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R' RAMKAE - RAK;

R° RABERMKE - RALE;

R REA, 84, K& -k, 8FE, mi, RxE, F4,
Rk, 2FA, FRrE FA-Q-RE 2HxARARX-CRR'COR
a5 AL H

Q 4 E-S0-3 SO

R, RY &AmIRELA RE FEREFRE

R° REAL, ki, REE FEIEFE X

R'fe R —RYAAH-(CH,),~,

n & 2-56583,

2. REBHEX1694EY, ERELETRFPRREAKE - K
a7k,

3. MERAZR1IX20LEGY, AHEETRRAKARE
RIBRGKBIA,

4. BRBBRAZLE IR 284S, EHELETRREAELARIR
K EE,

5. REBAEZRL1IX2684EY, EREETRREA%HE,
mber K, e, R R R R A e A

6. T 7l4&P:



(E)-(RS) -3-1[5- (2, 4-—RfA-E"-5-XFX) -2,3
- RA-EAE]I-1- (1-%%-1H-&%-2-4) - A%#;

(B)-(RS) -3-[56- (2, 4-—&EA-Ex-5-LFH) -2,3
- PREA-ER]-1-(1-=%h-2-£-1H-#%%-2-R2)-%
b= 3.2 N

(E)-(RS) -3-[6- (2, 4-—REA-FRw-5-AFH) -2,3
~ZWRE-FAI-1-[1- (4-FE-%XR) - 1H-8s&%-2-
A] - AHE;

(E)-(RS) -3-[5- (2, 4-—gE-FZL-5-KFHk) -2,3
- ZWERA-FRE]I-1-D-(4-BE-FR) - 1H-sk%-2- %]
- AHM;

(E)-(RS) -3-[5- (2, 4-—RE-Ew-5-£FH%) -2,3
-ZFRA-ER]I-1- (1-ZX-1H-8&%-2-1) - &H®;

(E)-(RS) -3-[6- (2, 4-=RKHA-%%w-5-AFH%) -2,3
- —PRE-FEA]I-1-[1-(4-#£E-TH) - 1H- 8% -2- K]
- # 5 8;

(E)-(R)-3-[56- (2, 4- —®HE - -5-KFHk) -2,3-
—PEREA-EE]-1-[1- (6-FPA-w=w-3-%) - 1H- 8k -
2- %] - A%,

(E)-(RS) -3-[5- (2, 4-—RHE - -5-KAFHL) -2,3
-—FPARE-FER]I-1-[1- (6-FHE-ww-3-4) - 1H- &%
-2-X]- RHM;

(E)-(RS) -3-[5- (2, 4-—RA-gw-5-4AFH) -2,3
-—WERA-FRA]-1-[1- (6-ZE-ww-3-£) -1H- &%
-2- K] - AHEA;

(E)-(RS) -3-[5- (2, 4-—R&A-FHw-5-AFH) -2 3
- ZWRE-FE]-1-[1- (2-FER-#Fw-5-K) - 1H- &%
-2-H]-RHW;, AR ELSHGTHRAE.

7. REBRAEZL1I-6H—AKLLBAEEY.
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8. HEREFAMEZXEXI-6—AAaLEBHEFT &k, LHELET
(a) B X II4E

NH,

/"\N/ gy II

EFRFRERALZL L THRZL, YREAZLAH,
5@ X I REHAE,

o R
\/U\N)\:/LD
! I
N

AP RuRAMNEBLLFHEL

E]

b) BBEEXVAFHTFTAREIAGGRIA VI T FOHEKLERS
EABEBRTEWHAETARAHE,

i

R, RY B aBinMiEA RE, FEIRIXRE,
R REEL RE REE FEREXRE &
R4 R° —&W A LH-(CH,) .,
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n K& 2-58H,

R-R RKREKERE A

R R EX VI TR HEELTETA-RH AR,

X REARETF, HAAKER.

9. AAMERMNER -6 -GS HfibF LEZHEEGEH
e H W,

10. X ISV FRBELLEDARFTATHERAEKDRS
HPF A,

11. RERHMEZL 108 AX IS DR LEHHGE D
M, EFAEZGETIE 1:10-1:2.

12. X IS BB EE S D ANELTREAERHNTH
FA.

13 ERAER 1-6—AGLETWEA LY, FHNLLELNT
GETRAY K

14, HERAEZR -6 E—AGLSDENERBERBH T
A iE.
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BAKE 2, 4- R EFE

AEHFRAE (1) HiFH2 4- —KREAERERAELTHALE

NH2 o) HS

9 T
/,\/ N I
HaN N R? &

RT

EF

R' AR EAZE - RAL;

R RAEARERMKE - KAE;

R ARAEE, A, KE-RBE #5% wxRi WFRE FEA,
sk, 2Rk, Sk FA-Q-BE, ExRARERX-CRR'COR
AH;

Q K E-S0- SO0

R, RV & B#mIkREAL KE FEIREFXRL

R KREAL, RE RAK FEIEFE X

R'A= R —RHBREHA-(CH).— HEH

n 2 2-5a8H,

X ISR FGFLAARREGRERR. €MNTHTHEF
RERGHEERB. HHNACNMEENZ ERME (nultiresistant)
FELK -MAEEAANRERRARAREA IR A FTRGERE T
2HeEh. X IWGHBTRE L AARE TR REGL
BARLETFHRAR. RAMBELASR, #Hleakits, ATRSE
X ISP AR E A SRS,

AZPBHAX I AHALTHRGE, ABRRELTERY
O RE, ATFREWRagy, EAEBEEARSERN, ALH
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&, BEYREABGIPENGRATREY I GO AL, AKX T
B ALTHAEGH &P A T L ZEN6 F R,

AT KRB -RE Fo “RE-REL” 2RI IER
EAEk, ENTHEBHR -AXIMARKERRK, o5 Tk
v, oA, ERE, FRE ETR FTHE &KRTE EXAH
ETLE; RFAK, ZAA, ERAE FRAE, ETEA, ¥T
FAPRTAL E4XAEREPRALGRAEZERELAL,
ZRERE, BHRR, RRFE, RE-1-K, £X, AF, BE
A, &t (sulfato), FHA (methylsulfanyl) , AL,
#A, REATBRAIRAEE, AL THARKE, wREAK, G%kK
REE, R TFARAEL. FRAATE, 2V, £2ETA, —24
T, 2-2K-A%, 3- a8, 2ACEAFAIERAGRENR
A6 4l

KiE “HHE” QHEAASX 6 ABETFHESARBE RBFR
5 L AFE THRAE GZEKASTHRBE-AREA
R E o R Ao o 55 B BUAK,

K& “BFRR” AEKE2ELA -6 A BRRTFORKEE, ET#
TR R EFREETRIAYG T HEEAFRALRAKA.

MK EHZERRAIRK[2.2.1]8-2 ABF/XK 2 A
- g

K “Fh BAEAXBEA6- U ABRTH 6- RERSBEFFH
A, ZALAGEHAIER, AL EAPER ATH-AREA
BRRERK. ¥ THEFE ZEHRKREL, HiEl; KE8-%
A (Bl PR);, BRRASKE-RE (A=K FE, Z8ZX1);
Cos SRBEHE (Flezrdmt); £X; £ AL &% 2RE, T
HRg BARRERER (p2- AL -AREXR2- 8L -5- KL
- REE); BE (Fef); KE-REAELA (FFPERE ETEA
) RERAEE (HeTPREL); = (KEaRE) &£ (#b
ZWRA, LRI RATPERL, ¥R - KB -REAKRATE
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A &% - ek (sulphanoyl) (#HaFai) ; K% - E#B
E(plPasit); SASE N- 28 - - KEBRARLSZBL,;
Jespkk, HEKE-KE- KA.

K& gL AAXACLHACKEEAF1-3AN OF/RS R
T 4-6 0K, PR KAK, FRENBE, S8 (p2- ZFi-
1, 3- —ERHF-£), & (A1, 3-Z8KF-2-FK1, 3
SR AHR-2-4); BRRNHEFRDR-4-K, 4-FE-%%
-, ke -1- &, EeAl],2,4]=%-1- K, ZEKRE,
wamwik;, XEERTUAHRERAFEFPHRIAGERRERRK, LKL
ZxERAEPHEE-RE, KE-REL BRX &E BEAK
A, FRAXERL HBERME, FTAAERBFIRLLGRALR
L.

KiE niA-KERA EAXPEEARACERIREALERY
lesrk. HALFEA-KE-RER, FDk-4-RFE, 4-F
Aok - 1-RPHR, skek-1-AFEM([1,2,4]=%-1-XVF
£, B EFK-4-RTE, HEREATE, RRATEAF.

KiE “RFA” AEAAVERARKLER 5- 13 AR TH 1
- AANRBAR. BA/ARAHERTHSXR6 R, FRE - BEFE.
LAk, wheg R, Eopr X, beg ik, vk K, kbR, =+
A, vgeb it vEep vE-ob A RoeRek i oEKed L FoXek X b
i, wEA, werk, il =24 RERAAXTUARMAKE
B, KL EFR. IHEBRARGEHA, Heiiinwmt, Xk
£, wigpAfedh, HELEFEATURERK, Pl EEFEGR
R AERAK.

EX TP, AARKZRATEL iR IEE KARKALE
PEARCAL;, RHKEARAEABRRYKEARAELTFALTA
B, 2R ARKOKERELE LGk -4- £ - THRE, I#AKER
L -RKARE (RAFAEATR) RRGKERAL.

HirGEERERZTHER:
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Wik (Ex. (£4#44) 1.32,1.33,2.11); ZA (Ex.2.13); &
A (Ex.1.30,1.31,2.15,2.16) ; 3- F&A - THX (Ex.2.17) ; &
T (Ex.1.23) .

HFRERAR, KAARKALELTARAL:

#h, wiEi&Ak (Bx.2.18), A TH (Ex.2.20), 3, 4-
A TH (Ex. 16); FHAEA, #PREAFE (Ex.1.1T); &K, ¥
+ZH A (Ex2.3); RATHRAL, PRATHRAL-TE
(Ex.2.21), SAFPHEL - 74 (Ex.2.22); AL, pR&EE
T (Ex.11); -SOH, %e## 4 TA (sulfatobutyl) (Ex.10.2);
Blemik, w1l 3]=EMF-2-£22C% (Ex.2.23), [L3]=AK
3k-4- %74 (Ex.4).

s FaARA R, hEeRAREZTHRRE:

A, wEATHAE (Bx13.1); AHBE, pABKKRATHE
(Ex. 13.2) .

ik IKEFRRERATHAR:

i@ (Ex. 1.46,1.52,1.53) , 3% TA (Ex.1.56) , K &R¥E
(Ex.1.57) , 3R& % (Ex. 1.60) .

SFFRRA R, Kk BRALAZARE, XX (Ex.1.9),
# &8 (Ex.1.10) .

K RARERBRYEFERR:

—wk3z-9-% (Ex.1.49) W& %%-2-8-3-% (Ex. 1. 14).

AW “FA-Q-BE GEALEEHABATE (Ex. 1.69) &
¥t essk P (Ex.2.5) .

AH “CRRUCOR” 9 EWAFTABATHE (Ex. 1.11), PAKE
(=& ) BFA CHL-CO-C(CH) .~ (Ex.1.12) , BEAREA-_FAE
W % —C(CH),~CO-OH (Ex.7), ¥&A#E - ¥4 (BEx. 1.13), XEXK
A (FRA) Fi (Ex.1.15), =& A - P& (BEx. 1.16) S HkEK
A& TH (Ex.2.19) .

A FERLIELAIERE, RREAEXE
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FEAZAMTHNEAA -, —HRZBK:

KA E PR (Ex 1.19,1.22,1.25,1.40,1.41) , Z %
(Ex.1.20), T#A (Ex.1.3), & TH& (Ex.1.18) ; REHIKLER
2w #HEFHE (Ex.2.6,2.82.9,2.12,3.3,8.3) , #4% - 7z 4%
(Ex.1.68,2.12), FAAFHA (Ex.1.71), =& ¥4 (Ex. 1.58),
—WRAFE (Ex. 1.7), —FAARE-¥H (Ex. 1.72), 2- &
RrmATHRE (Ex.9.1), REAFTHALATA (Ex.2.14) ; K4R
f4, A PARE (Fx. 1.62,32.6); B4, & (Ex.2.1,2.2),
£ (Ex.1.73); PA#SE (Ex.1.47, 1.54, 1.55); —F&R&A
(Ex.1.38); —FRASH#E (Ex.1.6,1.70) ; &% (Ex.1.64);
#4 (Fx.2.7,2.10) ; KEREELFTRE (Ex.1.61,32.3) ; K
REGKBRERELTEL (Ex.32.11), ZAFAE (Ex. 1.21),
1- A4 -Z&EHE (Ex.1.35), 2-Z&A - Z&E (Ex. 1.39) ;
BEBREE - BEEpRTAEL (Bx.1.65); £FEApskg-1-%
(Ex.1.42), #=kwh-2- % (Ex.1.28,1.29,1.4,3.2,8.2) , &=k
-2- % (Ex.1.5); 2FEA-KERE 4-FL-%E-1-47F
% (Ex.1.75) , 4-Gok-4- % - F% (Ex. 1.76) .

ke FEAR T A (Ex.1.51,1.2,32.8) , Hwek, &Ko
-2-% (Ex.1.66), 5, 6- —& -4H- %k - 2- & (Ex.1.24),
[1,3] — & X3RHH[4,5-b]we -6 - & (Ex.32.13) .

FEARPHERBETIHRRE -, ZRZRK:

Ik B 54 P A(Ex. 1. 37, 1.43, 1.44, 1.48, 1.67, 1.8, 32.1,
32.2, 32.4, 32.5), A (Ex.34.1); BRRAHKEARELETL
(FEx.32.7), BE-1-¥HA -4 (Ex.1.78); A&, it &
(Ex.1.59), #£(Ex.32.9); KA AL 4 F 42X (Ex. 1. 74, 32. 10,
32.12) ; BRRMGKERER L PERE - ZAE (Ex.32.15) , ¥&
A-ZEA-TAKE (Ex.32.16), #% - ZHEHX (Ex.32.14), #
ABAAKE (Ex.32.17), 2- Gk -4- K- ZHHE (Ex.32.19), =
PRA- AKX (Ex.32.20); F&%& (Ex.32.18); —FHAAE
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(Bx.1.50) ; &A-Z% (Ex.34); RTEEEEA (Fx.1.80);
Je sk K deohok - 4- & (Ex. 1.79) .

AKX ISP ALF RAFARREIKE - REL, HHNLTE
A, RPREAEL RRAFEIxHE, KL -RAXGREL
L%, R RAZAHX TSI TS RBEAR R- R S- ok
FHABXEGE. KEGX [HEHG EHA:

A: (E)-(RS)-3-1[5-(2, 4-—RA-E%-5-KFHL) -2
3- Z—FARE-EE]I-1-(1-FE-1H-8k%-2-K)- AHMA(E
4 1.1.)

B: (E)-(RS)-3-[5-(2, 4-—RAL-gw-5-AFL) -2,
3-—WHRA-F(HA]-1- (1-=%h-2-X-1H-&E-2-%) -
AR (Eab] 1.4.)

C: (B)-(RS)-3-1[56-(2, 4-—RE-Fw-5-K¥%) -2,
3-—PARA-FA]-1-[1- (4-F2FPHL-XHA) - 1H- &% -2
- %] - A% (L&A 2.6.)

D: (E)-(RS)-3-[5-(2, 4-—RA-Ex-5-AFL) -2,
3-—FARE-XA]-1-[1- (4-#X%-%%) - 1H- k% -2-
A]- B8 (F#EH2.7.)

E: (E)-(RS)-3-1[5-(2, 4- &AL - -5-4AFH%) -2,
3- —WEA-FA]-1-(1-ZHA-1H-%KE-2-A)- AHH( %
w4 2.13.)

F: (E)-(RS) -3-[5-(2, 4- KA -Ew-5-4LFR) -2,
3-—PaA-%A]-1-[1- (4-#4A-TH) - 1H-8%-2-
A]- B%M ( Lkd 2.20.)

G: (E)-(RS) -3-{5-(2, 4- —RA-#EZ-5-KAFH) -2
3-—WEE-F(E}-1-(1-FA-1H-&E-2-L)- AHB( %
#&A 2.15. ) AR BASWEGTH MR,

B9, B REAEARKERERRGRTARIEIEAAX I /&
SR KR, Bl



H: (E)-(R)-3-[5-(2, 4- —R&EA-F"-5-KF&) -2,
3-—PaE-FA]-1-[1-(6-FHA-ww-3-4) - 1H- &%
-2-R1-A%8 (L& 1.43) ;

I: (B)-(RS)-3-[5-(2, 4-—RKE-Fw-5-KFH) -2,
3-—PAA-FE]-1-[1-(6-FE-wkew-3-%) - 1H- &%
-2-RA]- A% (E£#&H 1.48),

J: B)-(RS)-3-[5-(2, 4-—RA-F"-6-KF%) -2,
- —FERE-(EA]-1-[1-(6-ZA-wrg-3-%) - 1H- &%
-2-A]-AKE (£#&4 34.1) ,

K: (E)-(RS) -3-[5-(2, 4- —&E-Fw-5-AFH%) -2,
3-—_FaAA-FA]-1-[1-(2-FE-Fw-5-%) - 1H- &%
-2-R]-AK® (£#kH 32.5) .

XI5 AMBERANKRBRATEARMRE. X I 468
GEBmREGEAREANE, P, AHNBPER, ALRBRfPAB
B, Ak, MR, BREVANE HARSR, HlekEk-HRFE
- BT, HPERR, X5REEBAGE, ARAEANKR,
Pl LB, B68, LAR THR XTR AHR KRAXLBF
T B8 3.

BEAZFATAHEX ILSH AL THA LR

(a) A X 11 4

NH

HoN” N R?

AFRAREZALLE, YRASELAR,
E@dX TIISHRE,

0 R3
o,
N I
7



AFREZ L,

,

D) REL THEHERETHTHELEGETRRAA, X

(C)BX IoHEBATHRE.

ATHEX IHLT S, REBEAAAGZEGFT R a), ZHTHAE
“Heck B B> , #lde, BAEE P YRAZLLEA, i, &, Fa
B, ZRATHEBEAL, XSBALSI - TESBRALYX IIR
waSHE5AX 1l RAHHFAAR. HRBKIAEEEABEMN,
Plhe —vE3%, wWHSH, N, N- ZFRTBESIN N- —FRATE®HK
PR, AR RERREEERE, XERAE (PRBRITX
BEEAM) Fo/RBE (= (KERA) B0k, =- ETER
HN- LAE%T) AREAAN (ARSIl BERE(II), X (=
£B) —fiede (11) . W (ZXR) ke (11) . w-=XK
42, R EH (1) RZEXBXZ- 8- FTRER) O5£THRAT,
FrEBRBTHEEMARESELH R Ead, Artitw TR
4. “Heck AR WRELBHRAENY W0CERLERESWHH L.

R EL, ERRFYUTHEEAETREATARBRLRE FEH
FEDHITERGS. #l, EXNIGRETHY, SAKETREAN
EHA R T LA E.

BEFE DREX I oM TuRB Lty Fikitfy, #
o, AKX IO BEANBRLENE, —KEEN AR, LH,
FPEX K FHATRE.

MEBAEAATFETUEAX III 4

a) #HAX IVHAEY



AP REL L,

LEEAGABRITEDRE.

FRAGBRITEDOEHABY, HHNABRA, FAHARE, %
gt (imidazolide) , REARSBE. AXPHBILEETAE
BREMN (Fld, BRERTE, IARBRIAGR-—RATR, &b
—EE X wEskes) P, ARER (Hlpkk, RREXZCE (HLE
BT RELEN) )DSAETHA. RERERAXE, RE—KEO
T % 50C, 4#2 0C £ 30C Fi#4r;

&, REAMTE Y RPRAX-CRRCOR A H & X 111 444,
T AT F kA

b) HETHAEARE, RESXVHTEREAGERIXX VI
Wk, AERARBITESPBRIOEETRE,

B F A
R® RS RS

R¥
. R4 7 4
o & Y}WR o "o

| t
R* S¥RY) RY  R8 VI
9 = SRS
’ \\\/lkx I
A F

R, R &A#miRKEE, KA FEXREXE,

R RALA, RE, KAK, FEIERE X

R'fe R —RH s EH-(CH) .,

n Kk 2-585%E,

R - R REAMKLEKRE, &

RA R FAX VI HEegH LT ETAHB R AR,

X REDETFTWAXEL.

GRBEEEBEEMN (pBIANKRE) ¥, AEXE-20 £+20C
e ETHA, RELEO-S0CHKREFHAKME.

BETIHREARTAHEX IViESH,

H4
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B A B

RS

N R3-~M
n — N
Naw Ne

v

¥

R® Xk, A&

M 4% Li, Na, MgBr, MgC1 3 MglI.

FERFKEAE-B0CE20CHBELE AL, HELAFEX
B LR v B ke A EA.

Wi g, RIS HALTHALEAANAORAER. #
BAEHHME ST RERSE (DHFR) THER, ENARTLR
wAED L RECHEHRE, FRHFER WXERBAFELAER. ¥
XA HAERAGRZRBEAS L REERGNT. LREZRA
D. P. Baccanari # S.S. Joyner )% & [ 244 %) (Biochemistry)
20, 1710(1981)1; % % P.G.Hartman ¥ A, FEBS Letters
242, 157 (1988).

WS E AN FTERZ ICoAL (%5 50% BEHIRE) .

TAFOEXIARZLALEHPHREIELES A LEXBR
RS RE., 2ET4HIARBRERS K ER 2 H ATCC 25923
S54¢ DHFR A B4t * 2 TR MG ke 4 &5 H 2R F 157/4696 o5 4L
DHFR 8 ICofi. FZELH THA S ERMGARSXERA 1/1 8
2640 DHFR #9 ICoo{i. AT REZERLSH T PR F v s 7.

10



zhp |[AREHEHRE 2 XETHRA HWXEHRE 1/1
ATCC 25923 157/4696
FAF R 0. 034 16. 000 3. 000
A 0. 002 0. 002 0.012
B 0. 002 0. 008 0. 022
C 0. 001 0. 001 0. 002
D 0. 002 0. 003 0. 009
E 0. 002 0.012 0.018
F 0. 001 0. 003 0. 009
G 0. 002 0. 006 0. 005
H 0. 0003 0. 0004 0. 0012
I 0. 0004 0. 0004 0. 0004
J 0. 0003 0. 0002 0.0015
K 0. 0006 0. 0006 0. 0025

AXREHTRAESR S, FieTRHRE IBASTLHEGED
HHA., Hlde, KEAEFHTAORESYE, Wl M. GRAHN. BEH.
BARREREEN. Bk LAXEFR AWMLY, il 3B
B, WmiEfEk.

THAGREAAARSGFEHETHARNN, FAXBHIR
ET5HA-—RHARRNAN: £RALESLCHEANIEGHR, EEG.
AEN. BAEROMERARIREERAD R, AR LREE, T4
89 T 2 4.

AN NEERDRHYECHEAIHFEAPA, HlfLE, 2X
RWREFTEY, Bo, BRERIALETAAAERN, aRAM, #
B fem AR EMNGEAR, KRR EMNGETRARL, Hle, KA
Wi, ¥, BHAFBAFRKSTE (RATERERSGHRE, R
N THEARBRENLTRAEEZEA) . ATHEERPBRMNGE
THEREBRER, B, K, 08, EHE, HAeBPHHE. ZHE

11



ROEEBARL, Hilek, &, S48, HaflddhE, BHYGEL
HRZ, Pl KREAH, B BEHEAFRELERE S TH,

TAEREATRGEEHN, ERMN, BREZAMN, BHEM, FLAH,
#ek M, HEAM, A%MN, ATAESEESE, E4H, BEHF
REMEHGHEN. FTHRILH, X ILGHELEKLLNE
FHXXTFHAEIEH, EANAFTAREKLKIESLERERE
.

e Eprit, RIS WARLEEARAEY. eNWHEmi -4
B RE, BB THRELES DRk T E. KR T 8%
W, BB WeEek, 4A-BEEA-5 6- —FRAER, 2- sk -4,
5- PR RS Rk, BEEER, RERATAER, 2- Bk
k-4, 5- —FRFEERACHF R TR AEY S BB H A g
WAEBGRATHE.

TAEEHFREAXV—HXEAX [ LoD EREEEHES
AToR. BaFmBNLs. XN I UE58EBEMSGRATIAL
EETAHECEALTR; LA, Al 0(EEH) 21 1(F
T4); KERAA 1 1051 2,

B, B4 i F T4 A 80mg AKX X I L&A 400mg B ¥
ok JUA K FI TS A 20mg AKX B X 1 04%H 100ng Sk T &
edts A 5ml AER TEAE A 40ng A4 1 200mg B P oEeE.

ATRAGAMETUAGA 0.2 £4 2g AXBX I 4ED.

X IHEGPHREETHZORATHS, EREEAGLLEFE
T By AF A oA RST VA BAF &

IRIES LR EE S EANN DS &R

LA 1

1.1. (E)-(RS) - 3-[5-(2, 4- —RE-gw-5-KLAFX) -2,
3-—WARA-XE]-1-(1-FE-1H-8%%-2-4) - HHMHEY
# &

12



NH2 O O

LS OC00
H,oN N7 o~ Nx

/O

¥ 1.25g5- (3-me-4, 5- —WHE-FA) - gz -2, 4-
—fiAe 45mg —- (ZXB) - —gf4ée (II) & 18m1 N, N- =¥
EPEBETOERMAZE 120C, FAELBER M 850mg(RS) - 1- (1
- ¥kRA-IH-%%E-2-2) -A%KST Tl N, N- —FAFEEP
4.5ml Z LB FHER. £ 120CRE 30 5046, BErée R4 WAk
BALXBLERE, FEHLME 130g 2 ER4TEE45F (KA
AP/ PE/25% RAK 95:5:0.5v/v) . A ifFsueg Bk, KEHF
BLBLE/THRE S, 5582 316ng (19%) (B)-(RS) - 3- [5-
(2, 4- —RA-FEw-5-KXPE) -2, 3-_FRAE-XA]-1
- (1-¥%%-1H-#&%-2-X) -&H®E, AKE Y, np. 130
T,

AEMERG 11T EH&TIEY:

1.2. (E)-(RS) -3-[5-(2, 4- —RE-FEe-5-KXFL) -2,
3-—WaRA-FHA]-1- (1-wee-2-X-1H-&%%E-2-%) -
A A, m p.1467TC.

1.3. B)-(RS) - 1- (1-THA-1H-#%%&-2- %) -3-[5-(2,
A- —RE-FR-5-AFR) -2, 3-—FRAE-XA]- AHM,
m.p.110C, 2#.

1.4. B)-(RS) -3-[6-(2, 4- —RE-dFw-5-LFE) -2,
3-—WEA-XHE]-1- (1-=,wh-2-K-1H-&%E-2-%) -
FH &, mop.140C,

1.5. (E)-(RS) - 3-[5-(2, 4- —H&E-=E=w-5-LFL) -2,
3-—FERA-EX]-1- (1-E=%-2-X%-1H-&%&%E-2-%) -
A8, mp.145TC.
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1.6. (E)-(RS) -2- (2-{3-[5-(2, 4- —R&E-%w-5-%
PHR) -2, 3-_FRE-FA]-AHsA]l -1, 2- 8 - &% -1
-&) -N, N- =i - ¥8588, np. 160T.

1.7. (E)-(RS) - 3-[6-(2, 4- —RA-#Fw-5-LPH) -2,
3-—FERA-FAI-1-[1- (2-—FREFA-FXE) - 1H- %
% -2-K]- A%M, n.p.106C, oM.

1.8. E)-(RS) - 3-[5-(2, 4- —R/EA-Fv -5-£FH) -2,
3-—WERA-EXA]-1-[1- (5-FhA-mw-2-%) - 1H- %
% -2~ K] - AWM, MS(ISP):536 (M+H)".

1.9. B)-(RS) -2- (2-{3-[5-(2, 4-—8KEX - -5-%
WH) -2, 3-—FREA-FA]-AHsAl -1, 2- & -&%%-1
- &) - AR (e FHEREGRESS) , MS(ISP) 1527 (M+H) .

1.10. (E)-(RS) - 2- (2- {3-[5-(2, 4-—KfHE - -5-
EPE) -2, 3-ZFRE-FE]-"EHsAl -1, 2- —4 - &%
-1- &) - xTW (EAp Ak s R4E4 ), MS(ISP) 1541 (M+H)".

1.11. (E)-(RS) -3-[56-(2, 4- —g A -Fw -5-LFH) -
2, 3-—WRA-FK]-1-[1- (2- &K -FE) - 1H- k% -2
- A]- A%, MS(ISP):501 (M+H)".

1.12. (E)-(RS) -2- (2- {3-[5-(2, 4- —RA -Fw-5-
EAPR) -2, 3-ZFRA-FA]-AHFHL) -1, 2- —&-&%
-1-#&) -2- A - AR FE, MS(ISP):545(M+H)".

1.13. (E)-(RS) - 3-[5-(2, 4- —RE-HFR-5-£2FH) -
2, 3- —WHRHFE-FEHA]-1-[1- (2-&K-2-%(Kx-2H%) - 1H
- & -2- 3] - ®A%®, MS(ISP):563 (M+H)".

1.14. (B)-(RS) - 3- (2-{3-[6-(2, 4- —KH* -Fvg-5-
APHR) -2, - ZWRRA-XR]-@HF®A)-1, 2- —&-&%
-1-) -wa -kl - 2- B (FEsP ik R4 ), MS(ISP) :543
(M+H) ",

1.15. (E)-(RS) -3-[5-(2, 4- —RAE-FER-5-AFH) -
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2, 3-—FARA-FEX]-1-[1- (1-FPE£-2-8&K-2- %% -
LEA) -H-&E-2-K]-A"%8 (kb8 BRED) ,
MS (ISP) :577 (M+H)'.

1.16. (E)-(RS) - 3-[5-(2, 4- —&FX -Fw-5-KXFHE) -
2, 3-—_FAEA-FHAI-1-[1-(2-=%®-2-K-2-8K-2C
A) - 1H-#4$-2-X]- #A%®, MS(ISP):553(M+H)".

1.17. (E)-(RS) - 3-[5-(2, 4- —KRA -FEww-5-KL7Hk) -
2, 3-—PRAA-EX]-1- (1-PHEEFPE-1H-#&%2-2-%)
- &% ¥, m.p.=205T.

1.18. (B)-(RS) —1-[1- (4-&THE-¥X£) - 1H-%%E-2-
£]-3-[65-(2, 4-—fA-FZT-5-XFH) -2, 3- _FE&A
-¥#%]- ®%#®, n.p. =123T.

1.19. (E)-(RS) - 3-[6-(2, 4- —®/HAE - FER-5-KLFHX) -
2, 3-—FWRKA-EE]-1- (1-x-9P(E-1H-8%&E-2-%)
- @ME, mp.=145T,

1.20. (E)-(RS) -3-[65-(2, 4- —R/RA-FEw-5-LFH) -
2, 3-—_WARE-FA]I-1-[1- (4-THA-%%) - 1H-&%E-2
-X]1- &#%®, n. p. =107C,

1.21. (E)-(RS) - 3-[5-(2, 4- —f A& - -5-£FHX) -
2, 3-—_WAEA-FA]-1-[1- (4-ZAFEE-%X£) - 1H-
BkE-2-4]- #%M®, np =127C.

1.22. (E)-(RS) -3-[5-(2, 4- —fEA -Fx-5-£LFH) -
2, 3- —WHKA-FAI-1-[1- (3, 4-—_WHE-¥%) - 1H-&
% -2-%]- A%, n.p. =139TC.

1.23. B)-RS) - 1- (1-&THA-1H-#%%E-2-%) -3- [5-
(2, 4- —RE-FX-5-KAFH) -2, 3-—_FaALA-%XK]-&
¥ &, m.p.=90TC.

1.24. (B)-(RS) -3-[6-(2, 4- —RE-Fw-5-LAFH) -
2, 3-—WHK - FR]-1-[1- (5 6-—&A-4H-%h-2- %)
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-~ 1H- %% -2-X]- ®A%®, MS(ISP):527.3(M+H)".

1.25. (E)-(RS) - 3-[6-(2, 4-—fE-ER-5-LA¥HE) -
9, 3-—FARL-FA]-1-[1- (2, 4, 6-=FEXE) -1H-
gk - 2- K] - AH®, MS(ISP):563.5(M+H)".

1.26. (E)-R- (=) -3-[6-(2, 4-—8&E-FR-5-L2FL)
-9, 3-—WAE-FHA]-1- (1-%XE-1H-&%%-2-%) - &
%8; [al,=-661°(c=1; F5).

1.27. (B)-S- (+) - 3-[5-(2, 4- —R&EA-ER-5-LFX)
9, 3-—_WHAA-FERA]-1- (1-%A-1H-&%-2-%) - &
WE; [al,- +664°(c=1; Y &),

1.28. (E)-S- (=) -3-[5-(2, 4- —g&EX-Ew-5-KF%)
—9, 3-—WHRE-FHA]-1- (1-=*%-2-KA-1H-%%E-2-
) - A%®; [al,= -543°(c=1; F8).

1.29. (E)-R- (+) -3-[56-(2, 4- —RE-FERX-5-%XF%)
-2, 3-—WARA-XE]-1- (1-=,h-2-K-1H-&%&%E-2-
£) - &AH®; [al,=+580°(c=1; F&).

1.30. (E)-R- (=) -3-[5-(2, 4- —RE-F"w-5-4LF%)
—9, 3-—WAA-¥A]-1- (1-AEA-1H-&E-2-4) - &
%8, [alo=-739°(c=1; ¥5).

1.31. (B)-S- (+) -3-[5-(2, 4- —gE-Ew-5-KFHk)
-9, 3-—®aRA-FERA]-1- (1-&HE-H-8&E-2-%) - &
%8, [al,= +790°(c=1; F&).

1.32. ()R- (=) -3-[5-(2, 4- —R&E-gw-5-KXFHR)
—9, 3-—WHRE-FHA]-1- (1-FHE-1H-%E-2-%) - &
%8, [al,=-724°(c=1; F5).

1.33. (B)-S- (+) - 3-[5-(2, 4- —8X -FR-5-£A¥FH)
9, 3-—WaA-FA]-1- (1-FHA-1H-&%-2-%) - &
%8, [al,= +689°(c=1; V5).

1.34. B)-(RS) -1~ (1-BK¥-4-%-1H-&%E-2-4) -
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3-[5-(2, 4-—fA-FR-5-AFH) -2, 3-—FEL-%
A]- A%M, np 147C (ZH) . MS(ISP):597. 3(M+H)".

1.35. (E)-3-[5-(2, 4-—R&A-Ew-5-KAFH) -2, 3
- PARE-FEE]I-1-[RS) -F-[(SR-1-[4-[(RS)-1- L
A -ZRA]-FEA]-IH-&E-2-K]-AHEHESRESY,
m.p. 130C ( &) . MS(ISP):609. 3 (M+H)".

1.36. (E)-1-[(RS)-1-M2R[2.2.1]%& -2 AR F/K 2 4&
- A -1H-®%E-2-K]1-3-[5-(2, 4-—RA-FER-5-47
£)-2,3-=_FRAE - A]- A%, p. 113-116 T( ¥ & ). MS (ISP) :
539. 4 (M+H) ",

1.37. (B)-(RS) -3-[5-(2, 4-—RA-Fw-5-KFH)
-9, 3-—WEE-(A]-1-[1- (6-FHh-wteg-2-%) - 1H
-~ gkE-2-HA]- %M, o p. 134-138C ( Z B ) . MS(ISP):536. 3
(M+H) ".

1.38. (B)-(RS) -3-[5-(2, 4-—f KX - -5-4AFL)
-2, 3-—WRAA-FA]I-1-[1- (4-=2FRHE-X%) - 1H-
ke - 2- A1 - &M, np.270-27C (ZH/ V&) .
MS (ISP) :564. 4 (M+H)".

1.39. (B)-(RS)-3-[5-(2, 4-—f & - -5-4AFH)
-9, 3-—WRAE-ERX]-1-[1-[4- (2-ZEK*-TEHL) X
A]-1H-8&%E-2-K]-AF®M, n.p. 111- 115C( Z& ). MS(ISP) :
609. 3 (M+H) ",

1.40. (E)-(RS) -3-[5-(2, 4- —RKE-wsx-5-KXFH)
-2, 3-—FRA-FE]-1-(1-HA-FEA-1H-%E-2-%)
- BB, m.p.134-139C ( ¥ ) . MS(ISP):535.4 (M+H)".

1.41. (E)-(RS) -3-[5-(2, 4- —fA - -5-LAFH)
-2, 3-—PARA-ER]-1-01- (8, 5-=—Fi-%kK) -1H-
k& - 2-XA] - AHKHM, np.134-137C ( ¥ & ) .
MS (ISP) :549. 3 (M+H) ".
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1.42. (E)-(RS) -3-[5-(2, 4- —RE-SEw-5-KFH) -
9, 3- —WHRE-FE]-1-[1- (4-#B-1-K-%K) -1H-
k% - 2- K] - A% S, np137-143C ( Z % ) .
MS (ISP) :586. 4 (M+H)".

1.43. () - R) -3-[5-(2, 4-—RE-Fw-5-AFHk) -
9, 3- —F&ARA-FE]-1-[1- (6-FE-m®w-3-%) -1H-
gk -2- K] - A% M, np. 140-143C (ZH), [al,= +614°(c=1;
£45). MS(ISP):536.4(M+H)".

1.44. (B)-(S)-3-[5-(2, 4-—RA-Fvt-5-£LFH)
-2, 3-—FAE-FEA]-1-[1- (6-FH£-#w-3-4) -1H
-gkE-2-A1-&A%H®, n.p 139-142C (ZH/T%) , [al,--
626°(c=1; #AF). MS(ISP):536.4 (M+H)".

1.45. (B)- (RS)-3-[6-(2, 4- —R&AE-Frx-5-AFH)
-2, 3-—PRE-FEX]I-1-[1- (2, 3- =& -%3[1,4]="%
E-6-%)-I1H-8%%-2-K]- %M, n.p.212-215C ( ¥5).
MS (ISP) :579. 2 (M+H) .

1.46. (B) - (RS)-1- (1-3kF@A& - 1H-&&E-2-4%) -3-
[5-(2, 4- —fE-Fw-5-£FHL) -2, 3- _F&HE - EK]
- HH 8, mp.230-236C (LH/ %) . MS(ISP):485. 4 (M+H)".

1.47. (E)- (RS) -3-[5-(2, 4- —RHE-Fw-5-LFHX)
~9, 3-—WHRA-FET-1-[1- (4-9rA-¥4) -1H- &%
w-2-#]- A8, np 168-172C ( ZH) . MS(ISP):567.6
(M+H) ".

1.48. (E)- (RS)-3-[6-(2, 4-—REA-Frz-5-KLFL)
-2, 3-—FRA-FEHX]-1-1- (6-FH-wve-3-£) - 1H
-#kk-2-A]- A, np. 153-156C ( Z.8 ) . MS(ISP):536.4
(M+H) ",

1.49. (B)- (RS) -3-[5-(2, 4-—HE-Fw-5-£AFH)
-9, 3-—WERA-FA]-1- (1-[1,3]=%K-2-£-1H- &%
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% -2 - A) - AKH M, np.235-240C (T ) .
MS (ISP) :563. 4 (M+H) .

1.50. (E)- (RS)-3-[5-(2, 4-—RA-F-5-AFH)
-2, 3-—WERA-FA]I-1-[1- (6-_FRAE-H%®-3-%)
-H-#%%E-2-4]-A%®, np 128-132TC ( ¥ & ) .
MS (ISP) :565. 4 (M+H)".

1.51. (E)-(RS) -3-[5-(2, 4-=—RE-Et-5-4L¥F%)
-9, 3-—PRA-FA]-1- (1-ww-3-%-1H-#%%E-2-
£) - AWM, n.p. 138-142C ( P& ) . MS(ISP):522.2 (M+H)".

1.52. B)-R)-1- (1-3x&&k-1H-&%E-2-%) -3-[5-
(2, 4- —RE-FR-5-KAFH) -2, 3-_WAEA-X£]-&
# &, m.p.125-128C ( V&), [al,= +845°(c=1; #A4F). MS(ISP):
485. 3 (M+H) ",

1.53. (B)-(S)-1- (1-s%A"E-1H-8%-2-%K) -3-[5
- (2, 4-=ZREA-FR-5-KEFE) -2, 3-—FARE-X4]-
A, m.p. 123-130C( 5 ), [al, = -824°(c=1; #45). MS(ISP):
485. 3(M+H) ",

1.54. (B)-(R)-3-[5-(2, 4-—RE-ww-5-4AFL%)
-2, 3-—_FWRA-FR]-1-[1-(4-FRE-¥XHX) - 1H- &%
-2-41-&%®, np. 139-143CT () . [al,= +581°(c=1; &
£5). MS(ISP):567.3 (M+H)".

1.55. (B)-(S)-3-[5-(2, 4-—REA-Ew-5-4AF%)
-2, 3-—FPEA-FA]I-1-[1-(4- FHA-¥%) - 1H- %%
-2-RX]-AHM, n.p 137-142C (ZH) , [al,=-590°(c=1;
f.45). MS(ISP):567. 4 (M+H)".

1.56. (E)-(RS) - 1- (1-3FRTHX-1H-%%E-2-%) -3-
(5-(2, 4-ZR/A-Fw-5-KFHE) -2, 3-_FHRE- %4]
- A8, mp. 122-129C (P& ) , MS(ISP):499.3 (M+H)".

1.57. (B)- (RS)-1- (1-3prXA-1H-#&%-2-%) -3-
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[5-(2, 4- —RE-FR-5-KAFH) -2, 3- _FHL-X4]
- A&, m.p. 118-123T ( V& ) , MS(ISP):513. 4 (M+H)".

1.58. (E)-(RS)-3-[5-(2, 4-—REA-FR-5-AFH)
-2, 3-—FEREA-FE]-1-[1-4-Z8FE-X£) - 1H-&
% - 2 - K] - A% &, np189-192TC ( ¥ ¥ )
MS (ISP) :589. 3 (M+H) .

1.59. (B)-(RS)-1-[1- (5-FA - -2-%) - 1H- &%
-2-K1-3-[5-(2, 4-—RA-F%-5-KFH) -2, 3-=
PERLE-XKX]- AHME, n.p. 133C( FE), MS (ISP) :556. 2 (M+H) °.

1.60. (E)-(RS)-1- (1-3)Z K -1H-#%%-2-%K) -3-
[6-(2, 4- —fE-Fw-5-KAFH) -2, 3-—F&a&L- X1
- A M, mp.120C ( &), MS(ISP):527.3 (M+H)'.

1.61. (E)-(RS)-3-[5-(2, 4-—&HA-Fw-5-£LFHX)
-2, 3-—FRA-FEA]-1-[1-(4- PEE-¥(X) - 1H- &%
-92-A]1- &AM, m.p.199-201T ( P& ). MS(ISP) :551. 2(M+H) ",

1.62. (E)- (RS) -3-[5-(2, 4-—RfEA-FR-5-AFH)
-2, 3-—WHRAE-FEA]-1-[1-(3, 4-—F&HEEL-X4) - 1H
- 8kk - 2-RX] - A% &, np.155TC ( ¥ & ) .
MS (ISP) :581. 3 (M+H)".

1.63. (E)-(RS)-1- (1-%J[1,3]=8&R3k-5-K-1H-
Bk -2-4) -3-[56-(2, 4- KA -Fw-5-LF¥H%) -2, 3
- —WEA - (L] - AE®, 0. p. 131-136C( ¥ ). MS (ISP) :565. 3
(M+H) .

1.64. (E)- (RS) -4-[2-[3-[6-(2, 4- —RA-F® -5~
Egr) -2, 3-—FRA-FE|AHmA] -1, 2- —a - 8kE-1
- A]-FH, np. 138-146TC ( F& ) , MS(ISP):546.2(M+H)".

1.65. (E)- (RS)-4-[2-[3-[5-(2, 4- —RE -&F®" -5~
EPE) -2, 3-_FRE-EA]AH®E]-1, 2- 8 - 8% -1
- A - AVERTE, n.p 165-169CT ( P8 ) . MS(ISP):621.5
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(M+H) .

1.66. (E)- (RS)-3-[5-(2, 4-—RE-Fw-5-%2FH)
—g, 3-—WRAE-FEE]-1- (1-E9-2-K-1H-&%-2-
A) - HHHE, mp.150-155C ( L&) . MS(ISP):527. 3(M+H) .

1.67. B)-(RS)-1-[1-(5-THk-&E5p-2-%) -1H- &
A-o-#£]1-3-[5-(2, 4-—RA-Fw-5-FAFE) -2, 3-
—wHEA-¥A]- F%HM, np 107-111C ( P& ). MS(ISP) :583. 3
(M+H) *.

1.68. (E)-3-[5-(2, 4-—&A-F%-5-AF%) -2, 3
c—wa k- AT -1- [RS)-F-[(SR)-1-[4-[(RS) - 1- &% -
LEIER]-H-#&%-2-4]- ABESRESY, np 225-230C
(P& ) . MS(ISP):565.4(M+H)".

1.69. (B) - (RS) - 1- (1- FMmAFTA-IH-&k%&-2-4)
_3-[5-(2, 4-—FAE-F%-5-£AFHK) -2, 3-FARL-
#4]- %S, pp 128-133CT (FE) . MS(ISP):599.2(M+HD) .

1.70. (B) - (RS) —4-[2-[3-[5-(2, 4- —&HFK-EF% -5~
APR) -2 3-—FRA-EA]AKERA] -1, 2- —&-&K%-1
~A]-N, N- —PRAERBE, np. 133-135C (R FR/FEH) .
MS (ISP) :628. 3(M+H) ",

1.71. (E) - (RS) -3-[5-(2, 4- —RAE-F%w-5-%XF%)
—9 a-—WERE-FAI-1-[1-(4- FREAFTE-X4L) - 1H-
Bk % - 2 - A]- ®% M, npl165-167C ( F & ) .
MS (ISP) :565. 4 (M+H) ",

1.72. (B)- (RS)-3-[5-(2, 4-—RKA-Fx-5-%2FK)
o 3-—FARA-FA]-1-[1-U-[(=FFAL) - FE]-
$AE]-1H-&E-2-%]- &%®, n.p 139-144C (F&) .
MS (ISP) :634. 4 (M+H)".

.73, (B)-(RS) - 1-[1-(4- & - (X&) - 1H- %% -2- 4]
_3-[5-(2, 4-—fAE-ww-5-AFH) -2, 3-ZFRE-
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¥E]-A%®, n.p 158-160C ( ZHF) . MS(ISP):555.2 (M+H)".

1.74. (E)- (RS) -3-[5-(2, 4-—fE - T -5-£LFH)
2, 3-=—WRA-EE]-1-[1-(6-FARE-stw-3-%) -
1H- 8k%-2- 4] - A%, n.p. 124-130C( P& ). MS (ISP) : 552. 3
(M+H) ",

1.75. (E)- (RS) -3-[5-(2, 4- —RKA-EZ-5-AFH1)
-2, 3-—_FaERE-FA]I-1-[1-4- (4-FHR-%E-1-£7F
A)-FA]-1H-8%%-2-4]- H%¥, 0 p. 145C.MS(ISP) :633.4
(M+H) .

1.76. (E) - (RS) -3-[5-(2, 4- —&EX-Fw-5-AFL)
-2, 3-_FERA-FE]I-1-[1-(4-Fok-4-EAPE-%XX) -
1H- %% -2-X]- @% %, n.p.85-88C ( Z& ). MS(ISP):620.4
(M+H) .

1.77. (B)-RS)-1- (1-2RKx-2-KX-1H-8%%E-2-3%)
-3-[6-(2, 4-—RE-FR-5-KAFEK) -2, 3- —¥HE-
¥KA]- AHM, n.p. 185-188TC ( — & ¥k /¥& ). MS(ISP):579.3
(M+H) ",

1.78. (E)- (RS) -3-[5-(2, 4- —fE-Ew-5-LFH)
-2, 3-—WEAEA-FEA]I-1-{1-[6-(1-#X-1-F¥%-2%)
b -3- K] - 1H- 8% -2- K} - A8, np. 147-152T ( &
B ) . MS(ISP):580.2(M+H)".

1.79. (B)-(RS) -3-[56-(2, 4- —RE-FR-5-KLFHX)
-2, 3-=WAEA-FAE]-1-[1-(6-"bk-4- & -whvw - 3-
X)) -1H-%%-2-RX]- A% 8, np 142-148C ( L&) .
MS (ISP) :607.2 (M+H)".

1.80. (E)- (RS)-5- (2- {3-[5-(2, 4- —RIE - -5
~EKFPR) -2, 3-—FARAEA-XE]AHEBEI-1, 2- & - &%
-1-4) - ks - 2- ZERBRTHABE, n op. 140-148T ( —& Fi/
WA ) . MS(ISP):621.2(M+H)".
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I A4 2

2.1. (E)-(RS) -3-[5-(2, 4- —&A-EZ-5-KFXK) -2,
3- —WHRA-¥XA]-1-[1- (4-F£-XE) - 1H-sE-2- 4]
- ARG HE

F

NH» e} O

L MESS
A |

s
TRV o~ Nx

O

% 0.819g 5- (3-# -4, 5- —WHE-FHK) -@Ew -2, 4
- ZBe#0.89g (RS) - 1-{1- (4- & - (%) - 1H-8k%E-2- %]
- BT 150l N,N- — WA LB ER1. 9nl =Lk T o595 % M 22ng
ZL4e (11) # 12Tmg = - AP FAABRLEF A E 120CHHE 2.5
I, REBAGHEEERMA 50nl HABREAKERFHFAT
B 504, ERETRTREAFAREFEFTRAKERS S, A
AP/ PR 95:5 nuhl. A ik, REHA RKRFR/RT
EWEBER. 5555 603mng (53%) (E)-(RS) -3-[56-(2, 4-
—RE - -5-AFHR) -2, 3-FRE-EA]-1-[1- (4
-f-XE) -IH-®&E-2-A)- A8, ALEFW, np. 114
T, 4.

AEME®RA 2.1 GFERSTIEH:

2.2. (B)-(RS) -3-[6-(2, 4- —fA-Fw-5-KFHX) -2,
- —WHRL-FR]-1-[1- (2, 4-=fK-%XH4) - 1H- #kE -2
- K- A%®, nop 121C, 4%,

2.3. (B)-(RS) -3-[5-(2, 4- —RHE -#E-5-KFL) -2,
3- —WRE-¥A]-1-(1-+=RCA-1H-%%-2-%)-&
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¥, mp. 143C, 4#,

2.4.(B)-3-[6-(2, 4-—RE-FR-5-XFX) -2, 3-
ZWRKE-FER]-1- (IH-&%%-2-%) - AHSE, n.p. 164T,
2.

2.5.B)-(RS) ~1- (1- XA EHRBEAFTH - 1H- 8%keE-2-
) -3-[6-(2, 4-ZRKEA-Fw-5-£AFE) -2, 3- _¥4§
A -¥K]-®%HM, np 135-138T,

2.6. (E)~(RS) -3- {5-(2, 4- —gEA-Fw-5-LFH) -2,
3-—WEREA-FEAI-1-{1- (4-2FE-%2X) - 1H-8kE-2
- &) - A%®, mnp 265C,

2.7. (E)-(RS) -3-{5-(2, 4- —f X -Fw -5-FAFH) -2,
3-—_WRA-FER)-1-{1- (4-A-%%) - 1H-&%E-2-
A} - &M\, MS(ISP):537. 3(M+H)".

2.8. (E)-(RS) -3-{6-(2, 4- —REA -ER-5-AFH) -2,
3-—WERA-ER)-1-{1- (2-BFA-%X4) - 1H- &% -2
-} - AWM. Mp. 259T,.

2.9. E)-(RS) -3-{5-(2, 4- —REA -FEw-5-LFLR) -2,
3-—WERA-FER}-1-(1- (3-FFE-%£4) - 1H- &k&E-2
- &} - A%#W. M.p.178-179TC.

2.10. (E)-(RS) -3-{5-(2, 4-—RA-Fww-5-LAFH) -
2, 3- —WERE-ER}-1-{1- (3-#EL-%%) - 1H-®%%E-2
- X} - AH®. M p.169-171TC.

2.11. (E)-(RS) -3- {6-(2, 4- —RA-Fex-5-LFL) -
2, 3-ZWREA-FE}-1- (1-FEA-1H-&%%-2-R) - A%
A, M. p.226T.

2.12. (E)-(RS) -3- {5-(2, 4- —R& A -Ee-5-KA¥H) -
2, 3-—_WARE-FA}-1-{1- (4- (2-£ZHX) -%£) -1H
-BE-2-K) - AWM. M.p.260T,

2.13. B)-(RS) -3-{5-(2, 4-—RE-Ew-5-AFH) -
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2, 3-—FWRAA-FA)-1- (1-ZHA-1H-&%&E-2-%) - &%
A1, MS(ISP):473.4(M+H)".

2.14. B)-(RS) -3-{5-(2, 4-—RE-Fw-5-KLF}k) -
2, 3-ZFAX-FA}-1-{1- 4-FETHAEL TR -%2) -
1H- &% -2- K} - ®H®. MS(ISP) :594. 4 (M+H) .

2.15. (E)-(RS) -3- {5-(2, 4- —RE-FR-5-£LFH) -
2, 3-—WERE-XA}-1- (1-FA-1H-&%%E-2-%) - &%
. MS(ISP):487.4(M+H)'.

2.16. (B)-(RS) -3-{5-(2, 4-—_RKE-FHw-5-4LFH) -
2, 3-—_FRE-EXK}-1-(1-&F-2-%X-1H-%%-2-%)
- B 8. MS(ISP):487. 4 (M+H)".

2.17. (E)-(RS) -3- {5-(2, 4- —RE-Ew-5-£AFH) -
2, 3-—_FAA-FER}-1-{1- (3-FHA-TE) - 1H-8%k&E-2
- K} - A&, MS(ISP):515.5(M+H)".

2.18. (B)-(RS) -3-{5-(2, 4- —REA-FEw-5-AFH) -
2, 3-—FAE-FE)-1- (3-F1-F-1-%-1H-%%E-2
- %) - ®%&. MS(ISP):503.3(M+H)".

2.19. (E)-(RS) -Gk -4- HEB4- (2-{3-[56-(2, 4- =&,
B-@g-5-RAFE) -2, 3-—FEEA-FXA-ABKE) -1, 2
- ZH -8%-1-4) - THAE. MS(ISP):630.4(M+H)".

2.20. (E)-(RS) -3-{5-(2, 4-—RA-Ew-5-AFH) -
2, 3-—FWREA-FXEL)-1-{(4-BEL-T-1-£) -1H- &%
-2- 3%} - AH®E. MS(ISP):517. 3(M+H)".

2.21. (E)-(RS) - & A W& 4- (2- (3-[5-(2, 4-—f A - =
W-5-RFE) -2, 3-—FAEA-FA]-FHMEI-1, 2- =4
-8R - 1-4) - THAE. MS(ISP):560. 3 (M+H)".

2.22. E)-(RS) ~ A A F& 4- (2- {3-[6-(2, 4- —RE - %
W-5-KRFR) -2, 3-_FEREA-EXR]-AaBHmA)-1, 2- =&
-BE-1-4&) - AAE. MS(ISP) :546. 3(M+H)".
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2.23. (E)-(RS) -3-[5-(2, 4- —RE-Fw-5-4LAF}k) -
2, 3-—FEE-FHA]I-1-[1- (2-[1,3]=&X*-2-%-2
A) - 1H-8%-2- K] - AHMA. MS(ISP):545. 3(M+H) ",

2.24. B)-(RS) - 1-(HRTHEFE-1H-&%%E-2-%)-3-[6-
(2, 4- —REA-HERw-5-AFH)-2,3-_FaL- XL HHE.
MS (ISP) :541. 4 (M+H)".

4] 3

3.1. B)-(RS) - 3-[5-(2, 4- —R&EA-FHR-5-KLXFH%) -3
- PRE-2-FREFEE-EA]-1- (1-FKE-1H- &% -2
-R) - AREOH &

e
H,N~ N 0 N

¥ 806mg 5- (3-#-5- FRE-4-FRAFTRE-FX) -
W -2, 4- ZfkA28mg = - (=X - — #4411 £ 11nl N,
N- —FAFERETHERMME 120C 4 %2 E T 3 524ng (RS)
-1- (1-(%-1H-8%-2-X) -AHSBT4anl N, N- —FH
Pt A 2.8nl ZLEFHER. £ 120CAE 3 IHE, BEREER
Sk G R AR LW A 330g K LT EEEL (REA: —AFR
/B 1:1v/v) . &tseegA &k, k%2 % EHF3 500mg (E)-(RS)
-3-[6-(2, 4-—RE-FR-5-LFHL) -3-FEE-2-VF
AEFARE-XE]-1- (1-FE-1H-8&%-2-1) - AHM,
K% &8 K. MS(ISP):551 (M+H)".

AEM LR 3HFEHET AL
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3.2. B)-(RS) -3-[5-(2, 4-—REA-Ew-5-AFH) -3
-WEL-2- PRAEATFTRA-EE]I-1-(1-=%wm-2-KX-1H-&
i -2- %) - M. MS(ISP):541 (M+H)".

3.3. (B)-(RS) -3-[5-(2, 4- —fE-Fw-5-KXFHK) -3
-WRE-2-FPREAFEE-FEAI-1-[1- (4-BFE-XE)
-~ 1H-#%%-2- 4] - A% H. MS(ISP):581(M+H)".

L4 4

(E)-(RS) - 3- {5-(2, 4-—RE-Ew-5-4AFX) -2, 3
-—wRA-EA-1-{(1-[2- (2, 2-=F&-[1,3]- Z&AK
FR-4-4) -ZE]-1H-&FE-2- K] - AHEGHE

%—-O

0
NHs 0
N7 XY = N
A '
P - Na
HN” N . C
_0

¥ 1.3g 5- (3-#t-4, 5-—FRE-FX) -Fw-2, 4-
. 100mg =- ( ZXK) —f44e (11) . 1. 1gm B EM. 4. Tnl
Z kA 1.2g (B)-(RS) - 1- {1-[(2,2-=94%& - [1,3] - =8 XK
—4-K)-CZHE]-1H-&%&%E-2- A} - AHFAE2m] —FRAVEE
PogE R MK E 120C. 5HE, Er#AXBELRERRERLY
FHRemERK ki & #E%4 (%BMN: CHCL,/MeOH/NH,0H:
95/5/0.5) . & JF e m &, REHF A CHLCL, & . 4 553 720ng
(E)-(RS) ~3- {5-(2, 4- =&E-Ew-5-KFH) -2, 3-=
PHRA-FAI-1-{1-[2-(2, 2-=FA-[1,3]- —8AKX*K-4
-R) -ZA)-H-%&E-2-K)-AH®E, ARESWH.
MS (ISP) :573. 5 (M+H) ".
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,,,,,,

LM 5
(E)-(RS) ~3-[5-(2, 4-—RE-FR-5-KAFK) -3-¥7
A -2- (2-Bk-4-K-ZRE) -FK]-1- (1-%%-1H
-Bkk-2-K) - AHBEEHE

)

% 120mg 5- {3-#-5-FAEL-4- (2-Ggk-4- KX - &
E)-FA} - -2,4- M 28ng = - (Z¥8B) —fke(11)
Z£1.50l N, N- PR FBETHERMAE I20CHARBETH
A T6mg(RS) - 1- (XA -1H-%%-2-%) - 5SS T 0. 750l N,
N- —FEAPEREA0.75n]l ZLBETGEER. £ 120CKE 2.5 6
B, BRRERGHEEHFBHSBA g R EHFTEZESF (B
Fl: —RFR/FEL:Lv/v).H %M ABE. 45535 54ng (E)-(RS)
-3-[5-(2, 4- &KX -Fw-5-XFHh) -3-F&HL-2- (2
-~k -4- R -CEA) -FXRA]-1- (1-FXR-1H-&%%-2-
A) - ®BHE®E, AR L EBEK. MS(ISP):620 (M+H)".

L4 6

(B)-(RS) - {4-(2, 4- —RE-HR-5-AFHL) -2- FAAX
-6-{3-&ARK-3- (1-%(X-1H-&%%-2-%) -&AHA}-%
A} - LBmTEGHE
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NHz 0 ‘

OO
i
& N
HQN)\N o} X
O\

¥ 380mg {4- (2, 4- —fA-FX-5-XFH) -2-8-6
-PAR-XRA) - ZETPEF 96ng = - (ZFB) —f ke (1)
£5ml N, N-ZFEAFBERTHERMEAE 1I20CHARBET R
250mg (RS) - 1- (1- %A -1H-#%%-2-%) - R%H® T 2.5mlN,
N- —PAFEEM2.5n]l ZLEdHER. £ 120CKRE 2.5
B, BRERSPRE KR4 E 100g &k L fTEE 2 H (K
F: —RFR/FPEL1:1 v/v) . 24 AER. 25757 268ng
(E)-(RS) - {4-(2, 4- ZKEA-FR-5-KFE) -2-F&A&K-6
-{3-AK-3-(1-%E-1H-&%E-2-%) - @HL) - X814}
- LB VR, HRFEBK. MS(ISP) 579 (M+H) ",

LA T

(E)-(RS) -2- (2-{8-[6- (2, 4-—RIEL-ER-5-£F
£) -2 3-—PaE-XxEA]-AKsL] -1, 2- A -&E-1
-k) -2-FA-ABENOHE

OH

NHZ O @]
/I\{k D b :
|
= -~ Na
H,N N 0
/O

% 50mg (E)-(RS) -2- (2-{3-[56-(2, 4- —&f K - -5
~EPR) -2, 3-_FRA-FA]-ABBE)-1, 2- —&-&
i -1-K) -2-FHA-FBRFE (L4461 1.12) T ool PHESHE
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B A 3 2N ARAMAE RS HARSW DR A5 4. REXRS
EinsW, RARLERNLBHFIAAINEETHA. R REWA KPR
/PEELS. 5548 41ng (E)-(RS)-2- (2-{3-[5- (2, 4
- R A -FR-5-AFHA) -2, 3-_FEREA-EA] - A
-1, 2- A -sE-1-K) -2-FRA - /%, AHLEEK.
M.p.=245C, ##.
£ %4 8

8.1. (E)-(RS) -3-[5- (2, 4-—gA-Fog-5-AFH) -

2-A-3-FARE-EAT-1- (1-%%-1H-&%%E-2-2) -

7 5 B o ) &
e

' T O
1
o
HzN/kN OH Nx

PAS

3% 290mg (E)-(RS) - 3-[5-(2, 4- —RA-FR-5-AFX)
-3-FRA-2-FRAAVREA-FA]-1-(1-%K-1H- 8% -
2-%) -AHHE (L& 3.1.) EBA 10nl PHEPHFA I10FXE
B ETOCRE 1 INE, BERSWRE IR &% E 250g
AR EHITEELSE (REM: —AFK/F8). 55535 228ng
(E)-(RS) -3-[56- (2, 4-—RfA-Fw-5-AFH) -2-&%
-3-FVaAKA-FH]-1- (1-FE-1H-&%%-2-8K) - A8,
AEE., REBK, MS(ISP): (M+H)".

AEMERES 8. 1. 8975 ZHE&T 5o

8.2. (E)-(RS) -3-[65- (2, 4- —&HA-Feg-5-AFH) -
2-PBR-3-FRA-FA]-1- (1-=%h-2-%-1H-%E-2
- %) - 5%%5, np.158C, 4#&.
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8.3. B)-(RS) -3-[5- (2, 4-—fHA-FR-5-KLFH) -
2-FE-3-FRA-XEA]-1-[1- (4-£FX-%X%) - 1H-
% -2-A]- A%®, np >250T.

L4 9

9.1. 2-RE - A 4- (2-{3-[6- (2, 4- —g&KX - Fre -
5-AFWHR) -2, 3-_FREA-XA]-AH™E] -1, 2- 4 - &
wm-1-%K) - FRAEGHE

e
Y
o)

NHz O I

l\; Ry SN N O
H
/
HzN)\N O/ Na

0

¥ 130mg 2- RTEBEXEE -FAHK4- (2-(3-[5- (2, 4-
—REA-Fr-5-APR) -2, 3-—FEA-EA]- ABsR)
-1, 2-—&A-&%-1-3%) - FEAET 200l ZRLEFTHERA
18ul PHREAEZERTAZ LI, RERALER, FALBERE
LERT B Pt L HEMAE Sl R PHA 20ml pH 7THE F &
42, HERFENFR, FF 6omg 2-RIE-AK4- (2-{8-[5
- (2, 4-ZRE-Fw-5-KFHE) -2, 3-ZFRE-¥X4]-
REBEE) -1, 2- —4 &% -1-4) - FiE,

MS (ISP) :622. 3 (M+H) .

BEEHEA L FHRAGBIHBHELT:

a) ¥ 275mg (B)-(RS) - 3-{5-(2, 4- —RHE -t -5-4F
£) -2, 3-—WARE-KA}-1-{1- (4-£FEX-%X%) - 1H
- Bk -2-A)-AHET 10nl —FPREAPEBETHEREERTA
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105mg BOC-L- A& &, 95mg N- (3- —_FREFEL) -N-24
BomEEESLEA I0ng 4- ZFRERELE, 1IHE, REA
ERANKEALHERKR ERTEESH (RN —ATR/LE
9/1) . 5% 220mg (61% ) 2- RTAFARE - AL -4- (2- {3
~[6-(2, 4- —RHA-FR-5-HAFH) -2, 3-ZFaKE - FK]
-FWERAY -1, 2- —A-8&E-1-K) - FAS MEXERK
MS (ISP) :722. 5 (M+H) ",

0.2. BEME#®RM 9. 1.7 EHE&E2- KA -5- K- K&4-
(2-{3-[56- (2, 4-=—&A-F-5-KFHk) -2, 3-_F4&
E-¥RA)1-"H5&A) -1, 2-—&A-&E-1-K) - FALE.
MS (ISP) :707. 6 (M+H) ".

AEMEHAEM I 1. a)WMFEHEG) -5- (N, N-Z-RRTAEL
-BWE) -2-BRTEABEAREAKRBE) - R -F-(S)-4-[2-[3
-[5-(2, 4-—RE-"Fw-5-KFH) -2, 3- ZFHL-XE]
- AEBA]I-1, 2- A -&E-1-A]-FAES L 1RSH
& 5P 9.2 A ENS (& 1.3.2.) . MS(ISP) :1007. 9 (M+H)".

x4 10

10.1. %8B E) - RS) - #-[4-[2-[3-[6- (2, 4- 5%k -
e -5-APHR) -2, 3-_FAR-FXE]-AK®E]-1, 2-=
g-8E-1-A]-FASIOAL (10 1) 984

OQS,O
HO I

O O
NH, 0
N7 R
)I\ o -~ N =
H,N™ N

O

0

3% 200mg (E) - (RS) -3-{5- (2, 4-—fHK-Fw-5-4AV
£) -2, 3-—9ARAE-EHXA)-1-(1- (4-FR-%4) -1H
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-BE-2-A)-BHEBETom ~PATRETHEREERTA
6Tmg AR - —FRAFISELSPLAE. 1 HE, A T3ng &
BEAAR Nl K. BEERBFRF LI, RERSAER. ¥H4
YA 40nl FEB/=AFPiHEE. REFRFHRAEIATE
i 2% 90ng A (E) - (RS) - £~ [4-[2-[3-[6- (2, 4-=
BE-Ew-5-AFH) -2, 3-ZFRE-FR]-AHBA] -1,
2-—a -&k%H-1-K]-FA&]gAaEA:D),

MS (ISP) :631. 3 (M+H)".

10. 2. M EM Eab) 10. 1. 6557 EHEHBR(E) - RS) - £ - [4-
[2-[3-[56- (2, 4- —R&E-EF"R-5-KFX) -2, 3-=F4&
EA-FA]-AEmA]-1,2- & -%kE-1-K] - TEAEI#HAS
(1:1), MS(ISP):597.3(M+H)".

E 4] 11

(E) - (RS)-3-1{6- (2, 4- —RHE-FZ-5-KAFHX) -2, 3
- WERE-EAI-1-{1- (4-FHAEA-THA) - 1H-%%E-2-
Al -Aam®mgd &

C
NH, o ) SN
T S
I
* & e Na
HoN N Q ,

0

% 206mg (E) - (RS) -3-{5- (2, 4- —KA-E=R-5-4F
£) -2, 3-—_FRAE-FXA}-1-{(4-F#£X-T-1-%) -1H-
Bk -2-A]-AHBT 20l R PHERAE-20CH 37ul FHER
. 110G, REREARFFERE I0nl —FEFTERRETOHS
s 80T Al 233mg A BRATKF 24 b . RERLERFFER 2B
AR E#ATE#ESS (ERKA: CHCl./MeOH/NH,0H:95/5/0.5) .
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SFshegA R, REFATHLSL. 52 124ng (E) - (RS) -3- {5
- (2, 4-—RA-FR-5-LFH) -2, 3-_FRE- XX} -
1-{1- (4-EHAA-TH) -1H-&%%E-2-A]-GH5M, Haé
L4k, MS(ISP):558. 3 (M+H)".
L4 12

(B) - (RS) -3-{5- (2, 4- ZRE-FR-5-KFH) -2, 3
-—PRA-FR)-ASEE-1, 2- 4 -&%-1-X- AR
#&

H (6]
NH2 (@]
. o
|
)\ = N
HoNT N cID =
_0

$% 764mg (E) - (RS)-3-[6- (2, 4- —RE-ER-5-XF
A) -2, 3-¥REA-FA]-1-[1- (2-[1,3] =8 K* -2~
A-ZHA) -1H-&%%E-2-X]- A%ET 20nl A8¥H 3nl KF&
KB oml INEBAF 22X, AZBREAAERAPHET-85A
SEAPR/FEO:DFERAMIK. ARALAKERR AN, AR
BT8R, SEFREER. R ERRK LHfTEESE (A
CH.C1l,/ MeOH/NH,0H:9/1/1) . & jtsedy iR &, R%EH A=A Fh/
. FLREME 150nl —AFPRT, KHEEHE, REFR
3% 950l R ORAEL, BELMEL S, 53] 388ng R A 2645 (E)
-(RS) -3-{6- (2, 4-—RFE-Fw-5-KLFHk) -2, 3-=VF
AR -FR)-"HME-1, 2- A -#%E-1-% - mE

=) 13

13.1. )%= (Z) - (RS) -5-[2-[(E)-3-[6- (2, 4- =& A
—wper -5-FPHR) -2, 3-—FRA-FXEA]-AHskE]-1, 2
- A -&BE-1-RK]l-R-2-HEREHONE
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NH, o A ~en
NT N
N~ )

H,N” N o~  MNx

0

¥ 160mg (E) - (RS) -3-{6- (2, 4- —RE-Fw-5- V¥
£) -2, 3-_FPEEA-FE)-"FEBRE-1, 2- & - &E-1-
£ - HEEH 30nl whSLHA 1on]l —RPREFERA 438ng FA LT
E-ZXABRAE. 12)0WE, REERIKHAGWERAK EHRITE
% 554k ( ZBLH: CH.Cl,/MeOH/NH.OH:95/5/0.5) . 43 4htd ik 4%,
3 % I A CH,Cl,/MeOH £ d4. 53| 150ng & & K.
MS (ISP) :524. 4 (M+H) ".

£ EEA 13,1 85 EH&T s

13.2. B) - (RS) -5-[2-[(E)-3-[6- (2, 4- — &K -%%=
-5-AFE) -2, 3-FRA-FA]-AHF&EE]-1, 2- =4 -
Bk -1-K]-R-2-%EB%HRAE. MS(ISP):583. 4(M+H) ",

13.3. (E) - (RS) -3-[3- (2-{3-[6- (2, 4- K - &=®
~5-AFHR) -2, 3-—WEREA-FE]-aH%E] -1, 2- =4 -
BE-1-X]-2RA]-1-£X-wBR-2-#.

EH 14

3-[3-(2-{3-[6-(2, 4-=—fA-FH-5-AFH) -2
3-—PaEA-FE]-AKSR)-L2- A -&E-1-A]-£&
El-1-(2-=FRAPaRAt-ZE4) -t K -2- B H &

\ /
Si—
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¥ 230mg (B)- RS) -3-{5- (2, 4- —RE-ER-5-XF
£) -2, 3-—_FRE-FA)-RHstk-1, 2- —&A-&%&%E-1-
A -A®, 498mg (RS) - [2- &K -1- (2-=—FEAFRRA- L&
A) -k -3- K] - ZXAB. Sl FATHRA 5nl —RHFRR
Sk 2 50C, 8 NG, RERLERFHP&PELR LA
&, & 44 ( ZRBL#: CH.Cl./MeOH/NH,0H:95/5/0.5) . & JF4btg A &
&, REH A CHLL/CRER. 535 222ng & & 54k, MS(ISP) :684. 5
(M+H) ",

BRERAENHTEHEEP-A 0 620 225 ¥ A& 7 4] &

EX b

3-[3-(2-{8-[6-(2, 4-=—g&&*-gw-5-XFHL) -2
- —WERAFA]I-AHE&EL)-1,2- —&-&E-1-A]-F2AA]
-1-2E-wRKE-2- H44HE

N-0oH
P
NH, o 0
N ST
|
o
HQNAN o7 Ms
_0

% 220mg 3-[3- (2-{3-[5- (2, 4-—HA-Frgx-5-4
TR -2, 3-ZFAE-FEA]-AHAl -1, 2- —8-8&%-1
~R]-eRA]-1- (2-ZFRAFEREL - CAL) - sk -2
- T 2nl ERLEPEERER 2000, REXRSE. KALDER
A 5ml PETIHA 5Tng RBRAME 2n]l KT HERAE, RERAE
Bk, BREDEMESN] KPHAHE0C, HBELAFLEH. A
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5 117mg @ & d 4. MS(ISP) :584. 4 (M+H) .
EL w16
(E)- (RS) -3-{5- (2, 4-—RE-FX-5-KFH4) -2, 3
-—WAAE-EE)-1-{1- (3, 4-=—FE-THA) - 1H- &%&-
2- Kk} - AHRGHE

OH

NH2 0O

L e
!
P

/O

¥ 250mg (E) - (RS)-3-{6- (2, 4-—RA-Fw-5-4W
2)-2,3-=vaE-FA}-1-{1-[2-(2,2, -=¥4-[1,3]
- R RHK-4-K) -CZHEA]-1H-%KE-2-A) - AHHAT 40l F
BPeR4sHM0.65ml 2N HC1 & 2. 1MW ERAY pHEAE 7-85F
RERSY. FARAGHEMETE/—LFRE T, ARETFRHFT
B.REERFHHNRDATEL L. 73 180ng W R.MS (ISP) :533.5
(M+H) ".

FrReX II BT k4 T4 &

L 17

17.1. 3-#-5-FARER-4- FAEATFTRE - APRGHE

¥ 14.8g s #47m3]| 20g 5- #EFER T 1901 N, N- —F R F
BEOHERTY. FERGMWAHEH 10C, REE 1054 AFE
8.1ml AFPRAE., ATBTHHIERASY 30454, HAY 300ml k
- KFHACRLUEFR (5x150nl) . FRAEFGAMNM, KEH
KA MLBELN. 25 15.4g 3-8-5-FX-4- FE&
APEE-XFER, ALEREK.

17.2. (B/Z)~-2- (3-#-5-FEAE-4- FRAFHAL - F
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A) -3-XRBK- AWK

#4508 3-#-5-FR-4- FAEAFTREL - X978 2.73g 3
- FEARERE IOnl —FERATFHAHFELH 10C. e 2. 16¢
RTENE, BRERSYEAEZERETAEEH 2 I, REMA 150nl Kie
100ml ZEEAE., S HEAPM. TRIRSG. AL THANRLYE
#F2]5.65g (B/Z)-2- (3--5-FREE-4-FAEAFEA-F
A) -3-XERE-AHH, HYAXEEHK.

17.3. 5- (3-#-5-FAKX-4- FAAVEL-F£) - %
w2, 4- —HEWMHE

#2158 PERABEME 1900l ZHTF. 240 5HAQELFRA
3.9s MEmE. BROVEFTETRIF 14, REMB 5. 0g (E/2)
-2-(3-#-5-FRE-4-FREFTREE-FE)-3- %84 -
AEBSRARE. REARSGWEALR. HEZRSY, ALEZR
AREEFTRANAM, REX%E. MDA LHELLE, 2B/
% 3.65g5- (3-#-5-FaAFE-4-FEEFERL-FR) - g
-2, 4- =k, AALEHAK, n.p. 180T, 2#.

R IILEH (E&EH 1-1665BMP) e TXREEMF H4
%.

L34 18

18.1. (RS) - 1- (1-(A-1H-&%-2-4) - AHEFHHE

ERRAFHRE, H1.11g1- %X -1,2- =& - 8kE#&0.67g
ZLEAE 10l —RVRTHEREZERM 0.53s AL T 100l =&
FREGERLEE, REFRSHEERTHIE 2004, HAK- XK
YHRLBRLEFR. TRANM, R&HE 50g sk b4t &% %
& BBLA: TRLUE/THR 3:7T(v/v). 4% 1.30g (RS)-1- (1
-FRE-IH-8&%E-2-K) - AHE, ALEHRKRB. MS:262(M).

REMZEF 18. 1. O FEZHETHX 11 4L4%:

18.2. RS) - 1- (1- (ww~2- %) -1H-%%-2-#%) - &
WE, HEMMIK. MS:263(M').
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18.3. (RS) - 1- (1-"%kh-2-KX-1H-&%E-2-K) - &k
B, FEBkd. MS:252(M).

18.4. (RS) - 1- (1-TH-1H-&%%-2-X) - AH®, K&
k. MS:242(M).

18.5. (RS) - 1- (1-#=-2-KX-1H-&%%E-2-R) -&K%
&, & & Bk,

18.6. (RS) -2-(2- A%diE-1,2- —&-&K%E-1-%)-N,
N- =P - Xasbhk, REZERRLLHRS. MS(ISP) :370 (M+H) .

18.7. RS) - 1-[1- (2-—FRAFE-XKE) - 1H- 8% -2
-R]- ARE, AFERRTHRY.

18.8. (RS) - 1-[1- (5- Pk -mkwe-2-4%) - 1H- &% - 2
- K] - AR, RAEE EK,

18.9. RS) - 1-[1- (4-R-¥XE) -1H-&%-2-XK]- &
WA, F&mkH. MS(ISP):281. 1 (M+H) .

18.10. (RS) - 1-[1- (2, 4- —R - ¥ KAL) - 1H-%E-2- 4]
- AN, REEHKkH. MS:298(M).

18.11. RS) - 1- (1-+=RKEx-1H-&K%E-2-%) - &AK%
B, &% &mkd. MS(ISP):505.2(M+H)'.

18.12. (RS) ~1- (1- KA B HBAEFTE - IH-8E-2-K) -
AHE, REEHKRW. MS:325 (M+H) ",

18.13. (E) - RS) - 1- {1- PA - 1H-8sk%-2-4}- A%
Bl. MS(EI):200(M).

18.14. RS) - 1- {1- T A - 1H- 8%k -2- 4} - FIHH.
MS(EI):214 (M).

18.15. (E) - (RS) - 1- {1- ®KE - 1H-%&E-2- KX} - A%
&. MS(EI):228(M).

18.16. (E) - (RS) - 1- {1-f#RE - 1H-8&%E-2- %} - &A%
&. MS(EI):228 (M).

18.17. () - RS) - 1-{1- (3-FH%k-T-1-4&) - 1H- &%
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-2- KX} - A%HE. MS(EI) :256 (M).

18.18. (E) - (RS) - 1- {1-[2, 2- =94 -[1,3] - —&. K%K -
4-R]-ZHE)-1H-&%E-2-%) - AH®.
MS (ISP) :315. 2 (M+H)".

18.19. (E) - RS) - 1-[1-(2-[1,3] - =& &R¥*-2-%-C
A)-1H- 8% -2-3K]- ®H®W. MS(ISP) :287. 3(M+H) ",

18.20. RS) - 1- (1 -SRAFE-1H-BE-2-K)- &%
A4, MS(ISP):283.4(M+H)".

18.21. RS) - (1- PRAAFTEA-1H-#E-2- %) - AHHR,
MS:247 (M.

18.22. RS) ~[1- 4-&THE-%XX)-1H-%%-2-K]-&
HWEeHRY).

18.23. RS) - (1 - FEX-1H-8%k%E-2-X)- AHBM (¥ é&
mKB) .

18.24. RS) - [1- 4-TH-(H)-1H-&%E-2-X]- A%
B Grédmkd).

18.25. (RS) - [1- (4- ZRAFAKE - X&) - 1H-sE - 2- &]
AHE (REd).

18.26. (RS) ~[1- (3, 4- —F R - FX)-1H-%&%E-2- K] -
FHH (R EMR).

18.27. RS) - (1-:|TH-1H-8kE-2-X) - AHEM.
MS:242 (M).

18.28. (RS) - [1- (5,6 - —&A - 4H-wg-2- X) - I1H- &%
-2-&1- A%M. MS(ISP):269. 3 (M+H) .

18.29. (RS) - [1- (2,4,6- =¥ & - X X) - 1H- 8% -2- &]
- &, MS(ISP):305.3(M+H)".

18.30. RS) - 1- (1-BEX-4- X% -1H-#&%E-2-K)- &%
81, m.p. 120C ( —F &%) . MS(ISP):339.3 (M+H)",

18.31. RS) - 1-[1-[4-[1-Z&A-Z&AHA]-%A]-1H-
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gk -2-RA]-AK®E, (Fé&H). MS(ISP):351. 3(M+H)".

18.32. (RS) ~1- (1- M3R[2.2. 1] -2 A& - Fo/ K 2 4} B -2
- X -IH-8&%E-2- %) - AH®, (Fé&H). MS(ISP):281.2
(M+H) ",

18.33. (RS) - 1-[1-(6- A -wsg-2- %) - 1H- 8k -2
-X]-A%H®, n.p. 102TC (—F#&H&) . MS(ISP):278.2 (M+H)"',

18.34. RS) - 1-[1- (4- =W &HE-XX) - 1H- k% -2- %]
- A% ®, n.p. 118-122C (Z B &/ ) . MS(ISP):306.3
(M+H) ",

18.35. (RS) - 1- {1-[4- 2-Z&aX-ZRL)-%XA]-1H-
gk -2- X} - A%M®E, b.p. 205C/0.06 £&. MS(ISP):351.3
(M+H) ",

18.36. (RS) - 1- (1- M PHK- IH-B%E-2-K) - AHMA,
b.p. 170C/0.1 £ €. MS(EI):276 (M).

18.37. RS) - 1-[1- (8,5~ =FWHA - %%) - 1H- k& -2- 4]
- %8, m.p. 110C (&) . MS(ISP):291.2 (M+H)'.

18.38. RS) - 1-[1- (4-wtB-1-%-%XX)-1H-&%&%-2
-RX]- AR, (&&EH). MS(ISP):328.2 (M+H)'.

18.39. (RS) - 1-[1- (2, 3- =& - ¥ [1,4]="8%k -6 %)
-1H-8E-2-K]- AHME, (X&H).

18.40. RS) - 1- (1- AL - 1H-8kE-2-4) - &M, b. p.
120-125C/0.08 £ €. MS(EID):226 (M).

18.41. RS) - 1-[1- (4- ¥aA - %K) - 1H- 8%k -2- %]

- "%, n.p. 95-98C (LB E/TH) . MS(ED) :308 (M).

18.42. (RS) - 1-[1- (6- VW3 -t -3- &) - IH- &% -2
- R1-AK%®, mp. 76-79C (LB ZE/TH) . MS(ISP):278.2
(M+H) *.

18.43. RS) - 1- (1-[1,3] =% -2- % - 1H- %% -2- %)
- A&, m.p. 140-143C (ZB T E/THk) . MS(ISP):305.2
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(M+H)".

18.44. (RS) - 1-[1- (6- —FHRA-wsE -3- &) - 1H- &%
~2-A]- &AM, n.p. 125-127TC (LB LE/Tk) .

MS (ISP) :307.2 (M+H)'.

18.45. (RS) - 1- (1-wtw-3- K- 1H-&E-2-K)- "%
A, MS(ISP):264.3 (M+H)".

18.46. (RS) - 1- (1 -3k T A - 1H-8&%-2- %) - A% ®,b. p.
1207C/0.05 £ €. MS(ISP):241.4 (M+H)".

18.47. (RS) - 1- (1-HF XA -1H-#%%E-2- &) - A% ™, b.p.
150C /0. 12 £¢. MS(EI):254 (M).

18.48. (RS) - 1-[1- 4- ZRAFHE - %K) - 1H- 8% -2- &]
- #%®, m.p. 90-91T (&%) . MS(ISP):331.2 (M+H)".

18.49. RS) - 1-[1- (5- & -ww-2-X) - 1H- 8% -2-
A1- HH M, n.p. 131-132C (LR TE/TK) . MS(ISP):298. 2
(M+H) ",

18.50. (RS) ~1- (1- T X - 1H-#&%E-2-X) - §H M, b.p.
135C/0.08 £ €. MS(EI):268 (M).

18.51. (RS) —~1-[1- (4- FRX - XK) - 1H-#&%-2- %]

- A% M, b.p. 165CT/0.1 £ E&. MS(ISP):293.3 (M+H)".

18.52. (RS) ~1-[1-(3, 4- —WHE - ¥ &) - 1H-&%&E-2-
E]- A%, b.p. 124-125C (LB ZE/EK) . MS(ISP):323.3
(M+H) .

18.53. (RS) - 1- (1- (H#[1,3] =R KK -5- % - IH- 8% -
9-R%)- A8, n.p. 98-101C( ZE L& /T k). MS(ET) :306 (M).

18.54. (RS) -4- 2-AK%®AE-1, 2- —& &% -1- %) -
F .

18.55. (RS) -~ 4- (2- AMHBA -1, 2- —& &K% -1- %) -
AP BT AE.

18.56. (RS) ~1- (1-&Emr-2- A% -1H-&%-2-K)- &%
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&, (E&H). MS(EI):268 (M).

18.57. (RS) —~1-[1-(5- THA -Empr-2-K) - 1H- 8kE -2
-A]1- HHEW, (F&H). MS(EI):324 (M).

18.58. (RS) -~ 1-{1-[4- (1-%# k) - %K) - 1H- s -2
- K} - BHER.

18.59. (RS) ~1- (1- ¥ ##APE - 1H-skE-2-4) - &k
B, m.p. 113-116C ( ZER T E/TH ) . MS(ISP):341.1 (M+H)'.

18.60. (RS) ~4- (2-AHEE -1, 2- 5 - 8% -1- %) -
N, N- =Wk - (88 8. MS(ISP):370.2 (M+H)'.

18.61. (RS) ~1-[1- (4- FARAFTEA-FH) - 1H-8k$E-2-
K] - A%®E, b.p. 200C/0.11 £, MS(ISP):307.2 (M+H)".

18.62. RS) - 1- (1- {4- [(=FARAL) - F&]- XL} -1H
~#kE-2-K) - ®F®, n.p. 99-101T (&) . MS(ISP):376.4
(M+H) .

18.63. RS) - 1-[1- 4- &K -F})-1H-&%-2-X]-A
WM, np T71-72C (ZBLE/THKR) . MS(ISP):297.2 (M+H)".

18.64. (RS) - 1-[1- (6- PRI -wtme -3- &) - 1H- &% -
2- K] -@%®, n.p. 128-130C( L& L&/ H ). MS(ISP) :294. 3
(M+H) ",

18.65. (RS) ~1- {1-[4- (4- FH-%E-1-KXPH) - %X%]
-1H- &% -2-4&)- ®%E, (F&H). MS(ISP):375.4 (M+H)".

18.66. (RS) - 1-[1- (4-"Bok-4- XA FHE - FK) - 1H- &%
-2-A]- #%M, (Gké&H). MS(ISP):362.2 (M+H)".

18.67.(RS) - 1- (1-2RK-1-%-1H-&%%-2-%)-&
%8, m.p. 157-158T (&%) . MS(ISP):321.3 (M+H)".

18.68. (RS) ~1-{1-[6-(1-B&-1-FHh - TK) - whvz -
3-4]-1H- &% -2-%} - AHM.

18.69. (RS) - 1-[1- (6-"Bk-4- - wtwe -3- %) - 1H-
Bka-2-A]-A%®, (Fé&d). MS(ISP):349.4 (M+H)",
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18.70. RS) -5- (2- HH®A -1, 2- —a -skE-1- %) -
et - 2- PR TABE. MS(EI):362 (M).

[ yAifif HPLC (444w, ChiralCell OD) #1}:5#e &) [1H - 8k
% -2- K] - AHEHSHNHE (H) - Ak sdt () - ki
A4, BRI

18.71. S- (N - (1- A -1H-#%E-2-22)-A%5®; [a],=
+724° (c = 1; ¥5).

18.72. R- () - (1- %A -1H-#%%-2-4) - &%5®; [al,=
-720° (c = 1; F5&).

18.73. R-(#) - (1-=%wh-2-KA-1H-#&%E-2-%)- &%
B, [alo = +638° (c = 1; ¥8).

18.74. S- () - (1-=%kwh-2- K -1H-8kE-2-%)- &%
B; [al, = —622° (c = 1; F&).

18.75. S- () - (1-®#A-1H-&&-2-K) - &#H®; [al,=
+861° (¢ = 1; ¥H&),

18.76. R- (-) - (1-"A-1H-&%%E-2-R) - &%®M,; [al.=
-902° (¢ = 1; V&),

18.77. S- (1) - (1-FHA-1H-&%&E-2- %) - @%®; [al,=
+874° (¢ = 1; ¥H).

18.78. R- (=) - (1- PR - 1H-8E-2-£)- AHH; [al,=
-903° (c = 1; F#).

18.79. B)- R -1-[1-(6-FA-wtrg-3-4X)-1H- &%
-2-%]-#®%®8, b.p. 145C/0.08 £ %, [a], = +571° (c = 1;
WE). MS(ISP):278.1 (M+H)'.

18.80. (E)-(S)-1-[1-(6- FA-wbeg-3- %K) - 1H- &%
-2-%]-%®%#, b.p. 150C/0.1 %, [al, = -536° (c = 0.8;
WEE). MS(ISP):278.2 (M+H)'.

18.81. (R)-1- (1-%&AE-1H-8%E-2-%) - &% 8, b.p.
120C/0.1 £€, [al, = +960° (c = 1; ¥H&). MS(EI):226 (M).
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18.82. (S)-1- (1-s&mA-1H-s%-2-%) - &%M, b. p.
120C/0.1E¢, [al, = -958° (c = 1; ¥&). MS(EI):226 (M).

18.83. (R)-1-[1-(4-FBL-XE)-1H-8%k&-2-%]-
A%, mp. 98-104T, [al,=+623° (c=1; £4F). MS(ISP) :309. 1
(M+H) ".

18.84. (S)-1-[1-(4-FPriA- %K) 1H-8k%E-2-%]-
A&, nop. 98-104C, [al,=-635° (c =1; &45). MS(EI):308
M).

REAFAFGX [II LB & T:

x4 19

(RS) -2- (2- HMHEE -1, 2- —&-&%E-1-%) - %xA®
&

£ O0CH 31Tog AHBAT 1.o0l —RAFR P EEREE F g
390mg B %A= 536mg 1 - Gk RH T 10nl — R FHRGERT. K
BAEYEOCEHF 2PN, REXRS, RAAKLE, ARBEAHZL
Bit., RLBRLEBERRSM k. &AM, Fi TEFkRE
Bk, Flehieog R L fTE&E#45 % (KA KR/ LR LE
4: 1), 5% 136mg (RS) - 2- (2- AHBE -1, 2- —&8, - &% -
1- %) -RAE (kR ad), AREFEBRKRS. MS:268(M).

RAFRCHOGX IIT 4D HE»T:

% 34 20

20.1. (RS) -2- (2- AdE-1, 2- —& - &% -1- %) -
KR HE

A0CH 0.53n]l AHEBHET 3nl —ATFTRTHERER B mE
0.78g &% A 1.2nl 1- ZFEAFPHRARRIHERY. mE, #K
RAVAEOCHEEN 30 4P %S, ARKLE, PARRAKL
#m., MLBLEERRSY (3x100nl) . &FAMAE, RBET
B, dEFREER. 2EE8 1.63g RS) -2- (2- AFHEE -1,
20- —& -&%E-1-R) - (EkBESY), ARiEEH
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k. MS:282(M).

AEMERA 20,1 FEHE TN 1L 465

20.2. RS)-1-[1- (2-&AK-&H{)-1H-8%&E-2-%]-
FEE, &AiE&H. MS:242(M).

20.3. (RS)-2- (2- AR -1, 2-—& - 8&$E-1-%) -
2- P - ARTE, RiEEb, MS:286(M).

20.4. RS)-1-[1- (1-FPE-2-8ER-2-FX-2ZH)-
1H-8k-2-A]- %8 (EARAERSY), RiEEH.
MS:318(M).

20.5. RS)-1-[1- (2-AK-2-FKX-THK)-1H- &% -
2-K]- AWM, kH&H, MS:304(M).

20.6. (RS)-3- (2- HiFdit-1, 2- —A - &%-1-%) -
v Sibwl - 2- 8 (FEsPmdkRA ), HEEEK. MS:284(M).

20.7. (RS)-1-[1- (2-=vwh-2-K-2-ERK-TH)-1H
-mkE-2- K] - AW, XAEEH. MS:204(M).

REAWYKX IIT AP & T:

Eap] 21

1- (IH-&%-2- %) - AHRGRE

£-T8C A 290mg M AL 1g k5 A 10l PEEFHER, &
B BBR¥E 1004, £-T8CH 45 54 o @ T 5 R4 F B e 0. 75g
ANBATonl ZRFPHER FRARARECEFRA-TBCHER
#F1e., FRAHBEA SNl kKT, A 50ml 10%% B AKERLE
®, AR TFK (3x50ml) FKR, &AM, A 100ml KF 50nl
WA FALARBEREE. AVAARARE TR JEIRBER. A
Al 80g BB LHITEEL S (RN ZRLE), F31.22¢1
- (1H-&%-2-8) - %W, AXRFEH. MS:186 (M),

REHEREAGX III LS HH &4 T:

F 3] 22
22.1. (E)-(RS)-1-{1- (4-FZFH-FKK)- 1H- Bk -2
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- K} - AHRGH &

¥ 730mg (E)- RS) ~1-{1-[(4-wEwkvh-2- KAFH)
~FR]-IH-&%-2- A} - aFEA 2l PETHERAEDR
B PREFELE, 2IHERERERSY, AewmiEsik L4
&i#E5 %, 5% 320mg £ & ( CH.Cl,/MeOH/NH,0H:95/5/0.5) .
MS(EI) : 292 (M").

AFLad 22 95H % (edduct) (E)- (RS) -1-{1- (4-wm
S -2- HAFHR)-FR]-1H-8%-2- K} - AHE,

MS (ISP):377.2 (M+H)', RBXMEG1- Wi ks -2- RATE -
FAREREATABELATREHRY.

A EMEH#®A 22. 1. 895 ERETHARFERESGK ITT 44
My

22.2. (B)-RS)-1-{1- (2-¥HE-%}%)-1H-8%%E-2
- &) - B ®, MS(ISP):293.2(M+H)".

EHHE -(RS) -1-{1-(2-waRH-2-LAFR) - E4]
- 1H- 8% -2- &) - HH 8, MS(ISP):377.4(M+H)", AT HMAE
2-wakwh-2- RRTFPE-FEARS5TEAERBH AN,

22.3. (B)-(RS)-1-{1- (3-2¥HA-XL)-1H-8%-2
- &) - A%, MS(ISP):293.2(M+H)".

EHm@E) -(RS) - 1-{1-(3-waww-2- AR FTL) - x4]
- 1H- 8% -2- X&) - &FHH, MS(ISP):377.2(M+H)', Z@AdAE
1- B-wamRwm-2-AAFTR)-XERLETABRBHRY.

22.4. (E)-(RS)-1-{1-(4- (2-%CH)-%X4]-1H- &
i -2- X&) - AHM, MS(ISP):307.3(M+H)".

EHHE -RS)-1-{1-[4- (2-wmamH-2-LER) 2
F]-FRA}-1H-&%E-2-RK) - A%®, MS(ED) :390(M), REH
AEH1-[4- C-wmaARd-2- KA TR - XX 25 TH4
BB B8

22.5. (E)-(RS)-1-{1- (4-#£%&-THA)-1H-8&%E-2-
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£l - AH®, £&H, MS(EI):258(M).

EWmE) - RS)-1-{1-[4- (2-w&sdm-2- KRKE) -
THA]-1H-8%-2- KX} - &H 8, MS(ISP):343.3(M+H)', R o148
Fith Grignard &M (dB1-[4- @Q-w&wdm-2- XAK)TA] -
FAGREIR) HE.

REZAGX 1T 4P HE&ELT:

% st 23

23.1. (E)- (RS)-1-{1- (4- % - %K) 1H-8&%-2-
Al - aHEONE

A4 0CH Inl IM AW TEEERLRE T40mg 1- {1- [4-(R
TA-—PAFEREE) -FEA]-1H-&E-2-RK)-AKMAT
o0ml WEHkRHTHER. 2INEELEN, REWEMTLRLE
b R o MK B RCAERLE., AVRARRETR, L&
FRgER, Aehhak Efré#Es B (RRAN: LRLE/TR:
1/1). &g, kit T4, £2% 404ng (E) - (RS)
—1-{1- (4-E-FA)-1H-&%-2-A}-"FEW, Haé
B 4. MS(ISP):279.2(M+H)".

Edmi1-(1-[4- (RTA-_FEPERAL) -XEL]-1H
- gkwE - 2- R} - AIM, MS(ISP):393. 4 (M+H)", RAXAME M 4
- RTA-—FAFTERRE - AR5 TRAER B RY.

AEMERA 23. 1. AFEHET RS

23.2. B)-(RS)-1-{1- (3-#%&-¥%)-1H- &% -2-
) - A%, MS(ISP):279.2 (M+H)".

B 1-(1-[3- (RTEA-—PEAFERAL) - XA]-1H
- gk -2- A} - AH®, MS(EI):392(M), R#dMgpey 3- (&T
A-—PAPARAL) - RXARETEAER B4R,

REFEEAFTHRAMAX [IISHHE&wT:

£ 6] 24
24.1. (B)- RS) -~ RAFH4- (2-AHsi-1, 2- =& -
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ki -1-8K) - FEAESHE

A 282mg =¥ ™A B A E (disuccinyl carbonate) # 61mg 4
- W RAMERAE 292mg (E) - RS) -1-{1- 4- AFHE - XR)
- 1H- 8% -2- K} - AHST 200l —KFRPHER. 2 I HER
20ml v9 Sk sl BT FE R A 0.5ml = LA 2nl s FALAE R
e, 12 0HEBEEALEN. KRB ETAFTRTFAREE. &
PARRABRE TR, SEFRGER, AehidaRERFTEESTS
(ZEBA: CRLE/TE: 2/1). 4% A LY, RS, F3 210ng
&G & =4%. MS(ISP):336.2 (M+H)" 353. 3 (M+NH,)".

A EMERS 23. 1. 85 EH & TS

24.2. (E)- (RS) -~ Bk - 1-REAFTH4-[4- (2- AHBAL -
1, 2- —&, -8E-1-HA) - FATTHRE, MS(ISP):372.3 (M+H)".

24.3. B)- RS)-BAFH4- (2- AH&HE-1, 2- —4& -
Bk - 1- ) - THAE, MS(ISP):302.2 (M+H)'.

24.4. B)-(RS) - A F®4- (2-AHsE-1, 2- —4& -
Bkvk - 1- %) - ®AE, MS(ISP):288.3 (M+H)'.

RyFSEEX IITE4HH &+ T:

B 25

(E)-(RS) -3-(2- &gt -1,2- & -&%E-1-%)-&
B &

A 3ml 2N HCl £ # 500mg (E) - (RS) -1-[1- (2-[1,3] - =
EAF-2-RLE)-1H-#E-2-£]- B5HHE 150l 2ETFH
Bk, £60CRA R 20 IHE, RENFERERESY, FRLRLE
HERBRASY. AP RBAAPBPINAZREE, ARET
BFdE REER R4 AR EHFEESE (RAA: CHCL/
Z.B: 95/5), %3] 50mg £.&&. MS(EI):242(M).

R AEGX [II 4B THAML G T H &

% 34 26
(E)-RS)-1-[1- (3-X-"/E)-H-%kE-2-%K]-&
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W MR 6 ) &

A% 0CH 13mg MELAZLE 220mg (E) - (RS) -3-(2- &
ek -1l 2- & -8%E-14) -AE Tl ZHEFHER. 1
N EREEZER, NEBRLRLEHRE, AREREAFBRIP R
ER K, RERRARETR, SRIRENRER Ri&PE
EkE#iFeELSE (RBA: R/ 6:4), 33 176ng & 9.
MS(EI) :244 (M).

ATFHERSHIIIHRIV_A-&EdFAANRBZAGLA
ftgiest, RFFRABAROBXARESABRARE. TATX
Bk R ER T EHMEX VLS.

Lap] 27

27.1. 1- %&£ -1, 2- —& - sk 654 &

FRTH 4 ET oOnl wALH PHERB M) XL - B4
(Wogk¥p lgBhdmlwardTHR)ERT. KRERS Y
HAE6DH. AHERRBPIALERERLEZRSB A LEFR
=k, AFAWA, TR RERARKHH, 2572232 RK%
g 1-%¥k-1, 2- —&8-8%&%, HEAKEHK, np. 79C.

A EM LW 27. 1. FEHETHX VLSS

27.2. 1-weeg-2-% -1, 2~ =4, - &%, XiE&H, MS:208
).

27.3. 1-®K-2-3%-1, 2- —& - 8%, ZEéEH.

27.4. 1-TE-1, 2- =4 - 8%, Z4&H.

27.5.1- (5- WA - ~2-K)-1, 2- —& - &%, R&8
KEeHkY.

27.6. RS) - 1- (2, 4- —®/-%XK) -1, 2- 4 - &%, %
e ag iR, MS:245 (M+H) .

27.7. RS) - 1-%FTH-1, 2- —4 - %%, n.p. 64-68C (&
¥ ), MS(ISP):187.3 (M+H)".

27.8. RS)-1-s&&E-1, 2- =& - &%, #&EHK,

50



27.9. (RS) - 1-%F& k-1, 2- —4. - 8%, mp. 122-124TC

(&5) , MS(ISP):215.4 (M+H)".
%34 28

28.1. 1-=%h-2-K-1, 2- & - &KREGH&

AE-T8CH¥ 22.5nl & 1M TREERBERZH mE 2. 46g %"
F30nl WARAKWMHERT. BERERSWE-TSCTHEH 20 54,
RELE-20CHEHHF 2. FERFLLHE-T8CH M 4.68g &% T
36ml WAL BTHERZBELE. $RSBE-TSCHEH 2 I H, &
R ABAY 500m]l KK FHMLERLEFR (4x150nl) . FBA
BuAR, %, Redh 120g 2R LR THREEEST (REMN: TR
JUBTE 3: 7)), N 4.08gKEFRKLEG 1 -%h-2-4-1, 2
- & - &E.

A EM LS 28 1. FHHETHAX IVIALSY:

28.2. 2- (1, 2-—& -&%%&-1-4)-N, N- —FAFERE,
FebthiE &k P, MS:315 (M).

28.3. [2-(1, 2-—& -&%-1-X)-FEX]-—F4&8, 3
FARBEHEECHKY.

28.4. (RS) - 1-FHAFHA - 1H- 8%, Rk é& bRy,

28.5. (RS) - 1- (4-&TH-FHK)-1H-%%, Frendéewd

28.6. (RS) - 1-xWEE-1H- &, R&MFEHky.

28.7. (RS) - 1- (4-ZXE-F3)-1H- &%, FAEHXEHK
B

28.8. (RS)-1-(4-ZRAFHRE-FK)-1H-%%, Fa6%
& hRY.

28.9. (RS)-1-(3,4-—¥E-%XK)-1H- %%, R&HEE
wkY.

28.10. (RS) - 1-®TA-1H- %%, R&EHFEIRY.
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28.11. (RS)-1-(5,6- =& - 4H-wkh - 2- &) - 1H- &%,
MS (ISP) :213. 3(M+H) .

28.12. (RS) - 1-(2,4,6- ZF & - ¥XK) - 1H- &%, R4
kEHKkY.

28.13. (RS) - 1-H*¥x-4-K-1, 2- =4 -&%%E, ¥é&ak
.

28.14. RS) -1-[1-[4-[1-Z&EA-C&E]-%X4]-1H-
&H, KEHRD.

28.15. (RS) - 1- M3K[2.2. 1] -2AR - fo/H 2B -2- %
-1, 2- =4, - BE, &b

28.16. (RS) - 1-(6-FhA-wreg-2-K)-1,2- 4, - &
%, HE&EHRY.

28.17. (RS) - [4- (1,2- —&-®&%E-1-K)-FHA]-—FX%
- B, HEERY.

28.18. (RS) - 1-[4- (2-ZRAA-ZAK)EA]-1, 2- =4
- Bk&, m.p. 129-131TC (Z BT &/ Tk ) . MS(EI):296 (M).

28.19. (RS) -~ 1-RIWHKk-1, 2- =5 - &%, HF&W.

28.20. (RS) - 1-(3,5-—FHh-%X)-1, 2- =4 - &%,
m.p. 102-107C ( &%) . MS(ISP):237.3(M+H)".

28.21. (RS) -~ 1- (4-w&-1-2-%(K)-1, 2- —& - &
%, m.p. 129-130C (¥X/Ti) . MS(ISP):274. 3(M+H)".

28.22. (RS) - 1-(2,3- =& - ¥ [1,4]="%%-6- %) -1,
2- — &, - k%, HEHRKRY.

28.23. (RS) - 1-3%AE-1, 2- —4A -#%, HEHKY.

28.24. (RS) - 1- (4-¥mA-%(K)-1, 2- —4, - &%, n.p.
120-123C ( ZEBR LE/TH) . MS(ISP):255. 2(M+H)".

28.25. (RS)-1-(6-FA-wksg-3-%)-1, 2- & - &
%, kERRKRY.

28.26. (RS) - 1-[1,3] =%k -2-KA-1,2- —% - &%, n.p.
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134-136TC (& &) . MS(ISP):251. 1 (M+H) ",

28.27. (RS) - [5- (1, 2- —& - %% -14)-ww-2- 3]
- 9k - K, n.p. 124-127C (LR ZE/TH) . MS(ISP):253. 2
(M+H)".

28.28. (RS) - 1-#rme-3-%-1, 2- =& - #k%.

28.29. (RS)-1- (4- =g, FHE-XH)-1, 2- =4 - &4,

28.30. (RS)-1- (5- A -whwg-2-%K)-1, 2- —4& - &%,

28.31. RS)-1- 4-FHRE-¥X)-1, 2- =4 - &%, n.p.
121-125C (ZBM L&/ ) . MS(EI):238(M).

28.32. (RS)-1- (3, 4-—_PaEA-XH)-1, 2- =& - &%,
e,

28.33. (RS) - 1- %5 [1,3]M—ALxKiH-5-4-1, 2-=
£, - 8%, n.p. 102-104T (ZBRLE/THK) . MS(ISP):253.2
(M+H) *.

28.34. (RS) -4-(1, 2-—&A -8&E-1-1X)-FH, «é&s.

28.35. (RS)-4-(1, 2- & -#E-1-R)-A7PBKRTE
e .

28.36. (RS)-1-&wpr-2-3-1, 2- —4 - #&k%.

28.37. 1-[4-(1,2- =8 -%%-1-%)-%X4]1- 7%, n.p.
133-134TC ( ZB T8/ T5) . MS(ISP):253. 2 (M+H) ",

28.38. (RS) - 1- X#mBtAWHE-1, 2- —5 - %%, B&EWH.

28.39. (RS)-4-(1, 2-—4&A. -#%E-1-%)-N, N-—9#%
- Ao B,

28.40. (RS) - 1- 4-FREFE-XHX)-1, 2- —& - &%,
e,

28.41. (RS)-[4- (1, 2- =& -®&%-1-%)-FHX]-—%
Ak -, &,

28.42. (RS)-1-(4-&K-XHK)-1, 2- =4 - &%, n.p.
97-98TC (Tht) . MS(EI):242(M).
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28.43. (RS)-1-(6- PRA-mw-3-HK)-1, 2- & - &
%

28.44. (RS)-1-[4-(4-FE-%%-1-AXFH)-F4K]-
1, 2- —&A - &%, HE&HKY.

28.45. (RS) - 1- (4-Gok-4- A FA-%X%)-1, 2- =4 -
Bk, A&,

28.46. (RS) - 1-&RiKk-1-%-1, 2- =& - &%, n.p.
170-172C 48 (&%) . MS(ISP) :267. 4 (M+H)".

28.47. (RS) - 1- (6-"hok-4-F-wbw-3-%)-1, 2- =
S -#%%, n.p. 167C (LB Z &) . MS(ISP):295. 3(M+H)".

F#A 29

(RS) - 1- (4-R-¥(XHK)-1, 2- —4 - ®&EHHE

A-T8CR 2054 A% 1.48g1- &£ -4- £ - % T 5ol W& %%
MERTHEMS.53m] .M THREYMIRER. Z2EFMFaEE
FR 1., E-TBCT 10048 AGMERFR THEMm 1gakEiT
Sml WAL MTHER, REKRERESHHAEIEZEHE. A 50ml K
A, B_fKPRFER(3*50ml). &AM, A 50n1 Kf 50ml
ot RAREREE, ABRETR, SEIREER, ReWE 100g
Bk r# e BB U/ LB LE:1/1), 413 1. 49g (86%)
(RS) - 1- (4- R -%(£)-1, 2- —&4-8%%, hHeakPY.
MS:227 (M+H)".

%34 30

(RS) - 1- XA EHBEFE -1, 2- & - &E265H &

E-T8CA 109471 3.93ml 2M —F R AELESE i/
BIR/GET 20ml WEX B ERTEN 1g PAEXRLAFHAT 14nl
Ak TRk, RERFRERSH 04, EL02HIAAR
BRSSP #Em0 928 BkE T 14nl WAL T HER, RERAE
BRAWAE-T8CHEIF 1 8. A 100m] A&, A £45 FR(3x 50ml).
SHAMA, AREETR SEFREER 25782 1.9g RS) -1
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- ¥ EHBRATE-1, 2- A -&E8%, AXRFEHRY.
MS (ISP) : 271. 2 (M+H)".
- %44 31

(RS) - 1- (6- FHA-wew-3-%K)-1, 2- —& - skE0HE&

E-T8C & 20 4471 & 5.68g 2,5~ =if -t /& 200m]l Z & ¢
EaT#EMm15.3m]l LM TRAEGLRER, E-TSCARHEFHRT
BmdFEE: 1554 A@M2. 6g 85T 100nl Wik Fa
B, 544 MEM16.9nl 1.6M TEAEH TIRER; YA 2.24nl
What, HEKHRAERZESY 3054, XEA 1000l AF 100nl 48
Fo FALRAERLE, SN, ARATRIEKRSE, 73 5. 4g (RS)
~1-(6-FEA-ME-3-X)-1,2- & -%KEHE, HHEmK
.

AEMMERS) -1-(6-FE-mmw-3-%)-1,2- & - &
a5 EH&THEH:

31.1. (RS)-2-[56-(1, 2- —& - #&%-1- %) -wwe-2-
Al-A&-2-8, HEBK.

31.2. (RS)-5-(1, 2- —& - &% -1-&) - -2- KK
BT AR, &R,

£ #4532

(E)-(RS) ~3-[6- (2, 4a-—gE-Fgw-5-£F¥HX) -2,3
~opaRA-FRI-1-[1- (6-FHRE-mw-3-£) -1H- &
% -2-K]- AKROH S

f£-T8CA 20 24 A% 8.93m] 1.6M T HA4Ed TR R M
2.86g 5- % -2- PHRA - T o50ml ZEHGERT. £HHF. 78
CTHA 15 54 A #dm 1.56g 8kET 50ml WAk M THER (FR
A) .

A-T8C B 10 44 A 4% 15. 75m1 1.6M T X465 TERE & 3|
4.3g (E)-3-[5- (2, 4- —R&K-%%w-5-£AFH) -2,3-=¥
A -FAIRBBRLET 4300l WAL HPERT. MAERA
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BEERSYEEFIIH.FEREHA£-10C., A 150m] KF 100m]
ot FAAER. S BEMAE, REATRIERS, kit idk
Lt freES B (MM —R P/ FE/25% &K 95:5:0.5). &5
S AE R, RBEFNLEFTLESE. 25F8 2.9 B)-(RS) -3-[5
- (2, 4-=RE-FR-5-AFE) -2,3-ZFRE-XK]-1
-[1-(6- FPHESRA - -3-K)-1H-&%E-2- 4] - AHS,
m. p. 142-145C ., MS(ISP) :568. 3 (M+H) .

AEMEEE-(RS)-3-[6- (2, 4- —fHE-FEw-5-4AF
£) -2,3-_FRE-FXE]-1-[1- (6- F#HsEt -wbwg-3-
£) -1H-&%-2-R]- ARG FEHE&TALSS:

32.1 (E)-(RS) -3-[5- (2, 4- —RAA-F-5-EFH)
-2,3-—WRFE-FEE]-1-[1- (4-¥H - -2-%) - 1H
-skE-2-%]- A%M®, np 149-154T (F5) .

MS (ISP) :536. 4 (M+H)".

32.2 (E)-(RS) -3-[5- (2, 4- —KAE-Fw-5-KLFH)
~2 3-—PaA-FAE]-1-[1- (2-FHh-wve-3-%) -10
-#%E-2-K]- &%®, mp. 150-155C (LR .

MS (ISP) :536. 3 (M+H)".

32.3 (E)-(RS) -3-[5- (2, 4- KA -EZ-5-AFH)
-2,3-FRA-XA]-1-[1- (3-FRA-%XE) - 1H- &%
-2-X]-A%M8, n.p.114-118C ( W& ). MS(ISP) :551. 3(M+H)".

32.4 (E)-(RS) -3-[5- (2, 4-—RKA-Fw-5-£FH)
-2,3-—WERE-FE]-1-[1- (2-FH-mrwe-4-%) -1H
-#kk-2- A1 - A%®, n.p. 120C (T#) .

MS (ISP) :536. 3 (M+H) "

32.5 (E)-(RS) -3-[6- (2, 4-—RKEA - -5- £ FH)
-2,3- —FPRE-FA]-1-[1- (2-FE-%F2x-5-%) - 1H
- gk -2- K] - A% M, mp. 142-145C (F8) .

MS (ISP) :537. 4 (M+H) ",
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32.6 (E)-(RS) -3-[56- (2, 4-—fA-EFR-5-£F1)
~2,3-—FRA-XKX]-1-[1- (3, 4, 5-=¥E-%k%) -1H
-fkE-2-RA]- BH®, np.190-196TC (P& ). MS(ISP): 611.3
(M+H) ".

32.7 (E)-(RS) -3-[5- (2, 4- —RE-Fw-5-£AFH)
-9, 3-—PRA-FHAI-1-[1- (6-#AFE-wme-3-%)
-1H- %% -2- K] - ®%5®, np. 133-136T ( ¥& ). MS(EI) :551
(M+H) ".

32.8 (E)-(RS) -3-[6- (2, 4- —RKE-FR-5-XFH)
-9, 3- WAL -FHA]-1- (1-mw-4-H-1H-%&%-2-
A) - A, np 145-149C ( LAF) . MS(ISP) :522. 2(M+H)".

32.9 (E)-(RS) - 1-[1- (6-&-wsg-3-&) - 1H- &% -
2-%4]1-3-[6- (2, 4-—&X-F"-5-KXFHK) -2,3-=¥
fA-%4]-A%®, np 132-138C (F5) .

MS (ISP) :602. 1 (M+H)".

32.10 (E)-(RS) -3-[56- (2, 4-—REA-Ew-5-4AF1)
-2, 3-—FRAE-FEA]-1-[1- (2, 4-_FRA - -5-
E) -1H-#&%-2-KA]- %®¥, np. 160-165T ( F&) .

MS (ISP) :583. 3(M+H) ".

32.11 (E)-(RS) -3-[56- (2, 4- —REA-Ew-5-LFX)
-2,3-ZFREA-FE]-1-[1-[4-(2-%FK-TaHE) - %xA]
-1H-%%-2- %] - %58, n.p.169-172C (V&) .

MS (ISP) : 581. 5 (M+H) .

32.12 (E)-(RS) -3-[56- (2, 4- —RA -Ho-5-AFH)
-2,3-—FAE-FXEA]-1-[1- (4-FRE-mw-2-%) -
1H- 8% -2- %] - ®%®, n.p. 125-133C ( 78 ) .

MS (ISP) :552. 2 (M+H) .

32.13 (E)-(RS) -3-[5- (2, 4-—&{-EFw-5-LFL&)

-2,3- —WREA-FE]-1-(1-[1,3]=5f KK [4, 5-b]wtrE -

57



6-#%&-1H-8%-2-4) - ®%8M, np. 135-140C ( %) .
MS (ISP) :566. 2 (M+H) ".

32.14 (E)-(RS) -3-[5- (2, 4-—RE-FR-5-KXFX)
-2,3- —WARAEA-FXA]-1-[1-[6- (2- X -Z&EX) -wtet
-3-X]-1H-&%-2-K]- A%M, np. 212-217C ( 75) .
MS (ISP) :582. 1 (M+H)".

32.15 (E)-(RS) -3-[5- (2, 4-—RE-Fw-5-LAF4)
-2,3-—_FRE-¥XE]-1-[1-[6- (2- %X -Z&EL) - mx%
-3-K]-1H-&%-2-X]- AHM, n.p. 147-151C (F5H) .
MS (ISP) :596. 2 (M+H)".

32.16 (E)-(RS) -3-[56- (2, 4- A -Fx-5-X9%)
-2,3- ZFARE-FRE]I-1-[1-[6-[2- (2-F&E-ZAL)
- LRKE] - -3- K] - 1H-8k%E-2-K]- HHE, n p. 136-
140C ( ¥ &) . MS(ISP):640.4(M+H)".

32.17 (E)-(RS)-3-[56- (2, 4- =KL -Fx-5-XFH%)
-2,3- —WEL-F(E]-1-[1-[6- (3-2%-®AEL) - wmw
~3-K]-1H-Bk&E-2-K]- AH%®, mp. 173-178C ( ¥&) .
MS (ISP) :596. 2 (M+H) ".

32.18 1-[1-(6-F&E-ww-3-£)-1H-&kE-2-&]
~3-[5- (2, 4-—&E-Fw-5-%XFH) -2,3-—F&AKL-
¥A]- A%M, n.p. 136-143C (8 ) . MS(ISP) :628. 2(M+H)".

32.19 3-[56- (2, 4-—gE-Fw-5-KL9¥H%) -2,3-=
wERAE-FE]-1-{1-[6- (2-"Bok-4-%£-ZHHL) -wbvt -
3-%]-1H-8%%-2- X} - &%, n.p.120-124C (%) .

MS (ISP) :651. 2 (M+H) ".

32.20 3-[5- (2, 4-—g&A-FER-5-KAFHL) -2,3-=
wERA-FA]-1-{1-[6- (2-—9HE-ZHEL) —wkor-3-
A]-1H-%&%-2- K} - %%, m.p.110-114C (Z&/K) .

MS (ISP) :609. 2 (M+H) ",
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32.21 (E)-(RS)-1-[1- (6-R-w®w-3-%) - 1H- %%
-2-#%1-3-[5- (2, 4- A - -5-KAFE) -2,3-=
PARE-XK]- %M, np 129-140C (V&) .

MS (ISP) :556. 1 (M+H) .
LR RRERAMNE T
%34 33

5-#-2- (2- FAA-ZAE) - RR&HHE

% 1.1g #4# 2.5g 2, 5—- =& - "W mwAF 50m] 2- PAHML -
LEY., BERERAMMEE QTCHELEHRE 2.5 1M, REBA
5ol WA EBRAAERPIHIA—RKATRER I K. &FANA, B
ATRIFRSGE, REABALY., £32.2g5-8-2- (2- FAK
- A A) -9, bp. 135C/0.1 & MS(EI):231(M).

AEMHE5-8-2-(2- FRE-ZAR) - ®wFEH8&
T 714649

33.1 2-(5-#-whw-2-AHHK)- %, n.p.60C(TH).
MS (EI) : 217 (M).

33.2 5-#-2-[2- (2-¥&X-Z&ARX) - TAE -,
b.p. 130C/1 £E. MS(EI) :276 (M+H)".

33.3 3- (5-#-wmtw-2-KAK) -HFH-1-8, mp.58C

(&%) . MS(ED) :231(M).

33.4 4-[2- (5-#-wkeg -2- KRHA) - T X] - e,
b.p. 130T /0.2 £ &,

33.5 [2- (5-#&-wheg-2- BRAXAL) - CA]-—_FK-
B, b.p.100T/0.16 £ €. MS(ISP):247.1(M+H)".

x#b] 34
(E)-(RS) -5- (2-{3-[5- (2, 4-—RE-gR-5-1¢
X)) -2,3-_FRA-FXR]-"H®E) -, 2- & -®KE-1-
A) - -2- PEEERSHE
# 15.3m1 1.6M TR TRERAE-TSCAR 15 74 AENE
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5.68g 2, 5- =i -t F 200l ZEHEZRP. ¥ERERSWA
78T HFF 10 04. REmA 2.6g &% T 100m]l WEHkHEGER.
BEEREWE-TSCHEH 1054. REA-TBCAR 10 54 A#F v
20.5ml 1. 6M TR W ORER. A ol ZEFEFEREF AR,
¥EERASVHEEF 2004. BEHE-25C (BEEA) .

% 26.2nl 1.6M TEAZH THRERAE-T8C A 10 54 A & M 3|
7.16g (E)-3-[6- (2, 4-—&EX-EFR-5-KAFHK) -2, 3-
—PARA-XA]-AKKLET 50l wEALHHEERF. AR
A, BEAEBRSYABEHS. S0, BEFE-18C. IeA 200ml Kie
300ml fafe RAAER. AN, ARATRIFRSE, REHA
AR EHTEESE (RN R F5/TE/25% &K
95:5:0.5) . &5 4eeg A h &, RBEH A LEHLH. 72 0. 84g (E)-(RS)
~5- (2-{3-[5- (2, 4-=—RA-FZ-5-KFH) -2,3-=
WAL - FE]-AmHsiL) -1, 2- A -BkE-1-5) - v -2
- FELE, m.p.204-209TC ( Z %) . MS(ISP):565.3 (M+H) .

AEMFEE)-RS) -5- (2-{3-[6- (2, 4- Z KK - %%
-5-AFH) -2,3- —FARE-FRA]-"HE} -1, 2- =4 -
BE-1-A) -ww-2- PERREAFEHET RS S:

34.1 (E)-(RS) -3-[5- (2, 4-—RE-Fw-5-LFL)
~23-—WHRL-EX]-1-[1- (6-ZHh-mw-3-%) - 1H
-k -2-A]- &%®, np 124-130C (%) .

MS (ISP) :550. 2 (M+H)".
BRETHERSAAGFCRGFT ETRAHEEHHA.
34 A

Bl F i 400mg
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X I4s%, HwE)-RS)-3-[5- (2, 4- 80mg
—RE-FRE-5-AFE) -2,3- ZWRE-
¥E]-1- (1-%XE-1H-&%%E-2-%) - AH®

PRIMOJEL ( &4 4 ) 6mg
POVIDONE K30 ( %Cﬁ%%ﬁﬁﬂ ) 8mg
BB 6mg

% &% 500mg

3
&
=
o

Pk

X144, Pl E)-(RS) -3-[6- (2, 4- = 100mg
FE-FR-5-KAFH) -2,3- ZFAK-XK]
~1- (1-=%w-2-E-1H-&%%-2-%) - AH®

ERES 15mg
- 3mg
B 2mg

2

% &% 120mg
g3 C
EHBEE:
XI4&eH, #HE-RS)-3-{56- (2, 4-=  bmg
AR -wErg-5-AFR) -2, 3-_FHRE- XL
-1- (1- "B -1H-&%-2-X) - /KN

Glycofurol 75 0. 2m]
R R EMAK A 1. 0ml
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&
a¢
=
o

EHE&:

X144, #HlwE)-RS)-3-{- (2, 4-= b5mng
RAE-ZFw-5-AFH) -2,3-—FALE- XL}

-1- (1-®E&-1H-&%-2-%) - AHS

A8 0. 5ml
RE—REMBK e 1. 0ml
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