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GULED . B R ER AN IR IR A o T LA AR S B A AL TR0 S AL D T 2 4%, 3F BRI AOIE %
Y 10CEL 30C. ' | | B
[0087]  {Ei% 5 K | | | IR
looss]  BERT A 2 FHAEINR AL, B 766 A1 TGA FRAY B IR 8 A 3 BRI R L, B 866,
8GA8GB 51 52539 H 3 PR KB, BT 9GG9GA9GB FRF1 B3R 104 2 F R [ i R A
EF 106G 0 106A &), H G R0 IR k. ZREBREGCE 2.3.4 7.

[0089)  $BIE 7GG AIAH IR 10GA (6G — 7G6) A1 (9GA — 106) '
- (00901 AL -0 AL 1) 55 & w11 R B Ak SR 2 AR BT B 4 Ay, 2 0 LK. St | Le TP, K. Wong,
J. Org. Chem. , 1975, 40,532-534, {B 42 75 £ pfEIX L8 [z NV AR — MR ARTE HERY . TR R0 5 £
SRR, B4 2- EUMLIE A 5 50 -0 BT R N . 4D -0 4L o- SERLLE B & {8 A
RV TN, B2 R AR -0 AL 2~ SN RE A PR B AL R ZE SCHIR P ok L3R IE

(0091]  ZERIWEMESE (I1) #h (BN 28R4 ) (SRS (140 1, 3- MR BRSNS ) A
Bl LRI ER B IKIR BN BB R P . = LIRS E IE T AT AE T, ZEAR M 35 R F AL 3 v 7
b — PR R EERZ R Z A5 TR, 66 BT R (IAk A S — AR RN R

[0092] I G55 2 Fl 3 TR BT/ BRI O R, ZE BRI AT LLRAE T H i 958 L H R st
RGBSR Y AR A . AR R, R,
[0093]  PEIZR G 28 2 Al 3 BUAP FT7R HOBE AU 16 Y R, ik BT AT LARAFAT b3 6 7 W HA (R G bt
B IR IR O EAS R AR RSB, BREMR, REFE. RELL
50CE4 80C.,
[0094]  fikEY mmmm H R e 3 h% h% EARDS £ VU e 5 5, s A

9
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R, FA Al LLGE & 78 — R A AU I B DA B BT A o
[0095] AR LRSS BTHPRENOTEANRNHE — L& 3% Xk &£ 2K Isobe Fl
S. Kawaguchi, Heterocycles, 1981,16,1603-1612 ;b)N. Sato, A. Hayakawa 1 R Takeuchi,
J. Het. Chem. 1990, 503-506 ;c)M. Ishikura, M. Kamada #1 M. Terashima, Synthesis, 1984,
936-938 ; #1 d)K. Isobe, K. Nanjo, Y. Nakamura #1 S. Kawaguchi, Bul. Chem. Soc. Japan, 1986,
59,2141-2149, ’ '
[0096]  #ZIR 7GA F14 B8 8GG (66 — 7GA) Wi K (7GG — 8GG)
(0097) B FESRERHI LN =5 LIRAFHE N K RN AEAE A K il . =5 ZBRAGIR AT LATELY
50%FE 90% 2 [8), RIVIREEL 15°CEL 30°C. &, 7 LUE o A 7R 8L dn Xt BF 2K 1 R ak R
M F AR HA BE i amberlyst A-15 KFLI A HELL K %@ﬁﬁmuﬁﬂﬁﬁ,m T@ﬂéfjx?ﬁuxr“ﬁ?
FYEIR o DU B RS e )R LR K 249 2 B ) (B AL '
[0098] L IE 8GA (7GA — 8GA) ,
[0099] ¥4k BY TGN B RRAEEIP, 3 ’—Ei%/_kﬁ%%@ié%ﬁ £ . HIERETR
k0 U 2, Bk L DO UG L 1, 2- — FF 4503 2 B2 B3 MTBE, 3 2495 571 AT LA B2 ph {8 A 8 LUVR & 0 1
T AL B A X Lo 7 S kel an 9 2K BRGe B e iR & . VIR A Z) -78°C
ZTZ*{%‘J25°CcZJE%‘%@@D%&PE&*ﬁﬁ@ﬁﬂi&@iﬁﬁi*ﬁ&&Z[ﬁﬁ%ft% 1632 IR 72 75 PO 20k
AT P R O L, BB B4 -40°C R4 25°C, R )G FH EhBE 4 1 < . (quenching) .
DEIE IS Ry BRILH 9 HR e 55 56 U726, BB AN Ry ZEEI AT A &4 — tff’ﬁlsz
JE BB SR B EUAR T D) o
[0100) 3B 8GB FIEIE 9GG (TGA — 8GB Fl 8GG — 9GG) ‘ _
(oto1] SEILEAS M ERERIE W (F1 R B =R E LI IRAL AR AR G [E T R BT LR
TR AR B = R R B T e B T e A AR W R G Z R DR IR L 1, 2 R LR 2B B DMRP
I‘!‘ Bl ) SORCEEAT YRS RO o PR AR A = P Ak T R e AR I A P DL RV T2 DR
RRIRE R ) -5 CEL) 25°C. RNETE KL 5 5 EfP‘Eﬁ”] 2 /NI .
[0102] - SBIB 9GA (BGA — 9GA) ' ’
[0103] 44 9CA MR TE VAT R, IF 55 SR N & R R Ao FRE T RO AL 12 P (R AT LA
R E N BR ST EA ). 2% H ) 146 5 33 1030 R 30 S 7 ) % 00, TIT LA B B o 2% B
B R R A S B % . RZIRE ] ATELY T8 CEL 25°C. A8 I R IR AR
W R E VIR 1, 2- R 2k B EAh 2 SR LR 2R RT A IX L ) AT
DLBAIE A LIRS TR BE U 5 R RS A . IR RS R
AP E PREAR S, VK %Eﬂ}iumwﬁ“ Y1 -78°C E L) -40°C, T8 {515 R HE
ERY 0CEL 25°C, RIERIERFZMEILE .
[0104] 1% 9GB FIEBE 106G (8GB — 9GA FlI 9GG — 106G)
[0105] = TEARUEL T (% . V. VanRheenen, R. C.Kelley #1 D. Y. Cha, Tet. Lett. , 1976,
197}3),f@;‘df—ﬁ{é{w@E’H’%’L%%&%U%%%U%%E@%ﬁ%%wn:—;Eﬁﬁﬂ N- ALY N- R
Wbk —N= AL FE THF 7K 7B R 32 78 AT By ) o 3 AT SR Ak 2 Y (osmylation) , ¥ A FE4L
oL R SR AT LA 2 15 C L) 50°C, {REL 40°C, SN E) A 4 12-48 /i,
[0106]" xHWHﬁTEWﬂ% i il ’é}ﬂt)xuzcﬁiﬁ Txt PR AL R R, 4 Sharpless ff
&, ¥ 9CPT B #ﬁﬂ:ﬂcﬁ 10G (R) BX (S). Sharpless 7~ 5t #k WAL R N B 5 2% Sk
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#& :G. A. Crispino, A.Makita, Z. -M. Wang, K. B. Sharpless, Tet. Lett. ,1994,543-546 ;
G.A. Crispino, K. -S. Jeong, H. C.Kolb, Z. -M. Wang, D. Xu, K. B. Sharpless, J. Org. Chem. ,
1993,3785-3786 LA & i% 3C & # 5| Al M9 iF £ X #Ek. K. B. Sharpless, W. K. Amberg, US
5,227,543 ;K. B. Sharpless, M. Beller, B. Blackburn, Y. Kawanami, H. —-L. Kwong, Y. Ogino,
T.Shibata, Y. Uk1ta L. Wang, PCT W092/20677 :J. Hartung K. B Sharpless PCT WO
93/07142,
[0107])  53% 10 #74> (10G — 10(,(R 2 S))
[0108] FEHFHAERIP ERREAFLE T, H ZBAEN Bl in 28 244 B Z@&Féﬁﬁﬁ@a
R BN 2 B2 L BB AL BE AN E E A —oulE 106. Rl Re BRI R FEBE S 2 be, IEB R LA cepaica
U 2 A MBS (Pseudomonas cepaica) . 1'Efﬁi?7i?£7IJ?%?Uﬁ—EI’JZx%E’F’Jﬁﬁﬂﬁ
— I GBS Z R NE A 25-45C YRR LA 16-40 5T / T BRI T
7o JOREF= ) AT LA FA 3% 18 G MLV T T 45 a1 7 500 B, B ok A R R i vk
oy BERRTRARIEYCAERE (%6 ee) FILAME FHE R BAFELL NMR I & 203 8 i 5 1
HPLC 7 #7 il 52
[0109] "'ngz 11-14 :
.[0110] T4 s ORE AT LA A XS R %/ﬁ%m@‘*%&ﬁmtw I )X R 1 VR & ) 2
o NFEMECR T RE. h MBI N, ER G 415 WL R I RSB &
“XJE)&MSO ZBR-NRAEEEZUKREFR“R” B “S” iR, HP—ALHRE “106R) 7,
SMEER AR RERFUKRE FRC"RT. HP—ASLFR“106", ZNEEG. 4
R, A5 B 52 8T AR AXL R D 2 o BT 7R i BB 2 WJZZDIEI%%G&%xj\tﬂﬁl*/%ﬁmﬁ‘f“%m&

OREE 13, AR TNBEEREMA MR . FRE R RIHERE RS R —

FEEAR . BRMAE FHBME, MARHEZEN R,

01111 BIE 11106 — 116)

[0112]  7E Swern T 44446040 DMSO . B BE SR = Z B2 78 F » 7R A6 SR ?Fé@#ﬁ?‘utn_ AR
Geep, AE4 —T8°CE LY 25 C IR, B Sk R R — o B AL R R R . B, AT LU
TEMPO BRE AR TEMPO 24— ZL B4R —TEMPO 4K 76 PIRE 22 55 7P 458 A I 08 S VA VRBE 4T 4R
WL, BT IR P AR 2R 48 /K AT AE R il an — R P i . RAZIR B R4 vCE
29 +25°C, RAIBFIRL R ) 30 3 8h B4 2 /e

[0113]  Swern &4 7E A. J. Mancuso 1 D. Swern bynthesis 1981, 165-185 F iR « 2
7J<$HE|EE:JZ{4=1§%+Q§<J9E}33ZE’(JW§$E%,L%E P. L. Anelli, C.Biffi, F. Montanari ¥0 S. Qu101,
J. Org..Chem, 1987, 52, 2559-2562 Erlﬁﬁﬁiﬁw th)‘(@t%l)@iw’ﬁﬁ%%

[o114] S 12(116 — 126)

[0115) L& RH UUFM\I?E’\U‘?‘?H%E%%% 116 #546H 126, ZESE—Fh 77 ik, A AR
B TR TR 116 SR ZERR 126A-1 o ARJEFT LU IE 55 = F 2 B R AR S R 7E — L IR S e
RO H R R BRI AL AR 126, TR R R TT AR 116 — 2B 5E R 126, S REE G2
BT R 12EF AR 2 HERE a. % ‘/FWU?B‘Jﬁ}%ﬁizﬁéfiﬁﬂﬂﬂ)ﬁ}fiﬂﬂﬁlxﬁﬁﬁn
[0116] &R FERE EETEMBETS= ﬂ:ﬁﬁﬂ)ﬁ)‘.“ﬂ%%”‘"‘% MEETS =
Eﬂ%%‘f&k’-"%ﬁﬂ}iuﬁ?%ﬁiﬂﬁgo ZNEERGCEHE S ﬁii%% 121892 A28 2 ﬁl’a’n\ﬁfm b=-1 1.
-2, B, W%FE‘J I T LA S 3 it 5k

11
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[0117] K 116 #4kh 126 BE8 =M vk R eV B EAL TR TP 5 BHIBF. S REER G2
5 IR 1218 B, BEEMNWMREFEEBRIAE. R/5H TEMPO #1k, XK QBRI FLEF
Fih. TERAZFEFRHREMEFERERM. SNERCES TLRIZEEBHE 1.2
3T ZFENNARER T FATARMNEM UL S HE RN E

(0118]  "FTHKSE MK 4% A F1 B, fRik2 12 B. S MERCH 4 15 W,

[0119] IR 128 A(11G — 126G i&fE A) :
(0120]  x&4% A BLFEPINER4GY, # 4 1 FEE > 2,28 2 WAEE 1 f‘BﬁzI‘ %2 Waint

ERA R R Ellﬁ?éaiﬂﬁzb BEAS 2EHAWBEZa RE— NP E. MERAE 2
aHEE L BARN SR, EEG;%4Jﬁ:,&,a,\TthT—ﬁ\ileiﬁ*@f?k,ﬂz%fﬁTE
1LH*J¢14SEWZ!SJFM/%JHE1$D ’

(o121 2 1 #i7 .

[0122] 1)514%_ZE3CF§J}\F)TLE/35§VF_F Al E B EATERREER. & 1B S. Bal,
W. E. Childers, H. W. Pinnick, Tetrahedron, 1981,2091-1096. & {8 A E AL 03 an i & 4k
em’ﬁh%ﬁﬁ%&(uﬁwﬁk"ﬁta f =4 126A-1.

(0123] 28 2 #i4r

[0124] &% a

(0125] HEFEFEREM—PRETEMNPE, IR -FEFEREMREE AP
B S P ) = P B B e e B A L A SR M TR A B P AE . B UL T. Morita, Y. Okamoto,
H. Sakurai, J.C.S. Chem. Comm, 1978,874-875, #F1 M.E. Jung 1 M. A. Lyster, J. Am. Chem.

Soc. ,1977,99,968. AJLAMMAMLEE, HAR LT . KNERE AL 15°CEL 50°C, N
[F) Ay 12-48 / JHT b= A 126, ‘

[0126] &b

[0127] ﬁﬁéb 18 1 3R Frf*%%ﬂ‘iﬁ%mﬁ/\J%U\%Wﬁﬁiﬁﬁo S 3 A Ak,
FIEAER 2R 48, R IE AR A0 TR 2 R AL S A 2 AL R A B . R RO 7
AR nxﬁl}ﬁ*éEF‘Z‘I? RNAEZRSFE T AL | BH AP KRN ET T EL 156TEL 40C
(TR R AT 2 2-4 /B

(0128] B E, T LAFELY A C AL 20°CHIRE T, FEwfwun — & P, Bt 5 =Rk
ML 30 535pE 29 2 NETBRETF R . FULF=2E 126A-2, 3 126B-2,

[0129] &% b-2 {58 2 E4 ﬂuﬂu_tﬁﬁﬁ,ﬁﬁ‘:‘. Bk B Tk e AL T SR R SR, 1851 126
(iZSBETRER B 3 BHR. )

[(0130] IR 1238242 B(116 — 126, ;é B)

[0131] &% B 1’3 RE1 - ‘

[0132]1 2513 uiﬁﬁfém‘fuzﬁwﬁi%i#%ﬁﬁmﬁ%%%@j Pk 45 A AL TR 2
¥E%M<f%£4£¥UYJi4m¥%L%)ﬁ@Z%E¥ RIERIEF T, RINIEFE. RNESSA T E
291 BHANKAEREN T EL 15CEL 40 CB’J/me‘TlEﬁQ’J 12 496 /it HE
e 12681,

[0183]  ZE 25y MRISEESTEMRIERE RIFERIAF T, R Swern 4 f4H47) 40 7E DMSO.,
A= LT R FEBER N KPP ALY -18CEL 25°CHIEE T & ik,
18 FLEE AL .
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[0134) =K%, AJ LLE TEMPO BREXAL () TEMPO 4l 4- Z, Bk %, —~TEMPO 4 4k . 7E i 48 2 45 4

R G BRSNS R AT 2 BAL R N, BT R I AE R 45 K F3E BT A& s 5 ) an — & e 4H Ak

RNIRE ¥y -5 CEL +25°C, R NHT IR #) 30 FEREL 2 /T, HILF=4E 126B-2 8L

126B-1,

[0135] ZE3#f4 M=ZFEPEEHREMBRERE, FIR=PEPRETEMEBE - P

ZIEP I = P E PR AR B TR G AR . S n ERTR . X193 126,

[0136] & 13(126 — 13G)

(01371  ZERRINEALER  EALE BT AT IR ER AN IR BR B IR IR A B AUIZ I — R A 2 1

JFEF FER M JE R 5B ) — R IR .DMF BR ZBE P, 4649 20°C E 100°CHIRE T,

¥ 126 H5NGBRERG TN AR P IS CBRERU T Be R .. SR G 58 5 T Lk mI M

B 5HGERRIT BEF 5% BR S 75 DMSO 124 50°C R R 7] LALLFR ZE IS FMe e R4 B 7

Y. 2EEEE, &Y 136, '

(0138)  sBI% 14 (13C — 146)

[0139] FEZB0CEL 1I0CHEAE T, Bl 5®EEPIM=M LR NA 10 738246 /)

I 4 A2 B ECGE DA LA BE T A AZAE R BR 5540 24 146G TRAINI AW B 25 IRk i 444
RUTHFES=ZRMLIEEREY, K NIRAEA 100-110°C, KN BFE]h 1-4 /NI,

[0140] 7SI EIR A 31 FHRIFTH 25 SO BI AN A SCHE A 5% . (8 A Lk 77 iR i

1 R A AT % ol A 5 7 2 B8 1 4t A R BT 1k AT 58 A 8 T () S R o S R R

— AR SEETT SRR R CPT-11 AR T/%?Fﬂ EFHEIT IR o % ST T AR UL

MR B, TS 2 DA AT 7 2R PR A o B

(01411 [ CPT-11 A VL. &F*%ﬂﬂ:ér%

(0142  ZBIR 1 (FFHEER— 1CPT)

[0143]  JEATIERR (152.0 3g,0. 98 FE/R ) FASULIY B4 (107. 71 35, 1. 02 BB/R ) BVEFEBE

LA (450 75,273 ZF+, 2. 9 BEIR ) &, FHAE 130°CRIBPUB P In#h. MABMEE LT 75C

INF, A RS RS T O, 1R BB TS AR BB . ZRNAE 130T 18 /I, SRIFINHE

145 CIREF 2 /NS IR EMA N E IR, BIN 2 ATk, FHiRE 2 /e W E RS R

L5 FZBRZEs . G AT TR, it vk, HEER,. 1951 146.9 72 (78% ) ki alE

(LN : ‘

[0144]  mp 195-197°C (dec). (lit. 'mp. 205-207°C ).

01451 'H NMR(300. 13MHz, DMSO—d,) 87.80 (s, 2H).

[0146]  "C NMR(75. 47MHz, DMSO-d,) & 122. 87,114. 60, 150. 13, 163. 66.

(01471 FRERFE o1 B m/z 192, ST{E m/2 192

[0148] &3 3CHK

[0149] 1. M. E. Baizer, M. Dub, S.Gister, N.G. btelnberg J. Am. Pharm; Assoc, 1956, /15,

478-480,

[0150] 2. ¥E DDR &H) 154538 shfifiik T 7E %2 & 3 A {5 A 7 ﬂﬂﬁ’éﬁ%ﬂto

(01511 B 2 (1CPT — 2CPT)

[0162] 4 1CPT (6.6 ,0. 034 BE/R ) 55 82 ZEF+ THF 1R 4, FH4 IR S WA EE —40°C .

KY)15 AP NRAL ZEE 8 (52 ZF, 104 ZHER, ETHF o) REER NN R E R D

13
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fKF -30°C. BEAR, BHEEIZFOEBESYEAE 0°C, FH74E 0CHLFE 1 Iit. HRNES
VIBANE -25CHMANFERPEE (3.2 ZF,52 ZFE/R ). £ -25°CRMN 15 280 E, IIA
20 BT M £, PR A VB AE FIR. S B S, FRAMM 3X 10 ZFF THF K5, & JF
() THFE A0 FH 2 #) 15 ZF IN EEALIAN 15 Z A BRI EALPRR S BeiR. RGH 16 ZH
AN GBS PRI — IR A AR B T8, SRS R Fa Al . INAFR 2R (50 ZH ) . 3F
BRER A R, ERIZHEBE 6.01 571 (84% ) IR, MEAFE .

[0153] mp 60-63C .

[0154] 'H NMR(300. 13MHz, CDCl,) & 1.17(t, J = 7. lHz,3H),2.88(qg, J = 6. 6Hz,2H),
7.61 (s, 2H). '

[0155]  '*C NMR(75. 47MHz, CDC1,) & 7. 50,32. 61, 120. 88,147. 66, 151. 83, 197. 15.

[0156]  FRFRBTIE 8 AE m/z 204, SEI{E m/z 204.

[0157] IR 3(2CPT — 3CPT) - |

[0158) 4% 2CPT(90.2 3%,0.44 B8 /R ). Z —EF (650 =T+ ) A= FE FREEIEE (140 =
T LR ERR T RE N, HRAMTEHEROCER. 912 /N ERMNTE
Ao BEIA L FF IN EEALE R P A, HH 3X250 287 1 1 L LR OEE / BRge
HE . HIFAHIREUK, AR THRIFAR. ERETTTHRERERRKY, 153 109. 71
%, (100% ) P4, . ’

[0159]  'H NMR(300. 13MHz, CDC1,) 8 0.80(t, ] = 7.4Hz,3H),1.78(q, J = 7. 4Hz, 2H),
3.72(t, J = 7.0Hz,2H),3.99(t, J = 7. 0Hz, 2H) , 7. 27 (s, 2H). :

[0160]  'SC NMR(75. 47MHz, CDC1,) & 7. 45, 32. 77,65. 10, 108. 94, 120. 30, 150. 57, 158. 06.
[0161]  FRFERJTTIE - v ELME m/7 248, SEW{E m/7 248, '
[0162] LW A(ICPT — 4CPT) '

(0163] 4% 3CPT (7.5 78,0. 23 BE/R ) WAL FEE (170 ZH ) . MAFER 80 ZF,
0. 35 BE/R, FE BRI 25% (R ) W), H7E 85°CHlB T R BRI . 20 /RS,
R RR AP I E B, RIFEH 250 ZA KK IER N . EPIARRSYA 200 ZH AP

T, U, HFURAE IS I, IR E LS, 155 50. 43 35 (89% ) kK I 14
(0164  'H NMR(300. 13MHz, CDCl,) 6 0.88(t, J = 7.4Hz,3H),1.85(q, J = 7.5Hz, 2H),
3.78(t, J = 6. 9Hz, 2H) , 3. 93 (s, 3H) , 4. 02(t, J = 7. 1Hz, 2H) , 6. 73 (s, 1H) , 6. 98 (s, LH). °C
NMR (75. 47TMHz, CDCLy) 8 7. 62, 32.53,54. 04,64. 79, 106. 25, 109. 23, 113. 83, 148. 33,
157. 27, 163. 94. A

[0165]  FRARIYE - vh8AH m/z 243, SEMME m/z 244 (n+1)

[o166] L% 5(4CPT — 5CPT)

(01671 >R ACPT(73.05 3%, 0. 299 /R ) ¥E#RTE 1400 ZBFRETLH, FHEHE -10C. R#F
PIRRIRE < 5°C, F 10 A4 IATE T 248 (204 B FF, 0. 588 BE/R, ZTE T 2. 5M) » 16 T
MR INSEEESS , 78 OCHEEEA IR A Y 30 4P . RIEEZIREWAEZE ~30°CH A N- B
BERRE (66.0 ZEFF, 0. 588 FE/R ) » M LR AWRIMZE 0°C, FHLE OCHIHE 1 /b, @i inA
600 ZF IN R FIZF A BIRAWE LR . 43 BS54, B 2X 250 ZZF+ MTBE 2 HU /K 4H .
BHEHUAR, 153 5aCPT B K — 82 BARER EH 4 1 1 W0k / 2B 288

14
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ITEaEditl, BRI 4K) 5aCPT B &, ZHE S T3 T E M R

[0168]  [] 5aCPT B P IAK (250 ZF ) RALPY T E 4 (8.3 7%, 0. 029 FE/R ) FHHE
L8 (11,3 35,0, 29 BE/R ), A ZBRBIZUR I ZRE Y. 418 /M EERRNTEHK. 0
A 20 ZFTAER, IFEBEBFE LR AW 30 2 5. BRZ/KAE, B HLAEA 500 ZEFHKBES 1 K.
EREANA, BF)M. 1ZME 800 MERK LA 4 @ 1 HCE / 2B ik, 15
BRIP4 57. 30 30, TI % AL 77 28, WA E) 15.0 73 (20% ) ELAC4lifr] 4CPT. :
(01691 'H NMR(300. 13MHz, CDC,5) 6 0.96(t, J = 9.0Hz,3H),2.03(q; J = 9. OHz,2H),
3.75(m, 2H) , 4. 00 (m, 2H) , 4. 00 (s, 3H) , 7. 13 (s, 1H) , 10. 44 (s, LH).

[0170]  '*C NMR(75.47MHz, CDCL,) & 7. 32, 33. 28,54. 81,64. 78, 109. 66, 114. 67, 117. 20,
150. 83, 157. 52, 161. 75, 190. 80.

(0171]  ARFRIEVE VB E m/z 271, SEI(E m/z 271,

(0172 'H NMR(300. 13MHz, CDC1,) 6 0.84(t, J = 7.5Hz,3H),1.87(q, J = 7. 0Hz,2H),
3. 74 (m, 2H) » 3. 92 (s, 3H) , 3. 97 (m, 2H) , 4. 72 (s, LH) , 7. 05 (s, LH). '

[0173]  "C NMR(75.47MHz, CDC1,) 8 7. 46,33.01,54. 50, 56. 16, 64. 98, 110. 25,114. 53,
119. 15, 147. 39, 154. 50, 163. 00. -

[0174)  BRFRBAHE vH5E(H m/2 273, SEIME m/z 273,

[0175] 3538 6 (5CPT — 6CPT, B3 CPT %8 2 TT

(01761  FEZXF HIMDEHE 28 U 2 Mﬂf“ﬁ“%%mm KRR 12 FHEEM R, ¥4 B5CPT (503. 98
5L, 1 841 PEIR ) VERETE 1330 ZF+ THF . fREFERERT 30°C, Mg imA 1188 %
T+ 20 % BUT B THE 3. HEFHIZIR &4 30 208k, ARG DR FF A BELRE AR T 30°C, @it in
R F AN TE SR (230, 0 BTE, 2. 11T BE/R ) TEERTRINTE RS 78 20-30°CHEPHZIR &
WP 1A N BN 38 ZEFE 40 % =P KR FETE 20-30°C BB IZIR A ) 30 40
AN 276 ZZF IN EBRERAN 2 T+ 208 L, 4> B & 4. %‘*MHH% 3X1 ﬂ7k«5*a/%é %)—Kﬁ’)—z
EFNH. PRI 663, 5 7,99, 3% LSRR

[0177]  'H NMR(300. 13MHz, CDC1y) 80.75(t, J = 7. 4Hz,3H),1.82(q, J = 7. 4Hz, 2H),
3.61(m, 2H) , 3. 82 (s, 3H) , 3. 85 (m, 2H) , 4. 48 (s, 2H) , 4. 57 (s, 2H) , 6. 97 (s, 1H) , 7. 23 (m, 5H).
[0178]  °C NMR(75. 47MHz, CNC1,) 8 7.50,32. 96,54. 47,62. 83,64. 73, 73.20,110. 12,
[14.8,116.42,127. 54, 127. 76, 128. 24, 138. 43, 147. 91, 155. 62, 163. 74.

[0179]  FRERFIL i1 BME m/2 363, STRME m/z 364 (m+1) .

[0180] /BB 7 45 P P AN 7] YT B B JUSE, BV ZR 1) G 0 A, 253 8 7 = RS IR B0 AT it B 2 R o
% LB CPT 48 2 7T, |

[0181] B8R 7G (6CPT — 7CPTC) | ,

[0182] il %3 b AN A 6CPT (66. 45 7, 183 ZAE /K ) Z B4R (2. 05 75,9. 13 BZBE /R ) .
DPPP (1. 1450, 10. 0 2B/ /R ) (IR (37. 86 78, 274 ZEJE/R ) L IEABE (665 ZFF ) FI DMF (332
) o MZBEPRAE S, RERA—EMN . E—FHBRSA T $ZESWMAE
90°C#1 16 /. SRJEH RIS ENIFHESR . BREBEE L (celite) i yERR F M 4, 3+ 350
ZTFF THF BEiReEBE L o 5 I 0B FIE IIR 45 240 400 ZFFHIETR. IIAIK (700 ZFF)
FIMTBE (700 ZZF ) o 23 BS/KAH, 35 F 350 Z=FF MTBE ZEL . 4 3£ MTBE ¥ 1% FH 4 X 350 ZZF+
/MEHX FABR RS T 1 3E 25 R, AR (RER :230-400 B, ¥EIIF 80 20 Biks / Z.H 2
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fis) 4ifkfa, 155 68. 03 77, (89%4kZ/ o3 ) k& A,

[0183] 'H NMR(300. 13MHz, CDCl,) 6 0.87(t, J = 7.4Hz,3H),0.98(t, J = 7. 4Hz,3H),

1.77(m,2H),1.93(q, J = 7.4Hz,2H),3. 71 (m, 2H),3. 94 (m, 2H) , 3. 99 (s, 3H) ,4. 26 (t, ] =

6. THz, 2H) , 4. 59 (s, 2H) , 4. 74 (s, 2H) , 7. 29 (m, 5H) , 7. 82 (s, LH) .

[0184]  '*C NMR(75. 47MHz, CDC1,) § 7.5, 10.42,22. 02, 33. 08,54. 07,63. 08,64. 72,

66.98,73. 29, 110. 26, 117. 05, 122. 14, 127. 51, 127. 99, 128. 22, 138. 45, 144. 70, 153. 62,

163. 88, 165. 29.

[0185]  ARARJEIE v SEME m/z 415, SEMME m/z 416 (m+1) o

[0186) LB (A(6CPT — TCPTA)

[0187] ¥ 6CPT (50. 0 7., 0. 137 BE/R ) WEHRLE 50% = M Z B /KB (250 B=F ) P, F7

FEBRE 48 NI MK (200 ZEFF) FIZBR ZHE (200 ZF ) . 4 B %40, Fl 2.1 2B

(3X200 ZFt ) ZEHUKA. & IFHIAVAFEIKEES %m@& (600 ZF) vEk, HERE

(7 TFA #7F% 2%, SR JE 7K (200 ) #hEigk. BHLUEF /KRR ?fs.%, TR SRS, B

42.6 35, (97% ) 7).

[0188]  'H NMR(300. 13MHz, CDC1,) & 1. 04 (t, 7. 2Hz, 3H) , 2. 71 (q, 7. 2Hz, 2H) , 3. 95 (s, 3H) ,

4.47 (s, 2H) , 4. 56 (s, 2H) , 6. 77 (s, 1H) , 7. 29 (m, 5H)..

[0189]  '"*C NMR(75.47MHz, CDCl,) & 7. 39, 36. 15,54. 56,63. 16,73. 43,113. 35,115. 73,

127.86,127.97,128. 51, 137. 50, 147. 81, 153. 07, 161. 38, 204. 47.

[0190]  BRARIFEHE - THEAE m/27 319, SKIM(E m/z 320 (m+1) .

01911  BIR8H =M AFIHIFTEER S, BIRS) G A F1 B, Z WL CPT 28 2 F1 3 T,

[0192] 5% 8G (TCPTG — 8CPIG)

[0193]  ZEZ WM TCPTG(68. 02 53, 163. 7 ZREIR ) WSHRTE 384 ZFF 50 % TFA /KA Wi o

R LR EY) 21 DT O 880 ZF4K, FF T 2X 500 I+ ZEE ZEEEBUZR &Y

B IFEHARIER 2 X500 BF/K B, RIF AN BR BR ZUAh A PR IR TR TR

B 268, 155 59. 86 71 (98. 4% ) ik (PR F=4). .

[0194]  'H NMR(300. 13MHz, CDC1,) 6 0. 96 (m,6H) , 1. 72 (m, 2H) , 2. 68 (q, J = 7. 2Hz,2H),

3.96 (5, 3H) , 4. 23 (¢, J = 6. THz, 2H) , 4. 42 (s, 2H) , 4. 58 (s, 2H) , 7.24(m, 5H) , 7. 48 (s, TH).

[0195]  'C NMR(75.47MHz, CDC1,) & 7. 55, 10. 41, 21. 99, 36. 21,54. 13, 63. 83,67. 22,

73.56, 115. 50, 121. 49, 127. 86,127. 97, 128. 19, 128. 37, 137. 32, 144. 87, 150. 96, 161. 31,

164. 54. ‘

(0196]  FRERIIE 1180 m/z 371, SCIME m/2z 372 (m+1)

[0197] B4 8A(TCPTA — 8CPTA) ‘

[0198] # TCPTA(1.00 38,3, 13 2 FE /R ) W MR ¢E 5 & T+ THR 1, 3¢ 76 B F 44 40
~10°C., PONIRAL Z A HE 8 (2.9 BB+, 4. 4 ZRAEIR, 26 THE HR 1. 5M) » ¥4 RS ZE —40°C 47

%L LN, SRFG IR AE BIR . EEE | /D E, AWM EAEKBE 10 BF) RN

REWEIL RN, HAZRCEE 10 2ZH) W8, KB 10 BH 28 ZEER, XRS5

SERTRTENLE &I, FBBR T4 kg, %@J 1.098 7 (100% =2 ) ¥R BEHIE M.

[0199] 'H NMR(300. 133MHz, CDCly) : 6 0. 87 (t, J = 7.32Hz,3H), 1. 79-2. 00 (im, 2H) ,

' 3.93(s,3H) . 4. 54 (s, 2H) , 4. 83 (s, 2H) , 5. 16 (dd, J = 0.99Hz, 10. 59Hz, 1H) , 5. 25 (dd, J =
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0.99,17. 23Hz, 1H) ,6. 01 (dd, J = 10. 59, 17. 23Hz, 1H) , 6. 94 (s, 1H) , 7. 30~7. 37 (m, 5H) .
[02000  '*C NMR(75. 468MHz, CDC1,) : 6 7. 7, 34. 2,54.5,62. 6,72. 4,78.0,114.0, 115. 6,
115.9,127.9,128.0,137. 2,143. 0, 148. 2, 159. 2, 163. 1.

[0201]  FRFRGIE vHHAE m/z 347, EWHE m/z 348 (m+1) .

(0202] IR 9 FH=FAFEMI A GEHI RN, BIR S G, A F1 B, & ILEIZE CPT 28 3 T

[0203] 538 9G (8CPTG — 9CPTG)

(02041 HFURAL PRI = ZRFEBE (2. 14 70, 6. 0 ZEAE/R ) WEMEAE 15 27 DVF b, FHEZRMR
Fo AR - Z R PGB MA R (10 ZBFH,5. 0 ZEER, AEFRKF 0. 65M) , FEZIE
TRERFA B EE AR AR 10 248 —IKINA 8CPTG(1. 48 77,4, 0 22 /R ) £ 5 BTt
THE HR BV, P2 AR AL, FR IR KR AR (. BEREIZTR & 10 238 5NN 86 Eh il
T AT I SCPTC MR, @I AN 10 2T IN K IE R Mo AN 20 2T+ MTBE, 3£ 43 5
M. AKAHPE 2X 20 ST MTBE 2EE. A 3F 9 AT 3X 20 ZET K veie, FRARIREATT IR
WA R R B L 16 BA KRR (LRBZRKBENYER) . ZERERR (42058)
4| Ot/ ZRRLBEFAT gL, 185 1. 39 T (92% L2 ),

[0205]  'H NMR(300. 13MHz, CDC1,) & 0. 85 (m, 6H) , 1. 59 (m, 2H), 2. 20 (a, J = 7. 4Hz, 2H),
- 3.89(s,3H),4.12(t, ] = 6. THz,2H),4. 33 (s, 2H) , 4. 42 (s, 2H) , 4. 89 (s, 1H) , 5. 06 (s, 1H) ,
7.17(m,5H) , 7. 35 (s, LH). : 2
[0206]  '°C NMR(75. 47MHz, CDC1,) & 10. 43,12. 07,22. 02, 30. 23,53. 95, 63. 79,67. 00,
73.03,114.66,118.67,121.40,127.60,127.90,128. 26, 138. 21, 144. 49, 147. 58, 155. 33,
163. 11, 165. 25. o

[0207]  BRFRJFUE v E(E m/z 369, STIME m/7z 369,

[0208]  ZZER 9A (BCPTA — 9CPTA) o A _ o
[0209] 3 BCPTA (0. 500 32, 1. 43 BEHE /R ) HAMEZE 40 B&FH 1 & 1 RS | R P, A
HZE -70°C, SR FAESIRIT 15 2058, {8 We lshach SR 492 oh () B4 B 1B, B
BEWHWA R . ARG HE SRR 5 8 i id B R A, 25 AESWIT 10 4
Bl FEONZALE (0. 250 55, 6. 61 ZEEE/R ) 76 5 ZEFF 50 % B 7K v W o (0 7 G b 3 1% —T8°C
B 15 AP ENE, F L NEHE RSB A E B FEEE NS, B IM B R (0 ZH)
POk R, 34y B & AR . KARSYHIFR 20 AR 10 BBTHO S S P AR, 51 5 B AT B
JEA I, H AN TR . LRI RS, 1930 0. 491 TT (99% AhEEFE4 ) Y 9CPTA.

(0210]  'H NMR(300: 133MHz, CDC1,) = 8 0. 82(t, J = 7. 20Hz,3H), 1. 86 (dd, J = 7. 20Hz,
14. T1Hz, 2H) , 3. 69 (s, 2H) , 3. 96 (s, 3H) , 4. 19~4. 31 (m, 2H) , 4. 28 (s, 2H) , 4. 59 (s, 2H) ,
7.20 (s, 1H) , 7. 40-7. 29 (m, 5H) . | | |
[0211]  "*C NMR(75. 468MHz, CDC1,) : 6 7. 61, 35. 44, 54. 50, 62. 97, 73. 40, 75. 26, 84. 72,
113.71,114. 13,127. 91, 128. 18, 128. 35, 137. 48, 148. 56, 158. 01, 163. 46.

[0212]  FRARFTHE - vH B (E m/z 351, SEIME m/z.

[0213] 4% 9B (8CPTB — 9CPTA)

[0214]  {FFH 5058 9CPTC H B idk ZEALL IR 550 41 o

[0215] 358§ 10G (9CPTG — 10CPTG) o e | |
(02161 A1 BRI 9CPTG (100, 07, 0. 271 /R )3 = B B% N- SLAbA — K A% (90. 24
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50,0.81 FE/R ) FOUE ALK (0.68 75,2. 7 ZFE/R ) LAK 300 ZF AU EE. & iZIRE DI
F40°C. 24 /B FZIREWAHE 20-25Co A 300 ZFH7KFN 110 Fo 4k I B ER S50,
I Z R HZREY 30 8. ZRAYA 4X200 BF 288 2B . &I E N, IF
5 50 78 70-230 HEER—EHHE | DT HEERITIE A 100 BH LR LB R. B
5100 SRR IR B — OBk 30 7080, ARG TS K EIE 50 RERA RS Lidik. &7
TR R GG R IO 200 ZZFH B 2K F0 800 ZEFHHEfE, FHHE —20°CH iR AW 4 b 18 /it
TR TS E 1 I 200 ZFHBEGTBE%R . 153 83. 5 5% 10CPT. MIER F Bl 55 4M 10CPT 3
RGNS A -

[0217] 'H NMR(300. 13MHz, CDC1,) 6 0.74(t, J = 7.4Hz,3H),1.03(t, J = 7.4Hz,3H), -
1.80(m,4H),3.69(d, J = 11. 2Hz, 1H) ,3.86(d, J = 11. 2Hz, 1H) ,4. 01 (s, 3H), 4. 31 (¢, J =
6. THz, 2H) , 4. 88(d, J = 10. THz, 1H) , 4. 96 (d, J = 10. 7Hz, 1H) , 7. 33 (m, 5H) , 7.'64 (s, 1H).
[0218]  '*C NMR(75.47MHz, CDC1,) 8 7. 55,10. 41,22.01,31. 71,54. 16,62. 95,67. 13,
70.86,72.69,80. 12, 117. 83, 122. 25, 128. 00, 128. 42, 137. 14, 144. 74, 155. 82,163. 16,
165. 23. .

(0219]  FRFRJFIE - vH B AH m/z 403, SETME m/z 404 (m+1) .

(0220 5 10A(9CPTA — 10CPTA)

[0221]  ZEIRA WA E FLHHEAS KPR &, 45 9CPTA (2. 13 78, 6. 0 ZEME/R ) WARLE 1- T
B (25 27 ) FIDMF (50 ZF) o MHEFEM P AN BEABRBRAT (1. 24 73,9. 0 BME/R) (&
B (17) (67 2&75,0. 3 2=/ /R ) F1DPPP (124 277, 0. 3 ZJEIR ), AR5 H — S ALk, IF
IAAE 85°C L ARFE 15 3. SRIFH RSB S A HIE FIRFFFIEUSIRIT . T 10 W R e T
ik, FHZERZEE (3X50 ) BERREE . S IR A SR E AR A T . 1%
A ZBRZWE (100 ZF) Fikk, FTEEHK (50 ZT1) Beids, RIBE ARG . BAEEIES)
B (EERE, 230-400 B, 1 ¢ 4 ZERZHES @ SEEseF)) . B3 1. 40 73 (58% ) 1 10CPT,
[0222]  HHATLHR 0 J&, AT LAY BESC A0 14, 2P IR REE 5B 10 i, 2 REI%
CPT %8 4 T, ,

[0223] L 10¥KSy

[0224] [ B IF AE 200 ZEFF AR 260 T 284 A9 10CPT (8. 0 35,20 ZEEE/R ) HANA 8.0 78
PS=30 BEALF (B AL ER Celite 521 LRI AHBARES ) A1 1. 85 7 (20 =
IR) LR LS5  AE ZIRANG AT BRI HEIR B 24 /N o SR AL, 48 A 30 AR A T B
(3X 100 BF ) Yok, B IRGH HIETIEL 25 2T, SRBHRFE 0-5°C , i JE 8 57
PRIEIORIF P B8 (3X 25 ZEF) ¥k, 193] 2. 75 30 10CPT (s XFBE4A ), [a],® = +3.25° &
G4 (>99% ee HPLC Chiralpak ADFE,90 : 10 Bkt - ST, 1 BEF+ / 4344, 254nm)
[0225] (B 11(10CPT — 11CPT) -

- [0226] [l A N N 10CPT (0. 565 5, 1. 4 ZZEE/R ) - Z BE4R -TEMPO (0. 006 35, 0. 028
EEEIR ) IRALER (0. 0167 51,0, 14 Z2AER ) FURKERE4N (0. 0153 3,0. 182 BZEE/R ). A
TRFE (TEF) MK 1 =H),, FEZBBELZIREY 5 Db, KL 40 45, BrEE
FINNIRE RN (1. 6 ZEFF, 0. 95M) o FRANTERIS » I I 5% R 55 B S A 7K s i 42
1ERN . 3B KARFFA 2 X6 Bt R FACEEE. B IHFHEVRARBRA TIRIFER, 55
0.601 FEAZRERMRA . A7 HEA K 100%, |
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[02271 'H NMR(300. 13MHz, CDCl,) 80.91(t, J = 7.5Hz,3H),1.03(t, J = 7. 5Hz,3H),

1. 83 (m, 2H) , 2. 10 (m, 2H) , 4. 02 (s, 3H) , 4. 35(t, J = 6.6Hz, 2H), 4. 55(s,2H),4.68(d, J =

11. THz, 1H) , 4. 87(d, J = 11. 7THz, 1H), 7. 35 (m, 5H) , 7. 78 (s, 1H) , 9. 62 (s, 1H).

[0228]  '°C NMR(75. 47MHz, CDCl,) & 7. 24,10.43,22.02,29.72,54. 30,63. 2,67. 24,

73.12,82. 37, 117. 45, 122. 48, 128. 23, 128. 55, 136. 67, 145. 05, 150. 55, 162. 88, 164. 93,

200. 14.

[0220]  #RFRFUE -1+ HAE m/2 401, j&f'ﬂ'HE m/z 402 (m+1) ,

[0230)  fiitk ¥ ) % B

[0231] ST 12 FARMARMNRNGER, FIERRE A KRR B. BREATHIBST. BEA

[RI58 =34y, 4y 2, BHA RN B2, Bl E a- —HEFBRZR b-HEE. BB RHEH=

PBr. BB A R 2 R b-1 PR 2 P IE A 126A-2 5@ &% B 5 2 3

CFEAEIE 2 A rh(a R 126B-2 #HFl. BB I ESRF AL 2HSBRE b2 KB

2 A, 2 IEE CPT 5 7 |

[0232] -~ GUR 121812 A, 38 1 #i4> (11CPT — 12CPT A-1)

[0233]  J§4E6 ZFHHUT BEH A 11CPT (0. 206 75, 0. 5 Z2HER ) B’Ji&«ﬁz%wampo (0. 033—;5)

7E 2 %ﬂﬂ\rPBﬁFﬁﬁz@A}F/’\i‘dlfoc mA 5OVL_ LS (0. 043 ZFF) , Rf5—

ANV S /4 0. 076 72,0.-675 ZEE/R ) 7 0. 5 ZAKF KT K. 5 mrhfu,ﬁdbn)\l 8-

{H 1O % 15 I BRBR SN K B TR 1R o TR A IFE K — R PR 2 A A, A 2 9
FRZEBUKIH . R EFHHANAR, B85 0. 200 37 (93% ) 74 12CPTA-1.

[0234] 'H NMR (300. 13MHz, CDC1,) & 1. 02 (m,6H), 1. 82 (m, 2H) , 2. 23 (m, 2H) , 3. 99 (s, 3H) ,

4.32(t, J = 6.9Hz,2H),4.53(d, J = 11. THz, 1H) , 4. 62(d, J = 11. THz, 1H) , 4. 68(d, | =

11. 7THz, TH) ,4.97(d, J = 11. THz, TH). 7. 32 (m, 5H) , 7. 9()(&,'IH)

[0235]  '°C NMR(75.47MHz, CDC1,) 8 7. 83,10.41,22.01,32. 15, 54. 36,62. 62,67. 31,

72.95,79. 21, 117. 39, 121. 82, 128. 21, 128. 52, 136. 52, 145. 25, 162. 55, 162. 97, 165. 01,

176. 06.

(0236]  FRFRFIE AL E(E m/z 417, S2{E m/2 418 (m+1) o

[0237] BB 123872 A58 2 343, 1858 a( — ) (12CPT A-1 — 12CPT)

[0238]  ZEFMRPEFE 124-1 CPT(0. 17 35,0. 10 ZZ/EIR ) FORLEE (0. 05 BF, 0.6 ZEE/R)

1 5 B F Z 0 P BV« DUA—‘EF’%Eﬁﬁﬁ%%@E (0.2 ZF, 1. A BEER), FEZBBREZ

BEWIR, RIGHE A5 CIMZIREY A8 /MY, TIANERER G =T, 6N) , I SEM LR

w15 8. ZIREMHA 3x5%ﬂ¢?ﬁ&a@ FEEL, A RIIR U 5 % IR B S SIS VR UE

Yo ZRZBESHEBERROTIRTER., RAWERRE HEH 9 6:’%‘1@%/@3%&??

kAL 155 0. 083 Fu (69% ) W H ELMR 4 . | |

[02391  'H NMR (300. 13MHZ chel,) 8 1. 02(m,6H),1 80 (m, 4H) , 4. 3()(L J = 6. on/,zm

5. zz(d, J = 16.5Hz, 1H) ,5.60(d, ] = 16. 5Hz, LH) , 7. 40 (s, 1H).

[0240)  "*C NMR(75.47MHz, CDCl,) 6 7. 66,10. 33,21. 84,31. 88,66.07,68. 68,72. 32,

107. 10, 124. 45, 134. 41, 149. 99, 159. 80, 173. 26, 176. 63.

[0241]  FRFRFUHE vHE(H m/z 295, S50ME m/z 296 (m+1) ,

[0242] AU 12,3843 A, 5B 2 #4Y, 1842 b-1 (12CPT A-1 — 12CPT A-2)
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[0243]  FEHSHR . KKEMZER T, ERER 12CPT A-1(2. 64 51, 6. 3 ZE/R) 7 50 ZF+
I PR S 10% 8RR (0. 264 70 ) —@HEHE 2 /AT S ERELTIFH 10 %=
THREEBESR . BRE IR, 132X A AEE R MR~ (1.82 78,93% ).
[0244] 'H NMR(300. 13MHz, CDC1,) 6 d 0.88(t, J = 7.5Hz,3H),0.97 (t, J = 7. 6Hz, 3H),
1. 76 (m, 4H) , 4. 0 (s, 3H) , 4. 25(t, J = 6.9Hz, 2H),5.23(d, J = 16. 2Hz, 1H),5.52(d, J =
16. 2Hz, 1H) , 7. 85 (s, 1H) . :
[0245] '>C NMR(75.47MHz, CDCl,) § 7. 49,10. 32, 21. 89, 31. 88, 54.08,65. 53,67. 22,
72.72,114.79,115. 22, 146. 01, 148. 91, 158. 50, 164. 51, 173. 53.
(0246] EBB 12,87 A, 5 2 #54%, @12 b-2 (12CPT A-2 — 12CPT)
(0247)  FE OCHIFFAREE MBS 12CPT A-2(1.93 73, 6. 2 ZEEEIR ) Frmaibgh (1.86 73,12. 4
TEREIR) AE 30 B LTI . IMNZ PR AT (1.6 22, 12. 4 ZBEEIR ) Bk
ZIREWIF 12 DR EHRAEEIR . FMABLE 0.9 27,6, 2 ZBEE/R ) M=FE
Eﬁirtk*'%sa (0.8 Z&Ft,6. 2 BEHEIR ), FEARLEBEEE 6 /BT, A IN g (10=F) ffm
M@'z A 0.6 35 ) , FFEEIRMBIFLIZIR AW L /Pt IMAZBRZEE (30 = 7)), AKAHEH
: ﬂ-aﬁﬁa@‘éﬁﬁi #mmmumymz% fﬂ)m@a?@m?ks&a—’{:fﬂi H?U/ﬁ?ﬁélﬁlﬁif‘%
(1 84 75,100% ) . '
[0248]  'H NMR(300. 13MHz, CDC1,) & 1. 02(m, 6H) , 1. 80 (m 4H) , 4. 26(t ji= 6. on,2H),
5.22(d, J = 16. 5Hz, 1H) ,5. 60 (d, J = 16.5Hz, 1H), 7. 40 (s, LH).
- [0249]  ">C NMR(75. 47MHz, CDC1,) 8 7. 66, 10. %2 21.84,31.88,66.07, 68, 68,72. %2
10710, 124. 45, 134. 41, 149. 99,,159. 80, 173. 26, 176. 63.
[0250]  FRFRBUIE B E m/z 295 CSEIME m/7 296 (m+1) o
[0251]  ZBFR 12, ;@IB 5134 (L1ICPT — 12CPT B-1)
(0252]  HGERELEE 11CPT (2. 62.35, 6. 6 BEFEIT ) VAEAE 30 ﬁﬂEﬁ@?EP ﬁftznéﬁ%ﬂjc—u
IEF 580 (0.26 58 ) —REH:. 96 DI IE, RN SEA . 2ok 4 a8 AL 7 35 mE«'
FHR RS R G IERUERAIYER, 195 1. 97 55 (96% ) AEREEFY. L
(02531 'H NMR(300. 13MHz, CDCL) 6 ,0.84 (¢, J = 7.5Hz,3H),0.95(t, J = 7. /]H/',"SH)
1. 73 (m, 4H) , 3. 89 (s, 3H) , 4. M(L, J=6. 7H/,ZH) A.57(d, J = 17. 2Hz, 1H) 4. 73(d, J——_
17 2Hz, TH) . 7. 86 (s, TH). | - | -
[0254] °C NMR(75. 47MHz, CDC1,) & 7. 5‘3,10. 36,21.94,31. 70, 53. 69, 58. 31,67. 04,
70. 68,93. 26, 116. 57, 120. 38, 143. 54, 118.-98, 158. 48, 165. 34.
[0255] /L3 12,3842 B, 5 2 #4r (12CPT B- -1 — 12CPT B-2)
[0266] = 7% iR, # 12CPT- B-1(1.'94 F.6.2 ZEEIR ) £E 37 ﬁﬂ_wﬁr*q:m WS
TEMPO (0. 04 7, 0. 25 ZEJE /R ) (B ERZU5 (0. 081 73, 0. 96 ZEEE /R ) FIfAL 40 (0. 088 7@,,0. 74
AR ) 16 3 IR P I — IR0 R 30 BRI BRI R (12% , 2 12 325F)
AR EREEN (1.0 35 ) AR ERR AR . AAEA & T (10 ZF) X, &
FIFA AR (10 ZBF) ¥k —Ik, I H J.m&%mfl—rm E R, ﬁiU/Mw% (1 90 74,
99% ), i AR IR E BN AL o
[0257]  'H NMR(300. 13MHz, CDCl,) 8 d 0.88(t, J = 7. 5Hz, 3H) ,0.97(t, J = 1. 6Hz, 3H) ,
1. 76 (n,4H) , 4. 0(s,3H) , 4. 25(t, J = 6.9Hz,2H),5.23(d, J = 16. 2Hz, 1H),5.52(d, ] =

20 -



CN 1434043 B w B B 19/81 71

16. 2Hz, 1H) , 7. 85 (s, LH).

[0258]  'C NMR(75.47MHz, CDCl,) 8 7. 49,10. 32,21. 89, 31. 88, 54. 08, 65. 53,67. 22,

72.72,114.79,115. 22,146. 01, 148. 91, 158. 50, 164. 51, 173. 53.

(0259]  FRFRJFIE I EAE m/z, SEAME m/z,

[0260] $EUB 12,142 B, % 3 ¥4y (12CPT B-2 — 12CPT)

[0261] iZFZ MR T ES ST 12 MF.

[0262) ZBIR 13,1892 A, 55 2 #8457, & 12 b—-2 (12CPT — 13CPT)

[0263]  7F 47-50°C, ¥ 12CPT(10.1 75,0. 339 EE/R ) BRERHE (22.0 7%,0. 067 BE/R ) (A&

@&ﬂJ fis (25 ZFF,0. 169 EE/R ) 1 DMSO (150 ZF ) #iHE 19 /. EiZIREWAHE, A
BFHREER N 180 ZFH/K. ZIREWHERE 500 ZAK 4 1 1(v/v) EﬁztfﬂL&AEa/ru

A%_pﬂmm A H R IRIBE KRR IR RGEEBEIMW. I 200 ZF+ F 2K IR S

T, 195 13CPT MIEHLY, A RIRE 1 0 1 PERAFLY (11.535,67% ) .

[0264] 'H NMR(300. 13MHz, CDC1,) 6 0.92(t, J = 7. 4Hz,3H),1.50(s,9H), 1. 71-1. 79 (m,

2H), 2. 28(s,3H) . 4. 59 (s, 2H) ,5. 16(d, J = 17. 8Hz, IH),5.61(d, ] = 17. 8Hz, 1H) ,6. 94 (s,

LH), 7. 0-7. 2 (m, 5H). |

[0265] ”c NMR (75. 47MHz, CDC1,) & 7. 64, 21. 38, 28. 20, 31. 41, 49. 27, 66. 13,72. 50,

© 83.55,97. 80, 105. 69, 118. 59, 125. 22,128. 14, 128. 95, 137. 78, 143. 82, 149. 48, 156. 84,

159. 26, 166. 02, 173. 60. '

[0266] 5% 14 (13CPT — 14CPT)

[0267] 4 13CPT- FZEEFMLY (70.3 75,0. 153 BEIR ) HHELE 1400 Z T B R 140 2

THEZRAERT IFAE V10T 2 /M. R RIS, FR RS mfﬁﬁéﬁ 360 Z2A .

AN LEE O F), I ABEDARENE -20°C. LIE, 185 14CPT, jz/*fréé%a%#tlﬁ]w

(37.92 72,93.4% ).

[0268] 'H NMR(300. 13MHz, CDC1,) 8 0.98(t, J = 7. 5Hz, 3H),1.80(q, J = 6. 0Hz, 2H) ,

2.96(m, 2H) 4. 36 (¢, J = 6Hz, 2H) ,5. 24 (d, J = 15Hz, 1H), 5. 66 (d, J = 15Hz, TH) , 7. 27 (s,

1H). :

[0269] 'H NMR(300. 13MHz, DMSO-dg) 8 0. 80 (t, J = 7. 3Hz, 3H) , 1. 81 (m, 2H) , 2. 89 (¢, | =

6. 3Hz, 2H) , 4. 13(t, J = 6. ;H/,zH) 5.34(d, J = 17. 1Hz, 1H),5.41(d, J = 17. 1Hz, 1H),

6.86 (s, 1H). . ' '

[0270]  "C NMR(75. 4TMHz,. DMSO—d,) 6 7. 52,30. 31,33.71,412. 56,65. 20,71. 92, 98. 19,

123. 81, 140. 19, 1419. 05, 156. 97, 172. 03, 197. 93.

[0271]  AFFRFIL A SEAE m/z 263, SERME m/z 264 (m+1) o

(0272]  HAWAFF I N .

[0273]  FEFRFHITHI R . FEMEMRBEIEELRE S,

[0274] :
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u-727 ‘U-503

U-440 \

Irinotecan
CPT-11

o U-440e

[0275) T 4125 SCHR AT LA F B A Lk “ Hoib 2 FF R R 7 BJ?%%E*XTW%’J?& u-503 -
i & F US 4,473,692(1984 4 9 F 25 H, T. Miyasaka, S. Sawada, K. Nokata, E. Siguno,
M. Mutai) #. H U-503 )£ U-440 (975 K I B H/EIA T US 4,604, 463 (1986 4£ 8 A 5 H,
1. Miyasaka, S. Sawada, K. Nokata, E. Siguno, M. Mutai) . # U-440 BEAL g CPT-11 #53K TF
F /IJ)‘C?%]}("F‘ :S. Sawada, R. Okajima, R. Aiyama, K. Nokata, T. Furuta, T. Yokohura, E. glguno,
K. Yamaguchi, T. Miyasaka, Chem. Pharm. Bull. , 1991, % 39 %%, 2 1446-1454 01

[0276] 7 ik “ BoAt 23 FF 80 52 R 126 o B O M) R BT IR A R

[0277] %14 U-503 FI U-440 |

[0278]  7E 95-100°C \7E P KM ZERRIIR G W) A U-727 N U-772 R BV47 48 /RS . 2648 %ﬁ
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PR LR, 133 U-503, IS5 440 B L2644 9 U-440.

[0279] ¥4 K44k B U-503 ¥E RAZERLIE o , JF7E 20-25°C 5 — A P HEP ) 4- IRIE T

BWRne R P B AU R . 2800 SR AL e ¥ H & U-440 BE#T R PR 5ET, A

AR BT . RIEH U- 440 FERER ERHATENT, -/ FHRMFENRS

e, IF BT MR RS SRR G SR UMELN S RE RS E .

[0280] U-503, 44 U-727 (1. 05 5T, 4. 0 ZZFE/R ) \U-772(0. 62 73, 3. 8 ZZJEE/R ) FOXT BB Kbl
—/KEY (0.0275) 5FZFE (10 BF) FIZER (10 ZF) B4, FF4E 95-100°C hn#h 18-24

/JHT TR RS FEA, U-503 BB ITIE ik . 2R MY 50T, Wit B IER % B XM 2R,

5 EIE AR U-503.

(0281]  U-440, [aRA4GAT U-503 PANAMEEE (16 ZF ), HAE 20-25 CHBZIREY 15
/f}ﬂ?ﬁﬁﬁiu 503, MIAMEE R P B (6 Z&T1) T 4- WRIE - FEWR0E 202 P RS (1. 32
5.7 ZEMEIR ) o KZIREWITE 20-25°CHUEE 2 /NI B SR T2 4 . TR 250 u/m:.%le:

}J[l)\EF’?F'- 20 ZH ), HFREHKIBZREW BB T,

[0282] R REAEALK) U-440 R AR LT (25 ZF) L IMA BRI S MKE R G2
) FHEERMHZIREY) 5 08P, FEAETREHBRE P M. KHEAZEF L (10
BT FEL. &I ZER AR, B E A U-440,

[0283] 4 [Fl 44 U-440 YAAETE 95 © 5 AL - R (v/v, 10 =ZFF) o, FFLEEH
30 3¢ 230-400 BB HAE AT LI, A 95 ¢ B MR T - FEE (v/v) Bl &
HEH NI ITE R SUE FRETIZ 10 BT AR . 2Er 4 i — e e o A 4
MANCEE (15 2T, HRGFTEIREE 20 CRUE 24 /i W=t e, 2B (10 Z7)
BEBIETHE, 153 1. 34 38 (62% L2772, A 16CPT 115 ) U-140,

[0284) B3R M-M A0 M-G 975 R S A4L S

[0285]  FEEIF M-G FIM-M 7R T Mappicine & ﬁi&ﬁa@%‘*%ﬁﬁ%f’i B, XA
YRR A AE S AT EIR G RO R L P 3T T ik .

[0286]  HIFZ1E M TR LA™ 4 F M AP EE IR 55 mappicine B AT 7R =P 8] 4
GE R AR AL 5 75 %% — e Ak B2 R AE MR M R RY) . R, XX R RN
SR Noyori BRIy - ZULEIEERC &4 '« H | tsuno 7 A TG AN - M SRE WS RO E 24 2
BT oxazaborolidines ﬁ%ﬁﬁ@iﬂbmﬂﬁ MEMNEEE darvon BB EY) .

[0287] - AR5 FQ&F\ZFWW'I'IH M&Tu AT W R medlander Z—*».“’FA&L/ u;
TR P, G T R TR Rk

[0288] 4. N. Cohen, R. J. Lopresti, C. Neukom, G. Saucey, J Org Chem. 1980 /15,082

[0289] 1.R. Noyorl, I. Tomino, F1 Y. Tanimoto, _I Am. Chem. Soc, 1979, 101, 3129 ;
R. Noyori, U. S &# 4, 284, 581.

[0290] 2. S. Itsuno,K. Ito,A. Hirao, 1 S. Nakahama, J. Chem. Soc. Chem. Comm. , 1983, 169 ;
S. Itsuno, M. Nakano, K. Miyazaki, H. Masuda, K. Ito, A. Hirao, #1 S. Nakahama, J. Chem. Soc.
Perkin 1,1985,2039.

[0291]  3.E. J. Corey, R. K. Bakshi, S. Shibate, J. Am. Chem. Soc. 1987, 5551.

[0202]  FTHIR—AM4H A)B AR S, |, 588 5 T B2 MG MM S 4 1

(0203]  5MM. 5 4CPT(10.0 3¢, 41. 0 ZBAE/R ) HMRTE 500 A B P KB BAINE
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0C, REFRMNIEELE OCHKIFER, A 24. 4 ZBAET EHHOHER (2. 1OM,51. 2 BZEE
R)EOCHEEBI B =K R . 75 /B R E R NRERT 10°C, IABER — s (4.8
ET51. 2 2R ). £ OCHHEHRNY 2 /Mot RJGH 1.5 Z2FRE/KLH, R F A
L/BF . IIAIK (40 ZF ) FMZER 285 (75 BFH )« 15 48P)E, B &40, /KA 3X50 &
F 8 BB . & ANIREUE, FARTER A T4, i e IF ik s, B34, SREEIE
( ZE e ) iy, 5% 5MM(6. 97 75,66% ), WIS TG -
[0294] MS(EI)m/z 257,259 ;MS(CI)m/z (-NH;") 258,260 ;'H NMR (300. 14MHz, CDCL1,)
§7.08(s, 1H), 4. 05-4. 01 (m, 2H) , 3. 97 (s, 3H) , 3. 80-3. 75 (m, 2H) , 2. 28 (s, 3H) , 1. 93 (dd,
J=17.4,14.9H2),0.91(t, J = 7. 4Hz) ;'°C NMR(75.47MHz) 6 162.9,153. 3,144.9,116.9,
114.4,110. 1,64.5,54. 2,31.5,12.0,7. 4. 6MM, ¥4 5MM (12. 0 5T, 46 ZEPE /R ) WERETE 25 =T}
TRA JKEE B (64% v/v) B0, FEIE 40°Co 4 /NEFE B RN IR EWE A, aﬁrfﬁ 50 T 7K Fn
T2 L L(v/v) LERAEE | R RN . B SAH KARF 3X40 BT 2 ¢ 1 4%
LT BB A IFENURER, 200 ZB2F 9% (w/v) BRER UMK IREER T P A,
SIS A, KA 3X50 BT ZBRZBERE . &AM, T (FiEesh ), it ik 4, 18
B 10 Tk . SR E BT T — 5 K. JQEEPE’J—//'\T:?MMMT%H:HMU%E
PEJR ‘
[0295] MS(EI)m/z 213,215 MS (CT)m/z (-NH,") 214, 216 ;'H NMR (300. 14MHz CDC13)
5 6. 88 (s, LH) , 3. 99 (s, 3H) , 2. 82 (dd, J = 7. 2,14. 5Hz) , 2. 16 (s, 3H) , 1. 19 (¢, J = 7. 2Hz)
PC NMR (75. 47MHz) 8 204. 2, 162. 6,150.5,145.5,116.3,113.0,54.4,35.9,11.8,7. 6.
(0206]  6hMM. H55H & 6MM (10 3T, £ 46 & @d\){ﬁﬁﬁi{’{mo EFFEFIFAINEOC. —
RN HT % B 2. 18 58 NaBH, (58 ZBEE/R ) 7E 20 Z£Ft 50 % BRI K. 20 4
Bhig, F 50 ZBF A BR/K VAW (IM, 50 ZZEE/R ) & E RN, RIS FT 100 Z2F & B 10 2=
TR . 5 B% AR, KAAF 3X50 ZEF 4 PR, WAGHIZIOR, BRI A ERE A,
B 1AM RN TP EL b, 153 TMM (8. 54 31,85% , A 5MM H- 20 ), S EKEHIR -
[0297] mp = 97.0-97.5
[0298]  C MS(E1)m/z 215,217 ;MS(CT)m/7 (-NH,;") 216, 218 ;'H NMR (300. 14MHz, CDCI,)
67.05(s, 1H) ,4. 85-4. 81 (m, 1H) , 3. 95 (s, 3H) , 2. 08 (s, 3H) , 1. 76—1. 63 (m, 2H) , 0. 98 (t, ] =
ToAHZ) 5%C(T5. ATMHZ) 8161, 8,155, 6,145. 4, 115. 0, 113. 1,71, 0,54. 1,30. 1, 10. 5, 9. 8.
[0299]  7MM 5 7MM (4. 00 3T, 18. 5 ZZEE/R ) FIEAL% (1. 55 72,64, 6 ZEE/R ) 5 40 =FF
THE —RCHEHEE 308k IMATEHER (2. 3BT, 18. 9 ZZE/R ), FESEBHZRE %84
o ARG AR (10 ZEF ) 10 25 BT KA 20 ZEF T E PR, S ESAE, F IM B
A KA ) pH B, RFA 3X20 EH R THEER. AN, TR (TREREN ), 1T
PEIFIRAE R E IR o ZE TR b AT TR £ 1, 1551 8MM (5. 09 5C,90% ), AVETERTM
[0300]  MS(ED)m/z 305,307 ;MS(CI)m/z (-NH,") 306,308 ;'H NMR (300. 14MHz, CDC1,)
§7.38-7.32(m,5H), 7. 07 (s, 1H) , 4. 53-4. 46 (m, 2H) , 4. 26 (d, J =" 11. THz, 1H) , 4. 00 (s,
3H),2.09 (s, 3H),1.83-1.62(m, 1H),0.98(t, J = 7.3Hz,3H) ;" *CNMR (75. 47TMHz) & 162. 0,
15401456]3791284127812/711631138780710542295105,
10. 1.
[0301]  SMM % 8MM (4. 00 75, 13. 1 %@m%a‘fﬂﬁ%ﬁﬁ (1.92 5%, 19. 6%@%)@@&%{2 (0. 147
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75,0. 65 ZFE/R ) K1 DPPP (0. 268 77, 0. 65 ZFE/R ) 5 80 ZF} DMF F1 40 ZEF EAEE —&EH
P B CO MR, ARG TE CO A FINAE 85°C. 25 4415 , iR AW E I &
SR FARESE i s W, FTIRGE TR, 2R )G 7E 80 ZF/KFN 160 Z2F+ MTBE Z (B 14T 43
Fic. 7KABA 3X 50 ZF MTBE i —Z 2B . & IFAVIREUE, A 4 X 26 ZFKBEE, T8 (6
Beah ) I IRGE . [ R PRI, S RIEEIE AL, 195 OM (4. 14 52,89% ),
REER T E AR

[0302] MS(EI)m/z 358 ;

[0303) MS(CI)m/z (~NH,") 358,360 ;'H NMR(300. 14MHz, CDC1,) 8 7. 88(s, LH),
7.38-7. 28 (m, 5H) , 4. 57-4. 53 (m, 1H) ,4. 48 (d, J = 11. 6Hz, 1H) , 4. 36—4. 32 (m, 2H) , 4. 25 (d,
J = 11. 6Hz, 1H) ,4. 09 (s, 3H) , 2. 18 (s, 3H), 1. 90~1. 80 (m, 3H) , 1. 78-1. 64 (m, 2H) , 1. 06 (t, J
= 7.4Hz),0.97(t, J = 7.4Hz) ;"°C NMR(75.47MHz) & 165.5,162. 3,151. 5, 142. 8,138.0,
128.3,127.8,127.7,122.9,116.5,78. 1,70.9,66. 8,53. 8,29.5,22.0,11. 3, 10. 4, 10. 2.
[0304] oMM 5 B4k 4 (1.89 5%, 12.6 & &R ) F1 8MM (3. 00 7%, 8. 4»};@7]: ) 7E 30 Z Ft
CHON PHIEIRAHIE 0C, IMAZFREFEHIER (1.6 ZF, 12.6 ZEEI/R ). 15 58 E,
1f)><r“/% Mzﬁméiﬁm 24 /J\Hﬁﬁ,ﬁkwm)\ 4.2 %ﬂ- 6M ih@& 5.3 %ﬂ@%n%’%%“ﬁ

IP n\rza ?HH 7MH% 2><10- %LE&A@E.#EX ﬁﬁm#&m H 7%%@@@%@&‘
Lmuo 25 ZF '380/ikm SBER . R 16 44 SE, BB AH, AV 2X 10 Z 54
ALK TRHE IR o VB TR R BR AT, AR o BT R 45, 153 2. 80 38 (97% ) OWM, 2y
R B EE A
[0305]  MS(EI)m/z 343,344 ;MS(CI)m/z (-NH,") 344, 345 ;'"HNMR (300. 14MHz, CDC1,)
'69.82(broad s),7.39-7. 29 (m,6H) ,4. 51-4. 46 (m, 1H) , 4. 35-4. 26 (m, 2H), 2. 14 (s, 3H)
1.87-1.75(m, 3H) , 1. 71-1. 75 (m, 1H) , 1. 05-0. 95 (m, 6H) ;'°C NMR (75. 47TMHz) 5.162. 42,
(61,28, 150.41,137. 63, 133. 04, 130. 54, 128. 40,127. 87, 108. 01,77. 76, 71. 13,67. 95,
28.80,21.84,12.04,10. 29, 10. 06. ‘ |
[0306]  TOMM ZERU /R T4 OMM (3. 22 33, 9. 4 ZZ IR ) (BRERH (6. 12 50, 18. 8 ZE/R) A
MGERALT B (13.5 5,92, 3 ZEE/R ) F1 50 Z=FH DMSO VB S INE 65°C. 3 /MG, R
IR %/\Xﬂioc %r%ﬁﬁﬂu)\ 60 ZEF+ 0. 5M ERERL 1L Y, TR P B R SLIRE SR
I5CHEAR T 16C. ZREWA 30 BH 1 | 4 ZBRZEE © T (v/v) BRI HEC KA
2% 30 ze,ﬂiiif«ﬁu*iﬂ)z I HAREUR, I 3 X 30 BEFK BE ,ﬂ%.hﬁ&émﬂ% LJ’&}F{&
45,1850 4. 57 WEE . LIS, 55 3. 28 35 10MM, b A EIRHIRE 5 (85% )
[0307]  MS(EI)m/z 411,412 ;MS(CI)

[0308)  m/z(-NH,;") 412,413 ;'"H NMR(300. 14MHz, CDC1,) 8 9. 91 (br s),7.39-7. 29 (m,
5H) 6. 91 (s, 1H) , 4. 67 (s, 2H) , 4. 52-4. 48 (m, 2H) , 4. 26 (d, J = 11.8Hz, 1H),2. 18(s,
3H), 1. 87-1. 78 (m, 1H) , 1. 73-1. 53 (m, 2H) , 1. 59 (s, 9H) , 0. 97 (t, J = 7. 4Hz,3H) ;'°C
NMR (75. 47TMHz) & 166.61,160. 77, 160. 28, 150. 69, 140. 25, 137. 89, 128. 35, 127. 77,
127.69,126. 63, 103. 99, 99. 13, 82. 95, 8. 02, 70. 88,49. 08, 29. 01 28.25,27.87,11. 84,

©10. 07.

[0309]  L1M 5 LOWN(0. 25 52.0. 61 ZHE/R ) \ZHRZBE (0. 45 2F) P (183F) 1
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W INAE 75°C. 24 /i fE, ATERE R R 33 A IR G A . I 20 ZE T AR R RS
G IR G R FRR . ZM A REEIE (EZ/PFRPH 5% FEEE®R ) 4itk, 83 0. 138
50 LI, o B Rk 4 (73% )

[0310]  MS(ET)m/z :MS(CI)m/z (—NH,") ;'H NMR (300. 14MHz, CDCl,) & 7. 27-7. 18 (m, 5H) ,
7.04(s, 1H), 4. 43-4. 38 (m, 2H) , 4. 23-4. 13 (m, 3H) , 2. 80(t, J = .6.9Hz),2.09(s,3H),
1.75-1..47(m, 2H) ,0. 86 (t, J = 7. 4Hz,3H) ;"*C NMR(75.47MHz) & 196.91, 161. 48, 150. 48,
137.67,136.95,132.94,128. 36,127. 71, 102. 40,77. 77,70.97,41. 92, 33. 69, 28. 90,
12.41,9. 98. '

(0311]  12WM % 11MM(0. 135 3¢, 0. 43 Z /R ) . N-Boc 4R A FE A FEE (0. 14 7%, 0. 63 IZ R
IR X R TR (0. 010 33,0. 06 Z2E/R ) UKBERR (5 =2 F ) FIFK (25 27 ) MM
WA 100C, 36 PG, BIZBHATKRGERET . BRRKYWEEE 25 BFFEP, REK
75193 0. 333 WAAFAE K. ZWFRLPREEIE (£ %LEﬁFEFB’J 2% @ﬁ*) 4k, 15 3|
0.123 3¢ 12MM, A B IR ARE 4 (72% ) -

(0312  MS(EI)m/z 396,398 ;MS(CI)m/z (-NH,")

[0313] 397,399 ;'H NMR(300. 14MHz, CDC1,) 6 8. 33 (s, 1H),8.22(d, ] = 8. 5Hz, 1H),
7.90(d, J] = 8.1Hz,1H),7.80(t, J = THz,1H),7.64-7.57 (m, 2H) , 7. 38=7. 29 (m, 5H) ,
5.28(s,2H) , 4. 64-4. 54 (m, 2H) , 4. 32(d, J = 12Hz, 1H),2. 25(s,3H), 1. 99-1. 67 (m, 1H) ,.
1.02(t, J = 7.3Hz) ;"°C NMR(75. 47MHz) 6 161.51,153.51,151. 30, 148. 78, 142. 67,
138. 12,130. 67, 130. 12, 129. 56, 128. 64, 128. 33, 127. 98, 127. 76, 127. 60, 127. 29, 126. 87,
99.51,78.18,70.81,49. 91, 29. 08, 11.99,10. 19.. :

[0314] [

[0315] ZIUUJETEH’JILﬁEPmf%ﬁﬁsﬁﬁ%ﬁwdﬁiﬂﬂH‘J@i% Lﬁﬂfﬁ_f’#%m%
We BIR GERR YT EIERFERG MK — M A 6% 6 1EWz )5, HRR
AR 04 IR 14 43 AT 44437 — BT LE @lﬁ(:ﬁ%é@#i—a*ﬂfﬁdﬁ*ﬁ%1&A%D
F— KRR R EIR NG, B4 mappicine BUAERALEY).

(0316] Eélz%un NREIR G — D REIETTR, P IRt T 6 & SR80 B 4 i &5
iR k. B2 MM R ER M — AEMU:B‘EEWU\EPT.EH T & mappicine fIE KK
S B AR )

[0317) B G 918 10 F0 CP1- LlTﬂjTﬁfﬂHzl:E’Jﬁﬁﬁ{? RERRHT —/ Xt
BB EEHEGEN RS H— AT, 3 BT BB AT T A5 A
R YR ET S WE . ANER AT 5 fiE zs}fﬁ?xﬂﬂuf-lszﬁ’:%%%ﬂﬁﬁﬁﬁm/?%ﬁm‘?@
(o

[0318]  ZHHH — AN AXIHRA LI, Frid 75 % CIRIEFHET LUETE LN ) TUAET
B AT — DX E . MIFEFAD RS TR A L0, SR B PO P — AN, 2
T A DA X TR AT, A SO I T 7 B R BER S — DA RR L, B AN RS
PRA L= R AR IR0 B o 8 I8 249 B4R A ST I B 77 9 9 4 B AR A% 38 6 Mk A\ 52 38 R
J7TE, AT LASE 4R ) B PIAS A XS BR A0 03 F BB A DUAN S A% S A4 4 o . :
[0319]  F&IZR M-G FU GG 7Rt T — AT ik, FIFH 2 = e iy, 1575,%‘:}%%}?— Ak mﬂé
)LkAy\lB%HE’/Jﬁ/iTEi‘TUFEJ%%JJ‘%Hj% /\XTH%MS ‘Tu@%ﬁﬁ?xﬂﬂ%%ﬁ%/ %%
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25/81 U

EHET7E. EIR -G F1 G- H A LAt xof W A 7 — AU sk 7R Y, L0 1) AR 4 S

gt

[0320]  7E T A PRI 9 P B A S o B PR AT 5 P R — AR LR T R BB o

(0321] HFEFWTF.
[0322] [ Gp. 1

[0323]
o, N OH | Cl N C
! ) 1
| ; y® — | =
CO,H - coe
2 . N
’:5&2 : 1G
ol N C cl N Cl
® 9% 2 Y
0
0" ™Ry ‘ Q/O R
2G " 3G
FER 4 ‘
Ol N~ O—R cI_N_OR,
_ z
l | | - |
o ¥ B 5a ¥ & Sb OR2
R7G)
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IS

(0324] KEF Gp. 2
[0325]

R
L N_O
/O - l R ’
Ra N [LO-R, FEBGG
o ¢ —>  sGG
R/ R
5 © 7
7GG
F I 7GG
Ry
]
CL_N_O-R, Cl N oR
M Rror % 7GA S | 7OR3 #% 8GA
| _~ 3 7 ———p» 8GA
—-> o — C\ -
R
RGO\) F:(7 6 © F*7
6G 7GA _
F¥E8GB
8GB

[0326] 3k Gp. 3
[0327]

28



ON 1434043 B w B B 27/81 T

Ry
! o
R: /
N AN C&O‘Ra
EBGGR (o) ﬁ%sGG, \R
R6 o, Ry
8Ga 9GG
\\&jﬁuoee
O—Ra
ﬁ:’&HOGA
10 G >

9GA

[0328] [&Z Gp. 4
[0329]
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| /R1 .
7 OR R )
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