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} {
. RES {3
. 4 I\ N I\ 3-',3
Fth g b gay b
[ X 1 A
cB R * “:
wi\i \\%1;? £ B O\, _,.‘R‘.* _: 1"‘ R
N SRR o
< AN I e g\ i ‘{i /‘\.-‘.,' {‘5 x,_:;.x 2 g - \ 3& ﬁBRt RR Hf ::;:1" \
H g‘ g R 11
8 X s 03 a \i:_
TV o VA pr oA i
i
[0073] B f § I R

.. \
& 33 }A *= 3
L RN 2..,>." hx
X $VI-a)y X i B ¥
ovIn Ic ‘\'n\T
B B
HOw gt . BN
k LRE . = w:m LBt
EO AN SR SN Y o RHRT RUFHEY e R oy
i 1 L i
gh L% xh, ® B ¥
i X ey %7 G o

[0074] M ZS

(00751 AT Mo frde 21 R 1) 4 A

[0076] B ik BIBRACEE & 1k (BRALAE )

[0077]  C:¥RfbAEH]

[0078]  D:Af#f FL /R 1515 K54 A5 (Buchwa ld—Hartwig) AR (CHWiE X =)

[0079] E: EﬁﬁiﬂﬁﬁEﬁLr(%RmHﬁﬂ“)

[0080] IR BN H AL CHROEHRT)

[0081] T L/LJJEZIK STk L RN BRAR R G BBk I AT 7, AR B IR AR B R AT AE P & |
f@ﬁ%ﬂ%uiﬁfﬁi‘ R BRAT AR (s B8 BRA) o T LA T 75 38 A 119 s 92— 1 9 771) (437 2
1%, KB EE ) oh AE A (BT , AE60°C Ik e B VR A, 35 245 16 /N ) R, i
LR (WG, SR B K ) A B BTk I A B ek & B M 34T Frid F 4k

[0082]  w] & ARk , ] LA b 4 i Ak R AR BC R e A EL AT Ak 2% 2 (T T-b) B A S R T4 A il
%L BN R (3) P B R (TT-a) [ (a4 A4 (L RO A (M5 BBF) o 7T LA
T IR i A A S N~ T v 70 (1 145, DMSO) Hh  7E — Rl A OB (B fndg , 3tz —
fi& FNa2COs ) 4 VB & W) AN B R AL 77 (B AR, Cul ) A2 AE T AE#RGEAF (W a5, /E110°C R fm#k
JRSETE B ) BB RONE 56 B BN a2 /NP ) R, & A b 28 B AT A 220 (TT-b) [ ik
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WA VDR AT P A 15K

[0083] A LA AN G5 O AN R B AC R e, AR AT A il 4 LA B OS2 7 % (3) ) AR
B T A= (S BE A2 3R B) o A LAIE G £E — ol s Bz 1A 9 700 (ol A, DY SRk g B L, 4— @ e
L) AEIGRAE (IS, 7550 °C TR N R BRIV A, B AnFF 8250381 T, F— R AL 7
(BIAg , FRACEEEL2 , 4- X0 - (4-F 00 R ) -1, 3- A2, 4- W 43R T b2, 4- B
1 55 B85 (Lawesson’ s reagent),CAS19172-47-5]) 4b 38 Fr ik Bk e ok & B AT BiF ik
AL,

[0084]  AJ LLIBEAE A U L AN AR T, WA 2 X (VITD I 8- AT AR A B A
A VID I AL S P4 DA OB 7 28 (3) H I B RE AT AR 0 O B8 3R C) o AT DA id I
FE—FhAg (BT B B —FPB VR A GRUT BE A /N N- S R 2 4O ZAE T AE—Ff
P TR (B g, YRR SR ) F1  7E-80°C 22100 °C AL ~15°C %225 °C R Fr&230 43 %F
F 100/ HRIE LN 22 24/, FH A 405220 (VID) B G S ) A0 22 B ik B-2d BBk &
H AT BRI

[0085]  mJ LA 388 1F AN 404 0 S0P A1 A L 7R -0 R A BUARICRE /77, M LA 12220 (1V-h)
A(VI-b) I FH R H R A B4 il 46 DA BT 22 (3) R oA A 22 20 (TV-a) 1 (VI-a) (1) HoAth
)4 A 40 OROBEAZBRD) o ] DL IS Ik A5 —F il A 16 S B~ PRV 70 (61 55, 20 ) B TR v
FIVRA Y (B, 501, 2- AL L e/ 7K/ B8 ) AR — Fd & Bk (51 g, K PR
K3P04BL Cs2C03) P-4 A AL (B, [1, 17 - R0 (RS ) — ik - — &4 (11)
[CAST2287-26-4 18 - A ( A %) — L BREE[DAPCy , CAS628339-96-8 1) HIAF1E T 7
IGEAF (B FE R AR ST T 5 4E80 °C T INFA S L VR A W 481 S 4 482 20 /N B3 A1 7E 130°C
INF R BRSP4 10min) T, ATEA 22 (V) B R A P ab 2 B A 42 K (TV-
b) F(VI-b) [y [ 4 &9 K 34T Ik A8 Bk .

[0086] A LA A A A5 0 Jon 7 il 38 U ) 3 SRR 17, MR A 2 a0 (TV=c) AT (VI ) [
FH R A E) Ak A il 24 DA B OB 7 28 (3) H B4k 2 A (TV-a) FT(VI-a) i HAR 1 ) 465 4
(HRO=H) (S M IRE ) o AT DLBEAE A< 478 2 S0 0 P AL SALFE 74 B M 3 AT BT 3 ik it 491
w1, AT PAZE VAR R I ELAE — Rl S i AL 70 (B 5, 4R S B R W f AR S ) A7 AE T, il
PP L J B2 ) AT B i il Ji o3& VA SR 9t 7K Be B (o4, R B L LB ) I (43
W, LR BREE) N T Hemi BRI i S B TR 22, 81 e VR A Pl B AN/ B30 77 AT DL &
BRI o AT LAIE I A 12 S BLVE AP P s I AL R B (B g, ey 55 ) SRFRL I s B2 A R I
REFE R B ANA BRI RS Be A it — P E A

[0087] 18 AT DA ARG AR 40U 0 RN STk PIradk 1K) 03 85 v (Strecker ) Y ke il 46
AR (VI (VITT-a) « (VITI-b) BL A (VITT-c) AL &4, b Ja AT S AR AL
S

[o088]  SEIGFE4

[0089] B A1k2Ea0 (1X-a) . (IX-b) LA Bz (IX—c) [ P (A 404 i o v DL AR AE L R OB
Z2(4) 7R H R RO A SRR 1l 2% o
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[0090]

[0091]  Je MiJ5 %84

[0092] GG ALAEH]

[0093]  H:& 4k 1EH]

[0094]  T.=% HHILEH

[0095]  J.id8JE Ak HH

[0096]  K.:¥F4kfEH]

[0097] W] DAIBEAE AR SR A AR 7, MR A 2720 (X—a) L (X=-b) ¥ B 4k & P il 4%
DL b SR 22 (4) th BT A2 K (TX—a) B (TX=b) (19 ) A0S 1) OORE A2 358G ) o AT DA I 76 9
T (B , — 2 B = R ACER (DAST) ) AFAE T JFEIE A B S RLAE PR 7 (B g, —5-F
i) b 2R B k25 5 (X-a) FT(X=b) [ T4k B 40 2k 3047 Frid 3 A o 7638 A 193 JE (140
C) N, FREESE IR N 58 BT 75 ZEIR (] (1 20 22 409389 BihlE S SR 4 o

[0098] A DA AR 45k O A i) SRR e LA b 27 20 (X—a) B HR AL S P il 24 DA
REJ7 % (4) R B A 3 (TX-o) B R b &4 O READERH) o P DA 7R — PP (il 5, it
WE ) AFAE T AE— Bl R PR 77 (B g, —SUF e) o H— i & 19 sk 5 (B an g,
Bt S0 b B2 A A2 2K (X—a) [ A S PR #EAT P B 40 o 7238 & IR JE (B a00°C ) T
TR SR ST R N 58 T 7 LRI ) (13130 226043 ) P+ S RIVE A4

[0099] AT DAGBEAG A ek 0 N i) = 8 A AL R 1, MR A 22 20 (XD 1 R (R AL A P il 26 DA
FR BT & (4) R EA R X-a) R A & O BLPIRT) o ] DLIB 7R A Y T 4
(TBAF )AL AEIE A 1 R RL— T PR 77 (1 5, DY S0k g ) i FH = 38 B R A7) (e g
(ZF ) = Bk ) ab 78 H A A 2728 (XT) 19 vh (A A& Sk 330 AT e S 4k, o 7838 5 1L
FECHIan =36 T, FR 2SI B 58 BT 75 BER I [] (I an PR AN /INIE ) Pt e B2V 540

[0100]  mJ DAGBEAG A 0k 0 AN T SR AR 7 AT b2 X (XTD) B9 v R Ak &40 il 28 DA B s i
Tr &) BEA X)W A S OB IR T ) o AT DU AT B () OB~ 19 77

12
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(g, YRR ) o G IR (B antg, — = T A an) b3 B A4k 2 X (XD I )4
B BAT TR AL A E A RS (RN -T8 C R E IR ) T, Fra Sl R B 56 BT 75 22
(RIS (6] (AP A 7N ) SRR S MLV A0

[0101]  AJ DA AR 453k 0 i WD SR AR 7, MR AT 46 22 3 (XT 1) [ R () 46 & 4 il 24 DA
T 2R (4) B s XD ) T A S 4 OB 3RKD o AT DL @ Ik A8 — P (41 214
NaOH) AZ7E T FEIE A 10 TRV SR A4 (B ang, KR 4- R KE B K AN THR ) /1 5 H
HA 2R VID &2 (Bl g, & 2B R 43 B 10 2820 (XD 1 v e 4k &40k
AT Bk Ak o Tl ik AR i — Fiod A 59 (B 50048, NaOH) , #4 Jse B2 TR & W01 pH 7 2238 A1) pH
B (B4, 10-11) o A3 & IR (B RN0°C E25°C) N, 48 82 SE IR s S 58 F T 7 52 fy Ik i) (497
W ZA/NE) ol 5 BLVR A4 - B e mT DA I 75 38 A 1 s 8~ PRV 77 (491 A » 2. S5 BDMIF )
I — F0&E A T (9 0144, K2C03 Cs2C03 N, N——- S TR JE 7, R B NaHC O3 ) Sk A% Bl 3R 18- 4
BRI, ARAL R (A A (XT) o FEIGRAF (B MG, FERRBEFRST T , 7525 °C 2280 °C M H S b
TR A2 22 247N B 91 17E 140 °C T 4 S SETR S0 N #1528 30 73 B ) S HE % S BLTR &
Mo AR ] DLAET B = T 7EE & 1 OS5 TR 7 (B 2045, £ G BOMF ) L 7B & i (LY
M40 CEL10°C) N ER 50124 F A8/ NI 1 — B () BEAT X P AL,

[0102]  SEEGFEF5

[0103] e ] LA ARG A 45tdek O 0 503 58 bt 7% 77 B A 4 27 28 (TX—c ) 1 TR A 40
2 HA WX A (XIV) B R OO ERL) o AT DL IS 72— Pl A 103 5 (
28 AR IE A TR (U R A IR E80°C ) T AR S T N 58 4 T 7 K N 1) (44
12 16/ ) FH—Fiod & 5 80l 0 (B g, Sk B i 15) b 2 B 4k 7 X (IX-c) [ v
B AR SR BEAT BT 3k e Ak o AR 4 S L S5 AT R s B2 5 3 i A i A — Bl AS [ B 491 i B k22
(XITT)F(XIV) R A SR A4 .

cl
O~ L-CF; A:

3 L
[0104] )i R — A

4 O
O N , X\ W
H T
(IX-¢) XI\X{, X (XTI

[0105]  JZ Ry %5

[0106] 2520 &)

[0107] A BICHRGE 1 T HP B 7 K B-2 WA R b2 A s M PR A 54, %
PR A IR JR UG BT (AD) VR BE A 01T 828 R LI S AR R B IR SR A A R
R B A 500 < AR SR I SR A L DA R 5 BT R A A SR K i e T iR L 5 B 2
JrA R — MR 2K (D AL S WIBL S 2557 1 T 52 (1 AR B RE 511 o

[0108]  EHRVETERC> AT LA B2 T B AL LA A S IR AR 2B E R L, A
KN BE— R T — G AW 2T S WS — PR A KA &4 DA Je—
Pl e B n] 352 B A UM RE71  122 380 M BRSP4 5 W ) HLA e 7 A AR 0 R L B
KUt A “FIESZ )7 IF B T HEsz 3 e o i

(01091 mJ A3 e i 24 Q54 BT 38N (1R AR AR D 4k R 1) AR i W I 25 WD AL 540 o R Tl 3B
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FERTE R — MBI A R E B B AR SV (TS TR ) 5 — P2 5 Bl sz i i (R
a2 T P A BB PR 20 % 8UE P BRI 2 PR 20 A& £ — M AR A « S AN A3
XA T IEES T 2545 T, IR & LB B 4T BURERS T
WL RN B I5 55 R HR B4 B L8 R e R ) S I B — R o o, A i 5 4k T 1
R AR (1) 4 v 7 10 R A ) 790 A8 G VRS Y W 2 Tt ) R 80 B 490 T AT AR
FEARTH FHZ A T, BI04 K RS TS S 2855 s BB 700 ) S LR B 8 L DA S A 7RI
TEOUT R AR AA , 51 e Ky R 2 e T 7RG A 700 B R4 o BB T R e
BT O, BTl e AR EAA IR O IR A7 72, A8 TS 00 2 SRR F I A4 25 W Ak o 6
T B A AW 2R AR I 5 R 2 D RE A MR B T K, B T DA HE LAt i 4 1 ke
H BV A o A1 m] DA S 28 AT S VAL, FL P AR A B SR VA R R A VR B ER v TR R A
BEVE TR VR A o A ] LA 1] 28 PR S B VR 7EIX PR 00 T T AR FE 4 B VAR 8044 L Bl
FEE AEE S T ARG THRAAY Y, 80k AT % AR 2 13 1 8550 /808 & 1T A
RT3 L5 /N EE A8 38 A (A ART PR ST B N2 3 8 I RAS 2500 i SR 3 AT AT 3 2
(143 EAE A o s 7 m] AR R %) 5z R 25 7 A/ 3] LA BT il 48 By B A 59 31X
Lol AW Ee e LAASE 7 2, 9 i e i3 B UG 771 A iR (spo t—on) BRAE A B 4T
[0110] R TE-T-245 7 A &M — 8tk , U AR R 22 & Yole fil o B Ar 71 8L
QIAE U B 5 AUBSCR L SR A v s B, SR S AR R F RS A E N S — = 3 S U
AL, & A B H AT E LA S Il 5B A I 1 vy BV T AUR B TIUE & TS T
FR 3 o JE 2 B AT 7R S A8 ) (R 0 9R AR BSCE AR 90D W IR LR R AL i AT
EWNHEREIREW .. — RS E .. RGEBFES, LI 2578 (segregated
multiples).

[0111] GnAR U A B AR N T3 BT ST S B0 79 & R0 25 7 3 38 B T B A8 FH I oA fE
2D RS Y AT IR T B9 BARPIE BT YR T B E 1™ B 1 B R 3 I AR 8
AT L 1) R AR PR [ A B A IR O , LA B AT DU FHI HA 25470 - 6 4F , S SR Pl
A R H ST LA PTG 7 1 3233 16 SO, A/ BSR4 X AR R IR K 46 A 0 Ak T 1 = T 1)
PEAl R B ARG N

[0112]  #RIEL TR ZAYWH AV ERFEZEETA0.05% 299% kb iz &t
MO. 1% ET0% TR VEHFZ EE I M0.1% E50% KTHEERD UL I EEITAI% E
99.95% L H#% H S 11 AA30% 2299. 9%  SEAREHL#2 H & 11 50 %6 5299.9 % I — P24 2
TR BAE, A E B R T ZH AN S EE.

[0113]  AKRHINATA LLHT 2G4 T, 6l 0 R E BB 46 T BURH S T
MR B 55 R B A L B B R0 5 X ek S ik b 1 R4 5 .
AT B AR 5T BN S B D57 = A S AR Rk T BT A AR A AL 22 (D) 1)
BARA A AT 07 B EARPOIE AT 097 BRI B ™ VR L B AR R I R S AR
) 2R VR JE DA S i A B A4 £ BRI L » 3 (R A A& R A R I Al 254 o e A B SR BT il A 3
H &= 7] DUARHE iy (19 52 6035 1 s M2/ BRORR 3 0 4% R B I A6 & ) 4k T7 1 12 I ¢ 1P A7t >k
P AIRER G T

[0114]  ATLL 5 HAEM B G =4 — Pp — R i BoA 4 5 X (D AL S0 = 15 R4 o
1BIT BRI FLEN AN LA B HAR 25 TR ARk SR T AR — R = A AR K I
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XA AP AR & AT B, a0 e 5 A7/ T-0 . Img 2 £91000mg - [8] (35 PEAL 54 o AL
T 1) A BT T Img 2 £9500mg 2 (7] o BEAR 128 F B4 & A2 /T 1mg 22 47 300mg 2 [11] o £L
2 ARIE R BRA A E AN T Img 249 100mg 2 [7] o IS B A7 ) & 7] DA — R 45 Tk —ik, il
WI—RK 2.3 45806 K, (H 2 ALt BE R 1 BL2K , LR 0T T-70kg A TS 5 BFR L5 T 1 ek 77
HBAE0.001 E L) 15mg/ kg 5l AT IEF A o JLIE I FI &R EHRE T0.01 221 5mg/ kg3 ik
TARE I H IR AR 2 A EIREL H A, I HLAE— Sl ol , JFak 248 SR, 5 2
) A S Bt NPT AR A B 2 ) S SR KPR B T 2 R IR 25, B 48 R R B LA
(I35 P 5 IEFERZIEIT (AR B AR 8 AR | oA B A B BRI P 3 DA B AR £ 5 45 T ) s
7 HE e A 25 T I HAh 25 5 L 2852 Y6 9T IO AR 1 7 FE 1, AR AT B AR
N R TR 53 BRI o
[0115] 5| & m] PLJg — R — KB — R 2 X 5 — A 1mg 2 £1100mg [ F 715K 1mg
F £9300mg ) A 77, B — R AR — U S I B S oA 2 5 v R PR I 20— s ot e [
TR TSI P R 791 o B A V) R TS 8 2 T DA S ok 7 AR () pHAEL T YA A 1 B A ek Ll il (K] 32
5 P T % 1 R TS 1) PR T B3 e A A At O S P 3 A R T Bk 3R A
[0116]  GnARAIEH RN SO 211, 76— L84 Il T 1] B A 0 BT A I 83 [ 7 1 771 =
A, Ry B PR IR AR BOIR T I8 AR 45 A AR5 3 I NG Jen T S ART DA B2 ART B 46 o T L 3
B m&LILRTT .
[0117]  XJT- DA B4R R AW T7 75 A BRI &, AU AR N SO 33, T SN AL
HALA PR WL _E LRI B LAk A . T A AW 77 R s i) oAb Lk e &4
B AE DL R PR i PR s Ao o B AR ) S A 54
[0118]  SEEGHL S
[0119]  AEF3Crf, RiE “m.p.” BARIE AL, “aq.” BARAKER, “v.om.” BAB R BIE S,
“rot.EIEER, DIPEA BN N-T R R e, “DIPE” B4R — R A AERE, “THF =R IA
Wi, ‘DMF 48 H JEH @ER%, ‘DOM = ds A ke, “BtON” B 41, ‘EtOAc’ Mg LR 2
8, “AcON” G 2. 1%, “iPrOW” & 45 F A BE, “iPrNH” 248 S A %, ‘MeCN” 46 2. , “MeOH”
EIERE, “Pd(0Ac)” BIE WA (I1), “rac” BIBIMHHEN , ‘sat. EIEMIANY, <SFC
BB IG FmAR BV, CSFC-MS B M ilm S Ak i/ Btk i, “LC-MS” B R (i
R/ R, “GOMS” B AR AU (g / itk s , “HPLC” B G s OB (it v, “RP” B 48 [ A
“UPLC” B ¥ i SO A i v, “Re” AR AR AR TR (LA - Bhit) , “IM+H]” Bt &0 &
B R4 BT &, “DAST” B4R = F Ak — L& 0, “DNTMM = d54-(4,6- —F & H-1,3,5-=
W5 -2 ) —4—FF B R &AL 4, “HATU” B FR0- (T8 Z8 A JF =M — 1) -N NN N” - g 3
BN T FREE , “Xantphos” B R (9,9- T FL-9H-Mhmi—4 5 L) X[ . ZR3EME ], “TBAT &
PRV T A =R AR R, “TFA” B8 =R AR, “Et20” B8 48k, “DMSO” =4 —H I
B, “MeCN” B4R 201
[0120] X} T OQ B )44 & [F] — LS B AL A4, TR O R dE 0 A 2 (SR 7R ARFN/BES ) &
FH -5 2 044 L R AT bl B A FH O T 000 5 28 6 A B ) 3 A AR v eD (B Bl 1R —
15 ) B 2R 45 R o G TPk P O (R A0 A8 B R I AT A 72 R
[0121] AL rp )4 ) il %
[0122]  SZHAL
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[0123] )44 L fill 2% .

N/ ‘g

|
[0124] YOW)\Q
e]

Br
[0125] R EALEK(TV) (202mL,658mmo ] ) R N3 2— (3—JR-A L) —2-A -2 IR . By
[ (CAS62123-80-2) ,80g,329mmo 1 ] F1(S)—2—F J—2- 74 ke I heli i i (47 . 9g , 395mmo 1 ) £F 1F P&
$E(740mL) I FEFRR AP0 o E80 C T HZIR A W FE A/ S ZIR AR R =R, IF
Bk . & HikdE LR/ wEmBrIRAY, FHIEREME B AIESE, T8
(MgS04) , 3 P8I AL B2 IR 4 o I I PRI ATt i vk (RS s BER VR : IE R 452 /Et0AC100/0 8
50/50) i AL IR AR MU ER T Ay BB 4 o FF HLAE B3 TRk 4, L7 A (Al A1 (91g, 74 % 7
)
[0126]  SEJA2
[0127]  rp() 4420 il %

01281 Y L. :

[0129]  #£-40 C?,4%%%%7,%1{%(1M,3oomL,300mmol)%ﬁﬂn%ﬂqﬂI‘ET.IM:1<91g,243mmol>
FEDCM(1500mL ) o R 5 VAV o ZE IR JE T IR A W) 4+ 30min, I BLRE Jm il 1 s n i
FINHACT 7 I VL~ 98 55 U8 o0 7K SR 148 A SN o FDCMAE BUZ IR A 0 o 5 A HLJZ 20 15, 08
(MgSO04) , 1k 8 FLAE B 23 Hh Z8 RIS I LA = A ) 4452 (1008, 99 % 72 28 ) , 1%+ ) 44 2 B S AE
T T 5%,

[0130]  sEHIA3

(01311 i) A 3 il 2% .

[0132] HO

Br

[0133]  #%1M NaOH7K A ¥ (750mL,750mmo 1) ¥ N 2L o (@442 (100g , 240mmo 1 ) ZEMeOH

(400mL) H KB o B PIr AR RIR S [l SRR A/ NS 2R S A B =5, IF HEE R 78

IKHELOACZ B B o« K 7K 240 B8 R 7 i I HC1 /K V& (750mL) v A, 3 FLEE Jis FIDCMAE

EX WA VZE B, T (MgS04) , i JEIFF7E B 25 H 28 K 77 - FIDTPE/Me ONBF BE W% 424, 3 H.
I PE AR A, JRAE B A th R DA A TR (AR 3 (37,41 %6 77 38 )
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[0134]  ap:+37.59° (589nm,c0.564w/v % ,MeOH, 20°C ) . sk X~ 2R A7 5 1t 52 4 i w4
[0135]  sefsA4
[0136] Eiﬂl‘ajfds4l§l‘]ﬂ‘%ﬂ%.
A N
H{}\ /'\
[0137] R “}
{:} \‘\1/" I;%& \€ﬁ 'i:fl
Br
[0138] 7RG FAEAM HC1 W& 4E (7T4mL) A1, 4— WE%E (75mL) ¥R 01 R )43 (37g,

99mmo 1) ¥ £:30min . [4] BT 453 A = FE P A DI PE , 3 Hoack
A B A4 (28g,92% 77 ) .

i e, IR A TR

[0139]  ap:—-68.89° (589nm,c0.646w/v% ,MeOH,20°C) .

[0140]  sZiAS

[0141]  H )45 i % .

[0142]

[0143]  J41M NaOHZK¥A Y (182.6ml,182.6mmol ) ¥ % i [a] 444 (28g,91 . 3mmo 1) [ 14 Wk

W, FEAE DK TR A HNZIR AW 415 °C R AE /NS I, 1) BB VR A& Fh i NGl 2. BE &L (21 . 8ml.,
274mmo 1 ) 7ETHF (280mL ) H1 I ¥4 ¥ » [F] I ¥ i1 25 %6 NaOHZK VA R WL, LA ZERFpH N 29 10-11.
TEAZ S L SE B I > K HRHC LKV AT A0 N B S BLTR S0, B B pH2 o 78 3 25 3R 40 e 4
ZIREY, I Had v BT B I UTIEY) , FHDIPE¥E , H 78 B2 v -0, DL 3R4E b i) 445 (26,

82% "),

[0144]  ap:—6.49° (589nm,c0.5855w/v% ,MeOH, 20°C)

[0145]  sLf5lA6

[0146] EPIBWISGE@%IJ%

[0147]

[0148] ¥ (A4A5(0.7g,2.02mmol) FINaHC03(0. 34g,4. 04mmo 1 ) & A# T-DMF (17mL) 7, If:

HAES0C A BLR A M HHE 2/ N o fERUE T B0 W 4 iR A1), i HA H R =00, HFE
J& 28 B R 0 8 7 S R IR A R, S LR R e i v R B s Y VR < IE R e/
Et0Ac100/0%50/50) 2 A% R0 WS BT s B2 1 24 73 FLAE 3123 ik i » LA 7= A P 1) 446
(0.54g,86% 772 ),

[0149]  ap:-15.68° (589nm,c0.37w/v % ,MeOH,20°C) .
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[0150]  =ZfIA7
[0151]  p[a)ART I fill 7% .

[0152]

[0153]  J&TBAT(0.73g,1.35mmol ) ¥ % 1 [F] {46 (4. 2g, 13.54mmo1 ) ZETHF (55mL ) H [ 1
R B S N (R R L) = R AR (4. 0mL, 27mmo 1) , 3 FL7E = 3E T % R B VR A
FR2/INEF Bz IR A FNaC /K P VB K 5 FHE tOACHR L, 7 & A HLAH, 15 (MgS04) , - 7EE
R AR I A R (R s B VR : DOM/Et0AC 100/0%20/100 ) 24k B A3 v o i B2 i A
BRI AR 2 IR, DL AR 20 S R A4 R I S A A (1) — Rl R A 0 1 o () A 7
(3g,58% =) , ZH R THFEAE T T — D&,

[0154]  SZHAS

[0155]  rji )44 fill % .

[0157]  Hg ) 447 (3g, 7. 9mmo 1) ¥ fiF T-DCM(20mL ) W, 3 /£ 2 3 N MMDAST (1. 16mL,
9.5mmol) o 7E 2 i T K 1R MR G FE L/, 35 B S AR N IRAE %R SR & - R
ZR AR T DO T AINaHCO3 K I W 2 [F] 0T o 0 B A ALZ , I FIDOMEE UK |2 K A I F 1A
BLZ T8 (Mg S04 , 1ok 38 I 78 35 25 v 78 R 7)o e ao B S A £ 08 v (R s 5 e IR AR - 1B PR e/
Et0Ac100/0%20/100) 2E4b 5% R U SE iy BB 2 o FF HAE B 25 vh k4, DAL= AR 2 )i
R A I 5 R S AR 1 — PR S i b ()R8 (2,66 % 77 28 ) , i b () AASIR IR RE T T — 2
%,

[0158]  s2451A9

[0159] EPIWZIS?BEI’J%'J%

[0161] RN, K5P2Ss(1.16g,5.23mmo 1 )8 N2 [A448(2g, 5. 23mmo1 ) 7ETHF (43mL )
R o AET0°C T RZIR SV HE3 /DI B I, 2R A 7 J 2 501, i 9 ok, IR 7E
B 2 R A HLVE ) o 3 PRI (5 187 (B s BV« TE B bE /DCMB0/100720/100) £k,
AL M BT Ay BB R FF BAR B TR 7280k, LA AR S X e A A R s X e A AR 1) —
PRSI E4E9(1.6g,TT% " 22) .

[0162]  SZHAL0
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[0163] ()& LOANL LI fill % .

T S <TER
N F\&’ CFs R
8 «‘v‘\, » R *‘J"__a N
Bro o Bro, o e Q
P R § \lg %\T 1 ;
[01 64] L.\ og,] &\”,}T’ :\\ ‘::/}” N(}.}/
T NH N,
+ER 10 + AR 1

[0165] W [a]4&9(4.2g,10.55mmo 1) ¥ N BTN AEMeOH(16mL ) FAINH4OHZK ¥ ¥4 (40mL ) H
PR AW, 7t HAERE 58 5 N A8 140 °C R iZ I BLVR A I £E 1N o B J5 28 R IEFIFF 4
W ARVIVEFET DO , T4 (MgS04) , 1k 918 , HAE 25 v 28 R ¥ 771 o e b s A 2 1802 (R
B - 1E PESE/EL0AC100/04250/50) ZEAL AR AR M) S £R B s B8 (1) 2 43 7 HL7E B 25 ik 4
PLF= A A 4R10 (2. 44g,61 % 7= 22 ) FH a4 11 (0.7, 17% 772 .

[0166]  sElALL

[0167] EPIEWZIKIZH’J?EIJ%

[0169] W r[a]4410(2.44g,6.4mmo]) ENaNs(1.04g, 16mmol) . Cul(1.52g,8.0mmol )L
Na2C03(1.357g,12.8mmol ) [KJDMSO (92mL) VR4 I, FFAG S B2 M o St fa » WS IIN, N7 = — F
2 FE(1.2mL, 11, 2mmol ) , FEAEL10°C R ANFAZIR & W) B3I S B 5E i, 296 /N o I ML TR A
PHMBUEIAEDCM A o 8 NS S A (28 %6 B KBV » IR A HLZE 415, 9F PSS He v TR 5
=IRGBE KA LE T (Mg2S0) , it JEH7E J 25 i, LA A ) 4412 (2g,98% 77 22 ) o
[0170]  SZfjA12

[0171] v i) A 1 317 il % .

[0172]

[0178] 4% = FF & 1 Bk s S UL 40 (30 . TmlL , 230mmo 1 ) ¥ N B 58 -2~ 9 2 B 2 (25,
115mmo1 ) FINH4C1 (18. 5g , 345mmo 1 ) 7ENHz/MeOH(150mL) H AIHHEE VR b o 76 23 N IR &
P FE3 R ARG AE B S 28 R VAT 3 BB S Y7E TEtO0Ac (80mL) P . it pE A 3+ HAE
A eh AR TRV A R 13(27 .9, 5 7)) i b A L3R 8tk — DAL T T b
o

[0174]  sZHIAL3

[0175]  rholi) {41 41 il 2% .
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[0176]

[0177]  $5rh A& 13(27g, 1 1 1mmol ) A AR THCL(37 % I 7K VA ) (130mL ) A1 Z. 12 (130mL)
I HZIR SR VEL16 /N A AR RS, A B S IRAGIZIR A B IN7K IF FHEtOAC AR
HUK 2 o K 7K /2 FINaOHZK I 5 (25 % ) Bk 22 pHT o 75 3 25 v 3 20 R 4 7K 2 o ZE UK 4 i
RAWY, IRt s B UTIE Y, FIK IERE JG FHE t2086 5, TR A8 B 25 i A DA = AR 2 — B £ 8] 44
(K a4 14 (18g,62% 77 22) ,

[0178]  sZfHlAl4

[0179] i) #4151 il % .

[0180]

[0181] b a]{£&14(15g,57. 2mmol ) £E 10 % HaSOafK FF B vk (330mL) H (K VR & Bl 7 48h
PEFLZ PRSI SLIR A1) o 8 7K 5 Y400 P B FINHC O3 7K 4 0380, 2 pHS o B /7 FE L0AC
HEHUK R ARS8, T8 OlgS00) e BEIF4E 1058 ok , L7 A o )15 (15 ,95.%
FEER)

[0182]  sZHIALS

[0183] v H] 44161 il % .

H,N O

[0184]
Br

[0185] i@ id 7E (Chiralpak®Daicel AD30 X 250mm) . FizENHH(C02, B4 0.2% iPrNHaf)

MeOH) -y 1 4 ZR SECH o [F) 44615, (10g ) 43 3 A RLAT A4, LA 7= A P ()44 16 (4. 2g,42% 7
o

[0186]  ap:-10.1° (365nm,c0.762w/v % ,MeOH,20°C) .

[0187]  sEfHiAL6

[o188] v [i) {41 7THY il % .

HoN O

[0189]

[0190] HTHF(15OmL)WJH£IJEPlEﬂ1ZI:16(40g 145mmo1 ) FENaOH( 1M Ha OV W » 360mL ) 1 ]
R AERIE T RZIR G W4/ N AR B PIRATZIR S, DL 8B —Fh e A il 44
[y e 417 (42g) , ZH TRAAR L TRE R AE FH T — IO 3R

[0191]  sEfAL7

[0192]  wh ()44 18 il % .
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Cl—
-»NH ®]
O RX X
ONa
Br F

[0193]

[0194] K& Z W& (24mL, 304 5mmo 1) £E 1, 4— W& KE (75mL ) H 1) 1 Vg o 21 o 7] 44 1 7
(41.3g,145mmol ) 7EH:0(150mL) P v 1A o [T , V38 IINaOH (SMEIHaOVA YL » 29ml ) LA
pHUﬂﬁ??}lO—ll SEANLE, I H HE 026 BUK )2 B J5 , FHHCT (M H209E ) BR Ak 1Z K J=
FLBIpH2 o L 1 e e SR VT IE 1 1 B A, FHH0% 3% I B T8, DA AR b ) 4418 (42¢,86 %
FREE) .

[0195]  sZHA18

[0196]  Hpli) {4 1 9y il %

[0197]

[0198] b [A){A18(42g, 124mmo] ) FINaHCO3(20 . 8g, 248mmo] ) ¥4 fi# T DMF (1000mL ) 1 , If
HAEB0C T4 [ LV A WA+ 3/ N o FE PR B IR AT %R B4, B Hove 20 2 =0, JFBE
Ji 28 P R 8 ok R o 7 S R IR 4 VR T EL I e R A £ v (R G 5 IR VR : Me OH/DCMO /
100%25/95) 2iAb R AR M) . B By BRI 2 43 9 HLAE BL s vhlk 4, DL AR R ()44 19 (362,96 %
FEE) o
[0199]  sZ4AL19
[0200]  H[iT] #4201 fill £ .

0

HNT

[0201]

[0202]  ZENSUR TS 4419 (10g, 21 . 5mmo 1 ) 7F THF (105mL ) H (K1 VA A H1 22 -78°C . b

fa%&ﬁmg#Tﬁﬁ%%MMLQMM)Hﬁ&ﬁ@ W2/ N, LRV E 22185t
2 E i G Z R BIRSWAHEC, I B IR ININ HCL/K VA MU AT % K 6 Ja 1]

EtOACEHUZIB AW ., A NLE DS, T8 (NaeS0a) , 1L JE, I AE B P 2 R IAEF, LLF= 4 dh [a]

1#20(6.6g, T &2, 2 XTI FAME80/ 200TR 5 H)) , 1% AR 20 B JFAE T R — %

IR B

[0203]  s245]A20

[0204] i) #4c 21 [ il % .
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[0206]  J 1 [E)4420(6.3g,20. Tmmo 1 ) ¥& fiF T-DCM(84mL ) h Ff H K e Ny E1420°C [ J5 i
JADAST (3mL,24.9mmo1) . 20minZ JG/EOC T , 45 1% S BL VR A 49) F Ml FINaHCOs 7K ¥ R 8F K I
FADCMAE B o 45 A I A HLZ T8 (MgS04) , i JE I E 25 R R R IEH B =M B E T
DIPE, it 8 SR IFAEE ZS7E60°C R T4, L= AR [ 21 (4. 2g,66 % 72 2, 22 P X ik 544
180/ 201V EH)) o
[0207]  sf5lA21
[0208]  H|i] {4 2201 fill 75

S

HNJH
R

{0

[0209] g

F
[0210] A7 LS AQ T3 AH I 7 v A Bl T 4422 0 M 04421 (4. 2g,13. Tmmo 1) FF4E
AT K22 (3g,68% 7 2, Z2 PR XTI S F 1860/ 40K R 5 H0) o
[0211]  sZHIA22
[0212] )i 4423 FH24 11 thil 4% .

R?{!‘,' \.:i | N{: '\«\}
[0213] Be Sy i\§0 Br.. ANT*@E\?Q
I,E\ /\.:,J\,\ F i‘tn e F
G F N F
= E 46 23 TR

[0214] 4#4315114822(68 18.6mmo 1 ) ¥ it T TNZ FIMeOH(300mL ) ¥+ , 3 HAE60°C K
LV A D IEFE 1 8/INEF o ZE AV 7] 5 FF I N 3 AN TN [FIMeOH(300mL ) VA , FF7E60°C R ¥4 i%
TR A 5 AN 18/INE o B S5 728 KA 7R - ELeash A € il s (R e s e JBE v TMALI) R B
/DCMO/100%210/90) 24X KR 7= )  USC B B A BB I 20 40 I ELAE 025 ik 4 , LA A8 v ) 44
23(3.7g,65% 7= %) FI [ {£24(0.6g,11% 7= %) o
[0215]  sZHA23
[0216] i) fAc25(1) il % .

NH;

Ng\,
[0217] - Rl p

HoN. -~ RO
F

[0218] W o[aE]4£&23(1.6g,5.24mmo] ) ENaN3(0.85g, 13mmol) .Cul(1.25g,6.5mmol )L
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NazC03(1.1g,10.5mmo1)FJDMSO (75mL) JER & F » HRE BRI <o BE i, AR INN, N - 2,
(UL, 9. tmmo 1), JRAE110°CR AMAAZ IR £ 4 EL B S 8L 5 35 » £94 /N o 5 I I JR 45 0 1T
FBIAEDCM o AN AL FE (28 %6 I ATE D) » IF HAS LR 21, 9F A AL R e i =ik .l
J& B A HLZ T4 (Mg2S04) , 3 JE I 75 FL 2% PR A o it e AV AR 5 B VAL - TMARC) P
YABL/DCMO /10042 10/90) ATALATL 740 o W S FIT A BB 20 HLAE 025 v R AR, A7 A v ) £
25(0.3g,24% 7).,

[0219]  s2f5|A24

[0220] e[ {4 26K il % .

[0222]  J5TBAT(2.08g,3.85mmo | )R ANE] 1A 4419 (11 .6, 38. 5mmo 1 ) 7ETHE (1 17mL) ot
VAV BE R WIS ) = B RERE (12.5mL, 84 6mmo 1), I HLAE S8 N 4% I BLIR
BWIBEFE 209 Bh %I AW FINaC LK FE VR K 3 FIEOAC K BL . 5 4 35 (1 A ALIE T4
(MgS04) , I JE I AL T il i, LA™ AR 2 I S A A R g S A P — ol 5 ) b T A
26(14g,98% /%) , iz H WA 26 M 5 I T 1 — P IK.
[0223]  sZHfA25
[0224]  rh ) A QT il 2% .

0

HN’)\
[0225] B,\©fi)h<o
“CFs
el

[0226] e} i) 4426 (14g , 37 . 6mmo 1 ) % T-DCM(600mL ) et , 3£ HIE0°C , 3 LB J5 i i lE
BRIESUC1L. 2nL, 150mmo 1) o 7E0°C K% S SE IR 2134k 30min - LB S AR AL (18 . 2nL.,
225.7Tmmol) « 304 %h 2 JiF , #41% K B A IN HCLZK & RUK M Ja FHDCMZE B o K AT A2 43 5
T (Mg S04 ), Job Y FF 75 702 ot A8 % o 0 ek DR €0 R 5 900 « TV B P IR WL/
DCMO/10022/98) AL 1ZH0 7 M W S BT 45 BRI G 23 I FLAE 28 Hh ki, DA~ A b ()4 27
(6g,41% 22, Z Ph{EXTIR SRR G )
[0227]  sEf5A26
[0228] i) {4 28FK il 7% .

o

F HNJ\
AR :

e

Br
[0230]  fE={E NAEZLIR(420mL) g P27 (Tg, 17. 9mmo 1) MEF 5 (8.55¢,
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66 . 3mmo 1 ) HEFE 167N o K 12 s VR S WL U8, FHDCMBE I I AE 31 25 ik 4 o 5 I R AL B 7
(28 %6 [ 7K FE B0 ATDCM, I A2 =00~ P IR A Y — /Nt o A HLZ , IF FIDCMAEEUK
JZ o IR LA TR TR (MgS0a) , i JE I HAE T 22 b 285, A=A 2 — M A B R 1
HTa] 428 (6g,99% 77 3 ) o
[0231]  sgfiA27
[0232]  rj{a] {4290 il % .

S

F HNJ\|

Br
[0234]  #EZIE R, ¥5P2Ss(5.95¢,26.8mmo ) ¥ N E 1 /] 4£28(6g, 17 . 9mmo 1 ) 7E THF ( 145mL)
AR AETOC N RZIB AIHE90 4 1 B JS i IR AR A 2 =10 i pE R I HL
EE SRR A RERNL A [R)4429(5.9g) , iZ T [RME 2088 5 R T T — P IR,
[0235]  sEf5A28

[0236]  rr[E] A 30/ il % .

NH,

[0238] i) b5 S A 22 Fir 3k AH A 1 5 12 & R o 1) 44230 o A ) 44229/ (5. 9,16 . 8mmo 1) FF
B3R [ A30(4.04g, 72% 77 28)
[0239]  5:4A29
[0240] i) {31 1K) il % .
NH,

F N»)/\’

[0242] 3 15 SEBIA23 FR A R B 7 iA & b TR 48310 AR TR 44530 (3. 6g 5, 10 . Tmmo 1) FF
A RAFHIAA31(1.528,52% 77 %)
[0243]  S24]A30

[0244] B4 320 il % .
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[0246] 54 (1.26g,19.2mmol ) A ANE [ 4427 (3¢, 7.68mmo 1 ) 7E 2, & (136mL) H (175
o [ A 7E80 °C TN K S L TR A IR S /N, b i % S S s i O AE A PR G B R AR
YT DO I FHE S B A LB % AU 25, 08 (Mg S04) H7E B 25 iR e V5 77 o
T R CRERS s B« TMZU) B BE VA V/DCMO /100 223 /97 ) ZEAL K 74 o IS ER Pt A B
(11953 3 BLAE B2 k4, A= A v ) 4432(2. 78,99 % 72 2K )

[0247]  sZf|A31

[0248] i) 44 33K il £

S

[0249]

[0250] FEEE T 455 A7 (6.82¢,16.85mmo 1 ) ¥ A [A] 432 (6g, 16 . 85mmo 1 ) ¥4 fi#
T THF (68mL) 1 ¥ H - 7E60°C IR A W 4/ M B8 G IR GV AR =R,
P8R, FFAE B A 2 R A HLVE R o 108 1 PRI A i v (R e s e W« PEdse/DCM100/0 %
50/50) 2EALZAL = W) o AR P i BB 4 3 I HAE R 28 v 28 R, DA™ A2 B2 98 g £ yil ¢ o ) 44
33(6g,96% 77 %),

[0251]  sZ5A32

[0252] (i) 44 340 v [ 44 S5 1) il % .

N i’}!Hg
N 3 \"'\i N"fa" K
- B : 8
[0253] Br \i RN \*%3 i 3¥\tl’%\\ »fo S
Ul CF, L S
= . E CF
+ S 8 4 35

[0254] Htlﬂlﬂﬂzl:33(6g 16. lmmo 1) V& fift T NG [KIMeOH(9TmL ) VAVK 1 , I HAE80C NI
LR A P 247N o B JE 28 R FE R, HLE G A i v (R s B VR TMRUT) P B VA R/
DCMO/100%22/98) S AL AZ A0 7= 4 W HE BT A BB 19 2 93 9 ELA7E 3123 R ik 4, DA = A vp 1) 44034
(3.4g,59% ") firh[E)4£35(0. 75g, 13% 77 28) o

[0255]  sEf5A33

[0256] i) 44 3611 il % .
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Z

Hz

[0257] H,N RA RO

O

[0258] ¥ [a]4434(3.4g,9.6mmol) 5NaNs(1.56g,24mmol) Cul(2.28g,12mmol) A J%
Na2C03(2.03g,19. Immo 1) FIDMSO(137mL) ¥ A I » FEHe s LM Ao b i, 8 IIN N - FR G
2, J%(1.8mL,16.8mmol ), FEAE110°C R INFGZIR & W) BB SN 58 i » 291 /IN o B 1% S N TR
At e Sk I B HEtOACHE I8 1 K MIE tOACHR TN B8 , 3 Bt v nHCT (MK
Ho OV W) BRI ZIR &1 B Ja 0 A HLZ , 3 H HEt0ACHE 5K /2 o Bl fa FH 20KV Ui AL 1%
IKIZ I H R HEtOACEH B -5 FF A HLZE T8 (NaoS04) , it 78 25 vk 4, DL AL
[H4£36(2.5g,90% 7= %) .
[0259]  ap:—94.91° (0589nm,c0.393w/v% ,MeOH, 20°C)
[0260] B. HZ&ALEMINHIE
[0261] ifﬁﬂBl
[0262] b &1 : (5R,6S) -5 AE-6-F -5 {3-[ (3-FF A dnt e 22 ) &L [ R L ) -6
(ZF P IH)-5,6- S -2H-1,4-TEBE -3 1] il %

HaN

a

N sp

R CF3
[0263] Ad?
HN
IN:

\ 7/ R
[0264] g rh(A4412(0.07g,0.221mmo 1 ) V& F T 7 A EE (5mL) H , FF HLR N2y -3 H 28 2t
i iE (0.083g,0.441mmol ) AR EZ (0. 108g, 1. Immol) « 7E80°C N HHi%Z IR S FE40/ N . 8
VFZIRE Y #0521 7 DOV MINaHCOs 7K AW o 45 B HLE 53 55, T4 (MgS04) , 3 3 3F
FE L 2R ) o 20 I BRI €8 18 (R B 5 e B AR = TV FR 29 i /DCMO,/ 100 %2 10/90)
AR 7 N I A EE ) A WS I BAE B R 4 B SR R AR VA iR T DIPEH JF
T AE S PR A R INHC 1 SR S A BGHC T 36 o 45 BT 45 (40 [T 4 ik 8 o AE 1S MR DA A 2 — Pk
PR ER A 1(0.025g,25% 77 28) o
[0265]  =Z45B2
[0266] k. E4)2: (BR,6R)—6—3R—5—{2-F—5—[ (3—H S kMt g -2k ) Ik | R gk ) —5—H A
5,6- & —2H-1,4-FEME -3 il &

[0267]

[0268]  Rirp[E)4£25(0.3g, 1. 24mmo 1) M T 5 A (15mL) 1, IF HLES In2—IR -3 F S Skt
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WE(0.467g,2.49mmol ) FIFR R (0.61g,6.22mmol ) . 7E80 C % IR & W FE40/ NI o 0 34

ﬁ/wm%%%ﬂ@%/mﬁﬂuDCMinL’ﬂfﬁuNchowk B A HLUE 728 T4 (MgS04) , 1 JEIFAE
23T 7% VA R B AE (RP Vydac Denali® C18-10um, 200g,5¢m) i £14H (0. 25 % NH4HCO3

7J<¢ermz , CH3CN) _F- 1y il & AU HPLCR 2EA K™ 4, A7 AR AL 5 92(0. 0448, 10% 7728 o

[0269]  sLHiB3

[0270] {543 : (BR)—6-( 5 F 2 ) -5 {29 —5-[ (3 FF 4k Nk e -2 2% ) & B 1R

Ry -5-F -5, 6- A -2H-1,4-MEE -3 &

2
N\
F

[0272] Y& [AI4431(0.35g,1.29mmo 1 )& A T F A BE (15mL) H , FF H R in2—¥R -3 2 2t
i (0.485g,2.58mmo 1) FIFRER (0. 34mL,6.45mmo 1) o E80°C T iZIR S M FET2/NN . 72
VFZIRE Y 2 B8 7 IIDCMAIHE MINaHCOs K VAW - 45 B HLE 7 B , T4 (MgS04) , 3 3 3F
FER S 28 RIS 70 o 2 I PROd AT (28025 (Rt J 5 e M VR < T2 1) F 29/ DCMO /100 %2 2/98)
A W G I A BRI G4 U FF BAE BB R IR Y I R R W& - T DIPE/ Bk, 4
Halyeit RS ES N, D= AE R 2O B RIAA3(0.279g,57% 7= %) .

[0273] SZAIB4

[0274] {544 (5R,6R*)—6—( 5 A 5L ) -5 {2- -5 [ (3-FF A b e -2 ) Z L R
Fe)-5-F -5 6- 5 -2H-1,4-TEE-3- L H &

Hzl\g
J 7\

{2
R
[0275] CH~ o

[0276] I 4b-5493(0.228g,0.603mmol ) & fiFE TEtOAc (4mL) H, H HmIN4EHK (10% )
(0.064g,0.06mmol ) FIEMY (0.4% [ THRIA W ,0.8mL,0.041mmo 1) . £ BIE A KK 1
ZIREVEANL6 /N A (AL TR 28 ke I 75 B0 25 R Z8 R VA 77 o d o PR A i i (RER
Yo B - TME) B B VW /DCMO/ 100 £.2/98) 44k iZ KL 7= 4 o 5 BT A BRI 2 W OF HAE &
R YE ZIR R ETETDIPE/ BEbe , 1 Hoad yEIF HAE m B2 N T8, L= Bk 514
(0.074g,32% 7" %),

[0277]  s2%IB5

[0278]  AE545: (BR,6R)—6-F—-5—[ 2-F—5— (MmN -2 JLZ L) R AL ] -5-F 15 ,6- &~
2H-1, 4-WENE -3 il %
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RO

[0279] H&QF
N :

Ch

[0280] & rh[]4425(0.048g,0.199mmo 1) AAET 1,4~ K& HE (2mL) F , I HLES N2 VR B g
(0.032g,0.199mmo1 ) F14M HC1f) —ME4E (0. 1mL, 0. 4mmol ) ¥EVK - 7E100°C N Z IR & Wi HE
L6 /N o SR Z IR S YA H & 05 WS INDCMAN Y FINaHCOs 7K VA W I HLE 4 5, T4
(MgS04) , 3t 8 FHAF B 725 H 28 RV 771 o 108 3 R A 2 v (R 2 5 3 I VAR = TV 1 R e AL/
DCMO/100%25/95) Al AL iZ A0 7= ¥ S £E Fir iy BB 1 4 oy 9 HLAE B S ke, LA L &5
(0.013g,20% 7= #),

[0281] =ZIB6

[0282]  fh&M6: (BR,6R)—5—{2-9—5-[ (3-F A Lk g —2— ) S L ] 2 ) 5-F -6 (=
AL -5, 6- A 201, 4T -3 il %

[0284] A rhi[a){£36(0.1g,0.343mmo 1 )& MF T 5 P B (4mL) v, 3 HLAs In2—JR -3 F &l FL it
IE (0.129¢g,0.687mmol ) FERELZ (0.09mL, 1.72mmol) . 7£80 °C NG % IR W40/ N}, fo
WAZIR A YA HE 5 A INDCMAN L FINaHCOs K VAR 5 A HLE 5 , T8 (MgS04) , it 3k I
FE B 28 RV 0 o d I RO A €2 02 (R e s e IV« T 1Y) R 295 L/ DCMO /100 %2 5,/95)
iz L AL A6 (0.013g,20% 77 2) .

[0285]  SE{5IB7

[0286]  AL&H7: (BR,6R)—5-[ 2—F—5— (WsigE —2—FL G L) L 1 -5-F L —6- (= F P )5,
6- ~Z —2H-1, 4R -3 i &

Hz’!\f
7

N RO

H

N+
(e
[0288] ¥+ [A]4£36(0.1g,0.343mmo 1 ) VAT 1,4~ —FELE (3. 4mL) v, I HLEs In2— ¥R g
(0.055g,0.343mmo1 ) Fl4M HCIH) B4z (0. 17mL,0.69mmol ) ¥EWK - 7E100 °C N B %R &V hi
FE16/NB] o RV IZIR S VA H 2 =15 A INDCMAL 7 FINaHCOs 7K IE T A A WL S 8, T4
(MgS04) , 3t 8 FAF 3L 725 H 28 R 571 o T80 I PR A 2 1 v (R 2 5 30 M3 AR = TV 1 R s AL/
DCMO/100%25/95) ZEA0 %K 7= 4 o 1 By A BB 1 3 Wi B2 9 ik 4 . il it /£ (Chiralpal
Diacel AS20 X 250mm).izNAH(CO2, HA50.2% iPrNH2[¥MeOH) (1) il 4 BYHPLCAE Ak %40 7~
W, LA A G 7(0.036g,28% 7 2R ) o

[0287]
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[0289]  =Zf5|B8

[0290]  fL5918: (5R,6R)—6-F—5H—{2-F—5H—[ (3-F A& JLmE e —2- ) G L I e it 15— FR 2 -
5,6- 5201, 4-VEIE -3l [ ] %%

Hzl\{
74

RO

/ R
(02911 ¢f H\@—(F
LA

\l\/‘N
[0292] Y [A4425(0.15¢,0.622mmol ) VA fiE T 1,4 —IELE (6mL) 1 o ¥ Jjn 2—fifl—3— H 2 2t
Bz (0.12¢,0.508mmol) AR ER 4 (0.405g,1.244mmol) (1,17 =X ( - ZR LR IL) — % 2k
(0.052g,0.093mmo1) \BA J = (WP R AR ) —48(0)(0.028g,0.031mmol ) o K g W& 25
B, 9 HAE160C T a8 5 TR GV HE L/ AEA H 2 5, K iZIR & Y DOV B
FF B 28 F hek v 398 o AE B2 TR R G i DS VR o S PR R T (R s 3 R - TMALIT) P
TR /DCMO/ 100 %25/ 95) ZHALAZHK 7™ W o 1 B A BRI B8 40 e B2 9F Hok 4 o dd3d /£ (Chiralpal
Diacel AS20 X 250mm) .37 3N4H(CO2, B4 0.2% iPrNH2f{MeOH) | il % AYHPLCIH — 4 4lifk,
AR, LA A A 98(0.010g,5% 77 %) .
[0293]  =Z#B9

[0294] AL EWORY il 2

HaN -
Rk\o

[0295] 'i\ H&F
9 R

N

[0296] 5[] {425(0.30g, 1. 244mmo 1 ) FI2— R AH % (455mg, 2. 487Tmmo 1 ) IEMET-1,4- I
Fe(12.5mL) H, B 5 3 InAM. HC1R — M3 (0.933mL, 3. 731mmo 1 ) « £ 120 °C T #1% e B
TR AV FE 167N o Bl 5 a8 N FINaHCOs 7K I& R » 28 5 N INDCM o 73 B8 3 26 A0 I FL7E D&
WRAGANLZ o IRk Pad A o vk CRE R 5 VR TV Y B VA /DCMO/ 100225/ 95) 24k it
20 T B G s, 3F HE L AE (Chiralcel Diacel 0D20 X 250mm) .37 5hAH
(CO2, ELA0.2% iPrNHof#] iPrOH) b [ il 48 U SFCHE— s 4k, L P A4k 5499(0.006g,1% )
[0297]  s24B10

[0300] ¥ d[E]1A25(0.482g, 2mmol )¥&EfME T iPrOH(24mL)d , M JG s N2, 3— iRt ng
(0.948g,4mmo 1 ) IR (0.533mL, 10mmo 1) o 7E80 CH4 . MR STk HE AR » FuFi% e N ve
A, B S5 A INDCMAN Y AINaHCO3 7K VA WK o 73 125 IX B AH 3 HAE I K T T ik 4 A VL= - i
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B £ Ak CREE s U AL 7ML YL/ DOMO /100 10,/90) 4 b 45 0 e 45 9 428
9 25y B, I FLIBRLZE (Chiralpak Daicel AS20BHRK#E500gr) iizNHH (COz, HA0.2%
IPrNH ) 1 PrOH)_F )4 MU SFCHE— AL, LU AL 4 4910(0. 1358, 17% ).

[0301]  sLfB11

[0302] AL AL LI il % -

(03031 %
~C

[0304] ¥ [a]4436(0.358g,1.229mmo 1 ) VAAAET1,4- —BELE(14. TmL) 1 N2 ¥R -3 -5
FEREnE(0.191g,1.045mmol) iR 4 (0.800g,2.458mmol) (1,1 " —X0 ( L) — 8k
(0.104g,0.184mmo 1) , JF HAE G AR NI IR A MHEHE L% B 5 e in = (R 24-TR )
—4E(0)(0.056g,0.062mmo) 1 B B, 3 HAE160°C MM RS ™RIBSt
AN AV ENZ S5 S FRZ IR A W) FIDOMAR B HL 28 HH et o 8 o 78 B 2 PR 4 i DV -l
P A (AL s eV« TMZUR) FY BE AR/ DCMO /100 22.5/95 ) ZEAL 2k 7 o 44 it i 28
()50 U B 3 Hok s o 3T 78 (Chiralpal Diacel AS20 X 250mm) .3 ENAH (CO2, B A0.2%
iPrNHof¥IMeOH) 1) ] 6 B SFCE— B Al AL A = ), DL A A 111 (0.052g, 11 %77 38) 6
[0305] {ELIERSTHAL S EALEWIIFIH TiES 50 F ez — /205 Kol &
A E W AR A TR SR RSO 2 G NIF SRS - ‘Ex.No. 86 izt
AR IE R T R 975 . “Co. No.” BIRHL AT

=

[0306] %_1
g~
[0307] HN xS
[0308]
—-L-Ar
_g.
Cs(R); Ce(S)
X=X XeXeC| 7P |
1 -3 I NPNSEE S = T T
H N N
H
*h etk
[0309] ﬁ_z
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28/36 11
H
F
LX
os10]  x \N/S%XYL\A«
X1\X§X3
[0311]
o | EW ST Xy Xon Xgn Xy o7 A
—L-Ar
%5
Cs(R); Co(R)
X,=CF o ‘ |
2 B2 | Ny g3t pe Mtk
X2:X3:X4:CH ﬁ N
COPSR SEN
Cs(Ry; Ce(R)
X,=CF N7 |
5 BS 1 b /k\j 3— 4k ) pe FA IR
X,=X=X,=CH NN
Chsa N
. Cs(R); Co(R)
X=CF N2 | |
o | B | BDOEES 1 T
X>,=X3=X,=CH ” N
4 3wk
[0312]
W& LM% T X Xov X Xy I ARAG
—L-Ar
%5
Cs(R); Ce(R)
X,=CF e ., .
10 B10 N N S —3f 3 B AR
X2:X3:X4:CH H N
ORGSR SN
[0313]  %3:
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[0314]
H;N
[0315]
b =BT X X X Xy IS
—L-Ar
%5
3 B3 "
X,=X;=X,~CH NTON ST e
[0316]  Z4:
WeW b EH % T Xie Xov Xan Xy FAAE
| —L-Ar
_g-
X,=CF . Cs(R); Co(R¥)
N Az
4 gy | XXXCH Y . 2E R B A4
H
Ul 3 B AR
[0319] K5:
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[0321]
KAHR|ERNEE X X Xow X | EV VX
. -—-L-Ar
X,=CF Cs(R); C(R)
6 Be | 2w reCH /: :;I || —srmnm
" 4 2 B AR
X=CF Cs(R); Cy(R)
7 gy | XXeXeCH . ,NL\/N | o S e A SR
" s 3wtk
X,=CF N C«(R); C(R)
11 | B | T \ T | #—sswinik
i 4 3 Bk

[0322]  C.op#r#&Bo

[0323]  LCMS

[0324] AT (LOMS—RAEA K AKIAAY), 8 FHEL T 5%

[0325] JE T :

[0326]  ffi H]Acquity UPLC(IRAFHF (Waters)) RGIHEATLCME , Z KRG AF JuE AN
H213% (sample organizer) FEIN#ES (@ H55°C) . gff& S A U 2% (DAD) BA A2 inAE A
OO RV R B ORI AR R VA T BMS TG TS A MSHE I A L B — N B S
LS YR o SR FHO . 02FD 1 T B B[R] 7E0 . 18FP Y 1003 10001 #5315 Uik . B AN E £ L Ik
JE3.5kVIF HAZ VIR JERFF/E140°C o A FHEZ AL 48 <Ak . ff FiWaters—Micromass
MassLynx—Openlynx B4l R4 4T H4 R 4L

[0327]  5iE1: FEMFIBRRY 2 Ak S50 /i A VR A 4K (BEH) CL8AE (1. Tum, 2. 1 X 50mm; Wa ters
Acquity) 2PLO.8ml/minf¥) 3 B AT S AHUPLC (e i 0 AH E i) o [ AN 3 A (L3
FHA : 7EH20/ 2, 1595 /59 (1) 10mM Z, BR 2 s I BIAHB : L1 ) RIB AT — DR JE A 70 1. 35 B N
M95% ARI5 %6 BH5 % AR5 % B, I HARFFO. 293 o {1 FHO . 5l T AR

[0328] o T-FH L B A HEFL AL R 2 10V, 3 ELGET- 97 H B A 0 ) 4 AL L s 2 20V
[0329]  J7ik2:

[0330]  FEMFERI & Bkt /A VR &K (BEH)C184E (1. 7um, 2. 1 X 50mm; Waters
Acquity) FBAO. 8ml/minffyiist 4T e AHUPLC (B i ROBAH i) o A3 N3 AH (FEH20/
L E95/5H I 10mMZ R 42 s I BN AHB : L IF ) RIBAT — MR JEEATF - AE1 . 338 N AL 95 %6 AR
5%BAE5%AMI95%B, I HAREFO. 3 B o8 FHO. Sul v NARFA
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[0331] o T~ i B R ) HE FL A 2 1OV, 3 ELGHT+ 9 B A 0 ) 4 L L s 2 20V

[0332]  J5¥k3:

[0333]  FEMYEAI) £ R ot /A IR 5 4 (BEH) C184F (1. 7um, 2.1 X 50mm; Waters
Acquity) FBAO. 8ml/minffIiist 4T e AHUPLC (B i ROBUAH (i) o A3 N3 AH (FEH20/
ZE95/5H I 10mM R 42 s I B AHB : L ME ) RIS AT — DB JESRAF  AE1. 3535 I 95 %6 AR
5%BZE5%AM5%B, I HAREF0. 39 Bh 8 FHO . 5ul v AAEFH

[0334] o T~ i B A X () HEFL AR 1 A2 1OV, 3 ELATT+ B Hh, T A 0 4 FL L s 422 20V
[0335] s

[0336]  {E{ & WAl HI B Rl VG 1, 3F H P kAT BOE H A 18 % 53X AN i 77 B A RS2 58 AN
1 1

[0337]  DSC823e(FEK6H FHDSCHEIR)

[0338] X} T £ F L &W, 145 fi & FIDSC823e (MFHE#— 4L H £ (Met tler-Toledo) ) K #fi %
1) o A8 HI30°C /43 B () 0 A% PR SR M s 1 o B it P2 2 400°C o

[0339]  FK6: - HrEiE-REFRIREME (UL 8heh) , IMHH]T B0 G L=
#Ets T (LOMSI J7i: .

4;2% R, | [MH]" | F# B
1 1.10 425 2 n.d.
2 0.81 349 2 n.d.
3 0.90 379 2 b.r.

4 0.78 381 2 136.93°C
[0340] 5 0.67 320 1 n.d.
6 0.94 399 2 n.d.
7 0.8 370 2 n.d.
8 0.82 350 3 n.d.
9 0.81 344 1 n.d.
10 0.90 398 2 n.d.
11 0.87 394 3 n.d.

2

[0341]  n.d.BEIERME b.r. EIEWEHE
[0342] et

[0343] fEEHANITIIMAS 15 /REK (Perkin-Elmer)341 56 vt b I & Fe 56 fE HF Hid s
T:[ali*(c g/100mL,¥&7) .

[0344] KT : 43 M EUdE - FH TP ARSI AL A 0 e e JE A
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ngﬁ ap (°) | #K (nm) Wﬁ’i ot ff;
[0345] 3 -163.16 589 0.456 DMF 20
4 +196.03 365 01765 DMF | 20
6 +9.12 365 0.57 DMF 20
[0346] NMR

[0347] T Z RS T 24L& %), fEBruker DPX-360.Bruker DPX-4005%EH 4 br
HERK 7 F [ Bruker Avance600 154X (437l 7£ 360MHz . 400MHz LA S 600MHz 1847 ) I, fff
& ~d GRAL I & 415, CDC 1) BRDMSO~ds (AL FIDMSO, - JE~d6 AR /E A& Fe 3 1H
NMRIE o Ak, 217 4% (8 ) Wl 38 AT DY FR e ( TMS ) (AR P9 B b v ) 9 T 3 992 (ppm) o
[0348] 728

s
%%

NMR £ %

"H NMR (360 MHz, DMSO-dy) d ppm 1.52 (s, 3 H)
3.87 (s, 3 H) 3.90 - 4,04 (m, 1 H) 4.06 - 4.21 (m, 2 H)
543 - 575 (m, 1 H) 5.77 (br. 5., 2 H) 6.73 (dd, J=7.7,
4 5.1 Hz 1 H)6.99 (dd, J~11.7, 8.8 Hz, 1 H) 7.19 (d,
[0349] J=7.0 Hz, 1 H) 7.71 (d, J=4.0 Hz, 1 H) 7.85 (ddd,
J=8.2,3.7,3.5 Hz, 1 H) 7.91 (dd, J=7.0, 2.6 Hz, 1 H)
8.04 (s, 1 H)

'H NMR (360 MHz, CDCl;-d): & 1.62 (t, J/=1.8 Hz, 3
H) 3.24 - 3.85 (m, 2 H) 3.95 - 4.28 (m, 2 H) 5.93 - 6.14
(m, 1 H) 6.68 (t, J=4.76 Hz, 1 H) 7.02 (dd, J=11.53,
8.96 Hz, 1 H) 7.32 (dd, J=6.95, 2.93 Hz, 1 H) 7.63 -
7.74 (m, 2 H) 8,37 (d, J=4.76 Hz, 2 H)

91}
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4%

NMR 4% 3
%% REx

"H NMR (360 MHz, CDCls-d): 8 1.67 (s, 3 H) 3.90 (s,
3 H) 4.22 (s, 2 H) 4.65 (q, J=8.40 Hz, 1 H) 6.68 (dd,
6  J=8.05,512Hz 1 H)691-7.04 (m,2H)7.08, 1 H
7.65 (dd, J=6.59, 2.93 Hz, 1 H) 7.80 (dd, J=5.12, 1.10
Hz, | H) 8.07 - 8.17 (m, | H)

'H NMR (360 MHz, , CDCls-d): 6 1.68 (s, 3 H) 4.22 (s,
4 H) 4.63 (q, J=8.05 Hz, 1 H) 6.70 (t, J=4.76 Hz, 1 H)
7 7.01(dd, /=11.34, 8,78 Hz, 1 H) 7.22 (s, 1 H) 7.70 (dd,
J=6.59, 2.93 Hz, 1 H) 7.89 (dt, J=8.78, 3.66 Hz, 1 H)
' 8.40 (d, J=4.76 Hz, 2 H)

"H NMR (360 MHz, , CDCls-d): 8 1.65 (t, J=1.83 Hz, 3
H)3.97-4.30 (m, 5H) 5.95-6.17 (m, 1 H) 6.95-7.10
8 (m 2 H) 7.39 (dd, J=6.95, 2.93 Hz, 1 H) 7.46 (d,
J=2.93 Hz, 1 H) 7.64 (d, J=3.29 Hz, 1 H) 7.86 (ddd,
[0350] J=8.78,4.03,2.93 Hz, | H)

'H NMR (360 MHz, CDCls-d): d 1.21 (d, J=6.22 Hz, 3
H) 3.98 - 4.30 (m, 2 H) 5.91 - 6.15 (m, | H) 6.78 (dd,
9  J=7.68,4.76 Hz, 1 H) 6.95 - 7.11 (m, 2 H) 7.31 (dd,
J=6.77,2.74 Hz, 1 H) 7.64 - 7.72 (m, 1 H) 7.75 - 7.83
(m, 1 H) 8.33 (dd, J=5.12, 1.83 Hz, | H)

'H NMR (360 MHz, CDCls-d): d 1.66 (t, J=1.65 Hz, 3
H) 3.97 - 430 (m, 2 H) 5.94 - 6.16 (m, 1 H) 6.62 (dd,
10 J=7.68,4.76 Hz, 1 H) 6.93 (s, 1 H) 7.04 (dd, J=11.34,
8.78 Hz, 1 H) 7.32 (dd, J=6.95, 2.93 Hz, 1 H) 7.65 -
7.78 (m, 2 H) 8.10 (dd, J=4.76, 1.46 Hz, 1 H)

'H NMR (360 MHz, CDCls-d): d ppm 1.67 (s, 3 H)
4.14 - 434 (m, 4 H) 4.65 (d, J=8.42 Hz, 1 H) 6.78 (dd,
| J=7.50, 4.94 Hz, 1 H) 6.98 - 7.08 (m, 2 H) 7.71 (dd,
---- J=6.59, 2.93 Hz, 1 H) 7.78 (dd, /=7.68, 1.83 Hz, 1 H)
7.94 (ddd, J=8.78, 4.03, 2.93 Hz, 1 H) 8.37 (dd, J=5.12,
1.83 Hz, 1 H)

[0351]  D.ZGH %524

[0352]  fEAR & B 3 AL A4S 4 B— 7 FAPP—ZL it s 1 (BACEL) iU 471 1 71) . BACE 1 (—Fih R
A TR ER VI ) TR 40 A A 2 5 0T ZR K I BRI (AD) FRIVR T A3 1)« oK 1 BT M RE i 1 25
1 (APP ) FI BV 0 1 25 11 K (AB ) B 777 2k 1B A A 7 AD ) R Rk J skt e o
iob £ ABLE FE RN A 3 FIC A 3 2 51 B2 HATHE AT y — 3 A 5 A 40 A T A i 09 38 T £
11 (APP) = A AB.

[0353]  HL g Ak (1) A AK A9 58 A5 A T D G 375 A1) R 0 T 4 TR B A X BACE 1 L
F A A8 R SO I I HLUE & KA A9 OF B Ak, AR QD I ) 1 % 52
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(1) T A 22 5 LR g8 &= 56 8 (FRET) 1 ) 52 ASKNBE 241 g H (19 41 B al. i sa il e 1 I

B BEZEF G AT AR TRIMEL0H

[0354]  FET AWML FRETH I E

[0355] b sE A — Bl T 58 G AL 4R AR & 1% #2 U 5E (FRET) B W52 o AT L0 5E 1 A 2 &

HIEMRERTIAE [ (APP) B—2 WA B LA A7 251 “ Swedish’ Lys-Met/Asn—-Leus<AZ [ APPJ 13

NRIERI K X FEDIE S H PN RIH  (T-FEHEEE R -4-3L) 2 (Mca) £ EH

320nmIFHEUR P A FN405nm P A& 3K B — R ekt B2, 4- AR (Dnp) & —Fh &

ﬁ (R KN BZ AR D IR BEX AN L A 2 TR R BE S , DAEAS AR Ok I » bk o ot R Ed it 3t
PREE B L R4 52 A4 Wi 2 MV K o AE AR BACE L 244 5 , et IMea 5 8 R B F Dnp 43 &5 , PR A1k

M A7 2 B B N5 81 1 UK B 2R 2 P AH G

[0356] & & & , E384FLAE N (Format) W, fEAL A M E Z BAFEAE R 48 Lug/ml B 29K B

HABACELE A FIEZ I T 5 10un AL & 8 (pH5 . O 40mMAT A5 12 £5 2% 1

0.04%PEG.4%DMSO) ¥ & 1204 8 . 42 T SRE IS AET=0MIT=1204b (F/£320nmAb K HAE

405nmib & 5 ) (12 6 I & B B2 S 8 1 KRR &= . 45 R PARFU R R 6 34 ) oR A

T1205TOZ A I 22 5

[0357]  Jdacd /s — I AR 0T R /s Y6 ML SR FE A B LA M 28 o Rtk mT BASR

FFTCoofEL (T HE50 %6 V& PEH 1l (K 4 1R B2 o

[0358]  LC=AKxf HEAA I HEL

[0359]  =AXJ HE « P A IEI 1 1) Jse 2
[0360]  HC= %) FEAE A (H
[0361] =@ X B A EEA I 0 T B S

[0362]  fEH% =100-[ (F£5H-LC)/(HC-LC)*100]

[0363] X HE % = (F£ 4, /HC)*100

[0364]  Xf & /> % = (F£i—LC) / (HC-LC)*100

[0365] DA R RBIMEALAPIFEA Ean Bk kAT S0 0F H B R is 1 -
[0366] %9:
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[0367]
P ’E‘fi%‘ﬂﬁ# FRET # PN AT A H% FRET
%2 #Z " &

pICso plCsy

1 7.58 7 s 43

2 6.79 " -

3 6.1 9 6.65

4 7.23 1 it

5 5.71 1 e

6 6.86

[0368]  SKNBE24H it H (1) 4 fidal. i sadll &

[0369]  FEPRA~aLisalll g H, X 7= A 43 s I A b 20 558 41 i 98 SKNBE 2 401 Jfd v 11 S ABFIIAB
1=427K P BT 58 B o 12 00 52 A2 5 T30 08 B A 20 i R 68 i 4 2 1 (%) A0 28 B3 41 Ji 937 SKNBE 2
(hAPP695) o 5 iX Be Ak A Wi e I ELIAS N B IX Se 4T vp , 0% 75 18/Ni I ELRBE f AT ABL -4 21
MABKIINE it e N CraLisaJll & S ABFIABL-42 . aLisa e &t % S ABFIABL—42 14 1l 43+ 51
58 PRI 422 2 B 3 5 R0 22 B IR BR 3R 1K A M) 3R AL AU AR ADN/ 25 FIARIEC 52 AR BR 3R 1K B4R Ab4G8
B cAb42/ 26— Fh I 0ol 5E o 7E BABFIABL—427FAE R , iX BE TR BR B 55 5T o AR TR BR 1) B
T A B 2R A IR X M RS2 AR TR BR R R R R B AL ek, AT R BOLR ST AEF A L
NI 2 ISR S (FE650nmAb 0% I HLAE615nmAb & 4T ) -

[0370] 3k st /s — Ffev i iR 4R ) B gt /s %6 XAk S ik JE LA B LA it 28 o R e mT BASR
FFTCo0fEL ( T HEH0 %6 V& PEF 1l (K H 1R 52 o

[0371]  LC=AEX] BEL HH{E

[0372]  =AXF B FEBE AL B YIRS 0L T TR B 40, fEaLisard 3% A E M ZALHT Ab
[0373]  HC= %S FEAE A (H
[0374] = &% HE AR A AL AP 1 0 T TR & 1 41 i

[0375]  {EH % =100-[ (££54-LC)/(HC-LC)*100]

[0376]  %iHE % = (FE Sk /HC)*100

[0377]  XfHE /% = (FE4L-LC) / (HC-LC)*100

[0378]  DLAF/nfltEAL SR A i b A iR b AT S5 LRI sk
[0379] #%10:
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SKNBE2 g ég4n i | SKNBE2 &8, 69 fa &,
b4 Lisa @ & Lisa 3| &
%5 Ap 42 & AB
pICso plCso
1 7.22 7.27
2 7.62 7.71
3 6.98 7.05
[0380] 4 8.04 7.98
5 5.9 5.96
6 7.67 7.68
7 6.12 6.08
8 6.89 6.86
9 6.89 7.06
10 n.t. n.t.
11 | n.t. n.t.

[0381] n.t.EEfgRINE
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