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[0317]  f&iH] ESCRTR AR R T 1%, vl R4 HAT LU 1T AL &4 -
[0318]
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CON 103864842 A OB B 94/43 T

N
O/AZ\RZ
O——~R3
B |

[o319] M

[0320] A, % H CH,. CH=CH FI C=0, HAt ik CH, ;
[0321] A, #2& CH, ;

[0322] R, &% 1-30 KR ¥ HIFEHE 5

[0323] R, &
J\/Z
™~

[0324]
X

[0325]  1fif :
[0326] X &8 1-24 Nl R F IO BE L6t
[0327] Y ik BHA R EHE VRIS KAL) QAR IR Y R I B e 5 DL

[0328] ZitH :
H H OH ORy
5 ? 3 3 0R4 > -OH’

[0329]

[0330]  Hirp R, BT I ;LK

[0331] R, 1% B & KeIE . 757 FE IR B IR HELAnl 1 IR £ B N\ 9 I 22 2 1R % P I L At

L £ T iz o AR I 22 20T 9% I I o JUL A% 15 ol R IR JUL I« Bl I 200 L G W DRSS L

S FE IR AR AR T I P I R IR SE I IR S TN B W IR IE T R TR SRR -N- FLBE .

IR Ol M -N-[ AR (T ) ] B LEE —4- BEER 3L VR IRLEE —4, 5- AU NG\ £

B Eh IR OG- N O3 = — IR IR Eh . TSR OR AL - IR SN IR H I

[0332] 4 LA SE e 45356 4 A BT e SE 1, 3R 5 vk e B AR S AL AR OF HLARR A2 ¥R T

A RBIEABEIR I 1 /St —2- (47 - BRI ) T -3- IR AEE (AU R L TN,

HHAEARTHIR N C1-201) o k1, A T ST 6 Frik 771k, 1- 7 bk —2- (47 - k)

5 -3 BRERIEARAE ML ARAE DL Kg 20774

[0333] A4 LA T S 9] (RS, AR & BH 55 A0 H D0 SRR AR X T AR A N (1) 18
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CON 103864842 A OB B 95/43 1

FORN G2 iy 5y DL, S AN BRI 534, b SCpriaR A an LU BOM ER
BTSSRI AN W25 AN R 1 St 7 SR 5 T R AE LT S0 P R 21 S 36 55

St 151
[0334]  5LL LA —D, 225 LT St LAAE R H P % 2 )l A% & B o
[0335]  — A R4S

[0336]  HRHEA K BT I A, — Lo — A o2 H T & SRR, ok -

[0337] (i) JHREAEAEEIE 5 H I ARAH & I AL A AR, Hl48 Hm IR &4, s
22 /b — A0 1o Fr e AR B AR BRI, TR B A A 20 S AR A/ B =oAL
BRI AR 2 B AR, SR 1 RN 5 TV 289 gl BRI

[0338]  (ii) JEIEANHIFNSR L H i R ARG 8 SR A P R RS AL AN A B, 48
MHRRA G, oG 20— i BB 5 HAH S )5 Ak 30 43 B AR 2, (RIS S 4R
FEARPFE R, W sz p) 2 R 56 VI-X A B2 B UL aE 1

[0339]  (iii) MW HESINTEAMO LAY, B & ey, K5HRb—NE
1o Pk B 5 LA I (1) 5 SR AT 2 BB 2, a0 S 3 FH T 58 XT Hp IS i BH I 5 LA &2

[0340]  (iv) A FH & BEHITE AL A4 (90 — S AT LU R N o TR A4, 1425 R 1 e 3 348
S BINH AR &4, Ho B8 — A sl A o ok Bl 5 HLAH I 1484k (AT AR 84 5%
J, WIS HE] 4 R0 5 Je 7 %8 XTT-XTV A B 28461 ik BH 1)

[0341]  SEifA) 1

[0342] s FH R R R RN 40 IS BB TR 2 T IE —1- T kedE —2- (5 - IR s ) — Hik
[0343]  EASLJAG] H , ¥ AATEL 73 5 LN H i 28 0h, s A R i A A SR R £
FAbo ARG, TR A=) F A G Ak 4k .

[0344] A0y 70 (1SR, PRLEAG IR T W e —1— 75 ke st —2- (5" — IR IR ) — H-¥H 1) 1
o

[0345] Vi JE —1- T/ bt —2- (57— IR MG ) H ik FAC R B #0319 75 V0 4%, 4n4E A
N7 1V R RTIR Y

[0346]  1- +/NKEdk —3- KA H W sE | &) 6, 838, 452 1 A id il & . i HLHb L,
D- TR H 0 (458 EEALBIR R (210 58) ANRAT7SkE (9.3 58) 728 (100ml) Frfiite
FEEIAL 5 ZNE, [R) i I G L 22 i o L TR 7K (X FEW. J. Baumann and H. K. Mangold, J.
Org. Chem. 29: 3055, 1964 1 F. Paltauf, Monatsh. 99: 1277, 1968) . 1% Wik /> 51 1 A4 AR
2y 20ml, HA R BIHRA YA R SE I TR (100m]) oo 13RI A K (2x50m1) P
B FEEWUER N R LR 2. K 100m190:10:5 FEE « /K - IRERIRIR G INA iR 4
Vb, HIREWIEI 10 08h. =) HEE (200m]) PEgIHFRZK (50ml) L 10% Z 4L E) (20ml)
H e, IR AR (20ml ARR) vEZE A . R N ER LR B (8.8 ) MEkEH
B mAs 7.4 A 1- TSk - H

[0347] 11—} Nedelds — Hl (7.9 30 ) =RBESTE (8.4 3 ) FITSEEINLERE (40ml) T
100°C i 12 /i o A31E, N 300m1 BEFT 150m1 $KVA 17K, FLEF SN TR SRS 200 W
P2k AVAHA 50ml VKK 1% BRBR P ( R8N ) A 50ml KSR VRN, SR )5 FHE/K
BRI TR . RN, AW T 150ml A M, HAFBIMEHE T 4CAEIR R, ot
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CON 103864842 A OB B 96,/43 T

EULEW G, 2B R IER IR T -30°C M 20ml L FR ZMaH 4k, R 8. 2 78 1- 5
fidk —3— AR IEH L 5 A 49°C

[0348]  WIAET7 & I HH Tl iy, 1- /S ki dk -3- = A FE H il (14. 78 38, 0. 0265 FE /K ) |
6- ¥R —1- O (4.85 5w ) FIEFEMH AR (210 50) ECke (200ml) i I [Bl3 6 /)
N () A 3 e e 28 AR R 2T K e OB A A E 2 B, /K (3x100ml) PRk, FH7E
IR BRI e Ws T2 (50ml) 1, Fd i ikl 60 (12,5 30 ) i yE4ifth . wET
SR 25, AR T A ER (Looml) o SRR YERR 4°C IR, JAIR) 2B BE P~ 0TTE -
I TR T BR 254 12, 15 50 (0. 0190 FE/R ) 1- F/NkidE —2- (5" - Otk ) -3- =
ZFEH M (e 72%) .

[0349] &1

[0350]
O——CygHas
+ /\/\/\
Y = OH B \
OC(CeHs)z
KOH / C¢Hy,
O——CygHs3

OC(CgHs)a

[0351]  1-FoNkedk -2- (5" - Ok ) -3- =KL (19. 80g) W T HE (100m1) .
POV TSI N OERE 2 /NI, XA T UK Ty El R AL A 33% (25m1) BB IRV
RIS DI 50 73 Bl e WVR S E L AZ REATAZ o SERINAN G » FEKIS HH 2R 4L
FHOUHE 4 /DI I0)E, RBGREPEIFEIK (160 50) b, FFAIEE (3x100m1) L. R ) Bk
UK (100m1) Yedk, FAEWE R ER DU REOR AR T 5 Wkt (150m1) #, AIva A0
BRIR AN HE I (100mL) VEE, JFAEJUS FERZWGH. A RERDE THACHE (250m1)
Ho SRR BN A EALEDVTIE . WRYERE ACIE R T IEUTE (0.53 32 ), BB UL TR %
WIS 20. 03 FE IR EAR D) IZRRYIE T A EE (200m1) 1, AN S EALHAKH
W (T BEAE 50ml KA ) o FTSEEE 90°CINFA 2 /NI, SRRV HIJF BRI T-ok B (150 32 ) .
A S e (3x100m1) $REL HIZK (100m1) FIREER — SN AUK SR UE B AL, I
TEIK NaySO, T4k o P T R BRI, 1920 10. 77 S L= . SRJ5  RERL L = 0% 1 80%
A (100m1) A, FERERAESRs T 4 CRE A i EITIe It Tt B bR 2% 2 Hown) . 5
Pt (3x100m1) $2H, FITE/K NaS0, T4, FFAEm L R EREHF. ATk (250ml) H45 51T
744 w4l 1- FNkigE —2- (57,60 TRAE - Okidk ) - Hil
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CON 103864842 A OB B 97/43 T

[0352] &K 11

[0353]
O—CygH33
TN T ™y
OC(CgHs)s

1. HCOOH / H,0;
2. OH

O—Cystls3

OH
O
OH

[0354] W77 % T11 FBTIR, 1- T kidE -2-(5", 6" - 30k - Cpedk ) - Hil (7.84 50)
BT SR (50ml) 7K (12ml) Hro M Nal0,(9 52) , H R NIREW T 230 FHikE 3 /M,
K (50m1) , FEHH S (3x50m1) $EEUR AL A, H JE7K NayS0, T8, iod il ek Fis ™ i 25
V4 5. 56 550 LS PEE T LB (60ml) FIVKEERR (2.3 70 ) oo IMAL ISR T (5. 6
w0, HIR IR GBI 2 /N o SN VR A AE DK VA H1, N MERE IR (2. 3 584 45ml 7K
W), FEHEE (3x25ml) $EHUGRAY) - BEAH FHZK RN S AH & I 7K BEV o ZKAH K HCT (4. 4m1)
B AL IF I E (3x25m1) $REC. FHZK BRER VNV RI KR (3x25ml) /K (2x25ml) ¥k, FI
7K Na,SO, FHEFFAERE FER 254 1. 95 55 (0. 0049mo1) 1- +/5kedk —2- (5" - 41, — Jbe
55— Hi CIBCR 26.9%) .

[0355] T 111

[0356]
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CON 103864842 A OB B 98/43 BT

O——CgHaa
OH
/\/\)\/ o
O
OH

1. NalOy,
® i
2. CPHch(H;,C)aC'NHNHZ

3.HCI
O——CigHss

SUSN

[0357] 47 % IV Wik, 1- +75kedE —2- (5" - &2 ) - B (4.80 32) W F TR —=2&
e (57ml) Ao IMABSERET (20m1) , H R NAL &Y T 538 T B 2. 5 /o RN IR &5 3
FoK (100 35> L, JFH & FEE (3x100ml) $2HL. AHUAEHAK (100ml) HERER (100m1) 7K
(100m1) BRFR A AN A /K AR (100m1) FIF /K (100ml) JE PRI, SR Ja F o /KB RN T
HEo R FERZSEFIT 4. 54 75 1- o5kt —2- (5" - 8 R3E ) —3- BEER H Il (IR 86%)
[0358]  1- - 7/NkidE —2- (5" — S8 ) —3- WA H vl (3. 94 3¢ ) W TAUT B (75ml) .
W SRR (6. 85 b ) FUERR — S — /K& (15,50 50 ) ¥ /K (75ml) o /KA N
N, RNIREY T EI 4 /DN ARG, RIVIB GRS 200 Bk, I &
7 (3x100m1) ZEEL . & HE AR ZK (2x100ml) ¥V, FLIE TR J%50). BRms T/
B (80m1) FH 10% NaOH 7K (20m1) VREWH, HFZ=IR SO . B A
Ot (1:1) MRAY) (2x50m1) $2HL, ZEVKIE HHvA A1, T B2 I Ak HC1 LUIAF pH5—6. 2R
Ja =& EE (2x100ml) RO . & IFRIANUERZK (100m1) $E%, 7K Nay,So, 45,
HAEWE FERZSWEH, 155 2. 07 Tk A =) Tkt (20ml) AR EE 45515 1. 30 soall 1- 15
fidk —2- (5" - 3L ) T - Himh (IR 35%) .

[0359] & IV

[0360]
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CON 103864842 A OB B 99/43 T

O——CjgHa3

NaCl()2, NaH2P04

O=—CygHa3

O
0 /\N“\OH
OH

[0361] W17V ik, F FEE (100m1) H1 10 % NaOH /K¥S¥ (20m1) AR+, H
AT W0 TR 2 /AN W A mEE / B (121, v/v) RTRA W42 FF WK
HC1 FRAL FREEAH 22 pH=0, 28 J5 FH & (3x50m1) $EHL. JE T BREEH, Bk R Wait T
FEE (20m1) "o WS INUR HCL (3 3 ), JRK W 5 iR i 4, a5 FH &7 (2x25m1) 25
Bl GIFMSEOTAHAZK (2x0ml) ¥, HJEK NayS0, T8, JEAERUE T BRZSE51I1F 0. 77 52
(0. 00179mo1) JHHE —1- T/ hbidk —2- (5" — R MR ) - Hm (W3 96. 7%) .
[0362] &V
[0363]

O——CygHa3

0O
o/\/v[kQH
OH

O—CigHss

0
o/\/\)kocm
OH

[0364]  SEJEfs 2
[0365] {5 A /eyl IR b I R 26 AR A ZE AT Tl 24 Y e —1— 75 e dk —2- (5" — JR g ) - H

[0366]  (EASLlE] b, Re ANULRE S0 5 LN H B 28 op s Bh , A8 TS IR 4 - U 4 <
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CON 103864842 A OB B 30/43 i

1%« HC10, et g 22k M1 P et 3 o R A A Al AR A K o 3R AT o TR () 2480 s o A7 A
R SRR A IS A I AT SN

[0367] 1 A #L Y[Ry St 9], (R IR T W E —1— oS kedt —2- (57— IR ARG ) — HF a1 1
o

[0368]  VHJE —1- T/ bidk —2- (5" - IR s ) — H 3% A R B U 10 U7 Vil 46, /e LA
T & VI-X R,

[0369]  WIFELL R R VI iR, % UL b S del] 1 b prds sl 1) 1- 75k —2- (5" - &
ik ) —3- = 2RI (4. 90 50) W F R (30ml) FRELER (3ml) MIRGWF, HETFH
WRINARIA 4 /. SONVTRA YA EI 250, R Tk B (100 38 ) A& (3x100m)
PR AHUAHAHIZK (100ml) (BRERESN/KES I (100ml) FFFTHZK (100ml) ¥E¥ . th)a, A HIAH
FH 7K Na,S0, T4, 1 S FFBR 5519 3. 76 Wik R RS T IEC ke, Hgidr 4Cid
o HIEDTIEM IEBR ZHEHIT 3. 17 va, oy T3 (200ml) shIfhnfEie (45 58 ) o F
WIS PRI A RE AT - FEE (200m1, 9:1) A5 - FEE (200ml, 1:1) $REUEER . 4
PRI ISR U & 5, FRAEIRUE R R RIS 513 2. 56 78 1- +/NkidE —2- (5" - Ld3E ) - H
T CICE 84%) .

[0370] & VI

[0371]

OC;¢Hs3
O/\/\/\

OTr

l MeOH / H*
OCHys

O/\/\/\

OH

[0372]  GnLAR 7% VIT Hprd, B genkig (5ml) FIESERET (3ml) IOAFTIFIT 1- /5568
5 -2-(5" - O ) - B, BRMIBEYT 70°Cn 2 /ANt RSIREDBIEITUK (25
5 ) b P CpE (3x25ml) $REX. $REU A K (25ml) (Hfi BR KV (25ml) /K (25ml)
WRIRE WK (256ml) FIAGESLPEG: . FH /K Na,S0, T4 5 , i JEIFER 25851113 2. 60 e,
ARG T & FH (50ml) FIFMA 3-FIdEH A TR 3.84 7)), HRMNIEEY TEERT
PidE . R B FIECD 240 20m], A IE CkE (100ml) o W 3EFHHEFIZET. 5%
KT IECHKE (100ml) =, BRI (0. 4 575 NaOH £F 50ml KR ) 23 B &AH. HK
(25m1) EKER BN /KSR (25m1) 7K (25ml) SESEBERA HUAH, A /K NayS0, T4, ik & Bk
FHHIF 2. 40 50 1- 7 bk —2- (57, 6" - AR Ckidt ) -3- SEH MR (IR 82%) o
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CON 103864842 A OB B 31/43 i

[0373] &R VII
[0374]
OC16H33

OH
] Ac,Of vibrg

OC;¢Hs33

O\W

OAc
O-OH
-
0

OCsHs;3

}0\/\/\%

[0375]  WILAF 7 R VILL WPk, 1- P N kidk —2- (57, 6° - M4 Chedit ) -3— SR H i M
TAE (50m1) o BIA 7%HC10, (5ml) » H R NIRE) T 235 FHiHE 40 /N o inA K (50ml) ,
H R IREY RS (3x50ml) $2H. /K (25ml) JBRFREASHN /KSR (25ml) /K (25ml) 4L
Ve A AU, FTEK NayS0, T4, b g8 IR LI HIA3 2. 29 sUiliREE RY) . B RWE T2 4
(200m1) FIFIIANEERS (30 52 ) o ibyEME A, BRI T HRAYSEAT « FEE (200ml, 8:2)
PR, AR5 IRAEEA T, R N R AR EHFE1FE] 145 3 1- TNk -2-(57, 6 - —
BRI ORI ) -3- ZEHhlE.
[0376] & VIII
[0377]
OCieHs3
§—0\/\/\<\
0

OAc
- 1 HCIO, / 7 BF)

OCyeHs33
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CON 103864842 A OB B 32/43 i

[0378] WL R A& IX HPTR, 1- Pkt 2-(57,6" - — Bkt )-3- 2 H s
BT AR (G0ml) oo A SER KR (1. 45 wAE 50ml K ), H R NVIREGY T %
BN 2 N VISV (3x50ml) $EH, HJEIK Na,S0, -4, 1 38 Ik B F B
FWEHIE0.96 T5. FRAWETHCTEE Goml) o, IF AN ERRGN (1. 66 55 ) M 4
B (3.76 30 ) [FZKEE (50ml) o S NIRAY) T T B 4 /A, ST (2x50ml) $2HL,
FHAERE T BR R B TREWAD « Ot (200ml, 1:1) 1, Ikl (15 3)
o PR, R R &G (200ml) GG ¢ FFEE (200ml, 9: 1) $RECEERGS . WE B &
Ja — IREER ISR, 453 0. 92 38 1 ToNkedk —2- (- BT KR ) -3- SR H R,

[0379] 7% IX

[0380]

OAc

[0381]  4ILA R T X PR, - T vkidt —2- (5" - T 2 ) -3 SR H iM% T 50m18: 2
AR 10 % NaOH KV TR -G , HIRNAIRGY) T 538 FRIZIBERE A . NI AW H
REWR AR - AEE (2x26ml, 1:1) $&H. PELAH AWK HCL BRAL H 208 3] pH 218 0, 85
M (2x25ml) $2H0. P B R EZEH, IR T HEE (10ml) o MIAAK HCL (2
W) T T R T B, s A (2x25ml) $REL /K (25ml) &4k Al
A, B R BR SN /K B (25m1) 7K (25m1) $eisk, B F 7K Na,S0, T8¢, ik 8 o
7,43 0. 86 FLALHIVHIE —1- T/ fidk —2- (5" — R G ) — H i

[0382] & X

[0383]
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CON 103864842 A OB B 33/43 i

OCyeHs3
OH
% O\/W
O
OA

© ' K,CO;/ MeOH

OCyHs3

}O \/\/\“/OH
OH O

l NaOH / MeOH

OCi6Hs;
%‘_O\W OMe
OH o

[0384]  SLjiffs] 3

[0385] it EHAEGINEALE D I IE —1- TNkt -2- (5" - MR 4R ) - H il — ek
I

[0386]  JHJIE —1- T 5hidk —2- (5" — IRIER LB8 ) — H Mg WA K BT W 7 046, tn AR
JT & XT Hh Tk,

[0387] & XI

[0388]
O——CygHa3
(0]
oH + Br/v\/u\o/\
OC(CeHs)3 A, NaH 7/ DMF
B.NaNH,/ 3 /A
O——CigHss
o
%O /\/\/lko/\
OC(CgHs)3

[0389]  1— /N ek —3— 25 A 3L H v o, 90 4n DL b SE ) 1 R BT sk AE 36 [ & A
6, 838, 425 H AT 4%
38



CON 103864842 A OB B 34/43 i

[0390]  # 1.0 3 (1. Ommol) 1— - Nkedk —3— =K H .0, 78 7 (3. 6mmol) 5- VALK
MR B8N 75ml — L A IERE (DMF) I ECAE G Bt 0 =3 o BT 25ml —F
FEFEERZ ) 0. 20 52 (5mmol) NaH (60% 73 B0 ¥pah 4 ) 2B I BeHE s b, Jait 15 43
B, AREEFECRE 1 /NN E R RNV 5SS IIAIK (50ml) , HIRA Y HEE (3x50ml) $2H. AL
FHFHTEIK Na,SO, T4, FFAEmUE T BRI o L) IR IR AT (B 44k

[0391] 1 b SCHTIR I — 2K IR EL IR 1 2674 o

[0392] St 4

[0393] &SI AN H MR G

[0394]  RABR AR AT TTE, &0 RN 85I NH IR G, oA — oW
A TE I TR b LR ) B A (BT MOBE 73 BB Ik o 5 | N3 Bl S N A A S AL S
g, N, SEEABEIEAT o AEEHE, 51N SN A 22 5, H o SN S 43 A A A o R R
5% o
[0395]  HJE —1- T/ kidk —2- (5 - CMdE ) —3— AR ER 4% -

[0396] RN HLAIIRISLE R, JHIE —1- T/ kidt —2- (5" - Ol ) -3- —Sh R g AR
B T8 ) T 4%, anCLR 7 48 XTT ik iy o

[0397] & XII

[0398]
O——CygHa3
}O/\/\/\

OH | POCl3 / N(CyHs)3

O=——CgHas
O/\/\/\
I

0—PpP—Cl
Ct

[0399]  [RIIH, ¥ 0. 24ml (0. 39 7% , 2. 53mmo1) POCL, A1 10ml PUS BRI (THF) B T-ECH B
DUFERS UK I =300 o I PR B RN 0. 87 52 (2. 2mmol) Y JE —1- 7588
B -2-(5" - O ) - Bl 0. 34m1 (0. 25 75, 2. 44mmol) = ZJiEH1 50m] PUSEINFE (THF) )
RGN, Uit 25 2380, FAE DK HH4REE TR HE 10 208h, HilE—0F 23°C kit 45 0 5h.
[0400]  JKAAVHIE —1- +/Skidk —2- (5" - Ol ) —3- ZSUERIR £R , M AR s M. I e Jig
M, -

[0401] 4 1 SEUKIMA RGP IR FE: 30 708h. SRJE, IiAIK (50ml) , H™=9)H
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CON 103864842 A OB B 35/43 i

AT :MeOH(2:1, v/v, 3x25ml) $#2HL. A HUAHHKPER:, IEAERUE T Br 2557

[0402]  BRF, JHIE —1- T/ vkidt —2- (5" — Ok ) -3 U IR Eh v 5 %5 PPt SR AT A4
SN, AT LA A= B H s B 4 1 Frs 4 vl B o

[0403]  HHHBE -1- TNk 2-(5" - M2 ) -3- Z SUBE IR R il 2 W i€ —1- TNkt
5 -2-(5" - Otk ) -3- IR SN -

[0404]  ARYEAK BT 203 7 VEHI 2 TH I —1- 75k dE —2- (57 - Ot ) -3- IR L
Jiig, WAE T %8 XTTT ik i)

[0405]  J7ZEXIII

[0406]

o—p—q | 1:HOCHNH,/N(C;H);
| 2. CH;COOH / H,0

ﬁ O/\/“”’

r@
[0407] 1 b SCSgtAs) 2 o WIHEIR FRIRAE, T BE —1- /N kit —2- (57 - Ot ) -3- — &bk
PR ERAE THE " IS AE UK T A H o RS & N 0. 16m1 0. 16 38, 2. Tmmol) LT
f%.0. 34m1 (0. 25 72 , 2. dmmol) = ZJ&H1 50ml THE [IVR-EW, N 10 4380, AN TE B
Ja T A EEE 20 2380, SR JE UKy R, IF T =351 TR A
[0408]  {FHIJE4R (Whatman#2) B W4 FIRIEIEAR B RRRDIN R THEAF 1. 2 5e K
H IR
[0400] 4 1.2 3o K AEIRARIEE T 24ml VKEREEA 10ml KRG H, T 70°CHEHF 1 /)
I, AR R SR W H 50m12: 1 F7 - PEEREHUE VRS I, K N SRS W 4
HUH R . 28 RIBEUA IR, B F 0. 94 3 (1. Tmmol) HIVHTE —1- T/ btk —2- (5" - Ol
g ) -3 IR SR, ATV IE —1- oSkt —2- (5" - Ot ) - HmeR N 85% .
[0410]  HHYHBE —1- FoNKEdE —2-(5" - UM 28 ) -3- B IR & I i i) & V8 iE —1- T 75 H¢
5 -2-(5" - Ot ) -3— BEIRIHA -
[0411]  VHHE —1- +/ kst —2- (5" - Cm2E ) -3 B IR AEAR 1% FE A A BH BT 40 5 190 7 vl 4%
WILLR 75 % X1V FR TR 1K o
[0412]  J7& XIV
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CON 103864842 A OB B 36,/43 i

[0413]
O——CygH33

(CH;),80, / K,CO;

[o414] [} iC A 1 ) o FF 25 B0 = TR & In N 0..50 5 (0. 99mmol) V5 BE —1- + /S %t
i -2-(5" - CMdk ) —3- TR S 50m] SN EEAN 18ml CH,Cl,e HEFERT, I 5 3T K,CO,
F10ml KIIREY, I H 4B M 1 oml (1. 3 50, 1lmmol) AR — FFEEAT 10ml A,
DI 45 3B, SRS 4 FE 4 35°C~25 40°C o A FTE B HG » B A B FE 90 73
B WA R ZE . B 50m12: 1 &4 « BT R =00 WSS B34 .
PERETIRE I, B R 0.50 52 (0. 82mmol) YHJE —1- T75ktdE —2- (57— CMidE ) —3- WL IH
Bk, AEXTF W E —1- T 75kedE —2- (5" - Ot ) -3 TR SRR Ry 92% .

[0415] A FH e Wiy F & 47« PR : /K (70:26:4), F AL+ 2 (38 AT 44k . W
WE —1= F750edE —2- (5" - CMfsE ) -3 MR ARG % A48 A PC-NMR AT

[0416]  SZjEf5] 5

[0417]  1- T/ ks —2- (4 - L FEE ) T2 -3 BEIRARARIY &l & -

[0418] ¥4 1-F 7 btk —2- (5" - AL ) T - Hih (0.86 3¢) 0. 34 3¢ (2. 6mmol) — L Ji%
F 50m1 PUS VIR IR ZE I NN 0. 24m1 (0. 39 7, 2. 6mmo1) POCL, 1 10m1 PUSMrg (THF)
[RIUKV s, iy 25 238 PR3 RE-S Y T okt P st 10 708, H T3 (23°C)
Bidk 45 43 8p. SRIGH IR NIR AW T ok Fpva-#1, JF HAE R ZU8HE T8 CBER% (0. 16ml) Al
— L% (0.64ml1) ff) THF (50m1) BN P . fEUK P kS FE B EE 10 238, Hidk—
P EE TR SR ARG, IR NIBEY, I TR T EREEF . BRI T LR
(24m1) F7K (10ml) HKREDT, FEREBIMAE 70°C, FFAEIREE T m# 1 /b, i s
iR IREMHEDT 2x25ml) FEEL IF TR N EREE N BRI T AR (50ml)
THEFRE (18ml) KREWIT . BAEK (10ml) FPABRERER (5.0 55 ) MIAFLA, I S IR
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CON 103864842 A OB B 37/43 i

G 35-40°C. SRJE, B MABIR — T8 (Iml) 7& 10m1 S5 P EE P IR, I 45
P 5390 BhE IR G AT (3x50ml) $EHL, IF TR T ER L EH), 15 1. 10 57 1- 5
itk —2- (4 - A ) T -3- BEREm ( AR 92%) .

[0419]  1- -/ pidd —2- (4 - REL) T3 -3- IR ARAR T ) &5 1- ToSkidd —2- (4 - R
Fo) THE -3- BERRHAS T R (25ml) TR T 90% FREE (20ml) HRAESEALEN (1.0
55) N B, % RNIR AT S N R 5 /N 18 I A BERR — SR I
Y pH 2 4. K (50m1) FIEAG (50ml) , WA HUAHIF TR T B 22850 5K
BT, FHJEK Na,So, 45, i 38, I THUE R £ /53] 1- T /5kidk —2- (4 - &
) T -3 BEERNRAR (0. 71 5 (ULE 66%)

[0420]  SEjfsl 6

[0421]  E I HEA A RIBE G S 1- TSR 2-(@ -2 ) T E -3- B MH
(CT-201) (AR 5iE)

[0422]  —Fiifles 1 T Nkidd —2- (4 - &) T 5 -3- B MHk (C1-201) W77, HH
T T A= R 2 5 T8O #R LU 7 48 XV b .

[0423]  J7ZEXV

[0424]
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CON 103864842 A OB B 38,/43 i

X

9 0
OH

1. Br(CH,),sCHs / KOH
2.H*

O(CHy)45CH3
Ho-[
OH

(CgHo);CL/ ELN ACCN / THF

Y
O(CH15CH;
of
OC(CeHs)z
Br(CH,),CHCH, / KOH
Y
— O(CHz) 15CH3

L 0C(CeHs)s
NalO, / KMnO, / Na;CO; or NaHCO;

—O{CH3)15CH3

£¢) O—
Y Locgtins

OH -
¥
r—O(CHz)15CH3
0O 0
7)?\/\/ L on
MeOH / H*
—O(CH3)15CH3
0. 0~
j)z:/\/ L on
e POCI, / Et;N
E\‘HzC‘H;QHiOH 1 EyN
¥ 5 REER T B
: —O(CHz)1sCHs
O O~ O
L0-p-0
Q0Hq o xN*(CHz)s
1 LiOH
CI-201

[0425]  {EMH7VETD, ¥ 1- Foskidt —2- (5" - O3t ) -3- =X HMmE— S EETE
B, B2 N R, R Ib a8 B 2 SRR T RN, TR 2 D E T st =
SrE iR, AP BRAT 2 A A RO LT 2 FH B AEALRIET . AT TR T AR R Alidl
e, R S A8 A Dol B ANEE FH AR g v

[0426]  BLVEARONEAL, DE T4k §liE C1-201.

[0427] 4% 1- 75k — Bl SEEFRZE (150mD) g R -(-)-2,2- —FHE -1,3- =
AR -4 FEE (11 50 ) HPIREEALE (20 50 ) M SkedkiR (27,96 3 ) kIt [a]
Tt 6 /N (R A i e AR B R T K . FE TR R BT 24 40ml . R NTR A
PV EN 25 A /K (100m]) JRE15 BIRVR-E WA — & HEAE (3x75ml) o & IFHIA L
AR (50m1) YRR FHAEMUE T ER LWl B RWE AT 200ml £ 90:10:5 FEE : /K :
WELR (v/v) IREWH, A BRI RIAIL 2 /N, Bl S vA 1 2 =00, FFE /K (100ml) .
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CON 103864842 A OB B 39,/43 i

P AP REA L (3x100m1) , I HAAUAHH K (100ml) ik B AN L ATKES I (100ml) Ff
FHXHZK (100ml) LSRG s R EREWER, PR YN CEE (200ml) &5, /5T
PR N TR E) 21. 69 71, (R 82%) HI4iig 1- +/5kedt - Him

[0428] il 1— T/ kedE —3— =R AL — Hh 4 1- FoSFes s - Hi (20 50) FI =2k
AP (21,29 75 ) B T T4 THF (369ml) AT 28 (93ml) . Win=2M (17. 75ml),
¥ N IRASYIRIN 17 AN DS, H S NTR A Ve H1 A S UBIAEDK (100 38 ) &, %%
250 Wb I BEAEEL . A AL AZK (200mD) A5 (1. 5%) H,S0, (2x200m1) 7K (200m1) |
TR S AR YATE (200m1) FEF XK (200ml) Yeidk, & KBR B a1, e T
FERFNEF 36. 86 FLHTHL =W

[0420] IR RVEIET KT (200m]) A, FRBAS BRI T 4 CAEIE AR . 1oL 3815 211
DUE, 1331 23. 77 ML A Y. Hu A i i 2R T BRI R 255 K
AR PR IREERR T ke (G0ml) FoRIEE . BRI T 4 CAHIE R, it uEite s
EFIAMET 6. 94 ), BB 30. 71 b,

[0430] 2% 1- T ospEdt —2- (5" - O &5 ) -3- KA H I B 7E 2kt (350ml) Hir)
1=t/ pidk -3- =K R H M (19.94 30) .6- 3R —1- C4 (6. 98 7, 5. 73ml) FIFPIREA A
BR(15 50 ) PiFE IR 8 /NI, (A I o b 25 AR B 2T K o AR5 4 RONVIR-G PV H)
F R R RIR SIS (2x200ml) o 5, ZEIRE TR AR, I8k v
T O (150m1) o, FF R /KBRS (2x200m1) o AL YER: T 4°C il #4918 H IR g 7~
VIt o IR IFAESUE R BR LU, 4331 19. 86 Fi (86. 6%yield) I 1- H/ bidk —2-(5" - T
MFE ) -3— =R H

[0431] )45 1- Fo/Nkedt —2- (4" - RIL ) T 5 —sn— H M AELEM A IR VR v =1 1)
3— SR I, B R Al (150. 16 38, 702mmol, 9 24 &) V& T 500ml /Ko s INik R
ZHh (7.21 3¢, 85. 8mmol, 1. 1 &) MR (2. 47 50, 15. 6mmol, 0. 2 4 &) J5, KHRE
WA 40°C o ¥ 1= T/ st —2- (5" - Clfsdk ) -3— = 2K FEEH il (50. 00 3¢, 78. Ommol)
WARETRUT I (500ml) A, FELE L /N AR s D 31 Nalo,/KMnO, V& . 1.5 /i
Jii » 4 TLC 73BT 7 80% 54k o BN 0 3 2 1K =T R B (0. 62gram, 3. 9mmol, 0. 05 243 ) , I
WRAMBERE 1.5 /. 28 TLC 23 HT KT 5% IR IEM BE . SR)G, B R NIRG A HI 2
B, R 2R

[0432] A R)A 1= F7SkedE —2- (47 - AL ) T2 -3- = 2RAEH WA Ok (200ml) AEHL.
A HUAHH Na,S,05(15 72 ) /100m1l K I PES: . K5 Fh IR (0. 65ml ¥k HCL, 7E 13ml 7K1 )
IS MEE A, F H 200m1 IR AR T W o #4384 (K96 BV VN #4 2 80°C, 7R IR &2
IR 6 ANET . 28 TLC 20T BT 5% B AR 1- 1 oSkedE —2- (4 - &) T -3- =
ZRFAEEH M. B H 250m] AR

[0433]  ARAWH 100ml ZKHT 10m130%NaOH AbFE, A F pH=12, J&H 7o = 2K PR, I
A 10ml ZKBES% 4 k. S 50ml CAEF 50ml £ 1% RS IRA AR, M R 4 1 = 2K 5
PEEAHE R AFAE TKAHF ) 1= FoNkedk —2- (40 - &AL ) T2k —sn— H 940 5 H
WERR (8.45ml, 101. 4mmol, 1. 3 & , pH=1) Ji k. 1330 ERRH O (100ml) 2
Bl ZRZTEIFE 100ml Cptdbzek, 193] 27. 00 3o Sh 1- ookt 2- (40 - 8REE) T
F& —sn— H
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CON 103864842 A OB B 40/43 T

[0434] KLl AR T RN E AN CE (Tml/68ml) VRS H HAHIZE 0°CTi 45 b6k . it
JEVTVEY), HAHA Okt 2xTml) YEEFHT15E. 528) 1- T ks -2- (4 - &%) TR -sn-H
WL kK EE AR (20,90 5, 50. 2mmol, R 64. 3%) .

[0435] il 1- FoSfidk —2- (4 — R TH —sn— Hl o 1-ToSkedt 2- (47 - 2%
T —sn—H (15.0 77, 36. Ommo 1) ¥ T FFE (100m1) A, HA Ik 2R (3ml) o [ PVIR
YT EEDEER . W5, SN = O E 2 RNIREGWIEE] pH=T, WERER 2 0 R
Shrp, FEH Ok (2x200m1) ZEHL. A HUAHF KSRGS, 28k 215, 365 100ml Chedtgk, 15
B 14. 92 3y 1- 7 kidE —2- (4 - BRI ) T2 —sn— Hl (34. 65mmol, ULE 96. 2%) o
[0436] 1- F o S pEdE 2-( - F ) T & —sn— H M 3-8 IR H A :1- N ¢
Fe-2- (4 - % WIL) TIH - Huh (8.60 7%, 19. 97Tmmol) F1=Z % (2. 63 77, 3. 62ml, 26mmo1)
f{) 500m1  THF ¥V 48 25 70 Bhide s I 220K vA [ POC1, (3. 90 3¢ , 2. 40m1, 26mmo1) /100m1
THF YW . BRIRNESWAE DS h EBERE 10 208, 7 T58 (23°C) F#d: 45 08h. AR
Ji B CEE R (1. 6ml) F1= 2 (6. 4ml) [ THF (500m1) V& WAE B Z0 3 FE R 3 Vs i 3 vk
AW R NAIRE I o PEREEUKIS T B AREE 10 408h, IF7E SR PGS i k. b, it
P& RE V) AL T BR R R RYERE T L2 (24ml) FIZK (100ml) RS
W IR IR 70°C, ZE SRR E TN LN . SEJE B OSIRE VS HI R W IR & e
AHL (2x250m1) o PR T B R HL SRS 1= FoNEE —2- (@ - ) T3 —sn- H
M —3- R S EENZ

[0437] A 1- T Nkidd —2- (4 - R PEE ) T2 —sn— Hl —3- R SRS R T 7 A
fig (500ml1) F1 & ke (180ml) HIVEA. ININBRIRER (50 3¢ ) HIZK (100ml) ¥, ik
B pH B 11, HAE 45 73 Bk 1a] 307 PR A 22830 s o0 AR A< s i FR S (11, 15 %0 ) /100ml 7 A
W, SRS L 4E 3R T 35-40°C o AT 90 438, V-G Y SRR IR AL » AN IN7K (100m1) FH
TATEE (550ml) , I B AH o A MUK SRR (100m1) , FEAERH T B R, 153 11. 0
SUI 1= oNkedt —2- (57 - AL ) T -3- BERRAHAR (18. 46mmol, WFR 92. 45%) .

[0438]  fill& 1- T/ bk —2- (4 - BRI ) T8 -3 BERRIAGE o 1- T/ kit 2-(4 - &
L) T3 -3 MR AN T S AR (250m1) &, BSINESEA R —KE (1.68 7)), I
W INREY) T 2RI A 18 2R o A R S I, RO pH E T AN N R R A TR
Mo BNk (250ml) , FEB R A P BEACEL (2x250m1) o BB, fEIRE FER 265, 5
TR R AR 1 PNkEdE —2- (57 - AL ) T -3 BRI A

[0439] M 1=t Spidt —2- (4 - REL) T3 -3- BRI ANAR L (VAR RE AL b4tk . —
AR, B G Pt FRE KM = SRR G T A Xl 4. &3FHAREH
PRI . SRR TE RS T TR 33 7,10 AR - PNk 2 (40 - )
TR -3 MR ARA, (12, 2mmol, K 66. 1%) .

[0440]  SCjtEfH] 7

[0441]  EESIANFEMT A HIE 1- TS5k —2- (07 - I ) Cbedk —sn— Hil —3- BRI
i — B 4 11

[0442] 4% 1- +NkedE —2-(6" - RAFE ) Otk -3- —FKHEE —sn— HMl -

[0443]  J7Z XVI

[0444]
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CON 103864842 A OB B 41/43 T

Ph,C = PhC {
0T 0CH,) CH, _MWEST18 T Sg N 0(CH,)CH,

OH KOH/ & OC,H,,COOEt
M.W=555.85 M.W=715.08
[0445] ] 1- + /NEedE -3- =K F I —sn— Hl (5.0 72, 8. 95mmol) Al 7- R - PEiR &

s (2ml, 2. 44 35, 10. 29mmol) FYZ (70ml) I H, W IR AR KOH(23 38 ) o 4 R NIRE
PLREFE IR 14 /NI, [ I 28 e b 28 R B 22 T R K o 4 R NVR G Ve H1 22 25, K
Vel (3x70ml) , FF & /KB IR AT . 98 A T B 29550, B R RV T 24t (25ml)
AR A°C. MBI IEH . PR TR IER R 25, 15 3] 5 i 1- o5kt
B -2-(6" - R OHEE) COftdE -3- =K E —sn— Hl, A A AR K (6. 99mmol, W 78.1%) -
[0446] |45 1- T NkidE —2-(6' - R L) Ottt —sn— HH -

[0447]  FZEXVII

[0448]
Ph.C , EtOH/H+ *
: \O/Y\O(CHZ)wCHs S HO/Y\O(CHZ),SCHa
OC,H,,COOEt OC,H,,COOEt
M.W=715.08 M.W=472.74

[0449]  |u] 1- T NBedk 2-(6' - R ) Ofedt -3- =283 —sn— Hifl (5.0 75, Tmmo1)
1) T (90ml) R, 218 I N ER R (32%, 20m1) o B 2 VR & Wi FE FE R 4 /i,
PO VA 51 A2 5, R 7E 0K B, IR SBEAREL (3x100m1) o A HIAEA 7K (100m1) Bk B & Bl
PRI K S (100m1) FIZK (100ml) ik, 2 To/K R AN T 45 JF ik yE I, 45 s bR 2o
o WINIE CKE, FRIREWAERF T 4 Cik . EIRPTEVIG , I8 A 25 RIKYE, FH g
WHAER T ACH A LIEVTTEY G, # 0 COS VRORL A 22 5500, FRTEI T B 2w 711, 49 2
3.1 I AR . BRARMA AT LR Al (140 35 ) o BENEFF 46 300ml & 47,
MVERE 24 300ml CHCL,:EtOAc90%: 10%, 2R f5 34 4 300ml CHCI,:EtOAc80%: 20% A1 300m1
CHC1,:Et0Ac70%: 30%, & J5 B4 i & 300ml  CHC1,:Et0Ac60%:40%. & 578y I AE s N iR
WG, H G AU VR A DI vE iR oy R . 1931 1. 34 e e R, IF H LA
AR UE T T 153 - ke E 2-(6' - RO ) Ottt —sn— H, A LEE A
(2. 83mmol, WrF 40.5%) o

[0450]  Hil4% 1- T /kidt —2-(6' - RO ) btk —sn— HIH —3- IR LB -

[0451] & XVIII

[0452]
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CON 103864842 A OB B 42/43 T

1) POCISIEtaN

H, 0
]
HO/Y\O(CHZLSCH 2) HN/\/ FELN H*"}'\/\oa—P\ %
O(CH,).COOE > H "OYO(CHz)‘SCHz
2)e 3)  ACOHH,0 O(CH,),COOE
M.W=472.74 M.W=595.79

[0453] ¥ 1-+ Nkt dE 2-(6"-F & 3) C % & —sn— H il (1. 34gram, 2. 83mmol)
= & fE (1.2ml) %5 fE T 1oml THE e 3 %5 W1 D 28 15 2 B & W O I 21 0K ¥ 1)
POC1,(0. 8ml, 8. 5mmo1) (1) 10m1 THF ¥« HEHEAEAEIN R4k 4L 10 438D, IF T =4k
5245 3B e LPERE (0. 52ml, 8. 5mmol) $H~Zﬂéz (2. 4ml1) f¥) THF (25ml) Y& 4 15 7y Bhig
z&iﬁébniﬂaﬁ«é\ﬁﬁ&ﬁ REW . BHEgka: 10 438h, JIEER AV, TP RVIREY T =
B KRG, VIR E %uﬁ,ﬁﬁﬂz}i?ﬁfzﬁ?ﬂ IRV T L8 (24ml)
K (10ml) FREEWH, FHmAR 70°C, FEMEE T 1 /ey )5, IRAEWH A4
HY (3x50m1) , A HUAHH/KPES: (2x50ml) , FFAEER T BR K350, 4321 1. 87 sl 1- 1+ /5be
5 -2-(6 - RLE) OFekE —sn— Hilm -3 R SFEN, iRy .
[0454] |45 1- T/NkedE —2- (6" - R4 ) Chidt —sn— Hl —3- BERRIAA -
[0455]  J5 % XIX

[0456]
H 0 Me, 0
St 1 DMS: Nk 1]
H NN -P Me~ s~
H 1> OCHICH: PaDom  He A0 0(CH,) CH,
O(CH,),COOEt O(CH,),COOFt
M.W=595.79 M.W=637.87

[0457] 4 1- TSk 2-(6' - R L3 ) CfisE —sn— H il -3- B IR SR iR T 7 N
BE (50ml1) G EE (18ml) HREW T . 4 5 73 P i Ik IR (2. 17 52 ) oK
(10m1) Y&V, [F B 4EFRs T T 35-40°C . T 40°CHE 10 234 A [8) B 7 b 46 S5 A B (10m1)
PR ER — F S (1. 52ml, 15. 69mmol) , H44 RN T 40°CHEFE 90 438 RGN, HH4 IR
G RN A (2x50m1) o AHUAHAIKBEG: (G0ml) , FFAEMRE T BR L7, 153 1.8 FLiy
1= FoNkedk —2- (6" - R 4HE ) ThesE —sn— Hill —3- BEERADG, A B

(04581 % 1- FABEE 2 (6 - FRIE ) TR s 1 5~ BRI

[0459] 5% XX

[0460]
o NaOH/MeOH
Me\N* Q 10% NEOMETT Me | 9
Me ) S P G ~N P . i
e 14:)/\(\0((;1-12),5(:!13 Me i e\/\o 1 :o/\(\o(cnz).,scu3
O(CH,),COOEt O(CH,),COOH
MW=637.87 MW=609.82

[0461] i) 1- + /N ki FE —2-(6"- & & ) © %t & —sn— H 0 -3- % B HE AR (1.8
5, 2. 82mmol) fEFEE (50ml) RSN 10% S AL BNA TR o /tm%?ézmiﬁ% 5
NI o TS I IR — SV I NV pH T & 45, FRER K (T0ml) FHE (70ml)

B A, FRAEUR S T B RV o Wi RS IE T 25 G0 KER R B 5 Jfﬂ*‘éﬁi{«ﬂzE
IR ZEEH, A3 1. 29 SRS Y, O AR .
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CON 103864842 A OB B 43/43 T

[0462] R i A CABELERE A Eaifl (62 50) o YEMEH 200ml CHCI,:MeOH80%: 20%
FrUE, LASE R AERR PRI A, AR5 AR 48 i 22 200m 1 CHC L, : MeOH s 7K 70%: 26%: 4%, fx¢ i 18 i 42
300ml CHCI,:MeOH: 7K 60%: 35%:5%. F=4)F o VRSPt . WCEEMGY, fEIUE R g2
T, B IRAR R T A0, L TCKB R T8, HARWE TR RN EmEs N
FATBETE . 193] 1.0 50 1- T/ btk —2- (6 - %) Otk —sn— Hl -3- B IRIH
B, A Ry (B 58.1%) .

[0463] W ERAR, A% B RLLCRGAE, FLIE A HURGR T B R SO S M [ Sy =, i8]
DAFR T AN STt 7 R 4L A o A ol , AR BH 125 PIREAE , SR B IA T B S0
BAANSII Ty Z2, Je AT LA TR B R B i IR A A T e fit

[0464]  ESR AU U] CLAE HUR R () S 7 R 45 6 TR Al IR, (R AR W 2, Vi 2728 B LB A A
AR AT T AU A AN A2 B0 2 DL IR) o AH R M, 4T 8540 5 BT A i 28 5 A A4k,
SLV& AT BRI ASCR)EL K (RRS SR 58 098 Bl 2 9 o AU B 45 48 S BT e ) s AR &
A AR B ARG | N YL TP AR 227, AEAH R R B ABLF 25 ) & R sl ) e
TE BRI S ADHAE S IANAE A S o a8, AHIE PRS2 ORI 5 | - AR A R,
fEFE AN R IX RS2 SOk AT PR A R TR HR
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