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To provide a compound which inhibits the kinetic cell death of cardiac muscles without inhibiting cardiac functions. A
1,4-benzothiazepine derivative represented by general formula (I) and a pharmaceutically acceptable salt thereof, wherein R re-
presents H or C; to C3 lower alkoxy; X represents O or H;; n represents 1 or 2; R! represents H, substituted phenyl (wherein
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IH—~NMR (CDC1ls 100MH2) 6:

9 76~2. 97 (2H.m). 3. 99~4. 23 (2H.m), 4. 72
~4. 86 (2H.m). 5. 57~5. 79 (1H.m) ., 6. 13~6. 9
1 (2H.m) . 7. 12~7. 68 (4H, m) o

FD-MS (m/z) :219 (M),
EERG 2

T—AF*v—2, 8, 4, 5-FF5EFE-1, 4-R_VJFT¥EY (1
0. 0g) (BHOFWHI1~6BE) . PYzFATIV (10. 28).7
sya4asay k(6. 9g) ZERH 1 OEEEEERIIRKIESE, 4-7
syaf—T—A+*¥v—2, 8, 4, 5—F 5t Fu—1, 4XVVFT
¥rEr (10. 68) =/,
mp 79. 0~81. 0C

KBr
IRy (ecm™) :1635. 1595,

ma x
IH—NMR (CDC1ls. 100MH2) §:

2. 69~2. 90 (2H. m) . 3. 80 (3H. s), 3. 97~4. 2
4 (2H.m) . 4. 67~4. 82 (2H. m) . 5. 56~5. 82 (1H,
m).6. 10~7. 53 (bH . m) .

FD-MS (m/z) : 249 (MY ,

BRI 3
9. 9, 4, 5-F5EFo—1, 4—RVVFTEEY (4. 8g) . |
JzFATIy (5. 9g) B&UTuETEFAZ 0l K (5. bg) =58
1 DS EERICRES S, A-TOETEFA—2, 3, 4, 5-F 13
Ero—1, ARVVFTEEY (3. 5g) 5Bk,
CHC1;

IR (cm™) :1640,
ma X

IH—NMR (CDC1lss 100MH2) ¢:
2. 80~3. 00 (2H, m).3. 78~4. 18 (4H.m). 4. T
O~4. 84 (2H.m). 7. 15~7. 65 (4H. m),
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T—XAbMFY=2, 3, 4, 5=Fhr3EFu—-1, 4—-XRVJFF7EE (3
. 0g) s MZFATIV (3. 18) BLUTuETEFAI70Y K (3.
2g) X8 ] OBk EEBRICRIEEIE, 4—T0ET7EFA-T—A b+
¥=-2, 3, 4, 5—FFSEFm—1, 4RVYFTEEY (2. 5g) %75
72

Re “HCTS my 1640,

maiXx
'H-NMR (CDC13, 100MH2) ¢:

2. T5~2. 94 (2ZH. m). 3. 68~4. 18 (4H. m), 3. 8
0 (3H. s) . 4% 66~4. 81 (ZH.m). 6. 65~7. 58 (3H.
m) . '

KEH 5 N

4=77Va4NV—=T—AbFv—2, 3, 4, 5=F PS5kt Fp—-1, 4-
NVVFTEEY (4. 0g) BLUL-RUVMERYYY (3. Tg) 274
ooRNVA (15ml) ICiEL, ERBICT2BRBE L. YYVAXF LA S L
783 bI5374— (73=45VC-200. 150¢g) iIcTHBL, Yook
WL (98T + A7 /=) (28) DESHEEIcTERL. 4— [3—- [1 -
(4=RUYN) ERYDZA] TOEAZN] —T—A b£v—2, 3, 4,
S5—7bh5kEFu—-1, 4—-RUVYFTEEY (6. 8g) (td¥ (1)) %
Bleo 2Dk (1. 0g) 245 /)=V (10ml) i L. EIbkE—-
A7) —=Nisk (10% (w/w) . 2m1) ZmAEHEE Ui, BT RS,
-7V THE L. EEE (0. 95g) 2%ELTAL,

IRy RBr (cm™') :3400. 292—0\ 1635. 1590 (EEsE

ma X
LT
'H-NMR (CDC1ls. 100MH,) ¢:

1. 11~2. 95 (1 7TH. m) . 3. 78 (3H. s), 3. 86~4.
16 (2H.m) . 4. 65 (2H, s). 6. 63~7. 54 (8H. m) .
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EEHI6

4—TaETEFNV-T—AF¥—2, 3. 4, 5—5F bS5kt Fu—-1, 4
—&yf%TﬁEy(l.3g)£;04—Ny9wE&UVy(O.9g)%
be:bUw(50ml)u%ﬁb\:numﬁvaA(l.1g)%m2\
3%ﬁm%§ﬁbﬁoﬁ%%m%mi7uu$wAme&btomﬁﬁ%ﬁﬂ
ﬁﬁﬂ?%%b\%m?%ﬁb\ﬁETu%ﬁéﬁfbtoE%%%VUﬁEw
ﬁ§A707F7574—(7:—wa—200\60g)KTﬁ&b\7U
OV (98 +A% /- (28) OREEEICTANL, 4— [1- (4
XYY ERY VN TEFN-T—AbFy—2, 3, 4, 5T 7
ERo—1, 4—-"yVFT7EEY (1. Tg) 2R

iR PO emy s 16400

mazx

1H—NMR (CDC1ls 500MH2) §:

1.14~2.09(7H\m)\2.48~3.20(8H\m),3.7

9 (3H. s). 4. 00~5. 95 (4H, m) . 6. 65~7. 50 (8H,
m) o

FD-MS (m/z) :410 (M9,
EEAP T

4—F7ryuA =2, 3, 4, 5—FPSEFB—1, 4-"VY/FTEE
L (10g) #EEAFLY (150m1) KEBL. JhIskRTHEIERY 7
YL (9. 3g) AMA. 0°CIKTIBERE UL, JhiTkEmAs natl
L= TR Uico RS SRARK THRE L. TRHIC TERERE TIEEE
B Ui, BEMEVVASNASLIOI NI ST 4~ (7a—-#wC-20
0. 200g) IoTHBL, n—~FF> (70%) +FEIF IV (305 O
AT L. A—T/)aAh—2—san—2, 3, 4, 5-Fh7
EFo—1, 4—RVVFTEEY (10. 5g) 28

mp 66. 0~68. 0C

KBr .
IR (cm™) :1640:

*
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ma X

'H=NMR (CDC 14 100MH) i:
4. 05~4. 15 (2H.m) . 4. 45~5. 00 (2H.m) . 5. 0
1~5. 22 (1H.m) . 5. 55~5. 85 (1H. m). 6. 15~86.
85 (2H. m) . 7. 20~T. 70 (4H. m) .
S

4=T IV OAN—T—A b%3—2, 3, 4, 5-FF5EFa~1, 4—
RYVFTEEY (4. 0g) « BLALT UM (2. 3g) £EBHT EFHE
CRIBEE, -7/ )4 = 2—sma—T-A h&y-2, 3, 4, 5-—
FhS5kekp-1, 4-XRUVYFF7EEY (2. 4g) 2B},

mp 97. 5~99. 5%C

Ry 2T (emy - 1640,

mazix 7
'H-NMR (CDC1ls 100MH:2) i:

3. 84 (3H. s) . 4. 13~4. 23 (2H.m). 4. 45~5. 2
0 (3Hm). 5. 60~5. 85 (1H. m), 6. 15~7. 60 (6H.
m)

EEH 9

B0 4~-77VuAV—2~-2vawv—-2, 3, 4, 5—=FFr5kFp—1,
4-RUVFTEEY (2. 9g) BLUS— (TRFLE) 1v F—1 (2.
58) &7Eb=PUN(80m1) ITHAML, ThilE/LES (4. 8g) %
ERIITMA. 4BEZERTER U/, KEMA T/ ooRVAICTHE L,
MK =R EEKToHE L. THTEREEBRETICAELEE L, BEY%
YVAGNVAS L u= bS5 74— (7a—-5L1C-200. 100g) I=¢T
BRI, Jookibh (98F) +A% /) —i (28) OEASEEICTEEL.
4=770aA4v=2— [ (5=FTEZIK) AV F=L=83-141] -1, 4
NV FTEEY (3. 0g) 287,

KBr '
IRy (cm™) :3250. 1640,

maxix
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IH-NMR (CDC1s 100MH2) §:

2 08.2. 12 (each 1. BH., each s). 3. 50~5.
80 (5H.m). 6. 10~8. 05 (12H. m) . 9. 08 (1H. br
$) o

FD—-MS (m/z) :391 (M),
ZEHI1 0 |
ﬁﬁ®4—77UD4W—2—[(5—7t5iF)4VF—»—3—4»]
1, 4—RYYFTEEY (3. 0g) &4 -RroExyY vy (1.
7g) #runhkih (30ml) kU452 /=L (5ml) iTEHL. Ek
1T 2 ABREHE Lico RETRBEEEEE. BENE VYA VAS LD
2 55T 4— (7a=5NC—200, 100g) ICTHEEL., 7uoRllh

(9TW) +A%)—) (3%) OERABECTARL, 2— [ (56— (T
TR AV R=—83=AN] —4- [3— [1- (4—RYIL) EXRYI=
V] FoEt=n] —2, 3, 4, 5-FFS5kFo—1, 4-RVVFTEE
v (4. 0g) (et (m)) %287, 2ofkdy (1. 0g) ZRBAS L
EROFETHEL, HHEE (1. 0g) #HRELTR .

KBr

IRy (cm™) :3400. 3250, 1635, (EEEELT o

maxzx
'H-NMR (CDC1s. 100MH2) é:
1. 00~3. 00 (13H.m). 2. 07, 2. 13 (each 1.5

H. each s). 8. 40~5. 20 (7TH. m). 6. 65~8. 10 (1
4H. m). 9. 35 (1H. br s)o
FD—-MS (m/z) :566 (M),

EEFI11

Bmo4—F7synAv-2-sno-2, 3, 4, 5—-Fr3EbFr-1,
A-—RyYJFFTEEY (1. 0g) . #¥5=4— (0. 9g) BLUE,ES
(0. 8g) 2EERM 9 LEBOBBEIITRIGEE, 477 VuAl—2—
ES-jAEs—2, 8, 4, 5-FF5EFn—-1, 4-RVJFTEEY (1

. 0g) =8B/
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iRy emy 1640,
maXx
'H-NMR (CDC1ls. 100MH2) §:

1. 60 (3H. s) . 1. 65 (6H, s). 2. 00 (4H. br s).
3. 7T5~5. 20 (9H. m) . 5. 40~5. 80 (1H.m) ., 6. 10
~6. 75 (2H.m). 7. 10~7. 35 (2H. m). 7. 40~7. 6
0 (2H, m),

FD-MS (m/z) :371 (M*)
EEHI1 2

R4 -7 7004 NV—-2—=4S5VFFv—-2, 3, 4, 5—-FFr5EF
-1, 4=-RVVFTEEY (1. 0g) B8LT4-RUIMERY UV (0.
62g) F8H1 0 LEBOMEEIZTRIGEHE, 4- [3-[1- (4—-NR
YIN) ERYYZN) TuEtrZN] —2-45ZvFFv—-2, 3, 4, 5
—FbhSEFR~1, 4=RVVYFFEEY (1. 3g) UtdY () %2£
foo TOEEY (1. 1g) 2EBHI5 EEBOFETREL, EEEE (1. 0
g) BT ARME LTE,

Ry 0 lem) 11640 CEBEELT) .
maiXx
'"H-NMR (CDC1;, 100MH:) ¢:

0. 80~1. 70 (3H.m). 1. 58, 1. 62, 1. 68 (each
3H.each s).1. 80~2. 10 (4H,br s). 2. 30~3.
00 (8Him)., 3. 7T0~5. 30 (11H. m). 7. 05~7. 35 (7
Hom) . 7. 40~7. 60 (2H. m) .

FD-MS (m/z) :546 (M),
KEBAI13

RED4 =T 7 )of V—2—~2oo—T—A Fo—2, 83, 4, 55k
Jerp—-1, 4 RXVYFTEEY (2. 38) BLUT=V—=N (1. 1g)
ZEMAAFLVY (50m 1) IZEEL. ZHIZEEZZX (2. 8g) 2mA.
ERICT2HEHEE LU, KEIMA T oo RV LATHE Lz, BHEsiane
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fk Tk L. SN CEERRE TIAEZEE U, BENE YV YAT VAT

Aag b 757 4— (7a=4%WC=200. 50g) ICTHEL. n—F
#3 (703) +ERTFV (308) ORAAREICTHEEL, 4—-7 7Y aA
N=92— [4—APFvTz=V] —T—AMFY—2, 3, 4, 5—
FrSEFm—1, 4—-RVYFTEEY (1. Tg) 2Bk
Ry PO cmy 1640,
maiXx

IH—NMR (CDC1ls 100MH2z) é:

381 (3H. s). 3. 83 (3H. s). 3. 60~5. 45 (5H,
m).5 50~7. 60 (10H. mo

FD-MS (m/z) :355 (M9
EEHI1 4

WD A —TrVaA =2~ (4—AFFYT7z2)) —T—4 bF¥—2,
3. 4, 5—F F5EFRp—1, 4-XVYFTEEY (1. 2g) BLU4—
RyUERY YUY (0. 95g) 2ERAS LRAROEBERICTRGS ., 4
—[3— [1- (4—RvoN) ERYY=N] ZuEF=N] —2— (4—4
FEVTzo) —T—AMFY—2, 3, 4, 5—Fr5EFm—-1, 4-NX
SUFTEEY (1. T5g) (téh (2)) 287, Zofkés (1. 28)
AERHIS LEBOSETREL, ERE (1. 2g) ZHRELTHE
KBr
IR (cm™!) :3430. 1640, CGEERIEELTO

max

IH-NMR (CDC1s 500MH2) é:

1. 10~3. 00 (15H. m). 3. 80 (3H, s). 3. 81 (3H,
s) .3 70~5. 21 (5H.m)., 6. 62~7. 65 (L2H. m o

FD—-MS (m/z) : 530 (M),

EEHFI1 5
mﬁ®4—fn%7t%w—2,3.4.5—%b5tFD~1.4—&y7
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FTEEY (2. 58) BLWEILZALZ YN (1. 58) #ERHTOREE

EERICRIGEE, 4—ToETEFV—2—-200—-2, 3, 4, 5—F}5
EFo—1, 4-XVVFT7EEY (1. 4g) 28, Z0kéd¥ (0. 30
g)\75=A4- (0. 30¢g) LU/ (0. 26g) *ERFID
BlEEEERICRIGEE, 4 -7 07 EF V-2 —-4¥S=tF—2, 8,
4, 5—=7r3tbFo-1, 4—RVJFTEEY (0. 21g) 2874, 2
TIOe®w (0. 218) . 4—-RUUNVERYYY (0. 11g) . B&U
REg7 YW L (0. 13 g) 28616 OBIEE RIS E, 4— [1-
(4=RVIN) ERYVZN] TEFN-2—-4S5=VAFL-2, 3, 4,
S5=7hrokbo-1, 4-XVyF7EEY (0. 268) 287,

CHC1s3

IRy (cm™?) :1640,

max

'H-NMR (CDC1ls. 500MHz) ¢: |

1. 28~2. 15 (11H.m) . 2. 48~3. 40 (6H. m) . 1.
57 (3H.s). 1. 64 (3H, s) . 1. 68 (3H. s). 3. 80~
5. 30 (TH.m). 7. 10~7. 56 (9H. m) ,

FD-MS (m/z) :532 (M%),
=EFI1 6

B4 -70ETEFN-2-20u—-2, 3, 4, 5-FF5k Fu—-1,
4-RVYFTEEY (0. 508)« 5= (FEFIF) AV K= (1. 0
g) BLUEES (0. T8g) £EEH QDML LARIIRES®, 4
TOETEFN-2- [(5=T€FIFK) 4 F=h=3—4N] =1, 4-
RyVFTEEY (0. 67g) %8k, /&Y (0. 678) . 4—~>
INERYYY (0. 338) . BRUKEA UYL (0. 40g) 2EBH6
DR EARERIGSE, 2— [ (5—F£43 F) 42 Folbe3—4 1]
—4= [1- (4=RYVL) ERYVUZA] THFA-2, 3, 4, 5—F}
StFo—1, 4-RVVFTEEY (0. 66g) 2B,

Ri 0 (em™) 18470, 1670 1630,

maxXx
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e
IH—NMR (CDC 13 500MH2) é:

1. 10~5. 35 (18H, m). 2. 13, 2. 15 (each 1. 5
H. each s).6. 80~7. 95 (13H. m). 8. 65 (LH. b
r s). 8 80 (1H.\ s)o

FD-MS (m/z) : 552 (M9,
EBRA1T

skO4—TonETEFA—2—snn-T—4 *¥—=2, 3, 4, 57
FSERo—1, 4—_yYFT7EEY (0. 198) . 7=V—=Nn (0. 07
g)ﬁ&Uﬁﬂ%:xX(O.17g)%£ﬁ%13mﬁﬁikﬁﬁmﬁméﬁ\
A—TOETEFA—T—A bFy—2— (4=AFF¥7z20) —2, 3,
4, 5-FF5EF—1, 4—RVJFTEEY (0. 1T7g) &R/ =D
At (0. 178) « d—RUUMERYTY (0. 09g) BIUHENY
Bh (0. 11g) 286 OEEEEARCRESE, 4— [1- (4-NX
yv»)E&uy;w]7t%»—7—%b#9—2—(4—xb$y7;;w>
-2. 3, 4, 5—Fr5EFkn—1, 4-RVJF7EEY (0. 208) %
Bl

CHC1;

IR: (cm™) :1640,
max

IH-NMR (CDC1ls. 100MH2z) i:
1. 00~3. 55 (13H. m). 3. 80 (3H, s). 3. 81 (3H.
s).3 70~5. 45 (5H.m). 6. 62~T7. 56 (12H. m) .

FD-MS (m/z) : 516 (M),
EEFI 18
%ﬁ@4—[3—[1—(4—N>9w)E&UV:NJTDEf;w]—7
_4rEL9, 3, 4, 5-FFrSEFo-1, 4-R"vyFTEEY (0. 9
Og)%%bitFD75y(50ml)Kﬁﬁb\OTKTK%&TWS:W
LYFvL (0. 24g) 2mz. 0CICT2HEHERL, BT MUV L
1 0kFEMI TBEIOKFLT VIV L) FYLESRLEES A PEBL

”\
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fro BEAERETICEBE LR, #5L70< bS5 74— (Da=-5VC-2

00. 20g) ICTHEL, 7ookiVh (98H) +2A5 /- (2F) DR
SEBICTHEEL. 4—- [3- [1- (4—Rv V) EXRYYZV] ToEl]
—T—AMFv=2, 3, 4, 5=F+5EFo—-1, 4—XVJFTEEY (0
. T1g) =2/,
CHC 13
IRy (cm™) :1595. 1480,
ma X
'H-NMR (CDC1ls. 500MH2) ¢:
1. 24~2. 92 (19H. m) . 3. 30~83. 35 (2H. m) . 3.
78 (3H. s). 4. 11 (2H, s). 6. 65~T7. 45 (8H. m) ,
FD-MS (m/z) :410 (M),
EEFI19
gD 4— [3— [1— (4—=RU V) ERY V=)L) Frbtoi] -2
— (4—=APFVT2zV) —T=A+F¥—2, 3, 4, 5-FP5ktbFp-
1, 4 RVIFT7EEY (1. 0g) BEWKFRIETNVI=TLYFVL (0.
22g) #%EERA 1 SoBeELERIIIEIE. 4— [3— [1- (4-X
YUN) ERYYZN] TREN] —2— (A=A PFVTzzV) T4}
Fv—2, 3, 4, b—-FrIkbfu—-1, 4—-RXUJFT7EEY (0. 46¢g)
A=Y
CHC 1,
Ry (cm™) 11610, 1595, 1510,
mazx
'H-NMR (CDC1lss 500MH2) ¢:
1. 24~2. 93 (17TH.m). 3. 40~4. 46 (3H. m). 3.
79 (3H. s) . 3. 80 (3H. s) . 6. 69~7. 50 (12H, m),

FD-MS (m/z) :516 (M*) ,
EEF 20
B4 -7 VoA V-2~ —-2, 3, 4, 5—-F b5k Fu-1,
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_ 20
4—RyVFTEEY (0. 20g) « #4/7=1 (0. 1ml) BIUELE

=22 (0. 31g) 2EBH 1 3OREELERIIRILEE, 4—-T77VvA
N—0—APEL—2, 3, 4, 5—FFSEFO-1, 4—RVYFTEEY
(0. 19g) 287/, Zofke (0. 188) BLPL-—RUINVEXRYY
v (0. 19g) 2EHMHI5OREEEFRICRESE, 4— [3- [1— (4
—RyV) ERYUZN] FuEt=i] —2-A -2, 3, 4, 5-
FESERE-1, 4-RYYFTEEY (0. 258) #Bk.
CHC 1

IR (ecm™) :1640,
mazix

'H-NMR (CDC1s 100MH2) é:

1. 10~2. 10 (TH. m) . 2. 40~2. 95 (6H. m) . 3. 3
5 (3H. s). 3. 65~5. 10 (TH.m). 7. 00~7. 30 (TH,
m). 7. 35~7. 55 (2H. m),

FD-MS (m/z) :424 (M)
CHRMET—AL5v—2, 3, 4, 5—FF5EFE-1, 4—RVVFT
FEYOBK>
REg1

9 5—vEKnsLwEER (50. 0g) #7€r=bUN (400m1)
BB L. chicEEEYAFIV (67, dml) BLUKEAY YL (98, 1
g) A, SERmMEGER Ui, KEMA T norVAME Uic, MHEZ
SEHAEK CRERTNTER L. BRETICEEREE L, BEYEL VAT
WHSLraT RS T 4= (73—FC—200. 200g) ETHEL.
n—-~*#> (95%) +ERIFIN (5I) OREEFIITAERL, A FIL
9-nf FOEs—5—A MEVEEERE (47. 1g) %8B
Ry TP em) 18250, 1680, 1620,

ma X
'TH-NMR (CDC.1s 100MH2) é:
3. 77T (83H. s). 3. 94 (3H. s). 6. 89 (1H, d. J=8.
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, 21
5Hz). 7. 06 (1H, dd. J=2. 9Hz. 8. 5Hz). 7. 27 (1

H, d. J=2. 9Hz) . 10. 27 (1H. s),
ARG 2

IO AFIN 2—-NARaFs—5—4 MU LEER (47. 4g) 2V
AFVENLTIF (400ml) IZEBL. Zhicl, 4—-CoT7HEY o [2
, 21 A5 (43, 88) BIUVAFNFAHANNEALNITY K (48.
00g) 2mA. ZERICT2O0RMERL, 10%HEHK (300ml) &k
WEFRRT FIVIS T U7co MMl SRl Rk ThEA LEW TR L. BET
ICIEEAEE U, BOohAREMAEN —~FH 2 (2F) +FEIFV (15)
DEABETHEEL, AFV 2 [ (UAFATI)) FAFFVA Y] -
5—AMFUREER (55. 08) 257,

mp 99. 5~100. 5C

CHC 1,
IRy (cm™?) :1710, 1490,

maxzx
'H-NMR (CDC1ls 100MH2) §:
3. 37 (3H, s). 3. 45 (3H. s). 3. 83 (6H. s). 7.
02~7. 09 (ZH.m). 7. 45~7. 51 (1H. m),
FE 3
RBDAFN 2 [(VAFNTI)) FAFFUAIFY] —5-AbFY
ZEERE (20, 0g) K¥972=20x—5)V (100m1) 2mMZ, 265~
2T7T0CICTIORRMEL, RBRIVVAFNVAS LIaT b IS T 40— (U2
—7NVC—=200. 200g) ICTHEHEL, n—~FH> (65F) +FBTF
V(3 58) OREBEICTARL, AFI 2= AFIVHNNELNF A~
O— A MFULREEE (16. 4g) 218/,
mp 64. 0~65. 0%,
Ry 0O em) 117200 16500 1590.
maxXx

'H-NMR (CDC1ls, 100MH2) ¢:
3. 04 (6H, s) . 3. 83 (3H. s). 3. 87 (3H. s). T.
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00 (1H. dd. J=2. 9Hz. 8. 5Hz). 7. 39 (1H, d\ J=

2. 9Hz). 7. 42 (1H. d. J=8. 5Hz),

Falpl 4

BEDAFIN 2UAFNAIWNEALANFA—E— A bFVREER (20.

0g) 244/ = (200m1) IEBL. JHUST YT LARFYF (8.
0g) M4 2 0 EEmEEHR L, 10%HE8k (300m1) K5 ERT
I THIE Utzo T 20T HEK THEH, THTRER L. BETICEE
LEE L, BEYELYHSANAT LU NS F5T7 4= (Fa=-F1C—-2
00.200g) IKTHER L, n—~F4> (90#) +ERLFIL (108)

DEABBITTER L. AFN 2—ANAT I =5—A b VRRER (1 1.
0g) &7

CHCI1s
IRy (ecm™) :1700. 1590, 1470,

max
IH—-NMR (CDC1s. 100MH2) 6:

3 80 (3H. s). 8. 92 (3H, s). 4. 47 (1H, s) . 6.
98 (1H. dd. J=3. 0Hz. 8. 5Hz). 7. 22 (1H. d. J=
§. 5Hz). 7. 51 (1H. d. J=3. 0Hz),

FE 5

SEOAFN 2—ANATF—5—A PFVREER (6. Sg) BLUE
B9—souIFAT Iy (4. 6g) EVAFNVENLTIF (100m1)
CERL. CHICKATF FU LA MFY R (4. Tg) ZMA Tk, ZERT
1 OBEREE Uiz, 10%EEK (100ml) Kbl Zook/VAdt Ui,
s AR AEk Tk L. TR TERRRE TICEEZEEL. HERER
oo chEREIFLV (508) +n—~*F¥r (508) ORGAETHRR L,
T—AbEy—5-4FV—2, 3, 4, 5-FFS5EFu-1, 4-RVJF
TEEY (3. 2g) 2B

mp 164. 0~166. 0C

CHCI1;
Ry (cm™) :3350. 1645, 1450.

max
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'"H-NMR (CDC1ls 100MH2) ¢:

2. 93~3. 14 (2H.m) | 3. 24~3. 48 (2H. m) . 6. 9
2 (1H. dd. J=2. 9Hz, 8. 5Hz) . 7. 17 (1H. br s).
7. 23 (1H. dy J=2. 9Hz) 7. 41 (1H. d. J=8. 5Hz),

FD-MS (m/z) :209 (M),

P 6

FESERETS Y (150m1) KBTS =0 Ay FH L (2. 73
g) BLUBBOT—A M#y-5-F%Y—2, 3, 4, 5—5 5k Fu-
1, 4=RUYFTEEY (5. 0g) KBTI, 3EEMmaER L.
BEOHEF b UL - 1 0KFAMEMZ LR, £5 4 MBI B R
L. T=Ab#5=2, 8, 4, 5-FFSEFR—1, 4-NyVFTELY
(4. 4g) 2@,

CHC 13,
IRy (cm™!) :1240,. 1050,
mazix

'"H-NMR (CDC 1, 100MH2) §:

2. 62~2. 88 (2H.m), 3. 27~3. 58 (2H. m) . 3. 7
9 (3H. s) . 4. 09 (2H. s). 6. 59~7. 00 (2H. m) . T.
46 (1H, d. J=8. 5Hz),

FD-MS (m/z) : 195 (M*), e
<KEFE>
BERAE (1)

BE300~380gDHMES v S LBERH L. 80 c mkREIZTS
ST FNTRICER Ul BREICR, 1 1mMZVa—2%880 LT 2~
ANVES A e H—Er— b (Krebs—Henseleit bica
rbonate)#& (37C. pHT. 4) 295%0,+5%COESHIT
BRILLTHW ., WB0MIR330beats,/minT, BEAIKTZ - &
LD, BEICREISE, 1 02MEE/LS Lo 2T, BRENOER
BB UIANY T Ly T4 VBDS. 5mMAL LYY LESH I LT R -
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2
my€54b@ﬂf{109%%ﬁ%\iUﬁ*%H&LT\O.1mg7Fb
Fy vEEt0. 5mlkEREERERICEAL B, Z012%iIC10m
gh7 A vEEL1Im I KEREEAL, £O 2ABITDEEROE LEIV=
y Vs ORIt AR, B4 LicDigids RVT y VEIER. $ 3 mmRERE T,
KB B Lz, Y7 L& T 0y 7 ZEOMmS ik Belg. ¥57 4 ¥
gL, BE, 3~4mTYH L. Ny T A vhkAT bFVY VREEIC
T L. HMENEAEER L7e LB T D OEFEOEEICL Y 5 BT (—
L4 A4 ) EFED. (5) L () HIB, DBEROLELE

1
b Y

TR AEIAM5 YL TOBE %, DHERMFAERRY & Ui BB
#® (2)

KE300~380 g DS v b S OEETRE Uy 80 cKEEIT,
5ury EATRICRBRE (1) LRRETERLE ELERKST v 7 A
W1l — VEEAT B D EIC & W ELERERRE L. ZOHEN S 0EKGE
U7, BBl DBIEREE L & BT, BRIEAYESALERETL 0
SRR L. DSROTILETE Uiz, O, DS (HR) XELEAE
(LVP) OEZEEICHE L7

B
T DRECTy R
) pEEx  Ro-A=100%)
Ak 11  +~++  100. 2%5. 4
o NFTEL 10° 3 4e~tt 35. 9+9. 8
ERULFTEL 1077 5 = 10. 45, 2
k&t (1) 106 3 —~=% 101. 1+2. 5
ot () 107 3 —~= 92. 3+7. 2
i 0 107 3 —~= 96. 5+3. 8
fam (=) 10 3 —~= 96. 0+5. 4

BEE
*HREAHE (1) * kREHE (2)
FRRE (1) OBEENSHOSNIX DI, k&t (1) ~ (2) BhThd
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EREVNFTEL (BREANNR =) &HARTHSMNOLE DB A

BT AR -7, BiTihey (1) ~ (2) B, 58 (2) OBEL S
SOERRIT, DEERDBESEZNE T 2 HE T HLORBEICTT 2 END I H -
oo BLELD L EEY (1) ~ (=) BOHEEEMEIT 2 LHREF OB SIRK
& LT, BHELHREOTFH S LER T O/ OFEFNEFICH O TOHEE
EMHET A LM VICENOEBIEAAREBETE2FIUYETH 5,
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ok D#EH

1. & [1]

/I:jf:i?{QM\M::r\ph (1)

R
(b, EEHREETLOBEVERINSGBDTH %,
Riz. HEHRRERI~3OBERT NV IF Y EERDT,

Xz, OFidH 28D T,

nid. 1FcR2%2KHT,
RZ. KEEF. BT - MVE (I TEHREFOHEFLRRER1~3D.

EHTNAFVETHS)

-0 CH3

REK1I~SOEZTNVIFVEER

N
H

(= D TRYL. REM1~30T VETHD) EEDT,

phid., 7z=VEEEDT, )
TREANB L, 4-RUVFTEEVHEEE B TOEFMNIFEL 55K,
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2. kA [1]

1
s—ﬁR
R/EI/N\;(/(AE\NQ/\D}I (1)

(b, BERERTEOEVERINDLDDOTH %,
Rid, HEIREHK 1 ~3 OB/ TNV aF v E2RDT,
X3, OFi3H  2&D T,

nid. 172132%%dH7,
RUI. KEEF. B 7 2o )VE (ZZTEBREFZOHELIREH1I~3D

BHTNIFVETHEB) |

CHo Hy
—0 CH,
REBI~3DERTNVIF U EZE
H
R2N
::§
H

(ZITRM BEM1~30T VAVETHE) EEDT.

phit, 7= VEEEDT, )

TRENB 1, 4—RVYFTEEVHEEELITOEENHE LS 550
TEXR QBRI LRSS & LTEDT LB ET BLGHREO FIEAL
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3. wat [1] ot

R

(i, EERERTLOBYERINE LD TH S,
Riz. HERBEER1~3DERT LI+ EERDT,

Xz, OFlEHZ2RDT

nid, 1F2E2%2%D7
R, AEEF, BRT z=AE (CITEREROHZL liF}é?@i?ﬁ 1~30

BETNIFVETHB) |

REK1~3DEETNVIFVETR

R2N
@ND

- H
(TR REH1I~3OTYNVETHB) 2EDT,

phit. 7 2= /VEZEDT, )
TEahB 1, 4-RUVFTEEVFULE BT OEFHEL ) HED
1BYH2BL A2 BEYRS & LTAD I 2 BMETIRELFHREO TR

Bl
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