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EahTR
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CH,0 NE-C—CH,
N
el
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CH,0

FFAHBAMLES BEAR. FRAEHEY
B, (B (BRI, BEH., £HEmbEHhy
B ok 1l #» (Jowa Stage College Press Amis,
Jowa, 1955) ]

A, BOKILEAABRY RN EE, BERHEK
RAMB P BAMBE 5 Z8E-N-FEBA
#) MM B[ (Chem.Engng.News, 37, No.4l1,
67 (1959) ], BKAfiKMTLBRT,

EREALLE T AMUHRTLIRARKE
MG RS A LR EY. Eit,
EBTHRA (1) FEAMRIEERKLERNE
Syt i R S N A R U TR, LRI
fELTMRRER. X -REXFREAR/LUTR.

B RFRRHN C-C, BB PR Z
COOH FfBmyRi”, AEM C,~C, HMERMin
Hiuheg, B, WRKEER. MMM R
k% COOH Frid B Mkl CTXRLBWR
), KERENHITInTHR,

OK O O OR Or o0& Ok o o cx
~CH- CH2 . ~CH-CH~CH- -CE,, Sly CH- CH-C-
OH
B8 N o
Wor X O% O o5 oK Of

—Ch- —CH- CH-CE~ ~Ch- c;:

FETRREN B BEPGHEL—HOTLL
RN RPERT LSHRY, XGRPEHGH
TAHRE, mTmBE, AME, TRE, FkE
FEPBE: MATRAETHZREARBRE.

ZREMILAWTLEL, Fin, ATARTE
:5F. ¢ 1.8

R-COOH Q1Ip)

HREEL I ERENDREATTEDE
TR AR R B HE K Ak Al BB B 2o

CHs0-

IS

':H;O/ \ﬁ/ > < z (11}
CH50 Ly/
X0 )

CH30
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ERREGE BT 0C -30CHE T, &
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BE/R. BREVBIT B, m=Z EBfntee Fis
EM (5) BiRE:, mEBRELEA. BMEM. B
FIREE#, MAREN N, TRRBIREKA
il 1-1.5 /R, R 1--1.2 #/R.
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REBRHMBEPHMET, TEIRRPER
Bi CinmEAOKRRE) ERPERE.

FEWRE R B, VEAEE e B L REL oK
MEEFRC SIS W J.Am.Chem. Soc.,
75, 5292 (1953) |, WA b ikild&, RET
=% S50k o SllE 3

CH,0

S aGMMRE R, REEEREA
BINTFR M ok PSS L M

BRI 55 = R A AR £ o IR B2 7T 2618
BAELE N, fE8) 0CE 0CEE, REH 0T
BHETHAT. WA SLIR S 12 8 LB i
P, 5. LR, CHZ MRS R,
BERsAE, MZMRMPEEZM, HEL, WEAH
*.

kAR 20 S R AW A Ry T
RETOML LW,

(R") ;0+BF, (V)

Kb RGBEE,

KB - = 7 ARG MMM L 75 26 4 S R
#8.

HHEMRBAILE, =RERENMR L E
A% 1-2 BUR, R% 1-1.5 IR,

BB 5 = 52 SRSk 15 4 7
FRETFBILA:

CH;0 PN o
H 1
p N=C-CH, .BF4- .
cty0 < N=C-CH;.BFd (Vi
CH,O .
, o

CHBO

Kb ROEXIE,

MAALER (V) MILAHTLIERR
(I BBZREERAME. BALEENEL
0C-30CHEET, HUREEERT, EiTH# 30

SrehE 3 /SR, Xt NEARAS MR Bk i ¥,
KRB 1 BUR, EXNTE.

Hik, BRIBZBKIRRZLLIE TARMEHRE
R Ay, AL K A8 AR 5 6 HH e 3 FE B dan o 3
#l. Man, AMAMRTGIE LM pH HE 9-10 AR
MABRKDEBIEEHKKUR. SEROIED:
AW, SN, BRRPRBRRIY. RS,
FABLERER, FHENOEMD [, o
C“EFH, X5, NSLE, —HZMER=8Z
i IRAhEk, MMZBERTPEETR RFHR, wE
KPR,

B S BE HH Y BR R A Bk A\ T e, Bl
fn, EHARELREERRET,

FRUAR (1) HRZBEKALENTEHR
HRIFOVMMIEE. X - RELUT B R a4 b
EaRmE S RENTRERPRABHEN,

SCHEM] 1: H b4 i i R 0 i o A S

PUWL 3 o %% S8 Ky P388 / ADR # 2% 10° T 4%
HUTREHMEBETAESH 10%A 4L &y
RPMI1640 #EF MR+, EXRILAYH (EXE
AR MRE _HWEERS, HEED
Img/ ml, XA FMMEZDTRBEN) FET
Bk 2 K. B A0 b A A o, ) 50% %
ke WaE IC, (ug/ mD. ERFFx 1
H,

#1

Reitsd ICsy
e 1a 0.036
&4 1b 0.066
oty 4 0.034
et s 0.037

« FELAF Ll vh i Hib A iR S 1 3 3L

KRG 2.

MR 180 Bk MEBEERENEAXK
B,

1x10° fa s 180 B M A N AR ddy 2
HRAOMmSEh, Hhe RR4ER. EHAMW
MERE | KFHTRKA, KBLEAYH BTHZ
B, HABMBRDERE, RERA _RAREY
W% REM) BELETRAOBEEES, 7 —
W, WREBZAMELRNEXNE> R, &R
5% 2 #,



91

s ERKAEON=
(EHHHP- (EMBASE
FIEARFEHE) ERHEHE

x 100
(F5 IR S A A EH ¥
(F 2R3
KR 3.

FEHfh oh ) IR 180 [ 4 T IRL 1 Py 52

2% 10° A 180 ARG B M T /58 kY ddy
BHERAWET, S8k 6 RARER. TEMEHEA
JEME 6 REH 10 R2ZA, BR—Kk, EHERX
Bitad RTHR N, FARMEHRSKHhinAmE,
BRIEABAKRES 20%REK) S THER
., ZEMBEHA J0OXE, BHME, WEHE
&, HEEHRERENMBE >R, &EFIE3
H,

* MMEo%=

(EX A - (EHRHES

REYMEE) FHMEER)

x 100

(FEX R R E D

FIRXE

LM 4 SEBEXR

KRIEABHHTER S AR ddy EHR
ke, BB Err R, SREHPRHET K
H, R/ Litchfield-wilcoxon 7% ¥ 1+ 50% 8y
B (LDy). LRILAH (LAt (a)) IR
10% A B, WRKIRE 80mg / kg, EE#
12 EBE SRR ERE. REETER,

%4

B H ik LD, (mg/ kg)
i 090 ]:5) 42 (M 37.0-47.7)
BBk ik 5 38 (W[{EFEER 34.3-42.2)

MUL ERREER, w AR HEH (LA 4t Mo
HREARmOMETEN:, HBH XD DR
J::

AR B LA e S0 b AR AL B FIIE 5T e
A, EfLathvHEst D RKAERSE (Bidn. ¥Rk,
Ma. RTREBAR) 85, KIEHRE. 5.
RAKE, #HERE. EXLWHEMRE, LAtk
RTABREBEANEL, E¥N 1-20mg / kg £
ARMET. EAMHNEHL 5-10mg/ kg TERRIX
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HAHMET, H&Hb2-4mg/ kg,

FRWFLAWT RN N, B, B, K
|, W, RSN, AR, BIBE A%,
£ARERLA W SHMT RO RE MEN)E
ARBITREH. BEXMENGHETFHK, TH.
Xk, FLME, MK, WM., HWR, O, B
HIEATMN, WREL, BB, BTMubissM, +
. BXAR. BRAQES. Tek. b, A, ISR
. EIERB NI 8,

et AT e i Rk L BR A R BR,

RHH 1

L &%, 6, E {:08F 2

CH, 0\(1 l "

CH,0
wo‘
v !' wﬂ-

ol

4g (10mmol) Bkl FHBMETL AR K H
R HEHE 0C, EiNMA 15mmol =2 KK

P

{(Meerwein M) S -M BB, BRE
OCHERE | /N, HE—HEER TR S /b, &
RERAS hA 30ml &k, BIAEHESEHE 1/
fif, BEMSE, AKBERR:-sr#, F S0ml fAZH -
FER_SHRERX. “XNPBEAKMRSE TR
HAEENCR R LE, B INAHEELH
*iNGkEM pH E 10, A ER, KHHE
ARES TR, MEARRBIMME. MEWENRTE
30ml 2B, WA 1g D-AAR, BEHNHAEA
W 1 /b, BASSHBREE, JEK. e
PMEGTREATRE TR, (A 219-220C4
W) o

EAMEERE Soml A, B INBHEEL
WEN WY pH E 10, HAXKGER., EFRYH
AT, 7ERETHERRBKRE, E 1.38g
AR R LB LR, ™D 39%.

E WV SE & S E § SUa e J: et il Y =
(1.71g) RoREMe ke, MBE—PRRHERS B2
i, ZBEUXEY AR EKALERA
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BZEEHKME-HmRAELSBRE (L
A1)

CH;0 ;::]ﬁ
C CE
Ccl OD NE—

EHmhmmmANtS (3.60g, 20mmol) &P
E30m EAZRS, HETFHR PENNA 2.4¢
(20mmol) TEHEEEXZ B (Sml) BH#E, W2
&, BAeWEBYK 3 /M., BRAWEDNBSES,
AR LTI, ERETREER, SRR
b A Tok — 8P HE (M

K, #2.96g (8.3mmol) B8Z.&E KBkl
£ 2.02g (20mmol) =ZEEIBMIE 30ml —&
i hiB 4S8 oT, EMA LR Himkk
E T EPRE. 7 OCHN I IEE, AR
kBN R P, KRB AR
BRTM, REERETRE, MRpEieRER
Warl, WE-FTR (5:1) hkoEL>HEE
Lllg 4 ({b4ath 1a. L-RH&k), XY
28%, m.p.251-253TC (4rW).

Bib, WE-TB (5:2) rhZtEahEE
M4 (kA 1b: D-BHE) 0.58g,
Y 14%.,
£ & %  1a:IR(KBr):3250cm '(NH),1670cm ™'
(C=0),1250cm ™ '(-0-);

NMR(DCDI,): = 1.40(3H,5),1.60(3H,s),1.69-
2.67(4H,m),3.62(3H,s),3.87(3H,s),3.91(3H,s),
3.93(3H,5),4.00-4.50(4H,s),6.49-7.29(4H,m).

[0046)
£t & @ 1b. IR(KBr):3250cm '(NH),1670cm '
(C=0),1250cm'(~0-);

NMR(DCD1,): =1.37(3H,s),1.46(3H,s),1.69-
2.67(4H,m),3.62(3H,s),3.86(3H,5),3.91(3H,s),
3.97(3H,5),4.00-4.50(4H,5),6.49-7.29(4H,m).

KMH 3

J 2R kA1l —H AR B

10

[N- (5 6, 7, 9-PU%-1, 2, 3, 10-/UH
BE-4-KREHN(a)Fp = HER=H-T-2)
Bl (fbA4 2)

CH30 <7

10mI5% M EMMA 0.94g (2mmol) LHH 2
REBM BB ESOK LK H AR (LA
¥ 1 0 30ml PRERAD, EETHESES /D
it MRS, WA 200ml By, BAHARKREN
Bk BRI Nacl A iedeik. Xi7FE AR
ST, MSERETHRE. MalHEREaE
s, AE—FM (1:2) HBMER, 8% 045
LiRirEib 4 (k&M 2); D, L-BE&¥. &
¥ 52%, m.p.48-50T.,

IR(KBr):3350cm '(OH),1660cm™'(C = 0),1280
em '(-0-);

NMR(DCDI,): = 1.87-2.64(4H,m),3.62(3H,s),
3.87(3H,s),3.91(3H,s5),3.96(3H,s),3.56—4.84(6H,m),
6.51-7.58(4H,m),7.9(1H,brs),

LW 4

P 2L 8 2 K K il 3 - MO PR BE A Y — 7 K R R ik
(At 3)

(1130\(\I

CH ~ 0. .
\\l/ o I3 H \
CH.C OAc H N

3 ACO GA

EERAER (1. 19g, 10mmol) M A 1.81g
(Smmol) & WMRERRYYZ BGRER) 30m] Ky M
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th, BAWENK 3/, HFRASS AR,
FE 00 FE TR 2 the i ok B A T RERE S . WM AMHEEE
FAEME loml X PBRP. HE, 1.78
(Smmol) &8 Z 8t &8k il I F 0.60g (6mmol)
BRI 30ml o9 M pHOAH
0C. LRAMERMARAM D, £ OCTHHE 1.5
it HEKBTHE LS . REEAS AR
MV IIRIER, R/EHKRE TR, BMRE
B, MawpmREaRoK, H¥E—HRE (1
$3) MMM, A3 1.30g LREEEAY (b
At 3), HEN37%, m.p.145-147T (¥

IR(KBr):1750cm '(OH),1680cm " '(C = 0);

NMR(DCDI,): = 1.91(3H,s),1.96(3H,5),2.00(2
H,s),2.09(3H,s),2.10-2.64(4H,m),3.58(3H,5),3.87(3
H,s),3.89(6H,s),4.00—-4.22(1H,m),5.00-5.38(4H,m),
5.80—-5.89(1H,m),6.47~7.53(4H,m),

KWK S

R 2. % A Bk 7k Ul 3 — 0 0 K 0 - 2 A B K
L& 4

(A RS &)

LRI A IR RG] 4 ik mE, HARE
Al 3.62g (13mmol) ROWHMEEEMR —Z MK, 1.71g
(15mmol) EBERCE, 2.89 (8mmol) K EBEE#
A, M 1.52g (15mmol) =Z. k. R%
1.67g, =¥} 35%,

NMR(DCDI,): =2.15(6H,s),2.26—-2.71(4H,m),
3.64(3H,5),3.89(6H,5),3.98(3H,5)3.37-4.48(8H,m),
6.53-7.81(4H,m).

KM 6

B Z. B B Bk 7k il 3 - MR MR (N (5,
6, 7, 9-PI&-1, 2, 3, 10-THHEE-I-HRXE

12

FH[a)Befa) = 28 3 g (A] = MR- 7-25) MRS ROME k)
(LA 5

CH40
CH40- % ““——C
o N
CH,0 : ><0AC
H O.‘.c

FER W 5 5B A9 I 2 B 2 Bk il 3 — Wi BE
R _ZEEMEK (LAH 4 (152,
2.5mmol) XA 30mmol PR XN HH 0T,
EW A SmIIN LW, BRAWE OTHH 1
Ahif, AMEMNSBAS pH AR 7, HERE
T, EMKmHmAND, TRITE, RE,
Fae e i ik, SRMME-FEE (5:
D %GRS RA3 093 % EARELSS (b
A 5), &4 73%, m.p.53-57C,

NMR(DCDL,): = 2.22-2.67(4H,m),2.96-3.27
(4H,m),3.62(3H,s),3.87(6H,5),3.93(3H,s),3.50-4.22
{6H,m)6.48—7.78(4H,m).

LHEH 7

MZBEBAE-HRRALZBEERE (L
¥ 6)

CH\0
3 L—-——-——NH C 0

CH40 - \1\0 A0 C i
H—C——()Ac
rno £c0—C—t
Aw—é~ﬂ
éHzOAC

CH10

A S (1.50g, 13mmol) MAEA
2.57g (6.3mmol) MM L ZMEEAY 30m] F{5E
Wb, I3 /M. FBEESHEABEEE, £
JEFERZ MM RS . #anbtirm
fE 1oml —“&H&, FHiE, 1.53g (4.3mmol) BT
BE A POk il A 1.00g (10mmoD) =T REEMIE
40m! “H PR BT 0C, LRMHRENE
HmARASH D, £ 0CHH 1.5 /PIHEZRNK
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1.5 /M, K BIR A S BRI A Rk i o,
RGBT, HENRESE, Wit
Heisk. AX-AMEN (11:3) %K, @
F 1.83g FRRELAY (ka6 mHRY
57%.

LR 8

BZ B X Bk l#- R (badkw D

%
U e
LH:U

LH., o ool

IR H 7 1R A B2 B2 Bk A1l 3 - W
MAZBERE: (LAW6) (3.73g, Smmol) &
MIE 30ml PR hHR HB 0T, EWMA 5mlIN
SEILM, F£oCHE 1 /HH, AMERAHRS
WpHE 7, ERETHRE. ENMEHPNAK
th, ST, WAL, Wi ArEREAE
i, HR, WE-BR (5:1) ®BEOHESHE
B 1.12g EiRREIEAY (ka8 D T, %K
42%.



#2

kK (MEMmg/ | BIEANESE | EREL2E | KK
1tae kgi.P) (F¥E £ SD) (%) __J
2.5 542+ 11.6 333 .
1t 4ty 1.25 4724115 277 X
la 0.63 477+ 11.1 281 |
0.31 36.0+8.5 188
ite&t 5 57.0+5.3 356 4
1b 2.5 57.0+7.3 356 5
1.25 4251154 240 1
(0% A 14.3+3.3 14.7 0
)
GHRx 125148 - 0
4b-£8)
#3
kBikad &k (ug / kgi.p) 55 b o 1R MH T2 =X
(EEHE £ SD,g) (%)
L& la 5.0 0.60+0.52 57.4
2.5 0.63+0.51 55.3
1.25 0.88 + 0.78 47.6
0.625 0.71+0.38 49.6
%+ B8 Q0% B 14110.58 -
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