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THEEMZR, BOoNERDERY =F Lo 7Y a— A SE BEEEEE CRE
L. RETZ =V M) =FANEFIBEHWBE CHEL, SORRV=FLLIY
T NVEFGEERBRECTHEL., BRIy = b A CHBL TR EE, B
AIZHIRL L BMAI L 2 BA L, BT BB Lo TRET B L8 TE 3,

LR TERSRREBRE & LTI, i, BEArr—R 77— 7#L—k(CA
P). e FrRi7abiAFLeEra—RT7 XL —h b RadiAFilblo—
ATET =M IV R—b, AZT7VNVBREESE BILiE, 4 Ry k
(Budragit) L3 0D—55 (4L —a48), 2V a—FMAE3ODP (7
A BASFHED, RUFy FPA3 O (M4 SR b)) &), o8
VAFNEFRAR =R, BT v IV EOKRBIAEESFEX ; AFZT 2 U AER
HEEE WBIZIE, A4 FI9XYy FNE3OD (BR4). A4 FS%¥y FRL3 O
D (F#&). 1 FIX¥y FRS 30D (FHA) L) SOBRMMEER  KEKES
AF;7ECBMNIFAL RY=F L) a—A TEFULE) YR K,
NI TeFr, e MEOTNBASO—BE I TEU ES Lz b 0Zns i
BEMNRT OB,

ERE TERIIA) & Uik, BIZIE, AREEET A a— (BlZIE, YA h—,
TV = b AT b BB, F2 Y bbb BRATF ) — R,
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TYRY b= 5E), FEREAR—Z BIZIE, ¥FTFAKG 801, FEEAP
H 101, 7%V PH 102, 7¥&APH 301, 7E¥E/APH 302,
TEEARC—591 (BREru—2 - IArAu—2F ) wA) %) (KEHRE
b Rfedi7unvrere—z2 Bz, LH-22, LH—32, LH—23.
LH—38 38 ([FfbE () BLOZh b DEAYWE) ERHTFoh, LIRS
Al BRBREL ZRYGAL. HORAL FRL BREL. H6H., REAH. BES. R
EHbHVDND,

AFERAOT R7 v 7bEWE. LV EDHEFEDDDVIZEHER ML AN 5K
BeRBEIEIREOBEN»D, 1 ~3EOMOIEERSLHEHELTH I,

Bl fbE% (VII) 13, H. ¥ YV BOREARODICIE. HEH L ogm
PEFELY, X0 EENICIE, REBCAYEI T Y Ruef VU RO/ iR
b=y —LEOERABEFE LW,

% MLOEMERRSY ) LARBFAOMEY (D EDT v Ry 7L x BIEAMDOFEI
WeoTRE L, OLODERMEY (Bl 21X, G5, BH., TREl., b 7eLs (¥
7 bATeNEETER) . RAL THEAL. LF REES) B8R b b AR
LTHALTL I, ZhZhzle itk L, R—d8ics LRI E HiX
RHEZZENTRELTH LW,

ESy 0]

BT, 2308 L0ERBHEZ2T CARAZSOICHELIBBET IR, ohb
IEARFEAZRET 2 BOTIERN,

UTo2E6, AN T, BRI, 91 5~30CEEKRT S,

H—NMRIiX, Varian Gemini—200%F%iEMercury—
300ZHVWTHIZEL.CDC1,, DMSO—d,, CD,ODZ&#HE LTV,
NEFEDT b T AFAV T U DODTrI TNV T RS (ppm) B2RLE,

T DOROERFMEF DREFIILL T ORKRERT,

s : vy h

d : ¥7 vy bk

t: hITLy b

q : BVTFv k

m:<wVFFry k
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br: 7uwu—F

bs: 7u— KRy o7y b

bm: 7r— RK=AFF Ly R

] REEE
2EH] 1
0
H C/\O)]\N/\/O 0\/CH3
8 | Y
CH, 0

2— [(ZFFTHAR=L) (RAFA) TI] 2FA TFL H—BE— h
2— (AFATIV) =& /)—N (100g) OFMR=FLEKR (1000mL)
ey Py (222ml) M, KBTFT, ZenRBczFL (240mL) %2
FFAINT TR T Lc, TR TH, RGKEZRTL SFEBHLEZ, & (300
mL) 2z, BER=FABESBE L%, I NER (200mL) &MEfaEX
(200mL) TEHHE Lz, EARERT NY DA CTRBELES, BEBE L, B
BheRERETHZ LIk BELE®W (180g) 2WHR95—100C (F
73:0. 1—0. 2mmHg) OEARELGL L TEL,
'H—NMR (CDC1,):1. 20—1. 40 (6H, m), 2. 97 (3H, s),
3. 50—3. 60 (2H, m), 4. 05—4. 35 (6H, m).

ZEH 2

A
Py
CH, 0

2—[wmnﬁWﬁ:w)U#%07i/]i?w TFN H—RE— b

BEML1TEZ2— (XY AINR=L) (AFA) I )] =FAL =F0
H—ARx—hF (150g) OT7EP;=PIAEK (1500mL) &AFTHLY
v (200mL) &Mk, 4 BEEH Lz, RISHEZBERNE L%, BEWEK
(600mL) —K (700 g) —EEg=F1 (300mL) DOEAHIZAHLTD
BELRBPOMZ T, 15MBER LR, afigiEk (500mL) 2Nz, HER
TF/ (500mL) THilH L7z, BFR=FABE2MafMEHEK (300mL), faf0
BRERAKET DU U AKEEK (3 0 0m L), faFnAEAK (30 0mL) TIEXRLES L.
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BRI P VATHBRLEE, BERHE L. BEVEBERETSZ LIk
v, BELEw (77¢g) ZHR100—105C (EA:0. 1—0. 2mmH
g) DEEAHELSLLTHE,
'H—NMR (CDC1l,):1. 338 (3H, t, J=7. 2Hz), 3. 12 (3
5 HXO0. 4, s), 3. 22 (3HXO0. 6, s), 3. 68 (2HXO0. 6, t,
J=4. 8Hz), 3. 78 (2HXO0. 4, t, J=4. 8Hz), 4. 23 (2
H, q, J=7. 2Hz), 4. 30—4. 40 (2H, m).
2EH3
CH,
HG~_ 0 N\¢»\H
Hac>cqs T
10 22—k FaeFir=si (;lA—’f/I/) HANVNSIVBter t —TF
2— (AFATIV) =F /)= (30. 04¢g) LEBR=FIL (90mL) @
BEMIKET. ZIRBYP—ter t—7FN (87. 30g) ¢EER=TIL (1
OmL) DIERAWMERT Lic, ERT2RFMBERE. BUEEE L, BEY% %R
TFN (150mL) KEML, /K (100mL) THEHR., EXER I XY
15 ATHER U7, BUERME L. HEILEY (6 6. 19g) 2EAHRKNL LTHE,
'H—NMR (CDC1l,):1. 47 (9H, s), 2. 92 (3H, s), 3. 4
0 (2H, t, J=5. 1Hz), 3. 72—3. 80 (2H, m).
BEH] 4

0

H
N
HG,C'” \/\O)J\GHS

HCI

20 2= (AFATRV) =FN TET— MNERE
2— (AFATI)) =F )= (1. 50g) LEMEA=FAL (20mlL) DR
BWKEGT, ZIRBY—tert—7FN (4. 37¢g) 2FML7E, XAT.
1. SiFAEHRE, EAEEE (2. 08mL), ¥YYPY (1. 78mL), 4—
AFNVNTI/CYPr (0. 12g) 2N L7, ZRT2RHEEE, KSR
26 EFRT—FN (50mL) 2%, K (50mL), 5% = BA¥EK (50mL).
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fafn &K (6 0mL) T L, SRR~ RV 7 A TR, BEEMEL
oo BREWT ANBKR-FR-FAERK (20ml) ZMx, HRT2REHE
L, P=Frxo—7F/4 (10mL) ZRMLT, i LEBEEEZERLZ, B
JETREL, EEAY (2. 93¢) zAARKE LTAE:,

'H—NMR (DMSO—dg) : 2. 07 (3H, s), 2. 53 (3H, s), 3.
12—3. 17 (2H, m), 4. 24—4. 30 (2H, m), 9. 29 (2H,
br).

2EH) 5
y 0
N
Hﬁ/\/AW/mW/\ms
HCI

TFN 2— (RAFATI)) =FN F—Rx— MNERE
BERITHELNTEZ2— FrFT TN (AFNV) IVAIVEBter t—7
FA(l. 75¢g) LHFBR=FIL (20mL) OEAHIZEY Y (0. 9 7mL),
4—VAFATIEY VY (MER) ZIMLe#k, ZaenRBrFL (1. 2
5mL) T L7z, BRTHREERLELE, BER=F/L (50mL) 2, X
(50mL), 5%Z7 = FRKEK (50mL), fFIAEK (5 0mL) TH&EL,
BEAKBER~ 720U ATRE L, BERMER., REYIC 4 NEKR-FRT
VB (10mL) 2FML7z, ZBRT2REERE, P=Fro—F (10m
L) 2L, THLEZERZER L, METREREL, EE8LEeY (1. 66
g) HABENKLE LTHEE,
'H—NMR (DMSO—d,): 1. 23 (3H, t, J=7. 1Hz), 2. 54
(83H, s), 3. 16—3. 22 (2H, m), 4. 15 (2H, q, J=7. 1
Hz), 4. 32—4. 37 (2H, m), 9. 25 (2H, br).
2EH6

A0
N

He™ N0 o
He |
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2= RAFATI)) =FNV FEFERREIF U —4—A N I—Fx— MNER
H

RREA (M) ZunRFN) (2. 97g) OF FS5L Ru7S5 %K (40m
L) WK®T, EUPY (2. 43ml) OF T FR7SU8HK (10mL)
EWMT LI, )KIBT, 10 MEHBBAE, SFot FubvsSr—4—3—a (1. 9
1g) D7 P P77 8K (20mL) 9oL VI FLE, HET 2R
EFREE. BUERNE L, BEWICER=FL (50mL) &k (50mL) &Mz,
FERTZFAEEZLSML, 0. 2NHEE (2 0mL), fafAkA (50mL) Tk
B, TR~ 7R T ACTHB L, BEBKBLT, ZJnuRiBy F5E Fo e
Zv—4—AN (1. 53g) 2Bk, BEFITHELNEZ2—t Furki oL
(AFV) ANMNI VBt er t —7FN (1. 40g) EFrSLRrTTL (2
OmL) ORAMIZLY VY (0. 78mL) 2WMLEE, LRTELhEZ
PRRRT FTE FRETI—4—(N (1. 53g) OF LSt FrTT5 L0E
(10mL) 2T L, ZR CREIBL L, RINKEBERSEZ,. & (50mL)
ZMA. BER=F/ (5 0mL) THIH L%, 5%2 = EAERK (50mL). &

CFREHK (5 0mL) T L., HAMEE~ /327 A CHERLE, WERES.

BREDEVY DTN T A A NTTT 4 — (BRI FL : ~FHhr=4: 1.
BENT3 : 2 THH) TRELZ, BoheEBamRkY (2. 03g) 2VxF1
T—7N (2mL) EMBEL., 4 NEKFE RS LEE (5ml) 2HML
2o RT3 00MERE, VEFAZ—FA (10mL) 2EMLT, KRR
Lico Tl L7cE@EZHEML, BETEERL T, EELEYw (1. 20g) 2 EA
BEE LTHEE,

"H—NMR (DMSO—dg): 1. 50—1. 65 (2H, m), 1. 87 —1.
98 (2H, m), 2. 54 (3H, s), 3. 20 (2H, m), 3. 40—3. 5
0 (2H, m), 8. 74—3. 83 (2H, m), 4. 36 (2H, t, J=5.
1Hz), 4. 72—4. 83 (1H, m), 9. 32 (2H, br).

kil 1
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=Fn 2— (((((28, 8S, BR) —3—7YF—5— (5—2F1—2, 4
—VAFY—3, 4—-YeFr—1 (2H) —vIUVIY=L) Fh5L Fr—2—
TT=N) ARRY) ANR=N) (RFA) TI) =FL H—FRFx—h
(28, 835, BR) =37V F=2—-b RuxkxiAFL—5— (5—AFL
—2,4—9%%y—3,4~9&Pn—1(2H)—EUiV:w)?FﬁtP
77 (0. 5g) 7 hF7erfrrJ5y (5. OmL) BIRIEBEH 2 TE-
2—[muabrR=n) (AFA) 7] =F0 =FL H—R%—b (0,
436¢g). \UZFATIL(0.391mL). 4—VRAFAFTI)EY (0.
024g) ZMA50CT2RMBRLE, KISKEZFB-FL—KTHHL, &
B & SR R K TYRIRE. KRR R YU YA TEBR L, BEEBSTA itk
WERBELEY (0. 45¢) 2EAHRYE LTEE,
'H-NMR (CDC1,):1. 31 (3H, t, J=6. 9Hz), 1. 92 (3
H, s), 2. 20—2. 55 (2H, m), 3. 01 (3H, s), 3. 40—3.
65 (2H, m), 4. 00—4. 50 (8H, m), 6. 11 (1H, m), 7. 2
2 (1H, s), 8. 70 (1H, br).
KiEpl2

NP0 /N
N //
0 /—/ N N

TFN 22— (((4— ((2— (72T )) (RAFATI)) AFLy) 7=
J) ZFN) FF) AFN) =5 —RAFA—1H—AIFS—~—1—41) I
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A=) (AFN) TI) =FL FA—REX—1

4= (((2— (7727 7) (RAFATIV) AFLY) FIJ) =FL) F
F) AFN) =5 —AFA—1H—AIFY—1 (0. 5g) OF T kurs
Y (10ml) BRIZBEBF 2 THEEZ2— [(ZuaIrR=L) (RFL) 7]
TFN =FN = F—hF (0. 554g), PUZFATIV (0. 414m
L), 4—=PAFATI/EYY (0. 024¢g) #MX50°CTL SEERHEIEL
oo FOSHR BB L —k it L, M % AU A CYRSE . SRR
MY DACEEL, BERE L, RENEEEESY I SAITAIaT b IS
74— (EEERTFL, BENTERTT L : AZ /) —=10 : 1 THEH) B
HZEWEIVRE(NEY (0. 414g) »EAREKL L TEE, ,
'H—NMR (DMSO—dg) : 1. 21 (3H, t, J=7. 3Hz), 2. 16
(3H, s), 2. 61 (2H, t, J=6. 9Hz), 2. 69 (3H, d, J=
4. 6Hz), 2. 95 (8H, s), 3. 383 (2H, t, J=6. 9Hz), 3.
63 (2H, t, J=5. 1Hz), 3. 65 (2H, s), 4. 11 (2H, q,
J=7.383Hz), 4. 73 (2H, t, J=5. 1Hz), 7. 12—7. 03 (2
H, br), 7. 78 (1H, s).

S 3

N /0 ’
QI -
N “.

- ‘Q

0

H3C _N' H3C 0
—ﬁ>TF

CH

3
2= [AFN [[(R) —2— [[[8—AFr—4— (2, 2, 2—F Y TAFu=x
FEd) —2—BUDN] AFA] AT 4=p] —1H-RVALIFZY ——
1—=AN] IAR=V] TI] =FAL TEF—h |

REBER (MY ZuuRAFL) (0. 50g) DFFFe FerJ0%KE (30m
L) TK&BTF, ¥UPY (0. 40mL) OF S k730 %K (1mL) %
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BT Lz, KT, 3 04fH@E®RE, B4 chohic2— (AFATIV) =
FN TT—NERE (0. 77¢g) EERMLE, FI=FATIY (0. 70
mL) OF  Fe Fur77 UBR (1mL) 2 T#, =R T 1RHERR L, B
JERMEE., BEWK (50mL) &Mz, FER=FL (50mL) THHLZ,
ERER—F VB 2 ARFI Rk (5 OmL) TUEMEH. BOKME~ 7 XL ATRBEL
T, WERBHL, BE®WET e Fur7y (20ml) KHEMLE, (R) —2
— [[[8=AFN—4— (2, 2, 2= NI TAFRZ+HY) —2—¥ Y V]
AFN] ANT 4 =] —1H-RVAALIFY = (1. 11g), PI=FAT
I (0. 84mL), 4—VAFATI VYV (AEE) ZRML, 6 0CT
KRR Lz, BERGER., ZEYIcKk (50ml) i, BB=F1 (50m
L) THIE L%, BE=F L EEfafaiEk (5 0mL) T, KRS
FVU LT LU, BEREER, BEWEEEEL Y I TN T LI n< v T T
74— (BEB=FNL : ~FFr=1:1, GO TEHR-FLTHEH) TERL, &
SV VB FEANITAIa< T T T 40— (BEBR=FNL  ~FHr=2: 1,
TEBR=F L, FEONTTE by B FL=1 : 4, WV T1 : 1 THH) THK
Bz ik, EELAW (1. 13¢g) 2EATTALTy RREKELTE
7o

'H-NMR (CDC1,):2. 10 (3H, s), 2. 24 (3H, s), 3. 0
9 (3H, bs), 3. 60—4. 00 (2H, br), 4. 25—4. 50 (4H,
m), 4. 89 (1H, d, J=138. 8Hz), 5. 05 (1H, d, J=1 3.
3Hz), 6. 65 (1H, d, J=5. 5Hz), 7. 35—7. 51 (3H, m),
7. 80—7. 90 (1H, m), 8. 35 (1H, d, J=5. 5Hz).
sl 4
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CH,

=Fn 2— [AFNV [(R) —2— [[[8—AFN—4— (2, 2, 2— U7
Fuez hFy) —2—IVNL] AFAL] AT 4=A] —1H-RVAALIF
V=1 —AN] INF=N] TI] =F A—RE—b

KEBBEA (FYZurxFL) (1. 31g) OF I FrI7 T VK (40m
L) ZKk&®T. €YYy (1. 07mL) OF e Fer7J7 08K (2mL) %
BT L7, KT, 1 00HBEHRE, 2565 RN TFL 2— (RAFAT
/) =FN H—RER—MEERE (2. 02¢g) BRMLE, PIZFAT I
(1. 84mL) 7 e FeT7 78R (2mL) 2 TH, RIRT1REEE
B L%, BIERHEE., BEYICKk (100mL) 2Nz, Big=F/2 (100mL)
THIH L7z, BER—F L E% 0. 2NER (50mL), fafngEk (100mL)
TEHER, EKRB~ XA THRELE, BERHEL, BEYET ML Fu
77 (5 0mL) WML, (R) —2— [[[8—AFL—4— (2, 2, 2—
Fiongtuex b)) —2—CIPA] AFN] AT =] —1H—RUX
AIFY— (3. 89¢g), NI=FALT7TIV (2. 09mL), 4—VRFALT
I/EYUPr (0. 12g) ZEHML,. 6 0°CT6 R, =IETSERBEERLL,
MERNMER. ZREWICK (100mL) M4, Eig—F/L (100mL) THH
L, BER=FVBEMMARAK (100mL) THEE, ERiBR< 737 A
THR LT, MERMES, REDEEEM S VAV T A u~e T 7 40— (B
BRFN  ~AFHr=3: 7, O CEFR-=F IV THEH) THELE, Y=Fi=x
—T VIR P TF AT h L BERRTH I LI LY EELEW (3.
84 g) ZEARNKLLTEE,
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'H-NMR (CDC1,):1. 32 (38H, t, J=7. 2Hz), 2. 23 (3
H, s), 3. 10 (3H, bs), 3. 50—4. 20 (2H, br), 4. 22 (2
H, q, J=7. 2Hz), 4. 839 (2H, q, J=7. 9Hz), 4. 45 (2
H, m), 4. 80—5. 15 (2H, br), 6. 65 (1H, d, J=5. 6H
z), 7. 36—7. 50 (3H, m), 7. 84 (1H, d, J=7. 8Hz), 8.
35 (1H, d, J=5. 6Hz).

Ei il 5

/7

-
N “
4
HG—N He 0
2 —>TF
0

2— [AFV [[(R) —2— [[[83—AFN—4— (2, 2, 2—FYTAFU=
Fey) —2—EUVN] AFA] AT 4 =2A] —1H—RUVRALIFY — ) —
1—AN] ANF=N] TI)] =FA FThIeFRrbIr—4—A I—R
22—k
REEEA (R ZumaXAFu) (0. 48g) DT FFLFrI7FUEIK (20m
L) ZKETF, YUY (0. 39mL) OF b7 FrI7J5 08K (1mL) %
WF L. KIBT. 2 05MBERE, 266 thbhk2— (AFLTI)) =
Fr FTRZeRR¥Ir—4—A)L H—RF—MERE (0. 96 g) ZIFEM
L, RI=FATIY (0. 6 7TmL) OF P FrI7F V8K (1mL) %
TR, RET2RMEEE L, MERMER. ZREWICK (50mL) 2N, B
BMrF/N (50mL) THHLE, BiR=FLEE0. 2N#EER (20mL), #f
BEK (5 0mL) THEHR, BARB~/ XV ATHRELL, REBKL, &
BWE7T e Fur7y (20ml) KEMLE, (R) —2— [[[8—AF—
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4— (2, 2, 2—RFUTAFRZ R EY) —2—UDN] AFAV] ANT 4=
NV]—1H-RVAALIFY—N(1.26¢g), NIZFLTI (0. 71mL),
4—PRAFATIJEIVY (0. 042¢g) Z2ML, 6 0°CT6RE, EET
8RB L, BMERME. Z¥WITK (50mL) &Mz, B (50
mL) THH L%, FiR=FVELRafMEEK (5 0mL) THEHE, EAiR~
TRV L THBE L, BERWS., REWEEEES ISV DT 670w b
77 4— (BFR=FNV : ~FH =37, KO TEBR-F LV THEH) THELTL,
VZFNE—=FNLEIVERIEL, TR VA Y P rm—F A0 BERERET
Lk, EEAY (1. 45¢) 2EEEKE L TEL,

'H—-NMR (CDC1,):1. 64—1. 81 (2H, m), 1. 92—2. 03
(2H, m), 2. 23 (3H, s), 3. 09 (3H, bs), 3. 40—4. 30
(2H, br), 8. 45—3. 57 (2H, m), 3. 87—3. 97 (2H, m),
4. 38 (2H, q, J=7. 8Hz), 4. 45 (2H, m), 4. 77—5. 1
5 (8H, m), 6. 64 (1H, d, J=5. 7Hz), 7. 35—7. 50 (3
H, m), 7. 83 (1H, d, J=6. 9Hz), 8. 35 (1H, d, J=5.
THz).

Flpl 6

2—[%7%/H2—[M3f}?w—4—(2,2,2—%97»%&:%%9)
—2—UIN] AFA] AN T 4 =] —1H-RVZAALIFS—)—1 —A ]
FNR=N] TI)] =F FreRkuebt®’sr—4—AL1 I—FRx—F
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RBER (M) ZunrAFi) (0. 582¢) OF T FuI7I 08K (20
mL) ZKHET, YUYV (0. 485mL) OF +Fe Fr7 I %K (1mL)
EZRT L7, KT, 2 0L, 2EFA6THLONTE2 - (AFATI))
=F)N FThIeRuv'Tr—4—A) I—RR— b EBRE (1. 43¢g) 2F
MLz, PYV=FLTI (0. 84mL) OF+Fe RFur7 7 %K (1mL)
R T, 2R T3 RHER Lz, BERME, ZE®ICK (30mL) M,
Fiig—F/ (8 0mL) THIH L7, Fi=F B L aMAEHEAK (20mL) T
k. KRB~ 7RV LATHE L, BMEREL, BEWET N T Fer g
v (20ml) WEMLE, 2— [[[3—2FA—4— (2, 2, 2= Y TF
B bhFY) —2—VUDAL] AFA] AT =] —1H-RUVXALIFY —
N (1. 683g), RI=FAT7IV (1. 23mL), 4—VPAFATI/) YD
> (0. 027¢g) ML, 60°CT1 7. SHERGEELL, BEREER, &Y
Pizk (50mL) #MMx, BFR=F/1 (120mL) THHELE, BBR-FILE
ZfafifEk (3 0mL) THEEHE., EKRB~ XV Y ATHRE L, BUERNE
%, BREDEBEEES VSN DTEIaw v TTFT7 40— (BT ~FH
=1:2, HWVWT1 : 1TEH) TEELE, TV IIFA BT Era< v
F74— (FEBR=FIN : ~FHr=1:1, HOT2 : 1 THEH) THERLE, ¥
TFAEZ—TFALYFERETEZEICEY, EELEY (1. 23 g) 2EAREK
& LTHE,
'H-NMR (CDC1g4):1. 64—1. 81 (2H, m), 1. 92—2. 03
(2H, m), 2. 23 (3H, s), 3. 10 (83H, bs), 3. 40—4. 30
(2H, br), 3. 46—3. 59 (2H, m), 3. 87—3. 99 (2H, m),
4. 39 (2H, q, J=7. 9Hz), 4. 45 (2H, m), 4. 77—5. 1
5 (83H, m), 6. 65 (1H, d, J=5. 4Hz), 7. 85—7. 50 (3
H, m), 7. 85 (1H, m), 8. 36 (1H, d, J=5. 4Hz).
Khwhl 7
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TF L 2—[%%»UQ—EM3—x%w—4-(2,2,z—by7wimm
F#V)—Z—Evyw]%?W]xw74:w]—1H~&Vﬁ4iﬁf~w—
1—=ANn] ANVER=L] 7I )] =F0 B —RF— h
ﬁ@ex(bu&mux%w)m.582g)@?b9tpn7ﬁyﬁﬁ(zo
mL)K%@T\HUVV(O.485mL)®?F?EFH73V%W(1mL)
ZHT Lo KBT. 8 0MIERE, 2265 CELRETTL 2— (AFn
7)) =F)n w~ﬁ*~hﬁ%ﬁ(l.10g)%%MLEOFUi?w7i
y(o.84mL)@?bitFn7ivﬁﬁ(1mL)%%T%\iﬁﬁsﬁﬁ
%#LtoﬁEﬁ%%\%%%mm(30mL)%mz\M@m%W(SOmL)
T%ﬁbtoﬁﬁi?wgéﬁﬁﬁﬁm(SOmL)?%#%\%*%@Vf*V
WAF%@LKOHE%%L\%%%%?FﬁtFn79V(20mL)t%%b
koz-[H3—f%w~4—(2,2,2—LU7w¢mmb%v)—2—BU
9»]%%w]xw74:w]—1H—&yf4iﬁf~w(1.63@\Lym
?W?iV(l.23nﬂJ\4—9}?w7i/EUVV(0.054g)%%m
L\60@?14%%@#LtoﬁE%%%\%%%Km(40mL)%m2\%
@I%w(100mL)?mmbtoﬁ@m%wg%@mﬁﬁm(30mL)ﬁ%
ﬁ%\%m%%vﬁ*vaﬁ%ﬁbtoﬁﬁﬁ%%\ﬁﬁ%%ﬁ%ﬁvvﬁfw
ﬁ?A&mv%ﬁ§74—(M@m%w:«%%y=1:z\ﬁmflz1@%M)
F%@LtoﬁwTVUW¢Wﬁ§AﬁH?Fﬁ?7J—(%%I?W:A%%V
=1:1\ﬁmf2:1?%ﬁ)T%@Té:kﬁln\@ﬁké%(l.27g)
EHRATENLT7 7 ZRERE LTEE,
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IH—NMR (CDC1l,):1. 32 (3H, t, J=7. 1Hz), 2. 23 (3
H, s), 3. 09 (8H, bs), 3. 50—4. 76 (4H, br), 4. 21 (2
H, q, J=7. 1Hz), 4. 38 (2H, q, J=7. 9Hz), 4. 84—5,
14 (2H, m), 6. 64 (1H, d, J=5. 6Hz), 7. 36—7. 46 (3
H, m), 7. 83 (1H, d, J=7. 2Hz), 8. 34 (1H, 4, J=5.
6Hz).

£~y RS

2— [AFA [[2— [[[8—AFN—4— (2, 2, 2—hUTFdr=hFY)
—2—P U] AFA] AAT 4 =V] —1H-RUVAXALIFS—)b—1—A )]
ANR=N] 7] =FN TET—h
RBER (FYZunxFiL) (0. 582¢g) OF b7 FurJ7 08k (20
mL) KA T, YUY (0. 485mL) OF +Fe Fu7J K (1mL)
EWMT L. KT, 1EE#RE, 2BHl4chohk2— AFAT7I7) =
FN TeT—hERE (0. 922¢) ZEMLE, PI=FAT7I (0. 8
Aml) OF e Py 0Rk (1mL) 2ETH, RIRT2. 5HHERL
7o, BEBRMES, BE®ICK (40ml) 2Nz, FER=FA (8 0mL) THiH
Lz, BiR=F A BEAafIREAK (25mL) THEESE, BB~/ XV T AT
L7, MEREL, BEYWET o eIy (15ml) KEMLE, 2
~ [[[8—RAF—4— (2, 2, 2—bUTAARZIFY) —2—E Y D]
AFN] ANT 4 =] —1H-—RUVAALIFS—N (1. 10g), NIZFAT
2 (0. 84mL), 4—VAFATI)EIY (0. 036¢g) ZIEML, 6
0°CT4. SEHEEELE, BERME. ZEHICK (40mL) A, B
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FA (80mL) THHLE, Fi=FLEEfafaiEAK (3 0mL) THEHE,
KR~ 72XV T ATHBR L, BMERNER, BEWES I W INLT 2 a<
NS5 T 40— (BEBRFN ~FH =11, HBNT2 : 1 THEH) KT 3
ek, EELAW (1. 18¢g) 2EBREMKL LTHEE,

'H—NMR (CDC1,):2. 10 (3H, s), 2. 24 (3H, s), 3. 0
9 (3H, bs), 3. 60—4. 00 (2H, br), 4. 25—4. 50 (2H,
m), 4. 38 (2H, q, J=7. 8Hz), 4. 84—5. 18 (2H, m), 6.
64 (1H, d, J=5. 6Hz), 7. 36—7. 48 (3H, m), 7. 85 (1
H, d, J=7. 8Hz), 8. 35 (1H, d, J=5. 6Hz).

Ehas 9
H3CO. 0
3 \@N\>_ /
S N=—
N \ / CHj3
(0]
HsC—N HyC CHs
0
O:<
(
CH,

=Fn 2— [[[6—ArFv—2—[[ (4—APHFV—3, 5-VAFN—
2—YBYPN) AFN] ANT 4=A] —1H-RUVZAALIF—L—1—A )]
HINE=)V] (AFN) TI] =FNV A—RR—h

REBEEA (M) ZuvuArAFN) (0. 291g) OF T FrT7IUBK (1
OmL) ZX&BT, €UV (0. 243mL) OF T Fur7I0@mKE (1m
L) 2T L%, X&', 1EGREE, 23865 Thohlt=Fr 2— (XF
NTR)) =FN A—FRx—bERE (0. 551¢g) 2L, FI=F
732 (0. 418mL) DF bFe FuryI 08K (1mL) 2 T#, RBET
2 RFfERE L, BERME., ZR¥EWIk (15mL) 2z, F@g=F1 (50
mL) THH L7z, FFRR=FLBEAMARAK (1 5mL) THER, EBKRER<
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FRVYATHBE L, BERMEL, BEBWEZ7 7 FrrJ7 (10mL) K
BRE L, 5—A by —2— [ [ (4—A+ XY —3, 6—VAFL—2—-V]
DN) AFN] ANT 4=0] —1H-RUAALIFY— (0. 817¢g) . b
Yy=FAT7Iv (0. 661mL) , 4—VAFATI /LYY (0. 012¢
) WML, 6 0CT1 2RMEE L, BERMER, ZE®ITK (20mL) %
Mz, Big=F/ (5 0mL) THHLE, BF=FLBEZHMEEK (1 5mL
) TUEEE., BB~ RV Y A TRE L, BERMR, REWELIEEEVY
HFENTIGhIaw ST T 4 — (BRZFL  ~FPr=1:2, HT1:1
THEH) chRETsZ kY, BEkEME=FL 2— [[[6—AFFT—
2= [ [ (4—APFV—3, B—DRAFAL—2—-VEIUDN) AFN] ANT 4=
AN] —1H-RRAALIFS—=N—1—AN] IAR=A] (AFN) FI)2] =
FL H—ARFX—rD3: 20EAEYW (0. 92¢g) ZRFEATEALT 7 ZREEK
ELTHEE,

IH—NMR (CDC1l,) :1. 27—1. 34 (3H, m), 2. 10—2. 3
0 (3H, m), 2. 23 (38H, s), 2. 99—3. 23 (3H, m), 3.
40—3. 85 (2H, m) , 3. 69 (6,/5H, s), 3. 71 (9,/5H,
s), 3. 86 (6,/5H, s), 3. 88 (9,/5H, s), 4. 14—4. 2
5 (2H, m) , 4. 38—4. 60 (2H, m), 4. 82—5. 06 (2H,
m), 6. 92—7. 08 (7/5H, m) , 7. 33 (3/5H, d, J=29.
OHz), 7. 66 (1H, m), 8. 21 (1H, s) .

EHifl 1 0
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zFN 2—[[[(S) —6—RAbrFx¥—2—[[ (4—RA+F+v—3, 5—
AFN—2—UIN) AFN] AT 4=)V] —1H—- RV AL IFS—1—1
—AN] ANR=L] (AFN) TIJ] =FV H—FRR—h
BRFE10—-50429 00EEH 1ICEHOFETAERLE (S) —5—R F
F—2— [[ (4A—AFHT—3, 5—VAFNL—2—-YIIN) AFN] AN
TZ4=n] —1H-RVAALIFY =) (1. 34g) ODF 5L Ru7J5 8K
(10mL) B2 TcHohz2— [ UrualrR=L) (AFN) 7]
=FN =FN J—AREX—F (0. 9mL), PVZFALTI (1. 08mL),
4—TAFATIIEIT (0. 010g) ZFML, 6 0°CT6EFREEIELE,
BIEEMER. ZE®WICK (30mL) 24, B~V (5 0mL) THHLE,
HiR=F VB fAEAK (1 5mL) THEER, BARB~/ XV 7 ATEEL
r. WMERMR, BEWEREEMES I SAIT A Ia< v IF5T7 04— (BT
VinFPr=1:2, ENT1 . 1 THEH) THEETZLICLY., EELEY
txFn 2—[[L(S) —6—AbF¥—2—[[ (4—RAFFP—3, 5—
VAFN—=2—FEIPL) AFN] AVT 4=20] —1H-RUVALIFS—)L—
1—=AN] ANVEK=] (AFN) TI)] =F)v I—AFRRX—rD3 : 20ES
¥ (0. 92¢g) ¥REBEATELT 7 ZREKL LTETE,
'H—NMR (CDC1l,):1. 25—1. 34 (3H, m), 2. 10—2. 30
(83H, m), 2. 23 (3H, s), 2. 99—3. 23 (3H, m), 3. 40—
3. 85 (2H, m), 3. 69 (6/5H, s), 8. 71 (9/5H, s), 3.
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86 (6,5H, s), 3. 88 (9,/5H, s), 4. 14—4. 25 (2H, m),
4. 38—4. 60 (2H, m), 4. 79—5. 05 (2H, m), 6. 92—7.
08 (7/5H, m), 7. 33 (3/5H, d, J=9. 3Hz), 7. 65 (1
H, m), 8. 21 (1H, s).

FEhaf 11

I -
HzC—N 3 _\_\

0—CH,4

zFL 2—[[[2—[[[4— (83—A+HPTFulRxy) —3—AFL—2
—BIPL] AFA] AT 4=] —1H-RVRALIFZS—)v—1—AV] T
NR=N] (AFN) TI] =F) H—FRFE—h

REEER (FYZuamirFi) (0. 291g) OFhTe P77 08K (1
OmL) IZXKATF. ¥UPY (0. 243mL) OF T Fu7J7 %K (1m
L) 2T L7, XK&TF. 3 04HBERE, 2EH5 BT 2— (A
FATI)) =FN H—Rx— MEBE (0. 551¢g) ZFMLE, MY =F
N7 (0. 418mL) OF +Fe eI 0B (1mL) 2 TH, ER
T2. HFMBREE L, BWERMER, ZEWICK (15mL) 2MA, Bl FIL
(60mL) THHLE, Bid=FAEEMAFIAEK (1 5mL) THER, EK
Wi~ XU ATEHBE L, BEBHKL, BE®WET7 e krr70 (10m
L) WLz, 2— [[[4— (3=A XV TERFY) —3—RAFA—2—
EYDN] AFL] AT 4=] —1H-RUVAALIFY—) (0. 728 ¢g)
. MUEFATIV (0. 528mL) , 4—PRAFATIEYIYY (0. 01
2¢g) ZEWML, 6 0°CT1 7HEEBRLL, BEEMEE. BEHIZK (40mL
) Bz, Eig=F1 (8 0mL) THIHLE, FF=FVEEafnREK (15
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mL) TUHFR. KRB~ XY A CER L, BUERNES. BB EL
VIBTNAT B v NI FT 4 — (BERTFNL : ~FPr=1: 2 THEH) .
BNCYIBTNAT A0~ v TTFT 40— (BT ~FFr=1: 1
TER=F /L THH) TRET itk EEILEAY (0. 44g) 2EEAT
BT 7 AREERE LTEE,

'"H—NMR (CDC1l,) :1. 31 (3H, t, J=7. 1Hz), 2. 05 (2
H, m), 2. 18 (83H, s), 3. 08 (3H, bs), 3. 34 (3H, s),
3. 54 (2H, t, J=6. 1Hz), 8. 61—4. 01 (2H, m) , 4.
08 (2H, t, J=6. 3Hz), 4. 21 (2H, t, J=7. 1Hz) , 4.
38—4. 54 (2H, m), 4. 81—5. 12 (2H, m), 6. 68 (1H,
d, J=5. 6Hz), 7. 34—7. 48 (3H, m), 7. 83 (1H, d,
J=7. 8Hz), 8. 27 (1H, d, J=5. 6Hz) .

EHaf 1 2

HsCO CHj

2= [L[6— (ordmAbxy) —2—[[ (3, 4—VRA+F—2—F
YVN) AFAT AT 4 =0] —1H—RURL IFY == 1 — 4 ] IR
=] (AFN) 7] = FN =F H—RFR—

REEERX (RYZumAFL) (0. 174g) OF S Fer5 8% (8
mL) IZKAET, VP (0. 146mL) OF FFE FurS ok (1mL
) BT Lic, kBT, 1RMHEEZ, 2265 TBLIEZFL 2— (RF0
TI) =FN H—RER—MEBE (0. 330g) BEMLE, FYTZFAT
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IV (0. 250mL) OFFIFeFrI7F 0K (1mL) 2 T#, EETS
RERIRER L 7c, IWERMR. ZRE®WTK (10mL) 2Nz, F=F/L (30m
L) Tl Lk, BB VEEAMARK (10mL) THhE#E, Bk~ s
FVYLTHER L, BERWL, BEWET N7 FarJ7y (8ml) KEfE
L7, 6— (onduAbxy) —2— [ [ (8, 4—PRA b FV—2—-YY P
W) AFN] 20T 4=0] —1H-—-RVALIFS—L (0. 432¢g) . +Y
TFALTI (0. 279mL) , 4—PRAFATI YUY (0. 008 g)
WML, 60°CT1 7. 5EEMBHRLE, BERER, ZEMWICK (20mL)
Mz, BER=FN (50mL) THHLEZ, BFB-FLVELZMAMAEK (1 0m
L) Tk, EBREB~7 XV LATRE L, BEREE., BEDEELES
VYAGNATETv< b T TT7 44— (BERR=FNL : ~FHr=1:2, ENTL :
LTEH) BTV I BTN T hru v T T 40— (BRBRTFL : ~F P
=2 : 1, BV THRZFACHEM) CHETILIcLY, BELANE 2 — [
[[6— (¥vnduAbxy) —2—[[ (3, 4—=VRAPHFV—2-IPL
) AFN] ANT 4 =] —1H-RUAALIFS——1—A 1] IAR=0]
AFATI)] =FN =FAN H—ARX—rD1: 1OELEY (0. 09¢g) %
BRAETEALT 7 ZREERE LTHE,

'H—NMR (CDC1,):1. 31 (3H, t, J=7. 2Hz), 3. 06 (3
H, s), 3. 42—3. 98 (2H, m), 3. 87 (3H, s), 3. 90 (3H,

s), 4. 21 (2H, g, J=7. 2Hz), 4. 36—4. 54 (2H, m), 4.

90 (1H, d, J=138. 2Hz), 4. 98 (1H, d, J=13. 2Hz),

6. 54 (0. 5H, t, J=73. 5Hz), 6. 61 (0. 5H, t, J=73.

5Hz), 6. 78 (1H, d, J=5. 3Hz), 7. 15—7. 25 (1. 5H,

m), 7. 44 (0. 5H, d, J=9. OHz), 7. 59 (0. 5H, s), 7.
80 (0. 5H, d, J=9. OHz), 8. 17 (1H, d, J=5. 3Hz).

Ehafl 1 3
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=Fn 22— [I[6—ArFv—2—[[(4—APFV—3, B-VAFNL—2—
YTN) AFA] AVT 4 =] —3H—AIFY [4, 5—b] YUY —3
—AN] ANEF=N] (RFNV) 7] =F N F—RF—h

REBERX (PyZuanAFN) (0. 582g) DF T FurIs 8K (20
mL) {ZK®TF, VP (0. 485mL) DF T Rur7J 08K (1mL)
W T LI, XKW, 3 045HERE. 2565 CHONTEZFL 2— (XAFA
7)) =FN H—FRxr—hEEBRE (1. 10g) ZIRML7E, NV x=FALTS
> (0. 84mL) OF M7 FuT7I7 WK (1mL) 2 FH, RET2. 5
R L7, BERMSR, ZEYICKk (30mL) 2Mx, BR=FL (8 0m
L) THH LU, BFB—FVEL2ETAEK (30mL) THEH, EXR~ S
FTULTHBE L, MERMEL, BEYEZT M7 Frr752 (20ml) T8
LT, %P6 3— 146 88 2D FETAR LIS — A FF—2 —
[[(4—RAFHFT—3, 5—CRAFA—2—FUYINL) AFL] 2T 4 =L] —
IH-—AIZY [4, 5—b] ¥UPr (1. 44g), RI=FATIV (1. 1
6mL), 4—VAFATIJEIPY (0. 049 ¢g) ZIRML, 6 0°CT 6 B
|/ Uiz, BIERMER, ZEPWICK (30mL) &Mz, Bi#=F24 (100mL)
T L, BTV EMMAKK (30mL) THEE, Bk~ F
UATERE L, BMERESR, REDEEEM S Y I FADTF 2 Iav v IFT7 4
— (FB—F NV ~FFr=1:2, VT : 1 THEH) TERELE, Y=L
T—TNEVERETEZ ik, BELEY (0. 721 g) 2EARKE L
THx.
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1H—NMR(CDC1Q:1.25—1.34(3H,m%2.23(6H,s%
8. 15, 3. 32 (A%3H, s), 3. 72 (3H, s), 3. 90—4. 53
(9H, m), 4. 86 (1H, d, J=13. 4Hz), 4. 95 (1H, d, J
=18. 4Hz), 6. 79 (1H, d, J=8. THz), 7. 95 (1H, 4,
J=8. THz), 8. 22 (1H, s).

EHapl 1 4

= N /0
jess o
H,C ™ N CH
0 N \ / 3

0
H,C—N HC  0—CH

0

o~

CH

8
2—[H5—xh%v-2—[ﬂ4—xb%v—3,5~9}%»—2—HUVw)
AFN] ANT 4=V] —3H—A3IFY [4, 5—b] = R e A+
WR=N] (RFN) 7] =2FAL Per—k

ﬁ%ﬁx(%vﬂmm%?w)m.582g)®?b§th7?V%%(20
mL)Km%T\EUVV(o.485mL)@?b?th7iyﬁm(1mL)
%ﬁTLkOK%T\30%%%#%\§%W4ﬁﬁ6%t2—(X?WTi/)
TFN TET—MEBE (0. 922g) EEMLE, FUZFAFIL (0.
84mL) D7 T FRT7FVEIR (1mL) 1T, RET 2 BAEE L,
ME%%%\%%%Km(somL)%MK\MMI?w(SOmL)ﬁHMLtO
%@I?WE%%ﬁQEK(SOmL)f%ﬁ%\%*%@vﬁ%VWAT%ﬁb
o WERML. BEWET FFEFRY I (10mL) CHEMLE, SEE6
83— 14688 2IXMOFETARLES — 2 hFo—2— [[(4—R i —
3, S—VAFA—2—EUVN) AFA] ANT 4 =A] —1H—A IXY [4,
5-b]l BV (0. 85g), NUZFATIV (0. 70mL), 4—IJRF
NMTI/7EYYY (0. 025g) ZIRML. 6 0°CTS5 BRI LE, BUEEGE
%\ﬁ%%ﬁﬁ(3OmL)%mi\ﬁ@i?w(9OmL)?%ﬁLkoM@1
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TARBEEMERAR (30mL) TEHE, EAMEE~Z X7 ACEELE, B
IR, REVWEEEM S Y WA D T B u~w v IS5 T 4 — (BT - ~
FPY=1:2, FVTL : 1 CHEH) TERLE, PoFLz—FA kY a0
THILIZLY, EEAY (0. 173¢g) 2@AEMKE LA~
1H~NMR(CD019:2.04,2.09(@%3H,sL2.24(6H,
s), 3. 13, 8. 30 (A73H, s), 3. 45—3. 97 (2H, m), 3.
72 (3H, s), 3. 97 (3H, s), 4. 15—4. 50 (2H, m), 4. 8
5 (1H, d, J=13. 1Hz), 4. 96 (1H, d, J=13. 1Hz), 6.
80 (1H, d, J=8. 9Hz), 7. 96 (1H, d, J]=8. 9Hz), 8.
22 (1H, s).
el

TFRATIZHED, ELEEERMEZ RO T, A - CASARRERS. b Fu
FVTREN BN —RBREERLRB S, B ORS8RI % o —5
1 ¥ 7 LR 248, IR 2 E20 R L, WG CHE LSS B S,

FERL 3 0 Om g FDHERR (mg)
BYE « TASABRRIEER: 110. 0
Eapl 1 oibE 30. 0
R~ 7R A 22. 4
FEERL b 59. 8
EOBAILTASA 36. 4
KE#EEL FadyFrbivila—x 40. 0
tE Fedi o’ levin—2 1. 4

&t 300. 0

R L OF AT REM

i%%mib\%%?@%ﬁ%ﬁfé@KwE%Mé%wﬁﬁﬁﬁiﬁ%%%%

?5:&K§6wt7uF?yﬁ@%%ﬁﬂ%k&okﬁwﬁaﬁ%%mm@E\

TIVEHDVET I FEEOBRMTEER Y2 2 AT B ERES BNt - b

K%d<7mP?yﬁwﬁ%m%ﬁﬁﬂ%ﬁkézkﬁa\~ﬁK:@i5&m%

ARERT R b2 BT 2IERED 5 VIIEBER R ET 3EEMA MO Ta RS &
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TEXDFRERBTE LD THB,
ﬁ%%ﬁ%#%ﬁ%&émﬁ%ﬁﬁ%%ﬁ?éE%%%%DfﬁF?yfk%w
FRERBETDOOTHY, Z0Xd5ARTu FS v Fbic k. {LZER Z B D
%\%Wﬁwﬁﬁ\%ﬁﬁﬁ%§®%@\%EW%D%ﬁm\ﬁﬁm@%H\Kﬁt
&%@&%\Wﬁﬁ®%ﬁ\@ﬂ%ﬁ@@ﬁﬁ@%k\ﬁﬁﬁﬁwﬁﬁ\%ﬂ@&
b, BHIOE= 2 MR TRRICR B,

K&%ﬁ\Eﬁ@&@éhk%@zooz~175086%;0%%2003~
041085%HEpmL L'C:FSD\%@V\]ﬁiizli@ﬁ?fﬂ%%:éf@ﬁéhé*60)'6‘&)50
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SR OFH
1. 7u Ry 7 olifEraEmEs LT, &
Xi
Xo >_.
Y—DZ_H_D»]“'W_N\
N R

(EH, Xy X, B Eh PhBERFELIIRERT . WIXBRESA LT
b LM OERRIGATEE, HBVER

—W—Z—W,—

GUH, Wi Wik ZhZh ORI KB E S L IIRATER L., ZI3EMR
EEZFLTOTH IV IMORIOKERE, BREZFLTHNTS LW fioEs
RE. BERT, SO, (R, nlx0. 1 E2EF2%87Y) $hE>N—F GLh,
EIARRETF, BREEZFLTOTOIVWRILASEE, BRESFLTOTS L
@%%%\ﬁﬁ7wﬁ/4WE\ﬁﬁ?Wﬂ%Vﬁwﬁ:wﬁ\7?»%»i#y
HANVR=NVEE, FAANNEALNE, AERTAFVANT 4 2 ERT L%
ANEENEE, ANT 7L NE ) ~EBRTAFNALT 7 B4 VE, U—I&
&7w%wxw7?%4wg\79~wzw77%4w§\79—wxw74:w
B TYV=NANVKNE, 7Y —A AR, BRERELTOTS Ly
WNEANVEERT) BRL, ZBABERF. SO, ELE>N-EThHIEA.
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