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-1-3. 1,2, 4-=w-1-K . 1-wged . 1-wglwpi 1-wgleld 2-Feglep
AL 1R, SO A SR RS, B EH
69— AT AR & AT,

17
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FH ARKXRLEWTAEHE —AXEANATHT S, FBETREAL
EH X AL, ITAERE AR RKRZ B MR, kSR
X EHEMK -/ B A—Fo/ X R—Fo S—F M B ARL RS, KXW E e
FEARZEHX, XS ey s pik S IEstudk, ezt EHBX,
AR ST R S TR S JE s w ik 6y e, @M X -/ R -JF+#HH
R PG 6G4 I7 B R T VAR IE BARIL S ey SARLF R B F G F
KRR E. TAME AR H dose RPN — K VEBLE 6B, BERRAE.
AR R BRIE LR, B LR e — LELE B BRIHATI S

mALLE AL “% ee” R KILE.

| AL R GTr EFeleod
TRFEDRE LRSI X,

BiCPe5ik. Rufitddh

B 8 — %A

TRFTEHFVHHAESEXPBEEFZ L P EL. FHREGERK
R T AT,

FB1 (FrER10)

RA LSRR —Fed, FATAE GG T EITEEHE.

CHETERTETHFAEER O, FHGEETHLAE K
¥: ME. Baizer, M.Dub, S. Gister, N.G. Steinberg, J. Am. Pharm.
Assoc, 1956, 45, 478-480 ; X ER F Pvattisctodihed 5 ARE
FFHHP: 4 HCA 97, 216024 wLE E. Schroetter, H. Schick,
H. Niedrich, P. Oehme #= L. Piesche #544&%#] DD 154,538 . LTAMR,
W.H. Levelt = J.P. Wibaut, Rec. Trav. Chem, 1929, 44, 46§,

BRIk, EREBSEA AR L. Rk
FAC T R —Rm# F 120 - 140 C, 412 - 24 ). RE¥KE
B KRR B, 13554 1CPT.

WHR L (L2 )

2, 6-— S MBI AT TRERALE. Wik 1, 2-—

18
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FRAE Y, FE5AELRIWE XD ERTHTIHLTRERTHE4
EH-30 CEH+10 CRIBETRE. @it 5HB LB R 5, X F@d
HALEF T B TEIXFEA AR E. RESHEBAREBEF, &
WEF ) A TSR T R4S

B—H kR, Wdh PABEAREFAFBERE TR 2, 6-—& 518
BRI BRR, KIGHALH Weinreb Bulz. KM S. Nahm F= S.M. Weinreb,
Tet. Lett, 1981, 3815-3818 . /G4 Weinreb Bulcis fI B & B 4w
BE. WKWK 1, 2-—FRATLKR VI ERRE, RELETRK A%
B R T F A TR R LR L-30 CEH+10 CHIBRETRE.
A F KBS B AR ) e R B JG 43 . ARG R kgL 6,
HCl-4 AP THE, FRAPRRFE, RIAPBRIEFE OIEF AR
RFE. C3-10 3RbA. BFRARBRLEFE, hieC4 5k, ok F
X

BB 3 (2636 )

HHEABEACTE I AMREAR 6 A= FEARTARAL T 5ER -
BB M. BT AR OBl L =8, 1,3-R B, X2, 2-—FR-1, 3-
A, RAREFH I FTE, RANBERL 8. SBAL_EBA L=
R EN, TIARAREA TGS, TRARAZENF 8 FE.
BB 0 CELY 60 CHBmET. KAy 40 THAT. HKiked Rg HIER
Bk O Clg ALK, FRPBRRFEA. RIAPBRRLEAOIEF
EABARFE, C3-10 A, 2FAKBRLITA, Ktk 2
HOFR | |

BB 4 (364G )

HHEE G P51 Regibddh 36 AL ERREN bl EkwbX 1, 2-
ZYWRA LK T EEARBATRE. REAEY 20 CEY 80 CHymE T
7. BEHREK G PiRiked Ry A B TURAATH @ KB L. 71
AL C3-10 R A FEAPIRACETIRRFL Sk
8 R A FEAFE, |

BB Sa (ELsARy) Fob B Sb. (4656 )

B Sa X TAEEEBRNE B EBAILY. Snieckus, Chem. Rev.,

19
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1990, Vol. 90, % 879 — 933 W, HXBKFINLIAALHE,

KEEAGCFHE 1 e 46 BMAEEN Y, FHRIMERIN T 4L
BEE, BERRRARET. RERMBRETEELTEMRAE, FE
LB T REBYE Y. GEMR AR LR B. WE %
K 1, - FEA LRI B PR, TR, BR. ROEXAFR, X%
ALATIX B 75 0 R R EF oG RAH.

R TIUR PR, ETHEE HTHREXRTELE. REEBET
AR Z-40 C £24+50 C., Fo-FXMNTALSIE 6l best Wk, B — W
Be. RFPATHAR FRAKTFTABXTASE BXFAFRTE J8F. X
TR R F ARG AN BB o P B L P A PEuUE. N-FB
YR, B N-FBE Dok N-FI N - PEBEXR B A MG WEtE:., AT %4
BB TULER. L. BB EATERERR. ~

AR R, KRR ET R, AT N-F Eoket.
R PpHRAEL-5 CEL+S CHmE THAT. TAAILR. B R Ed
3T AR R FER B R AL (A0S~ T Ll 5 B SRR B 45 R ) 3
frskdt.

EE: TR Sa TAK, TAMERAF I 5o MR A J Bk Sa #1456

B SH

R AL R e EACARNE T B, Sa GBEE B EE., TTME R B
BER, 2-ABAEABERBATZEE, XFETALEFHBREFT. A=A
#TZRAE (FFEAMAABER. SRR TEART AR, R Eixsn
VAR FMBEN G RESWAR,) . TR AL F e fibw TH
&, 1BREXRZLEN.

B Sa Fo B 5b (4656 )

FEBEGCPHTER)KEA L. K a)IFLMBUE C1-g Boik. BF
A, Cr-g AFA G C1g 5usk-Cq FH. BRAF R KRBT
D) -CO-R3, 3K c) -CR7)9=0-R3, A R7 RAIIRIE; AL
B R3 Fo Ry e KABE P EL. XA L Ry £ b) CO)-R3 &K ¢) -
C(R7)2—0-R3 (HEFHA R R IH) o, HE—RHNBR B EHEEBT
HEEGCH 2 RYE6HHH3T. % Ry 2 H RIELABUREY C1-g BoE.
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FE. Crg iRk g BA-Ce A UM R Ao R TR
B SR BB R B A MG Ao B E MM 85 sk 347, 5B T4 &-mappicine
| £, méppicine EXOL

FHEO6 (56—66) (HAEC-%)

WL B AL RN ESENER TR E, FE W, BTULE
W] o SACEA X BACAT, A B sl o T B4,

S EMERABRENF o SR 1, 2-—FEA TR E e T
Bf. BETARLY 15 CE4Y 80 C. HKihedsit R TE4S, Hhikednm2
THF 2, MTBE , {Kit#9i2 %4520 CE4 40 C,

XA, TAEMBBLIMT, EAKPEIERNITEZRE, R
M Bl — KRR o TIR.  BHER T R EMAERN. BT
R BB B BNARERAAT. REBEBAREERST. Tlmatg
HBRAR B S TR, FHKEMHERELTH 10 CELH 30T,

FBRTHA2FARAGEL, B 166 F= 1A £5]; FH8 A 3 #RFAW
KR, BP 8GG. 8GA. 8GB £7); HEK 9 A 3FRFMIRE, BF 96G. 9GA .
9GB A%, T 104 2 A RFEE L, BP 1066 F= 106A 27, L2 FmE
106907k, FRLEACHE 2. 3. 4R,

BB 766 Fo 5 B 106A ( 66—76C ) F= ( 9GA—>10G )

R - 0 B S A e BB B R AP R 4mt, £ 1K Stille
#= P.K. Wong, J. Org. Chem., 1975, 40, 532-534 , {2233 gy Aaixsk
BE P —BRAKERN. 5REGFEEMR, Cho - E S 54~ 0
HATHAR . A4 0 A 2-Ret g B A8 5B 2 Cudnty, {22
Rge— 0 1AL 2- S e 69 B AL R B 48 Sk 7 Rk W3RE.

ATk (D & (Fletde) | BRI (Flde 1, 3-R XA BE
ALL) Fomblde LEAAR CBAT. BBASIBRAT. LRI ETES
T, EREERTHEEENG 0 PR FEERTHET, 360 Frrmit
S 55— A A EER B

Bk C % 24 3 RPAFegBEeKkeg Ry A B TLR4EfT Lk g2
o HL AR, sbek. R RS FRA O F AR FAL.
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FHLEg Ry R FREFFL

B G F 2H 3 AP FHBEAKLE Ry R B T4 Lk ey 2
oL RSOk, btk AR FRSPFRA T ARBRAEL.
FARzEEg Ry ZERRE, BERL S0 TEHR0T,

PR Ry R34 B, ARB5A. FR. RFA BRFE. RAHY
A, KA EA R KA TALEE R BRI TR LR
FTE.

Mk PR T PREGHEARBG—LAE L a) K. Isobe
A= S. Kawaguchi, Heterocycles, 1981, 16, 1603-1612; b) N. Sato, A.
Hayakawa #= R Takeuchi, J. Het. Chem. 1990, 503-506; c¢) M. Ishikura,
M. Kamada =M. Terashima, Synthesis, 1984, 936-938; F=d) K. Isobe,
K. Nanjo, Y. Nakamura #=S. Kawaguchi, Bul. Chem. Soc. Japan, 1986,
59, 2141-2149 .

B TCA Fo b B 866 ( 66—7CA ) wF & ( 766—>8GC )

BEERBRY| o = RCBREETH5 KRB EEFAM. R LHBHK
BATOAEL S0 % E90 %2, REBEAL 15 CEL 30T, K&, T
BT 52 B do 3 P KA SR B T B A S 4o amber1yst A-15 k3L

AHEALES L RS e BN, 2- TR XBR S RE5E. Kk RIBR 58
XY R EAG S REE.

B B 8GA ( 7GA—>8GCA )

e 8CA BRAEENT, FERULHAERCHRERF. &
EHBER R o TR, WEk. 1, - FAR THEHMTBE, XI5
TVARIRE A KA RA W RAE A, R4 A X Bk 7 5 B 4] 4o L
BIRAA T REY. REBEHL-18 CEL 25 C, AE5HBiets,
RERCBE—TREZEH B . KEeKM 2 v & kb il s
BRACTHEEE, BERXLA-40 CEY 25 C, REALBEILEES
(quenching). fLi&#g Rs Bh3bh H. 4R8EE. FHA. BRAZHA, HF
A Rs FH TGS —RY MR RF TRR IR ST,

BB 8CB For B 9GC ( 7GA—>8GB F= 8G6—9GC )

WIS AR HER (HTRZ RS A F R o i

22
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TR RTEAFRR = PR Pl SbBAT 25 F 4l 4o LB, v Sk vl
1, 2-—WaA TS IMF PHE&) REHATHEEF RS, KEHmRT =
Y Fabbe A BbAT, RAMAFZDMF. REBEHY-5CELH 25T,
BB A4 5 54 24 2 B,

5% 9GA ( 8GA—>9GA )

H 9CA BREEF T, I LAR S HE P REMK. RIBEHGLR,
P AR T A £ R R B B, % b kS S MR R A BB
W&, TAAEMNERXEBRLE T RABRYITHE. REBETUALY
-18 C£45 25 C., SEMRBEMNEINREF LR FR. &4, WL
. 1, 2ROk, RIS FARTER THATAY, FEIEF T AL Lk
WA, ARABH XM, HAARL B PEMRSYH AR, ik
MEFERFEE PR RAY, 05 L8R BMRELH-T8 CE
#-40 C, FRMAZERGEERL 0 CELY 25 C. KT RFLMEA
4. :

B 9GB F= B 1066 ( 8GB—>9GA F= 96G—>10GC )

FAFASAT (AR V. VanRheenen, R.C. Kelley #=D.Y. Cha, Tet.
Lett., 1976, 1973 ) , @i A4EALES v EALERFiL 2 2 S0 L EALF
=V -4 3, N-F R Dof-N-F AL £ THF KIE R SRR T B
M P HATERACK B (osmylation), WA 8. RARETILY
15CEH450C, 4Kk 40C, REREAL 12 - 48 6},

st FobH kB, F—FERAAR B Z AR HREAR S, 4o
Sharpless FfiE, & 9CPT A4E4E44 100 (R) &%, (S). Sharpless ARxd#Rék
B R0y BARSH L#kA: C.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 AR IZ ¥ 5| Mtk 5 k. 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. Ukita, L. Wang, PCT WO
92/20677; J. Hartung, K.B. Sharpless, PCT WO 93/07142.

FEI10  HF5 ( 106>106R & S) )
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BEARWEN . EREEHET, MUBAENP LB LR, L
F AN B CRRETH LB LA RSN 2 — 50 BE 106 . THeeg A eLds
B, bt FEEEYT VAZ cepaica e BAR AL ( Pseudomonas cepaica ).
A % 7 T A B S — 0 LR AR A — e — LB MR, Z R B8
FAELS - 45 CHBET. 15 - 40 245/ R RERIT. B
BT ME R LB AIENBILERG T EL S, A ETFTAGAKE
SEk 8. APk RSB (% ee ) STVAE A F MRS KA @t NMR
B A Bt 5P HPLC 2473 2.

FE 11 - 14

THIR BT Mk A — st uiAk, S]E 2 A X A Ak s s 64 3wk
RAEWHAT. REFHBCRTRHA. AF@EfpRN, BEAGCH 455
RABATHT RSB L —sfwik, Z3—sopG@ L AKX E FH “R”
X “S” Aw EP—ATHRZ “106Q . SEERA B ELLELE
AKEFE “G” A7 FP—AFEFL 1067 . FRERGC. 3L,
AZ AR EFRUUTRT BE T AL, #lwBi G ZA7HINE#®
REMARBETE1L - 13, 122 eNBASAEBA A HIE P, R,

“R” ZFILZAE S~ ZRI—HTeTH. BELUUD THBIHLA,
T R R AL .

P11 ( 106116 )

A& Swern B 544l 4e DMSO . ¥BES =LA LET, EEFFiEER
Fl — KPP, A4-18 CEH 25 CHBET, BLBARAFE -TE
FALEA®. XA, TAA TEMPO S IXHS TEMPO 4v 4- ZLBES~TEMPO 48
., EHRAMAZLTERALEEMERETZEARE, B EAGEK
FodE R TR EN TR, REREEKEHH-5 CEL+25 C,
B R BT A4 30 47 .45 2 ) a,

Swern 4w fE A. J. Mancuso ##D. Swern Synthesis, 1981, 165-185
FAE. BARFE TN SRA BT A %A P L. Anelli, C. Biffi,
F. Montanari #S. Quici, J. Org. Chem, 1987, 52, 2559-2562 WA Fi
FhiE., LR CBRFIARIAEA STH.

F %12 (1165126 )
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LKA T IF R R 2R 116 #4bh 126 . EF—Fr5 %
P, ARIABAKERLE 116 BALRFEE 120A-1 . KRETldds =9
AFHIREABE - RR BT RE, HEFABEALR 126 . EFkek
ERFTAR 116 — #4126, FRBEGCEFS RIHI2ERAL LH
&SR o . F—F HACE T T BAK e RS B ) R A |

B2 RA R ARTENRBEE = BUUMBE Bk EFR, %
Jeilit b = YR PRSABME ShEFaREA. SABACES AP HE12 %
ZAFLIRGERDLFb-2. BR, BAYP G TR E,

116 35404 126 695 —Fr7 k R & X AR T HBEOEF., £
REAGCHS THB12 %428, @ AL FEER LA K5 A TEMPO
4L, MARIBAFLRRL. 2R PAFRA RS FTRAE M,
HARABACHE S RIFZE1LEZEBFE L. 2433y, EHh ANk LEL
TR REBRAEAAE L Al LGN E.

TaF R mAGEERE A FB, KLEZB. FALBECHE 45
.

BB 12 BAEA (1165126 £424)

R A CQHEBARY, L 1H0H52, FL2H94L5 1 HH52ZE.
% 2 AR OERANELE, WigE e Fol 2. BEAS 2HHWEZ
PAR—ATE. mERAFLESEERY BEHATE. FLEECH 4
R, EERATHT —ALEFMK, LEFT EMEEG TR Fe s E 5%
K.

1 3R %

HB LRATR G EHT, A REBRABAH R FAE, £ WB.S. Bal,
W.E. Childers, H.W. Pinnick, Tetrahedron, 1981, 2091-1096 . if4¥
HAL R AR doid BALER BABRRAGH R —EILE. " F4 120A-1.

| %23y

#fEa

AZFRPEREB—FREFEF TR, R =FRPaET
E=RTRETH P = TR TSR KA R A 6.
AW T. Morita, Y. Okamoto, H. Sakurai, J.C.S. Chem. Comm, 1978,
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874-875, #F=M.E. Jung ##M. A. Lyster, J. Am. Chem. Soc., 1977, 99,
968, TRAIAEE, BRELEW. REBEAH IS CTEHSOTC, RE
EE A 12 - 48 B W EA 126,

#ED

#42 b-1 W95 1 g BREFERFRGHA T BARFZ XBAT.
@t AR EALIR R, hakdd A e EAL A 2 S Ao AL R A £
U AR L., REGENTE, RALETE. REELZARAT. £4 1
EHANKEESEAT. A4 15 CEL 40 CHBETHITY 2 - 4
B,

K&, TUAY-5TCTEHL CHRET, AEMNA_EFRF, @
A5 ZRMBR EY 30 424 2 DR, Wb A 12042, K
# 12GB-2,

HZEO2HE 23y T bpd, A=VATARASYETE
A, F2126. (ZFBRETHEREZEBNE I TR, )

B 12 BB (116126, #4B)

BEBAIATE.

% 1 o AT ABUHNEAGRETFRARLAESGER, Kk
AL Z Bl AN X S I AR L, ey L8, B4
EPE. REAEEARAT. B4 1 FH4NKAEEHENT. EY15CTE
25 40 CHYBETHATY 12 £45 96 /1 af. sk 4 126B-1.

% 235 RELELHAREBEMGEMHT, £ Swern §4-#l4
FEDMSO . ¥BFIF=ZLEALET. LERTHEEN KT, £Y
78 C £ 25 CHBRET a4k, 1EILEEAAL.

RF, “TVAR TEMPO K JIRAX A TEMPO 4w 4— ZLBEE-TEMPO 44k, fE9548
2% T2 AR RBAERIATZEARE, FrEBMAEEG KA RFE
BEN— AP REAR. REBEAA-5 CEL+25 C, REBEAY 30
2P E 4 2 0 eF. WA 126B-2 &K 126B-1.

%3 &y AZTATERERBELTE, k=i Paris?
EFRECHETH=FRATERASAPBICAFRTB AR E8. £
Ade LA, X4FH] 126G,

26
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F2% 13 (126136 )

FEBH BACET. SACH. T EAT. BKBRAR. BXERAT. ARBRAE3 UK
= FRRTEHFLET, EREERTHEEN—FEAER. DMF KT
B, %20 CE 100 CHmET, I 1206 L 5t B a5 4o 5 1 B P ES.
UEERBTERRALE. FLEAAGCH 5 . K ELE SRR TE
BB ABAE DMSO T =2y 50 CRE. T PREFNNCHHB X5 & 9.
R AAEE, 64 136.

BB 14 (136—>146 )

A4 80 CEH 110 CHBET, @d5BEHAL =R LBERLEY 10
A4FEY 6 I, WERRFIUOAGET XA LEGEREFHALY 146 . T
ARANER e TE. RAGFHREATRE = ﬁ,a&éﬁlmﬁ\% B R
FEH 100 - 110C, REMEA 1 ~ 4 ) H.

BARE B 5| AT A SE XY IIARIEAN L. A Lk
HEA R BE B RAFARR L LA R BERSHE R R LRGeS T
BRAZPGEE., RAEPAG—ANBAR TG FHBEE L CPT-11 HRF.
7 kA M BATI A, B EHF EIUCE B MES, @R T X R
AL,

& CPT-11 895 k. R B4

1 (4758 —>1CPT )

¥Arks (152.0 %, 0.98 BR) fefibww ¥4 ( 107.71 %, 1.02
BER) Biasgimif (450 %, 273 EH, 2.9 BR) &, H4£ 130 CH
Ps Pk, HAFBEXIY 15 CH, ZEAEERA R, F55E
AR EER. ZR A 130 Chedh 18 B, RSk F 145 CHEE 2 I8t
FReWA I EER, BIN2ATKF, FHEH 2 Do HEHRERE 1.5
Tt LR TE Y. AVERAEBRATR &, AKX, 55146.9 % (78
% ) FXAFE B4R,
mp 195-197°C (dec). (it.> mp. 205-207°C).
I NMR (300.13 MHz, DMSO-dg) 8 7.80 (s, 2H).
13C NMR (75.47 MHz, DMSO-d;) § 122.87, 144.60, 150.13, 163.66.
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AR AE HHHEAn/z 192, FRMEn/z 192.
B Hk:
1. M. E. Baizer, M. Dub, S. Gister, N.G. Steinberg, J. Am. Pharm. Assoc,
1956, 45, 478-480,
2. AEDDR H#] 154538 R T L ER L AT 43

#4832 ( 1CPT—>2CPT )

¥ 1CPT ( 6.6 56, 0.034 BBR) 5 82 £ THF BA., H¥KixndW
AIE-40T, ARY 1S 4 mANFATHEEE (52 FF, 104 TER, &
THF F 2M ) , REFERABEAFBEEVIKT-30 T, HE45, KF5Es
ERAMBREO0C, A0 CTHHEL I, BRERIWFAHE-L5 T
HANTETE ( 3.2 29, S2FBER). £-25 CRE 155416, WA
20 EFF M HER, HFRESWBHRETE. 2 ELE, TEKHEA 3 x 10
7 THF 3B, &-5F6 THF 48 2 45 15 £ IN L84 15 IR A,
AR RS TE, KRB 15 B fALRER L —K. AHARRR
BT REBREGRM. ATE ( 50 £91) , FEROWERERE,
FHEFEFE G601 % (84 %) AEh, FLAFER.
mp 60-63°C.
111 NMR (300.13 MHz, CDCl3) § 1.17 (t, J=7.1Hz, 3H), 2.88 (q, J=6.6Hz, 2H),

7.61 (s, 2H).
13C NMR (75.47 MHz, CDCly) 5 7.50, 32.61, 120.88, 147.66, 151.83, 197.15.

VAR AR n/z 204, ERAn/z 204

%% 3 ( 2CPT—3CPT )

F2CPT (90.2 5%, 0.44 BR) . B (650 FH) o= WA TR
AR (140 B5h, 1.1 BR) EERTREFBH. EROWTEHH
BREELET., 412 MERETAE. @idmA 1l H 1IN SEALAE R b Fo
BOR, FFR 3 x 250 B9t 11 1 TR TES/ B I, A AWILEGE, A
BREBATRIAL. ERATT FRERELY, £5109.71 % ( 100 % )
4.

1
H NMR (300.13 MHz, CDCly) 5 0.80 (t, J=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).
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13C NMR (75.47 MHz, CDClg) & 7.45, 32.77, 65.10, 108.94, 120.30, 150.57, 158.08

AR RS T E4An/z 248, F@M{An/z 248.

J % 4 ( 3CPT—>4CPT ) |

% 3CPT ( 57.5 5%, 0.23 BR) ZMETE (170 &) F. AW
Bigh (80 B9F, 0.35 BR, EFE T2 % (TF) BHR), HESS
T PREREHEGE. 20 MG, FRERESWAIZER, KEM 250
EIKLIERE. EBARASHA 200 EF_KTEHBEH2EE48. K
ARBRREH 100 EFA—KTRFR, SIFANIRE, ARBETIR,
iR, FHREARIEAE N, mEAMEL LR, FF50.435% (89 %) %
S AR
IH NMR (300.13 MHz, CDC13) 5 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, 1H).

13C NMR (75.47 MHz, CDCly) 3 7.62, 32.53, 54.04, 64.79, 106.25, 109.23, 113.83,
148.33, 157.27, 163.94.

AAR g FFHAEn/z 243, ZRMEn/z 244 (1),

%% 5 ( 4CPT—>5CPT )

¥ 4CPT ( 73.05 5%, 0.299 BEAR) EME 1400 T8, 49
Z-10 C. EARBES T, A 10 24 mAETH4E (294 £, 0. 588
B, Aoy 2.5M) . ATRER TS, £ 0 CHEFAIRSY 30
o%k, RIGHERASHA I E-30 CHIAN-FER ( 66.0FH, 0.588
BR) . BEReWEKXRE0TC, &0 CHHF 1 IE., @BidhA 600 £
It IN EBERR L ERSPLLER B, 4 BEAE, A 2 x 250 £5F MIBE
FBKAR. SFHAMAR, 28] 5aCPT 843k, B—IHimmmifiatic LR
4: 1 B9 Tkht/ LB TESHAT &8 540, 3| 4hed 5aCPT #3%, ZA LA T3t
o € LH .

1 5aCPT Zg P Ak (250 ). §4bw TH 4 (8.3 %, 0.029
BR) fematss (11.3 %, 0.29 BR) , HATERMAREZRSY.
218 IHEERRB LK. Hn 20 £IREA, FFETEHHZREM 30
o%r. RXAAn, AAARR 500 EFKEE 1 k. ZLAAUE, 52,
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b e 800 SLEER B 4: 1 6 Tt/ LR LERRAT &R 4040, FEI6 = A
57.30 50, 71 %ALFEFE. Feplk#]| 15.0 55 ( 20 % ) KRSk 4CPT,

1H NMR (300.13 MHz, CDCyg) § 0.96 (t, J=9.0Hz, SH), 2.03 (q, J=9.0Hz, 2H), 3.75
(m, 2H), 4.00 (m, 2H), 4.00 (s, 3H), 7.13 (s, 1H), 10.44 (s, 1H).

13C NMR (75.47 MHz, CDCly) & 7.32, 33.28, 54.81, 64.78, 109.66, 114.67, 117.20,
150.83, 157.52, 161.75, 190.80.

AR EE T E4An/z 271, EIMEn/z 271.

1H NMR (300.13 MHz, CDCly) & 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, 1H), 7.05 (s, 1H).

13C NMR (75.47 MHz, CDCly) & 7.46, 33.01, 54.50, 56.16, 64.98, 110.25, 114.53,
119.15, 147.39, 154.50, 163.00.

AR RE: A n/z 273, £RMEn/z 273.

F 36 ( 5SCPT>6CPT, HACPTE 2 R)

FEBAHRBEH B Al B+ o 4k 2 B AB 4 12 TR, 4 5CPT

( 503.98 %, 1.841 BER) Zf4 1330 &5 THF . RIFAIFEEIAT

30 C, @A FAA 1188 T 20 % T EF47Y THF 5%, BHbinmaW
30 4F, KREHKARBEKT 30C, @BimgR-FmAFEhe (2300
EI, 2,117 BR) . FEREFmTRE, £ 20 - 30 CHFiERLSW 1
JoEF. 1B, e 38 BT 40 % —WEKER, R4 20 - 30 CHEHF
ERAW 30 H54F. Ao 276 B IN A 2 B LB, HHF AR,
APAEA 3 x 1 Fhkebdk, KREEREK BHH. FHe iR 663.5 %,
99. 3 % 4L = &
1H NMR (300.13 MHz, CDClg) 8 0.75 (t, J=7.4Hz, 3H), 182 (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).
13¢c NMR (75.47 MHz, CDCl3) 3 7.50, 32.96, 54.47, 62.83, 64.73, 73.20, 110.12,
114.8, 116.42, 127.54, 127.76, 128.24, 138.43, 147.91, 155.62, 163.74.
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AR RiE: T EAEn/z 363, ERMAn/z 364 (m+1).

VBT ABHARGTRAORE, FRFICHA, FHRSA=ZHKE
HTHRERE. FARLELACTH 2R,

#5276 ( 6CPT—>7CPTC )

FIEHR T N 6CPT ( 66.45 %, 183 ZEENR) . T&4e ( 2.05 %,
9.13 FE/R) . DPPP ( 4.14 %, 10.0 ZER) . #E47 ( 37.86 %,
274 BEER) . EREE (665 FF) #DMF (332 F91) . Gz bk
R, BREIN—RMNE. E—FHBELRT, HiERoMmAZ 0 CTH
16 b, REHREHAI iR, gL (celite) BHRERK, 3
350 ESF THF Zekaei £, FEIfedilRfesuid k% £4 400 £HHa94k
. Ak (700 £5F) F=MTBE ( 700 &4}) . 5-FK48, 5tA 350 =4+
MTBE 3:ER, 4-5f#9 MTBE 33 A 4 x 350 BFKEIR, AABATEFEL,
ZA e 3% (A 230 - 400 B, ZBA: 80: 20 Bt/ LEA TES) s4LE,
193] 68.03 % ( 89 %4bF &) FieE .

'H NMR (300.13 MHz, CDCl,)  0.87 (t, J=7.4Hz, 3H), 0.98 (t, J=7.4Hz, 8H), 1.77
(m, 2H), 1.93 (q, J=7.4Hz, 2H), 8.71 (m, 2H), 3.94 (m, 2H), 3.99 (s, 3H), 4.26 (t,
J=6.THz, 2H), 4.59 (s, 2H), 4.74 (s, 2H), 7.29 (m, 5H), 7.82 (s, 1H).

15C NMR (75.47 MHz, CDCl) § 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.

FARRE: HHAAn/z 415, EAMEn/z 416 (m+l).

H 8 7A ( 6CPT—>7CPTA )

F 6CPT ( 50.0 5%, 0.137 BBR) BMAE S0 % =R LEAERE (250
) F, FEEBEH 48 M. Ak (200 2H) B TE (200
E9) . HB&4E, MTHCE (3 x 200 £9F) FEBUKME. AFF65HM
FaRtafe sk B EARER ( 500 1) ok, ABZRGH TFA &k, K5
A (200 £97) 2ok, AVER RAKBERGE TR, 08k, 55 42.6
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% (97 %) =4,

1H NMR (300.13 MHz, CDCly) & 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).

13C NMR (75.47 MHz, CDCly) & 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.

AR EA n/z 319, TAMAm/z 320 (),

TS H=AFRRAMGTREE, BPAFIC. AfB, £LEA CPT
F2H3R.

B 86 ( 7CPTG—8CPTG )

AEBIFTCPTC ( 68.02 %, 163.7 EER EMAE 384 £5+ 50 % TFA
REgt. EERBFHZREAW 21 1. A 880 BAK, M2 x 500
EH LB LB R BERAY. SHAPAHHM 2 x 500 Ik skk, R
Riete B SARER T o, RERARBATRAVARFEL, 23] 59.86
3 (98.4 %) ¥3F &bk i,

"H NMR (300.13 MHz, CDCly) 5 0.96 (m, 6H), 172 (m, 2H), 2.6 (q =7.2Hz, 2H),

3.96 (s, 8H), 4.23 (t, J=6.THz, 2H), 4.42 (s, 2H), 4.58 (s, 2H), 7.24 (m, 5H), 7.48 (s,
1H).

13C NMR (75.47 MHz, CDCly) 8 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.

FARRE: S EAAn/z 371, Z@MAn/z 372 (@l),

H B 8A ( 7CPTA—>8CPTA ) ‘

HICPTA ( 1.00 &, 3.13 BER) BME S S THF &, HFAERS
ATRHEA0C, MNGRTHREE (295, 4.4 BBR, £ THF o
LSM) . HFERBEE-40 CRE 1D, REELERETE. AEm1
W, Miad SR (10 £4) A RSWE LR F, #7LE
CEE (10 BF) . KEM 10 EFLBMTEEIR, EBGEL LA
PUESH, MBSATIR SEFRS, B3 1098 % (100 % 2%) %
BEIEH,
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1H NMR (300.133 MHz, CDClg): 5 0.87 (t, J=7.32Hz, 3H), 1.79 - 2.00 (m, 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=0.99, 17.23Hz, 1H), 6.01 (dd, J=10.59, 17.23Hz, 1H), 6.94 (s, 1H), 7.30 - 7.37 (m,
5H).

13C NMR (75.468 MHz, CDClg): & 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.

FeAR S HEAAn/z 347, F@MEn/z 348 (m+l).

BRI AZFAFRAGTREGRE, F£ZFC. AfB, £ILEEL CPT
%3 ;. |

&% 96 ( 8CPTG—9CPTG )

B PR =R (214 %, 6.0 FBER) EMAE 15 5 DVF P,
FAEFEREH. AN -ZFRPa A sbEarEg ( 10 £, 5.0 £
R, BFEFO0.M), FEZEEFETAGEEKGTEZR 10 54
— & HN 8CPTC ( 1.48 5&, 4.0 BER) £ 5 £ THF Poyk, F4%
e, FHFRFRRBAZE. BHZRAW 1054, FmAREHEREE
P& & 8CPTG JHAedk. @adimA 10 9 IN HBEER B, oA 20 £5F
MTBE, 4 &&AR. KARM 2 x 20 £JF MTBE FB, &g APAam 3 x
20 EIKE, REBATRAVARFEALEY 1S 2AGER(VE=X
BEEACH L) . GRS (420 %) EA 41 S5/ LB TEHAT
&L oA, 733 1.39 559 (92 %4 =F) .

1H NMR (300.13 MHz, CDCly) 8 0.85 (m, 6H), 1.59 (m, 2H), 2.20 (q, J=7.4Hz, 2H),

3.89 (s, 3H), 4.12 (t, J=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, 1H).

13C NMR (75.47 MHz, CDCly) & 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.

AR RE: A n/z 369, EAMAm/z 369.
% %% 94 ( 8CPTA—ICPTA ) .
% 8CPTA ( 0.500 5%, 1.43 BER) EMAEIOEF 111 HTE: —&
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Wi, 4 E-10C, KRSMAAKA 15 54, 1 Welsbach ZRZ 4
R ERARREER, AEEREARKE. REAAAKAZER S
Hap il dat SR LR, Z B Ak 10 540 AmEAL ( 0.250 &,
6.61 BEMR) ££5 B 50 % FEAZE R POYERZRLEEE-T8 CHE&kR. 15
2iE, A1 PR pREELR. AR 106G, A IMEBRERE (10
E7) &b R B, 4 BB KAESFA 20 E4H 10 24N KT
FI, B RS R APESSF, JFRAREBATIR. Bk, 58] 0. 491
% (99 %45 %) 8 9CPTA

1H NMR (300.133 MHz, CDCl3): & 0.82 (t, J=7.20Hz, 3H), 1.86 (dd, J=7.20Hz,

14.71Hz, 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).

13C NMR (75.468 MHz, CDCly): § 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.

AR FriE: HHEAAn/z 351, ZAMEo/z.

% %% 9B ( 8CPTB—I9CPTA ) |

4% 7 355 B OCPTC W P ik EAL 65 X0 Ao 4k,

+ % 106 ( 9CPTG—10CPTG ) |

GEEEHL P A 9CPTG ( 100.0 55, 0.271 BBER) . =¥k N-A4bih—
KA (90.24 58, 0.81 BR) Fewgfdbsk ( 0.68 %, 2.7 BER)
% 300 BEFRTE. ¥izRbPmikZE 40 T, 24 S &G, Kiandid
#FE 20 - 25 C. A 300 KA 110 Sla BB S, FETES
TRAW 30 H54F. ERAMA 4 x 200 EF LR LEFR, S AP,
5 50 & 70 - 230 BAR—REEH 1 e Hakkads, A 100 £
LER LB, BiRE 100 a XA —REH 30 540, RERMRE
A 50 s XA st badik, AR BR I iamAab. A 200 B F X4
800 BB, HAE-20 CHRERAMWER 18 i HEFZEKIA 200
I RITHE. 453 83.5 5 10CPT . MIER FEnlk 5 5heg 10CPT 2 6.5%
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'H NMR (300.13 MHz, CDClg) 8 0.74 (t, J=7.4Hz, 3H), 1.03 (t, J=T.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 (t,

J=6.THz, 2H), 4.88 (d, J=10.7Hz, 1H), 4.96 (d, J=10.7Hz, 1H), 7.33 (m, 5H), 7.64 (s,
1H).

13C NMR (75.47 MHz, CDCl,) § 7.55, 10.41, 22.01, 81.71, 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.
WA ANz 403, EAMAn/z 404 (D).

42 10A ( 9CPTA—>10CPTA )

BB AR EFo B BREAF, ¥ 9CPTA (2,13 5%, 6.0 BER)
WA 1-57E (25 F4) FDMF ( 50 1) . @B mA B ks
A7 (1,24 %, 9.0 BEKR) . Z&EID (67T F%, 0.3ZBER) 4o
DPPP ( 124 £%, 0.3 FER), RERA—Adskkda, fmikZE 85 C,
B 15 4. RERRRRASMARZERIFMAARA. MFERER
#EEadsk FRACERTE (3 x50FH) shkag ., KEIrehkRF2k
R AERER. EhALERTE (100 B9 #H%5, AfgEmAK (50
E5t) sk, RBATHRSE. ZHEESE W (B, 230 - 400 B,
1:4 ZEE LB ThZEBA) , H£381.40 3% (58 % ) &5 10CPT.

AR 10 &, Ty iFHaE BV BRIZABRTSE 10 34
4, RLEECPTH 4 &.

P10 4

G &L 200 EFFRRT AR P 10CPT (8.05%, 20 EER) F
FmA 8. 0 % PS-30 44tk (B ZAESEE S Celite 521 Loy HBARLICHA NS
B) Fo 1.85 B ( 20 TER) LRLUHE. EEBEMEETRAESHF
24 JBF, HEHARALH], BACHAFRRTEER (3 x 100 £4F) 2%, K
FREAWENEY 25 £, BRERAFE 05 C, BREMFEK
FAEH (3 x 25 F5F) sk, 135 2.75 3£ 10CPT ( s—xfwetk), [a]lp??
=+3.25°, fgA5F (>99 % ee HPLC Chiralpak AD A, 90:10 &i8 - JF
#E, 1 ZE5/494F, 254mm) .

F % 11 ( 10CPT—>11CPT )

EIEFL P M 10CPT ( 0.565 &, 1.4 BEXR) . 4-TBLA-TEMPO
( 0.006 %, 0.028 ZER) . 8447 ( 0.0167 %, 0.14 ZER) Fot
M4 (0.0153 5%, 0.182 ZFER) . mAZREE (71 £H) Fok (1
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Z9H) . HEZBBHZREGW S 54F. AKRY 40 54F, ZBEHTEmAK
FBAER (1.6 £, 0.95M ) . FhBAE, @it S %1s T
SEAKEREOER S . S BKMHR L x 5 BH_QTRER. Stk
PAT BB T BRI AR, 53] 0.601 SAZE LK. WP TREAL LS
100 %.

1H NMR (300.13 MHz, CDCly) § 0.91 (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=11.7Hz, 1H), 4.87 (d, J=11.7Hz, 1H), 7.35 (m, 5H), 7.78 (s, 1H), 9.62 (s, 1H).

13C NMR (75.47 MHz, CDCly) 8 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.

AR FE A n/z 401, ZRMAEn/z 402 (m+1).

BHEFER R

VIR 12 ABEFFRFGR LIRS, HFAEEE A RERB. B2 A5 HF
o, BEAGRRE, H5 2, ABHRAEER, BPRBE 2 - —Fikde
BED - By ik, BEBERF AN, EiTBE A S 2 HHBREE b-1
FEAEME L AFREMK 12 GA-2 538t 42 B § 2 O AME 2 Ak
126B-2 40F). @B E 3HLRBZAF 2 H5 B2 -2 05 2 F 4R,
LB ECPT £ 5 R.

W12 &2 A, % 1345 ( 11CPT—>12CPT A-1)

WA 6 ZIRTE T 11CPT ( 0.206 %, 0.5 SER) ks
NaHpPO4 (0.03558) /&2 IR P egERRAFAIFE0C. A 50 %
HRAEZE R (0.043 BF), RE—KMmATEEM ( 0.076 £, 0. 675
EER) 0.5 BIKFHER. 5546, BdhA 18 EF10 %BE
REBEARERIOER S, BRAMEKF R PRZ S E, A 2 4
ZRT BRI, ARSI AMAR, 2] 0.200 £ ( 93 % ) =4 12CPT
A-1.

L o

H NMR (300.13 MHz, CDClg) & 1.02 (m, 6H), 1.82 (m, 2H), 2.23 (m, 2H), 3.9 (s,
SH), 4.32 (t, J=6.9Hz, 2H), 4.53 (d, J=11.7Hz, 1H), 4.62 (d, J=11.7Hz, 1H), 4.68 (d,
J=11.7THz, 1H), 4.97 (d, J=11.7Hz, 1H), 7.32 (m, 5H), 7.90 (s, 1H).
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13C NMR (75.47 MHz, CDClg) & 7.83, 10.41, 22.01, 82.15, 54.36, 62.62, 67.31, 72.95,
79.21, 117.39, 121.82, 128.21, 128.52, 136.52, 145.25, 152.55, 162.97, 165.01, 176.06.

WAk AN z 417, EAMEn/z 418 ().
FBI2E®ZEA, H2HS, &#%a (—¥F%k) (12CPT A-1->12CPT)
EEBHF12A-1CPT (0.17 %, 0.40 BER ke ( 0. 05 B,
0.6 BER) £S5 EFFCHPHER. MAZFIRRFaEHER (0.2 25,
1.4 BER) , HEZERHEFZRASWR, REE 45 ChikiziRE4 48
DEF, AHE (5 EF N, FEZEBEHZRGW 15 24, &k
SR 3 x5 B LB UEFER, SRR M 5 % EARREMER L
. LB UBRIERARBATRIFEL. Aok ER 95:5 —8 ¥
[ P BEEAT 5 5h4, 4930 0. 083 % ( 69 % ) FKF &bk =H.
'H NMR (300.13 MHz, CDCly) § 1.02 (m, 6H), 1.80 (m, 4H), 4.36 (t, J=6.0Hz, 2H),
5.22 (d, J=16.5Hz, 1H), 5.60 (d, J=16.5Hz, 1H), 7.40 (s, 1H).

1
S3C NMR (75.47 MHz, CDCl,) § 7.66, 10.83, 21.84, 31.88, 66.07, 68.68, 72.32,
107.10, 124.45, 134.41, 149.99, 159.80, 173.26, 176.63.

AARRE T HEAAn/z 295, ERMEm/z 296 (m+l).
FEB12, &FA, F 23S, #EHEb-1 ( 12CPT A-1—12CPT A-2)
EEAR. KAEREERT, KHEE12CPT A-1 (2.64 %, 6.3 %
BER) 250 B FEEFERS 10 % 48 (0,264 %) —REFH 2
B, Sk FEBBAKIER 10 B FTERE ARSI NERPRER,
RAFE G, MR (1.82 %, 93%) .
IH NMR (300.13 MHz, CDCla) S d0.88 (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). .
13¢c NMR (75.47 MHz, CDCl3) d 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.

FH12, &BA, %234, #4%0-2 ( 12CPT A-2—12CPT )

A0 CHAZAAR 12CPT A2 (193 %, 6.2 ZER) fosish
(1.86 %, 12.4FBER) £330 EFLEFHER. MA=FTRAFTERE
B (1.6 4, 12.4 TBR), HHERAMHFA 12 I iMELERET
2. FheAsess ( 0.9 £, 6.2 BER) PR PREAS (0.8
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£, 6.2 BER) , LB 6 A B e IN 3B (10 BH) o
1R BBEM (0.6 %), FEZTEHHZROY 1 1. AR E
( 30 Z4F) ., KABHEA 30 EHA LB LEFER, SFAMARAKEL,
RBBRATRIFAL, FAXZERER S (1.84 %, 100%) .

Iy NMR (800.13 MHz, CDCI3) d 1.02 (m, 6H), 1.80 (m, 4H), 4.36 (t, J=6.0Hz, 2H),

5.22 (d, J=16.5Hz, 1H), 5.60 (d, J=16.5Hz, 1H), 7.40 (s, 1H).

13C NMR (75.47 MHz, CDCly) § 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.

FARRE: P H A n/z 295, ERMEn/z 296 (m+l).

BB 12, #&4%B, %134 ( 11CPT->12CPT B-1)

FFRBE1ICPT (1 2.62 5%, 6.6 BER) BEME 30 SHPEF, 5
EARAFRRAETEHRLE ( 0.26 %) —REHE. 96 IHE, LT
&, ZaE P RBBAHIFA 10 B4 P8 RE AL ERPE,
25 1.97 % (96 %) G &EEK~Y.

'H NMR (300.13 MHz, CDCl,) 5 , 0.84 (t, J=7.5Hz, 8H), 0.95 (t, J=7.4Hz, 3H), 1.73

(m, 4H), 3.89 (s, 3H), 4.24 (t, J=6.THz, 2H), 4.57 (d, J=17.2Hz, 1H), 4.73 (d,
J=17.2Hz, 1H), 7.86 (s, 1H). -

13C NMR (75.47 MHz, CDClg) & 7.58, 10.36, 21.94, 81.70, 53.69, 58.31, 67.04, 70.68,
93.26, 116.57, 120.38, 143.54, 148.98, 158.48, 165.34.

T 12, #42B, % 2%4% ( 12CPT B-1-12CPT B-2 )

AEER, F120PT B-1 ( 1.94 %, 6.2 BER) £37 EHF K95
FayER S TEMPO ( 0.04 52, 0.25 EER). #E A4 ( 0.081 %, 0.96
ZER) fes A7 ( 0.088 %, 0.74 BER) £ 3 K P em—RE
H. A0 BMmRIBAER (12%, B12F7) . ATEREH
(1.05%) ABIFREFHAERA. KHAKTR (10 E4) FHR, &
HeAMAAK (10 EH) sbk—k, FRRBRATERE. LA, 3
WK ER (1,90 %, 99 %), kg B,

'H NMR (30013 MHz, CDCl,) 5 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),
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13C NMR (75.47 MHz, CDCly) 3 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.

AR RE: W RdAn/z, FEAMAn/z.

B 12, #4%B, % 33% ( 12CPT B-2—12CPT)

EYBAFT AT k5% 12 AR,

BB 13, ®BEA, H 235, &% b2 ( 12CPT>13CPT )

F£47 - 50C, ¥ 12CPT ( 10.1 %, 0.339 BEAR) . sxE4e ( 22.0
%, 0.067 BR). AWMERRTE (25%7, 0.169 BER) f=DMSO ( 150
EI) B 19 bu. KB AIr, N 20 B &R 180 THK,
HZRAWREZT 500 EFAW 4:1(6/v) PERCRUERSWER L K. &
HHGRBUR MK HEZR, KREERLFR®, A 200 EFFEIRE =%
Bk, 3] 13CPT eyiEiliedh, ALKy 11 PREMNE (11,5 x,
67 %) .
IH NMR (300.13 MHz, CDCly) 8 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, 1H), 5.61 (d, J=17.8Hz, 1H), 6.94

(s, 1H), 7.0-7.2 (m, 5H).

13C NMR (75.47 MHz, CDClg) 5§ 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.

%3 14 ( 13CPT—14CPT )

¥ 13CPT-F B4t ( 70.3 5%, 0.153 BR) %EMAE 1400 THF
¥Ae 140 EFH=RTB Y, 4 110 Choik 2 Do), Kizkagddy, FHA
THREEY 350 TR, AR TE (1), Hardhdiz
20 C. &, 35 14CPT, HFATGELELKEK ( 37.92 %, 93.4 %) .
1H NMR (300.13 MHz, CDCly) § 0.98 (t, J=7.5Hz, 3H), 1.80 (q, J=6.0Hz, 2H), 2.96

(m, 2H), 4.36 (t, J=6Hz, 2H), 5.24 (d, J=15Hz, 1H), 5.66 (d, J=15Hz, 1H), 7.27 (s,
1H).

1H NMR (300.13 MHz, DMSO-dg) & 0.80 (t, J=7.3Hz, 3H), 1.81 (m, 2H), 2.89 (t,

J=6.3Hz, 2H), 4.13 (t, J=6.3Hz, 2H), 5.34 (d, J=17.1Hz, 1H), 5.41 (d, J=17.1Hz, 1H),
6.86 (s, 1H).
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13C NMR (75.47 MHz, DMSO-dg) & 7.52, 30.31, 83.71, 42.56, 65.20, 71.92, 98.49,
123.81, 140.19, 149.05, 156.97, 172.03, 197.93.

AR RE HEARn/z 263, EAMEn/z 264 (m+l).
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FAON T8 R B
Z:’E'Fiq’ﬁ’J'Fﬁ'l)iﬂ\ 7 i Fe S XA B AL F.

u-r727 U-503

U-440 \ ©

{rinotecan
CPT-11

U-440e
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THRSH LR TAR TEMB LR RN FHEE" . BEKEHR
# & u-503 $4£ T US 4,473,692 ( 198449 A 25 B, T. Miyasaka, S.
Sawada, K. Nokata,E. Siguno, M. Mutai ) d*. Wy U-503 %1% U-440 &4
XPEREETUS 4,604,463 (198648 A5 H, T. Miyasaka, S. Sawada,
K. Nokata, E.Siguno,M. Mutai ) 9. ¥ U-440 344 CPT-11 3£ FF 7]
X#ke: S. Sawada, R. Okajima, R. Aiyama, K. Nokata, T. Furuta,T.
Yokohufa, E. Siguno, K. Yamaguchi, T. Miyasaka, Chem. Pharm. Bull.,
1991, % 39 %, % 1446 — 1454 |

B bR “ENFHRE" BEPHEHREMERT,

)8 U-503 F2 U-440 _

A£95 = 100 C. £ F XA LERERAW FHF U-727 Fo U-772 BB 4 48
B, EABR PR LB, 55 U-503, RESAEEL G U-440 .

HARLEACHT U-503 FMAERSE T, FFE 20 - 25 CHEEME—STE
TH) AR T RRREATRIREL., ABHE_L TR, SAS
U-440 AT —RFR T, FRIBFRER SHAKEREE, KB U-440
AR EBATENT, AR PR TEGROWERM, Hah —ETFh
5 LR PERVEALELBARLYS.

U-503. & U-727 ( 1.05%, 4.0ZBER) . U-772 ( 0.62 %, 3.8
EER) Fast P X BB —KAH ( 0.02 ﬁ,)%ﬁ?aﬁ( 10 EH) 2.8 ( 10
£IH) Bb A 95 - 100 Theih 18 - 24 o8y, R G Y, 1-503
#HRE S k. ¥R ETAEH, WIS EEBRE TR T8, 535 EK
g U-503,

U-440 . waREEALEG U-503 Fhenmez (15 ), 420 - 25T
BAFZ RS 15 54P MR U-503 . mAEME—RTR (5 E9) deg 4-
R TRRREIA TR ( 1.32 %, 5.7 EER) . HiaadWE 20 -
25 CTHAF 2 I HER B TAE, ;ﬁui;mwmé\%i—‘h FANFE (20 F
7). FREEBIZRAY EBT TR

R U-440 A S TR ( 15 ) +, ﬁﬂ)\%fvaﬁ&mﬁ
KE®R (5 TR, FETEEEZREY S S%F. 1 EFRFEE SR —
KPEA. AHAZRTER (10 £41) £, STt 2

42



96193138. 8 oo P 5E33/1221

4.5 E 4K U-440 . .

W dn B AR U-440 54 95: 5 9—E Pk - WEE (v/v, 10 &)
¥, FAEFA 30 54230 - 400 BAKSAETHTEZESEL, 955 8=
AP - T8 ( v/v ) 3B, SHSABH T ERAET £4B54
10 6444, ZABE R — MK AL, mATE (15EH), 5+
B RAAE-20 C3E 24 o). K50k, ACE (10 £9) kit
TR 53 1.34 % (62 %40 =%, M 16CPTH#HE) U-140.

BEM-MAM-C 69753k, Rufeitdd

FEEA MG F2 MM % T Mappicine SREA £ LA FHE R,
LS R AL T8 B A G 8B R P AT T K.

RIFSER TEREART AT HAFEEMN. 5 mappicine BATHT
T8 P AR LSRR S5 - SRR R A A TR R R, Ak
A, X EEBRBAREE Noyori BEAS - Siiziemidy . W
Itsuno =4 &g @bt T PRI BFGEAM . B-F M oxazaborolidines 4
AL BREEE R P Fe S AL4248 5 darvon BEAGEEO4 .

Re LR B R = Fe P AT A 790 B K &) Friedlander B 454
BB, VAFEEREWEH, kT @BE b HregaRk,

4. N. Cohen, R.J. Lopresti, C. Neukom, G. Saucey, J. Org. Chem. 1980, 45, 582,

1. R. Noypﬁ, I. Tomino, Fo Y. Taﬁimoto, J. Am. Chem. Soc, 1979, 101, 3129; R.
Noyori, U.S ] 4,284,581

2. S. Itsuno, K. Ito, A. Hirao, ## S. Nakahama, J. Chem. Soc. Chem. Comm., 1983,
469; S. Itsuno, M. Nakano, K. Miyazaki, H.Masuda, K. Ito, A. Hirao, Fu S.
Nakahama, J. Chem. Soc. Perkin I, 1985, 2039.

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

T @A A B H, ST TEEAM-G fo MM f B8 &4

SMM. H4CPT ( 10.0 55, 41.0 BER) EME S0 £ 5. ¥
GHERALFEOC, RERREEAL 0 CHRER, fua 24 4 S ET RS
bk ((2.10M, 512 EER) . £ 0 CREMZEEEGRH 1.75
DR REREBEAT 10 C, mABRBKR_FE ( 4.8 B4, 51.2 T
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R) . EOCHEHRES L IE, REA LS BREALE, RErH
FHLE. AK (40 ZH) FLEBRTE (15 FF) . 15946 25
&A1, AARA 3 x 50 £ TR TE R, SIFRMIRIR, AARBHATE
R RS, R e, R EE (] FR) 44, 2] 5M (6. 97
K, 66 %), ABFHLEN:

MS (EI) m/z 257, 259; MS (CI) m/z (NH,") 258, 260; 1H NMR

(300.14 MHz, CDCly) & 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 = 7.4, 14.9 Hz), 0.91 (t, J = 7.4 Hz); 13C NMR (75.47
MHz) § 162.9, 153.3, 144.9, 116.9, 114.4, 110.1, 64.5, 54.2, 31.5, 12.0, 7.4.

6MM. FFSMM ( 12.0 5%, 46 BER) A 25 £FF TFA K&k ( 64
% v/v) W, Fhe#EE 40 C. 4P8E, KRERSHAI, HA50%
Frkde 75 B 2:1(v/v) TLERTES: BSCHOER B, 45548, K48/ 3 x
40 £ 21 LRTE: BRRER., SFAMILBCR, R 200 549 % W/v)
R EMKEREFIAT I Fo. 5 F 540, K40H 3 x 50 BT mH
B AHARAR, TR (RBA) , TEIFRE, 10 LXK CH. %
A AERAT TV RE. FHhbeg— V3R 5 37800 T L8R
MS (BD) m/z 213, 215; MS (CD) m /z (NH;*) 214,

216; 1H NMR (300.14 MHz, CDCI3) & 6.88 (s, 1H), 3.99 (s, 3H), 2.82 (dd, J = 7.2,
14.5 Hz), 2.16 (s, 8H), 1.19 (t, J = 7.2 Hz); 13C NMR (75.47 MHz) & 204.2, 162.6,
150.5, 145.5, 116.3, 113.0, 54.4, 85.9, 11.8, 7.6.

6bMM . HHs 6MM ( 10 5%, %546 EER) EMAE 100 EHFEJH#
AHE0C., —RWmAIEH 54 2. 18 % NaBHs ( 58 BER) £ 20 4t
50 % PEEKFERFOIZEZR. 20 5405, A S0 EFE/mASE (1M, 50
EER)EIERE, KERA 100 EF_KTRA 10 EFKBE. 5% %48,
AKARA 3 x 50 BEFF K PRER, REAVRBGE, RIGEEK Bk
PRATI T EL &, 55 M (8.54 %, 85 %, MSMMHE), Hk
£FIK:
mp = 97.0 - 97.5

°C; MS (ED) m/z 215, 217; MS (CI) m/z (-NH;") 216, 218; 1H NMR (300.14 MHz,
CDCl3) & 7.05 (s, 1H), 4.85 - 4.81 (m, 1H), 3.95 (s, 3H), 2.08 (s, 3H), 1.76 - 1.6 (m,
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2H), 0.98 (t, J = 7.4 Hz); 13C NMR (75.47 MHz) § 161.8, 155.6, 145.4, 115.0, 113.1,
71.0, 54.1, 30.4, 10.5, 9.8,

M T (4.00 %, 18.5 BER) fefdbh (1.55 %, 64.6 %
BR) 5 40 £FF THF —RBEH 30 4. A FHE (2.3F9, 18.9%
BR), StEERBHZRAW 8 D, Afofefibling (10 EH).
10 KA 20 2 KT 5. 45 &40, A IM HEEF K465 pH £ 4,
RIBER 3 < 20 BFF—KPRFR, &3tA R, B () , bt
R RFCHh, ik Eitfrhad &4, 8 8MM (5.09 %, 90 %),
A g

MS (ED) m/z 305, 307; MS (CI) m/z (-NH,*) 306, 308; 'H NMR (300.14 MHz,
CDClg) § 7.38 - 7.32 (m, 5H), 7.07 (s, 1H), 4.53 - 4.46 (m, 2H), 4.26 (4, J = 11.7 Hz,
1H), 4.00 (s, 3H), 2.09 (s, 3H), 1.83 - 1.62 (m, 1H), 0.98 (t, J = 7.3 Hz, 3H); 13C

NMR (75.47 MHz) & 162.0, 154.0, 145.6, 137.9, 128.4, 127.8, 127.7, 116.3, 113.8,
78.0, 71.0, 54.2, 29.5, 10.5, 10.1.

SMM 58MM (4.00%, 13.1ZER). B4 (1.92%, 19.6=
BR) . TE4e (0.147 £, 0.65 ZER) #DPPP ( 0. 268 %, 0.65%
BER) 580 I DMF f» 40 B EHEE—REH. A COkbikEii, KRE
A CORR T ZE RS C. 255406, HiaarbHhdhimaasks. B
e XaiRgEk, FREIER, KREHE 80 £FKF 160 £ MTBE 2 i)
#ATH B, KARA 3 x 50 £} MTBE 3 —F FIR, AFAWIEBGE, /A 4
x 25 B KEHE, TH (FEss) , B3RS, A K PEA/AERA,
ZPAE 6,384, FR) M (4.14 %, 89 %), AEFALEHK:

MS (EI) m/z 358;

MS (CI) m/2 (NH;") 358, 360; *H NMR (300.14 MHz, CDCly) § 7.88 (s, 1H), 7.38 -
7.28 (m, 5H), 4.57 - 4.53 (m, 1H), 448 (d, J = 11.6 Hz, 1H), 4.36 - 4.32 (m, 2H), 4.25
(4, J = 11.6 He, 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 = 7.4 Hz), 0.97 (t, J = 7.4 Hz); 13CNMR(7547MH2)8 165.5, 162.3,

151.5, 142.8, 138.0, 128.3, 127.8, 127.7, 122.9, 116.5, 781 70.9, 66.8, 53.8, 29.5, 22.0,
11.3, 10.4, 10.2.

MM B4R ((1.89 %, 12.6 TEER) A 8WM (3.00 %, 8.4 &
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BR)AE 30 EFF CH3ON PRIERAIFZE0C, mA=ZFREFTEERAL (1.6
E5, 12.6 EBER). 155456, AP RESWEMEFTER. 24 1WA,
kN 4.2 BT M R B, 5.3 BafegALAER. 10.6 BAK. 0.4
ZEFt 38 % NapSy05 KigkikAe 20 £ LB CESHOLER B, FEEEBH 30 &5
)G, 2BEAR, KA 3 x 10 B LRTEFER. SAMER AT
EIH AR B B4 0. 25 BT 38 % LB EMAE. B 15485, &
5 EAR, BAUERM 2 x 10 ZIHiafe SACMBKBERSEH. LA R EBMN
T, R, 5302.80% (97 %) MM, Hibka & Bk
'MS (ED) m/z 343, 344; MS (CD) m/z (-NHg") 344, 345; H

NMR (300.14 MHz, CDClg) & 9.82 (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 - 1.57 (m, 1H), 1.05 - 0.95
(m, 6H); 13C NMR (75.47 MHz) & 162.42, 161.28, 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.

10MM ERAATH MM ( 3.22 %, 9.4 BER) . #®E4e (612
%, 18.8 TER) . AHERTE (13.5 %, 92.3FBER) 50 4
DMSO ¢y RS- m# £ 65 C. 3G, BRAERESMAIE0C, KEE
LZmN 60 TS 0. M ERREOER B, FEARRLBELLEH 15 CRILT
15C., ZBRAWA 30 EFH 1: 4 TERLE: FEG/v) HH58. KI8H 2
x 30 B LEBEFNFR, ASHFAVIBGER, A3 x 30 EFKk%, AR
BT IS, B8 4.57 Skt ZhHGE540, 53] 3.28
56 10MM, AREEFKRER (85%) :

MS (EI) m/z 411, 412; MS (CI)
m/z (NHg") 412, 413; 'H NMR (300.14 MHz, CDCly) 5 9.91 (br 5), 7.39 - 7.29 (m,
5H), 6.91 (s, 1H), 4.67 (s, 2H), 4.52 - 4.48 (m, 2H), 4.26 (d, J = 11.8 Hz, 1H), 2.18 (s,

iil), 1.87 - 1.78 (m, 1H), 1.73 - 1.53 (m, 2H ), 1.59 (s, 9H), 0.97 (t, J = 7.4 Hz, 3H);
C NMR (75.47 MHz) § 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; 78.02, 70.88, 49.08, 29.01, 28.25, 27.87,
11.84, 10.07.

1IMM 45 10MM ( 0.25 %, 0.61 BER) . =% ( 0.45 &)
FoFX (18 FF) 4R MM E TS5 C, 24 IBE, RikibRE BRIE
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BRI AR. A 20 BTV RS R RS RN . RRARRE
i (E S P eg 5 % WERER) 264k, #9%) 0.138 55 11IMM, A% &8
FIRER (73 %) :

MS (ED) m/z ; MS (CD) m/z (:-NHz"); H NMR (300.14 MHz, CDCly)
8 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,4d=

6.9 Hz), 2.09 (s, 3H), 1.75 - 1.47 (m, 2H), 0.86 (t, J = 7.4 Hz, 3H); 13c NMR (75.47

MHz) § 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.

12MM 3% 11MM ( 0.135 %, 0.43 £ER) . N-Boc AREIEX FEL
(0.14%, 0.63FTHER) . sIFXRHE ( 0.010 5%, 0.06 EER) . %k
B (5 BIT) PR (25 ) 64k £ 100 C, 36 MG, ¥
BERLERGET. BRAWERLE 25 EFHF R, REXFFH] 0.333
SOAEEEK, RS PREERE (E—RATRT 2 % Vi) sk, &
F0.123 54 1M, AFEBIKEMR (72 %) :
MS (EI) m/z 396, 398; MS (CI) m/z (-NHZ™)
397, 399; 1H NMR (300.14 MHz, CDCl3) $ 8.33 (s, 1H), 8.22 (d, J = 8.5 Hz, 1H),
7.90 (d, J = 8.1 Hz, 1H), 7.80 (t, J = 7 Hz, 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 = 12 Hz, 1H), 2.25 (s, 3H), 1.99 -
1.67 (m, 1H), 1.02 (t, J = 7.3 Hz); 13C NMR (75.47 MHz) § 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.

ZE
AXETEGIUR FRAZ3EMER THALALAGEL. LassrT
Fae . B ¢ RATRE T O R EXLEHRG—cHH. £4)
& 4GS )E, AR BARRAGRBEETHELA., —FRIEIHE:
B G FRAFEENBIAENESY. F—FEBEBEMC, R&>
4 mappicine RABKALSHY. |
B CPT-11 R EH A C 6§ — AR EHS R, L FFd THEERBHS
BARSR B fep Ak, BAE MM ZEEM 69— ANBKREHRFTE, LFTl
T#4& mappicine #y BARE R B Fo ¥ ] 4K,
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B G e % 10 #= CPT — 11 73 T aetkedIf o k. RERT
BT —Astuk, {2864 A RIS A Ak, JF BT
oty FALIT FALARE LA T RHAZ R H M. REZA Tawtkit
AR T A A RA M ARE R 6 7 SRR 1.

B RH—AFRRP O, G (REEETARTELGEE)
TR THREET— Ak, SHAEANTRTHRF O, R EHAF
S AN EAE. S5 TFPARAFIANARSHRT N, AR E—
AR —AFRFHC, FoARSHRY—BRRIFL6., BEE
LR EAIRG T R ESAFRER T LARBANFT &%, TUATE
P o BA AR IR F S - F 6 B A v A AR,

EA& M-G # 6-C = T —Axdadk, AREATELH, 28, KA
FABRE B L MAR Qo5 kTS TARNE S5 H - Ak, T
ARFEA Tuh X A RESWEAG T k. BEA MG F= -6 Jayiibsint
HRE—ERA LT, EEaAALRELTE.

ETaBEEAFIEALFIRAGETERXF —BRARAFTHERTEAL
Has., AR FEATERT, mALUAFHE “c” £,

BATE AT,
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B Gp.1
Cl N Cl
HO N\ OH "f&1 I N
I/ — P
CO,H CO,H
F I 2 1G
cl ‘N\ Cl Cl Ny Cl
_ u I » |
O
@) R
6 Q,o R
2G 3G
FIE 4
cl /NI O-R, i _N__OR,
S |
o % % 5a ¥ B 5b o R2
—_——— ——
6 FIK 6
4G \ 5G \
6G
5MG ,
( B& Gp2

( B M-Q
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B £ G p.2
2 0 8
RO LI R
4 NANJLSOR, FEsaa
o & —>  8GG
R6 o) R,
7GG
Y 7GG
R,
/
CI__N__O-R, Cl /Nl oR
S F}o-ﬂ FEIGA N [}O‘Rs Y 8GA
—> o & 3 . c\ ———>» 8GA
6G 7GA
P EE8GB

8GB
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B& G ps3

I 10GG
Ry
o]
MO R,
| (;:\/O—RS
R7 T 10GA
R o) OH —> {0G—>
6 “H
9GA
5% 8GB
$ 3% 9GB
Ry
C OR
\l CI;}O_RS
AN
RE O R7
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Ry
I
OI-I\R7
10G
Y 10 Ho ¥ 5 11
\ ¥ K 12 (A% B)
\ ¥ B 13
NV & 14
$% 10 Hp
144G (R)
Y
. 0
|O O/ 1 ) O"R‘
4 | C’;RJQ‘RS. RA: \l (;37/
o) 5% 11 p-N_pnR
6 OH — 5
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H% G p5
5% 12 0 B A
j@&AR/O N_O0—R, R 2
#0117 S o _ |
—_ @ & AR S2nal —% )
R
6 ON\OH ’
12Ga1(5) H Y%
#42 AF92 b1
o
| o-R O H
AN 1 0 O
T Fg
12 GA-2 OR GB-2 (S) 5
¥ 12 : O
#zs I N _oR, o OH o
. HH1 K / &8 AFH2,8&8D-2
5 ¢ &£ B, 43 12G (S)
it B,3752 "A
6 >
% OH
12 GB-1 (S)
% B 13
: e
I 14 1
—
0
6O
e

13 G (S) 14 G (S)
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B & CPT p.1
HO . _N._ _OH
~
l/ 5% 1 Gl N C
l
CO,H \ —
CO,H
1CPT
Ccl_ _N_ _Cl
‘ ~
—
o CHg 5 3 ol _Ng_C
2CPT o) CHg,
Co
3CPT
e
Cl__N. _O—CHjg
"
NS
HsC 0 P 5a
OJ ,CH3
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4CPT Z
S C//O
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‘M-M
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B % CPT p.2

T 8A

8CPTA
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"B % CPT p3

F % 10G

8CPTB
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B & CPT p4

\T & 12(A%8)
NP %13
%2 3P

PN 10 CPT(R)

(F—Res%4)

¥ 2% 10

o)
Y ¥4 CPT(R) H

‘ ¥ EE 12
O EZ A
| CH
& O—+"s —
QD 0)
HG 12 CPT(9

cZ S H a2
——— H 0 #1 B

—

3 HC

AV

10 CPT(S) 11 CPT(S)
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B % CPT p.b
gHC 0O s #1 A
A | 9 2
e 0\/© @ 15 AR 92ERA(— )

o ~oH
12 CPT A1 (S)

0]
B AR H2LEED-1

T EE 12 O
3HQ\/\ I X O‘CH3 3 \/\
12 CPTA-2 & B-2(S) |
HC
SHC 3 o)
&8 8 \/\ J@& A‘-‘F&}z@&b 2
A
— > B3 12CPT(S)
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P X 106 A b i 72 LB .

239. % 238y F ik, L Swern 5HRAEER FHAEEH FHH-T8C
FHWCHRELHAGDIMSO. EHIAF=ZTHK .

240. £ 2397 %, EPERFHBEHNR-—EZTR.
241, B 238 FE . AP S Kfk R FRAEREEH G A E 4% Z & TEMPO

RBAH TEMPO 4 4-Z 8L 8 A -TEMPO L K BB ME R, F—HAE-&
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Ve .

242. F 241 Ay Gk, EYRFEZHBERY-5CEH25C, REHA
AHIOFHEH 2 IH.

243. F 242 WG %, MTHE R 61 AP AEHX 11CPT w &4 - F 62
Bk B & 69 X 11CPT(R) &4 & % 63 R 7 AT £ 89 X 11CPT(S) #5647 -

244. % 238 MMy F ik, ¥ FH 238 M A H X 116 AL, ATHEF 644
8 X 12GA-1 &4 .

245, F 242 Ry m %k, EPRARH I0CEH 20C,. RERRZS 1 )
i

246. % 242 MMy F ik, ¥ RAMHEZE ARA .
247. % 244 M F ik, WEF 68 AP A& X 12CPTA-1 &4 . % 69
AP AT 6 X 12CPTA-1(R) & & 5 70 5+ A7 & 65 X 12CPTA-1(S) {4

B .

248. F 238 MEG A &k, NF 238G F YK 116 Lk L &L KR, #HEF
71 R &g X 12GB-1 .44 -

249, F 248 B H %k, AP A ABAMNELEEE AR,

250. B 249 Ry F ik, AP @24,

201. % 248 HM sk, HPHAEARLEB AT 75 BT A X
12CPTB-1. % 76 R P AR 5 X 12CPTB-1R) & % 76 Hv Ar & &5 X

12CPTB-1(S) &% -
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202. F 244 HFE, NP 244 R F MK 126A-1 a1 AR, 4
&% 78 W X 12GA-2 & 12GB-2 .44 .

203. H 252k, RP@LABEAMNALLEEELLR.

254. F# 253 Mgy ik, LPEAHLiE.

255. % 252 Mgy ik, APH SRS HILE 82 AT R X
12CPTA(B)-2. % 83 ¥ AT R 9 X 12CPTAB)2(R) % % 84 H F A &k 8 X,

12CPTA(B)-2(S) 4% -

256. % 248 MMy ik, HH 248 MK M X 126B-1 HILEH AL, HEF
78 R 6 X 12GA-2 %, 12GB-2 &4

257. % 256 Mgk, X P& a) Swern £ F . XEZA b) 44& ki
hFEREHNORBELT,. BB AL,

258. % 257 Mty ik, L ¥ Swern A4 REFR FHBEHN T H-T8C
EHBCHRAERBAYGDMSO. ¥R ISP =R .

259. B 268y mik, AR FHEZHNL_ETE.
260. # 256 MGG &K, RV EEHLomAE 82 FFAEe X
12CPTA(B)-2. % 83 H ¥ AT & 84 X 12CPTA(B)-2(R) k% 84 H ¥ ATk 64 X,

12CPTA(B)-2(S) &+ -

261. 244 AW ik, BRABAEHEZTRATRRRBRANE 244 5
WX 126A-1 ElE & EKR, HER S5 AN X 126 24 .
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262. F 261 Rty F %k, AP = FPRYARARARZG=FRATARL AL
ME—LFREA LK FTRBAH AR LY, FLGFEGRELEY 16-
50CHEBA, REKEA 12 £ 48 pE .

263. F 261 R F ik, AP AT &GSk F 89 i+ AT K 65 X, 12CPTA -
F 90 RP AKX 12CPTR) R F 91 AP AE K 12CPT(S) &+ -

264. $ 252 5%, AR MO YEZFTEATHRASREASINE 252 R
74X 126GA-2 % 12GB-2 kX & XA . HEH 85 R KX 126444 -

265. % 264 MGGk, RFP=ZFEAPTRREAZGZFRTAREL I oaL
ME—RTHRACHE FREBB RIS ALY, FRLAFTEGREAY 16—
50CEe BN, REKEA 12 £ 48 | H .

266. % 265 I F ik, L P AT &SPl F 89 M+ ATk 64 X, 12CPTA -
%90 AP A& X 12CPT(R) &% 91 H ¥ AT 89 X 12CPT(S) & % -

267. % 2 AAMEMEMICHHET &, CHEEARELTHR B ATH
RRSHX 126 5EABRE RS .

268. H 26Tz, ETAKREELZRGRTE. CBATHE.

269. R 268Gk, RYRALEREER FHEBEHNG o= FRER.
DMF 2 LB F &9 . ALAT - S . R T84T . BN . KR - HREHR
B 45 —FRETERE .

270. % 267 AWy Gk, RTRARKREEAHKR TR, s 2Z4L DMSO 4
REE, RE&EEZEYH 20-100C, #hi# 50C, EPAHEH0EHAF
96 1 ¥ AT & & X, 13CPT % 97 A+ AT & & X 13CPT(R) K % 98 R F A7 & &
X 13CPT(S) & = .
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270a. % 267 &G H & X 146 iR 5%k, AP T 5Kk bR
L, BP#W 136 5BRERE, HWABELA X 146 RO .

270b. # 270a 7%k, EPBEHNA L FTEANER . MERIDT .
270c. #270b R F %k, AP EHZFE, BE=Z4A2%.

271, B 1497 %, HP F T RXARATEAAL RN OEAR —Frg . s
Vit . ¥R H methyltriflate.

272. B2T1 A H % AP R EYHRBFAH-40CEHS0CHBELANR .
273. F2T1 A5 &%, AP REWHRBAY S5CEHISCHRELHA .
274. B 211 R 5%, AT HAHBYIE~Y.

275. R2T1 Rtz %k, R PRAAMRANZEKE —F8, Bt a+Say
MBREBZRLL® . CERIFARRAIERGEERLY.

276. F 211 ReyH ik, RV #&806HtX oM &+ .

277. % 104 RATZEAL A4 6MGC M & F %, GIEJF 99 AT E oW
5MG At 4 A 4¢. (deketalizing) -

278. F2TT R %%, AVYMERTBLABHEHTHITY.

279. % 218 AW F ik, EPHH &M HAE 108 AP A& eh X 6MM &

T o
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280. 279 Mm%k, HP R E2TT R F 24 &G HWEMC F R, &4
FL09RF A EGEL PRy ZAHK MGLLY .

281. F 280 Hméhitody, R PAH SO/ ATE 113 Hid, X
6bMM. A Sh A Be AR RAEAT —FF F- 44K .

282. % 277 Reh ik, MTHEF 100 Heh &+ Ry £ L8 X TG /44
5 277 F 9 2 b Ry & 56 X TMG AL A4 746 3 3535 =y & skde d AR AL
AEBZH P RS .

283. R 282Gy, RPMREGZHMAE 11456 MM &, #9
B AR AR — Fr F MR

284. F 282 R F ik, EFREAMNY L ALMR AT IALE LRI R
TEHARRZERGREY, RELRAZELS .

285. % 284 MMy H ik, AERERTHN, RACLKALFLR.

286. F 282 Mey 7k, MTHER 115 R X MG &%, b1 % 276 H &
FHX MG AR ETERE T % RS GET . AREER T4
GHEHATHFHE - RABFGRS .

287. %286 Ay F ik, RYTahte Il hkhLie.

288. % 286 Mgy, HPMfAzl |,3-N—%ABARE.

289. %286 Ay F ik, AP R®E A LERNK LR . BRMS BB . =
LEREETH.

290. 289 AT AT RHUFERTFTHAEEHN A -—FRAIRBER .
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291. %286 g7k, AP M7 EHEGREHIAE 119 R ARG X
BMM & <> AT — b A 4k R IT i Atk .

292. # 286 MMy H ik, MTHES 120 565X OMG b4y, @I F 286
BT HX M L EEAAABF Y E = FATAHELASRS .

293. #2902 G Ak, EFPZFTATHRARS=FETFARA I
NE—RFTRRCE TR R R L.

294. % 292 ey F ik, AV A EHRELEY I5-50CHEBA,. RE
KR A 12 & 48 B .

295. %292 Mty zmik, RYAMTH &AM ASE 124 b ARG X OM %

-

o

296. % 292 M&Z ik, AT # &% 125 W64 X 10MG /&4y, @ 3% 5 292
RMEHHEHKA M ERALET . ARMFERFHRBEN T 5 &5 %8

A

297. #2966 Mg 7%, AP RA KB EIARKTR. LBEIRTE.
298. F 296 R sk, APRZABBER FEEEHNF L —_FAER.
DMF LB P aH4T. St M TEHYT . BRA . BB . BERERR
BRaE—_FREACKE.

299. F 296 MM H ik, LA R &GRS H AR 134 R ARG X 10MM 1
EhERT, AET RS RA .

300. % 296 MeyFH ik, BIF 296 AHEH X 10MC oMb B8 RL
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#E&F 130 R bdy .
301. %300 HeyF ik, EFRER=ZALR .

302. % 300 ReH ik, RPAH &M AE 134 RAEGX 11IM 4
e AT, AR F R R I Rk

303. % 300 Rk, v 300 ey =X 1IMM % . £ M Friedlander
BERKE - BRAFAARS ST YOEESABGX I2MC B I T A kfeit 3
PO B b R AR & F 135 R X 12MG o4 .

304. % 303 Mg A %, X+ M F Friedlander ZEAREHE S ARG AE
PRHAZ T ERAARG02Y,

NHBOC

305. % 303ty ik, LM T Friedlander A RS E S ARG AL
T RAEE T @A =844,

3"

NH,

306. % 304 X 305 AeyH ik, EFAH&Gushd X 120 AT RG4S
Wkow, AINERKA A G Rk
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307. % 303 WmegFik, ATH &KX 13MG .44, &% 303 ey 7t
FHEE LA .

308. % 307 Aitgm ik, EvBLKE IS AN HEAABAMNELTR
SnEHEELA.

309. % 308 Mm%, EvHEAH L.

310. #3095k, X dzrE$ &69444 % nappicine .

132



	ABSTRACT
	DESCRIPTION

