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LR)—3—( 3,4—= F A% (—)22¢ m 3| 16¢ 3—FR AL
% R LB A 500ml CH,CL ¥ 6075 ¥, ¥R 4% HE0C, KA
e x 42. 6gBOP, ik B HiR & B KB E B, 30 405 A2 KR
Ot A5 P2 #E T OB P KR K A NaOH 75 i fe A2 NaCl
Wk M HCLIE W A8 Ao NaCLig i . % Nchoaiz‘;;r‘ifat . BAg
MgSO, L+ 3% ,iti% LT RaE, T8 368 LF % 7M.

(b)3— (2— T HBLAE L LE) —3— (3, d— ZFRE) —1—((3
— %R EEA XD UBRE ()

35 b 3k B 4544 = o 36g AT 500mICHCL ¥ y W B A A F)
0'C. men 11 5ml = LIE, 8k G i A 6. 3ml ¥ kB &, iR B &4
5 OCEH 15 458 85 FLE AR, MG Ao T LR AR Kk
Sk A A MgSO. bF I it 8 A5 I G H M BAT, FRIR

— 43—




/UBRTBE(50/50 V/V)Y E Sk s UBE LESE A BLA,
BETRES Ty, REREKEHALLR/FRREL NP
23,13 37.58 ¥, M.P=72C

(a)?h=+425.7°(C=1, {+ CHCl3 F )

(3—Q—XHBmAR LA —3—G4——FXA)—1—-(C3
—FREXP TR L%k

4. 6ml Z Ul Ao 4. 3ml X AxBLEH m 3] 11. 38 #1 & VII (@) 4
1569 7 56 /£ 160ml CH.Cl, /8% A#HE0C, TER, A LRSI
B E 18 B, kA 100ml HCL,100mI10%Na,SO, #o 100ml 7K &b
B, RRANAR, NapSO, T3, B2, Rk R k& Eair, )
T/ AcOEL(80/20 V/VE% Hxé/ri 4 T g 5B R AT 8. de
T = oh

% & VI % % 1— %% B,m=3

()3—QZ—BLE)—-3— G, 4——F 5 H)—1—-(B—FFE&
EXRACBIEFER[ 2L,

K12 U It Rk LRF &4 1. 1583 —QC—HTLEA)—3
— B A——FER) BB 0.768 3 FRHEARECH L
50mi CH,Cl, ¥ 495+, WiRo A+ 5 0C, 2N 1. 77¢ BOP,
hREREHBABER, 30 07 E, LERERSGWARAGH

AT UBRYP 4k A A NaOH 5 4 fe NaCl % % # HCL &




W40 A0 NaClig ik B NaHCO;, 3530k, %, 848 o MgSO, L Fi%
LRI ALTRSE, T 1.8 B,

(B3—Q—FTHBARTCE)—3— B, 4——EFA)—1—0(3
—FREAERPICBIE B ER L

# 1. 8¢ £ 414 69 7 75 M T 50mICH,Cl ¥ , 435 5 24~ Hp 2
0'C, 7N 0.38¢ = LRk, KB Wm0 0. ddg ¥ ABLEL, HA LR & b
EOCHKRIF IS 58, REETHE. REGHETOURY AxE
e BhAn f MgSO, b 3% | it 3% AR E IR , 5E H0 F) Ek IR AT, 2
B/ CBRTER(50/50 V/V) £ 3 ik sh UBR LESE Ak BEFI,

AT RBUFZ WS, RERXEHWAUR/FHKRELOH T

B, 53 28 ARG E 4,
%764 1
([):N=@ ;T='CH2-;R=-CH3 Q=H
o—irr
M'=©-C]  Am® = N—: A9 =q©




¥ 0.75¢g 4— X B £ 7 I (4L 48 T. Perrine,J, Qrg. Chem. ,
1957,22,1484— 1487 & A 49) fo 1gN—( 2—( 3,4— —F X £)—4
—PHRBERTEI-N—FPE-QC—FR &L X L) B mie (AR iE
EP—A—0428434 %1 & 49 M T oml CHE Y. B A RS HE R 4
R, R AT RE R G Win T CH.CL ¥ KGR AR 2N HCL%
o 4 Ae NaCli sk &, AAlin & MgSO, £ F9%, @B ATy
W, BRZHATRTRE, 13 0.3981 - (3— (34— FH)—4
~(N—9PE3—FREAAXRXCBAL ) —4— XL —1—R&5—
SE2.2.2)F R E A (bt D,

M.P=98—100C

52564 2

(I:Ar: . - L
) @ # T=-CHy iR=-CHy ; Q=H ;

O— ipr

Ar' = ] fr @
@G v Am =©__6N_;A@=CIG
Cl



FRAXAFRTEDW( H)—N—-2— G 4—ZEFXH)—4—7
BEBAR TR N-—FPE-—CG—FRALRL) —%hBRBIEIEA
KW i (A 4B EA—O—0428434 %] ) B L0 1 49 F R4 34 F
AT EH(—)—1—B3— B 4——FFXAX)—4—(N—F X -3—-F
RAAXRRCBRAL) TEI—4— KX -1 =3 (2.2,2)F k%
ﬁ,«t%(«&%\% 2)m. p=97—99C,

(a)?y=—47.2C(C=1,{ CH;OH ¥ )

(D:Ar:@ ; T=-CHy- ;R=-CHy ; Q=H :



ERETHREAREEEAP 16T RHF 1-03—(3,4—
“EER) —4—(N—FPA—3—5H LA FRCBAL) T -

1— §E5 Z (2. 2. 20 F R &t (Lo 4 3),m. p=68—70C,

5 At 4
I: = .
(D) : Ar @ : T=-CH2- : R+,Q='(CH2)3'
O—iPr
@
M=@a hm © - N—: A®=a®



H 2.258 A— X KBTI AtRIEH & VIICb) %] %69 3. 17g T 3%
BRBSIE M 30ml LMY, A B AT A 10, AT R
SWABEGWIET CHClL F, AR 3N HCL 3% i Ao Ao NaCl
Ak A, AAUIEA MgSO, L T8, it RA AT RS . BE WA
B/ B R A itz 138 2.8 ¥ s (+)—1—02—(3—(3,4—
SRER) 1 (G F R AR — CBI%oR —3— R ETI—
I— R R —1— R H2. 2. 20F R ENB (LS4 4),M. P=
132°C
(e)?h=-+16.3C(C=1, /&£ CH;0H ¥ )

5 # ) 5

(l)-:m:@ ; T=-CHy-; R+ Q=+CHy)3-

O—iPr

®
cl



2. 65g4— K BT 2T 8. 3¢ 41 & VIIC C) #1349 X 4 Bk 5575
T A UHEY R ERSWE G 6 M, Lk, kmn T
CH:Cl, 1RR ) 1% KRB KIS s Aa /K k% , A Aldn NapSO, F 18, it
R AT, M R RERIUR R, 1T 88 A F /() —1—(2—(3
—GU—ZREB)—1-(3—FREE L) CBL AR —3— £
Lﬁa)—zi—ziik—i—fti?ﬁ;fﬂz,zzj%%ﬁﬁﬁa‘é(mé\% 5)M.
- p. =195.5C
5). M. p. =195.5¢C |

(a)®y=—50. 7(C=1, & CH,OH ¥ )

54 15 695 k41 & 51 F T A9 10b40 6—12,



A 1

R
: l
@-(CHz)z—(l?H—CHZ—N—CO—T—Ar
Clo Ar
M.p.
52 A .
N Ar' R T AT Fo /&,
no [(IJD*
6 CHa - @@ 150
cl -57,9°
a F
7 CHg - 178
F
F F
8 CH3 -CHp- [:i:l\ 97
. 0iPr
F
104-106

9 ) _ ocH;

OCH;4

% #% 3% 1[alo, F 20C, C=1 /A CH;OH ¥ # %,

../{')'l.__




@@@—(CHZ)Z N-CO-CH,-Ar

c

; °C

S22k N Ar AG M.p.
/R (alp

10 @ 1@ 125 ; -16,0°
OiPr ‘

11 @ + Br® 196-198
OH 9
! .
12 N R 156-160
@ . +11,0°
OiPr ‘ i
5
A 13

M Ar= @ . T=-CHp-; Q=H,
10 QiPr

R =-CH>-CH7-OCOCH3 . Ar'=
Cl

Cl

15 Amt = . AP =P
@



8.28 LAEBEMMmE] 19 M & (D T H(b) 549 2—(2—
SE SO S NEE DRI EES @ ¥ 38 S XCENI L3 4 ey
ERR MRS W AN, SRR RS, BORE T O, R R K
iy NazSOy T 3, B K R 4. }i?r‘i:)ﬂ 7R & %5, v CHLCL/
CH:OH(100/1 V/V)TESLRLRK, —  1416¢ ik N—zEst it —2
—Q—wgnteh i ﬁ.L%)—3,4—.;=§LX£LH§"rO

T2

16g ik 13 #| = M35 F 40ml THF ,F 50°Ci#i 7 5] 1. 7g LiAl-
Hi & 5miTHF 6 &5+, B ERAHWE AP, A 4p, K8, i
R BR ARG . Rk A &, 1% 54, WA CHCl,/GH3OH (100/5 V/
V) HEb ik, 13 148 R N—Q— %L 4) —2— C—w £ £ 4,
CA)Y—3,4— Z RER LI,

53

T 0°C, 3.55¢ BOP %) 2. 4g ,tizE%'I%F%,l. lg = Ulg# 1.
33— F R AKX CE T 60mi CHCL 495k + ., T 0C, R ER S
BEH 10, BOREERY 5T AcOET, Kik % , NaxSO, T3, i,
J R, Pk R aE R 8,3 547, WL CHLCl/CH3OH (100/3 V/V)453%,
Bk, 43 2. 28 R N—Q—HBURA)—N—-3—FRAX KRB A —
2—QC—wfmh AR A -3, 41—~ KX LTI,

5% 4



0.41g LEBLE 5] 2. 28 LR IFF* % T 10ml CH,ClL, 6975 %
$ ,CH.Cl, ¥ # 0.56g = Ulg, RARASHHH 1 K REREEER
%, LBk %, Kiki% , NaxSO, T, R ERYE,F 28 K N—(Q2—

BB LR —N—3—Fmi % SrmE-2 - (2 -HERHE
2% -3, 4 -8 RFA TR,

PS5

2 LRIFH bk MET 20ml Bl HCl 4 d 78, TER R

S BEH 1, R BIR A HBUR RS, RIS T AcOET , Kix, i,
NaZSO4 F %, 28 &% 5 A7, U CHLCL /CH30H(1700/3 V/V) 4%
Wi, 13128 B N—Q—LBREAL —N—CG—FRAXEL
B —2— X3, 4— @ AXEURK,

o B 6

0. 5g HE™ #ik F 10mICH,Cl;, CH,CL ¥ # 0. 11g = L%,
X 0. 1257 BEE, FER, AR WIEHI0 . REREW
WUE RS, ik RKE T ACOET, Kik & ,Nazs@ T, R R
4,13 0.5g R N—Q—LBATLE) —N—CG-FAARXELE
22— PHREBA L3, 4—— REA KUK, |

F®T

0.5¢ Lk =4 dn 0. 25g4— R £ BT T Iml = 7 24 7 8LEL,
RER ST 80°C, Mk 2 0 E, R ERAHIMANAT RAR A-
COET %78, 7Kk, W de NaCl 5 ik dUERIE , Rk Al IR &

3 5-#7 , W CH,Cly/GHLOH( 100/5 V/V) HeitBhik . #4850\ A i



4, B g T CHoCl, I LERITR 4% 0. 451 —(3,4— 3— = X

B)—4—(N—QC—LUBALA)3—FREAFXLATCBRAL TR
— 1 FBRA2.2. 20 F R (a4 13), M. p90—92C,

4] 14
B 4 &,

et 4

LB

- X J£ &) Polyvidone

TREHLTEE

AAE AR
%464 15
Wi A 4R A

LELF

G4 4

HERETRE

LR

Wit &

A gy

.8 6000

A

EndragetL 100

. — 55 —

250mg
80mg

20mg

10mg

40mg

250mg
6mg

62mg
60mg
12mg

10mg

1mg



AR K —_FEBE =T B4 1mg

R (KR 28mg
54645 16
O AR R 5 4B,
et 4 100mg
B | 100mg
o 50mg
Polyvidone J& 7 5| 20mg
i _ : 50mg
oA | 2. 5meg
b, 7K : qsp 1. Omg
5 A4 17
EHRAEF RS
a4 4 50mg
2 R B 80 1. 5mg
RTECEAL B 20mg
A R R P B P B A B 1. 5meg
L AL 30mg
Polyvidone 3,7 #| 10mg
E 4R K qsp 1mg

5 76 45] 18
—. 5 —



“ﬂﬂiﬂiiéﬂﬁk

o4k 4 2. 5—250mg
S T B 50mg
AN 2omg
AR A A Img
b &1 10mg
U asp 100mg
PR &

5464 19

e i 4m AR,
1o 4 . 150me

B A ¥4 A ES qsp
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