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F B Sa Fo B Sb (4656 )

EEEC PTG Ry HKEA H. K a)ELMBURE Cr—g o BF
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& mappicine E/dy.

FBEG6 (56560) (HEC-%)

KB L A R ENESENEN TR E, F58 7. BTALE
WA ] o SACSA R BACHT, KA A B b o T 84T,

SENENARENF o Sk 1, 2-—FERA KR T
B, BETURY 15 CE4 80 C. Kiktdsd TR TEAF, KibayxAlL
THF S MTBE , #kik@gmER% 20 CE4 40T,

A, TALEMBEBLELAT, EAKPAWEMNTEZRE, FEH
WA Z Bl e — AT RE ) o Tl BRRFTEXEMEGEN. BT
A AR o A BAAARERAAT. XEBBAREIA. Tlioais
HABAR P e il TR, FAARNEELZL10CEL 30T,

A% b 3 B

BB AR LARFGRE, BF 766 = 7CA 25); $H S A 3 FRAH
BB, BP 8GG . 8GA. 8GB &%; F B9 A 3ARE ML, BF 966G . 9CA .
96B £51; SB10A 2 #HREMGAE, BF 1066 F 106A 27, LEZF B
1083 a7%k. ARLBAGCE?2. 3. 4 7.

BB 766 Fo B 106A ( 66766 ) F= ( 96A—>10C )

A4e - 0 AL SR eI B RALR B R AP B 4mtl, KW, ). K. Stille
A= P.K. Wong, J. Org. Chem., 1975, 40, 532-534 , 42833 pfi% s
B — R RAKEWY. 5REGFEFIAR, O 2-FH e 54— 0
HATHEANR . R4 - 0 HALH - SR i B8R R 2 Cduty, {o2
AL~ 0 HAGES 2- Fbn 69 3 AL R S A8 Sk b k W3RE.

FTamde (1) % (FlelBie) | B (Flde 1, -RoEARA
REC) Femdblde LA LA, BBARBHAT. = CHH = ETES
AT, ERHERFAREN G — PR FRER P, 3 60 Frreit
a5 — RS BB A,

B& G % 240 3 RV FEBRAKLL Ry AR T LR
L. Ho ARBURAR. SRR, A, SR FRA O FRAPRKTLA,

16
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F ke Ry 2 FAfF R,

A C § 2 F 3 RPHFEBHEN Ry AE T RUAEAT LRy 2
L. H. f&goA. bR, A FRAFRAGETRMRATFA.
FHEM Ry RERE, BERLYS0CTELL0T,

ke Ry 3k B, ARsBtIh. . bl BRAFEA. BRKH
R, REEA Ry AE TR R BRI RICRIF THR LAY
T,

R EATE T PREAMEAR G —ELAELHKE: a) K. Isobe
#=+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; #=d) K. Isobe,
K. Nanjo, Y. Nakamura #=S. Kawaguchi, Bul. Chem. Soc. Japan, 1986,
59, 2141-2149.

& B 7GA Fo5 B 866 ( 66—>7CA ) #F & ( 766—>8GG )

B AR R OBRALETERKREEGRKE. = RLBRAK
BEIALEL S0 % £ 90 %2R, REBEALA1STEHI0C, XF, T
vAIB Y ) 5% BR Ao i T R R AR B T AR 4o amberlyst A-15 K3LAx
FRAEALES 5 BAP)de A, 2-T BRG KPR N IRLH 80, Kike) BB SR
JE K % % AR B LR S

B 8GA ( TCA—>8GA )

HeH 8CA ZMAZEMN T, HFH N THEALERUHEAERE., &
EH BB LB, WEKH. 1, 2-=FRILTESH MIBE, X% |
W VA B AE A ROARAS W KAL), SR A X 5 ] 5 ] o WK
BRI I Ret. BREmEALA-18 CEL 25T, fE5HRER,
BB LB — W R ZIGH 5 W, KikeqiXH vy Skh il b e
BT REE, BRERY-40 CE4 15 C, RKREMIKRLKLRF
(quenching). 4Eitéy Rs BREMA H . MBEK. FR, BRFK X#%
A~ R B TR LS — R IR RITRIR THH IR AT 2D

% B 8GB #o4 & 9GG ( 7GA—>8GB = 8G6—9GG )

WS AGRER (BPRA=XAEE Rk s 4

17
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Th4e, BRTEATENZFE TR AR ENG 4 TR, v 27k,
1,-—WERA IR IMF FH&) REATREF R L. HEGBEN =
WA ek w4y, KkegEMZDMF. REBEAY-5 CEH LT,
B el A% 5 54k 4 1 I H.

P2 9GA ( 8GA—>9GA )

W 9CA EMAEMN T, 5 LARERNE TR RIBEMNGLR,
P AT AR & R B Bat S, B iRk L 638 693 R B
HE& Y, TAARRESR SRS TR THE REBETAEY
~18 CTE# 25 C. S EHRREHNZIREF L TR. A, 9L
B, 1, 2-—ROK. HASERTERCHAT A, XEER T AL
1%, VA&M%E\&FH\ KEAL G e PR R XMEA. Kk
HEAZ A TEDL PEGRSY, W5 LRR BHRERALY-18CE
2-40 C, FRMRERAGBERY 0 CEL 25 T, KL RFTMEA
4.

% 3% 9CB Fo B 1066 ( 8GB—>9GA F» 96G—10GG )

Brr ST (RHV. VanRheenen, R.C. Kelley #=D.Y. Cha, Tet.
Lett., 1976, 1973 ) , @it A4EALEGve AALERALFEH T F 6 X A 2o
= PR N-RAbd 3%, N-F Dok N-AAbd fE THF K& RS AR T B
#) b BEATARAL B R (osmylation), HHGsbALAh —LBf. RAEBETIAELY
15CEH50C, 4£EH40C, REMEHY 12 - 48 i,

st ol il Ak ki, B —FRALR B R RA AR K, o
Sharpless Bk, 3§ 9CPT A4E3E4L% 106 (R) XK (S). Sharpless RAFAREK
WEB g BARAE XA 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 A A ix L= 3| Mgk % X#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.

F %10 4o (106>106R & S) )

18
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LEAWER T, ERBHET, MNUBARNFL LB THER. LR
FRHE. LB LB LE AN Aty — LB 106 . THEMEM i
B X, OEE, BSEE T VLR cepaica o BAR A E ( Pseudomonas cepaica ).
1 A T i T VAR S — 6 LA A — 0y B R, SRS
HBHS -~ ASTCHBET. w15 - 40 B4/ RIEERST. REF
BT A RSB A BN B LR TS B, AR FRGERE
kN B, BF T EAR A A (% ee ) T ME TP EAS X a8 i NMR
W X H st FrE HPLC a2

11 - 14

T 5B R T Ak A R — ey sdu Ak, SNIH AR RS- 3 Al Yo ) 64 3 Ak
BAMBAT. BB SRR TRHA. AFEFFPRL, BEACH 4 S
RABVAT 6§ B B —udk, HE— 2@ F LAKREFH “R”
X “S” k. EF—ATLHZ 0GR " . SME%RAMEFLALALE
AKEFH “6” k7 HP—AEHE “106” . FLBEAGC. 3K,
AZ PGB RAAET B P 7eg AL, HlwBik ¢ XA FHIN®
BREVARBETEIL - 13, ERENBAERAMAIHIRY. R,

“R” RFLEAE “S” ZIN—HbTH., BEAUN THBIH,
IE N LP R L)

H %11 (106116 )

A£ Swern B 5E4 4o DMSO . EBEEA = LHAET, R TS
Flhe —F PP, £4-78 CEH 25 CHBET, dd8ARNH 1B
SACRF . RF, TVAM TEMPO S BUX &) TEMPO 4v 4~ BB 8 ~TEMPO 48
. AW EGPER K RBARRETZEARE, B Z%EK
Fodf RFAR SR — R TR, RREREHREHY-5 CEH+25 C,
B pL IR A 25 30 44F £.45 2 e,

Swern §4F4mfE A. J. Mancuso = D. Swern Synthesis, 1981, 165-185
Pk, WKl RFAERIE R AR BAR RS/ P. L. Anelli, C. Biffi,
F. Montanari #=S. Quici, J. Org. Chem, 1987, 52, 2559-2562 WA FF
Pk, B CHRFIAKR IS 54,

L% 12 ( 116>126)

19
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CERMTIARRGF EERAR 116 #40H 126 . EF—FFk
¥, AERBEAESAERE 110 AR B 1206A-1 . RETRlE L =7
RWstte i — AR B PR N, HaREBIALR 120 . FFEHL
BTN 110 —F 344 126, S RBAERCHE S RI B 12 G2 A F 135
IR a . B— Y ALK SR T BAKF o B B R R H .

RS RG 5 ARG AT ENRBEE - MBE R IREFR, &
RS = WRETRGASRRSRIPTRE FLEACESATKR12 &
BAFLHSRZD-1Fob-2. BK, BARYP O TAR T &,

¥ 116 340K 126 95 —FrF k2 R E BAABEY T BN, K
HEEGCHE S R %12 &4 B, Wit SALhLF ARG SLE. K6 M TEMPO
A, MARBAKRILRANL. ZERA VAP SEPTaLE M,
FRAEFECHES AFHR1LEHEBR L. 235, HHEARKITES
T 4% F T SEA BAL ARG S £ 0 NE,

TaF b RE A B, KEEBEB, ARLBALACHE 455

FB12 A (1165126 &42A4)
A QIHEEANRS, H5 15852, BLHRGES 1 F52 5.
% ) F R OEB/ANRRE, PRZa BB, BEAE ) FHNHERE
RA—AFTE. mERAFLIHEGERD EARATER., AALBEACH 4
W, EERTET AT, LETT A6 2k Gk st ol 5%
k.,
% 135
P fe STARPTSE R 40T, A ERBABAT R AR, A B.S. Bal,
W.E. Childers, H.W. Pinnick, Tetrahedron, 1981, 2091-1096 . if4&
H AR Ao i BAL B R BB AR —RALR. db ™4 12041,
| F 2 3y
#1%a
AEZFRFRESER—FTREF AT, ik =FA Pt
AR T RN THE T 69 = F & Frbu ik s A s TR R 3= L 6.
AW T. Morita, Y. Okamoto, H. Sakurai, J.C.S. Chem. Comm, 1978,
20
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874-875, #eM.E. Jung #eM. A. Lyster, J. Am. Chem. Soc., 1977, 99,
968 . TAMAWEE, [ERRLEN. REBEAA 15 CTEHS0TC, RE
B 12 - 48 et dsb 4 126,

#4%b

#12 b-1 095% 1 3y BREFERTRGEATBRAGHF X7,
i AR ALK F I, ik A a4 2 e s m R e %
BB, KkeEM A, RELETE RSERARAT. £4 1
EHANKAEGEDT. BY 15 CEYH 40 CHBETHATY 2 - 4.
Y |

XA, TRAEH-S CEHLI0CHBRET, EEMBFL_RFRP, i@
d 5 =R LMBR R Y 30 540 E4 2 et R, B4 12042, X
# 126B-2 .

#E b2 % 2 Hy Telde bAE, MZWAVAREARE BT A
X, F3126. (ZTHRETEHREZEBHE 3 TEE. )

B E12 #4%2B ( 116>126, #®4%B)

BEBAIANATR.

% 1 g @ ABAH SR L FER L eE S K E, hidiE A
ALK BB BRI R A S DR E. KL A, Bk
B, REAERAAT. B 1 EH4ARREHEAT. EH15CE
2540 CHYRETHATY 12 £4 96 Jaf. dsb,F 2% 126B-1,

%23}y REALHREBASERHFGEHFT, KM Swern 4440
AEDMSO . FBAS = LBAET. EERTHEEN—LFRF. £Y
-78 C £45 25 CHRET A4k, HILEERAL.

ARA, 7T A TEMPO S IEAX # TEMPO 4w 4- ZBLE,-TEMPO 484k, 12 %48
ALK EBRANERATIZHRACR S, A B8 2 %0 KAk T4
A R FIAR. BREREAY-5 CEH+L5 C, REBEHY 30
a4 E4 0. Wk E 4 12682 K& 120B-1 .

% 3 Hy AZTETARLAMRS L PR, Frik = WL P abe s 7
BT IRR T o = PR T A F AL AT RS E A0, &
o LpTik, iX4F5] 126 .
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Bk 13 (126136 )

i BACAT. BALAA. T BT, BB, BT, RBAER MUK
o FARCEAET, ARMERTHEEMN W —FEEHR. DM KT
B, 220 CE 100 CHBET, H# 120 5 R EH) e 5 i 8 B,
LESRBTEENE. 2RLEACH S . KAGFHRAE ARBRT &
BEAA DMSO P a2y S0 CRE. TARFREGEFRIHE X4 % =9,
92|88, L6 136.

14 (136146 )

HE# 80 CEH 110 CHRAET, BT EBEFl=_RLEBEANY 10
S4PEY 6 D, B EERF ARG XA AGREEHAA 146 . 7T
UMANBER T, KEGFEHFAEATELS ZRLBEREY, RAER
JEH 100 - 110°C, REEEG 1 - 4 8,

Ak A TR S Lk SINR A RS, A Lk
R BE S RAAARET AR B ERBHE R ARG H %
BRAKRHRF. AXPH—ABR gy £ At AL CPT-11 R A,
T kAo MR, TR EIULE LM, & R AT X IR
AL R,

B4 CPT-11 8975 k. R EFLEd

T’ (FEH>1CPT)

HAraag (152.0 %, 0.98 BR) fefibw P ( 107.71 %, 1.02
BER) B ABmR (450 %, 273 %9 2.9 BR) +, FAE130TCTH
Bis b mik, ¥ AIMBERRNY 75 CH, % EAREMSA RS, HFIE4
AR E R, FR A 130 Chmdk 18 B, KRGk E 145 CHRAEF 2 I,
HrehbE2FR, BN XK, JHEH 2 I KEREME 1S
FLB LB . AWERARBATR, LI, JFERL 558 146.9 % (78
% ) EAZE EIK,
mp 195-197°C (dec). (lit.! mp. 205-207°C).

1 NMR (300.13 MHz, DMSO-dg) & 7.80 (s, 2H).
13C NMR (75.47 MHz, DMSO-dg) § 122.87, 144.60, 150.13, 163.66.
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AR RE: A En/z 192, FERMAn/z 192.
PP
1. M. E. Baizer, M. Dub, S. Gister, N.G. Steinberg, J. Am. Pharm. Assoc,
1956, 45, 478-480.
2. FEDDR +#) 154538 P46k T AEZER S P A v P4,

%2 ( 1CPT—>2CPT )

% 1CPT ( 6.6 %, 0.034 BER) 5 82 £} THF RA, HFHxRé
A E-40C, RKY 15 4 mASTREEE (52 FF, 164 ZTER, £
THE & 2M ) , R EAFBEE K T-30 C, BL48, FHFEE
ERAWEKLE0C, L 0CHEHFLIH, FREBRESWHEAINE-LT
FIAFTEFE ( 3.2FF, S2E£ER). £-25 CRAEL 44/, MA
20 5T oM H &, HFHRSBEKRIER. 5B TEKMA 3 < 10
Z5F THF 3B, 2564 THF 480 2 4 15 £9F IN LAAHF 15 SRR
AR RS ki, KRB 15 Bl fALARERE— R, AHARRAR
BRI, RERGRM. MAFE ( 50 ), HFERESWERE W,
FHEHERR 6.01 % (84 %) A&, HRLATEL.
mp 60-63°C.
IH NMR (300.13 MHz, CDCly) & 1.17 (t, J=7.1Hz, 3H), 2.88 (q, J=6.6Hz, 2H),

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

AR E HHAAn/z 204, FERMAm/z 204,

%3 3 ( 2CPT—>3CPT )

B 2CPT ( 90.2 %, 0.44 BBR) . -8 ( 650 £5F) = FR Vs
AR (140 £5F, 1.1 BR) EERTRAIHH. ERAY PRI
REA &L 412 MERELE. @idtmA 1 H IN AR R T A
BB, M3 x 250 % 1.1 TR TLE/BRFR, SHAWRBUE, A
BT IRIFAR. ASETTTRELRAEAD, 55 109.71 £ (100 %)
.

1
H NMR (300.13 MHz, CDClg) & 0.80 (t, J=7.4Hz, 3H), 1.78 (q, J=7.4Hz, 2H), 3.72
(t, J=7.0Hz, 2H), 3.99 (t, Jd=7.0Hz, 2H), 7.27 (s, 2H).
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13 NMR (75.47 MHz, CDClg) & 7.45, 32.77, 65.10, 108.94, 120.30, 150.57, 158.06.

AR W EAE n/z 248, TRMEm/z 248.

%% 4 ( 3CPT—>4CPT ) |

$ 3CPT (57.5 %, 0.23BR) ZMATE (170 ) F. AT
Bigh ( 80 £, 0.35 BR, EFEFE 25 % (£%) BHR), H4£85
Chis PR RS, 20 hEHE, R ERSHE I ELE, KBS 250
EFKEKIER B, EEARASWA 200 EHA K WEAS 42534 K
FARBEGREH 100 T —RFRFR. SHAIPRIR, ARBRETRE,
ik, MR EMh, mEFE LS, 55504358 (89 %) %
5 AACL S

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

13C NMR (75.47 MHz, CDCly) 8 7.62, 32.53, 54.04, 64.79, 106.25, 109.23, 113.83,
148.33, 157.27, 163.94.

AR RiE: T HEAE n/z 243, ERMA m/z 244 (m+1),

H % 5 ( 4CPT—>5CPT )

3§ 4CPT ( 73.05 5%, 0.299 BBR) BEME 1400 £H &Y, 44
F-10 C. FHAIBES T, A 10 54 A ETREE (1294 £, 0. 588
BR, ok 2 M) . ETAERMZRE, £ 0 CHEANRSY 30
o4k, KRG ZRAHA I E-30 CHMAN-FERZ ( 66.0FF, 0.588
BR) . JiERAMEHRE 0T, H4L 0 CHIE1L e @itmA 600 &
f+IN EBE R ERASMEILER . £ HEA, A 2 x 250 £ MIBE
EBOKAR., SFAMAE, 135 5aCPT &gk, Ko mgkiistik bR
4:1 ¥ T/ LBR LB HEAT &8 54k, 1585669 5aCPT Hon, HAFRA T3t
A7 E JHE .

6] 5aCPT sk F Ak (250 £4). fAbw T R4 (8.3 %, 0.029
BER) e EAAA (113 4, 0.29 BR), HAETREASEZROY.
218 P ERERE TR, A 20 £HFEE, HAeTREHEZREY 30
o4, IR, AHARA 500 A KA 1 K KEHRIAE, 554,
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ZlAE 800 LA L 4: 1 8908/ LR LB AT Gk ShAb. 153)68 =Y
57.30 %, 71 %4bFo%, Fepd®] 15.0 % ( 20 % ) A A shagy 4CPT,

IH NMR (300.13 MHz, CDCy,) § 0.96 (t, J=9.0Hz, 3H), 2.03 (q, J=0.0Hz, 2H), 3.75
(m, 2H), 4.00 (m, 2H), 4.00 (s, 3H), 7.13 (s, 1H), 10.44 (s, 1H).
13¢c NMR (75.47 MHz, CDCly) 5 7.32, 33.28, 54.81, 64.78, 109.66, 114.67, 117.20,

150.83, 157.52, 161.75, 190.80.

PR st AR m/z 271, FRMAm/z 271.
'H 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).

13¢ NMR (75.47 MHz, CDCl,) § 7.46, 33.01, 54.50, 56.16, 64.98, 110.25, 114.53,
119.15, 147.39, 154.50, 163.00.

AR EE HEAAn/z 273, ERMAm/z 273 .

LB 6 ( SCPT>6CPT, BECPTH 2 ])

B EAPIREEH B ik - Ao 4 Sk 6 M EAB G 12 FHEEHE T, 45 SCPT
( 503.98 5%, 1.841 BEAR) &M 1330 £ THF . BEBAFEEKT
30 C, @BART AN 1188 FF 20 % T EEAPEY THF k. BWHE RO
30 28F, RBHRFAREERT 30C, @adhiBFmAFEE (2300
b 2117 BR) . FREFMTARSE, £ 20 - 30 CHEERAY 1
DB 1B G, e 38 E 40 % —FRAKE R, JFAE 20 - 30 CHtdk
WRAEGW 30 4. AN 276 B IN BB 2 LB LB, HHE XA,
APARA 3 < 1 frKokk, REERKL 33w, e % 6635 &,
99. 3 % b5 i &,
1§ NMR (300.13 MHz, CDCl3) 8 0.75 (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).

13 NMR (75.47 MHz, CDCly) & 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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Mg T HAAn/z 363, FERMAm/z 364 (m+1).

BT ABHRRATERORE, FEFICAA, THRSA=HLF
MTEMR A, S ILELCPTH 2 A,

4% 76 ( 6CPT—>7CPTG )

G e 6CPT ( 66.45 %, 183 FEER) . L&4e ( 2.05 %,
9.13 £EAR) . DPPP ( 4.14 %, 10.0 BER) . H&47 ( 37.86 %,
274 EER) . EREE ( 665 ) #DMF (332 £FH) . @EBs R
4, BESA—A4uE., £E—RERAT, HFaRePWMAZEITY
16 A8, REWERBHAIFHEA. ZaEFE T (celite) ITiBMRL B, FF
A 350 £ THF shgsed L. Bo5FehlRgfr k4 £4 400 a4k
. mAK ( 700 £9F) #«MIBE ( 700 £4) . - F K4, 5/ 350 £
MTBE 3R, 43169 MTBE %0 A 4 x 350 £ KF IR, AAKRATERIFAA,
4 E3%5 (BB 230 ~ 400 B, ZBLA:  80: 20 B/ LERLES) 4h4L)E,
733 68.03 % (89 %4 =) KAEE .

'H NMR (300.13 MHz, CDCl) § 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), 3.9 (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).

13CNMR (75.47 MHz, CDCly) § 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.

AR HHEARAn/z 415, FTRMAm/z 416 (m+1).

&% TA ( 6CPT—>7CPTA )

F 6CPT ( 50.0 5%, 0.137 BER) B S0 % =R LEKER (250
Z5) b, FAETEEH 8 D, Ak (200 EH) FTELE (200
ZI) . 5554, ALKBTE (3 x 200 B4F) FBKAE, SHGAM
FnRsafe g B A% ( 500 BH) sk, HRAE G TFA ik k, K5
K (200 ) 2ok, AIER LAKFEBRAE TR LB RS, 155 42.6
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% (97 %) =4,

1§ NMR (300.13 MHz, CDCly) 5 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).

130 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.

AFAR g HFEA A m/z 319, ETRMEm/z 320 (m+1) .

THRSAZAAEAGTRGRE, WEFNGC. AfB, £FLEECPT
F 2% 3R,

% % 8C ( 7CPTG—8CPTG )

AEFBIETCPTC ( 68.02 %, 163.7 BEKREMA 384 550 % TFA
Kb, EEBBIERAY U I a. Ao 880 BAK, HM 2 x 500
TH LR LEFRiGRSY. GHFAPARA 2 x 500 EFKEE KB
Mook B EAER TR, RERRBRATRAVMFEL, 525 59.86
5 (98.4 %) EFE mKTH,

'H NMR (300.13 MHz, CDCl3) 3 0.96 (m, 6H), 1.72 (m, 2H), 2.68 (q, J=7.2Hz, 2H),

3.96 (s, SH), 4.23 (¢, J=6.7Hz, 2H), 4.42 (s, 2H), 4.58 (s, 2H), 7.24 (m, 5H), 7.48 (s,
1H).

13
CNMR (75.47 MHz, CDCly) 6 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.

AeAR g HEAAn/z 371, EAMAm/z 372 (m+l).

B 8A ( 7CPTA—>8CPTA )

#TCPTA ( 1.00 %, 3.13 EBER) BEME S £ THF F, FERL
A TAHE-M0C, AR TIHELE (2.9 %, 4.4 ZBR, £THF ¢
LSM) . BREAE-40 CHEF 1 I, Rkl BREEE EFE1 )
iE, MiatefAseKigik ( 10 £4) AR ROHE LR A, FALE
LB (10 £9F) A%, KEM 10 A LB OEEFRR, FES5L004
PEGIF, MARRATR. EIks, 58)1.098 % (100 % &%) %
WEIE .
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'H NMR (300.133 MHz, CDClg): 6 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, CDCl,): § 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.

FARRE: T HAAn/z 347, TAMEm/z 348 (m+1).

TR AARRAGTREGRS, BFEFIGC. AFfB, KILEELCPT
%3 W, |

%% 96 ( 8CPTC—9CPTG )

Wb PR =R RAE (2,14 %, 6.0 FBR) EME 15 5 DVF +,
HEZERBH. mAR-ZFAFRARBESER ( 10 5, 5.0 2K
R, BFEFOLM), FAZERBEHEFTAGEBRKRGREZR 10 54
—RKAmN BCPTG ( 1.48 %, 4.0 ZBR) £ 5 EFTHF veyk, 4K
e, HREBBAZE. WHEZRSGW 1054, BSMmARNGEEREAE
FTA 6 8CPTG JN#E4%. @it 10 £ IN HELOER . A 20 £
MTBE, 3% & &40, K48M 2 x 20 £FF MTBE F I, A5F64 440 3
20 EFKuE, MBEBATRAVAI AL EY 1S TR (V=X
BRRACh S L) . EERAARRK (420 £) LR 41 5/ LR LEHT
&g skAl, 193] 1.39 55 ( 92 %4Lg 2 %)

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

3.89 (s, 8H), 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 HEAAn/z 369, TAMEm/z 369 .
4 8% 9A ( 8CPTA—>9CPTA ) |
F8CPTA ( 0.500 50, 1.43FBBR) BEMAEIEF 11 HFE: &
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Wit, H4AIFFE-70C, RESMAARSI 15 94, 1 Welsbach AL AL
BPHLAABTZER, AERRTAKE. RERAARKHZER S
4P ARt F ey LA, Z B M EAKE 10 04h. AMEAA (0,250 &,
6.61 ZEER) £ 5 I 50 % PEAER PHERAIE-T8 CHE&. 15
o4bE, AL HERSEBAEER EER1INE B IMERBRERE (10
) bR E, 45 BEAA. KEHH A 20 5 10 EFH_RFR
FI, TR L RO A WESI, S REEBATIE L8R %, 45 0. 491
3% (99 %43 = %) a4 9CPTA .,

'H NMR (300.133 MHz, CDCl,): § 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).

15C 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 S EAAn/z 351, E£AMEn/z.

4% 9B ( 8CPTB—9CPTA )

1 A 55 B 9CPTGC J Ak FAk 6 K75 Fo 24

H B 106 ( 9CPTC—10CPTG )

FIREHL T A 9CPTG ( 100.0 5, 0.271 BBER) . =% N84 —
KEH (190.24 %, 0.81 BR) fowgfdbdk ( 0.68 %, 2.7 TER) A
A 300 EFTE. KiaRSWmHE 40 C, 24 I WG, KiEadmid
#HE 20 - 25 C. HmA 300 EF4KF 110 S4b BABEM, 4TRSS
WA 30 54, ERAWA 4 x 200 EF LB LEER, S AN,
35 50 3£ 70 — 230 BARR—REH 1 DR B, SR 100 £
LR B i, 18RS 100 A8 XA B —RE5EH 30 540, RERFER
Prie 50 LR XAE B4t badil, SRR RS AN, MmA 200 £ T EH
800 A BT, HAE-20 CILizRAWER 18 et TR ATAF BRI A 200
IR RE. #55]83.5 £ 10CPT . M P ol 3 SMYg 10CPT 522 6,58
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'H NMR (300.13 MHz, CDCly) § 0.74 (t, J=7.4Hz, 3H), 1.03 (¢, J=7.4Hz, 3H), 180
(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, CDClg) & 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.

AR R A n/z 403, ERMEn/z 404 (m+l).

8 10A ( 9CPTA—10CPTA )

TR AR G Ao RB B B BAT, 35 9CPTA (213 %, 6.0 EBR)
AR 1-RE (25 FF) FDNF ( 50 ) b, @EBEHP A B4
A7 ( 1.24 %, 9.0 BER) . LE4ID (67 £k, 0.3 EER) Fo
DPPP ( 124 £%, 0.3 FBER), RESHA—Asitgekda, Fm# £ 85 T,
R 15 o4F. RERRERSMAHNEERIIARAKE. HFEREH
FEdik, FRALKRTE (3 > 50FF) sofsadt. HoFegkkisk
RATRERE, HHALKRTE (100 £9) #H8, FEmmA (50
T ik, RBATKRYE. ZHEEGESE W (&5, 230 - 400 B,
1:4 ZRRTES: T ) , 458 1.40 % ( 58 % ) &5 10CPT.

HATTE 0 &, TAFSEEFMK, ZFRIEEELTTE 10 3%
4% BB ECPT# 4 W,

10 Hrgy

@ &4 200 £IHPRAACT AR T4 10CPT (8.0 %, 20 EER)
Fon 8.0 5 PS-30 445 (B EFE 2 Celite 521 LR EREARG
Ar) Fo 1.85 2 ( 20 EBR) LETHE. A TREMEGE R
24 B, BERAEACH, EAHIATRRTES (3 x 100 £4) %% &
TRBAIBENEY 25 B, HEERRFE -5 C, SBKEMITEKL
FFRTE (3 x 25 £FF) bk, #£%)2.75 % 10CPT ( s—xfaktk), [a]p2d
=+3.25° JAERAFTP (>99 % ee HPLC Chiralpak AD A%, 90:10 &%% - %
#E%, 1 ZFH/454F, 254mm )

F %11 ( 10CPT->11CPT )

FIEFL T A 10CPT ( 0.565 %, 1.4 £ER) . 4-ZBLA-TEMPO
( 0.006 3£, 0.028 £ER) . 384L47 ( 0.0167 %, 0.14 TEKR) foip
BREAR ( 0.0153 5, 0.182 BER) . mAZRFR ( 71 EF) Fok (1
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=), HFETEHEFHEREMH S 54, AXY 40 54, BEHFRMAK
REAER (1.6 S, 0.95M) . Fieths, @il 5 %4&kEHAR
SARKIERCER N, 4 BEKARIFA 2 x 5 EF _KWRFR, AHF0AH
WA B TR AR, 55 0.601 AizeLHkd, L =RA Ak EH
100 %,

!H 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 HHAEn/z 401, ERMEn/z 402 (m+l).

LAk FE6G B

TR 1L ABRFRE G ER, HEREAREREB. B2 AHHR
o, BEAGBEIRY, 2, ARHEAERRE, FREa - —Fikh
®ED - By k. ®ZB ERA AN, BLRE A F 2 HHERE b1
JEAEMHE 2 APRMK 12 CA-2 BB 2B £ 2 K5 AP 2 APk
12 GB-2 ARF). 42 B 695 3 3f 551842 A 5 2 5842 0-2 9% 2 FHaF.
SREACPT# 5 &,

TEI12EHRA, H 1345 ( 11ICPT>12CPT A-1)

HAE 6 EFRTETH 1ICPT ( 0.206 &£, 0.5 TER) XRS5
NalipPO4 (0. 035 58) £ 2 BHKPEERBEHFAFHE 0T, A 50 %
HRAEZER (0. 043 FBHA), RE—KA LRI ( 0.076 £, 0.675
TER) 0.5 EFKFEER. SH4E, BithA L8 EH4 10 %4BE
B 2AAK SRR B, RS AR — KT RZ A58, A 2 4
ZRAPRFBKAN. ELAHGHAR, 455 0.200 % ( 93 % ) =% 12CPT
A-1,

1
H NMR (300.13 MHz, CDClg) § 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=11.7Hz, 1H), 4.62 (d, J=11.7Hz, 1H), 4.68 (4,
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, CDCly) 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, 152.55, 162.97, 165.01, 176.06.

YR W HEAAN/z 417, ERAn/z 418 (m+1).
TH®12&ZEA, £23Hy, #Fa (—F3) ( 12CPT A-1512CPT)
AEEEBEF 124-1CPT ( 0.17 %, 0. 40 2K Feukrz ( 0. 05 £,
0.6 EER) S EATHPEER MAZFRFAELLIMR (0.2 £,
L4 FEBER), FETRFHEZRSWER, KREA 45 Chtigasdd 48
I af, AR (5 £F, 6N ), FAFEBIERSY 15 54, ER
SR 3 xS BHLUBRUEER, SHARBURMA 5 % A SSAERE
F., CRUBZERMARBAATRIFEAL. B LM 955 — KWk
[ PEEEAT &35 2h4k, 155 0. 083 5 ( 69 % ) F-X &Mk,
1y NMR (300.13 MHz, CDCIS) $ 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).

'SC NMR (75.47 MHz, CDCl,) 3 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.

AR AR w/z 295, ERMEm/z 296 (m+l).
12, ®42A, $ 235, ®4Fb-1 ( 120PT A-1->12CPT A-2 )
LEAR. KAEFRETERT, $EAK 12PT A-1 (2.64 %, 6.3%
BER) £ 50 EFWERFaIERE 10 % H4e8% ( 0.264 %) —REEH 2 )
i, 2 LR ERAGER 10 A TRERE. KL A FERfrki,
FEREE. EFHMGMKTH (1.82 %, 93%).

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

13C NMR (75.47 MHz, 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.

TE12, #HRA, F 239, #4452 ( 12CPT A~2—12CPT )

A0 CHREZXMNE 12CPT A=) ( 1.93 £, 6.2 SER) fonitdy
(1.86 %, 12.4ZBR) £30EFTHTER. MAZFATSERL
(162, 12.4 TBER), EHERSWHFA 12 LBk E T
M. AN (0.9 £, 6.2 EBR) R WAFEELR (0.8
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Z5, 6.2 BER), FBEHFE AR, A INEERE (10EH) Fo
R B EA ( 0.6 &), HATERBEHERSW 1 1. WALKTE
( 30 £9H) , A4BHM 30 EF LB LEER. 24 AMMAKEE,
RBBATRIFAL, FRXZEEERTH (1.84 5%, 100%) .

IH NMR (300.13 MHz, CDClg) 6 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).
130 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: HFEAEn/z 295, FRMEm/z 296 (m+1).

%12, #4% B, % 13% ( 11CPT—>12CPT B-1)

KR IERE 11CPT ( 2.62 &, 6.6 BER) EME 30 £ PE8B Y, 5
AEAFFKAAETHH4eE (0.26 54) —REH. 96 I BE, BT
4. ZabE P RBEANIEA 10 THTE G, AR EHGERTR,
#3]1.97 % (96 %) G&BEKEY.

1 .
H NMR (300.13 MHz, CDCly) 3, 0.84 (t, J=7.5Hz, 3H), 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).

13
C NMR (75.47 MHz, CDClg) 8 7.53, 10.36, 21.94, 31.70, 53.69, 58.31, 67.04, 70.68,
93.26, 116.57, 120.38, 143.54, 148.98, 158.48, 165.34.

$%12, #®48B, % 234 ( 12CPT B-1—12CPT B-2 )

AER, ¥ 12CPT B-1 ( 1.94 %, 6.2 TER) £ 37 £2H 495
Pegzik S5 TEMPO ( 0.04 5, 0.25 EBER). B A4 ( 0.081 %, 0.96
FER) Fonfbdr (1 0.088 %, 0.74 TER) £ 3 EFKRPHER—AH
. M 30 ARk REBNER (12%, B12EF) . A LHAESM
( 1.050) a3 S0 R EEM. KRR T (10 EH) ¥R, A
IFAAARRA (10 E7) seik—Kk, HARBMTR, KLEMN, 55
WK (190 %, 99 %), bk EEFEAL.
1H NMR (300.13 MHz, CDClg) 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).

33



03103099. 8 o P FE29/122T

13¢ NMR (75.47 MHz, CDCly) § 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.
kg A m/z, TAEn/z.

12, ®#AB, % 3% ( 12CPT B-2—12CPT)

G BRFMAGS S TR 1LMAH.

FH13, &2 A, £ 28y, &HFb-2 ( 12(PT>13CPT)

A£47 - 50°C, & 12CPT ( 10.1 &, 0.339 BAR) . 284 ( 22.0
%, 0.067 BBR) . AT E (25%FF, 0.169 BR) f=DMSO ( 150
EI) BA 19 Dub. IR A, A 20 BT L&A 180 K.
ERAYRAEE S00 ZF 4:1G6/v) PERLBRLERSWER 4 K, &
IR BUR K& =K, REERLIGRH. A 200 B PEARSEZ
B, 473 13CPT eqiEfliedn, ALk 11 PREME (115 £,
67 % ) .

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

'3C NMR (75.47 MHz, CDCly) § 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.

$ % 14 ( 13CPT—14CPT )

¥ 13CPT-W RN ( 70.3 %, 0.153 BBR) EMBE 1400 E79
¥4 140 B =R TEF, FF4E 110 Chmik 2 Dot Bmzgddr, HA
FRAEEL 350 BT, MATKRCE (1), FHERimdbHg
=20 C, ik, 93] 14CPT, AFARELEHKEK (1 37.92 55, 93.4 %),
'H 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).
1IH NMR (300.13 MHz, DMSO-dG) o 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, 33.71, 42.56, 65.20, 71.92, 98.49,
123.81, 140.19, 149.05, 156.97, 172.03, 197.93.

AR HAEm/z 263, EIMAmM/z 264 (m+l).
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FANTTH BB
ETAPETHRE. FkftbM L0 ELLA T,

U-727 U-603

U-440 \ ©

irinotecan
CPT-11

U-440e
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TREE R TAM TREBLRE “FOATFHRE” . BRREMR
H& u-503 #K F US 4,473,692 ( 198459 A 25 A, T. Miyasaka, S.
Sawada, K. Nokata,E. Siguno, M. Mutai ) ¥. w3 U-503 4% U-440 94
¥ P ERGE T US 4,604,463 ( 1986 8 A5 B, T. Miyasaka, S. Sawada,
K. Nokata, E.Siguno,M. Mutai ) Y. 3§ U-440 #:4L4 CPT-11 3£ FF %)
Cak¥: S, Sawada, R. Okajima, R. Aiyama, K. Nokata, T. Furuta,T.
Yokohura, E. Siguno, K. Yamaguchi, T. Miyasaka, Chem. Pharm. Bull.,
1991, % 39 %, % 1446 - 1454 R,

A bt “RABNFHRE” BAFH TR EFHFEWT,

#)4-U-503 A= U-440

A£95 - 100 C, ﬁwiﬁa&éﬁ&%qﬂ%u 727 $aU-772 R4 48
Joit, RABIEETEALE, 153 U-503, RELALERIE LG U-440,

R shAbay U-503 EMARRF, HAE20 - 25 CHEEBE-RTHR
P 4R TF AR AATRARLE. B A Fins, s
U-440 BT 2T T, etk 8AKEREE, REWH U-440
A AT AT, MWk P EGRSMEN, HFBiA K P
5 LE RSP ARV LR EKRSE.

U-503. & U-727 ( 1.05 %, 4.0 ZBEER) . U-772 ( 0.62 %, 3.8
FEER) Foxf VR —KEH (0. ozi&,)ra‘f'X( 10 £9F) =88 ( 10
EF) R4, A 9IS - 100 Cheh 18 - 24 b, ERFEAP, U-503
BHWE SR, SRR LA, BHRERBRLETEFTE, FHEK
K ey U-503 .

U-440 . wjRsEALES U-503 Fhenstm ( 15 FF) . 420 - 25 C
BAHZRAEW 15 04 EMBU-503. mNERE_LYE (5 E9) ey 4-
wﬁﬁ%kﬁﬁﬁkﬁf'ﬁta( 1.32 %, 5.7 BER) . Higmsdi 20 -
25 CHH 2 I ERBTE. BEABZRSWETF. MATE (20 £
1), arﬁkli%%’wzm‘\%iﬁxzt%#

FARLACH U-440 FEMA_RTR ( 25 ) b, AL ® S48
Kk (5 £, FEEBBIF LRSS 24F. B3 BTHRE—
AFAR, AABA R (10 £4) FR, SR 9EAnifam, 2
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34 0% B 4K U-440 .

WA T B AR U440 SEMAE 95: S —R P - FE (v/v, 10 EH)
b, SFAEEA 30 £ 230 - 400 Bakeh AP AT EELEAL, A 95: 5 #
RAFH - B ( v/v ) %Bl. SHFRBH EHFERAET %483]4
10 etk L Rot— R AR, WMATE (15 EH4), ¥
KA RAAE-20 CAE 24 W, =i, ATE (10 £90) kit
T8, 53] 1.34 5% ( 62 %455 %, M 16CPT #+H) U-140.

A& M-M Ao M-C 65 3%, R AEFiLEH

LB FEMGC FoM-M f7h T Mappicine AR EA X456 F H LR,
X AL G- e WA LW 69 B A G 9 R B P 34T T Fhik.

AFSERTERF A FHAPEE6GEHM. 5 mappicine AT
T b AR I - WA MR AN A A G T B R RN, Xk
KA, HEEEBEBARRE Noyori BE® - BiefmmisY . b
[tsuno =4 ek e F AR E S . W5 oxazaborolidines 4§
W MBCE SR Ao B AC4E4S S5 darvon BRegELA .

Rig LR B E i fe v WK T A AT R % & A9 Friedlander B 454
BB, DEEES S, 4T aEE b reg Rk,

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

1. R. Noyori, I. Tomino, #= Y. Tanimoto, J. Am. Chem. Soc, 1979, 101, 3129; R.
Noyori, U.S 4] 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, Ao S.
Nakahama, J. Chem. Soc. Perkin 1, 1985, 2039.

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

TER—ANFmey BARER, AT TEEAMC MM PR EL4F.

SMM . H4CPT ( 10.0 5%, 41.0 ZER) BME S0 ERAERF. ¥
BERENEIC, REREBEAL(CHREN, MA24 4 EFETHRE
ey btiak (( 2.10M, 51.2 BER) . £ 0 CEEMBEHEELH 1.75
Dat, RERBBEAT 10 C, AR _FE ( 4.8 5, 512 £
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). E0CHRHARES 2 I, REM 1.5 ERAKLEE, REFH
FH 18, mAK (40 ZH) PZRTE (T5ZEHR) . SH4H4E 25
BAn, AARA 3 x 50 BH LMTEER. A ANRBUE, ARBATE,
Wik ke, MRéh. Zbit & (R Ph) sk, 58] SMM (6. 97
H, 66 %), ABIEWEE

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

(300.14 MHz, CDClg) § 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) 6 162.9, 153.3, 144.9, 116.9, 114.4, 110.1, 64.5, 54.2, 31.5, 12.0, 7.4.

6MM. S 5SMM ( 12.0 5, 46 EER) HEMAE 25 £FF TFA K& ( 64
% v/v) ¥, FmkE 40T, 406G, FRERSWAI, A S0 %
FtKRFe 75 I 221 (v/v) TERLES: BIRSIER B, % &40, KM 3 x
40 £9F 2: 1 TRRLEG: BEFI. SHFAPBBUR, B 200 9 % w/v)
R SANKIE R AT P A, B EA8, KMA 3 < 50 B LB TEF
B, AiAAAE, T (Es) , silifkg, 5810 Likked, %
MR HERTT Y RE, B b og— 035347 540 AR 2 Hp R
MS (E) m/z 213, 215; MS (CD) m/z (NH) 214,

216; 1H NMR (300.14 MHz, CDCI3) 5 6.88 (s, 1H), 3.99 (s, 3H), 2.82 (dd, J = 7.2,
14.5 Hz), 2.16 (s, 3H), 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, 35.9, 11.8, 7.6.

6bMM . HHHH 6MM ( 10 %, 2546 ZEER) ML 100 THFTEF
AHE 0T, —FINIEHFI &4 2. 18 55 NaBH ( 58 TER) £20 4
50 % PhE Kk PegEk. 20 50406, A S0 A HBAKER (M, 50
THRR)EIERE, RER 100 EF4 K ¥ 10 EHKHR. 25 L4,
KARM 3 x S0 2SR FEFER. REAVRRE, T a&EK Bk
PR CE T ELEH, F8] MM ( 8.54 %, 85 %, MSMMHHE), A%
£k
mp = 97.0 - 97.5

°C; MS (ED) m/z 215, 217, MS (C) m/z (-NH,") 216, 218; 1H NMR (300.14 MHz,
CDCly) 8 7.05 (s, 1H), 4.85 - 4.81 (m, 1H), 3.95 (s, 3H), 2.08 (s, 3H), 1.76 - 1.63 (m,
39
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2H), 0.98 (¢, J = 7.4 Hz); 13C NMR (75.47 MHz) 5 161.8, 155.6, 145.4, 115.0, 113.1,
71.0, 54.1, 30.4, 10.5, 9.8.

ML B TMM (400 52, 18.5 ZBEBR) feldbsh (1.55 %, 64.6 %
BER) 5 40 £5F THF —R84E 30 54, mAFRE (2.3%4, 1892
BR), tEZBSHZRSW 8 1. mAsafoRabbizg (10 25).
10 2KF0 20 EF R T, 5 F &40, A IM HERAP K868 pll £ ik,
R 3 = 20 EH_KFRER, &AM, T8 (5BH), SkHf
RERF g, frrc EobiTHeik &5, 738 8MM (5090 %, 90 %),
Vokwr g o R

MS (EI) m/z 305, 307; MS (CI) m/z (NH,") 306, 308; H NMR (300.14 MHz,
CDC13) § 7.38 - 7.32 (m, 5H), 7.07 (s, 1H), 4.53 - 4.46 (m, 2H), 4.26 (d, 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); 13¢

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  H58MM ( 4.005%, 13.1EBER) . THBAF (1.92%, 19.6%
BER) . TE4e (0.147 %, 0.65 BER) FoDPPP ( 0.268 %, 0.65 %
BR) 580 £ DMF A= 40 EAERBE—RHEH. A CO kb, Ko
FCORRT M E RS T, 25 90405, HiERAMAHIFARAKE. A
AR P RGER, FR%ER, RIGHE 80 BFHKA 160 FH MTBE Z ]
BATH B, KARM 3 x S0 £ MTBE #t—F FIR, A AR, A 4
x 25 2IKE, TR (RERA) , B3RS, 48 K PEMEHA,
ZHIREELAL, 1FR M (414 %, 89 %), AEEMLAE Mk
MS (EI) m/z 358,

MS (CI) m/z (-NH3+) 358, 360; 1y NMR (300.14 MHz, CDCIB) 5 7.88 (s, 1H), 7.38 -

7.28 (m, 5H), 4.57 - 4.53 (m, 1H), 4.48 (d, J = 11.6 Hz, 1H), 4.36 - 4.39 (m, 2H), 4.25
(d,J = 11.6 Hz, 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); 13C NMR (75.47 MHz) § 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.

MM Fralfdh ( 1.89 %, 12.6 EBR) o 8MM ( 3.00 %, 8.4 %
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BRI 30 £ CH3CN A RANE0C, A= FTRFARAR (1.6
T, 1.6 EER). 154946, RRERSHAEREER. 24 PHE,
fekdmA 4.2 £S5 M 8. 5.3 BHAFFALAEE. 10.6 K. 0.4
Z 38 % NaSo0s KERAe 20 EHA LB LELK IR N, EFBHF 3045
), 4&E&H, K4BA3 < 10 EALRLUEFR, SFAmnEk, A7
E ek B A 0. 25 £ 38 % AR EMAE. BH 15945, 5
%840, AAERM 2 x 10 EFfafe fAAKE R LK, BIERAABRA
T, Readiifkgs, 58280 % (97 %) oMM, AEkEGEEK
MS (ED) m/z 343, 344; MS (CI) m/z (-NH,") 344, 345; 1H

NMR (300.14 MHz, CDCl) & 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) 5 162.42, 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.

o 10MM AERAATHOM (3.22 %, 9.4 EENR) . 2846 ( 6.12
3%, 18.8 BER) . AHERTE (13.5 %, 92.3 BER) 50 &4
DMSO #yibdh i £ 65 C, 3G, WRERSWAENZE 0T, REE
SN 60 2 0. M HBEILR B, FRIFNFRLBEIEEA 15 CRIAT
15C. ERAHM 30 EF 114 LR LE: FEG/v) #HREH08. K488 2
x 30 2 LAEMER, SFAMRBGE, A 3 x 30 EAKE%E AR
BAAT IR, B3RS, F3 4.57 ek ZEG#£540, 55 3.28
3 10MM, AXREEFIRER (85 %) :

MS (EI) m/z 411, 412; MS (CI)

m/z (-NHg") 412, 413; 'H NMR (300.14 MHz, CDClg) 5 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 = 11.8 Hz, 1H), 2.18 (s,
SH), 1.87 - 1.78 (m, 1H), 1.73 - 1.53 (m, 2H ), 1.59 (s, 9H), 0.97 (t, J = 7.4 Hz, 3H);
13C 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 3§ 10MM ( 0.25 %, 0.61 £ER) . =RKTE ( 0.45 £5})
FoFE (18 FF) 9ERMMKE TS T, 24 WG, MEHELBHEE
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REGE M. A 20 BT ERE G SIS AMAE . HhBhik e
(BRSPS % PEEZ®R) sk, 59 0.138 4 11M, AHE6E8
KRB (73%) :
MS (E)) m/z ; MS (CI) m/z (-NH,¥); 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, J =

6.9 Hz), 2.09 (s, 38H), 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 1IMM ( 0.135 %, 0.43 £ER) . N-Boc AARAETFTE

(0.145, 0.63FBR) . FFEHR (0.010 %, 0.06 EHER) ., %k
Bl (5 &) PR (25 £9F) 65 E 100 T, 36 BB, ¥
BERAZHREET. WARRWERAE 25 BHFE L, RGHR%458 0. 333
ALAFEEMR. BHREPEE £ (E-RKTREM 2 % F8) 44k, 4§
5 0.123 % 12MM, AHEFERFKEEK (72 %) :
MS (EI) m /2 396, 398; MS (CD m/z (-NH,)
397, 399; 'H NMR (300.14 MHz, CDCly)  8.33 (s, 1H), 8.22 (d, J = 8.5 Hz, 1H),
7.90(d, d = 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) 5 161.51, 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.

A&

AXLETEGILR FRAZRBERN THBRALAGEEL. LasfiT
AR, B 6 ZEATRAE PO EEHG RN, £
HFACHESHZE, AAFHBRARFAGRBEERTHEA, —£4B2 55
Bk G FFm A SIS ARANSY. 5582 LRENC, BHRE
4 mappicine HABEALLM.

BIA& CPT-11 R A C —ABARTHFE, L F7E T HEERBH
AR B A AR, A MM ZEAM — A ATk %, Ldrl
T 414 mappicine 6§ BAKAY BB Fo b J4K.
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A& C PeF % 10 o CPT - 11 7 T Wk o5k, RERF
T —Astmik, 2R3 A6 RAIS B —Asduk, I RMAT
Bty AT T AR E LAR AR BRI, RELM Tauhir
2T AW R A ARE A 67 AR TR

L RA—AFRHRP o, Tk (REEFSTARAESHAT)
TARTHREEM— Ak, SHELEBARHPoH, RFBEEAP
S — A A, ST PRBARSERE o, AAL S E—
AR —ATAHE S, FoARIHRP 2 RIFH0. BLE
LB EAAEG T A LSRR E B A RARAG T %, TULE
I 5 B AR TR s - F W A v A AR K,

Bl& MG Fo 66 78 T —A ik, AREEAFLEE, 2%, £A
FHIREEBE WA G Ot F kL2 TR EF o BB 5 —Asdwesk, T
VAEEER T ape kR A RS WE MG F k. BE MG Fo -6 Faifsdnk
e — BB P, R2GAAKRELRTE.

AETEGEEFIRLFHAGEMTER T —BRARTEERTFAL
HEEE, AHANLTEETERT, MAZAFH “c” 4 .

BAEET,
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B % Gp.l
Cl N Cl
HO |N\ OH ¥ % 4 | ~
_ — =
Co,H CO,H
Cl N\ Cl
FE&K 3 l
_> /
0]
Lo Re
2G 3G
P& 4
Cl /Nl O-R, Cl__N__O Ry
l
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BA Gp2
/O - I © R
R, & //7O-R3 P& 8GG
o & —>  8GG
RS o/ R,
7GG
P 7GG
Ry
CL_N_OR, cl /Nl oR
N Rror FE7G6A SA_|LORs F%& sGA
[ FF, 7T -~ — ", B8GA
— o & N
R
RGOJ R & O R,
6G 7GA

Y %K8GB

8GB
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A% G p3
0
7 o
S Cfnlo""a
— — R, >, R,
9GG

Y‘!}: 10GG
ﬂm 8G A !7o—R R70‘R3
R &g 9GA jﬂimGA
10G—>

8GA A5 9GA

P 5% 8GB

? O—R3

8GB

F % 9GB
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BA G pd

—
oG S 10 %4
0G(R) \ F % 12 (A% B)
\ % 13
\ T %4
$% 10 H o
144G (R)
Y
0
lo O/R‘l ! O’R1
’ R
R Rzo0-R I 7
TP TN
OH\% & 11 R H R
6 OH ’ ® Ho
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BA G ps5
T &K 12 0 #RA
#BA o o—R, 42
LEa R: 17_0-R
> c< 3 & AFp2gnal —y )
OH '/
12 GA-1 (S) 0
&8 AHD2& b1
o)
I o-f, P K o
> 0
il p«
12 GA-2 OR GB-2 (S) I9) 4
: 12
jﬁk‘ 60 » Re
%8 C)'R 0 OH o)
O N
R H 1 R’ / B A¥H2,#&4D-2
- LEEB, #53 12G(S)
#£ B 3H2 ks
6 >
% OH
12 GB-1 (S)
Y%K 13
o)
¥ % 14 | T
—_—
o)
6(3{ o
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B £ CPT p.1
HO . _N.__OH
-~
l 5 1 Gl Ny Cl
I
COLH \ —
CO,H
1CPT
cl__N_ _cCl
| ~
—
o CHy I 3 i N0
2CPT o CHg
Co
3CPT
o
Cl__N._O=CH,
1
NN
H,C 0 F I 52
il _N.__O
4CPT ]
NS C//O
H4C O_H
5MM o)
Y% sb \)
M-M
( QT ) / §5aCPT
Cl__N. _0-CHg
g OH
HsC Y YRR 6
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B £ CPT p.2

F& 8G
— 8CPTG
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"B & CPT p3
HC | CH
37N\ HC 78
0 \/[:j 3 \vﬁ\ N 0
— 3H V
f!: 9G
8CPTG
9CPTG
¥ 5 10G
,CHs f’“‘*’
o e L
JH 3HC 3 5 10A
O/ 2 1}'5 gA OH —_ 10CPT
H — \\

% 9B

8CPTB
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B £ CPT p4

\TE12A48)
NF&E 13
\*'/F.Etm

# 2 10 CPT(R)

(F—Rex )

¥ % 10

o)
4 14 CPT(R) H ©

¥ 12
B A

7
CH
O (4 I O—‘ 3 —
Q O
C

12 CPT(S)

3 HC

AVAN

H
¥ B 11 3 H % B 12
H © #rB

—

10 CPT(S) 11 CPT(S)
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B % CPT psb
Mo P #15 A
o SRl
5 1 o) X ,
JHC be Aﬂ‘&}z’t&a(—j—ﬂ

oo
12 CPT A1 (S) H
® 5 ARH2IELED-1
FR 12 0 HC o H

SHQ\/\ ) O’CH3 3 \/\I !

N 0
12 CPTA-2 % B-2(S) | |
HC HC
3HC o CHj 3 O —» 3 o
#HBB \/\ o) ©0 . ﬁ o
N : AR 923 2 b-2
o1 | / e x
—_— ; 12 CPT(S)
HC B, %43
8 O &k Bayz O
o)
2cPTBE1(S) Jo,
¥ % 13
0
|
—_» gHC 5
o
H O

13 CPT(S) 14 CPT(S)
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6 \
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B 4 M-Mp.1
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Cl_N.__O o
| 3
/
\OCH3 Cl /N (@)
3 0—7 5MM N CH,
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/ 6MM
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. ARABFRHE T THREGLESY . AELSWIREH 26 3G. 4G-
5G~ 6G+ 6MG- 6bMG . 7GG- 7GA. TMG. 8GG- 8GA - 8GB. 8MG- 9GG - 9GA -
9MG - 10G ~ 10G(S) ~ 10G(R) ~ 10MG - 11G~ 11G(S) ~ 11G(R) ~ 11MG -+ 12GA-1-
12GA-1(S) . 12GA-1(R) . 12GA-2 . 12GA-2(S) . 12GA-2(R) . 12GB-1 -
12GB-1(S) ~ 126B-1(R) - 12GB-2- 12GB-2(S) - 12GB-2(R) - 126G - 12G(S) -
12G(R) -~ 12MG. 13G. 13G(S) - 13G(R) 2 13MG.

EF Ry RIELHABRNY Cl-g A& 64 C-CrE C3-10 F KL C-C
A ~C3-10 At . G A . CCoFE. BACC. T E. BFE
RBRRGREFEOEFEPRKGFL;

£ 4 Ry & H,

a) EMIFLHABRKGREOE Clg KA. RFAEHE Cl-g K-
CeCoFE.ClgrECoFiA. BARHFEAPARNKGFL,

b) -C(0)-R3,

c) -C(R7)9—0-R3, R ¥ HA Ry RE MK 16,

AP Ry ZAH. LHARKGC1-g AL C-Chii. KKELA. CC
AL CCoFi. BRRK CGCo T EPpRTIEAIBAROREFLOEFEP

B FE,
L+ RgZH. ELABAE Cl-g A G C-Coti & . C3-10 Fi& Jﬁa

CCedt 2 —C3-10 A . CrCBH A . CCoF A . RACCoF A
FEEBFRGEFEOEFEPRARGF L,

A+ Ry AH. kARG Cl-gEEECCREA.CGCoFE. K
RC—CoF i, XERANMR EATALE LA —RBAFABERKCE. &
LR 44

AP Re RELHABRARGCl-g k. CCRAGCHETE. CCo b i,
BAFE - RIFEX BRRCC. T EEOBEFEPRARF L C3-10 FEA.
CCode &k —Ca-10 b & . £ FXRRRLFH,

ELf Ry Al H. ELBRAY Cj-g A 6# C-CEA. CC,
FE.CBRCGC.FEA. BFE. BRRYEFE, AAXABISR RATRE
A —REBRTFARIACERLRRGITAY

Ed Rg RIFLMBARLY Clg A b C-CRrAEHERTA. C3-10
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2N N Cx‘Cs%g"CB—lO HIE . GG E. CCoF . BRA Ce—Ciz
FE. EFEIRRGRTEOLEFEPRRGFL.

2. F1ANLLY, dTHLEHXRT,

X 26

-,ﬂ\;q’ R6 %ikﬁ‘jﬁ&ﬁ% C]_—8 %%@'ﬁ' ZA% ~ Ce—Cyy %ﬁ\ Hl'f\. Ce—Ciz
FE.RFE. RREFEAOEFEAPRAER. C3-10 FEL. C-C &
A -C3-10FAt. 2FEAIMARLFL.

3. F2AHNEY,
EFTRe £ CCREOIETLE. Co FE. MR Cg F4. C-ClL

Co TR BT LXK C-CREABMNKEY Cg F 4.

4. F IR LEY,
E¥ReZCla e ERCgFA.

5. Z4RAHLLY,
EFRgRClg ki,

6. FOERGLEY, dTHLEHXAF,
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2CPT

7. B1Rksd. dTHEHRXAT,

X 3G

E R6 % 3E ob 45 BUAX 6 Cl—8 REOETE. Cﬁ‘QZ%%\ BA C—C,
FE RFTE. BARFEXQEFLAPRRAFL. C3-10 FEL. C-CE
A -C3-10 bk . FEIBMRLFE.

8. % THRAGMEY,
,ﬁ:q’ R6 7%3'5')‘1»‘@31&% Cl_Cﬁifﬁg@% ZJ%\ CG—CIZ %ﬁ‘\ ﬂl'f“(‘ Cﬁ"Clz
%g ~ Cl"Ce ﬁg“cﬁ"%g ~ Hlﬁéﬁ C1“C6 RE“CG_%ﬁﬁ%ﬁ °

9. % B8ANLEW,
£ R6 b3 Cl"Ce%gﬂ%Lg’ X, C6 %go

10. % 99egady,
E4RgR&Cl3 A
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11. %10 A@&ted. b TH X 4CPT &5,

Cl N Cl
. -~ |
Ny
H4C ©
O\)
3CPT

12. R 158k e4, dTHALEHX AR,

ol N._O Ry
|
X, 4G F= 56 XA,
0
o Pe

Ry RAELARKEY C1-g K& 04 C—Cl % C3-10 KA C—C
'}?’l’.%_CB—IO . CGC & . CCo b K. A Co—Cuo 5 2 - I 5 A 2,
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128. % 127 i¢q4t.44 .
£ 4 Ry & C1-3 e ;
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131. % 130 Mty o4y,

AP Ry RHEFLABRRY Clg LB Clghi.Clgit-Cq
FROERKGF AP ARKGFL,

HFR3ZEH. FLARREG C1-g A CCiA. C3—7 I .
Co-Cokt #-C3—7 Frie &k . CCob A . Co F k. TR Cg FL. CC
E-CoFAk. IMRYGC-CRECEFROEF AP RKGTL,

£ Re RIFLMBRAE Cl-g 5t h 645 C-CmA 3 L& C3-7 R
A CCott A-C3-7 FRA . Cr G & . Co F 4 . AW Cg 4. C—Cs

e A-Co A . IMNRG CCRECegFAOIEFEFRALL.

132. # 131 eyt &4,
EF Ry RClg R A,
ER3ZH kL ARKEY C-ClrA . C-Cohk—C3-7 FRER . C3- 7
BE . CC#liA. Cp FX. RRH Cg F4. CCRECe L. &
314’&6‘3 C—Chtik Co TR O FEAFRRGEL, 3%
EPRgR&CCheA. TA.CgFA. RK#CgF 4. C—C. i & Cg
FhBRRGCClrACeFE. ¥4 . RAGEL.

107



03103099. 8 i

B B 103/1221
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134. % 133 BiehLedy, dTH X LIMM &+,

11m 1 MM
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REE. ClgfiAhCoF A . RRGFAPARRGEL,

X R3ZH. ELHBRAY Cl-g b eisClg it

F X 64 Cl-p
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136. % 135 F 69444
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EFEPRAGFR; X4

L+ R REM CColi X3 A . C3-7 A . CCiREC3-7 F
¥ A . Co—Co 8 3% A . Ce FE. BRRY Ce F 3 . Cl—'CG%g_CG FE . RE
R CClr A& Co FEBEFEPRAFL.

137. % 136 J &4t 5%

A4 Ry #£H. Cl-g ek ;

A+ Ry ZH. ELHBAY Clg A, ClgiritCoFAOELLE
F B FE; RF

Lo Re RIFLMBAKY C-Ched. LA, CoF k. RRHY CgF 4.
CCliCogFA. RRGCChrECegFA. FX. RRYFR.

138. % 137 #iéj4t.44,
EF Ry £ Cl3 ki,
E¥ Ry ARG FEPARNKGFR,
EF¥ReRCl3 AT,

139. % 138 mehi4dy,. B TH X 12MM &%,
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140. % 2 RMAEX 26 AMGHEFTE, GESE 1) %2 6-— K410
REFHRAMNFEARIB KRR KARAEABRRENRS, REREAL S
WERBEM, KA 2) 2,60 KA WKL A B K, KEH#4A Weinreb
Bk, REHFBAMF ISR RARRERAEAZRZHN RS, 26
REEFHEHBRER.

141, #1408 5%, R PR EHBEBHAH-30CEH+10C.

142. 3 U1 RS 7%, A A LR EBBETH 6 5+, £ X 2CPT.

143. % 140 Rty F %, ATFHEE 7T RGX 3G i, W 140 R~
R2GASFBR WEZTRERREE TEHE-AERS

144. R 14335 %, R+ B -_ABRL -8,

145. % 143 R 7%, LY A#&OMEMEF 11 RAFHE, # X 3CPT.

1%.%I%ﬁﬁﬁ%,%¢§ﬁ;i§%62§’ﬁ&%%ﬁ%Oti%

+60C .
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147. % 143 565464, ATHEF 12 5694ed. X 46, & F 143
REGEHXIGCHE, ABER A DLEEHNTFEHAREHRS.

148. # 147 Ao, LAY REHHRFAH 20CEH BICHRA LR
A .

149. % 147 Rty 7 %, RTHER 127G X564, &8 147 Ry 7>
WA AC-E T Ry REFALHAB U HE BN ERSF L8RS
HRwZENE T, RERLEXUTRARS, XX " HE%RLH#
TEEFH.

150. % 149 Aoy 7%k, EPBENRALR. wakdf L2-—FAEL
REABRLETE. T BR - RORIAFAFR, RLZLEZHNGORGY.

151, R 1499th 7%, Ay i avhiE. ETAE. #TEEEK
TEARIAKENHIEERSY .

152, #1499 7%, AP 2o FRAMNAFERE, O _FAPERE. N-
FTERETIN-FRHELGHRIN-FPEIFREBRREMNGTRERECNORS
.

153. B 1495 % AP REWBRBLEY-40CEH0CHBELAR .
154. F 1539695 %, AP REWRBAY-S5CEHSCHEELHA .
155. #1533y 5 %, AP 2 HRA#A& 9 & .

156. # 155734, AP H BB AT EREVEEZEM LB . L5

RAE, REECNGEERLGY .
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156a. # 155 A9 F ik, RYEHAKREALF 150 A HR4, HHA
R & E R R & 3w R

167. % 156 7k, LT A > Head X 5aCPT &% -

157a. % 156a ity 5%k, L+ 5aCPT PR A iyt —F 58 ARR
4, FAEX5aCPT 278 .

168. % 147 Ry 5 %, MTHES 12 G K 46 K 56 a4, §§F 147
REGFPHRAC-EF Ry REKF 149 RG> WXSCALHAREAHE &

BRARE .

159. # 158 Ry F ik, A ERMNZANDY -

160. # 159 R#yH %, L apRMaH.

161. £ 158 A5 %, R Rupi@damaicaTRS.

162. % 161 Mg 5 %k, AV X TR 2-08, XLAMEHELAFA
A .

163. # 16257k, AFAnMRER . —RTRATFTARTAR, X
HREEHNGREY

164. % 158 ReyF ik, Ry AL ehed§ 17 R+ prk e X 5CPT &

-

T o

165. % 158 ity 7 ik, RFAFAetod P 18 ¥ Ake X 5MM &

T o
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166. % 168 MehF k., MTFHER 19 WYX 66 &4, b F 58 Heh X
56 it it a) RS HERFREAMKMNEZHN T RS, K4D) &
MEBFHT, RAKFAREN, KEFHRS.

167. % 166 Ry 5 %, Kb 52 LM de B R LAAT XA G 3% bl do
BT HARAZERGREY .

168. # 167 Mg F ik, R PR 2 TE4T.

169. % 167 ity ik, AP EMBAREN b &kl (THF) . PAKT
ABMBE) & 1, 2-—FRA LK RAB L& TH .

170. % 169 Ry % %, H ¥ EH 2 THF H MTBE, # HEBE 24 20CE Y
40°C .

171, % 166 ey 5k, Ry ANBEHNEE —RTK . KA B OLE . &R
ATE AALTRAEOLAMY P LA LARLANTIB R L g &
P RE AT

172. % 166 R F ik L T AT M &894 § 21 R AT 89 X 6CPT & = -
173. % 166 A9 7% %, RTH &% 22 AKX 76 X 166 4%, v § 166
HABXN6CARALETERE IT & . MEAFRELAT . AREERT
HREMNFHE S HE —RLBEFRERS.

174, %13 R F %, R TaHe Il 4%8%4%.

175. B 174 R 5%, EvPMietdsl 1,3- A% AR L85,
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176. F 175 R85 %, RPRZBOLENARLESY . BRAIB K. =
CEREETHE.

177. 176 Ay H ik R RHUFER FHEEHNBE —FEATRBERTH -

178. B 11T Ry 75 %, LPAHEHLsHd E 24 5mA e X TCPTC &

T o
179, Z 11359 5%,. MTHER 25 X TGA44, dF 173 R éh
FHXECA#RERAL a) BRFAWEREABRREATRARLEE, X
&L D) RAXRBREREESR.

181. $ 180 Aty Ak, HRIMEEAHE50£E90% -

180. #1719 ¥ 5%, AT BA XN BREAH 15TCTEHB0T.

182. # 181 Ay n %, R BRE=_A LK.

183. % 182 Mty H ik, R MMl &b d F 27 RATH & TCPTA &+ .

184. 2 119 RN F %, AT XBRAEREAAZBRBEAILERES TR
Bep g LtdT.

185. % 184 Hith Ak, A PMRERMAR 2-TH, XL TN ETFIH
B AR 4] 4o amberlystA-15 K 3L BE -

186. % 185 Mty F ik, L PAP &Gt d P 27 A¥AEG KX TCPTA
AT

187. Z 1795t F5%, MTHESE 280G X 8CCHE4Y., dH 173
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FHXTCRTICGCARREEL ) R W EKABRREATROREIEEA,
RABED) RAXRKREREERA.

188. # 187 Hity7n ik, R B AR ERY15CEHB0T.

189. R 188ty 7 k&, LPBEREAH50-90% .

190. % 18995k, R+ BRBRA=ALEK

191. % 190 & F %, RFAw&duedd F 31 AT & & 8CPTC &+ -

192. % 18T R F %, RYXHREENREBRBEALREEARNEE TR
BHME LR

193. % 192 A5 %, RYAZLRME 2-TH, X ELTENEE TFR#
1 Bg & ) 4o amberlystA-15 K ILH AL -

194. % 193 Ay F ik, LRy mal&asta F 31 4 A& e X 8CPTG

195, R 179 MRS 187 R 5%, ATHER 2 HRGX8CALY, &
FLUT9ORRE 18T TG WX TCA A B HAK EZ S WEREEN T, 5ut
LHEERLHERERS.

196. % 195 A A%, AP BRH R AR 8 . Oa%d. 1,2-—F8HA
LIt MIBE, R EEMNTURERBERA KL AR HEBXERN, REAR
ERwFTR. RRIAARCEGRSHHBXEN .

197, Z 196 95 %, HP B 5 S0 BERLY-T8CEH 25C.
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198. # 19T R 5%, RYARERGRAREIE .
199. $ 198 A F ik, R HBRALK . I LR
200. F 19955, ETAMelsdtathd § 36 BATHE Y 8CPTA £ % -

201. #1799 & 5%, MTHERITRAOXSB ALY, B 179 5%
FHXTCAFBHFBE R " HERNGLEERTPRBEFRAREGERNRS .

202. %201 5%, AFAHEERRABTRA AR APBRARA
P& .

203. #2027k, EFBEHALR. OE%%. 1,2-—FREALRK
DMF .

204, 2203 MK A%k, RYBREALETRE . RTHHAIX=FEATH

205. 204 MG h ik, AP FPRZXEASEAAE, RAR=FPATHE
RBRE4T, B A2 DMF.

206. % 205 Rty Fx, AP GAANBRERY-B5CEY 25C, HBRE
#ITHE52HEH 2 P

207. % 206 Reg 7 ik, K FAT#&as4d F 40 5 AT & 69 8CPTB &+ -

208. % 18T Bz ik, MTHER 4L AKX OGC o4, & F 187 H &Y
FHRSCCARAB G HAENERBERTPABFRELGEHN RS .

209. %208 A5k, AFPAGLAARROTE ARG LA P BRAEEHN
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215. F 195 Rt 7z%, MTHESH 45 RG X GA &4, hF 195 98
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8 3 P F R o, 9GA -
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L2-Z Rk REES ARCERLHETEY, TBEHNEBEMSH
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217. R 216 95 %, RFRAZGRARH-T8CEH-25T.
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220. B 219395 %, Rl &thisdpd P 49 MATRE 6 9CPTA &+ -

221. B 208 Rt Ak, MTHEREORGX 10G A%, b F 208 5
FHXIGCHAEHABIEREZTHTHAROCRAEEL - TE .

222. H 2221 MGk, AY %A EHRERY I5TCTELHH0TC.
223. R 22 M F &, R Mdl & a F 64 MATHE 10CPT &+ .

224. % 208 gz ik, MTHESE 50 Ry X 106G 44, &1 5 208 H &
PN AR HABIAREFHTRITRALRAEHAL=AE .
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227. H 216695 %, ATHEFEL0RGX 106EH,. dF 215 56
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228. B 22T R H %k, Lo TEkelldtal®e.
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235. B 234 M H %, HYAMBEARLE, BEEEEBE .

236. F 234 sk, HRPMEGELFELBELNHE .
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A 15-40 B/ ERHRERST, HFBAHEIGLEHAE 55 F 56 R
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239. F 238G m%k, K Swern AU RAFR FRAEZHN TFH-T8C
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241. B2BAG Tk AT AA KPR FHLER A8 E 4R B TEMPO
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& X 12GA-1 445 .

245. $ 242 AW F %, AYBRERHI0CEH 20C, AEHARY 1 |
B .

246. F 242 R H %k, EPAMAREELRA .
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71 ey X 12GB-1 .69 .
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250. B 249 My F ik, RPEALF L.
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252. B 2445, MR 244 R HX 126A-1 ek F L4 H, #
&% 18 MG X 12GA-2 & 126B-2 &% -

2563. B 202y Kk, HRYBAIMEAMNAALREELLA.

254. F 253 AW F %k, EP@EAARERE.

255. H 252 Mgz ik, RPAMEHRLEHAE 82 ARG X
12CPTA(B)-2- # 83 M P AT &§ X 12CPTA(B)-2(R) & % 84 A ¥ AT & & X
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256. % 248 MG H %k, KB 248 MG H X 126B-1 YA AL, HEF
78 H &y X 12GA-2 % 12GB-2 &4 -

257. % 256 HiegF ik, Kok a) Swern 4T . KA D) 24 KPd
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268. 257 MEYH ik, HF Swern 5HRAER FHBEHN P FH-78T
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269. #2568 Ry m ik, KFPEATHREMNA-ET R
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X 126A-1 L& E LKA, H&F 85 RHX 126 4%,
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50CHEEA, REKEN 12 £ 48 | & .
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$ 90 FATEG X 12CPTR) X F 91 R ¥ Af&E & X 12CPT(S) &+ -

264. F 252 g m ik, ALK AWE=FPRPEEEABITLNF 252 3
QA 126A-2 R 126B-2 LA E XA A, . ¥ &P 85 R X 126454 .

265. R 264 Tk, EF_FEATHREARD=FEATHRELA 8l
ARE-—RFTRACH THRBAHARALY, HAEFEGRELY 15-
50CHREAR, REEEY 12 £ 48 K.

266. 3§ 265 Mg F ik, R AT & 09444l F 89 ¥ A7 & &9 X, 12CPTA -
FHI0ORmF A EG K 12CPTR) X% 91 ¥ A& X 12CPT(S) &% -

267. F RAMBNEHICHHED %, QEARFLTHS 8 R¥ A
R eHX 126 5 AHRBRA .

268. #2607 MGk, AYARBBERKERTE . LEIRTHE.

269. # 268 MegH ik, AYRRABUFRFTHEZHNF - FPELER.
DMF 2 T ¥ 69 LAL4T - AAH . RTHF . BN . ZRYF . RRLEAK
RO =—FRETER.
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270c. $270b A&7 %, XFBHATE, RRZALK.
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274. B 2711 R F %, ETYRAHKTE XY -

275. %211 AWM F %k, R TRAAHNRBER-_TE, ARV $RE
WEERE LR . CRIARI X ERGEEREDY .

276. FH2T1 M F &, LM al&6adit X oMM &+ -

277, % 104 A ENES Y OMC 9H &7, K 9 A THENLY
5MG AL 4 8 4t (deketalizing) -

278. R2ATT BG4, AYMERTRALEREFHTHITY.

279. F 218 Ry H ik, EPAM#H&HHSWIAE 108 R AEEG X 6MM &

-
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% 27T e K F R3 £ A X MG &A% HFH% &= B 5 hf i K

MMt RE .

283. F 282 WMy H ik, KYAHEG AP 11458 MK, A9
KAk AT — R k.

284. £ 282395 %k, R+ RAZZAY L AL ARA T IAT LB
THAARRIERGRSY, RELXALREAL .

285. B 284 e Tk, KRARTEHY, REMKAMNZFLR.

286. % 282 Me9H k. MTHER 115 AKX MG &y, b1 § 276 H &
FHXMCARFETERE Il & . BREFRELT . ARUER T4
BERTHFDE -ALEPERS .

287. # 286 A9 A %, A+ Tahelldtale.

288. #2865k, HPmbmedhna 13- —XEABRERR.
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LB EET R .
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124



03103099. 8 oW B E120/1221

291. B 286 MMk, R iR Z EHENHMSHAE 119 T &G X
8MM & 7, AAEAT —Fp F- 494 R IhH ek

202. B 286Gk, MTHESR 120 RGX MG &4, BLMP 286
R FHA M LB X EAAR GRS =TEATEREARS .

293. #2902 me9 Gk, AP ZFAFPHREARGZFATEEL Rt
MEZRFTRRCHE P HBRY AR 9.

294, R 292 MM m Kk, RV RS AGEKEAEY I5-50CHEEA,. LA
WEA 12 & 48 B .

295. $ 292 Ry ik, RYHE &Ml F 124 F P AR 6 X OMM &

—

2 A

296. % 292 W H ik, RTHES 125 69X 10MG &4, B ¥ F 292
RHENREWX M ARBET . ABRBER THREHNT EAHKE

R

297. %206 A F %k, AT ARBREBTIARKTE. LEARTH.
298. B206 R F %k, R RALABRMER FHEZHNP - FRLER.
DMF LB P8 E44T . AR . BRTHT . ZR4A. 384T . BREIK
BaE=—AAELEmK.
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