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3-A -REAPHMADHEEL.
ASETMAESHELY. RHEFEUNALAR

AELAFEFERRE D AZHAAFAKX (1) e, KLN
#—FiETFH GRS TE, CAEAFTRALEHHERLLY
VAR AL A4 AR h R 2 e 8 IR

E 5403 37 (Journal of Medicinal Chemistry), 1993, 36,
pp 4121 - 4123 BFRTHH HHE A RkHFH 5-HT, - ARG (1
~TA-4-%RE) FEA-8-REA-7T-R-1,4-FHFI=Mw-5-
% R A8, BF SB 204070,

i 5 - A7 % 1% 44 # ( Naunyn - Schmiedeberg ) #5 2H  Z 445 &
( Archives of Pharmacology ) ( 1994) 349, pp 546 ~ 548 B T4
AR LHERMY S-HT, - $ARERF (FHAL4HFALNE S
~HT, - %4k ) ¢ 8-RE-7-8-1, 4- K} BB -5- A8 (1-
Th-4-keghk) FTERAARA.

WO 93/05038, 2AFFF 1993 %3 A 18 8 ( £ HEAM ALK R LA
BAZ ), BRFs A S-HT, - 24&ERAERY 8- AL -7- K
“1,4- KA B -5 -5 84 - kR A TE.

WO 94/10174, AFF 1994 %5 A 11 B ( £ EMAERILER
BAg) ), BFRA 5-HT, - SHRBERMFERE S- (1-3-abgXTF
£) -4-vkvEh) PA-8-REA-7-R -1, 4- FHFBLAKE,
(1- (2-ZHEBETHE) -4-%AIFA-8-AEX-7-K-1,4
- R Mg -5 - K EES, (1- (3-£THX) -4-%=2x]) Fi-
8- £ & -7- R -1,4-FF =Bk -5 - KB,

LA RHH AL AB R, BA 5-HT, - LARRRELHBAK 4-
A EE 8- RAA-T-R -1, 4-FF PR -5 - REBEAL XM
Y., AR, 7 5-HT,- LHRBRMGLESHEAETT, Hlde, FEK
VeRRATARRE, 45 5025 R MK A AR BEAR K GO BEIE 69T ek, PR, BLF
ot SHT (£355- B ERK, hE %) HMBEshe s (£
B, WO 93/05038, % 8 W, 12-17 47). AEXRH GRS HFIeH T
WM EHERIEA, ETPRRIEKRLEAE-NLRRIKAL.
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S - WK A A BRI . B AR AT (3, 2-2) )
3= Pl
WO 95/25100, ~FFF 1995 49 A 21 8, B4 5-HT,-%
KBTI 4- RE-5- -2 - FARRTEMHRAREATERA
Bs. RAMALASYTHMEGZERFA, FRKEIRE T 6 R RiZ%k
10 IR LA BT XAF,
EP 0299 566, A F 1989 %11 188, BTELH ML EMEH
ERN- (3-fk-4-ke k) XV,
EP 0 309 043, AFF 1989 £ 3 A 29 8, B=LA # 4§ MIE 3
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ki, 41 %2 A ALA CIHRAKR. Cikik AR
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EENABA 1 24 BRFHESI L EAR, Fle, FE.
LR, mEA. TEA. I-FRZE, 2-FARAZE, CLlAEHKE
BCBMARKLAASEORBETHRERAZY, #ldo, 2- FTEATAE,
RE. LEZE, CHEEAIRBL. FTE. KAASKT KA
iy Co kR LARK 22 6 RRFHAMILEARPKALRA,
Flde, THA, AEmA. THEA RFEEARTHELR, CHrEARZLAE
A 2E6BRT. AF-ANERG AR IERFRELR, Flde,
T, FmikA. THhA AkARTEL Co=—KzXAHEH1
FRERFHMNELRIBRAKLR, #ld=, 1,2-BTK. 1, 3-
TERE, L4-FBTHA, 1,S-EBXEL. 1,6-2Tk. 1,7-2EK, 1,
§-TFik. 1, 9-BFA, 1, 10-BRE. 1, 11-B+—%. 1, 12-
T+ B> FMY. CRREAEMT C =K F XX,

AT P M “LALFRMBX” ZXHHAX (1) b
TR R H R, REFARERE T, WEWWFTLEERTHA
T AR F R DY XZREH, FTRRESUWERERS TEMN
WRTA dEst i Ak A sk AR, EAESIR, THRARTSTRAA
R-H S-ME; £F MK (35) tefkd LejRAE, TEAA
WX - RAK -MA . aipeibshT Firdiglk, BEAE-RXZ
-k, AKX (1) oI F RHB X, IRFZCE
FTALARTEF.

o F XTI ES LTS G, EHAEX (1) LEHT
ALK L EERGEERBEIREBX ., BFLELATHFRRE
R X (1) P sB AN ESMERBERKRF. ESBELaS,
flde, RMBEIERNHE, FlinAABAEEHK,; A, AR, HR
¥ RAMBREIER., AR, BATH, LR, AWK, L8 (F
LoB). MoBE. B (FFT—8). ATH 8. LTH ™K.
EEM. O BEE. AR, THAR., LA, K8, - FRER.
KROAEARE. KB, T - REAKHR, RERRFREL.

MEM, ZELAHXTETAE LB, RELRE BT X,

AHBMFEFER (1) bbdh, TEIUZELHFIE LBAE,
FHERAEERNLBERENAEH X, ESHBRELBXLL,
e, 4GBk, BRABLIAEBRE, FlisE. 4H. 7. 4 BEF, 5
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HAARAT R K, SloFE. N-FE-D-HEHHEE. 2EFTEX
G#H%£. AH5RAHM, HlHAR. HARFHROELX.

FALP AR F AKX (1) WA AELE LT RAE
X ot WEERN AW A e, Kodh. BLHZE.

ERX (1) AW THALEZTFHHBXALE. EBXZRY
BFLXPIRE, EAASTFALAYECE Y., FomE, 4F55#
KREELBRE, ZRABXTHRRAEIEZNHERFMY.

X (1) 4oty N- G K, T ARAR T Doty 5 %4
£13, BROLSELP —AHLANMRRTFLAMNRAIFLY N- RiLs e X
(1) 4o, #5% EMMHRE PR - A N- sy N- Bfed).

R'iE 73 A F X B R &

Y R'E RPEIAE—&, FEREBAX (a-1) (a-2). (a-3).
(a—-4) & (a-5) XA, AF—R=ALAT, AFTEHFERNX,

RPiE g b Ak, fASGEE;

T A AR T A

HHARGEHALT RATRL, RRAKE R AHAREHX (1)
A,

XA ARG E AL P RS RERHBRKN (a-2) (a-3)
R (a-4) ZANHKX (1) eHh.

FA MY H R A LR T EGA AN (1) e,

H gl ehi ot h B R XME, BAast Tk bR
£, BARFTERAETRAZEN LA X BOLEH.

EFAER IS HEF LY.

Coal i, #AATHL;

X (b-1) 9% H, APZ AN CBiuik, B

RAE. #Ek. CummAd. CoRuER Het',

Het' hwfirkrl. 2 C AR B XRIK. AKX (c-3) £ H
KX (d-1) £ |;

AX (b- 2) AR, £k X Alk #H C Bk, X 4 0 R NR,
£ R AE,

wﬁaucwm% BAEC I, Gk, FAHR Het?,

FHAFE A G EFRAHEE,
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Het’ hobre £ ; 2HfABRKGTR; 2 1 KA ML HHEE. K
A E C AR EARKGEEL; £ C AKX EL;

AKX (b-3) BAHE, AP Yhas, B

R® % Cl-sjtf%}i‘i CI—G%EL}I‘;

£X (b-3) 9AH, AP Y AHREH, B

RYZ RY B A3 ed RB T —2H Ratgim i,

01k a- 4

FRR ARG MARLFT LATE, FARAK, FAREREL,
FRLAEATA. 2- (2-FE£-1,3-Z28KK) A%, 24-F4 -2
- ARG L. B 4-F-2-HERMRKH L, 2 4-FH
—2 - AR EBRARA AL, B4- R -2-REFRRRGALAGLEY.

BAEQLSH A

Bo4-RE-5-8-2,3-ZR-7-FKifkhHkag (1-TH-3
- B -4 -k ) FE;

B8-RA-T7-£-2,3-=Z4-1, 4- R =Pk -5- 48 (3
-BA-1- (2~ (2-%CRA) TE) -4-%kw k) Fils,

B8-fA&-7-£-23-28-1, 4- RHF Bk -5- A8 (3
-fA-1-03- (2-FA 1,3- ZR/AF-2-4) AL -4-%
wk ) TS

R8-RAK-7T-8-2,3-Z&-1,4-FF=MBE-5-58 (3
-HA-1- (3-FRAKL) -4-%%HK] PBE =8 (1:1)

B oA-RIE-5-R-2,3- 8 -7-K}vkwp#idt (3-5% -1
- (3-Fadit) -4-%keg ] g,

BA-RE-5-R-2,3-Z8-7-FKFkpAK (3-534-1
- [(3- (2-¥HA-1,3-Z88%-2-%) AA) - 4-%kegx) 7
s ;

RA-BE-5-R-2,3-2&-T-FHrdHBEM (3-£L-1
- (4-8&RKL) -4-%wA] FEs;, 5

R A4-RE-5-8-2,3-28-2,2-_FX-7-XKH%wmHE
Bll- (2- (1, 6-=—&R-3-Fk-6-F-1-akvkd) 2%] -3
~BA-4-%wA) FEE, AIAMFERMAUREBEXALED L THT
& B pr, 3 K

13
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FHEEA () R 8-AE-7T-8-2,3-=4&-1,4-KXH4=
MER -5-RB (1-TA-3-#£L-4-%Ex) T, LERHLT
HEGHBREERLESEKEMDHA. fFR%, LR 8-RAL-7-
£.-2,3-24 -1, 4-FKAMBE-5-KB (1-TX-3-%KX-4

s -9k A ) VEEMY LARAMNY A RE.

X (D) o TaTHX () FEHEX (1) RBETEY,
NELBEFMEGERITAY, Bl txiT4 WE N ®HHF. FEE
B RAE R T @SR TELEN T, FTHSIezK2044 (Sodium
imidazolide ) # /& F#4F M 5 A,

10
ORA R! Rz
0
L*N(j"CHz"OH + HO-%—QNHQ —_— (D
an am ®
B —FrE &K (1) wbdeyrx, REEHEX (IV) a4, #
b W ARELS B A wRL, AR (V) RF #AT N- Bk
A . % N- g Adb m 8 7Tl W R4 FiE B EA F HH 7k
15
OR* R!' R?
0
L-W + HN(}CH;'O—E‘C%‘Nﬂz —_—r D
av) V) R’
Bk, KPR (V) S5EX L' =0 (VD) ¢ Y ERXBEF Y,
F L =0 A—FX L-Hubd, £F5F Cpp =R R4
BT AL =0 BAK, #ATERE N-SEER, 5X (V) RER
20 B,

OR* Rl R
9
I'=0 + H—N CH,-0—C NH; —— )
R3

(V1) V)

L, X (1) A TiRITEX (XID) FiE4y, L7 X HREHK
gk, FX (1) F R %A 4L T RATRECAER L &
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L—N CH,~OH + X NH, ——— (]
AR AL A
R

3
(In (XIIT)

FHEENMERRTRE - BREN, flelFROaxmsy, T
HEABUHNB Z BB ZCEGAET, ATERERE RSN R
BRENBRECETAR., ETAOEANA, Flde, 48 (ZFKKB) 6
S¥. FRAEATERTFHEETHT —RAH, 0000520
EF AR T e4eiKF)” 89 E 8 F, Academic RN A FRANF),
%% 1990, Richard F Heck, A L+ Br3| ik eh k.

WEREE LRI, ZRYRRESTESBELA, Flie
(ZXAB) oM AR, B, BMOLALF R KRT F RT
EREE T EKREBAR L L BERA E#tAT. EROBAR A, Hlde,
deiak, AR Cu,0. ¥ RTEMALA A4 T B4 LagEas, 8
b BBRAMREE, DEEYARMEA T I LAETHITN, LELESH
Bis.

BT, BAVADCER—FATHFX, $&BEGHALL
Bk

[Rd)n AL . 0 =y Rdln
@ {5% ——@ — RO—U-—-<\:/)

co
R'OH

FLEASFAT, RARREFMTHTRELNRKE, n A1 £
SegHsk, B RO HE—BFLEE - Hladg. £33, ROHTHE
—BE k. FiAREiiE IR SR, A A B R g
KEaK,

AR GBI A) h 4B K

CO (BP—8AH ) AEAT I ZBAREMN, BRMBERART
Fod iR TRERMEL HELSNEE. CO (F—RARK) GEAR

15
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AHA S0 F [ FFEL (£ 49x10Pa), EEKTETHRRAY | T 1/
BRI (H1x10°t) 24 100 FL£/EKR2 (4 10x1048 ),
BREBRETNFEREER N BAHGEAEEHEER.
SR RBAENTEA T, AT FEHAROH, XF, A TLHAW
s AT AR, RENERZCHE. MEMN ML, THALS ZH,
T FHaRG & T .
i€ T GFL—Fr AR, A XRGBA, ¥l = TR,
B g B8 K H— %88, F 43k R'OH A —4 8,
Yo R ey (1) BEEA A&, AHALELAMEESEH %
10 #8E4E AR,
X (V) vRHpTi@LEX (VID) ¥a4, L+ PG KERETK
PR, Flied - TEREERXFEARALTEIREARD, 5X (1) ek,
KA LREEGERITENRRE, FEEEHT R T A HEEY,

Bp 3y AR LA by 5 ik PG £k,
15
OR* R! R?
i
PG =N CH,—OH + HO—C NH, =—————m (V)
R3
(VII) )

AFRAMAGK (VID) PR, £+ RHAH PG AT, T

f J. Med. Chem. 1973, 156 # 1% 40,
X (1) FapT@aSFEX (VID) FRH, 5K (IV) R4
0 MaFfF. &N (VI FRpTiEdK (VID) FElpes kP45 A
mEF. AEX (VID) FRBARKF S, Hlde, M-3-%-4
-5 A - PaRokeE, g J. Org. Chem. 1969, 34 (11), 3674 ¥ T 15 4n.

OR* OR*
L—W
PG~ Né——CHQ—OH S o H—Nd—’CHz—OH ———— (H)
Iv)
(VID) (VIID)

16
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EARERLT, AFES (VI fRemHETFTYRY (1) AL
KR, ¥ —REEEREEAY REEY. T KB ERANEY
A, ARRKY 4, RETRRFRPEATH -SSR BT9E G0}
1

5 Ed R A CLrAREAMAMAENKX (VID) F R4, Tag
X (IX) FRIBERBEAT S48y 7 kSR HF.

T E4 (IX) ¥, PG e EArE L, f PG'#4E 4@ i S 04E A
AR ERY A, HldeF AL

A (IX) d i TRIRX (X) H2&P%RER, 5 ((FE)P

10 -CH,-O-PGT - 44y, FTiEATK Wittig KA 8 R eh 54 F A

oA R L
OC sk OCys bt % OCi¢ bk
PG — (}o — PG— C§=-—\ — H——N?CHZ-OH
0—PG'
X) IX) g X-(VID)

AA R A C HAGXR - (VII) w4y, TELHELP R A
15 RMXK - (VIID) F Ry (LT Frd4l &) 4755445 R @ 4l
#.

CENFEEAMAMAGK (VID) P peg#F k., E#HF %
HEAAMXMB X (XT) R apF4e, G EAMIXAYGX (XI)
FE A, FiEX (XD 5 (XII) $RIMHF, PG Aiw LArE, R*

20 AR, C hARi#teFTh, R-TREAILNOKRF A,

17
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10

15

20

OR4= OR“
Hy
PG —N CH,OH ——————3  PG—N, CH,OH
CuO .CI203
ERI0LY) B X (VD)
OR%2 OR*
H,
PG—N cooc, ¢S5k —» PG—N CH,OH
CUO.CI"ZO3
R X, -(X1II) B X -(VII)

EHBRRE R A FELER, FlresErw kT, T CuO -Cr0,
HET, TAAATATELSH, WRABHET TR,

B ESAEDERERE, AREHWRE L, MR- (XI) Fis,
SEJE A EEAAEMM 900 £ 2000kPa ( FERTRNE), MALEE
o EAEIRE 200C, AR FEEEHA 120C,

MR - (XIT) Feen, ke S AE AHTEE L 1500kPa £
2200kPa, # 44T 1800kPa £ 2000kPa, & A& /& & BAK 100°C £ 200
C, BAAMAH 125C, SUARMEN R, & F ST o 79kl
%h65 35 (AR : AX) B, BAEIFAR#. R, 2uHEatt
R TR A B - e, A THRERGEL RN ABkE, #
Jo = 5 R BE,

AHRAMAGHR (VID) Y, FTHIENBELR, E
A EMEFEARK (H) PLC 414%.

B4l & X R - (VIIL) #EHEHFAF Eh, $X (XOD) ¥
4L B R FMEATA YR . FMRAL TR T AR - &%
whEL BN AL EES. FTMRTAES, FALFRHETMRTA
MR T AL RS, EYMRMGRE, TRERRER, BENBR
A Skt FR. AR TR T ARATE Y E B, FFRA R
LA RBTIAT OCHBET, ALAKF -SOCHERTRAS, &
BAEA T4 -T0CHRET. ¥ FMERFTARATE N R ImER MR
AME, FRAiAERHBEEE. $RSHBEHHIE. BEF,

18
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10

15

20
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AR o SR, R AL R i B RN, R AR
ST ABTHRESSN ., ZRABE, BEEFHAHAT Lk b
FENH.

OH
BH,
PG -N@—CHZOH ————— PG-N  MWCH,OH

NEOH, H202
(X1 A X -(VID)

X (1) 1edy, £ N-SeHBX. REH LTS HELR L
SARFRHBXEARIFOBEDRHESER. LHER, AELARLEHE
Jo W F XA P-2, F “FHAREANFEIABRARE
(lidamidine ) MR ) LA TR AR Y FHZT” KB F FIEH Y,
ERBHFHEHZEL., AL, KEAARSHEL RS 2446 P-1,
PP: “THMRMNHPAE, ITE5+3Meea0 AN ERER &
Y ETERR 6, KRBT EFMHEESH.

KA e FEAHe, ¥ LES (B, {KRREIHFELM)
AKNEANGH BAEA .

KHEHX (V) vaHpe s, EAE5X (1) L&t ialia
Rk

X TFTALAESHTHAGTMEDIN, ALELERETFHSHERAY
WA, AN TRTETE R HTAER LR HAR XA,
AFLEiRRA TE7T5 E M < MLk 5548 % 69 9% W,

XFXK (D) oo, 2ERARATRE—TETELS T H
THRAZME, RRBHARZAEL, RELBWE L F T R
BANE MR R R Y, AREAR, (AAFTHAEZE). £EAR
Br—FF R TAFS B ERLEE R, HHATR, FRA, E4, FK
EMTa. BBEMAEFAANER. FRARTHRAEABTEART,
KAV heAE R, A AGEAL, WEHRRENMBEHERAIE
BFRE., BAATHRRE FERZHIAERE., IBETRESF
B, FREMBRE—HETFFRAEMNARKEREAS, miRGHA
BRI HFME. BREHAEFEAER. KA. AKakfg RIEE
HEARERERGRAL., BIRLALADA THERRLGIE, 247

19
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BAWMERER, BHRTRBHLARZRE, ETHERLIET
?%Pﬁ%ﬁm A 25N ERE I, SRR LMK AR
WwH EE. BHER. REARRHALRENEMT RER,

WAL TR R G RAET oA B FARI B ML F 4 /R, 4= SSRI £,

KA oW A LIS M6 0 ) ) FE

K(U*JV)m%%ﬁm%mﬁﬁﬁiiﬁmﬁ%iﬁ#i%
A0,

Bt RN (1) e EHEG SRR, ARALEKX (1) b
MR TFHELTTRERDERKGRAUYESE SHA R, A4
M5 TR,

AW EAK R EGHUESY, ity B KE o) BARBY E MR
S EY, ABK B BB, HEH ETHEZHR (LA
FEMNEHRIETB X O, TRAAEHFHX) A6 FEFHhoHT.
WFEHALY P ERIELS, BRER, vR, AW, 24, R@iT
EHEEHBEEGELEAHNEHX. v, FHEZORANEHLGA
Sy, TRAETHERAHEDZNR, HlieTF o ks i, &F
. BB, BR HERFAUT, THANK, T8, Wk, BLSF;
RTHA. A RESAMNGEALT, THABKE Ko, 1B
K. Skt BEN. B, BB, F. BARLL THE, UA
FEREREARAAYORANZTELEEHEX, HATHIHEABRKREY
#H&, s THEmiEmed, BRBFLLEREBK (EVAHXIS), &
T iE ARG, BleBiEA. Blde, THEELTEZEAKOLESREAK
B, HEABERARAEKEHHBERGBRASMG T IZHER. &
FHX (D) febdeg Tk TR The A RkA/ER. B @H
EHmES, Hlde, AWM. ARG, HAFH. BRKB. KaEW., B
KRB R WEEXARF S L b X ReoY. FTHFL
PEERELBRARBA, BEFEMNIEANTEHER R, TEAGAE
%%ﬁé%¢sﬁﬁ%%m%@%?ﬁ@ﬁﬂ%@k&Tmﬂ,ﬂm
25V FAAURGETRONES, RZFRPF M EKiE RG] A&
AT E ¥R, TERRTH S T2 RKEZS B/R T8 FHEHH
Boynod., FESMTUREFF XY, Flie, Z—FHFLMA.
SMERBEF. X (1) oW dt, & T4t TH B X3 de

20
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TEERFGEBRE, AR EESA THEREAEY,

WRA A R E ALY, B KRG TFHREBEFNF K
HAERLEEX. RFRALUPERAERLIHANTELHXESR,
BEMALGENETNWE Lo F e tn, SE4H 23 H =45
AEETARNREEEFRAY, FEMEZHERRAKRALS. L
FEELEHBXOEFARAF (LHLRBERCEGH ). RE. LA,
WAL, BAREN. TEHERAEL R, —RALE. —FHR
rEZE, RESBEHNEL.

— TR, B ERKHET AL 0001 EA/FHALEH 10 £/
FAAE, BARY 002 ER/TAEL 5 /T RKE. K7 F%
T eLdE, AFERBR-_ZEWAF RZHBZERRL.

e o

TFXAAFRY, BATIHEHE: “THF” EHhW A%k,
“DIPE” &4 - F B A8, “FtOAc” &4 8% H; “NH,0Ac” &%
BB 4%, “HOAc” EIRBEEL.

St F AL S, 48 L TR X, #l 4o, NaOH 4 S, 8.4L48, K,CO,
AR EAT, H, H 8.4, CH,CN 4 iy, MgSO, A ss4, CuO - Cr,0,
b B4E4R, N, A RA, CHCL A —# %%, CH,OH » ¥&, NH, ¥
£, HCl 4 & 8B, NaH % S4b4, CaCO; hm B 45, CO H—RAE,
KOH % £ A 4u47.

P 8] R AY B 4G ] &
Lap -1

a) H41,2,3,6-mWEK-1- (REAFHK) -4- T (0367
B AR ) &5 THF (1000 £#) ¢4RAHTF -70CTFHH, ¥ ET THF
B FaRER (1 M) ZFALY. Fifing, SREREGYBAE
TR, FTERTHM I8 D, BRI RS HAIE - 10CHRKAK (23
ZH) BiFEMmA, FIR% NaOH (M EFHKF, 18 £) &RFAIANF
Wit RALE, (30% K3k, 28 £4F) B, KRG, R, 4 NaOH
(3M Rig&, 36 £H) ALRMEK (30% AR, 29 £H ) &Fo
A. BRI NaOH (50% KXk, 80 £H) e . HREREYTH
ATHE 4 DaF. BERRAWAIFER. BRERL. BHAY

21
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10

1

n

20

25

TR (500 £4) %, ik K,CO, 44, # =4k CHCl, ¥
B, BRI AT MgSO, TR AL . KA DIPE/CH,CN
R Facku e, BHESEAH 408 ey (£) -R-1- (KK
WH) -3-£E-4-RIFE (F£: 501%).

b)¥ () ~R-1- (REAFHR) -3-F#X-4-%kxFE (178
#,, 0,085 B&) (#&F J. Med. Chem., 1973, 156) Ff=F 8 (250 %
A) egRAd, F SOCT, wiEHRLE4 (10%) (2 &) fEARAA
HATEA., & H (1 58) RAE, BHAFRRFHFRREAL, &
A 124 () R -3-8BE-4-R2FE(FEY 1-a) (LTS F;
AFF—EESEY, dAB— P4 ). 485 LepR X344 g J. Org.
Chem. 1969, 34 (11) F1F 40,

MW Es (1-a) (0022 BR) 5TE (0025 &R ) AT (150
EH) 4RsY, FERER (4%, &F THF) AT, mEKERE
48, (10% ) (1 %) AR BITERA. &£ H, (1 3F) RS, #H
BALK) R SRR AK, 4 41 % () ~R-1-THh-3-8%
—4-vpur WEE (B4 1-b) (995%, AFF—AETHEY, ML

it — 4 sk ),

AAXT KL 6 IR XA W, vARRNAT ik #F:

& 1-1
OR*
L-N:j" CH,0H
bR L OR¢ bk
1-c CHj3(CHy)3- OH X
1-d CH3CH;- OCHj LIES
L) 1 -2

(a)d () - IR -1- (ELAFR) -3-#E -4- %L FE (0.11
BER) 5EM45 (5 5) A TEkH (250 £4) hyRAY, T 120
CF, AL&EF (CuO - Cr,0;) (4 &) ALK BATEA., FH4H

22
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WHERFHERBRAEARL., BARAY LT HEENHKK
( CH,CL/CH,OH/CH,OH(NH,) : 93/5/2) #hift., ik L, F4 85
F () - -1- (KEAFH) -3-A-4-%EFE, § 632 &
(£) —&g-1- (RAFHE) -3-K-4-RRTHEH,

(b) Bk (£) -MA-1- (REFH) -3-F£ -4-kmh
BR (40 %) (90%I,; 10% & X ) (0.15 BER) H&A45 (10 ) A
F o Erkoh( 500 4 )4 RAY, T 125CTF, vA L4848 ( CuO Cr,0,)
(10 %) #ABAR #ATEN. FRLRABKE, HBALA BRI HIE
K. BHEAWEMRKET DIPE v £ 5FA. ¥RcWEE, FT
40CTAZFFIE, A4 16 4 () ~R-1- (REAFX) -3-%
H -4 -k WE (96% A X 3%MX).

L) -3

a) FNLATRARE., FRMWZFA (CRATARLE) FAI 4 (018
4 ) %F THF (600 E£H) ey EF BB FAHE-T75C. K-
RATRT O RAE 25M (018 BR)., F-75CTF&R#EAN. ¥
BT -TSCTFHRM O 24F, F-7T5CFH3-FRE-1- (XX
W) —4-ske B (0.12 B R ) &F THF (180 £4) & &k,
HFBIRGEERSHEMNETR, FRELBSHTERTHEHA 1
M. RO EE, FFERELR, BERAWET CHCL ¥, FUE
AR A B H AR GEATH: BtOAc/T 48 30/70) #hit. M EFHAFF
F A, FRRAKL, A4 5486 1(103%) 5 17 484 2.
Bk 2 B IR E AR B E AR (EMA): TA/BLOAC 80/20) #hift.
W BT A R e Asy, JREM AL, FA 13 & (335%) () -3~
WAL -4- [(RAFEA) - ZFAI1- (RAFTHK) %R (FH
4 3a).,

b) ¥ &4 (3a) (0.043 ZR) &F THF (250 £4) #9REW,
AEME L4 (5% ) (3 4) AN #TERML, FH (1HF) K
WE, BRI R AL, FA A4 LiChroprep RP-18
O = MK EMHE A (750 %,; 8 Ek; DAC &F4; HEHM A (05%
NH,OAc F H,0) /CH,OH 75/25; %47 B: CH,CN; #Z M) 410,
W S ABAY, FFRERN KL, FA 834 K (59.6%) (2) -3- FHAE

fE
-
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-4- [(XAFARL) -FH]) -1- (KAFTA) % (P4 3b),

¢) HFiE4 (3b) (0.0256 2R ) #F THF (250 £#) #4984
B, AEMRR LS (10%) (2 &) AR #FEMA, £ H (1 5
)OS, o (1,1 - =Wk o) B (0.0256 BER) ma,
FH@ESMER. F H, (1 $F) BKE, FEAOHIRRTEERRL
. FARaYA BT A ENHE A (CH,CL/CH,OH 95/5) 44k,
MR BT A 69484y, SFRIEN KRR, ¥R BIRILENE Bk &
(2x ), WiwmEEb T8, (A%; 30C), &% 26 & (40%) (%)
-4~ (BYA) -3-FREA-1-REHKE 1L, 1-—FLLE (F
8] 4 3c ).

d) B (Fia4r3c) (0,04 BR) HT Lo (25 FH) 5 FE (250
) &) HCl RAY F ) RAMHILIH =R 30 247, B RE RS
HIRKENEL., BTN, ATtk LEEE#, 4 8% (90
%) (£) M- FARE-4-kx TEIAKLE (FRH 3d).

e) HF (FRj4p 3d) (0.04 BER), BEER4Y (S %) HTHE (0.04 B
R) AFFPE (150 £4) v eiRsS4, TEHER (4%EF THF)
HET, ABMR E4e (10% ) (2 4£) EABLF#ATEM., £ H, (1
4% ) AKE, BEAFERIFRAREL. FAFRMET CHCL/
(CH,OH/NH; ) ¥, iR EiE BB R (EAF: CHCL/
(CH,OH/NH, ) 95/5) #hiib. W EPTH 244y, FHEANEL, &
728 (>90%)(+) - -1-THA-3-FAK-4-RZTE (F
4% 3e ),

Z4 -4

4a) ¥ P AR (WH-2-vkwih) Fog (0.05FR), #HE4 (3d)
(0.046 BR) 5N N-—z£ 2k (012 BR) AF N, N-—_¥4&
WEEhE (150 £ ) $9RA4%, F 60°C T4 20 0. ¥ £ 3 FrEss
(WA -2-vkwpk ) FEE (0.01 BR) den, FHHFATRE B RAEY
F 60°CTFHH 4 pot. R RESYEIFKFEAKL. BREH U
Bt I E A BT HAR (B4 F): CH)Cl/ (CH,;OH/NH;) 95/5) &4k,
MBS, FHEEMNEL, FA 31 £ (32%)(£) —i-1- (2
-RETH) -3-FL -4-RRTFE (PR 4a).
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R k4 & T TR, ek -2 FFF.

-2
OoR*
L”N\_/—j— CH,0H
54

4-3 OCH3 ———CHz—@ e
4-b OCHj3 ——-(CH;):"O"Q_F e
dec oH -(CH2)3-CN B X
4-d OH ——(CH,)J——g'—OCH; ﬁ’;\‘
4-e OH "““C”z"(o_? M
4-f OH of—\o als

\C/

"'—(Cﬂz)‘j/ \CH3

4g OH -(CH»)3-0-CH3 B,
4-h OH ——(CHm—O"O e
4-i on |(CH2)3-CN fka

25
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LU EZ) OR4 L P
T
. (6] i
4-j OH ___ (CH1)>—g—NQ A X,
0 -
4"k OH chy )‘Wi\.
——(CH,)y—N" ~N=CH
” \'—"—/ \CH3
41 OH o0 B X
‘—'(CH1)3/ CH;
4-m OH -(CH2)2-NH-S02-CH3 R
4-n OH CHZ—(O_7 B,
0
4-0 OH ‘
~—(CHg),—N | 103-104°C, & X,
N
CH,
4-p OH -(CH32)3-0O-CH3 WA X,
o
4- OH ‘
i ——(CHy);~—N 131-132°C, M X,
L
CH;
4o OH "‘_(CHI)l"O—@—'F B X,
0 »
4-s OH CHa-cH, B X
—(CHah—N N
(CH &
__<CH2)2 l />
CHj N¢LS
4-u OH  HCH)3CH4 REE 2 B.X,
0 -
4-v OH —‘(CHz)J—g“NO /&;K‘
4-w OH I CH, J
——(CH;);—-N\ /N/ 'CHj,

26
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W ] OR4 L B A4
#
4-x Ol U o > 260°C, KX, HCI
*(CH])]_N/H\N/ \CH)
\_/
4-y OH I CHy LB
—-—-—(CH-,);—-N)L N ety
\_/
4-z OH )‘L CHy > 260°C, M HCl
~——(CHq)3™N N/ \CH3
\_/
o] ~
4-aa OH CHy B
=—(CH)3—N N'CH\
\=/ o
4-bb OH i B_X,
—_(CHZ)Z—'T l
N
C
4-ce OCH ——-cuz-cmcn—@-F B-5 &,
4-dd OH I LN
——=(CHp),—N
(]
Ny
Cl
o .
4’66 . OH *(CH))]—Q_OCHJ )mi&
Kap 1-5
Ko (£) - -1-(2-2ETH)-3-54% -4~k 7E(0.064
s O BER), 2-F -3- FRAAE (0068 BR) 5AALS (0.145 R ) ¢

10

b T 120CFHHF 5 Mef. $REREMEI., BROWET
CH,CL/CH,0H ¥, #i#itsa® + (dicalite) iTj8, HIERAL, HH¥%
BA W AR AIEE A BEATHA (FH A : CH,CL/( CH;OH/NH;)90/10)
s, KRR B6480, HREMNEL. A CHCON B4l S ad Rk,
Bomr i FFE, 4 4 £ (235% ) () -M-1- (2~ ((3-

27
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HA -2 -mAEA)RAITA) -3 -HA -4-REFE(FHEYH ),

VAFR ) 7 kTR 4 4%

% 1-3

OR?

PR OR¢4 L My 38 B AR
58
N .
5-a OH g N X,
=N
CHy
5-b OCHI | et ) W
=N
CH,
N .
3-¢ OH —(CHy);—NH / —\> B
CHy "
<d OH N
J- .
——(CH3)3—NH /N B
=
; N
o>-€ OH .
~——(CHj)4—NH / \ EJ‘K‘
-
< ¢ OH N
5- R
~——(CH,)y=NH /N &
=
. ol CN
>3- .
et (CHg) 4™ NH@ )W 3\‘
s
N
. 7\
oo ) A
CHj3
‘ i
5-i OH —(CH,),——NH""C"@ BX,
L 1-6

Bo(+) M -4- (L(4-RE-5-R-2- FTRFmEL) X F
) -3-Fk - 1-vkerHe 1, 1-—FATKE (0053 BR) AT
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THF (250 £4#) 54 HCl A 2- A8 (25 &£4) )RENTERTH
H2 e, RETFS0CT 10 94, REFAHETR, ¥HREH A NH,
Bk, BEMELSSE, F1& (MgSO,), TEFHERNEL. HELAY
VAR AT AR A E AR (AT A CH,Cl/ (CH,OH/NH,) 90/10) %k
s oAb, KESABY, FWEFAL. T 46 1 (29%) () - -4-
ARA-5-F-2- FARARTHR (3-£A-4-%%k) Fig (F 5

M 6-a),
vAAE ) 5 ik O ) 4%
10 [-4
or* cl
ﬁ
”"'NC_J>" CHy—0— c——me
R! R?
+ 4 54| OR R1 R? o B A PR
6-b OCHj3 |[-CH30O -H T
6-c OCHj -O-C(CH3),-CHa- BN
6-d OH -0-(CH2)2-0O- BEX
6-¢ OH -0-C(CHy),-CHa- W X
6-f OH -0O- (CHy)3-0O- B X
6-g OH -0-CHy-0- B X,
6-h OH -0-(CHz)3-O- i X,
6-i OH -0-(CHp)2-0- i X
6-j OH -OCH3 -OCH3 169-170°C
B X
6-k OH -0O-CHj-O- 185-186°C
)
6-1 OH -0-(CHz)2- >280°C
B X
6-m OH -0-C(CHj3),-CHp- 197-198°C
E_X.HCI
6-n OH -O-C(CHj3)2-CHp- X

29
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LA [ -7
3 NaH (60% s Ma#0R) (005 BER) FN, L TFmE (£) - &
-3-f%k -4-vker FEE (0053 BBR) 5 IH-ok=k (012 BR) #
T THF (150 £#) #9REHFT. FREVTERTHHE S 54F. T
s FEBTH 1- (4-RA-S-8-2- FTAFMEA) - 1H- o=k (0.023
FER) N, FRREARAMTFERETRHE S 547, BEMNAL.
AW R, Fh CHCL ZE B K. FHWE B, Fr(MgSO,),
iR HORF AL, KBELAWM CH,CON b4 8, iRk s A,
FA 169 iy T-a (RAILE), BB AFEREH. KFiRE
0 EHHFTFE, 4083 FMMHT7-a (11.5% ) (mp160°C ).

OH Cl
i
H---l~<j——cﬂg—o-—c-—-<;_:/>—wﬂ2
VA b ik 5 K ik H) 4
[-5
15

+ 7] 4 % 4 | OR? R! R2 Y 12 3

7-a OH -0-(CH2)2- WA X,

7-b OH -OCH3 -H 159-160°C
B

7-c OH -OCH3 -OCH3 W, Va
CyH,04(%)
227-228°C

7.d OH -OCH3 -OCH3 M X,

T-e OH -0-C(CH3)2-CH2- i &,

7-f OH -0-CH7-0- B X

(*) 12 CH,O,#TA—F L _8# (2:1)

T 1-8
20 a) ¥ CaCO, (325 %) /% 3,4- =5 -2H- 1,5~ X dioxepin

30
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~6- (J. Med Chem. (1988), 31 (10), 1934) (025 BF&R) #T
CH,Cl, (400 £4 ) 5 CH,0H (200 £4) tyRAH+F. HREH T
FTRTHE, B AN N N-=ZFAEXT4L (025 FR) FFi&
TRy, ¥HTRE RAY T EB THIE 30 547, HREHIUK
s BB, BEAENB. KA CHCL ¥R, #5F A MEAKFR,
F1g (MgS0,), EFMEAMNAL. REMABLAREAZENKAR
(EATA] . CHCL) #4b, ME SN, FHENEL. ¥$F—K
& (7 5) ABRBhMLES. BiRRE L FTIR, &4 5265 (1)
Y8 — A (45 5 ) KB G i s &, WGl TR, F4: 405
0 % (2), B8 4576 A% 629%3, 4- —&f -9-#-2H-1, 5-%
5 dioxepin - 6 - & (F E4p 8 -a),
b) KELELAT (0.13BR) RBmEFH4 8a (0.127 &R ) AT
HOAc (450 E£4+) thiRaMHmF, TERTHH. FRERGHTER
FHLEE 30 4%, HRFLRAWE B ER (500 £4) F. Fiwigdig,
15 KEhk, RETFMR, T4 392 AKX 92.7%4 N- (3,4-=&-9
S -H-1,5- FASREF-6-4) CEK (YHE4MHE-b).
c) A EH 8-b (0.116 &), KOAc (20 %) & % E4e (10
%) (2 %, HAMEAF) AET CHOH (500 £4) v eyREMH, T
150CTFF 49 x10° ta#y CO /& A FHH 16 . HFREREWAL,
w  iBataEdE ritik, FHERER. BREWUKERE, REY CHCL
BT K. WAFHANETEE (MgSO,), RFWKEFEL. W&
SR FREBL Y, SR BEBE (S EH) A, FREVTEERTHH
10 4o4F, SREVAKHEF L CHCLERM K. a0 B )R PARULK,
2L NaOH (10% Kiksd ), BRFER, RETE (MSO,), TR H
5 EMEL, FERAMAEFTDIPE T, RbBFTHR, F&£: 24 LR 781
%ay3d, 4- —H -9- LEEELE -2H-1, S-RF_REE-6- KRBT
B (FRElM 8-c).
d) ¥ @y 8-c (010 BER) 5 N- 23Tk (0.11 BR)
#F CH,CN (250 &£4) t4RAHPEHF=A | Iw, BARLREY
30 AP EAE. JkRAW CHCLERAK, K5 BIFa4H N
Bk E ik, T (MgS0,), LB Fiaf AL, ¥xaH&F T DIPE
$, kTR, FA 2738 % (913%) 849 8-F -3, 4- =R -9~
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CEERA -2H-1,5- RAZRAE-6-RBETE (FHEH8-4d),

e) ¥ a4 8 ~d(0.091 BEA) #nEHF HO (500 £ ) ¢ KOH
(091 BER) ¥, HAaRAMIHEFEIR 3 Nit. FEERAY
A2 A HCL (36 % Kisok ) Bt (pH =+4). il , vARK3%,
EFEE, F4: 2153 £ (971% ) ¢ 8-5.-3, 4- —& -9- L&
FA-2H-1,5-FHF—fLE-6-%m (FHEH8-¢).

T 1-9

a)B N-(2,3- —FHFKL) - Cakf(Eur J. Med. Chem.(1988),
23, 6, pp 501-510) (091 AR ) 5 N- Rk (091 AR)
7T CH,CN (2000 £#) #9RoMindEFEik 1 haf, R ERAY
A3, B d £k (2000 £4) Ul CHCLER® &, ¥4 oA
BvORE B, T (MgS0,), i fEal AL . #&RAHM DIPE
b, FIRIIEE TR, T 938 5 N~ (6-/ -2, 3-ZFAAL
FE) - TEEEE (449%) (T4 9-a),

b) ¥ &4 9-a (059 BR) A-F HCl (20% Rk ) (1500 £
) R FRR 2 b, FRERESHAH, & NaOH (50%
KR ) WAL FF A CHCLERB A, WA FMHAIEAKE R, TH
(MgSO,), dkHFHEnkL, &4 110 £ (100% ) 6- & -2, 3-
—FRARE (TEHI-b).

c) R4 9-b (059 FR) R CaCO, (75 % ) AT CH,CI, (600
%4 ) 5 CH,OH (300 £H# ) 9 RAY T £ R FHHF. H R NN,
N-=ZFEXXF4 (06 BER) RN, FHREHEHFDR 1 4
M. FRAMAIFUK (15 ) HB. WHWELSB, HKERL
CH,CLER. #&FeiAaMEAKRER, T (MgSO,), di&HFH%
FEE, BEREY (170 &) ABITARKRETHEEFEK (EHFH:
CH,OH/H,0 80/20 )44t . W 5 P A 38 64 A, JH I ER AL, & 4 114.16
% (617%) 6-f -4-m-23-—FAHEXE (FHH8-c).

d) ¥4 F 4 8-c (036 BER), BEE4Y (45 %) Hx E4e (10
% ) (2 %, ) %4 CH,OH (450 £4) ¥ &4 RAH, F 125CFF CO(4.9
x 10°45 49 CO & 7 ) FHHE 18 M. KR RAE 4% 4518 1L hyflow
Sk, HEREL. FESWAKER, AU CHCLERZ A, ¥4
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FEHIEAKER, FB (MgSO,), TEFFERKL. KFHA
AT AR A B AT HOR (AR CHCL) #hie. WEFTA 26y RM,
Afgmagg, FA6T1LE (759%)4-AL-5-8-2,3-—F4&A
AFXFTETE (TR 8-d),

c) Py 8-d (027 FEAR) 5 KOH (2.7 BER) A&F H0 (1000
ZH) Ry, BHEHAER 2 DNEF. B A RA Y A5k HCL (36
% K ) BaAL, BERTAIRIEIE S, ARKER, RETFHR, FA: 53
# (848%)4-RE-S-R-2,3-—_FALEXFTE (FHE48-e).

T4 [~ 10

BoA-RAE-5-F-2, 3-Z8-2,2- ZFE-7-FHREBA
B (03K B 1, 1'- & —skat (03 BKR) AF CHCN (1000 £
) WRAM T FIB TS 15 T, HEHERL. BRAMWETRE
CH,CLZ [l # 474 fe. ¥ HME» &, T (MgS0,), i HiEH|
FK., BRAWEET DIPE , EdFFHR (A%, 50C), 7450
F(58% ) B N- (4-FAA-5-§-2, 3-8 -2,2-=F4-7-
Kitrkrh A ) TH-Kk (TR 9-2a),

VAFBAA T i TR A%

N- (4-f A -5-5-2, 3- =& -7-FHfrhpat) -1H-
sped (P4 9-b)

N- (8-%.-3 4-—4,-9- CEERE -2H-1, 5- XHF_A#
T o6-mE) -1H-=kek (FEHI-c)

N- (4- A -5-8-2, 3-ZFAAFEA) - 1H-ok= (F
B4 9-d)

A R
364 F - 1

F N, A FHEAL. % NaH (60 % bt -#k ) (0.013 BR ) mE ()
R -1-THA-3-%A-4-%FH (0013 FF) #T THF (80
Z4) kb, HRAPHEHFEA 3 N, RERI (R 1.
B 8-FA-T-R-2 3-ZH -1, 4- FHF=MEK -5- AR (0.013
BR)ETFCUHE (80 £H4) ¥. # 1, I'- AR - 1H- =% (0.015
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R . BFHARMER RSN TERTHRHE 2 Maf. HEMNEL.
edmiaF THE (80 £4) F (=i 1), Frw (1) s (1)
b HBHRM B RS T ER TR 20 hak. FEMEL. FR
SH EFkE CHCLZ I #ATHE. HAWESH, T (MgSO,),

s WRABFRANEKE. BRAHUBTRRETEEFBER (FEMA:
CH,CL/CH,OH 93/7) sbft. W& FIA B4R, HIEMNEL, &
LB T2 - RER AR oBE (1:1). KREHAHHEOIC,
TR L TR TR (B, 60C), A 155% (24%) & (£)
~ B -8-fA-T-8-2 3-=& -1, 4-FA=MEX -5- K&K (1

0 - TA-3-#A-4-%RA) T ComEE (1 1) & 20167C
(o4 30).

52 445 F 2
B (t) - -4-RE-5-R-2-FTAXKRTER (3-%%-4
15—k i) AR (0.016 BR), £ TH (002 FR) 5N, N-=TE
i (003 BR) AFN N-—FAPaEM (80 /) HReH, T
60°C T 33 20 NI, BRAERAMAFIFHEMNEL. HAREDAR
iR A A EATH AR (EAFA . CH,CL/CH,OH 90/10) #hfb. kst
G, FMEAMEL . BARAWVGE L EIRE EETEAK CEATH:
20 CH,CL/ (CH,OH/NH,) 95/5) #iit. sy, FHEF AL, #
siA M CH,CN £ & . ¥ Ptk % (K=, 50C), 7~
A 14 F (24%) 85 (£) - M -4-RE-5-R-2- TREAXTHR
(1-TA-3-£& -4-v%mk) Fis; 55 1214C (s 3).

25 FEEHLF-3
#o(+) -F-8-AA-T-H-2,3- 25 -1,4-KF 0%~
S_ghds (1-ThA-3-8%-4-%opsd) ¥8 Z=&# (1:1)
(0.0055 FEAR ) vAig it RP - 18 g4 A0 T A& BATHA CEHMA: 0.5%,
NH,OAc F H,0) /CH;OH 35/65) Fishfe.. #/z A1t Chiralcel OD F
o B EFHAR CEMA: TR/THE85/15) 2B AL EFF MY (#
AR ). WERMAF DAL, FHEENEL, HERTY (4
S ) pLiB it B EAMH AR (BEATH: CH,CL/CH;OH 94/6) saft.
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M At a B AL, FHEN AL, 05404 () -xme
FHMHE 0330 % (+) -t Hed (-) -xTRFHHY
shB:%F DIPE b, sEdistFU (A2, 40C), &4 049 &£ (( -)
~R) -8-AE-T-8-2,3--&-1,4- K} MBE-5-KE (]
STA-3-BA-4-9%RA) FEE (A4 32); [o]p”=-3L12(K
B =489 £%/5 £H4F CH,0H)., ¥ &4 (+) -steFHhedd
% F DIPE &, JRBFFH® (A%, 40C), #4203 4% ((+) -&)
—8-AA-T-R-2.3-Z&A -1, 4-FFBBE-S5-AB (1-T
A -3-8BA-4-kowh) FEs (a9 33); [0 1°0= +31.31 CGRE
=527 & #,/5 £4F CH,0H).

St F -4

WA A 37 (A LA 1) (0.0052 B4R ) 5 HCI (5 £4#) & T THF
(52 £4) RSB/ FDR— . R EREHWEH, vA NH,
BALFHFEREL, BEAWE T NH/KE CHCLZ M #tirode.
HIENE, FI& (MgS0,), dEFEEMNEL., ¥Rk&¥% T DIPE
‘P'GH?'J: Ed, KeE M CH,CN v oh . 4%/%&&&%%}%’ Jﬁi 0.75
%, (375% ) b4 38 (ALK 1),

LB F -5

Fiad 6-d (0007 BR) BT CH,OH (70 £) ¥. HHA
LI (SR ) BANEERE 2 D, FEMEKK. BREWAB T
B EATH R (GRATA: CH,CL/CH,OH 90/10) #uft.. MRy,
AW RFERL, HHEAMWM CH,CN (0C) 4 &, Fim ikl T8 (&
g2 50°C), FA085% (32%) #9464 78 (KA 5).

%4 F -6

Y@ d 6-d (0007 BER) HE (001 B4R, F THF #y5%k)
%4 THF (150 &4t) ¥ #Red. TR (4%&&, | £4) A2
T, AR L (1A) ABRRAS#ITRL., FH (1 5F) RKE,
B F R R REL ., BASHLBILREEENER (B
##: CH,CL/ (CH,OH/NH,) 95/5) #htb. WL Rs, FIHEAHEK
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10

15

20

25

% B AYMA Y F CH,CN & DIPE $ 4 &, MRk s #F1% (£
. 40°C), FALE (27%) s 79 (AILES).

L F -7

FHEEL (CO-AH=50F%) F, #4FE4H4-m (0019 F
R), 6-8 -2, 3-—5-8-m-1, 4-KA-MEX-5-7 (0013 &
R), EFrée (1 %) 5N N- T (4 %) #F CHCN (100
Z) thRAWF 100C Tk 20 N, R A RAHEH, TR
Wk k. BEAEWE TARE CHCLZ R #4748, KAMESLE,
T (MgSO,), TRFWENAL., BEAYUBITHREAEENK
R (747 CH,CL/ (CH,OH/NH,) 95/5) #i4b. A ebifity, H4%
BRI KL, BREWET 2- AR PR CZERE (1 1), HR
TR AR (BT, 40C), FA 25 % (33%) #hiesdh 108 (4
WA 5). HrAs Ll s g 2B R (EHF): CHCL/CH,OH
95/5) dhiib. KEHFAS, FRENKEL, HEAAWEAKFT 2- A
B R O oBREL, HRREEFFR. R 1 A 108 (AR
£.5).

F 74 F -8

iy 32 (0.0025 BBEAR) T 2- BB (20 £4) FTERETH
1S o4, BHARMESERNKETSER (LFTHRELT).
BRAMLHERR, AT 2- A8 HCL (18 ) £ 15 4R
N, FEBWHRIVE., ¥RERSMHTERTFTHRFE— DI, BT
gEd, A 2-ABE (5 E£H4) ik, RETHR (AE, 40C). ¥R
BOLAET 2- RBEe) HCL (21 &) 5 2- A8 (30 £4) &%E, }FE
A ERRFARRE. BFEEH LS ALY 109 (LA S).

F-1
OR4 OCH3

i

Ci

36
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fd | %k L ORY | #Hmi
w5 | H5 mp. °C

1 F-2 |-(CH2)3-CH3 OCH3 | 107.9°C; M X,
2 F-2 |-(CH2)2-O-(CH2)2-OH OCH3 | 130.4°C; A &
3 F-2 |-(CH2)3-CH3 OH 121.4°C; i X,
4 F-2 |-CH2-CH3 OCH3 98.9°C; )i X,
5 E-1 |-(CH2)3-O-(4 - REX) OCH3 72.5°C; M X,
6 F-] [-(CH2)2-NH-(3 - Pk - 2 - wtl) OH 158.4°C; Jifi X,
7 Rl |-(CHp)2-NH- 3 - P& - 2 —wtA&) | OCH3 | 172.2°CiE X,
8 B-1 |-(CH2)3-CH3 OH 95.3°C; B X,
9 F.1 |-(CHp)2-NH-(3 - P - 2 - vt OH | 80-90°C; B X
34 F-1 |-(CH2)3-CN OH | 129-130°C; & X
35 E-1 |-(CH2)3-O-CH3 oH 117-118°C; Wi X,
36 F-1 |-(CH2)3-O-(4 - R¥FE) OH | 164-165°C; B X,
37 | F-1 ' OH | 119-120°CHIR
——(CH;)J/ C\CHJ
38 | P4 | g bocn, OH | 118-119°C, M5
39 F-1 |-CHo- 2 - w9 Sikmhik OH | 168-169°C; B X
40 | B I OH 140°C; B X,
'(Cﬂg)g-ﬁij
Na
CH,
A P2
OR* 0
o]
L——N CH,~—0—C NH,
Cl
8| 536 L OR4 ¥ 70 H 4%
45| Bl 5 mp. °C
10 | F-1 |-(CH2)3-CH3 OH 152.6°C; M X,
11 | B-1 [-(CH2)3-CH3 OCH3 112.4°C; Wi X,
12 | B-1 |-CH2-CH3 OCH3 145.1°C; R X,
13 | F-1 | -(CH2)3-0-(4 - A% E) OCH3 168.4°C; i &,
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97191428. 1

v B ZE32/481

b 36 L OR# BRI
W5\ Bl 5 mp. °C
14 | B-1 [-CHa- (2 - w £.wwh) OCH3 | 144.6°C;.(COOH)y; )i &,
15 | -1 |-(CH)2-NH-(3 ~ ¥ - 2 - we2h)| OCH3 195.0°C; Mf X,
16 | -1 |-(CH2)3-CH3 OH 82.1°C; K&,
41 | F-1 |-CH2-(2 - ™ &7k v 2k) OH TN
O, 0 ‘
2 | FL e OH g X,
CN
43 | F-1 | T(CHy N /' OH MR X,
—
44 | P-4 i OH 124°C; M &,
——(CHy)y—C—CHj
45 | F-1 “‘C"z”'O_O OH +117°C; M X,
46 | F-1 X OH 148°C; M X,
——(CH,);NH 2
=
47 | -1 i O OH 152°C: JA X,
—~(CHy)3~~C~N,
48 | -1 I OH LT
/ 3
—(CHpy—N" "N-CH_
— CH,
49 | F-1 | -(CH2)3-O-CH3 OH 98°C; R,
50 | B-1 |-CH2-(2 - w £okwh i) OH 136-137°C; & &,
51 | F-1 I\ OH 110°C; B X,
\C/
__.(C,;)]\cu,
52 | F-4 il OH 103°C; B &,
——(CHy)3™C—CHy
53 | B-1 | (CH2)3-O-CH3 OH 139°C, M X,
54 | F-1 i OH 139-140°C, Ml X,
—(CH)y—N
L
Nag
CH,
55 | F-1 i OH 109-110°C i X,
——-(Cﬂz)z"‘fl‘ l
Nay
56 | F-2 |-(CH2)2-0-(CH2)2-OH OH 123-124°C, B X
57 | F-1 |-(CH2)3-CN OH 135-136°C, M X,
58 | F-1 | -(CH2)3-CN OH 114-115°C, B_&,
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6| K2k L OR4 ) 3B 4% 3
5 B 5 mp. °C
59 | F-2 | ~(CH2)2-0O-(CH2)2-OH OH 99-100°C i X,
0 o, s
60 | F-1 *__(CHI)]__&_NQ OH +190°C; R X
61 | F-1 i o, OH 160-165°C, B_X,
N

——(CHp)y—N" N CH,

\ 7
62 | F-1 I o OH B
Va 3
—(CHj);==N N-CH_
— CHy
0 o .
63 | F-1 — Chyy—R—ocH, OH 75-78°C M &,
64 | F-1 i OH 2R KX
"'"(Cﬂz)z'—'i’ I
Ny
Cl
4 _F-3
CH, CH;,
0): @]
Q
L—N CH,—0-C NH,
Cl
A A L OR4 My 7 3 3R
%'U‘J— 5 mp. °C
17 | -2 | -CH2-CH3 OCH3 61.0°C; cis; 1/2 HR0
18 | F-1 | -(CH2)3-CH3 OH 140.1°C: MR X,
19 | B-1 | -(CH2)3-CH3 OCH3 102.1°C; M X,
20 | B-1 | -(CH2)3-0-(4 - AER) OCH3 123.0°C; JR &,
21 | F-1 | -(CH2)3-CH3 OH 77.2°C; B X
22 | B-1 [-(CHR)2-NH-3 - ¥4 - 2 -wieh&)| OH 194.4°C: W X,
23 | F-1 | -(CH2)2-NH-(3 - ¥4 - 2 -wtEX)| OH B X
65 | F-2 | -CH2-(2 - v & sk wh k) OH I X,
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A kA6 L OR4 W 3% AR
W 5|6 5 | mp. °C
66 | F-2 I\ OH LEN
\c/
N\
—(CHy); Ch
i
184 | F-4 | ——~(CH,);—C—CH; OH IS
67 | F-1 X OH +139°C; M X,
gt
=
68 | F-1 —<CH2>3-0—O OH W,
69 | F-1 N OH 138°C; i &,
-—(CHm-HH@ )
o
0 or. .
70 | E-1 ——(CH:b—g“—NO OH 158°C; i X,
71 | B-1 [(CH2)3-CN OH 162-163°C, B_&,
72 | B-1 | -(CH2)3-0-CH3 OH 117-118°C, B X,
73 | F-1 i OH 199-200°C, &%,
————(CH;);-T (
N
CH4
74 | F-2 }-(CH2)2-0-(CH2)2-OH OH 99-100°C, B_&,
75 | E-I I o OH 156°C, M X,
A
—(CHy)—N" "N-CH__
— CH,
£ P4
CH,
CH,
OR4 0
§
L—N CH;—0—C NH,
Cl
fot | R L OR#4 S EL )
W & #l 5 mp. °C
24 F-1 -(CH2)3-CH3 OCH3 101.1°C; M X,
25 E-1 -(CH2)3-CH3 OH 185.1°C; M X,
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v B ZE35/481

A F-4-3X
OR* cl
L—NGCHQ—'O—Q‘—— 7\ NH,
O
(0]
A %3 -L OR4 LB &2
% 'g. ’fﬁj '%' mp. °C
76 F-1 /"\O OH 169-170°C, B_X,
—(CHyp)y” \CH3
77 F-4 i OH 199-200°C, g X,
——(CHz)]'—C"—'CHJ
*  Es5
OR* o) o)
Q
L—N CH,—0-C NH,
()]
e | K3k L OR4 ) 8 M 4R
% % 'fyd % mP' °C
26 F-1 |-(CH2)3-CH3 OCH 197.8°C; Mt X,
3
27 E-1 |-(CH2)3-CH3 OH 100°C; I X,
28 F-1 |-(CH2)2-NH-3 - ¥4~ 2 -wegil) OH 176.6°C; W X,
29 F-1 |-(CH2)2-NH-(3 - ¥4 - 2 - w%A) OCH 184.7°C; M X,
3
30 F-1 |-(CH2)3-CH3 OH 201.6°C; B X,
.(COOH)2
31 F-1 |-(CH2)2-NH-( - ¥# - 2 -wtd) OH B X,
32 F-3 |-(CH2)3-CH3 OH 106°C; A- A&,
33 F-3 |-(CH2)3-CH3 OH 106°C; B-& X,
78 F-5 |-(CH2)2-OH OH A X, |
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wa | Lk L OR4 My 70 34 %
R ¥ 5 mp. °C
79 F-6 |-CH2-CH3 OH 130°C; & £,
80 F-2 |-(CH2)3-CN OH 168°C; & X,
81 F-6 |-(CH2)5-CH3 OH 148°C; R X
) F-2 |-(CH2)3-O-(4 - ¥ %) OH 158°C; B X,
83 F-1 X OH 135°C; B X,
=—(CH;}y*NH / \
=
84 F-2 |-CH2-(2 - w&xa k) OH B,
85 F-2 j\)OL OH +142°C: B X,
—==(CHa4)s N
i
HyC N//\/S>
86 E-2  |-(CH2)2-O-(CH2)2-OH OH 120°C; B X,
87 E.1 |-(CH?)3-O-CH(CH3)2 OH 180°C; A,
88 | F-2 Of;\o OH 170°C; B_X,
"‘(CH;')J/ \CH;\
89 F.2  |-(CH2):- (2 - W &k omi) OH +130°C; K &,
90 F-5 i OH 200°C; B X,
CN
91 F-1 OH B X,
~—{CHa};~NH /N
i
92 F-2 i OH +138°C; HX,
s—=(CH11:—N
Lo
Nao
C)
0 . .
93 F-1 ——(CHZ);—ICI—O-‘CH; OH 138°C; B,
94 F.2 |-CH2-CH=CH-CH3 OH 98°C; E-R. X
95 F-1 |-CH2- 2 - w £k ) OH +119°C; M X
96 F.2 7 OH 170°C: & X,
~(CH.),~N
CH,
97 F-2 it OH 140°C; B X,
—(Cﬂz':""’l“ |
N

Cl
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A | ks L OR4 ) 78 ¥ 7
HE5 | HE . mp. °C

98 F-1 OH T X,
e (CHy)y*NH / \
=
99 F-1 |-(CH2)3-O-CH3 OH R
100 | F-2 7 OH 160°C: KX,
—-(Cﬂz))"ff ‘
Na
CH,
101 F-1 |CH, & A OH B X
102 F-1 —-tcu,;,-—o—O OH WX
103 F-1 5 OH 112°C: WA X,
—(CHz),/ \cn,
104 | F2 X OH 116°C; M X,
==(CHj)4~NH / \
0 N-—
105 F-5 | i, OH 75°C: M X,
[} o, .
106 | F-2 '—’(Cth"'g‘—NO OH 176°C; B X
107 F-l i o OH W X,
~—(CHz)3~N N"'CH:
— CH,
108 E-7 |-(CH2)2-NH-SO2-CH3 OH BX
109 F-§ |-(CH2)3-CH3 OH A -&X, HC
110 F-8§ |-(CH2)3-CH3 OH A - B X, HBr
111 F-8 |-(CH2)3-CH3 OH | A-RX, RTH =B
112 E-8 |-(CH2)3-CH3 OH A -RX, #E#
113 F-8 |-(CH2)3-CH3 OH |A - BX, T H =8 3(S)
114 F-8 |-(CH2)3-CH3 OH A - BX, Biga
115 F-8§ |-(CH2)3-CH3 OH A - RX, i
116 F-1 |-(CH2)3-O-CH3 OH 117-118°C, M X,
117 F-1 i OH 169-170°C, & X,
‘_(Cﬂzh"'T
Ny
118 F-1 i OH 189-190°C, A&,
e——(CHy)—N N-CHCHy
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97191428. 1 BB P 4538/48T
e | £k L OR4 ¥y 78 3 48
*}0—‘;— ﬁ]%‘ ‘ mp. o
119 | F-1 0 OH 169-170°C, M X,

~—(CH,y) N
L Q
Hy N
120 F-1 |-(CH2)3-CN | OH 179-180°C, M X,
121 F-1 |-(CH2)3-CH(4 - ¥ %) 2 OH 149-150°C, A& X
122 | F i OH 147-148°C, B X,
(CHZ),—-N\ /N-CHz-CH,
123 | FI C""‘CN—G OH B
=N
CH;
124 | F- /‘[’L OH 165-167°C, M &,
—(CHg)y—N" N-CHz~CH,
&
125 | F- f N OH |  200-201°C, K X,
= (CHyp);=~N MR
! o~ \CHg
126 F-2 |-(CH2)2-O-(CH2)2-OH OH 180°C; M %X,
127 | Fl ——-CH:——CH=CH—-©—F OH 151°C, E- X,
128 F-l i OH 180°C, i X,
w———(CH 3 )a=—N
1o
N
CH3
0 o .
129 F-7 __(CHE,“_NH_g_Q OH 141°C, B X,
130 | F-l 0 OH 163-164, M X,
A F-6
OH Cl

I

CHa\ CH;4
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97191428. 1

v B Z839/481

A | %3 L OR4 My 5244 4%
G mp. in °C
131 F-1 |-(CH2)3-CH3 OH |110°C: B &,
132 | F-8 LY OH |148°C;
—(CHy)3 C\CH3 ¥1C4H404.C3H50(
*), & X,
133 | F-l I OH |AX
\C/
"‘(CH:):./ \CHJ
134 | F4 __(cﬂm_rg_cm OH |190°C; B X
135 B-1 |-(CH2)3-CH3 OH |184°C; iR X,
136 | F-1 I\ OH |158°C; i &,
\C/
'*(Cﬂzh/ \CH3
o or. ,‘
137 | P4 W OH |170°C; M,
185 F-1 CHy-2 - m g“‘*vﬁg) OH M X,
138 | F-1 |-CH2-(2 ~ m £oxwhi) OH |193-194°C, B.&,
139 | Bl --«:H,);—o—Q OH |160-161°C, i X,
140 | Fel i OH |150-151°C, &%,
—(CH,)y=N
v
Hy
141 | B-1 i OH |127-128°C, Mfi X,
-—(CHz);'—tI‘I l
Ny
Hy
142 | B X OH |153-154°C, Mg X,
"‘(CH:)A'NH / \
=
143 F-1 |-(CH2)3-O-CH3 OH |179-180°C, AKX,
144 F-2 |-(CH2)2-O-(CH2)2-OH OH |136-137°C, il X,
145 F-2 |-(CH2)2-0-(CH2)2-OH OH |159-160°C, A X,
146 | F-1 i . OH |130°C, M,
e CHyy=N" Nt
— \cu3
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97191428. 1

w8 5E40/485T

fod | KA L OR4 Bk )
ws | PT mp. in °C
147 | F-1 K OH |105°C, M X,
—-(CH,);-NH—Z/_}
=
148 | B2 ——(cum-mj:/“] OH |AZX
CH] S
(*WACH404.CHsO 4 (E) -2 -TH =& (2:1), 2 -/HHE
*  FJ
OH Cl
Cj i
L—N CHz—O—-C—(‘\S—-NHZ
(@) (6]
~
fd | k| L OR4 | @K%
il Kk mp. in °C
149 F-1 |-(CH2)3-CH3 OH 102°C; B X,
150 | F-1 { OH |118°C AR
—(cHp{ C\CH3
151 F-d | e, OH 148°C; X,
152 F-1 |-(CH2)3-CH3 OH 100°C; WA X,
153 F-1 d b OH 119-120°C , MR X,
—-(CH;),/ C\CH3
(o] .
154 | F4 | __ o N OH  |97-98°C MK
155 F-1 |-CH2- (2 - W& k) OH 119-120°C M X
156 F-1 |-CH2-(2 - w &k b ) OH 205°C; K%,
157 | Bl _‘C"”’"O—O OH  |89-90°C, M,
158 F-1 |-(CH2)3-0O-CH3 OH 152°C, M X
159 F-1 |-(CH2)3-CN OH 158°C, M X,
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97191428. 1 oW B sE41/487
e | % | OR4  |#seitir
wy |95 mp. in °C
160 | F-1 i o OH |164°C, M,

—CHy—N" n——cu
( 1)1 . \cHJ
161 | B-1 i OH |190°C, & X,
——(CHz)z"‘ll’ I
Nao
Ct
162 | E-1 i OH  |200°C, M,
-—'—(C“z)z—f‘I |
N,
Cl
163 | F-1 [-(CH2)3-O-CH3 OH 176°C, B X
164 | F-2 |-(CH2)2-O-(CH2)2-OH OH 126°C, K&
% P8
OH Cl
i
L‘—NC;‘CHQ—O'—C / \ NH,
S
E | Lk L OR4 My 39 M 35
g |45 mp. in °C
165 F-1 |-(CH2)3-CH3 OH |153°C: B &,
166 | E-1 I\ OH |E X
N7
—cupy ew,
167 | F-8 I\ OH |5 C{HLO4 (%),
> B X,
—cHyy “cH,
168 | F-4 i OH |182°C; R X,
——(CHj)3—C=CHj,4
169 | B-1 |-(CH2)3-CH3 OH |98°C; M=,
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97191428. 1

w8 5E42/480

5

A | £k L OR4 4 5 K R
%5 | Bl mp. in °C
170 | B-1 |-CH-(2 - w &irkvh ) OH |[166°C; B X
171 | B-1 {-CH2-(2 - w Sl k) OH |[137°C; M X,
172 | F-8 'Y OH | CoHaOu (¥*), M X,
\C/
—(CHQ)Q/ \CH;;
173 F-4 il OH | 104°C; MR X,
-"(CH2)3~C—CH3
174 | EF-1 4y OH |166°C; M &,
\C/
'-"(CH))]/ \CH3
175 | F-l ——mm—o—@ OH |+158°C; HT X,
176 | Bl < OH |134°C: Mg,
—(CHg)j‘NH‘Z/-}
=
177 | EB-1 i OH |115-116°C X
=== (CHy)y—C—N,
178 | F-1 N OH |138°C, i,
""(CH)\;'NH—@
N==
179 | B-1 i OH |124-125°C, B &,
'-'(Cﬁz)z—'l“ |
Nao
CH,
180 E-1 |-(CH2)3-O-CH3 OH [118-119°C AKX
181 | F-1 i o OH |191°C, Wi,
e (O —cn”
{CHa)y! N— N \CHJ
182 | F-6 |-(CH2)2-CH OH |150°C, A.X,
183 | E-1 «—(cum-mjf”] oH |AX
N\
cuy N

()4 CyHOs A (E) -2 -TH-M#E (2:1)

(**YCoHO0s  Figz—# 3 (1:1)

B Ry P

...1:

A& E ks

FASHLAT S AR E B R AL A 42 B3 (5 R AL (Schuurkes ) 5 A, 1978).
KR ER, RE T-17 TA, TABALAMGHAEATHEATE
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97191428. 1 oo P E43/48W

10

15

20

25

NEBE. THEIBEFARE, 4N BFELSTHIRT= 80 (4
MEF kMG FesM) RBEDE. AMETE. IS5 ®ITE - B4k
ek, BRESEETFE (BEEWI 4 BX), TR+ 3 (35
Bl 45 8 ng) b bR FRFEZEETAMM T L
HAFTH%EF. $EBBHRLEZINFEE, FAMFERY. AHE
FEVZRGEREAN. FHTE20 FHERME A4, FpmT
BBk, TERERL, ATTEEFTAESES., ¥ETFTERTE
HARE—F@FERGHEBORAREANA, FAEREELMK, AL
EAELIER ., SHMEAG, TRURHHITAHARL, FERZIRETHE
. $FaEFEGRE, T AR LSBT XAEE (F 5He
THEAE), FhBETHAFOSEY. A TEE LN F848
M, FRAEREF e mAL% (SHz &), £TH0 8 Rf—
K24 NEFE LS (B R M 4 A-EE ),
EHPRENNEFBOHETHCRAREG#H LSRR, S
iEgh 4 (MMC) @5 30 204F (£ LI H). A 6475 ARR.
FREAPHE, AL RETER KMNEALEYH (KRS £
#, AXUEFSET FAMAAMEEN 25 EH4K). FHAXAE,
BEBITEQ SN RE S 10 V8T,
£, wTE+ 8B T 30 H4PR Q- IERN, SHAERT
AFHHEHELA (MMC) $EFHRKBEGToE., sty
Ja— NI R R AR, R H MR A 30 S4PET RN E
SF ., K F R 5 ATAD R F T AR R BT R AR A 2 B 69 B e AR ik,
TR PR AE E AR R HE AR A

P-1
Hoodh 303 E. dil. +ISMA AN B

AA F 38 E-F HIE R I (A %N MMC & ).
AP F 48 il 17 -F #4045 g 4938 A (2 % MMC &7 ),
AD E48+ =35 -F R AR B 6938 hm (W4 % MMC £F ).
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97191428. 1 oM P E44/487

10

15

20

& FRBH T OA%MMC A7) | &4heymit
(2A/FAPO. ) AA AP AD

0.00031 5 21 9 3/4
0.00125 9 29 13 3/4
0.005 ~ 13 35 13 4/6
0.02 12 34 12 5/6
0.08 24 37 13 4/6

0.31 11 30 11 4/6

B F LM P -2

THERFFBiT#w 48 AKFE (lidamidine ) M 2ER &Y K, #e
ERAR RS GFHT

PG NER, KRE 7-14 T4, fex#Hbs TR RAERER
F. FETF—RABESLEATGHETRAATES. THLIBEFK
B, BB FETEATEE NE X, Latarjet KAY2 L7 2 EXA
VT B, BEEPUREBEAELFTAALTER, A2 90FEm
Wz R ip ., AMBHEY ZRGKRIE. FHTZ 24 KR
MEF4, TEBARKTRBRFIRA. TERAEE, BE2EHTF 0
FRBEZEHRAETY.

HE A 40 £ 50 EABRGRF . HFRRKALESMAL V. (KR
K3 EH, 2dk#M), S.C (ARSI EH) RP. O (KRAH1E
HIFAAE, CHEAATETNEARENEET AT RARYG;, T
N EAAWIE, ¥ 5 £H NaCl 0.9% iz, AV EZ4E%RA G
A )FF XK. T4 MNXKAMRILENE, UK F#F 0.63
Z&5/IF 5 0EA% % (lidamidine), & 30 54V 5, ¥ELITF oz
HBAEFFRANGE, BARRREEAKREFA. REAITEEL TN
REA. XA S 250 EASAUREE (5 AMH) FARKR
QEMBK., FEEHEXA 30 541, REREAERDRAFTARLE, &
WEHEMRER (1=30 54F). AJATHEATH, ¥ | EHAFTALR
Y, MERERERAKBESIAT . A 30 54708, TLARER
4 k (t=60. 90, 120. 150 »4F). F 8 (Hitachi) 717 g 3h 4L
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97191428. 1 P B 45 ZE45/48W

10

b, ATHESBEF i (Schmidt, 1961) MBF 1 £H F R EWHLT
B BAERE . SLFHIBR T RETE 30 5475 ( G4EH SRR EH
AKEHMNE) MAGETNAFHBEVET T, RERIEALX,
BRAREGELLE P EBERERNEER (FHBETHE ) 4
o BHEERUAHET 10% BHPTEGIR (t,,) ThEF. sTBA
HEE R 2 E AV MBI S KBER LIP3t BRFHDRE
HER (AL) B EA tiowwend towwn ™ Z1E ( Schuurkes % A, 1992),

P-2
ALA 4 30 Ak A ERM P AR AR FZ (lidamidine ) 3R #%
WEH ) F HEAER

FEF(F L/ FiE#AER, RAT/T £
) 7
0.00016 +0.16
0.00063 ~0.26
0.0025 ~0.46
0.01 - 0.60
0.04 - 0.67

P-3
vA 0.0025 & &/F 7 FMF TS Yk Ein P ERAR
% (lidamidine ) 3R #9% R BHH69 B HETAEA
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97191428.1 oW B #46/48W

4 AT/T 77 -0.43 108 -0.49
3 -0.01 78 -0.25 126. -0.15
10 -0.22 79 -0.40 127 -0.25
16 -0.54 80 -0.39 132 -0.06
21 -0.25 81 -0.41 134 -0.45
27 -0.12 83 -0.22 135 -0.17
30 -0.55 84 -0.38 138 -0.35
31 -0.31 85 -0.11 139 -0.25
32 -0.54 86 -0.51 140 -0.39
34 0.77 87 -0.38 141 -0.12
35 -0.28 88 -0.53 143 -0.37
41 -0.45 89 -0.25 151 -0.52
42 0.25 90 -0.46 152 -0.15
43 -0.17 91 -0.34 153 -0.40
44 043 92 -0.44 154 -0.21
46 -0.04 93 -0.41 156 -0.36
47 0.26 94 -0.55 158 -0.34
48 -0.39 95 -0.13 159 -0.09
49 -0.58 96 -0.48 165 -0.14
50 0.73 97 -0.35 167 -0.15
51 -0.49 98 -0.30 169 -0.18
52 -0.49 99 -0.71 170 -0.25
54 -0.05 100 -0.50 172 -0.17
56 0.31 101 -0.45 181 -0.08
65 023 102 -0.01 182 -0.40
66 -0.14 103 -0.13 184 -0.20
68 -0.32 104 -0.29 185 -0.23
71 -0.20 105 -0.23
73 -0.72 106 -0.39
76 -0.59 107 0.24
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97191428. 1 oM P E47/48W

10

15

20

25

P-4
pL 0.0025 £ &/FEFNFNZFFH WA Mok FRN P AL R
% (lidamidine ) iR 49 kB4 49 B HE = 4E A

LB R e AT/T
6-j -0.18
6-k -0.49
6-1 -0.75
6-m -0.30
7-a -0.32
28 oY) 55 3645

B F 3] 415 ) A RIEAR A ES BB LY LS S B IRRY
W2 FEHKGREEE BN,

B R ks e ERAST (AL) X (1) éd, £ N
- FAMFH K, B LTS 68 S £ R L FE R MY K.

LB C-1: TRER
BOA4-BERTHTES | A4-2EAXTRABET 4 4
Beth sk P, F3ABRTELAERANL £ 2, 3- B EXTK, £
EREN20 £ Al, BERHRGERS LR EREF, FH
124 1,2,3-R=ZBA3IAFHEE 70% Bk, ¥ 40 SEHHE
F 05 AKRY, FK2 EABETHE 2 EHABERIN. BERY
AR ERE SRR EA, WK ImAMERIRIA 20 F, MAHERRR
F (524) 25 ELHERAMGORER. BV RHERLAT
EERET,

L) C-2: K&

¥ 20 & Al, 6 % AAXABS, 56 A5, 0.8 LRI =RAK
B, 5 12 AEEREXR AR, BAEKAMRRESYEALE 1000
NEgEBAREEY, S04 2024 A1.
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97191428. 1

Pom B P48/48T

10

15

20

25

LB C-3. ZEBEORLYHEH

bR s H &

¥4 100 % A1, 570 #3485 200 ﬁ,;}ia}}}aﬁ‘;ﬁ/&\%i@\ﬁ/g\,
RIEA S St Z BB Y 10 LB OHabeR R BRE T 200 £ A KR
REWK. FERRARGYILRH, FHRFBAIH. REH 100 540
HBERA 15 RAMHED AN, FLIE;REGFERY A, 55
10,000 1 &2 10 £ 578 A A A,

oL R E
ESATERTEEET 150 EH4 R FRERF, A 10 5P 1
HYFET 7S EATMERNRE. REKRTS EA R FBL525 %
FL23-A=8hN, ¥ 10 AR -BBUHIEF IS EFA_F T8
T RBERGBERMELTIERST, B 2.5 SRS, S SR TH
WA Bl 30 EA RGN E T B RmA, FHAFRBFEL, KA FH
BOETOREEP, AdHBFIGRLY G,

KA C-d: TEMER

WIB A A-AZEARFTHIEEL 02 £, 4-BARTH BEIET Y
0.5 Fraps iz SHM KT, FAIHELS0CE, ¥4 538, 005 57
BS540 Aldan, RINBEH. KR4I E RT, HA0EEAM KL
WRE 1, FEEQS 4 EH/EH ALGER, BEgAidgER
H, FARTFRAEET.

TP C-5. BF)

WIAALEFIA23- AR TBIET 25 AR L8 400
WERT . 4 12 B R@E AL 300 % = b B F) B, K5 k4
REDERWMGERAN;BA. F 37-38CRET, % kRd s
HAEY, mBAR 100 MEAH 30 £E/EH AL,
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