO (BRI AE O IR AE OF BE) R AR ORI 20k R BRPR O
ST ot X e B ] ) SR T I — B A g — 20 B R i B SR AR T R ) 2R A
AR AR 3 238 IE R L IE T FE A2

[0139]  H4h, h13k (4) TR EEAL A% LIRD D*AID° — 2 BA i F ikl () Fomi
SERIP L iR (4) RoARIEEL A

[0140]  [4£20]

H 'TI |-|| H
—C—C—R?® HO-C—C—R?

[0141] R R2 R' R

(D) 4"

[0142]  7EX () M1 (47) b, RUFIR® % | Mh 7 26 R SR T BLEEIR 5040 SO — g 107
Teie Ik , RO BRI 20 SR 00— 40 B i e 40 22 o 48 32 o ANed L R SRR PR B i 45
2LA_E KR RPFIR BB 50 A T ETE A BIBR 58 , 200 T, EARE10LL T o

[0143]  fEJN bk BB AR B4 SR — A0 BB D7 e e 2, FETo ke AR e , vl A1) 25 R 2L L 2
B EHHE RHEE TR B TR T ECH OB EE 2- 23 O 5 B E 0~
18I etk s LI HE  1-TNMGAE \2- PR 2 e O 1 - R - 2- DA L - T L 2- T M ik
3- T AL U B S R A2 ~ 18 A R A5 .

[0144]  VEJbe s 2L, DR IE B ~ 100 br s 2, kb, mT ) 28 Y B AR 0L L 3 L IE TR AR
o T =B STl = B SN = B~ O e B ST Y3 2 B | B -

[0145]  f9R", A6 T 3 o A NR® ISR 1 o M AR IR M b 6, AR R A . 2
AL IE A IE T AR AL, Pk O R IE T AR 2

[0146] VB HIEN (4) RN BIBEAL B YD HT ARG, o] 7128 Y F R L 2G| S IE PO S A I L OF
TEE TR TEE BT B E R ECEE AR IEFREE AP L IE SRR 2- £ 1 -
OV IE TR 3- TRE . 2- T 5 -1 - S P S S T I B 2 BE 0k | TR I P D ik L ) i B
TOIERE A AR R 2 A T SRR L 2 R A OO AR T AR (H IR R IR
Fix,

[0147]  FRIX&edr, fLik2- 205 -1- OOl 2- T2 - 1- R B 1-F R ) BB O BRI T
BRI SERE TN R T AR N R RO L £ R TR L £ R R

[0148] S B AL A W IR FH B TR T PR R 5 IO J5E B AT ¥ g e 0 W e b A FH o o
EE 2o, AR T LI 05 BE R IR 1 A4, ik 2~ 10, A3 ~7, 3 — P ik3.5~6.

[0149] 34, 5t 05 BRI o () 5 AL S W IR B R R R I AL S R BT S R
TR AN TN L 55 R R PR i A4, DLk 2~ 10, BB I3 ~6.

[0150]  [{£21]
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1? o—\ B
[0151] S0, (5)
0\014:'2-[)3
n/q

[0152] (X1, AB.D' D’ D’ g R 5 FIRMR 5 o)
(01531 F34b, AF o Hh L3R 3K (5) Rom ¥ 97 B R IR R AL 5 P 0 fleade (1 s it g =X, Bl e % 51l
R TR (5) FoR 0 BB LAY (E IR & Tk

[0184]  [fk22]

[0155] 5 H H (5
C—C—R?

I |
R'" R? n /g

[0156] (X7, AB.R'R* R’ \nFllqE R 5 FR HIE 2 X o)

[0157]  miSE2 T M BT & » R BAE 20 (2) FRoR i 55 LR TR o AL W0 e A HLIE 7 L7
H1 3 (3) FRARMIBRIIAFAE T FEL5 C UL R 5 20 (4) ORI B A AP R 8 DL B 3l = A2 H 50
(5) Fon (1) 75 B RR G4k &4 W) FL A8 A I TE R I R & , AT 7E £ 20 (2) SRR 1 77 2 R 1
5 i (4) RoR P REAL A PRI AL 7 H AT — 38 B 2 VR VA TR B RORE R N
2 (4) RIRHIEEA S AE HUA T AT — & B R 5 20 (3) IR YR A Va0, (H
R (2) K75 SRR 1 (b B8 B AR A e M s S FE B ) Vs R VA
S5 I R PR P AR R A 2 B 5, D3 E vl 30 (2) ORI 55 B e s 1k ) S5 i X (4) FRoR R
AR B R B 3 (4) RREAL A YR FUAFI AT X (3) RAR BRI TR
BRI HLAEFIATER X (3) R HOBR I VR G VT o AEIX RS0 R L 26 BT N5 (91
W SF A BB ) A2 i N B ALA ) (B4 s SRS Y R 4L ) AT — 3 R T
A (@) RRMBEL SV OT WL SR A3 2 B AR BB~ W &, 2200 H
18 F 5% B8 = 05t B BEAL B0 o

[0158]  {E N BB HUAF, HEANE [ N7 AR BRI, D)5 T 45 A BR 1 1 A 3L B4k
foil, T B2 IR 7 e s (ke  IE ke IE ¥ e IE 28 e s A28 55) i AR IR W i & 2 (&
P7 & B R LK VO IRES) 55 IR GRS E 2 L FF 28 L 40 R 2% i) — R 2 L6
TR VE) S IREE) (AR DT R IE S (RUR VR VAR UK A AR X AR (kS
(LT — S P Mk RUT Ik DO SR L1, 4- e 1,2- —HIEIE ke 1,2- 4%
FE e HEE TSR JHEZE (P R R TR O T AR L PR A | T
FeE 2 (N, N- 2 F R PR g W, N - G 20 TR e 5 P T e 0 P T 28 (N - 5 - 2 - b g e )
Y - T NBEEE) RIS (N, N- SRR R obk ], DO FH R AR 45) ARSI (R A BR T RES)
BE25 (G ARG TGS 25

[0159]  34h, AE RS2 TP I B ml A FHI A HLIE AL B T ER A HLE A BLAE , T
i (@) RRMEELAE Y BL L FEA R, #1530 (4 FORMBEAL S YT R R JE RS D)
G HUR I P R AEThRE -

[0160]  FA , v R AT s fd FH , Pk 2R DL BVRA
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[0161] X, BEARREMEE (L 10K — S P I AT i PP JEIBE L DU 0ems L 1, 4- Ik . 1,

2- “HERE LK, 2- ORIk HEE AR JEHZE (PR B R T3

B —OF T A EAE) SR (OGS T EEE) AL SS (N- H 3 - 2- IE s Joe Bl 258

LIk 7 TR I S VU S0k ipg JN- B - 2- nikng L2 B (UL T 77 5 9NMP) &

[0162] @ IR AHLEFIAE HET S, R E AR N 7R AN S B Bl 3) FoR

EI’JE)ﬂZEI’J/tm{ﬁ/&‘E’J 100 T B AZ 0 i 0 =, W e AR 5 , ki £, U“J)if“’izéﬁ [P
/b, W s 87 A 58 R BRI FH PR B L 3R, AR T LR 5 A R o A4, 38 1 ~10,

W2~10, BEfLik2~7, t— Pk 2~6, Hit—B ik ~4.

[0163] S 4h, 7E4H FIANRERs 1 Bk 30 (3) R BURRVA AR B0 = A0 A ML AR B T, i B

bt 2o, AEA TR LI 05 R R o A6 4, s 1~ 2100 5 B A5 B B8 7= M0 B2 1 BE AL & 0 im O\ FL

AT A AR

[0164]  {EANA K WP ARIEMIA- (S0,-D'-D*-D°) 3, Wr %4 Hih Rk 2 (A3) A1 (A1) Fox iy

LI AEFFARBR E Fix s, AR s, ik (A3) .

[0165]  [{4.23]

D3-D%-D'-0;S
[0166] P D3-02—D1—03S—*O
D3-D?-D'-0,S S0,-D'-D?-D°
(A3) (A4)

[0167] X, D . D*FID’FRm 5 FRMERIA X.)

[0168] %340, VE A~ (SO,-D'-D*-D?) I {58 ARk ) S i 75 3K, 7T 31128 Hh bl R iR (A37 ) A0
(A4) TR B LA HFHFARR E TIX £ G ey, fiiik (A3) .

[0169] [{k24]

H H
| |
R3-C—C—0;S
R? R'
ot D
3I_c—C—
Lot70] H H Q REG—G—0s5 H H
| R2 R1 | | 3
R3}*-C—C—0,S $0;-C—C—R
R R R' R?
(A3) (A4")

[0171] R, REGRPAIRPE R 5 R AR & 3o

[0172]  S4h, FEAR KRR EE2 TP Pk B S 7E 551 T 7 ARk it BAE A .

[0173]  AEJR FH A K B 1) il i T ¥4 21 1) 75 Rt R IR A 5 0 () 0 32k 1 s it 0 =K, vl 4 2%
H LR B B9 58 5 20 (HH AR 8 TIX

[0174] [1r25]
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.D'-0 -p!
D3-D? 5 © 0.’ D‘Dz_Ds

DS_DZ ,’S’ 3. 2' "’, F F
o F F D3-D O‘S FE F >—i
0 CF; o] CF, F
[0175]
F F F F

3_n2 O, D3-D?2 A
° D\D1_ds“0 “p'-g ©
D'-0 1
D0 o P-0 o
DS_Dz 0~ R F DS_DZ 0~ & F, F
to CN OOCN
 t ol
D3_D2 0~. 3in2z O eN
Sy D3-DZ Osg'
“t-g © big 0
p'-0
DS_DZI 05‘5"0 F F
Y04 v,
O
D*-DY Osg.
D1—d (0]

[0176] R, D'\ D*RID' /R 5 FIR AR A £ 3.)

(01771 340, AR R FIAS B B il 345 075 3245 30 0 07 2 R IR I8 1 15 W 1A S I £ S5 e 5

2, AT B H DL R Brs B9 S 77 2, (H AR 8 T IX 2,
[0178]  [4k26]
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H H H H
R3-C—¢—0 0—C—C-R?
I 1, 20 Oz I, 1
RZ R! o7° F FFR F Sso R' R?
oS4y
SIREREIRO
HOH Oss 51 H
3 L] / -0 [ Y
R3>-C—C—O 0-C—C-R;
R? R’ R! R?
F FFR F
1]
R3-C—C-0-§ @O % $-0-C—C-R3
| 1] F F F F 1] I1 2
R2 R1 0] L0 H H 0.;-,5 o R'R
o=\ [ ':' ':' /20
] |

HH
U1 / ) _O
RZR' 07> R_F RZR! 075 -
Crogpen 7 Qyodpan
[0179] Q F F Q FE

3 I-|| 45‘:‘? 1 }:I \, =
R*-C-C—0 R3-C-C—0 (o}

R2R1 éz Fll1

H o
R-C-C-0O_ o R¥*-C-C—0_ g
o} CN OQCN
RO () Fon

H H Q,s-‘-‘o H OQS-::-
R3—C—c|:—0 R3-C—-C—g ©

RZR! R2 é1

H H

3 1 1

R=C=C=0 o

R2R107S F F

o NO,
) T
O\
5 o 50

R*-C-C—0

RZR!

[0180] U, RURPHIR' /R 5 FIR AR5 3.)

(01811 RLER2 T S B A R KK G0 BT 55 AR S B (R B EAT 1 0 ot A, DI 36 10
IRV VAR, BEARIESEE IR %6 LN , #E— B AR 1B TEE /R %6 LA R o FAA, X 1 BRAELI o PR 7€ 5 38

HONEEIR % iAo

[0182] DAk, it af 2 1 e rb s PR R T 5 DIC A FH 44 Pt 7K F 100 » AT LR 00T 55

LI A F 2 A 7K 73 B A 2150ppmify A HLIE 7 .

[0183]  EJNER2 TP A DL (st Uy 3, W] 8128 4 T D53 of T B AL B BEAL & 4 il
7 (3) 7 F TR AT A 5 NMP R 2 i ) A6 AL 731 ) T 5 T TR PR N2 T 281 s 57 S s 8

WAAE T B AL I B AL & 0 PR R P AR P (R ANER %€ T8t
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[0184]  FA, 7EIX AP T , NMPEK £ I (s I FH B £ bl 3R, AT R LI 5 2R R o
1, 18 R1~10,81E2~10, B IE2~7, #— D fiik2~6, Hidt— Dk ~4.
[0185]  FEA R HAHh , WA S SIS 8] 38 224 14D [0 B 00 ) ) s o2 7 T R 5 A 565 2 T 1 1) S B2
TENISCUL R, ik -30~12°C, Bk -25~10°C, #E— B0k -20~10°C, Hidk— 54k
%-15~0°C, Fe ik -15~-5C,

[0186] gt e i) [ 1 5 5 =5 &5 FH AU 2« s o7 st P8 25 38 M b i 58 , BB A 1 ~ 48/
Fe AT o AN SRAE IR L2 R (5 %) Jo B ) B, A I B 34 m, DR b A 3% 78 I B 45 R )
TG AT S5 AR S 87 15 45 SR an R i e T VORH € B e BB B SR A L (HL I
AR E T &

[0187]  M&E G W S RLVRE i, sk 84 P R 2 T8 S50 7R3 W » 13047 K FH 3R B /K
T T KIS RE TR SE  Re S 15 2 H AR 5, INF I E AR 43 i 0W 5 AR
eI Ve L B AEARIR R 34T, R BB N 10 C AR, st H FRRAE 1 = R EVERAN R4
W TEHRERIPR 5 , 85 A -10C 47

[0188]  {E AR AR J B I sl it J7 V2 I e #4331 1 0 B i R T A0 & 1 ARG, mT %) 5% i DA
N HN B SE AHHEARR E Tix L,

[0189]  [{£27]

_\0)_03"0 R FR F °~‘s’0_<-0/_ _\_}J}OVO R FR F o\‘s’o_('o/_ﬁ
st

0” <0 o 0
Qosrro s asSvRvlia
0\ ,,0 0 F ,,O
0—>_0,\s\“0 0o -(OL _/_/0'>_<; o) 0 _<'O\_\_
[0190]
Q 2 R FR F °~*§So_<—o© _‘o->';\5,,0 e
Ty -0-Lm9L90- 05 cr,
BHRE, B8R

-

@0}035% 0y _<-0© Jo—>_ %

(01911 NFUiBH , 72 bl Ui B b, 38 i Ad 1 28 1 9 o A5 20 1 5 FERE IR i AL M i) 26
2L B 5 VAT I B AL (B AS R W A i 58 2 1 P 1K) 7 v Re il F TR 28 1 LR 9 593 A
AR 7 325 )3 1R O R IR o A A R AL L EURLEAN IR 8 TSR 1 TR R R = e .
[0192] syt fy

(01931 DLTR 1) 2% H S it A5 AN LG S04, oo A O B B B ARl 350 B, (H AR R B FEANBR € T T ik
1) STt 5] o 2T BH L AT 2 B A0 R BT IR S A, 78 STt 9 RN B A g v, R A AR AR T
VBN TP AR R e i 1 5 FE PR X B X - 2 . B 75 FE M PR X - C1BK X -C1 - 21 1 i & 43 Y
gL .

[0194]  PGEE: [N ¥ ¥ 2, FE ik

[0195]  DMF:N,N- — F 35 FH ik g

[0196]  NMP:N- Fi 3 - 2- g S il

[0197]  MeCN: Z.Ji§
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[0198]
[0199]
[0200]
[0201]
[0202]
[0203]
[0204]
[0205]
[0206]
[0207]
[0208]
[0209]
[0210]
400MHz
[0211]
[0212]
[0213]
[0214]
[0215]
[0216]
[0217]
[0218]
[0219]
[0220]
[0221]

DME:1,2- 4 E L%
DMAc : N, N- — FF £ 7, Pk fiz
THF : PY &k

DMAP : N, N- — FF L L g
AMP ;4 - P IR A AL i

NMT : N- F R e
Et,N: = fi%

Py : ML 0E

NEM : N- Z, J e gk
DEGDEE : - H ¢ — Z. ik
SOC1, - At 54

['H-NMR]

$EH Varian/d &) il | B AR R AL SRS E (FT-NMR) “INOVA-400”

V77 : DMSO-d,.CDC1,

AR 5 DU R A (TMS)

[LC-MS]

3 'H :Q-Exactive (Thermoffillit)

3 : APCT -APPT

F::XBridge C18,2.1mmX 150mm,5um
VI :0.22mL/min

T 45°C

[HPLC]

<HPLCA3Hr ¥ ) il £ >

TE J5 3 (1) 55 B PR X - PGEE R & B T3 Hh 45 21 (1) s SRR Dy L JE A L i) 0 R Tk

X -CLHPLC/ HrH , SR A FHCHLCONASE AR S5 8 14 Bt SRS B e 1 3 P AT 1 20

[0222]

[0223]

[0224]
[0225]
[0226]
[0227]

[{k28]

_5)* 0 *L/_

¥ R 7% 8 X-PGEE

<HHrkAE>

BEH (B SEHERT g R AR 3 “Prominence-1”
fF:Poroshell 120 EC-C18 2.7um.3.0X50mm (Agilent)
HEF :40°C
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[0228] A&y K : 254nm
[0229] A3k :0.8mL/ %%
[0230] i - BF FEE
[02311  (A) 7K: (B) Z.Ji&
[0232] M BF 2% : 0- 543 % (B40A60—B100) . 5- 154> % (B100) - 15-2043 % (B100—
B40A60) .20-30%> 1 (B40A60)
[0233] AN 2uL
[0234] % R HUES 8] : 2057
[0235] ¥ FIRF (P) R B4k & Wi 45 74 FIHPLCI £/ B Ik (8] 1) ¢ RidEk TR 1Ak 2
o i, KT R IR L (P) IR, ~R,, R “C1” R B AR OV ) C1 Ein-Bu,Nb , “A” Fos R
AR Q FRMEH .
[0236]  [4k29]
R,0,S F FE F SO,R,
[0237] 0 @ O o (P)
(/) : t: t 9
R;0,S SO,R,
[0238]  [4k30]
[0239] */0{0/_ (@
[0240]  (Arp, * FToREES o)
(02411 [F&1]
3R]
Ry Re Rs Ri (54
A F LR X-Cl Cl Cl Cl Cl 12.3
A Cl Cl Cl
x Cl A Cl Cl
1A= Cl Cl A Cl
Cl Cl Cl A
A A Cl Cl
[0242] | 44 il g: : gl
T A cl cl A e
Cl A Cl A
Cl A A Cl
A A A Cl
. A A Cl A
Innm A Cl A A
Cl A A A
H 4xdp L & X-PGEE A A A A 93
[0243] [F&2]
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@ B 1)
R, R; Ra Ry (M)
OH A A A
- A OH A A
3 B4 A A OH A 57. 6.3
A A A OH
OH Cl Cl Cl
Cl OH Cl Cl
Cl Cl OH Cl D 8l
Cl Cl Cl OH
[0244] OH OH Cl& A | Cl& A
44 CI&ZA|CHA| OH OH
OH Cl & A OH Cl& A
(LAa 4 ¥ k) OoH |[axA|laxa| on
CI# A | OH Cl & A OH ), o= 977
Cl & A OH OH |[(CXRA '
OH OH OH Cl & A
OH OH Cl 3 A OH
OH |Cl& A| OH OH
CIH A OH OH OH
A X OH OH OH OH 1

[0245] 7 5 i 1 S it 451 R Eb 55 4 %o 1 3k s 3 T HPLC N s 15 21 117 €8 % L8 B 1 2%
g, S5 LR U TR A, B TR URIER 2R B 1 S5 AR B I ()11 96 2R, SR 192 s SR H BT 25 1) 26
VIR EL 3

[0246]  [SEjififsl1-1] 75 FEREFRX -C1 I & Rl

[0247]  JZPENIRMD IR, A A T BB LA OF ZEEERX-CL) .

[0248]  [{k31]

HO,S F FE F SO,H CI0,S R FE F SO,CI
Qrofr oy b rod 3400
[0249] Q) F FF F () 2™ ___ () F FF F ()
HO,S O;H 79+5C ¢y0,¢ S0,CI

Fsm X AR X-Cl

[0250]  7ERASE R ILPY EBE A I L AR 5 245 (3l & f%) \DMF2.6g (0.4eq) , 7E
T3°CRHEPE T 1/ o 7E40°C R, 7EDME 232¢g (2. 9 &A%) FH NN J57 FEMERX 30giA ik - 13- 1M
W75 FEREIRX 30g. 75 FEREMRX 202> I BRI , BE R B 2, L, 2- —HE K2
$i8g (0. LB FE Ve LIS AETIC R JI 47Nk i N VA ok 50 DM ) VR A5 1 v, ik
PET 197N o BB , B A OG5 B, P AR R T AR, TR bk A [ 3 A5 1 3 N S SR A A K s
W HERENR R A0 FAb, IS A S, Bt R 4 o 40 FEM N IR, 05 FERERX - C1
B it o X5 19/NES 5 1) I B EATHPLC o3 # 5 45 SR o 05 BRI R X - C1 (98.0 %)  SHUARW
0.3%) »

[0251] AR NI SE R G, 7E73°C 2 60°C T i LN IE i 240g Bl EAS) A
GERE , I 2/NIE A JIRN25°C L B dE T 2/ AT A DY R R X - CLBEAT BV N T
RS A: 1M IERE: 1,2- —H B O 160g (2 BT E %) #IEIiE B3k 28 5, H
1EPEE80g (15 f £5) W I B Pe 21k o W43 B (1) 45 f 7260 °C N AT & T 48, 1580 T
80. 6gff) 5 FERAMRX-C1 (% :93. 1% LCTHI AL :98.0%) o« A 73 HY ' H-NMRA 9 5 45 5 o
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[0252]  'H-NMR (4OOMHZ\CDC13) :67.49 (s+2H) .8.39.8.42(d.J=0.03Hz,2H) .8.64 (s.2H) .
8.78.8.81(d.J=0.03Hz,2H) .8.87.8.88(d,J=0.01Hz,2H)

[0253]  FESLJtaf51- 19, BN 1 38 ik 78 M A 5 S P DM 25 8 HH 3 N 7 SR s B X P DMEVA VA
T BEFEA R, AT VR P S AR 7= A2 1, B 0% 22 4 H sy RO b il it 0% SR R X -C 1o
[0254]  [SEjitifsl1-2] 75 HERERRX - PGEE) & ik

[0255]  [1£32]

)0 0
clo,S FFR F so,cl opmar °7.5° E FR F & '<-d_

& -O CyroTy  _wwerpoee T -Q CroLh °
[0256] b Sk Ho—( - PGEE
2 0,ClI %

(o

O, 5B
-5-0°C _’O} d o* b _<-o\_

% A X-Cl % {748 X-PGEE
[0257]  FEZHE N AES00mL DY FB R A I 75 ZERE IR X -C1 60. 0g JG7/KPGEE 180g (35
B AR -3C ARG, E-3CTE-0.6°C K 45520 ADMAP 29.0g (3.9eq) - /K
NMP 128.6g (2. 1/FifEf%) JE/KPGEE 51.4g (0.9 &%) KBS VAR ARG E-1.7CE-1.1
"C R i 37N ADMAP (4.8g.0.6eq) JC/KNMP 21.4g (0.4 )5 &%) .S /KPGEE 8.6g (0.1
A (VR A VBT, AE-4.8°C R EE T 21/ o X 21 /NI 5 1 S S VRGEAT HPLC A3 A, 45 5
N5 FEREERX -PGEE (96.2%) 3HURY (3.3%) JER+H[A11A (0.02%) - 2R J5 » B S MR
UE, FV FRNACHIBETR L BR120g (2R Af) K IEBUE B2k 415 2 I8 HR 215.5°C,
TN H 24 CHIBE IR £, l5360g (6 Fi 2 f%) HHi k. fE5°C 2 8°C N AR EH|5CHY 15k
B % @A KB R600g (L0JRELRS) , E5°C R 4RS2100 Bhiii Pk a5 B30 Bl KK ERR 255,
BT, FRAESC 25,5 C AR F2I5°CI 1551 & % S A K 600 (10 EARS)
TESCN YRS 107 Bl 1t Ja , i B 7 B KK ZBR 25 5 PR AHE , 7E5°C T AR #125°CHY
155 5 % SAL A K B 300g (5T EA%) , 7E5°C R4k £ 1040 4t bE )5 , 50 B 70 &b KK 2%
G, N BBk 270g (4.5 &%)  E95mmMi 1L e >} P 3 78 FIBS R 2 1 - — 5 7R JE Ik
=2:1 (FIELL) MIERT720g (12T &) IR (silica gel) 60N 240g (4B EAS) »
W TG VARG e L e e, HET T R L 2 LA B R 20l . — R TN R M 1880g (31
A T UE B RS BRI BE RS BRI R AE 25 C R R e 4 2l462g (7. TERS)
IINEEER 2. T8 (82g1. 3RFEAS) , ¥ B P71 25408 OFTERT) N ZIEHA ERN3°C, 14 H
PEIBAE3 CESC T PN LN S B (15008 25 R &%) J5 , 1E3°C T HikE 1 23/ Nt .
W\ 75 LR X - PGEEMT H )& » W% ¥ Wi AE 25 °C ol ¥k 4 £11900g (152 A%) » I T 55N
(1200g~20 i & A5) o FR- ORI AE25°C R 46 £11900g (155 &%) , A T 7 A EE1200g
QOFTEAE) oW BT AL I8, R U FH — 5 N 2K 120g (2 BT EA%) TR BE2IK R A5 2 1) 45 dn
7£25°C \5hPa I il & )& 1 27N}, 7£40°C \5hPa T el 155 /N, 75 21 772 2g 1 5 HEfe R
X-PGEE (Jx % :94. 2% LCIHIF:99.4%) o L F 775 H ' H-NMRFILC/MS 4 Wl 2 &5
[0258]  'H-NMR (400MHzCDC1,) :80.92-0.97 (m\12H) \1.34F11.40 (—%d.J=6.5Hz, 12H) .
3,32-3,52 (m.16H) .4.80-4.87 (m.4H) .7.37 (s.2H) .8.22 (d.J=8.5Hz, 2H) .8.45 (s, 2H) .
8.61(d,J=8.5Hz,2H) .8.69 (s, 2H)
[0259]  LC/MS (ESI")m/z:1264 [M+NH,]"
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[0260]  [sjstifs)2]

[0261]  FEZUSSRE F7ED7 HEREERX-CL 200mgHh I\ TG /KPGEE600mg (3 )i i) , 7£-10°C
DI 23155 B ADMAP 113mg (4.5eq) < Fo/KNMP500mg (2. 53 &) \PGEE 200mg (17 &
195) IROIEE VAL, R T 237NN < B, 2628 T AR 0 S SIS 1) S 20580 — 823 S L RE
FHHPLC 34T 6

[0262]  [5jstis]3]

(02631 & T A5 BAEA9AMPLLSb , SR 5 S M 12 70 RE AR 1F S T 95 SERRIRX - POEEIK) 45 P
FIR FIHPLCII 43T

[0264]  [LLHl1]

[0265] 75U T 1855 SR IRX-C1 200mgH10°C T Jil 5534 AT /K S 1. 66g (8.3
JREAL) ToAKEIE720mg (3. 6 ST &A% , Pk 34> 84 A JC/KPGEE 260mg (1. 3/ &A%) J5 , T
R E125°C B T 23 /N I, 75 Fe st B NI ] 6 6 A1 — 23 S YELRE ,
HPLCA3HT o

[0266]  [LLfsI2]

(02671 7EZVARE R AE S SERERX -C1 200mg P 7E-10°C F AN TR i 1. 66¢ (8.3 )5 &t
%) o fE-10°C N I 14 B A TG /KL NE 720mg (3. 6 BT & A%) , Pl 373 B4 A\ JC /K PGEE
260mg (1. 3FREAL) , BEbE T 23N oI , 752 i S SN 18] (91 22000 — 354 SR REW
FE , FHHPLCAM T

[0268]  [LL#fl3]

[0269]  7EUSRIE N ED BB ERX -C1 200mgH 7 - 10°C R i 243 i A\ JC 7K IHE g 720mg
(3. 6 JTREEE) , il 35 6 A JE/KPGEE 260ms (1. 3R B T 23/t Bt , i
AR I ISR ] 0 2208 — 43 S SEBHURE | FIHPLCA AT

[0270]  [EE#5f5)4]

[0271]  FEZUSAIE FE R BBEERX-C1 200mgH 7E - 10°C N 3B 243 B N TC /K IEBE 720mg
(3.6 RA%) , Jilt 343403 AT KPGEE 800mg (45TREAS) , B 1 23/MiF o LI, 2E e T 2%
{1 SRS T RIS 056 3543 S AR EURE  FHPLC A 7«

[0272]  [Lh4415]

[0273]  FERTUE T 7E 7 HERBIRX-C1 200mg i 7E - 10°C R Jid 143 8 N JE /KL BE 200mg
(UFCREAR) D350 038\ TG KPGEE. 260mg (1. 3FCEAR)  BEPE T 23 MY LT 25 i
{1 SRS LR3I 0568 343 S AR EURE  FHPLC A 7«

[0274]  [LL#f5l6]

[0275] 7RSI N 7EDT SEBEERX -C1 200mgH I AT /KPGEE 800mg (45 & A) , 7£-10°C
BN L3 BT T00mg (3. 58 45) B4 T 4/ B 7Lt S e T
FRIBS I — 353 S SR FHPLCA T

[0276]  [LbAc4I7]

(0277 #ERAURIE F 2655 BEBHFRX -C1 200mgr I TEAKPGEE 800mg (4% Befi) , £20°C F
Tt 193 603 AT A M T00mg (43 6ea) , BEHE T 23/ JEIN , 7E s iR 400 R B T
05— F 43 S SLHURE , FHHPLC 3 -

[0278]  [Lh 48]
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[0279]  FEZ S T AE T EBEERX-C1 10g IIATJE/KPGEE 30g (3JlEAfT) , /E1CH4.5
“C R JJii 178§ ADMAP 5.63g (4.5eq) « JG/KPGEE35g (3.5 i &%) MR A VAW, 1£4.5°C R
THFE 7 257N o B, 7 2 Hic 8 s SR (8] R B 20056 — 38 40 I B2 VCHCRE , FHHPLC 3t
[0280]  [Lk#:4519]

[0281]  fER SR FETF FAEFRX-C1 200mgH I TS /KPGEE 600mg (35 &%) , 7E-10°C
NI 15 89 ADMAP 113mg (4.5eq) ~ JG/KPGEE700mg (3.5 5 &%) HIVE A VT, ik 142
ZINIF o RS, 75 3 AR R s IR 8] P B 2200565 — 38 49 S B Y EURE , FHHPLC 34T

[0282] [tk #f110]

[0283]  FEZSUH N TC/KPGEE 84g (8.4 i &%) Y& ENF4°C . #E4°C T NN T F iR X -
CL 2g, HitFES 81, IIANA8 T % FAMANKIEWRO0. 68g, i +F 1508 7E2°C E4°C T ¥ 1%
BAERESIE , INNA8 5T & %6 F AL AN/KIE IR0 . 34g, b 42/ o B, ZE R Hid 2
NS ) PR B 20505 — 3843 SN VRBURE , FHHPLCA: M7 o SR IS AT At i, W i B FH 7K 20
(2 BRAR) T VE2UR - H 13 BUA 45 5 1E25°C 5hPa TSR TR 7/NiE, 7551 7 0. 7811 35 KL R
X-PGEE (W% :6% LCHI#4:87.5%) «

[0284] g sizjitifsi2~3FNLL B 1 ~ 10010 &5 Fon T3R3 .

[0285] [%3]

: T 5 288 X-Cl 8§ Wi Fiidh [%]
R . y-3:10 00 At
©Cl B & ) (18] F AR R .
R E4E [eq] [REAZ X-PGEE Rk
2 59 41 0
edEH 1 | 025 4 55 45 0
CHCl: [8.3] 23 29 71 0
Py [3.6] *1 e 2 22 23 52
Ped A 2 PCEE |13 4 50 49 1
23 48 52 0
Hodk A 3 L (L &l s
23 71 29 0
-10 Py [3.6] *1 q = % :
Hedi A 4 PGEE [4] 5 & 5 T
Hedi A 5 Py [1] *2 PGEE [1.3] - 34 3 i
HAEA) 6 4 61 38 1
PGEE [4] Py [43.6 eq] *3 . 4 82 18 0
B 7 . 3 77 22 0
s | s e
PGEE [3] DMAP [4.5] |PGEE [3.5] : :
wgH9 | -10 == 4 = =
42 55 4 39
4 94 5 0
Tk 2 DMAP [4.5] 6 93 5 0
) NMP [2.5] 23 94 5 0
ais PGEE [ PGEE [1] [ 4 92 4 3
LA 3 4MP [4.5] 6 94 4 1
23 95 5 0
48 wt%
P 10 | 2-4 PGEE [8] NaOH A& . 42 32 35 14
[4.4]

[0287]  x LELAMI1~4, PyI3. 6 i & 5 IR N , #124F45eq

[0288] 2tk A5, Py A1t &A% AR 7, A2 T 12eq

[0289]  * 3LLA 6 ~T7 , Pyf143. 6eq FIIEFIZR N, 24 T3 . 5 i &%

[0290]  [LbEfl2-1~2-4]

[0291] B 1Kt R A Btk &4 LA AL SR -5 S 45 2[R BE R AR G Rk 1 05 21
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FRX -PGEE o WL , 75 2 FR 1C 211 S SIS T] PR B 2], 56— 3809 S B i3 A7 HURE 5 SR FHHPLC /3 A7 o
[0292] KL #efl2-1~2-4155 o T R4 A, AERAF W — o H S 5] 2 F1 3 1) 25
R

[0293] [F&4]

EETY | i A EHF (%]
= BE X-Cl #9E R_AI B ] A
IR & e | sk | |
VK41 feal VR $481 X-PGEE | = o
A 2 DMAP [45] 23 94 5 0
R#A 3 4MP [4.5] 23 95 5 0
[0294]
6 84 14 2
Yok 4 2-1 NMI[45] |
10 | PGEE [3] T,&'f PEZI-;SII 23 85 15 0
Yedk 4] 2-2 EGN [4.5] 23 53 20 16
Yedk Al 2-3 Py [4.5] 22 1 7 20
Yol 24 NEM [4.5] 2 0 6 54

[0295]  [SEjitifs14.5]

[0296] B 1K) 4 FH &4 R 5F s & LA, R H S sE il 2[R A T B E & i 17 05
FEEFRX -PGEE o L , 7.3 AR 0 3 0 S IS T F B 20 %k — 358 43 S S EBURE: , SR FFHPLC 40 #7
[0297] ¥ sijtifsl4 ~50) 4 R T3R5 A , ERS , th—FFid 2 7 St fp|2f) 25 1R .
[0298] [%5]

AT i A @A %]
B B X-Cl 85 R B ] ™
[°C] #) &, B [IEE] | sk =R .
[ 4% leql & E4] X-PGEE Ik
4 93 6 0
34 4 DMAP [4.6]
[0299] 23 93 6 0
M 12 4 94 5 0
k4 2 -10 | PGEE [3] | DMAP[45] | 0 \on I.ll
23 94 5 0
4 93 5 0
Sk 5 DMAP [4.4]
23 93 6 0

[0300]  [sEjifsl6~13]

[0301] B 1Rt 5 B IR BE A 5% A 4 A A/ B9 ¥ 774 S0 1R R A1 A2 R 6 v Pl oas 118 2% A1 A
G o K P55 St B 2 [FIAE R B 5 7 1 97 B R X - PGEE o BGIN , £ 28 Hh A0 48 14 Jse INE N (8] ) IS
ZI0F —#873 [S SLBUURE » K FIHPLC 3 # o

[0302] g St )6~ 130 45 R T-R6mh A, fE3R6 T, th— I 08 1 SLhti 20 45

27



W AR

H

CN 113748103 A 23/26 T
[0303] [F%6]
AT AR by g LC @R [%]
EAE B X-Cl #9E 5L B 7] B
[°C] # , 2| [hE] | FASE AR -
i EA4Z] [eq] |4 X-PGEE | ° K
6 92 5 2
F#H] 6 20
23 94 5 0
6 93 5 0
FHA 2 -10
23 94 5 0
6 93 6 0
L£HkH 7 0
] 23 92 6 0
Ll
Sk 5 L 4 93 5 0
[0304] 23 91 7 0
4 92 6 0
FHH 9 10 DMAP [4.5]
23 88 10 0
4 92 6 0
F#kH 10 | 15
23 85 14 0
6 95 4 0
S3E4) 11 -10
23 95 4 0
6 96 3 0
F#kA 12 0 | PGEE [4] MeCN [3.5]
23 9 4 0
6 94 5 0
LH#kH 13 10
23 90 10 0
[0305]  [sjiffsl14~40]
[0306] Bk 1K 57 RS8R TrR BT 7 1) 2548 CA A, 2R FH -5 S it 491) 2 [R) 5 F) 8 A

S 1 35 ST - PEER) £ ORISR FRHPLCAY 5B 45

T S B2 45 5 .

[0307]

[0308]

ANT R HA L ERTHE—IF

(7]
o g | AT HEARGEN WAisk FGR (%]
BR B ] s
Il /ﬁxﬁs - = [ %m =EREH |+
| I leq] R E43] X-PGEE - B
= 6 93 5 2
EH#H 14 PGEE [6] L E s :
-10 3 DMAP [4.5] | NMP [3.5] 6 95 4 0
kA 15 PGEE [5.5] - el 4 L
PGEE [5] S ¥ 4 5
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Z#&H) 16 23 95 4 0
%44 17 PGEE [4.5] 263 g: : 3
E#k4 18 PGEE [4] ;'3 3: : 3
FHhH 19 PGEE [3.5] 22 g: 2 g
gakH 20 163 zi 2 :;
% 2 PGEE [3 vorem w551
k4 21 ; 3 : ;
w2 PGEE 1 P S N I S N
F34 23 PGEE [5] 163 gg 2 llJ
FHhy| 24 PGEE [5] 163 3: i 3
Ra#M 25 PGEE [4] - = 1 0
£#H| 26 PGEE [3.5] ;; 3: : 3
2 27 PGEE [3] MeCN [3.5] 263 g: g g
[0309] b 28 PGEE [2.5] 263 33 2 g
ki 29 MeCN [0 O Y N
x4 0 PR I T T
R4 31 MeCN [3] PGEE [4] |— = N :
il PGEE [3] h;c((l?E[?ﬁ] 263 32 : 3
——— MeCN [2.5] 4 93 6 0
PGEE [1] 23 93 6 0
FH#hb| 34 PGEE [3] :3 32 ; g
FakH 35 PGEE [4] THF [3.5] 263 32 : 3
F3#HH) 36 263 g: : lll
xakbl 37 :?I«F‘fl:ﬂﬂ 243 gi : z
4] 38 PGEE [3] '}TEEE”;]' 143 3; ; ulJ
xakb| 39 Ili":lll;[-!ﬁlsll 243 g; ; lll
50 1 P - —
[0310]  [SEjtafs41-1] 75 FEMERRX -CL - 20 A
[0311] 4% & [E bR A FF552009/096352 5 10 8k 1) 771, & B N R X O5 B PRX -2, 2R 5 , % 1R

TP IR, AT B S OF HEARIRX-C1-2) .

[0312]

[1k33]
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H03$ SOCl; CIOZS
DMF (0.1 eq)
CF3 DEGDEE
[0313] 75°%
HO;,S cmzs
KA X-2 % KERE X-Cl1-2

[0314]  ZERSSRE T 40°C T, % T1822. 4g 75 FE AR X - 294 fi# T-DEGDEE20 . 2g (0. 9 Jiii &

£5) B  AE500mLPY B H A A Bt 5033 . 8g (1. 5l &%) DMF 0.32g (0.1eq) , fE75

CR#FE T 1N VRSV W I 3073 B0 N, 445 403 ¥ U =1 FHDEGDEE 11.37g (0.5

JRELAS) 96, fE75C R BFE T 4/NET o BRi , (T B 2 OS5, P2 AR R M AR, (R TR

BB ERIE NS EEACBAKIE T, IR RIMBETS. 7340, I, A 25 5, B b i R 4F . 534, 78

NI, 77 FERE TR X -C1- 28T th o X 37N S5 1 S N 3E AT HPLC A3, 45 SR R 5 FE R R X - C1 -

2(98.0%) 1HUAH (0.3%) -

[0315] BN RN R 22 45 5, ¥ 1F Bkt 224g (3R EAS) AE73°CE60°C T il /NS N o 7
SR T, PINT LN A Z13)25°C L PRk 1 10/NI o 38 ok By HA ) 5% e R X - C1 - 23347 &

EL/;?E,}EHIE%IEM.Sg (2 BT &A% W I HUDIE B 3IR o RHAF B 45 & 7£50 °C R 47 Jab &+

B, 433 120, 5gfr) 75 HEREERX - C1-2 (i %8 : 85% \LCTHI#H: 98. 4%  LHUA0.2%) -

[0316]  [SLjitifsl41-2] 75 FEAE R X - PGEE - 21 & ik

[0317]  [{£34]

ClO,S F F o— _s* E F

DMAP 0"

) OQCF;, NMP, PGEE () o%}ca
o Jafirveur—y

[0318] Ho(\— PGEE

CIOZS .5-0°C _/0—>_0,S.-o

F A s X-Cl-2 X 58 X-PGEE-2

[0319]  7EZSH N AE100mLPY B N2 . 5g 75 FEME R X -C1 -2, JE/KPGEE 15g (65
B ,AHRN2C A G, KDMAP 1.2g(2.3eq) JC/KNMP 6.3g (2.5 & 1%) - TL/KPGEE
2.5g (LRER) MIRABTRIE2CETC R IR 11BN, 7E2°C FHiHE 137N o X 37N
J&i B S N 34T HPLC A A , &5 SR A 9% B 2 X - PGEE -2 (93.8 %) < 1HUR W (2.0%) < 7K}
(0%) ARJG, IINA B4 CHIEERE 2. 1523g (9. 2 EA%) , 1Pk AESCEST T, KA HF5
CHIIMEEFR12.53gl AN, fE5°C T 4R S8 HE 107 B 5 58 B 570 B /K IZBR 25 J5 BRI, 7
RAESC BT C AR EE5CH 1551 & % RAFKIE W12 . 5g GTERT) , 7E5C N4k L
FELOZr B S iR B2 Bl K ZBR 25 5 B HE , E5°C T AR #1215 C 1) 155 & % F A4k
K12, 6g BJRESRS) , £S5 C AL FE L0 B EEE 150 8 K ZEBR £, AR
PIERELL . 25g (4.5l &%)  FE40mmA (L ~F R IE 78 FEE IR O : — RN ARt =21 (i &
) (R 30g (12 & A%) 2700 M REIR60N10g (4 R B 4%) , 20 T I I vt 6 o it
Jei > BET R LG 2 : 1 BE IR T8 - — SR TN S WR VA AT . 5g (19l A 1L 38 , i JE 2% _H ke
et AR B A AT 25 °C PRI GE 27 Tg QIR AS) W HEIL T N 7 B (25g 10
JREAS) I N ERHBICIE, ELC T Hd: 17 2/00 AR E AT kv K B —
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B2 . 5g (1R TE VL2 15 B0 45 S 7525 °C R UK B 25 T3/, 15 3 173 . 4gf 55
BT X -PGEE-2 (W2 : 78.9% LCTI A7 :98.0%)  LHUALH (0.4%) . LA R 7 B 'H-NMRFILC/
MSHJ W 72 45 2R

[0320]  'H-NMR (400MHzCDC1,) :80.88-0.96 (n\6H) +1.31.1.33.1.38.1.40 (% s.6H) .3,
23-3,51 (m.8H) +4.74-4.90 (m.2H) .7.24 (d,J=1.2Hz,1H) .8.20(d.J=9.0.1.8Hz, 1H) .
8.43 (s, 1H) .8.55(d,J=9.0Hz,1H) .8.67 (d,J=1.8Hz, 1H)

[0321]  LC/MS (EST)m/z 693.1043 [M+H]"
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