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BT ARG AT RZRANBATLIE, TFEARL RS (23) .
5 AL AT EG BR ) So ] BLBR . SURBR. BRBR. FHBR. BEBAE TALER £,
st RERE ., FAREA., ZALH. V. LEEANEBRE, LEH 248
S, RAMEGN. Z CBREAMEL . MANATEMETBH), &
PR RGP F B, CEEEBIE, L. wWhrkchFREA, TR X%
BE, ffF. ZATRFIRBEEN, —FTRAPBRE. TH. KEAN
10 EIRAEN .
[—A 438 7 % 5]

AP
A2
\( Ars)\"/
Al o 0
RN A ™\ (25) & (28)
N NH -
(2 0) Ll o)

(27)
Ar‘
RN A /\ AP
\—/ N N-—(CH2)2"g—‘<
6
(28)
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P —RHE TR 1 2 AR 6ed (20) 5464 (25) Xiwse
Y (26) EROFETEBERANF L TRITEMR A, TAFEALY
ot (27) Fa KL BASH (28) .
ML P FEAT A MBI FEE. 2B TEE. 1, 3- ZRLMIE.
s BARIGHIAothBE. SUBBRA. ALEE. REBRVABERR S RAER L, x T RERL.
TR, ZACE. TR, LREANBRE. HHREHNREETE. T
BRAEmE R, B, WECkhFRE, TR, XFERR, f&5. Z8FRF
RARBERA, —FATEME. L. KRB 69 RAER 5,

[—RiE 7 % 6]
HO,C—(CH2)p4=Y®
A‘J
R°N N\ (21) -
N NH
g —/
(17)
Ar‘
R5ND—$_ 7\ s R A
N N-p—(CHanq"Y —_—
o _g_
(29)
AI'1
RN I\
N— (CHa)~Y®
N ", (CH2)y
10 (30)

By — B F ok 2 FE0ed (17) Bisdh (21) AEMHEA]
b SRS (29) , BiTdEbadn (29) a9BRE IR MR ik

B, TTUAFE|ARL A4 (30)
SeAk PR 64 45 A R 5 4] o 22 h BL R R BE IS F 8L K 49 B, S/ A
15 RFHRLE. R TYBRFTESORSBETBLEL, M 1- (3, 3-=
WHAEAL) -3-ZABI-BE. 1, 3- ZHRLAB TR, —K
EAERLA S R . BB — T8 SR TR S A 69 BREAL, iR
JBRAGH 4ol ) AR EL RF] . BAL484E, Red - AL, SR THA

18
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44 BANEBR M. THRBMEFME T oA, HHEN P54 F
B2, CERFERE, . WEKHFRE, TR XFRE, &F. =K
Tl F N ARBEAR, —FRATBE. CH. KRNENRAERNF,
[—F & 7 % 7]

1
/N 0
5N A B L )
AN N N— (CHo)y~CHa—1—Ar*
./
(31)
A X* 0 A
5 N
R N\_/A_Q_N’ N (CHg)o-CH—L-Ar*
_/
(32)

5 (33)
Yy —ARAE ik 1R 2 FReiad (31) EREER T 5 R[]
B RAFEA4 (32) , @addesdh (32) IR AAFE| R L ALE4
(33) .
Sl B L AL Bldo L. 2. At N-RIREBEE A, N- 23R 348k
10 AR, N-msfiaBt s, AR AEBFERIRGFAET, Bid#lw5T
Brie. Bk, Ak, THRAFRIRF KA RN R RIR, BAEIRG= TR,
ZHRE TR, R EAARE, BT, RELA4N. AL, RAL
4. REBMMFAAABRE, BHER bl TEE, CTEBFEL, LR, O
kS mE, TR, XFRE, a5, —ATRFORBELEAN, =F
15 ERFBLE. TR, KSEERAENF.
[—AxH)i& 7 & 8]
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Ar?

0 DHF (OMe) 2
RN A I\ >
\N—/ —<-—N — (CHz)n'CHg""'LAl’4 “kt%')t}eﬂ
(31)
N
T4

Y

1
I\, N o
5
R N\_/A_tN/\:j\ — (c;l-lz),,--:hc—“—Ar4

(34)
b—d_ X1
A
‘Q_ ’_\ — (CHy) —-@r/
Al’4
(33)
Art D\E
RN A —_—
(NEVARANEIVA Vil (cnz)n—@/e X
N4
(35)

P — A&k 1 Ao 2 R EHIFR 04 (31) Beubebiisn
Z WA VB - F BB TR IERN F R AR (34) , id@iddsib
At (34) 3L, TRAFRIARL S (33) RALALEY (35),

5 %%%ﬁ%ﬂ%iéﬁ%ﬁ&&%ﬁ&T, Wit e by FEEE, FER
4. M. ARk, IRRBFE XA BT R AR, AR Lk, —F A
AR, e EM&%,&&W HEREAA. EEVE. fAMET. &K
SAANE FARE ., WAl FEE, CEBREREL, LR, OikhF
&% TR, RERE, 2. —AFTRFRNBRERN, —FLTELE.

10 M. KRENTE)RAERF.,

[—f&#lid 7 % 9]

Pl R R KRS (9) « (19) . (23) . (28) . (30).
(w)&(%)a%m&i%iﬁ/uﬁT*&Mh P, RAEAFH
) R AB# 1E HPLC AT F 545, TTAR 8| A 28 M 69 R K A4S0 (9).
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(19) « (23) . (28) . (30). (33) 3% (35). H4, ¥ilshed
AR PR (6) 3 (7) BT M7 g m F 1 B 2 48:8 13 HPLC #
TREFFFNE, B—RH % 7 1R8N 7 BT AL AR R a4 9),
BH, HHAARSARFEAR (15) . (16) . (17) X (18) AEBMF
s MIFSFRAEH F M E £ A0E T HPLC AT R F /05, B —4)% 7%
2 REB T ETAS R EAA M (19) . 5K -4 6945 F 194K (20)
X (22) RBRMFWHFH IALR T4 B T ARid it HPLC #4785 55,
R —RAFE T E 3R 4 LR T BT A RS (23) . N
ARG AR P AR (20) JABRM T 35 -7 SRAE R 51 B) £ A8 8 iF HPLC
10 ATRFIHFNGE, BB —AHFEF & S LB F E T A R ke 4(27)
& (28) . Wil ze ke S AT AR (17) K (29) BT M7 S iE
B M B E AR i HPLC #AT R F W55, B —RBIEF % 6 L8 F ik
TTVAG AR TS (30) . FIEAReg S AT AR (31) &K (32) A
BR M T M7 AL T B 2 A8 i HPLC #ATRF /N5, BB —A%)
15 Ik TR 8 LR T IET SRR ALY (33) . HFIHARARGG AR,
TR (31) ABREFHIF5H KA T4 B £ ARE iE HPLC #4785 39
JE, BRB—RHE Tk 5 R FIET AR A (35) .
BT T B T M F RS (+) R (- ) - FRBERBE
B, (+)R(-) ~ZXVBRABER. (+)R(-) -Ba. (+)
20 R(-) -FH4B, (+)R(-) -BER. A (+)X(-) -4
FiRi B B 45 ELAT 2% i 69 A ALBR £,
SRR LA T B R ARG H 8BS . HEF R A Tarls. A4k
AATEE. ARIXRTAAEREFITEY.
[—Ax g 7 % 10]
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1% Ar’t
P - AN — Y

O -
(1) (3 6)3km (3 7)zektdh
4 5
" (2) A: B 4] KR B AL A (5)
o ® HOR s | )
N NR > >
(4) &4

A : VAN Al
» BLAR R°N *
RN _Q—N/;\NR‘ RS RN

N NH
(6) # kM (7) #t4h
X*—(CHg)n-Y

Ar“
sND N~ »
AN Vg VP

(8)

Yy

(9) &9

FEVE WA P AL (1) BAT IR R T AT B B A 2 bk vy 8%

(36) . ¥ieodh (36) EBAAEITAETEITENHEA P 44T

HEGLE, ety (1) BWEEMNTRE, TAGREA 2k 01LE

s 4 (4) ., AT, mB—EFE 5% 1 PSS (4) F23EM (9) &

IR ER, STUAMEA 22 M e91badn (4) 153 A 5500 69 KL B4
#(9) .

BT BT LAY RATARIE R, #48A (R) -5, S5-ZRE-2-F4K-3,

4-FIBEHF -1, 3, 2- BAMERELE. (S) -5, 5-—F KA -2-94

0 =3, 4- "I -1, 3, 2- BAMERSIEF EAM LI AL H ot

Hamsh ik, FIRAMRE - W ErR BB LS HATEIE R, #H (R) -B-3

- I A -9 -ARIN[3. 3. 1] FH. (S) -B-3-Jtmik -9 - MARER

[3.3. 1] . (-) -RfoFRAME. (+) - RoRFREME.

(R, R) =2, 5—-—FHEMMEIRAIL. (S, S) -2, 5—- —FHAAMEILK

1s %. (R) —BINAL-H. (S) -BINAL FA4c M4 R EMMETR, A

we SHE ) BINAP — 47 Beda A dh <% k& B ARARA 6 Tad #m SRR, P

BB de Z The. —F R TR, SR F AR, BRERST. KR 54N,

22



02825874. 6 U I R A VA

S840, B EMAT. BULFE AL, —RAARERAE. ATAAE
AITAZ. %?%;&ﬁ%% XUHE CARBATERAL B L, RAL4A.
SAVAREA B S, VEMIAR Bl e FEE, CBEFSBRE, L. WAk
FRE, TR $¢%%,ﬂw ZATRFRQRBREN, —FATEL
s fE. TR, KENTRRAER S,
[—Ax )& 7 % 11]
HO.C—(CH2)n-1-Y®

RN “'ﬂ_/"\ (21)

(7) 3%

N LB H
—Q— Nj,-—(CHa)M—Y5 ERA
(3 8) a4

AI"
N /_\N-- (CH)y~Y®
N_/
(39) #iH
M—ExH)1E FiE 10 326 kit (1) , B—RRFEF & 3

HREVAEF IR, TTUAFR|se e AL BRa4n (39) .

10 [—Ax & 7 ik 12]
o\ A’ OHC—(CH)n-1-Y°
N/ —QNmNH (24)
\_/ -
(7)=AH

1
R°N N— « ™/
et —Q—N — (CHoh—Y?
(-

(39) st
M—Rx I ik 10 152030tk edn (7) , BR—AEHEF % 4
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B AT R, VAR5 M e AL A edh (39) .
[—A& )& 7 % 13]

w5
Al Ara)\“/
RSNCN—t 7\ Y (0]
N_MH (25) 3 (26)
(1wt rEiiLY

Al.‘l
s N+
"N _Q—N N— (CH)o——A?
\_/ o

(4 0) &4
Ar‘
RN A—(- AP
—/ _Q—N N— (CHa)g—“—(

0O A
(41)

I—Rx %€ 7k 10 326k (7) , B—RAE 5% 4
s BRVEET IR, TTUAEE| R 60 AR KBRS (40) RAKALAH (41),
[—R& &) 5% 14]

1
N\ N o
5N N—+ HAA
: —/ _Q—N/_\N—' (CHz)n‘CHZ"u—Ar4 -
_/
(4 2) #L4

AL

Y

1
N x* 0
RN  N<+ —\
\—/ _Q—N N— (CHz)n—c'H—lL-Ar“
s
(4 3) =%

1 X
I\ N =M
RSN N .\ $
./ _Q’N N— (CHa)q (ﬂ
—/
4
(4 4) #4 Ar
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MR iR 10 FRR) 6914 (42) , 3R —RR&\EF % 7 69 FIAF
FHE, TTASFE R AR L A EY (44)
[—#& #)i€ 7 & 15]
Ar1

RN N+ —\ 0
\—/ N N— (CHZ)',,-CHZ—JI—Ar‘

Q
L

/A 0
RSN\_JNﬁO— (CHz)n-l—-lLAf“ ”

DNF (ONe) 2
witeg 5t
(42) %

(45) k9
o 2l o
\—/ _Q_N "(CHz)n‘%{
\__/
(44) k% 4

1 D
/N A ~E
RN A< —_—
- —Q—NC — O O F

Art
(46) &t

—FEHEF & 10 5369104 (42) , B —4)E 50k 8 Hh R A
B, TARBRAMEGARLALES (44) K (46) .
AL AR GNAYTAR U RIEZ LS, BHEARARA. KE
FOBALR . A FL &R RER. FA. AL B, R,
10 EMRAF, TARE—FRAGRFEAR (FlieF 14 RISITE ARG HFF
MR 7 5 ) 416, BRI AARIE B A R IK. FHARET7 8 8
B T ARATIE S 8gik . EHSEAT R G FIH 8T, TOUAREE 25
o AR A (Flhefk £, . U, HRBEREEF) | 565
(BlhopmAS%E. BUBARINF) | 10FH) (Flhodfgsisd. &
15 BE) . OBER (PR PRFRESEE) X
AL RS AERAE TS EH 1 8 1~2000mg, — B —K K%
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R, LHEREFEEFCGFE . REABGERF IE TARATIE H 49
R

FEBit Fitt—F il ALY, A2AK I B IR F ik 2

1-[2- (4-RXE) -2- (4-FRA%EL) TR -4- (3-%
RE-2-A-"EL) skhwd it (R 1P 1) 494 %
(1) ¥ 2-R-4-FFCTH 8. 6g fn | - ZAFIHRA 16. 0g 5L

10 & A7 60ml b, IeENA 3, AINETRE, HEERBERYE, A
REIRER, B UBER, AIVERFR Kk, KRBT IE.
RRTRAG, BRETRE, F3)1- TEHEA-4-12- (4-RKXKL) -
2- B THAIR%R., HFHAFE6 1 - CRBEHE-4-2- (4-AFXHE) -2
- TR REIRR B 80n] F, AR T MEAAAE 2. 0g Fo 5 %S4

15 ARAZRIEE 1 iEK 10ml, & 50°C FAe#k 1N BF, ROELBRE TIRE S,
Ak TEBEFE B, AME R Kk, KRB TIE, BRTB
FE, BERYG. EEREF N M BIE/ LB TEER, BAET RS,
B PR e BARE LB RE, 138 1 - ZRBEA -4-[2- (4-FFKRL) -
2-FRTKIRERE B 18. 0g.

20 () A1-TZEEA-4-12- (4-RARKK) -2-FATHAIRELER
2% 10.0g #Ae K 30ml. BABLR 3. 3ml, JE S0°C FHEIE 10 40, ¥R
JLARBJETIRSE, Aen 25% BKiEmAK, B CBMTBEEFIR, BHIER
tode g Kbk, RKRBAATIR. BRTBRAG, BETRYE, 73 1
- LEFA-4-12-R-2- (4- 58FA) TAI%E 10. 0g.

25 (3) Fl1-TaBA-4-12-R-2- (4-#8FKHK) TH]I%E 10 0g
BRAR SOl ¥, AN 1-FANRKE SRS 12.1g. —FRALE
21.3ml, & 65°C FHHF 6 B, R BT ImAIEABRER SAHK AR, A
LB IR, A HE R FR K obiE, KB TIE. BT IERAE,
BET RS, ¥R ERRAEE#EE (chromatorex NH. T¥%: L8 LB
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=4: 1) ghigl, FERRE 1 - TERBEHE-4-2- (4-#,FKK) -2- (4
- FAEA%kERL) TRIREI. 63,
(4) F1-CREA-4-[2-(4-FKK)-2- (4-FREKEE)
L] RE 6. 2g SRR TBE 15ml &, Am N A BAAT 6. 2g, Anth =R 1 MR,
s AIETRE, K, BUBRURFER, FHIERAefREKEE, L
IKFRBRANT IR, JEFR-TBA, MAETRE, £31- [2- (4-AXKK) -
2- (4-FAtkRERL) CRIREHMSS. T,
) ¥1- [2- (4-FAFEKL) -2- (4-FEA%EL) TAI%RSE
0.30g JBMEAE—FAFTENE Sml F, Ao 3-BERE -2 - £ &AL 0. 24g. 1
o - (3, 3-—WHERAARHL) -3-CEB TR 0.21g. 1-&4
FH =k 1 KA 0. 18g AR ZLHe 0. 14g, AR THIF—RK. ERELR
b An NAGF s R S 4N, B LB LB E IR, A AUE R Mde R Bk ik,
FoKARBAT IR, BT RAG, BETRE, REAZKAEE L
(chromatorex NH. Tutt: ZBEZBE=1: 1) #h4k, 4F3)dkeg1- (2 - (4
15 —#AFE) -2- (4-FRAkEL) THE]-4- (3-BRKA-2-KR
B ) vk 0. 34g.
6) H1-[2- (4-8FKEK) -2- (4-RAAKRER) TR -4-
(3-BARA -2- A @B ) vk 0. 30g BEAEWErATH 2. 5ml F, Ao
S AAS4E 21mg, AoiEA 30 4F. A ETIBE AN 25% K 1nl, A
20 HEEEREFARNLE. BIERBRERYSE, RERBRAEEE X
(chromatorex NH, Tix: B TES =1: 1) ¢ifk, F2)ddkeg1-[2- (4
-RFE) -2- (4-FAEKEL) TR -4- (3-BFRA-2-AR
#£) 9k& 0. 19g.
(7) #H1-[2- (4-FEKL) -2- (4-FRdrtt) TR -4-
s (3-BREA -2 - A AE) koA 0. 19g BMREAE LB dml F, A 4M EALEA
/1, 4 - ZRZIRTIEE Inl, ARG R AE, FRER LR LA/ TE
sl RIRESLER CRUERRE, F31-012- (4-8FK%K) -2- (4
- FRARERL) TR -4- (3-BXRA-2-ARL) krodid
0. 20g,
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AW A BB AT EAF B A e SEMA B AR R 1 T 45

2o

L34 2
1-[2- (4-8FKHL) -2~ (4-FARA%EL) THA] -4- (3-8
s RE-2-AWHAHRL) kAEwLBL (K1 Faesdn 39) 4K
(1) Hhkaws 16y (4) ARG 1- [2- (4-8AKEK) -2- (4
- FRAREL) TR]I%A 0. g BBAE_THA TR Snl P, AoA L -
(3-8 ) BER 0. 33g AR ZF R THE 0. 19g, EEETFTHIFL
Bt ERELR T mASAR B ESKIER, B LB LB, HAAERG
o FeR Kk, RKFABMTIR. BRRTBEANE, BRETRE, REMZ
JitE &,1%7% (chromatorex NH. Ttx: ZEAZES =1: 1) #4fk, F2)K
B 1-[2- (4-8FKK) -2- (4-FARERKRER) LA -4- (3-BXK
A -2- A kB 0. 15g.
Q) #H1-012- (4-FFKE) -2- (4-FRLRERL) L] -4-
15 (3-BERA -2-AMAEK) ke 0. 15g BMEAE LB 4nl P, foX M 2L
A1, 4- AL TIER Inl. RERBRI ARG, RER LK TE/
WE L, RIS LR TERRA, 53] 1-[2- (4- R EKHK) -2
- (4-FRikaL) TR -4- (3-BEEA-2-AHARL) kbwi
BR 2 0. 14g.
20 ACAW A BRI T ik 13 B 9ISt s M B B A R 1 b4
i
F 345 3
1-[2- (4-RFEK) -2- (4-FAKRELR) LRI -4-[3- (4
~FABEA -2-R) BAIREWHEHY (K1 Pasbd 21 695%)
25 (1) ¥oEsp 16 (4) PRRH1- - (4-FAEKL) -2- (4
- FAdvkeEl) CARIYRE 0. 67g IBMFAERFI Sml P, e 27— (3
- EEA) BRA - 4- TH 0.57g. TR 0. 66g VAR = LELRAM AL
0.51g, EZEBRTHIE 30 24P, EREET AR ELKER, A
LB TBSEIR, AAERtafaf ki, TRBRBRANTIR. JERTIEHA
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10

15

20

25

&, BAETRE, REAARKAEEEE (chromatorex NH. TIK: TET
Be=1: 1) 4k, FEkeg 1-[2- (4-AFKHL) -2- (4-FAEiL%k
HA) CRI-4-[3- (£ -REBERE-1-K) ALI%R%RO0. 758,

) HF1-02- (4-8FKK) -2~ (4-FARA%REL) TH] -4-
[3- (& -FAEBRE -2-4) RAIRE 0. 75g BHEETE 4ol F, Ao
NAIMBALE/L, 4 - —EFRTHRER Inl, BRERBR RS, BRERAT
FR OB/ TEEEdh, RIS LR TE Ak, 73] 1- [2- (4- &AFRL)
2= (4-FRAkRE) TR -4-0B3- (& -FHEBEXA-2-1) R
Alokhwg B 0. 74g.

RS h B BV 7 iR A B AL A M G s A B SR AR 1 4
4.

A7) 4

1-[2- (4-8FL) -2- (4-FARARER) TR -4-3- (&
- AAFBABERE -2 - ) AAIREEEEE (K1 Pasd 224
AR

(1) HFEHMmEHE 365 (1) FPHARH1-02- 4-8FXK) -2- (4-F%
AATRRL) THR] -4-[3- (& -FEBERE-2-K) RA]%E 0. 15¢g
RRRARTE 1. 5ml F, AL EAAT 50mg A=A 30 4. FR LR
BIERRE, AR K, AEFIR, AIER MR K%,
FRRBRANF IR, BIRTFIRANE, BETRE, RERERMEEEE
(chromatorex NH. Tt%: ZBRTES=1: 1) 44k, F3) ke 1-[2- (4
—ARK) -2- (4-FRA%REL) TR -4-03- (£ -2AFBA
B -2-38) AARIRE 0. 11g.

2) #F1-[2- (4-FFKK) -2- (4-FALKEL) THA] -4-
[3~ (4~ ZAFTERAIRIA -2-38) AAI%RE 0. 10g ZMEATE 4nl
¥, A AMBAE/], 4 - RN TIEEE Inl, BERERERE, KR
B CBOEE/ TE G, EIRGHER CRLBERE, 73 1-12- (4
—HRA) -2- (4-FRARERL) TR -4-3- (£ -RATEE
BEA-2-K) Aklwkhwiad 0.10g,
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A A B B A 75 AR B G E- A MU B MBI AR 1 T4

Z 345 5
1-02- (4-8FKHE) -2- (4-FARA%EE) THE]-4-[3- (2
5 - BARFBEA -4 - ARk -5 - ) ARIREOERYE (K1 FaLs
M 85) tA AR
(1) Hdekbp 2 AT EFRN1-12- (4-8F4L) -2- (4-
FRAREL) TR -4-[3- (2-CTZEBE-4-FAEA-5-H£) K
K]k 0. 15g BB FEIR/ LEFEE Sml b, #E —&., ¥R
10 AETFiRYE, RERABAEE %X (chromatorex N, T%: LB TEE =4:
1) #bfb, FEMREG1-[2- (4-F8KEL) -2- (4-FARE%KEL) T
Al -4-03- 2-RAFBA -4 - Fpog -5- ) RAI%RE 0. 15g,
() HF1-02- (4-8AFKK) -2~ (4-FRA%EL) THA] -4~
[3- (2-REFBE -4 - FHoEed -5 -3 ) HAI%E 0. 13g BAEAE 4ml
15 B, M BALA/L, 4 - ZREIRTIEIR Inl, BUERYE R ERE,
KRER CRRTER/ FEstkah., IRIREME A LR OB RE, F8)1-[2- (4
- BER) -2- (4-FAREAKEL) TR -4-13- (2-AALTFRAE -
4 - FREEe -5 -3 BmE]kEwmLE L 0. 15g.
RS- MAR R\ 77 HAF R 9L 9 s M B M AR AR 1 T4
20 i,
At 6
1-02- (4-8FKK) -2- (4-FRK%EE) TH]-4-[3- (4
- FACEe -5 - ) AAIRAWBEGE (R 1 PEAY8]) H9E K
(1) g6 2 BIMFEFRG1-2- (4-8FK%K) -2- (4-
25 FARARELR) TRl -4-13- (1-TAFA-4- KR -5-K) A
Ak 0. 14g WM T8 Sml P, Ao IM S EA4AKIER 0. 28ml, Aok
A S ., WRERAHETRE, A M EMEA/L, 4- —ALKD
WA dml B, BRI RIBET RS, EREF N IM EEf4HK
ik, ) UBRUBSEIR, AAERMAR HKER, KRBT E. &
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RTRANE, BETRYE, RERARRAMEEE (chromatorex NI, %
CEATEE =4: 1) #hfl, FRKRM 1-[2- (4-FAFKEL) -2- (4-F
RATRER) G -4-[3- (4-FKFoRek -5- ) RAI%RE 90mg,
Q) H1-02- (4-8FXKL) -2- (4-FALRERL) TH] -4~
s [3- (4-KFmek -5 - 35) RAI%kR 90mg JAfE /£ 8% 4ml F, Ao 4M
RIS/, 4- —REHRTIRER Inl, BERERFRE, RER LML
B/ Fozstdn, I MER LBMLEERAE, B3 1-[2- (4- KAL) -
2- (4-FRHEKER) TAI-4-[3- (4-FKigEe -5-2) HAI%
9 8L 2 95mg,
10 ARG I BB A Tr AT B BB 0 s MDA B M SdB a1 4
2l
EA) 1
1-[2- (4-8FKE) -2- (4-FAfktd) 24 -4-[3- (2
—HETRER -4 - KRR -5 - RAIREwEEL (&1 P54 83)
15 BIE AR
(1) PRz 2 FIAZ R0 1- [2- (4-FKR) -2- (4-
FAREARER) TR -4-[3- (2-TRBEA-4-FKARE-5-K) &
AR 0. 15g BAEATE 3ml F, AAFIEAH 21ng HIH—E. A
BF IMANSOFBR B B AN, B UBR UBSEIR, HAER thFah th Kk
20 &, RAKRBATIR. BRFIRANE, BAETRE, REMNAGEG S
(chromatorex NH. Tkt: LERZES =4: 1) 4hik, F3)keg 1-[2- (4
~AFEK) -2- (4-FARRER) TR -4-[3- (2-BFH-4-
FAoEed -5 - ) AREIRE 0. 11g.
2) ¥1-[2- (4-8KHL) -2- (4-FARAKEL) TR -4-
25 [3-(2-FFIE -4-RKEEed - 5- 1) RAIRE 0. 10g B8 74E 2B 4ml
F, N A RAE/, 4- ZREROEERE Inl. RERER LGS, &
B U UE FRrsE . RIREDER LB LB K, %) 1-12- (4
“ARA) -2- (A-FRAKER) TR -4-[3- (2-FBFH-4-
RAogek -5 - ) AAIkAwLE L 0. 11,
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A A BBV 7 iR R WIS e S AR I SR AR 1 F 4
i
L4 8
I-02- (4-AXK) -2- (4-FAfokdhil) TR -4-13- (2
s —RK-4-FKEER-5S-A) ARDIRERLERAE (&1 Faikedr 94)
GRS
(1) L6 ) RIHEFEFE1-2- (4-RFKL) -2- (4-
ARERGRE) THE] -4- (5-FMK-5-FERK) %k 250z BA
PR FEAR Tnl F, AAN, N- — 9% TRl = F R 48 Tnl 0L &orthrk
10 X% Tml, Aed @R 3 N, BERAHETIRE, A F B SAN KRR,
R B LB F IR, AAVERfef R iRk, RAKMBMTR, RBTR
MG, BETRGE, KRER AL E#E (chromatorex NH, &4%: B
ThBE=4: 1) 44k, FRRG 1-[2- (4-AFKL) -2- (4-F AL
i) TR] -4 (4-RBRE - S -l - 1 - AR -4 - ) %k
15 2.95g,
() #H1-02- (4-#FKK) -2- (4-FRitrit) TR -4-
(4 - 3RBUAK - 5 —wtheloly - 1 - JOK - 4 - %20 9kok 0. S0g 55 A2 8% Sml
W, IR AR RAIN LB 9lmg VAR RBALAT Sdmg ¥ LR
B oSml, FREARAETR T3 BB, ARERI it, HHERIEFR
20 EhoK#RE, RRFABRANTIR. RIRTRAE, RETIRE, KRBT
A @k (chromatorex NI, Tt%: ZEEZEE =3: 1) 4hib, 25|80k 49 1
-2 (4-8FKK) -2- (4-FAokrid) TR -4-3- (2-4&
A -4 - R -5 - 20) mAIRE 0. 20g.
(3 H1-02- (4-8FKK) -2- (4-FRlrEL) o] -4~
25 [3- (2-BH-4-FKABw -5- 1) ARI%E 0. 20g BAEALE 4nl
F, N M RBALEA/], 4 - AR THEER Inl, BERGRELEE, 5
ERCBRUEE/TE4han. RIRGENER LB TES &, 58 1-[2- (4
-ARE) -2- (4-RARAKREL) TRl -4-[3- -FA-4-%
g -5 -8 AR]RERALERE 0. 19,
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AR B AT BT E| ARSI MU R B AR 1 T4

L34 9
1-[2- (4-8FKK) -2- (4-FRE%ERE) TR -4-[3- (4
s —REMEE -5 - ) RAIRARLLERE (R 1 PHEHI3) AR
(1) EE#H 88 (1) FHARM1I-2- (4-FAKXKL) -2- (4-#%
FETRER) TH] -4- (4-KBE-5-wBk -1 - R -4 - )
Jkoi 0. 50g P AN FBR4% 0. 55g. FBUE Sml wABRUK 0. Iml, 42 180°C FiE
B2, BERERANETRE, AR ENKER, TR T
10 BEEI, AAEReFR KRS, TRABATER. BRTENE, &
JEFRYE, RER A G1E% (chromatorex NH., Tdg: ZBE TES = 4.
1) ghdb, FEhREG1-[2- (4-2FKK) -2- (4-FRA%REL) T
Al -4-[3- (4-FRAFxw -5-K) ARAIR%E 0. 16g.
Q) H1-012- (4-8FKK) -2- (4-FRAE%EL) THR] -4-
15 [3- (4-FKFEFw-5-2) AAIRE 0. 16g FMATE 4nl F, oA 4M
FAHESL, 4- —RLRCIER Inl, BAERER RS, RERTBKT
Be/WEzsEdh, BIRELEH LB TES L, F3)1-[2- (4-RXKL) -
2- (4-FAFkvkERi) TR -4-13- (4-FEgr-5-4) ALI%
A 0. 15g.
20 RSB B A 77 ik AF B LM Y SEMPA B SR E R 1 4
-
) 10
1-02- (4-8FKK) -2- (4-AARA%REL) THA]-4-3- (2
— R -4 - KR -5 - R AAIREEHRE (K1 Pt 84)
25 H9ERR
(1) ¥3Tsb) 2 FIAEERM1-12- (4-FFKE) -2- (4-5FF
BB A ) TR -4- (5-RAKR-5-FKEXRL) Rk 0. 20g BRAERSG:
LB =2 1A9RAEA 8ml ¥, AZEETH 10 04PEMERT 4Tng 2
RS TER =2 1 8RAEN nl, FHR AL BRET RS, F2)MKke 1
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- [2- (4-FFKK) -2- (4-FAKRKEL) TA] -4- (4-8-5-
AR -5 - AR ) TRk 0. 22g,
2 H1-[2- (4-8FKK) -2- (4-FRAKEL) LAl -4-
(4-38-5-8uK-5-FERL) kR 0. 20g BARAE B Iml F, Junsh
s Mk 19mg, AedhEi 1 A, BRERAINETRG, MASCIBERSRAAK,
A LR TEREIR, HAAERaA kg, TKEBMATIR, BT
G, BAETRYE, RERHEBAEEEE (chromatorex NI, Tix: &
TEE=3: 1) #hfl, FERRG 1-[2- (4-AXK) -1- (4-FAAL
PRRIETHE] -4 - [3-(2- R -4 - FpEeEed - 5 - 2)RE] %% T0mg,
10 B) HB1-02- (4-8FKK) -2- (4-FAREkEL) Th] -4-
[3-(2- 22 -4 - K8k -5 - X)) RA]I%%E T0mg EfEE LB 4ml F,
AN 4 BALE/ 1, 4 - —RER TR Inl, BERE R LIRS, REH
LB CER/ FEsskah, RIREGG A LB TERA, F3)1-2- (4- AKX
AK) -2- (4-FARA%ER) TAI-4-3- (2-&HE-4-FiE
15 —5-4) RAIRAEwEEL T0ng.

RS A BRI AT B LM AR SR AR 1 $4
&H.

S 11

1-[2- (4-8 FKKL) -2- (4-FARA%KEL) TH] -4-[3- (3

20 —HFA-S-FA -k -4-K) ARIREWELREL (K1 Peos
M 92) #94R%,

(1) ¥3eshp 2 FAREN1-2- (4-RERL) -2- (4-BF
ARARA) TR -4-(4- TRIEEA -5 - 2K -5 - FAERL ) %A 0. 13g
SRR TEE Iml F, oA —KA 0. 12g, Aedh G 3 N, SRR A

25 HEERE, WMANOIREKBRESK, A LRUEBER, AERBPRLL
Kk, FRHBAATIR. RRTERING, RAETRYE, REAMLIRIAEE
183 (chromatorex NH. @%: ZBRGES =3: 1) &4k, F3)dKke91- 2
- (4-AXRE) -2- (U-FAA%kRE) TA]-4-[3- (3-%4-5
- R - -tk -4 - K) BAIRE . 11g,
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) H1-[2- (4-FFKK) -2- (4-FREKRER) CK] -4-
[3- (3-#%-5-FA-M-sek-4-) AX]%%E 0. 11g BFET
BZ Aml W, Ao AMEALE/L, 4 - R TEAE Inl, BUERSE R LR
&, RAER U UES/ FEa A, BREKEH LR TEREA, 15F3]1- 12
s = (4-RmEHK) -2- (4-FRE%KEL) TR -4-[3- (3-F#%-5
- FA - 1H-wbed -4 - 3) RAIRRwERE 0. 10g.
AAA- WA R RV FE 5 EAF R 6L A B B AR AR 1 T4
it
A 12
10 1-02- (4-8FHE) -2- (4-FARA%EA) THA]-4-(3-12
- (2- 2 -4 - ) RAT R kb w R (R 1 FaLe4h 60)
898X,
(1) E#HBEHRS) 16 (5) AAGFRFEHN 1-[2- (4- AKA)
—2- (4-FARERERL) THAI-4-[3- (2- TBAAEKL) ABLAI%
15 & 0.55g PhuN 25 % AR/ TRUIEE 1. 3ml AR AT Sml, HEHE 10 54,
YR ERATBRTHRE L DI ERERE. HREEMBACTE 0nl +, 4o
NEM 0. 25g, HAnifEif 30 o4F. RALRAHETIRE, MmN famkE £
K, B CBRTEREIK, ANERMAR LKA, TKABMTR. &
RFIRAE, BRETRE., REM#ERIEEEE (chromatorex NI, T%:
0 ZBEETBEE=1: 1) 4k, BKeg1-2- (4-FFXL) -2- (4-F
AAkAL) THA]-4-3-2- (2-R3EE -4- 1) XA AHE)
Uk 0. 44¢g,
2) H1-02- (4-8FKEL) -2- (4-FAAREL) TH] -4-
3-[2- (2-&H&rd -4~ 30) RE]ABI) %kER 0. 34g BEADEA
25 d Sml F, AmASALAEAE 23mg, AeIMENA 1B, AHEFIR, WA 25%
FK Inl AaEsk £ iR AT, BRETIREIRR, REMRRAEE
7% (chromatorex NH. T%: TBRZEE =4: 1) %4k, 153)500Ke4 1- [2
- (4-FAFRE) -2- (4-FREkpat) TR -4-03-12- (2-&
Aok -4 - K ) KA R} %% 0. 228,
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(3) F1-02- (4-HFKK) -2- (4-FALKEL) TH] -4-
3-[2- (2-&Aegek -4 - ) XATRE) k% 0.19g EFE TEE 4nl
B, o M EALES/L, 4 - ZRRIRTHIER Inl, MR RE R RE, K
B U/ B, EIRERER CBTE A, 35 1-12- (4
s —AKRE) -2- (4-FAEREER) TA]-4-03-12- (2-RAEA
-4 -3 XA RE) kHw i 0. 20g.
AACS AR B A5 iR 1R R 0L s ML R e S4B R 1 F 4
£,
) 13
10 1-[2- (4-RFHE) -2- (4-FALKEL) TR -4-[3- (&
- AR A -2-K) -3 - BRAAIREWERE (K1 Fesd 46)
YA AR,
(1) HEap) 165 (4) BB 1- [2- (4-FEL) -2- (4-%
FERARL ) THAI%RE S Tg BMAETE 40nl ¥, dor M BLLE/L, 4-
15 ZEALIRTHEE 20ml, BERGE RIS, R0 ERE LB LB %
A, AFE1-[2- (4-AEE) -2- (4-FRAREL) CAIRAEDE
BE b 5. 3g.
(2) A1-02- (4-FAFKEL) -2- (4-HALREL) TRA]I%RED
a5 0.50g PheA 2 - ZEE -4 - BFAR 0,278, KA 0. 1ml. 1, 3
20 - ZRJRIF dml AR ZHEE Sml, /£ 150°C FHEEE 30 o4F. ¥R EA
HEFTRE, MATR, RAOFREREAKERABIOFRE KL, A
B KRB AR TR, RIRTRAE, BETRE. REAARKAEE S
7% (chromatorex NH. @tz: ZBRZAS=10: 1 VAR WAKO Gel C200. &7
WEE=20: 1) 4k, FEREG 1-[2- (4-FFKL) -2- (4-BAL
25 REA) LRI -4-B3- (£ -BERA-2-K) -3- 8KRAK]%E
80mg .
(3) #H1-02- (4-FEKHE) -2- (4-FRAKEL) TLE] -4-
[3- (4 -fFEFKE-2-4) -3-8RFBA]I%E S0mg JEMAETEE 4ml
F, AN AMBALE/L, 4 - ZRLIRTHEER Inl, BURRE R RE, 5
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BRUBTE/ Vo, BREMEN CRUEERE, 7% 1-12- (4
-ARE) -2- (4-FAKRKRER) TAI-4-[3- (- A BEEL-2
-&) -3-2ARAAI kB LA L 65mg.

EHA] 14

s 1-[2-(4-8K%) -2- (1-FAKAKRE-4-K) ThA]-4- (3

—BRFEAE-2-AAA) R ERRE (R 1P e 29) 694

(1) H=FREH48. Il AAEAIEFAH200ml &, /£ 0°C Fi&Am2. M
LETHAR/ Tl 13Tml, AR LR T #hnst SRR TR 25, 2g w9 Svk
iR 100ml, Aoaox FABEER = BB (HMPA) 28.4ml, FHBEEBRH

10 30 4. WRERAHIHZE 0°C, HEin 1 -BRTELARE - 4-ko2hA 32.5g
A Sk iR 100ml, AR ERBAEH 3 DB, ERER T K, B LB
CBEEIR, KEMNABREATIEZ R A MM, B LB UBER, AIEAR
AR HARKRERE, LKA TIR. BRETRN G, HIRRRETRE.
BEREFMANTE, ETRTHM¥. BB LG L5M TRKE, 123

15 BARREI-MTEBE-4- [BA- (4-8XRL) PR -4-F%w
30. 0g.

Q) B1-RTEEK-4- BRI - 4-8FXL) FL]-4-£5%
"2 30. 0g A HAF 60ml o &%, 0°C FidiRaiEs 60ml, J4 5 M @ AuihE) ik
3ONBTE, AP E 0°C, Ann dM REMAAKIEZE 400ml. 1, 4 - —RALKIKRD

20 3 200ml AR AR T R CBRERES 22. 28, A TR T 30 04PE, AR
RPN AT Z 2 BN, B RAFFI, AAIEABFR KL E,
KBTI, RRTRANE, BERBERS. RSB E
% (WAKO Gel C200. RAF: FEE=10: 1) #hik, F2\hkey | - TEE
A-4-[BE- (4-F RL) FAI -3, 6- =& - 20 -#kwz 28. 3g,

25 () H1-RTAEK-4-[BE- (4-8FKHL)FH]-3, 6-—5
~ 20 - wthnZ 28. 3g ISR FBE 300ml P, Ao S ALbse B 2. 80g, EEAA
AATRYE, B2 1 -RTEEA -4- [B - (4- AFL) FAIR2H
HLSE 28. Og.

4 ¥ 1-RTARHELE-4- B - (4-AFL) FRI%R9. 288
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15

20

25

fRAE—F A THAE 100ml F, JoN1- FERHEAKFE 668, 1- (3, 3-=
WHEERARL) -3- CHAEA TR 6. 3g. 1-FEFHF=4 1K
A 6. 3g VAR Z LR 4. 5ml, AERTHMEI DN, EREAZTF Atef
BB EAKER, B LB GEERIR, AMERfR Kbk, TR
TR, BRIRTIRAE, BRAETRE, RERARAEE S, (chromatorex
NH., Tht: TERTES=4: 1) #tk, FEReG 1-FaHEA-4-2- (1
- RTEBEERE -4-4) -2- (4- £ KE) THBA]I%REA 11 0g,

) ¥F1-FaREA-4-D-(1-RTAERHKEKE-4-2K)-2-(4
- SUFRL) TBUA] YRR 10, 6g BAEA T A 100ml F, Ao 4M FHLE/L, 4
- ZRARTIER SOnl, EFBTHAE L. FRERRET RS,
KEFWANCTRTE, A IMARNAARERABAFR K HE, AHE
R T KARBAAT IR, IRRTIRAG, MAETRE. WREERBE-_FLT
Bt 100ml &, Ao 2 - m &k 2. 95ml VAR BRBRAT 8. 1g, A TR THIE—
B, BRMERFMNCRTE, FKFitofaf Rk E, AHER LK
BB, ERTEBRAE, RETKRE, REARRKREEELE
(chromatorex NH. @x: TBRZBEE =4: 1) 4k, F2)dKeg 1 - F a8
E-4-02- (4-FAFH) -2- (1-FRA%RT-4-4) TEA]%RE
6. 2g.

6) H1-FEaHEH-4-[2- (4-8EXL) -2~ (1-FRmHAKE -
4-2) TEEAIRE 6. 1g WMBATE 60nl &, mARAIL/3 0. 60g,
AAAAATEERF—A. AraEk LIERREARA], IR RRERSE, 7
Fihkag2- (4-FAFKL) -2- (1-FAARE-4-%) -1-%%E-1
- R A B 4. 8¢,

(D F2- (4-FFKL) -2- (1-FALRE-4-4) -1-%%
—1- A AR 0. 30g BMEA—FTRATEAE Sml P, 0N 3-BEKA -2- %
RER 0.22g. 1- (3, 3-—FWARARE) -3- TRABNU-_TKERKRE
0.20g, 1-BERHF=rk—KEW 0. 20g AR Z I 0. 14m], EZTRTH
P 3 BF. EBRALR P A NAOABRBR SANREER, B LB TES IR, A
ERfega g kg, KRBT R, BIRTRAE, BETRE, &K
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R AERAE €875 (chromatorex NH, Tt%: CTEATBE=2: 1) 44k, 13
FlmdReg 3-BARE -2-R-1-4-2- (4-FAFEHE) -2- (1-£%&
ke -4 -4 ) TBAIRAR -1-4) &ilx - 1-8 0. 30g.
8) ¥H3-BERE-2-A-1-04-[2- 4-AFAL) -2- (1-%
s O RERIE -4-38) CBURIRE - 1 - 38) Atk - 1 -8R 0. 28g MR AW £k
# Sml ¥, AeANSALER4E 40mg, AoRENA 30 4F. AHETIR, oA 2S
% oK Iml, FALSR X IEIMRA ML, BUEREIER., RSN ERA G
7% (chromatorex NH., @kt: CERTES=4: 1) #h4k, F3)dIkeg 1-[2
- (4-RFE) -2- (1-FAdRE-4-4) TH] -4- (3-BFXAL
10 —2-A&HHL) ReE0.20g,
9 F1-[2- (4-AFKKL) -2- (1-FAARE-4-4) TH]
—4- (3-BRFRAE-2-AAAL) vkek 0.18g B AETEE 4ml F, Aol 4M
RALE/1, 4- ZREHTIBRE Inl, BERERIRE, FEH LKL
e/ FES4Eah, RIS MG A LR B vk, F3) 1~ [2- (4- REL) -
15 2= (1-FAAGKR-4-4) THA] -4- G-BEL-2-AAk) %%
ZHEE 0. 20g,
RSP B BV 77 iR AF B G e s A BB AR 1 4
&,
E34) 15
20 1-[2-(4-8FK) -2- (1-FALRKE-4-4) TR -4- (4
“HFR-A-FARTR) kR R8I (&1 Pasdh 101) 645
(1) b 1449 (6) PHARG 2~ (4-AXRL) -2- (1-%&
AR -4-K) -1-%kBE-1- R THE 4 1gmfE A Sk 40ml +,
ANEA4B4E 0. 45g, AIEA 30 4P, AFETIE, Jea 25%FK Snl,
s RAEREIERARGLE, REREERR, RERRKEEEE
(chromatorex NH. &A7: WEE=50: 1) shik, 1FF)5d0ked 1-[2- (4
“ARE) -1 (1-FALKE-4-4) TRIRE 3. 48,
Q) HF1-02- 4-FFL) -2- (1-FAfkrg-4-4) LA]
9% 0.30g BMBAENN- —FAFER 30l &, Aon 4-38 -1 -RFAT
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¥ -1-870.35g AR FARATH 0. 31ml, 4 70°C FHt3E 3 B, ¥R
FLRANERRBEIMNCBRTE, Fiaiaskii S 4hKIERA B 0 R thK
k. FAVER LRHBATIR., RRTFBRAE, BETRE., HEA#
JiAz €38k (chromatorex NH. T%: ZEATES =4: 1) 4hik, 1§53k
s B 1-02- (4-RFKK) -2- (1-FAARE-4-K) TR -4- (4
- HFAR -4 -EMRTE) %R 0. 29,
(3) H1-[2- (4-FFL) -2- (1-FRAKT -4-4) THA]
—4- (4-RFHA-4-8ARTHE) KA 0. 298 BMBATE 4ml P, Joa M
FALEAS/1, 4- R LH IR Inl, BAERERFRE, HERATLRT
0 Be/ WL dh, RIRE LA F CBATEE KA, 1358 1-[2- (4- fEA) -
2- (1-AAvkR -4-38) TR -4- (4-FFR-4-8RTH) %
SR 0. 28g.
A 16
1-02- (4-8FKE) -2- (1-FAA%KE-4-4) TA]-4-[3
15 - (F-F XA -2-K) -3-8RAARI%RB LMY (K1 Peins
M 47) e9h R,
(1) ¥ 1565 (1) $E891-[2- (4-fmFKL) -2- (1-
FRERRE -4 - ) TRI%RE 3. 4g BBATE 40nl F, Jna M BALE
/1, 4- ZRER i 10ml, BERE R RE, RERLBKRTE/TF
20 BRsEah. BRI WMER CRRLBERE, F2)1-[2- (4-FAFKL) -2- (1
- FRARE -4- ) TRIREZLEE I 6g,
Q) £1-12- (4-FAFXE) -2- (1-FRERT-4-1) THE]
kR Z AR 2R 0. 50g PAON 2 - TBLE -4 - BIAXK 0. 27g. KA 0. 1ml,
1, 3— 8283 3ml AR —HEE Sml, 4£ 150°C FHE4E 30 4%, B R
25 RGHERREMANTR, RAEIRBREM KSR E RS, A
PEF KRBT IR, BRTERNE, BETRYE, REBTHKEE
1% (chromatorex NH. Td%: ZBRZES =10: 1 wAZ WAKO Gel C200. &,
5. FEE=20: 1) thit, 1FB)dReg 1-[2- (4-FEL) -2- (4-%
AERE-4-K) TR -4-3- (-FBHEA-2-4) -3-8KF
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10

15

20

25

A ]9koA 80mg,

(3 H1-02- (4-FAFKL) -2- (4-FAdkm-4-4) °H]
—4-[3- (4 -FHEXKE-2-K) -3-8KAAL]%% 80mg A A LB
4ml F, Ao 4M BALE/ 1, 4 - R L TIERE Inl, BUERIRE B RS,
RAER CBR B/ FBsE &y, RIREREH LR TE L%, F31-2- (4
-ARE) -2- (1-FAAKRE-4-K) TR -4-[3- (& - FBXK
A-2-4) -3-8RAKR]IRE=HEY T5mg,

L) 17

1-[2- (4-8FKK) -2- (4-FAARER) THI-4-[4, 4-
M= (4-FBFE) - 4-BREATAIRARwERL (K1 Faisdn 104)
B8~ AR,

(1) BHEezH#hb) 2EHFFRN1-2- (4-RFXL) -2- (4-£F
AokiA) TH]-4-[4, 4-- (4-8FHL) -4-FEREATHAI%
% 0. 50g BAEARLER 20ml F, AodEA—R. BRERBRETRE, 1
B1-[2- (4-8FE) -2- (4-FRA%RER) TH] -4-[4, 4-K
- (4-FBRAE) -4-BOHATHAIREHEBE 0. 44g.

A IA BBV R 77 i AF B S G MDA B A BB R | T4
4.

3145 18

1-02- (4-8KHE) -2- (4-FARAREL) CRAI-4-[4, 4-
M- (4-FFKK) - 4-FATBATRIREOLERL (£ 1 o9t
105) #4988,

(1) FEAB TR 1-[2- (4-FFKK) -2- (4-FRtksi
) THARI-4-[4, 4-R- (4-53KK) -4-BETHAI%A 0.20g &5
FEAE RAABLR Sml P, Ao A WREPELE 0. 1ml, 72 80°C FHE4E 2 /SRt
P B ELRIRE T RS, REEMBAEAS Sml P, OGREIK Snl, £F
BT 2 DB, EREARTIANTERTES, FIeFkEBR SRR I,
Fo R KA, AAER LKA TR, JERTRAE, BETRE,
FE BT &k (chromatorex NH. Td%: ZBAZES=1: 1) 44k,
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FEHREG 1-[2- (4-AFKKE) -2- (4-FAKKRER) TR -4-
[4, 4-~ (4-FAFE) -4-FAFBAT A% % S0mg.
) H1-012- (4-8FKEK) -2- (4-FAKREL) LAl -4-
[4, 4 -3 - (4- AFHL) -4- FAL T TR %A 80ng (B LB 4ml
s W, e dM BALE/L, 4 - R EROKEE Inl, BUERE R RS, K
R U LB/ TBi4kdn., R E A CRRTES K, 153 1-[2- (4
-AFRE) -2- (4-FAREKEL) THRI-4-14, 4-0- (4- AKX
AK) —4-BAFBA TR KAWL Tomg,
RACE W AR B A 7 kAT B e e A B SE AR | T4
10,
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F
R'— A—é \
v N  N—(CH)—Y

— |
A S . o .
ft :? 93;@;1 R | A —(CH,),-Y BB (C)*2 | 45 &l
(CHo)a—
1 1 iPr | N 190~-193*2 | AcOEt:MeOH
2 1 |iPr] N 196~199*2 | AcOEEMeOH

. 3 1 iPr | N 205-208*2 | AcOEt:MeOH

4 1 iPr | N 197-199*2 AcOEt:MeOH
5 1 iPr | N 178~181*2 | AcOEt:MeOH
6 1 iPr| N 178~180*2 | AcOE:MeOH

7 2 iPr | N 185-187*% | AcOEt:MeOH




02825874. 6 P B B ZE38/51M
MeO (CHjp)3—

8 iPr 1761772 | AcOEtMeOH
(CH2)3—

9 iPr Q O 182-185%2 | AcOEtMeOH
|
(CH2)3—

10 iPr 171-173%2 | AcOEtMeOH

F

(CHg)3—

11 iPr 171-173*2 | AcOEtMeOH
(CHo)a—

12 iPr 197-199*2 | AOEEMeOH
(CHo)a—

13 iPr F3 183-186*2 | AcOEEMeOH|
CHa)z—

14 iPr O Q OCF,| 172-174"% [AcOEtMeOH
}CHz)s_.

15 iPr \ /\ /C' | 175-177*2 |AcOEtMeOH
(CHo)a—

16 iPr Q O O 192-195*2 | AcOEtMeOH

44
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(CHp)a—
Me
17 iPr O Q 8| 177~179*2 | AcOEt:MeOH
e
(CHg)3—
e
w | o e O] e roseueon
Me
(CH2)a—
19 iPr o | 172-174*% |AcOEEMeOH
(CHp)a—
20 iPr Me 168-170*2 | AcOEtMeOH
(CHg)3—
21 iPr N 178-180*2 [AcOEt:MeOH
CHo)s-
22 iPr ONH, 202-205*2 | AcOEtMeOH
$CH2)3....
23 iPr Woa 183-185*2 | AcOEt:MeOH
(CH2)g—
24 iPr O O 169-171*2 [AcOEtMeOH
F
(CHo)a—
25 iPr O O 170-172*2% | AcOEt:MeOH

45
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(CH2)3—

26 1 iPr | N O O 208-211*2 [ AcOEtMeOH
(CH2)g— F

27 | 1t |Pr| N O Q 181-184*% | AcOEtMeOH
CHo)a.—

28 1 Pr] N O Q 182-185*2 | AcOEt:MeOH
CHjg)a—

29 | 14 | ipr | CH O Q 211-213*2 | AcOEEMeOH
(CH3z)a—

30 | 14 | ipr | CH Q——@ 227-229*2 | AcOEtMeOH
(CH2)a—

31 | 14 |ipr| CH Q_@ 218-221*2 | AcOE:MeOH

F

JCH'g)3__

32 14 iPr | CH F——< H /> 229-231%2 | AcOEtMeOH
R (CHo)a—

33 14 | ipr | CH 226-228%2 | AcOEtMeOH
(CH2)3—

34 | 14 || ocH 221-223*2 | AcOEEMeOH

F
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(CHZ)3—
/
35 14 | iPr | CH \ /7 \ / 218-220*2 | AcOEt:MeOH
(CH2)3~
36 14 | iPr | CH 221-223*2 | AGCOEt:MeOH
(CHo)o—
, _onq%*2
37 1 |er| N 233-237"" | A cOEt:MeOH
(1)
(CHo)4—
- 38 2 iPr | N 193-196*2 | AcOEtMeOH
Ho—
39 2 iPr| N Q Q 182-185*2 | AcOEtMeOH
eH
2 \>
40 2 Pr| N 103-195*2 | AcOEtMeOH
\ /7 \ /
D—(CH2)2—
4 1 |ipr| N O O 170-173*2 | AcOEEMeOH
o}
Ho—
42 2 iPr| N O Q 200-204*2 | AcOEtMeOH
0
CHg)o—
43 2 lipr| N O Q 173-176*2 | AcOEtMeOH
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0
CHa)o—
44 16 | iPr | CH O O 195-199*2 | AcOEt:MeOH
o
CHjz)3—
45 2 iPr| N Q Q 169~173*2 | AcOEt:MeOH
o)
CHs)o—
46 13 | iPr] N O O 166-170*% | AcOEt:MeOH
Q
, CHo)o—
47 16 | iPr | CH O 188-192*2 | AcOEt:MeOH
—CH2~§
8| 2 |wer| N H 182-184*2 | AcOEt:MeOH
W
—{(CHz)2—NH
—0
49 2 |iPr]| N O O  178~181*2 | AcOEtMeOH
—{(CHg)3
50 1 Pr| N 173-176*2 | AcOEtMeOH
51 | 1 |[Pr| N ‘(CHz)a“O—Q 182-185*% | AcOEtMeOH
(CHa)3—
52 | 1 || N @—O@ 217-220*2 | AGOEEMeOH
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—(CHa)s
53 1 | iPr o-@ 213-215%2 | AcOEt:MeOH
54 1 iPr -(CHz)rO~O—© 232-235*2 | ACOEt:MeOH
CHjy)s
55 1 iPr Edy T *4
/
(CHy)3
56 1 | Pr 175-177*2 | ACOEt:MeOH
—(CHy),
2
57 1 | e ":2;\‘ ;;8)* AcOEt:MeOH
(CHg)a—
58 1 | ier Q - O ?zg—;zs)*z AcOEt:MeOH
| 2
(CHy)o
*2
59 1 | ipr 2(4;;;;5) AcOEt:MeOH
/
(CH2)3  Nh,
60 | 12 | iPr N 212-215*2 | AcOEt:MeOH
AN
—(CH~CH-C )
61 2 | Me @ 182-184*3 EtOH

49
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F
62 iPr Gk 200-203*% | AcOEtMeOH
—{(CHYz Q
83 iPr | , 198-202*2 | AcOEtMeOH
F
—(CHy)p~CH=C{_)-F
64 iPr 161-164*° EtOH
—{CHarCH=0{_)-C
85 iPr ? 187-190*2 | AcOEtMeOH
—(CHa)2~CH=C~_)-OMe
68 iPr | 172-174*2 | AcOEt:MeOH
F
~—(CHg)z~CH=C~_ )-CF,
67 iPr 173-175"2 | AcOEt:MeOH| -
—(CHa)z-CH=C~{_)-OCF;
68 iPr 212-215%2 | AcOEt:MeOH
—{CH)2-CH=C~_)~CONH,
69 iPr <El 196-188*% | AcOEt:MeOH
~(CH2);~CH —Q
70 iPr 182~184*% | AcOEtMeOH

50
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i 203-207** AcOEt:MeOH
" 1 iPr | N (248)

72 2 | Me| N <) 181-182*3 EtOH

73 2 iPr| N 170-173%2 | AcOEt:MeOH

—(CHg)g—Cl-lzﬂ-i—Q
74 2 iPr | N ©\ EJ 8
F

[
—(CHy),~CH H—C
;i/ F

¥
~(CHz)z~CHy-CH—_)—F
75 2 Pr{ N 148-150*° EtOH
~CHa)-CH;-CH_)-OMs
76 1 iPr |. N 169-172*2 | AcOEtMeOH

Me

7|l 1 el N 174-176*2 | AcOELMeOH

ﬂwzﬁmgs@m

Me

-(CHz)s—cnzgl-Q—F

78 1 |ier| N 177-181%2 | AcOEtMeOH
: F

79 13 {iPr| N 105-107*2 EtOH

Lo
—(CH2)2—C—CH
O

51
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9
-—(CHz)z—c——cH—< }
80 | 16 | iPr | CH 179-182*% | AcOEt:MeOH
(CH2)a—
81 6 |iPr| N Sm 194-197*2 |AcOEtMeOH
N
(CHo)g—
82 2 iPr | N \ 179~182*2 | AcOEtMeOH
=N
(CHo)a—
83 7 Pr| N Hom 185~188*2 | AcOEtMeOH
(CHz)3—
S\ .2
84 10 |iPr]| N )\ 205-208 AcOEtMeOH
HoN —N
(CH2)3—
85 5 iPr| N ci 193-198*2 | AcOE:MeOH
HoNO
(CHg)—
86 10 [ iPr] N 187-191*2 | AcOEtMeOH
(CHa)a—
87 2 || N m JEdLH ve
MeS =N
(CH2)g—
-0
88 11 iPr N E[ -1 7 *7
HOAN

52
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(CHg)3—
89 2 iPr \ 188~192*2 | AcOEt:MeOH
M
90 1 iPr 220-230*2 | AcOEtMeOH
91 8 iPr 202-206*% | AcOEtMeOH
92 11 | iPr 205-209*2 | AcOEtMeOH
93 9 iPr 180-183*% | AcOEtMeOH
(CH2)3—
94 8 iPr 166-170*2 | AcOEtMeOH
Ha
e
95 1 iPr Q 155-157*2 EtOH
0
86 3 | iPr ~—(CH 2)3"";]@ 179-181*° EtOH
0
97 2 | iPr "(CHz)r‘N;:@ 110-112*° EtOH
0
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—{(CHa)4 '
98 1 iPr | N 174-176*3 EtOH
~—(CHz)4 |
99 1 Pr| N 212-216*2 | AcOEt:MeOH
0
| 100 2 Pr| N ,-—(CHz)a/& O 194-197*2 | AcOEtMeOH
(6]
*2
101 { 15 | iPr | CH -—(cuz)s/a 2225 " | AGOEtMeOH
(57 )
102 2 Pr | N 113-116*3 EtOH
—(CHy)z ONMe»
F
103 2 iPr{ N %__; 104-106"3 EtOH
“'10"2)2 02“9
E
104 17 | Pr| N R e
—(CH2)7" 0,5
F
105 18 |iPr|{ N AR
_"‘CHR)Z ONHQ
106 2 |ir| N 105-107*2 EtOH
~—({CH3»)»
MeO,C
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» N 5] a_ﬁ;*‘lo
107 17 iPr —(CHy)s E &
HO»
108 | 18 |iPr| N EHH
—{CH3)2 g
HaNO
(CHo)o—

109 5 iPr| N 190-193"2 | AcOEt:MeOH

——(CH3)a

110 2 |ipr| N o 201-204" | AcOEtMeOH

—{(CHp)a~
11 2 iPr | N 180-183"2 | AcOEt:MeOH

*1: XTFTR1¥V4%ES
iPr=[ %% 1. MeOH= ¥&%, EtOH= Z8%, AcOEt= & Z &%
*2: RFAK
*3: LkEgi
*4: L4565  'H-NMR(300MHz,CDCI3) 1.02(d,6H,J=6.2Hz) 1.42~1.55(m,2H)
1.94-2.83(m,23H) 3.49(t,3H, J=6.4Hz) 6.92-7.01(m,2H)
7.10~7.46(m,11H,) 7.79~7.88(m,2H)
ESIMS(Positive) 5790(M+H)"
* 5 1 {LA- 74 'H-NMR(300MHz,CDCI3) 1.01(d,6H,J=<7.5Hz) 1.40(m,2H)
’ 1.98(m,2H) 2.10-2.90(m,21H) 3.53(t,1H,J=7.2Hz)
3.86(t, 1H,J=7.8Hz) 6.80-7.03(m,8H) 7.10~7.24(m,4H)
ESIMS(Positive) 579(M+H)"
* 6 :{LA-4487 'H-NMR(300MHz,CDCI3) 1.02(d,6H,J=6.4Hz) 1.70~1.88(m,2H)
2,30-3.05(m,24H) 3.59(t,1H,J=7.0Hz) 6.92-7.68(m,9H)
ESIMS(Positive) 535(M+H)"
*7 {04488 'H~NMR(300MHz,CDCI3) 1.02(d,6H,J=6.4Hz) 1.72-1.82(m,2H)
2.25-2.93(m,23H) 3.54(t,1H,J=6.4Hz) 6.97(t,2H,J=8.7Hz)
7.15-7.38(m,7TH) 8.97(brs,1H) 10.17(brs,1H)
ESIMS(Positive) 579(M+H)"
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*x8 :/bA49104  "H-NMR(300MHz,DMS0O-d6) 1.22(d,6H,J=7.5Hz) 1.46(m,2H)
2.22(m,1H) 2.38(m,2H) 2.70(m,1H) 3.1-3.8(m,18H) 4.18(m,1H)
4.56(m,1H) 7.18(m,4H) 7.30(m,6H) 7.40(m,2H) 10.34(brs,1H)
11.68(brs,1H)
ESIMS(Positive) 623(M+H)"

%0 :/LA%105  'H-NMR(300MHzCDCI3) 1.00(d,6H,J=7.5Hz) 1.26(m,2H)

2.2-2.7(m,22H) 2.38(m,2H) 2.82(dd,1H,J=11.0,5.0Hz)

3.52(t,1H,J=5.0Hz) 5.38(brs,1H) 6.00(brs,1H)
8.9~7.1(m,5H) 7.18(m,2H) 7.2-7.3(m,5H)
ESIMS(Positive) 622(M+H)"

*10: LA 4107 'H-NMR(300MHz,DMSO~d6) 1.20(m,8H) 2.16(m,1H)
2.36(m,2H) 2.62(m,1H) 3.0~3.7(m,18H) 4.10(m,1H)
4.48(m,1H) 7.10(m,4H) 7.2-7.4(m,8H)
ESIMS(Positive) 601(M+H)"

* 11:{L,4-44108 'H-NMR(300MHz,CDCI3) 0.9~1.0(m,8H) 1.8-2.8(m,22H)
2.98(dd,1H,J=11.0,5.0Hz) 3.48(t,1H,J=5.0Hz)
5.18(brs, 1H) 5.50(brs,1H) 6.9-7.3(m,12H)

ESIMS(Positive) 600(M+H)"

RIH) MC4 Z AR S5 I)
3288 Pharmacology & Toxicology, 79, 161-165, 1996 ¥itd &y ik
s HATMC4 SIREEAEE. & Bioorinks 28] AAEAMCA AR/ HEK - 293
sl E A AR R M AMCA ZARR A AL, K IR e 2 A 1M Tk 4
LE. 100M Skd5Ae 100um FOL T RAABLAL SonM Tris - HEE AR
(pHT. 4) AT, F3iLdh e 48, 000 x g, 4°C FHAT 20 4F & w
H5B. EEEEM A FREHAASH M TR 4 TEL 10nM RAAS.
0 100pM FAFABBEAL 0. 1FaFa&as SoM Tris - BB R
(pH7.4) &%, B EAFREXE] 100ug/ml, HAHMBFRSA FLEE %
B, EEEARS (0.25ml, 25ug &@ ) 5 [IINle' - D -Phe’ —a - MSH (3R
YRR 0. 20m) & 25°C TR 120 04, RS RG, RALKRES TR
) R S 55, 4 BURL R R B LB AE OF/C 3RIB AT 4RIR K (AR 0. S o
s 7EEY SOmM Tris - BERLE bk (pHT.4) 72 200EF) k. Ayt SRR IEA
b AEHEE, VA 1uM 84 Nle' - D - Phe’ - o — MSH A& T 694 445 4 3f 4%
F2E A%, A 1uM 49 Nle' D - Phe' —o - MSH IE A A T 9462 (44
F) BE R RELS BRI EEARFRLEESE. BEHLET 100%
DMSO, 15 [®1]Nle*-D—Phe’ - o —~MSH F]BtFAmB| Bzt L, & 107~ 107
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RET o934 X H b [Co. & RA IR 1 FEH 86 49 ICofE A 162nm,

ik Eé N A
AE RIS EA MC4 ZARIERAMER , 1EAHIPARER B JEAT 2 I
s B AYMAR.
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