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2- (4- (R-[2-G-REXL)-R-ZBEX-TEARAAIAERKEL) XR)
vk - 3-3R BR;
5 2-(3-(2R-[2- -8R ERX)-R-ZA-TARAI AR AL} X L)
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2-(4- PR-[2-G-RER)-R-ZEX-TERAIREARE}XR)
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M, @A, BFERMYp-FLRESETAMIN A ELEGERR
20 RAGHHTHAR.
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BERERR ARG T, QELBEARFORAAZR 1 LD,
18. AR 17 85k, Ao AR RRARRICH.
25



01822441.5 iﬁ', HA :F'; /197

F AR

5 AEXPGEHAZGHSWFCNEES AR, Lkibit,
FEAGEHETEBRISTLEY, SNEHEFE, SFESNGBHa
UM EMEHFRAP-F LREMRSA (LAhRAD P -3-F LR L&
TR KSR A&

ﬂfi‘ iii‘

10 FRUP - EMRARLEETARBEE LREFETE LR
AHERFHRGE EMERRKRGRA. L4 G, Hide, TRS Arch
¥, Nature, 309,163-165(1984); CWilson %, Eur. J. Pharmacol.,
100, 309-319(1984); L J Emorine %, Science, 245,1118-1121
(1989); #= A. Bianchetti %. Br. J.Pharmacol., 100, 831 -839

15 (1990) #:£.

MRV P-FLRERTAKREAERGRLERE, Fid, BP
+ #) ¥ 35 EP-A-0455006 #2 EP-A-0543662 ¥ 2.

HLEMERZAER, a-, ar-, Pi-, Br—Fuf—(FEHE) g
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BL, AEREIETHEEACTAYMESA RERGSIHER.
FRBB-BF LRI KR CHELE TR AR AT HiEd, i

2P "%L%i‘ﬁ%%#ﬁk%ﬁd&i%tﬁﬁ%}ﬂﬁiﬁﬁﬁt"%%ﬁﬂ%
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E-3-R B
2-0-{[2-G-8FHX)-NR-ZX-TZERAAIZEARA) XK) Ky
-3-RR;
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2-0G-{[2-G-2FXL)-R-ZA-TEAAXI A RA)I EXH) %
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20 2-0G-{[2-G-2FX)-R-ZEX-ZEREI ZERAI XRX) XKy
-3-RB; CMTHAGITAY.
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#) X (Db AR ERREHREE,
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AR BEAARERAGR, XK(DALASHTHERAGFTEDTAL
it 1AM EATAE,

30 KX (DHEHGTHRAGITEDZLTHAGE.
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BARHKE, PloRRNBER. FR. 2%, B, B iRfs)
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A B AREE, XTFAAPE LT OIERGRERURE
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B, pRECHENBDRTHELRS>AFLE. A, KEXALRHB/H
25 HEG, FEAXN (DS WRATHANTEDES —FHRXEHTHA
WERAEPIERRCEL AP/ ARG RSY. FRERFTYGECROSHES
T EXRBRGE, BERIBHBALARL “THLH” .
REALH, AL TRARATFTOE., M. FHE. 4
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WRATHANBRER, #loleh (PleFmBERALIRER. BTH
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BRA45); HRERMN (PB4, R —R4AE); HEN Fled
BERXREHUHERY); REEHN (Bl ABRABRN) RAFTRAS
R &, W ATRARGR O T ERE. BT RO BRI H T
Abl Bk, BRXAEFREBX, ENTTFZ0a4L, EEATEK

5 RACHEBREBHNMAR. ZREHFHAMNTEIFTRTE, RATHAY
BmA), Hlle&FHN Bl LEEEE, SELTEDIELCRAR);
FLALH) (Bl PR NE R FTHAGK) ; FFEARBEERN (Fldedii. HIE. T
BEABY Y H); HEEAN (Pl FEXAEANEEAF FRERR
Kaf)#HE. AHNETRETZSABEAMNE., HkM. FEMN

10 #H&EM, ATFoRGHAN TS ERFNAFINFZHALS O TESNE
.

ATHMIFELs, A4 TAEARNFTRTERA G H N XEHNH
X.

AEAGHEH TR RBELEH, iR EHdNE8HARNT

15 kBmELE. RTEHAHANTARRGEANGLENEY XAL,
Pl b ZHRAESHNEEBRY. QO TURLEBHRISKBEART Y
BFR. BRAILAHEX, TLAHRFSF, #lodiF. B fo/H
#HRAA . b, FHBRSTARBAH X, EEATNHELSGEK,
Bl 3= K B T M SR A A 2R

20 AEPAHHEHETRANRLGELS Y, PlohRRABGHEY
F, BlebH FRARER, Pl TITRALCHHE.

RAMBEGF ML, REBHETRFAREAHN. ZXBHER
HE A THEEIHEANE BleRT. BEAINA) RBTIAZHLEH.
B, #lw R EAGIEHTRALSEGREIARBR Bl e THES

25 W PHILA) RETFXERIBRS, AV ETERGITLEY, #
otk b S BT HEBGE,

THEREAGEY, FE5—FHXEFHBHBERIBKYH —2E
FINOELRRTCQIETRATALRFHARR G EKERG A FELR
B-B LERELKZAEAMIMNAGRS, EARY G, Hlde PPAR-v-#F)

30 #l.

AEANSHRATAA (BT hE)LHHERNEELEN T

0. 1mg -1g, L 1mg-100mg, UHBRET L T. LN ETHRL
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BRELAHAGHIAENTREERZ.

AL A a2 7T B A AR IR B 4o b4 B B K ARG A B 0 454 T k4

5 &8, BREATX, 'ABREX(DFRAGE—F#, X (D4s
HTEIETX (D (I LA

op' P2 R); X
) ()

EF PP a8t A4 AR, V¥ 2KEARAR I,
10 AXRNAETRE, MEBRBRPHFEHETEP AR E.
N (I fua%A&E PCT 2AFF W095/33724 bk K T8 474 5 ik
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EFZ—FFEF, KRB TEEIRKBEX IV HESHRALTEH
A ER:
15
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EHEGET, FRAEA-FREFMF CBRBEE. TH. N-FR-beliz
B (NMP) . TR KB, FRALALKE. —FA Fsthk DMF) . FX.
ZFER TR TBBEOM), KA FER/R_—FTEXEETRES
&. REBEAZEWLA 100C KA L4 100-150C, F4ik 100-120

10 TC.
AWMAsHEX (VDA REFRX (IV) BB 6 X
(IV #HAAX (D LEBEHRETH R Rkt F, KRER Lk

17

N(VDASBHTHX (VID o
15

(o]
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04 oR?
R

HN J
L R
—\_?/.HCI

Vi)

AP LEATEHEZILAA, Al ERTF BlrR), ETAXLH-RTE

(DCM) . LR THE. FERA/R_FRGEAN ik hEBRA. LERA.

AKREZCHF/ I, Bl R KRGBALETHRAFE. KEWEHNZ
20 DCM, 4hiké9sk 2 R K.
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NVIDSHTRAETATFHERGLEZEFEH X TID e
HF &, #Blde, £k f DCM. FX. EtOAc % CH:CN, #= PCl: K POC1:
MEMNALET, 846X (VI &bsd:

L
R’iNHN

3 (Vi)

AP LANERZAGEERAE. £k o) EMNZ EtOAc, kikH A PCLs.
K (I oW T id4# X (IX) o4

O,N o]
i)” a
(R), X

x) )

10 AP YRTFEREN, 5XXNHLE 5 ARKEAE, MEERA#HA
FEERMERE. 2EHX OB AR ARETEHE.
Bl X R &M, FTABRKRE, XTIDSHTEIEREEL P
YERATERE NGX (IX) e85 X (X) 6ekvb B, BJE A7k 7 ik
ERWE. AT YATERE X DA HTHET Y=NL & X

15 (ID/ESHAKRY CotdirhF k4. b, XTI et
BiARAT V=2, RA=ZRAABRLIGX (D25 X X) &b
CENEBRUMN L EYRGETRAE, MEARERATERAE
Fl&., SEHERALMN G, ERXBRTF, W EELABR 4£0). 2
ML, 2R TF, KOAc. 4Lt A& KOAc A& T42 A 48 M 40 A

20 Pd (PPh;) ..

X (IX) Qo oA R T8 it KA O 40 8 7 ik 41
%.

RARTRAEWNSELRMNCIEEBLAN, SlRsBHBLAN, Bl
€., AR ENHE. TARKALDEERAN, FleBMadh, SlMma

25 A4, ZLMARAMENMARIRAMENELETHER. 2EHA
BEHRRKRRBARAARE Hooid ey, bR EHAE—F .
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AFXEGHFNEFTZHRPEAATAFTAT ELR, FI4)
4e “Protective Groups inOrganic Chemistry” BEd. J. F. W. McOmie
(Plenum Press 1973) & “ Protective Groups in Organic
Synthesis” Theodora W Greene ## P M G Wuts (John Wiley and Sons

5 1991).
FTARARPRATEESFRE, #lFh —EEATFEL
ZXATE;, fBE, HloN-XFREEEREIRTARERE,

FRAAKPRAATER, sl ATARL, Fl=FEATAR

RARTEA-FTATARE, AR, tlwEkmAIRTE; X
10 B, %]k 888,

R RAGRETAFTAT HER.

FRANP-F LRE RIS RMAYW, EMNBFAERY
B-BLMERIALENEEFAN., REHRCHALEBHRERRE
TFTRIBMA KB MICIE RS, Adir R B -F LR E kRT3

15 4, HleEREREEGRERE.

REFRBEB-FLRERZAMIIGFI—FARAFEOEEKX
RSB THRRETHSIMNERGGRME., BFLAEFTEF, ATFEAL
AN (DS HART 30 AN FRAARLELREOFLERL
(BEPMR) . X AR F KB X F Ford %, Br. J. Pharmacol.,

20 105(suppl.), 235P, 1992 Rk #yF k. HHFXBIA Rt
ft (BPMR) o F 5 R & B L AR & Hudk:

EPMR=EC50 #3h#] /EC50 & B LM &

HF ECo RATEMIAFERKRTERAEE SO%H B SHH 09 B R K
JE.

25 RTREAFRBEB-FLRALTARGHIIMNERGLLA A
BEEOHEREF X IBEAUAR-I-FLRERTAR LY TELL
7 % (CHO) fmje. mAC AL TAA B -1-F= p —2-F LA K b L4 £
T EERARBRERAL AN S B2 = F SRR TN Tk,
ik -k

30 ¥ F —#% 49 B 3% R & N (Fershney, R. A. (1987) Culture of
animal cells : A manual of basic technique. Wiley-Liss, Inc.,

N. Y.)., BAFA@RIZAZ(GIC, BT Sh_HAHEK, 95%AE

12
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). HPCHO tmpe £ ) 10%# % 7% FBS. 500 ug/ml G418, 2uM L-%

Bih:. 100 2 42H5EH G A 100 p g sABE4E T £ K %4 DMEM/F12 (&K

pytoxidine HCL, 15mM HEPES, L-ZA-BtAl:) . ¥ @mieé)—A o B

Bl AL, ¥A 30-40000 AC/100n ] 9REEH KF A LRRFEF,
5 HEAICHFARMRT, MEMmCA 18-24 b0 A A FiXE.

MNEALFHBIRAR, EH4AAH 500mM IBMX ¢ 180 u 1
DMEM/F12, o R E &, AR ERARZN . HRADZH B 30 54,
MEALPRAZH 201, 100x FFERLRE), HRFO054. &
i 4E B X T AA ok K ¢ W 1R 4234 (NEN Flashplates) 3% 20ul 4

10 FAMEFREGH R cAMP 2 F R & vk 5.

24 JEAEZ AR hPo L4key CHO-6CRE-ZE X EF MM ELELH
10%FBS &) DMEM/F12 %34 30000 fmje/FLaF, Al b 4L, A
AL Z B E#RAA 300mM IBMX = 1mM 30 3R 4o B8 49 DMEM/F12 4
A& (180 1) 30 o4, mAREHRESHH Q0pl), &£ 37CHRHE

15 60 94F. ERFMBLERN, RE@RIRAEIESAERAT cAMP
Flashplates (NEN) X%,

AL F, £ hpP:#y CHO-6CRE-Z XKML, D
BBt cAMP &9 R &R, LB AAZ hB S H . KLY
ot hp:BHZES 10uM &5 ECso, h ¥ shH egAaxt B e T 5t &

20 X hP.FAhP 4y CHO-6CRE-& X% Br4mfie % &)%) ¥ m fe 4 cAMP & X =
AL, HEhp X hp Aok, REARGLES M hp R EAE Y
100 % 4%,
AEXAR T RAEfFEXRGGE—FHA. FAZEHBKE,
&%k A A Merck 9385) L#t4T, BRIEFAH, HPLC RIEA 44
25 ET:
4% 1: (C18), #AAA 0. 1%=R LB 30-80%LA-KAFEMH 3
A8, BE 254nM W R AE.
2% 2. (C18), BAAA AR W0. 1WNA=ZZBEO0.1%H 1: 42
FE-KAS AR, MAE 254nM B &R AE.
30 A% 3: (C18), AAH =R T (0. 1%) F= = Z 8 (0. 1%) &9 30-100%
LH-KA 3, MR 2540M B &R A .
A& 4: (C18), BASHA=ZRCTER(0.1%) 8 1: 1 TH-RB3)48, R

13
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& 254nM B 6B AE .

] 4k 1
2-[3-QR-{MTHEAEE-DDR-WRTEA-_FRIAREX)-2-3-K
5 RRA)TAI-REA)ARRE) XA ]ckwh-3-K8M TR
B 2- G-REFE) kh-3-BBR FH (0. 31g) A= 2R- (R TEEHK
B)-[R-RTE-FEFARAR)-2-C-REXX)CAI&E) AR
(0.63g) A2A T8 (0. 03nL) ¥ — R Fhe Onl) P ERAFTE TH
#H 30 04, REERLSHAHE 0C, MAZZBALMENSH
10 (0.30g) . REHAZRTHHF 18 P o, ASRKREBRENERIE,
FIRBREET IR, BREXRSG. AW AAR LT E#L, ATK: T
BB (9:1) %eBLFBAAMASY, & EBK (0.523 g) .CHaN20,C1S :
M+Na 665.
EXPC B PE
15 Pla4k 2
2-[3-(RTEEEE-R-RTEA-_FEAFHREAERL)-2-CG-REX)
CAI-RA) A RAI XA H-3-BB TR, LEK (1.15 g),
CssHesN20sC1Si: MH™ 629, o 2- (3-REFRR) sk vh-3-HK B8 F & (742nmg)
Fo ((WMTEEERB)-R-RTE-—FEAFARARX)-2-0G-8-%
20 B)-ZRI-REX)-T®1.17g) #1 4.

&) 4k 3
2-[4-QR- (R TEABEX-[R-RTE-_FEFHREL)-2-G-K
ER)ZA]-RAE)AXRE) FE kw358 Fag, 4 &b (0. 45g),
25 TLC &%: BB (1:1) Re=0.65, & 2- 4-REFZR)skwh-3-%8
FEE(0.22g) Ao QR-(RTERAEKX)-[R-(RTE-FEFRE
H)-2-C-R]EX) TEIRE) AEE (0. 458) #1 &

¥ 8] 4k 4
30 2-[3-QR-{(RTHAEABRA-[NR-RTA-_FAFALEAEL -2-C &

FR)TRIAA) AEA R XA K-3-R 8 T8, & & (0. 383g),
TLC Tht: TR T B (1:1) Re=0. 66, & 2- G-RAXK) E9-3-BZBR T

14
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10

15

20

25

30

BE (0.30g) Fe QR-(R TAREE X)) -2R-(WRTEA-_FRAFEERA
E)-2-0CG-8EL) AT RE) A#(0.56g) ¥%&.

] 4k 5
-[3- M TEEAEE-DR-RTE - FEAFREREL)-2-G-HFR)
CRAI-ARXAI R BRI XX ED-I-LBFER, £EK .15,
C::HisN:0sC1SSi: MH'646, & 2- 3-REFXX) Ew-3-B M F & (795ng)
Ao {(WMTEREEX)-[R-BRTE-—FEAFRRAL)-2-03-8-X
E)-THI-RA)-T® (1. 17g) 1%

& 4k 6
2-[4-QR- (BT EA KA -[IR-BRTE - FTRAFHAKEEL) -2- B-K
ERA)ZAIER) AR R AR -3-% 8 FE, % &34 (0.155g),
Cs:HeN20sC1SSi : MH'659, B 2- (4-REEXX) K% -I-RBRFEE (0. 17g)
o (2R-(RTREKEX) - R-WRTE-_FEFRRARL)-2-C-8X
) TERIRK) AE (0. 32g) #14.

¥ a4k 7
2-G-ARAER) sk wh-3-K B

3-AH R KAk (8. 28g) AR A (20nL) ¥ &3 % A A K (20nL) ¥+ &
LAER4H (4. 2g) £ OCRLE, RAOBH 10047, RETE, ARR
¥ A A A %8R (10mL) ¥ 49 3-wk b B BR (6. 05g) , LB Im A R4 (2. 4g)
K Bul) PHER. RABHATETHE 2 X, MAKQOOL) ¥,
B 2 . FRYEAERE LOWEKRAMERT, AR TEMN
#. FAHAKERA IN R BB ERK, X P T4 5 EKEFE
AESY, REBEAK (3. 57g). Cul:NOs : MH 232,

eIV E-H P ¥
1 18] 4K 8
2-(4-AE A X R) kvl -3-B B, kB & E4k (1. 52g), n. m. r. (DMSO-ds)
DAE L3 6.91(s, 1H), 7.96(s,1H), 8.27(dd,4H), 13.09 (bs, 1H),
from 4 A X ERE (4.14 g) and 3-"kwh KBk (3.03 g).

15
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o 8] 4k 9
MM“’J\_B_&&, %ﬁé@¢(0.45 g), Cu:H/NO.S :
MH 248, o 3-AHA XM (4.14 g) Fe KRB (3. 46 g) #1&.

5 B4 10
-(4-AEE X)) Ep-I1-KBR, HFEBEEK(2.83 g), CuH:NO.S :
MH248, &5 4-RE X ¥ B (4. 14 g) 3-Ep BB (3.46 g) §l%&.

a4k 11
10 2-(3-AXEI) sk wh-3-5K B F B
2--AAFER)kwh-3-BB (1. 2e) ESARARGC BB TFE
(200ol) PR ERE FM 18 P, REBERBEREETHIFH
bdh, #EEK.66g). m p.=93-94T,
KM &ey A
15 Ja) A& 12
2-(A-A A ER) sk wh-3-R B FEs, % &F4K (L. 158), m.p.=113-114
T, W 2-(4-FEEXE)skwh-3-%8 (0.52 g) %1 4.

a4k 13
20 2-C-MEFRX)E-I-RBTE, §&BEK(.31g), Cnl:NOLS
MH 262, &g 2- (3-A LK) B -3-5BR (0. 45 g) 4%

B 4k 14
2-(4-AE X )Ey-3-RBRFEs, §6&HE4&K0.0g), n.mr. (DMSO-
25 d¢) D@35 3.78(s, 3H), 7.43(d, 1H), 7.64(m, 1H), 7.72 (m, 2H),
8.21(d, 1H), 8.33(m, 1H), & 2- (4-AAXE)Eup-3-58& (1. 5g)
#&.

¥ jH) 4k 15
30 2-(3-|IAEXRK)kwh-3-K B8 Fig
2-(3-MRFER)kvb-3-BRBRTB (1. 0g) £4A 10%4e/ % (2. 9g)
8 FEE (60nl) PHIBARTAE 1 XAEAATHIE L I, RERSY

16
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Bif Celite iti, MEREEMNFIN4MILE%, % E B4 (0.75g).
Ci:HiNOs : M+Na’240.
EYVT R PE
B4k 16
5 2-(4-RAFR)wkh-3-B B Ty, %EF4KA. 0g),
S Hr{E: C66.19; H5.17; N6. 33%, Ci.HuNO:Z#{4 C66. 35; H5.10;
N6.45%, W 2-(4-AE R XK) skwh-3-RBRFTE (1. 0g) 41 %&.

F A4k 17
10 2- (3‘&}*&) X-3-R B FE, 4% & (0. 30g), CiHuNO.S :
M+Na'255, & 2- 3-A AR K) B9 -3-RBR T (0. 30 g) 41 4.

&) 4k 18
2-(4-REEXR)E-3-KBEFE, € (0.17g), CuHuN0.S : MH
15 234, ' 2-(4-A R EK) Kp-3-K B8 T B (0. 70g) 41 %&-.

M4k 19
2-(3-2R-[2-G-REK)-RR-BE-CEARATAXRA) XR) skohh-
-5 B8 T
20 FO2-[3-CQR-{RTEEEA-DR-RTEA-_FEFRRAR)-
-C-RAFXL) ZEAIAA) AR ER) XA Tkdh-3-% 8 F 8 (0. 523g)
BRALE RS (5. 0mL) Fo) AN EBF, AFEBTHRIEL I, BE
RMTE& (1L HBEASEHd., ¥hESERLESSE, ALBTE:
FEE(9:1) AR IS Y, £ EH (0.19g) . CisHsN.0.C1 : ME
25 429,

4K 20
2-(3-{2R-[2-G-AEXX)-R-BRA-CARAIAX AR} XL skvh-
-RBFEERE, §&HEK(613mg), CoH:N.0.C1 : MH'415, &
30 2-[3-(MTARAREA-NR-WTA-FREAFARARL)-2-G-FXAR)
CRIRA) CEARREI XA E-3-KBTE (.15 g) $4&.
KX &R

17
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¥ a4k 21

2-(4-02R-[2-G-R|EX)-R-LR-ZHA AL AL RKE) FHE) kb

3-8 PEy, A& (0.19g), TLC ZBRZB%: ¥& (8:2) R- =0.27,

B 2-[4-QR-BWMTEEAEE MR- TA-_FRAFAERARX)-2-03-
5 RER)CAI-RAIAERRR)FR]IkH-3-RBRTER (0.45 g) 4

%.

¥ 8] 4k 22

2-G-0R-D2-CG-FFA)-R-LEA-CEAREAIAARLE] XRL) K-
10 3-8 FHs, B£&% (0.086g), CuHlsN:0:CLS : MH 445, & 2-[3-

QR-TEEZEA-MR-RTEAZFEAIRRARL) -2-C-AXKK)

ZRAIRE) AEARE) FR] K-35 ER T (0. 383g) 414&.

a4k 23
15 2-(3-{2R-[2--RFEEX)-IR-BE-TEXERA]A } ) -
- TEEME, #8/EMLK (. 15g), CnH:N.0;sC1S : MH 431,
B 2-[B3-(RTAREEREA-DR-@®TEA-FEAFAREAK)-2-3-8X
R)TEI-AA) CEARRIRZR]IED-I-ABMTE (1. 65 g) #4&.

20 AR 24
2-(4-{2R-[2-G-REX)-R-LA-TEARAIAX RE] ER) Ky
I-Z M TR, B EH (0.060g), Cu:HiN.0sC1S : MH" 445, & 2-[4-
QR-RTAREHEE-[2R- RTEA-FRATAKEAEX)-2-0 &ER)
CRIRA) AXERR) XA Ry -3-R B Fig (0. 155g) 14

25
JE] 4k 25
2-(3-2R-[2-G-RER)-R-LX-ZERR]AXRE) XR) skl
3-R B FE, & &RK092ng), CuHaN.0sSiCl : [MH'] 643, & 2-(3—
BAEFER)ekvb-3-2 B FE (700 mg) F QR-(RTEAZE)-[2R- (&
30 TE_FEATFTARAL -2-G-82FXEL) TXIRKE) A% (1.26 g) #
%.

18
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o ] 4K 26

2-(3-2R-[2-C-REXRA)-IR-ZAX-ZHARX]-N-ZEAEXRRA} X

A)-vkuh-3-B 8 T, & &#AKOG31ng), CslaN.0:SiCl: [MA] 671,

B 2-3-{2R-[2-G-8ER)-RR-ZRA-TEARE]IARXARX) X)) %
5 wh-3-B B FE (429mg) fo T8 (47mg) 41 4.

¥ 8 4k 27
-C-£AXR)-I-kh PR ol ag
7 13 -3-A 3 K (508) A= 3—vwkwh F BR 8% (48. 6g) £ F X (500mL)
10 FHBIEER TN T (36. 4g) o (Z XL M) 42 (0) (14. 3g) .
RAGE RA 66 B, AR FR, @it Celite (50g) ik, EH
LB T8 (2x200ml) k. RAGIER/F RBBKRE S| M. MATF
A% (500mL) A= 10%4e/% (S0%E %, 3.28), RAOBARRAATHIAL
BERAELE, RAWiBit Celite (50g) iti&, ®AuHM 8 T8 (200nl)
15 Ak, BRAWGERER/FRBBMERER S, MATKRTE (250ml), HE&
AK(100ml) 2% . AAAaM ABRA TR, LRIFREEZRRY. WA
ZH T (S0nL) , 73] gkl A BOAH (100g) idiE. HHA K
Tt (2500ml) R ARBRATE 2-CG-REAXRL)-3-shmFRLE. &
AWRR/FHRBRREEHRY, MATERTAS 250nl). @i
20 WERFPEEMAL PR (93nL) $45 4. 0M HCL. & 0-5CH4k 15
o4riE, LR ELE S, A FEARTRASR (2x100nl) 6%, 4 45-50T
TAZTRFE 46.82 (71 %th) 4744, KEEK. 1H NMR (300
MHz, d6-DMS0) d: 7.90(d, 1H), 7.78 (m, 2H), 7.51(t, 1H), 7. 30(d,
1 H), 4.25(q, 2H), 1.26(t, 3H).

25
¥ )4k 28
2-[3-(2-FR-4, 5-—f-1H-keb-1-%) Xk ]1-3-vkwh F AR T B
EICEARAAATHATRKRTE (10nL) ## N-(2-RTHE) TH
BB (1. 21g) £ 10 4F A e A B R ALHBE (2. 08g) £ T8 T8 (2mL) &9 3t
30 HEFRFHIANENAR/RTEER., £ 0C4S 548, MATR
(12mL), A& 0-SCFALRERT—K 2-G-REAFA) -3-kvh FiR
B R (1.78g). BAMA 0-5CTHIE 10 47, RESELB# I

19
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20C. 2 JHE, ROBRIELERT R HPLC 2-3-REFXK)-3-
wkoh PAR B3 MR 3E< 2% @ 220nm, a/a). RAOWAHEF 0-5C, A
20 AP A AR (18 g) AR AN, AFRIGAFEEKT 25
CTHyik E (4 15 94F) AR AR (28%, 6.490l) . £ 20CL W&,

5 AELEBRABHFTRAWMGTIBRTE (120l), 4FAMNE, ALK
(2x12ml) %%, BERSE. ALY ERE AT (Sol) f= L8R T B
(5mL), AZE&(0.72g) A 40CHE 30 54F. A< 20CTFH4AEY 12
DB, SRKERIR, A AR (Q2x0.54K48) ik, £45-50CFTAST
FHE455) 1.9g(73%) & & E 4. 'HNMR (400, dc—DMSO0) d: 8. 00 (s, 1H),

10 7.92-7.90(m, 2H), 7.64-7.55(m, 2H), 6.90(d, 1H), 4.32(t,2H),
4.22(q, 2H), 3.93(t,2H), 2.22(s,3H), 1.24(t,3H),

EHkH 1
2-(3-{2R-[2-CG-RFEK)-R-ZLX-TZEARA] AXRKE] FX) k-
15 3-#R
7 2- G- (2R-[2-G-RFER)-R-LEA-ZEARA]I RAEERE) FE)
ekl —3-F% BE T AS (0. 19g) & 3:1 FB: A (5. 5nl) ¥ &k b A A4
WAL KRS (0.185g) . BRAZRTHHF 18 K, BERSE. &
R EABRBITEELD, ARG FEE: RARAR(10:5:1) %M,
20 FFEAFHEMASY, HFHEEK.067g). m. p.=184-186TC, HPLC %
% 1: tx 11.19 min,
E XV E-R PN
% 3645 2
2-3-{[2-G-KRER)-R-LA-TZERAI A ER) XD skvh-3-
25 BB, 9&H4& BT ng), n.p.=250C (5M8), CuluN:0.C1 : [MH']
402, S£B4A C62.65; HS5.21; N6.91%, CoHauN:0.C1l F 344 C 62. 92;
H 5.28; N 6.99%, & 2-(3-{2R-[2-(3-8 X X)) -2R-£ X -T X RK]
ARREAIER)kh-3-B M Fag st (613ng) #14.
EFZ—H&7x%x¥, HARMALER(28% 13ol) £ 10 o4 A mA
30 2-[3-(2-F¥ X -4,5-—& -1k -1-X) X X]1-3-=%vh T &R T 8
(13.0g), #k46K (104nL) F=o FX (104nl) RSB+ . EBH 30 54
B, WERME, ALK (26al) 2k, EHR%E 4 30ul AR R

20
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FARK., AR --REXLHAMLY (5.17g), ERBARRLAATE

110CH#ZE ) 14 Jaf. FRAHAINE L 50C. mA IM A H4LH

KE#& (77. 8nLl) Fo F 52 (39nl) , EE X R AREASRE. £ 11 KE,

REGHQBERDRMmB (Y 4 )W) A2 KRBT R (HPLC TEBE< 2% @
5 220om, a/a), ¥ RS HAIIH< 50 C,

# P8 (26mL) A= 1M 38 (78ml) A 32 50C, £ 20 04 A A
LRFIGEE RS, FEGERPA NI 20T, FHEA 30 4.
HEMKE >, AkK (2x26nl) %, £ SOCHETFIHRED 12.7
g (95%) Ax Lo, Kb & E&K,

10
x4 3
2-(4-2R-[2-C-|REKX)2R-LACEEXIRERE) X X))k wh-3
5B, £ & E4k (0. 059g), HRMS C..M:sN>0.C1 : MH' ++F 44 415. 1425,
S I4A 415. 1412 A=1.3mmu, HPLC % 1: t: 11. 06min, & 2 (4-
15 {2R-[2-G-REX)-R-ZAZER/RAIAEX AR XRX)hwh-3- BB
P (0.19 g) 4 &.

3645 4

2-G-{2R-[2-G-|FER)-IR-L R -ZEEAX] A RE) XX) &Koy
20 3-BRBE, %45 E B4k (0. 088g), HRMS CaoH:sN.0:C1S MH 3 F4& 431. 1196,

FEME 431.1180 A=1.6mmu, HPLC %£% 1: t: 12. 38min., & 2-(3-

2R-[2-G-REE)-R-ZEA-TZEARE] A X RE) XR) E9-3-%

BR 8% (0. 086 g) 41%&-.

25 EHMHHS
2-0G-{[2--FEX)-R-£X-T JTERE)ER) Ewy-3-
RE, 3L H E B4k (296. 8mg), m. p. =275C (H#&) , CaH2iN.0:C1S : [MH']
417, R¥4E: C60.47; HS5.04; N6.67%, CuHuN.0.Cl, 2344 C 60. 50;
H 5.08; N 6.72% & 2-(3-{2R-[2-(3-8 X X)2R-LE-T A RHA]
30 ARRA)IER)Ey-IBBMPEERYE (1.15 g) 44

21
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%] 6

2-(4-2R-[2-3-MER)-IR-BEX-THAR/A] AR KL XK) Ey-
3-K 8, %48 EE4K(0.010 g), HRMS C»HiN:0sCIS MH™ 3 B 44
431.1196, 4% 431.1183 A=1.3mmu, HPLC %% 1: t:12. 03min. ,

5 8 2-(4-{2R-[2-G-REX)-R-ZX-TERRX]IAEARE} X)X
w-3-B B FE (0. 060 g) #]&.

22
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