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AR ARSI W EE TEH— R 589 BRI Ju PUE 5o
WM E A TR E A R HBUT N T C
(EfH10* /105 CFU/3), AALEHEHMI CEAMN
BRAGRBEENE (EMH10+ —10° CFU / ml ), RAR
e B, ROV MRAT WA M B WA WS R e BG4 s hdh, B
WHESR A EY N 1 8 —2 4 h, FTAMEHT 3 7 cHisk; REH
mEFs5%COo, HFEPERE, RAWTRAAHERGWFRK, T
HAWiEHRELY, Iso—Sensitest {H( Oxoid ) (HEHRE.
RERE, AAFHE, SHBEHE); BORBAF( Difco ) +

1%3MEC ( Difco ) (ERFME )o
THXRWPRETH—SamEhE MIRRE (HIC,
g,/ mil ),
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ETFRENR, XZACAWT REMEBTACRADWGE LN
HER 2

A, ke 227 oW EW(RT ) E
Bxd H 2t P il A 08 2 opa i A B R R WU U TR

AR AW WH £ EW T ER ZIAETH B4 HER W
o BT A R 3t

ARiE“RAE - ELWE. BTRER

BRERGERTUREM Y, BERKLHW (RXEAN)
LW H O D, 4 HRE); DRBBANEF XS
o

RPN AW T e MR, RES5THANEEAREAERA,
W 5H EHTER B S BRA, BAIT A Kk, B iR 5 AR A
BRH YRS, EFAREE—AXBRAWHETERERE A ML BA
T—H 4%

— FfR 2 Y 25 A IR B T 2 2 AT 2 A7 W Bk R R | 34T
A W R A, L RAER NEFERN, HW., AWEE XX
AR RRY BN THARE, e WER (ks
EeME, WHER., M, AR, &0F, HwmER RN HRWER
(mEARFEEN, EART ) ABEWER (T EE, 28
FEmHih iy, 34, FER); XKEEEWFER (H-EBEE
ik, AERZ-M, B(8—-1, 2~-LEx—%)~-c—-F—0w
—RE-TARE, RUAREOR, _HL2FRE ),

XEMAFT TS ALV ELREAN, BN, FETUERA
A AP B FEMRenington's Pharmaceutical



Sciences, Seventeenth edition, 19 85, Mack
Publishing Co , %8% itk WA ERATHE

SAEGCEEESL AR YRS TS LA A&
TEH AL ENNN, Ay, TUREXRUALAW SART_®
B WA TR DUR R BT L SN e K 7, R Y AR
HRTEHR— R H,

Rk W AEL B % 35 8 FAE U TR H, Cremophor®
EL (XL X3 58K H0SP /NP )20%, H_M5 —~10%,

BT AR L AR RSN A T TN, A% R
AT ey MN.

AT ¥ Mk Ry E— MET R,

a1 9 10 0%
H_8 1=
B ER) s5m i

BERBEAH(PE—8, 5)

T T EMEPEEREAEME BABELEH X ELEER
i, THEAZRHAR SN AR HNBEULENGABR (EREAE
W) TR,

ARRASWHNERETHLEHEE, EP AREFORR, £8HM0
KA. BENHHES, FrEBEWHE I URLE FRE,

—MER, BEEFEMEANBEREANEER NI B, —&
AXBHBHBARITEIRE (MEX2 -6k ) BlF. FHHAE—
BAo. s—50% KHKE XK,

—RJ R BENELSE 1 — 1 0 %X RALAWEKKE,
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KT, HRFHAEN %Y KA TR — BERER
HH &,

ZRARSWRT TRAEARBE BT HHM5%, ETWBES
4 KR 3 Mo

Fdts W AR B A W B 6ENER PRITORS N, T
A B RRRR B3 IE ¥ R DR B e e P A Rk 4 KEA TR
BUR 51 IRIE

S HAR P AR PNAE R LA, RERNESHAKE
ZR AL YA BZEBER Y, HHZIRG D EL B ER
Mo

K E TR A ROR S o 8]y W B B4R N e R G 4E R
f, FPHREAB MBS LB TR YN S RANTR £S5 i
HETL# (4 “ Applied Animal Wutrition ®, W_ H.
Freedman and CO_ , S, Francisco, US A, 1969
® “Livestock Feeds and Feeding ® 0 and B books,
Corvallis, Oregon, U S A, 197 7]},

UTHEEAS—F HET ALH, EE00F H# L ERY
At AR BHIR o
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FieA—jgrtho B 2270 HFA, 5HBWEGRK N,

ENN1, NEREWH15 29 30 32 33

Fov, #MPETH1mmol o B 2270 HFA, (KN
SRPIRATB 106745 PHRAGFTEMNE )N 1 omi—FEFR
B(DMF ) EEPMA 1., 2mmol BN, 1. ¢ mmol =
ZBR(TEBA)fI, 2nmo LBkt BA— X (DPPA) (R
EAEERGE (Lo, S —FXARELE¥), MAHEHFEE
FRHYTEA), UBREAZTER, HneWBHh4n, REA 1N
EMAERUERBRAWRUEN p H3, FAKBEEF AN
H SEERATELZaEK 60 (230—400H ASTM —Merck )
RREH L, A3 —5%TF My Ry Eueh, #aHRELESH
HpoaH, HELERMN, FERS C8— RFEERHmh Ry
YA o

FHEAI1—REWGE 2270 E FA, SHEBRNSHEHDEY
FiH YRGS ) WK b, MEM ERP %,

M2, WEHLEWH3I 4, 3 6

XA WL Wt 1 FFRR TS TR B, YRNEHETHRBE
o, H7mRA =R (TFA)LHE 1 nmol FGE
B BEPHABBNL %, EEAH MW, FHEIHT X
ZoHKRTFPA, HEAMET FAGBRFAHALRLE, A=
R BE T A iR tad, Yok,

LHW3, WEkaW1, 3—10, 218—21, 39

XAWRMENN 1 R FEdt TR, YK RxHEtREE
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Wobfea, ¥ 1 mmol BIREKET 2 o m=v&ie, H FERMHH
TiuN1, 2m 1 N NaoHKHEHM, 5h/Eh 1 NI BAKAABRLIZ
BHEpH 2, HAKBEEZRALE Y RN H. B 2R0AT
A3 405 Koy Ao

W 4. FENEY2

WL M 3 Pritey ik VEATR BL, ¥ e EE B e B sy L &
EHRTE, 1 nmol FFEERET2om T F A, HERY,
Kiso% ( chem, Pharm Bull, 28, 673, 1980 ) Frif¥y ¥
E, TEEAMFEETmA 50 mnol X XFE, 3. 5 b, &%
HE“HEB*ERTFA, FERLYBETRANAEN 1 % F B RO
BAEE, WALBERANESH IR, HRTRE, ARG IMERE
fue B2 TRAZAALEHHZRIEE, Ry,

S 4 —2, HELEHI 7

A ARIL B EMF 1 PRk 8 FESATR B, % REH AR BE -S4
ik e, WA IR W TR IR Yy, FRAKEEHFRT, REH
MEATIMITHF, £10 %EBARERFETTEEHE LK
ARG, RN R2RE, F AR RT, AEBEK2EK 6 0
(230—4900HASTMN—Merck ) RFEEMH, A2—4%F
BEh) 805 R M. 188 AL LA e a-a 9, FFRRBAM, #/
B R ek,

FEB—REHAE 227 0HFA, FHAEBNEARBEY
Wy R R B I B,

LHtls, HENEH19, 22—28, 40, 41

FoCHARBHETH 1, tmmol DPPAWEImmol
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GE2270 8 Ffr 2. 5mmol TRAMIOm DMFRK
, AR AZEER, oMk +4, 5k, REFERT X
A 1. 5mmol BERM2nonmol TERA, HFAEM—
B TN s b (AReRdW— MLk wtt i, W
WETEANBUENEHAX ), AR5 M 1 oK 2 H% KX SR
SHRALEN p H 2, AARE Z4 540, HEBEERT,
it 60(230—400BHBASTN—Merck)FHiThiE
Eirsife, A5 —10%F My R AwkR,. aiaaicliey
s, FHARAEMN, BkS e— koW E fH 2k K€L e
;8

FEBI—REHAE227 0HFA, SHABNANELTY
H (B TRMRP s XE 4, X EHAY REHRTEMN TR
Ll R4 ) W BRX B, BJE M R HRPX,

e, WEHSHL 1, 12

XA Rkt s Prifey FER TR N, %K 8Pyt
B, r1omol iAW EKET20m TEA, #TZF
BTN 50 mmo LXHEXFHR, 3. 5/ WG, £R¥HT
“HB”ERTFA, HERRKRYAXTRINEN 1 KT RGRGRHE
o mACBYUEREMNS YT, FBE AREH LREFRN
“Hz v T, BAAAALEG PN ZRIRE, oK i

FEC—RBENREYHCE2 27 0 HFA, WRBITAY
5 B e BA K R

W7

HitB M1 5 10 6 7 WELEN 14 15 16, 17
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FoCHEHLTFTH1. 2nmno 1l rABHNE, 1. 4mmol
TEAfr7, 2mmol DPPAWmEFEIMmMol GE2279¢
BT A, AEBRNT A4y (X WTT AR LR TEHE )W
10mt DMFHE#R (REAFABGRGE (i, o—F
KekmuE), MAFAARHBEIHTE A ), LEFAEZR, H
BERPEX4n, RER 1 VE BRKEARRXNBREHRALESN
PH3, FAARBESH L. BEKKTE K6 0
(230—400HASTM—Mer k) REENAML, A3 —
5% F iy RO B AR, 6 B/ FANEHN BN ER M,
EHk5 L—RE ER B el KR4 6 o

FEC 1 —RBEYREYHCE 227 0 HFA, WBRITAE
WG ARG S E L uEE T el (AR EP) iR B, MEMR
EHRPHK,

LB 8

hiteth3 WEaH1 3

R -7 Prikey kAT R M. YR w4 Bt B ai b
JE, ¥ rmmo 1l FFFEARTF2o0m-wBR, ¥ TEEREHET
WA 1. 2m1 1N NaOHZKAE® 5hiEA 188 RKE#E
BUARAE p H2, JFEAKEEERANEGY ot H. BHE23RM
RT3 e R s 64,

EWRAI — 1
&4 3 6 HEMEH3 1

FTEBRARPBETH 17, 2mmol1l TEAFYI, 1mmolff
HRENBEMN(TEZE)MEI1mmol 3E227 0BFA, WEE
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BEREAT A4y (WIS Mt i ikey ik WE )1 omt 1 0 KT M
WA, 20minE“RHE"KRXBMN, HH5%¥acC0,
ARALE AL Y. FIREKRLEE, FAs%XVa, CO0, kit
#, AET1om TRy, AEA#PmA0, 5aKf10,1 mmol
AM—FXHR, KBRS TEETRERE XERFEARST
PR (4 222 ) 3 AR RESALE Y, ATERHaHRFAL
X

EKHI— 2

a3 7 WENHLSH3 8

TERBARHET, 9. 2nmmollM, 9. 2mmollW
Mo, 506mm ol BrAERNAH (Eil JmEO0.23 mmol
GE 227 0 HFA, NEERREN S (K WELENITRIER
Z)dh4 oL EHXY, 2h/FWAN0, 4 6mmol NaBH,
(Fluka )HFR—EETRERHE RARER, AEAN>4H,
HMA1om1 N HclF¥, RN T, REEHKZHK6 0
(230—400HASTM—Merck Y EMH S/, Ho —
10% Py — A PIEEHEN. 2 HHRALGUNTENR (P
B4 ) 3 ARER, BELey BEEET 2= ixP,
TFERETHI1. 2molitBigyr N Na o HI#Mitk, XRARN,
ABHWEEKS 1 1 1 WINPT R A— R TGE—»
sif, BHaRRGFEELEH.

FED—REHGCE 227 0BFA, SHABRWEEN

xE¥A 10

MEfath3 s
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#i1omolGEZ227 0l FA, (LBEMEANFRAFTS
4067 45 FRYFTERE) AT 1 o mBHRNT HEHEP, Z%
AU TEBTHREI XE, “HEE"EZREN. BAWET 2mF B
W, HAKLRARENE Y, TRHRT. S§LH—RABEFR WA
PR AR S Ho

FEE—HEAR AN S HHE

LW 11

HEEGH1 9 WHEABE

AR T #4238 L FAR G, 4 2mmol )12 0mK
Rt mE3 s th19 (2. 42mmol )18 0m_rEl
By BB A R, AT MR E wh Bk LAR B BT Y 3k

HEF—REHAE 227 0R49Cya (FEPRYFEEF
#* R, HFH, R, ARFEIFEWHCOOHHRAIKEY) S
R B8y &8 2w 5t B 6l (YR ) oK 8, FMEMR L7/
FH,

s 12

#l &4 2

LY AN TEHFHAREWGCE 227 0 K43 Caafh
#HETF A, HFTREBL,

FEC—FET PRy RIAHG E2 27 0 OC,a 58
Y B RBORY By B 7R A B K RE

LR 13

fEfeedps 2

HRERH S FERFERREWCE227 0EHC,a REETF
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Ay TR B,

HEH— RO E 227 049D, (FLERER, KA,
R, yFEH}HWHC oo HEG RN At 5 PGS %
tw el (IBRY )G RKE, MG L0 £H,

L1 4

HEfedh 43

HRE KW rRYEHAAREHCE2 27 0 RHD, RHE
HFa, #HTK M

FhI—-FEHpHAHREHCE227 084D, SHa%E
WA & PR TP M R E Y R R B

LM 15

WAELEHe 3

LRERP s Rl TR HAREWCE 227 0 849D, R
#HTFA; #HTRRL

FkT—REWMAE2270H849D, (WEBRYBHEFXR,
FfuRy, HFE WHCOOHBHATMEAY) SHaBEN X YE
F geH (HWMEY ) B B, MBEM RRPEH,

LHH 16

HEats ¢4

HRERH 3 R FEH AR WOE227 0 RS D, R
#HETF A, H#HATE B,

FER—FEITRFRGREHGE2 27 0 R49D, S5HER
Ry A R B R oy 8RN 1K BL



LR 17

HAEfethe 4

B BERN s Al ikt HAREHCE2 27 0 R4 D, R
#EFA, #TR B

FTEL—HEROE227 0B IRA(Caa, Dy, D, M
E)WReth (REY) Sk B aaL vtk w il (¥R
) WK i, MEM EHRP A,

XM 18

HRELKr 3 rRl T EF HAREECE 22 7 o §RIBY
(Caa. D, D, ME)WEAH (REY) REFFA, fus—R
AXOMTHEERE (FPLuka )HITRE, Rt (min)$h
HP L CHHELQPIHEMHEP L CHEM,

%Y=-NHCH, CH, CH, CH, CH, COOCH,H,
GE2270HFC,a, Dy, D, EHRt (nin)pPpHH
43, 43, 39, 42, 42, 29837, 41,

wYy=-NHCH, CH, CH, CH, CH, COOH H,
GE227 0FHFCag. Dy . D, MEHR t (min) Y
17, 23, 15. 76, 16. 6415, 13,

FEM—FABRGRERC T 227 0RBELIRS (Caan
D, D, fE)WESYH (REY) 5 HAFNTARMERI N
KRB

Ewb 19

HRELHH 5 rfey ik, FEAABHHAEGE2270
BBEPEL (Cra, Dy, . D, ME)BRAH(REY) REETF
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Ay oo —RETLM(TLuka )RFRE

Rt (min)@SWHP LCAHWNMNEWNHFIEN, GB2270
H¥FCsaq. D, . D, MEHRE () MH17, 23,
15. 76, 16, 64Fw15, 13,
LRSS L

1. BFFE%‘%”B 1l ukal(FlLuka OGhemika-
Biochemika, Buchs, Switzerland),

HE&MIEL R,

L—# 8 RTEidni,

L—RAMTRimi,

L—XERTRiMi,

L-XpARimdmd,

L— oM 7w,

L—MARTERLME,

Hag—Cbz—L—HE®R,

¢ —RETRTME R,

6 — 8 X CRTF R i i,

6 —RECH,

4+~ (FEEX) XV R,

wE— 14— BN,

§—%—D—MNE,

D (+ ) —W i mi,

2——PEFELE,

KX THE_ T,
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P—HARILEERY,

2. UTF#kdpyMYy sigma ( Sigma , Biochemicals
Organic Compouands ,,St , Louis U, S, A, ).,

N6—Cbz—L—HEER,

L—RA KR TR Rk,

3. U TFRRMEH¥MWY Aldrich(Aldrich , Catalogo
Prodotti di Chimica Fine , Milano , ItalY),

L—M&%R:.

+Bim,

3 —RE— 1 —HiKHER,
3 —REFERR,

¢4 — BH— 1 —F XK,

4, YWBH AR CE 227 0 HFA, B, , By, Cy,
Ca . Cag~ D, ., D, MEMEXNHLGCE2270

HARBAIRBBEATCC 53 77 3 R pakinis
WEF28—306¢0#HAIE, REATEMNS 0 0 RBRMA A
10 0 nt BAWT 4958 i #F 71 Ak,

w0 10e,/ 1
33 5 /1
B3 2K 3e8/1
42K 28/1
AEHR 2&/1
U3 & 1e /1
AmA(EE) 70 0mi
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(XERFAF pHE7. 0)
HRMAEREKRFZB(200rpm ) FEF28—3 0THRFA
92h, RGNS HIENL L LBMNSHRIERE, HT
BH(H90o0orpu ) BR (L1 REFA BB/ PHER)TF

WA F 28 -3 0CHHf48 h,
BHBANERAREBRESH 50 1 THIEHFEGRB #i,

WE B 208/1
ik 2.58,/1
Ky g & G 2.58 /1
g RE 38/1
LS &1 2eg/1
AE#H 2g,/1
B R4 1e/1
AWK & &

(XEeipHHAZE7, 0)

HF28—-30CHFA7 2n,
MALKTFDavi sEAfRE IR EFRIFHATCC
663 3, WA HIFARR WEGW T LN AR, T3 5 CHEfHfa

e st X HEAT IR

4a)RWEWHFHRGCE 2 27 oMk

WREHHKBHREYN (50 1 ) HAiti## (Clarcell)
it

REBTARAPRA—eBENTHBROCE 2270, BYyxE
AT dLkp,
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Y REGp HEH 7. o, FALRIE (501 )ENR,
WA AN, K ERE ENP, REHEmRAEIR
B R AL WU U EGCE 227 0 ML, HBEKERTRH
BEfRH4 1 sWHEAKAE 2 2 7 0K,

fzol PlERYLAER L kLR ER AR EREERH
AKBEEERY, ALBRIBHEHLERFLR, mANA oM, NREGH
AP B EECE 227 0E (6. 068 ),

4 b—1 HEHEEGCE2270FTFA

BB ETH A N L2 EKBHERE (3 ¢ ) BTHER
W, FAEBK (23 0—1200H)FETHRERK. URXHAHE
HERLY, HFmEh3 00K (23 0—4008)_RFK
(CH, C1, )#HAHEHKE, IHETHEAA-RFRE (21 )R
B, BER1. 5 . AEWThHdH —AFR5TEWREGARE,
98,/2; 96,4, 94,6, 92,8, 90,1088,/
12(Vv/V),

K REANHH, BET L, HP LCRMGEFRIFHHT A
A F AT, H AR RS BIHTRE,

BERERKERSANBFeE 227 0 BF AL, B
R, K5 AN Ak g%,

W EEE PN HIAERGE2 27 0FFA
(600m),

4 b—2 HEFEECEZ 27 0 BIRSNESY

WA TEMHEIRI)H2HRHATHEP L C R, AZ—PA
HEERC,aa, D, D, MERSHARERSY,
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Rt (min)SRHPLCAHHBIHEWEPLCHEN,
HOR 227 0#HFCsq. P21, D WEMHRE (min)4H
X200, 55, 17, 43, 18, 1716, 61,

AN N Ay — ik Rk dy, HXEIET HA%AWHA
FHMAEERHAER K,

4 c )M ¥or2270HFB, . B, ., C,q .
cl - D:l - Da *’Eo

MAEHVucleosil Do 18 (M ABEERMWFENEL )
(s#m)250X2ommbdffAREEPLC, JFHAM
(CH,CYy, MEWS M4t OmMMHCOONH, =10:40: 20)
fuBAH (CH,CH, M¥vkW, 40mM HCOONH, = 10:10:80)
R RS ITRR, AETHAGEES 2Bkt NEo
2270@BFD,, D, E, HIELWEBESW (6% ) AT3muB
Mo rmAf, $¥EAHPLCHY, 26 :7 4AHS BHAN
BB 1 4m/ mi aKBHEH, HE25 ¢« nnfyu vk
iR E D, B EMGE AR —aEWNEY, HFRE
RABLUBRECH, CN, KB{BDWNEXARRKBAAFHEH NN
RUGIEM, BXEEFFPET=%, AHPLCHbRELRE
HC OO NH, F34HEKLM,

AR, YK R2270BFE, 11%; HWNEGE
227 0HFD,, 12%; hwMEGR2270HFD, , 10%,

4a )N EOE227 0 FFC,q 5HPaR2270H
FH AR W 5%

BHATEENUBYHCE 227 0 HFHRATF 121
CH, C1, , ¥ (93 :7 ), ilRETEN, HFHGARN
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EH oW ARMERMCH, C1, : FM (93 :7)F#tH
132 (23 0—4008)HEE ACcH, C1, : P8
(93 :7 )MAETLEARUEAERCE 227 0l FC,q9, AJF
SHERARERG WS (H P L opth), RERSEHTHR, &
F23, 5eMBFEOE2 27 0FHFC,, AR IHTFHRS
Mo

ERA—®F (cH, c1, )FHEtha&H4100 3K
(23 0—4008 )T L, B LAME (5, 58) i
REEHEAGL, TEAZAFR (11 )RE, REAUT A
HoRAFRFHRFIBGHRE, 96/74(31); 94,/6
(11); 92/8(21); 9010 (61)YfM88,/12
(41),

BWEHARFEEESGCE 227 0B FC,a (HPLCHH )W
Wre MAE M BILHA RS & (6 1 682 ),

4 e )NBAWIHIEGCE 227 0HFC, a

MERBE BB L PLCFLTESNMBEEGE2270
EHF C,a B EE10 R 543t — b 4 b,

WP LM ERNS (10 )Y EFrmA#(CH, CN
Mg vk : 4 0 mM HCOONHy, —4 ¢ ¢ 40 : 20 ) 1mBA
(CHy; CN:Ewkf: 4 0mM HCOONH, —1 0 :2710:80)
HAEANHEPLC250x20mm Hibart (B, Merck;
Darmstadt F , R, GermanY), 4t FH#EAMR 14 0 %A
6 0% BHKBEETFHTIWN7 » m N’.l(‘leOSil(@CIs ( A1+
NEXEREEBEEN ), 15,/ minHKEE22minA
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At 0—50%AMATRERERM. T254 nnQl#HfFUVR
W, MERZ 1 0 RENE SHRRAGH RG89, Hill
HRERFERECH, CN, ARANRHIEEGE227 0 HF
Cino BNKREI Y, HEABARER XA EZTHERH 66
mpohHLH F,
5. HEHBEGCE227 0@ FA,
HEHRGE227 0HFA (HLEAEFEHEZ) (867 ) %

F17m9s5%L8m1, 7ml®, T60THE21/HE, B
AR ERo, 1MBBRAAFEpH 7, 5, ARAMERLRE
Clf, REEEAWRATLMIEE (10 0m ) ERBHK, RERSEH
A, B8 —BEEKRRY, BLATSAEAMNE, H\EEE
HTR, BRI EREEAEZ 27 0 HFARA, B gE
GE2270HFA, (62m), AXNTHNHEP L C THKFMAH
MEFGE227 0FFA, ,

¥ 1 om LM YR T HE ki, ARG BEEAMEGRE
JFEANHPLCARK, BRAALRHEIM* T Nucleosil Reogsg
(54 m ) HFHEEH ( Stacroma®)#]ﬁ%, A% 1 5mt,/ min
WIREM 6 4 %— 9 3 % BAHFE A A v iy BORIEAT 0ER B BE IR
(2omin), ZHELE, A 18 MBAERBRHN(PH7, 2)
MLENBREH (202 10 (V/V)), BHNY18 o MHBH
(pH7, 2)MLHEMREHE(L40:60(VV)), hEs
REZENH L, T33 0nnb#HfFu Vv 644N
WRGCE227 0HFA, B (METHMAU VEERRE
%), AERFERIAM, HACROEERB R, AEAEERE

107



B AV BR Lok /AT ik, KRB UEH B BIKR L4, AR
EATHEWHAEmREXTRE, Rk Wk E2270 B
FA, (45%),

BMEAFRATEL1067 45 HETHREINEE2270
HFAFER BB EE E2270 B FA, L EERIE,

6. MBEMEFEGCE 227 0HFA,

FEETHHREEGE227 0HFA, f£0. 5 MRMRWER
810, RERABKRER NBRAW, AALBMEpH6. 5,
o RS TN s ERNEhHtiiRo B2 270 HFA, , A
LRLEBAKMEERZHRYEE, RERAWAE 5 BAREHAH
AP IR B ZHREER,

i T AN BAENIHTKOE227 0BT A, ,

i1, 5eBAE2270A, AT6omTFRE_EAFIKRES
HC1 /1 (Vv 7)), HREAREREHZGE 227 0A
R ERBKE (7 5—23 08) L, ARREAKRERRYHEE—AT
VEF e (7 5—23 0B ) (A M40 cnm ) BT, &
B THFRATREE_RFRPOBEOAER: 1) 2% FH(450
mt); 2)5%F®M(500m); 3)10%F®M(600m);
4)15%Fm(s500m); 5)20%FM(500m); 6)
30%PF®M(250m),

REEHAHBRAT LR EFRIFHATCC663 31
AR MESTEN, HEEGeE2270HTFA, AXFLTS
HA 15— 2 0% T OB A P,

EHEHPIIM B IRERE, AR EAGHRE
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WRHBHAKCE2 27 0HFA, (85 4%&™H),

7. HiWEE FD, . D, MC,, B CEHREY

XFEMETs o6 PRy Fik, EAHMEGCE227 01
BAEHF(Caa. Dy, Dy ME) HRAHAREFA, THRE
AEHANRSEY, HpwhcooHRKRFEER, RYEHKCH, O
R, HCH, RE&, R, YREHTXLFA,

7a )i HEGE227 0P RS (Cyq. Dy, Dy M
E ) 8RS W& 6 & REY,

g*&ﬂﬁ_tESfﬂdsﬁf'ﬁWﬁﬂi, {Eﬁﬂﬂﬂ"&ﬁ‘( Cags Da.
D, ME YWRAEWYREYRELIEFA, THRAGEHGA IR
¥y, HepwWhc oo HBEERN, R, R, iR, T Cqa #HN
FHAFE FhRALFR, #FD, S2HNE AwFE, #FD
MR FE FEuPE, MTEHLAHEFTE, AFE

Rt (min)BRLHPLCAHMTHHMRRENEP LCHENY

WwhiEMEE, GE227 0 FC,uq. Dy . D MEMH RS
(min)fRH2z2, 51, 179, 80, 20, 41, 20.41
fu18, 9,

¥WHhCcOoOOHH, GE227 0BHFC,q. Dy, D, UEH
Rt (min)@Hbh1r2, 99, 10, 38, 11, 08 %
9 03,

8, WMEHABE—Ne—Ccbz—L—HER=ZAINE

FoCct4, 8m DPPA(22mmol )mEFA/MBE
3. 58 BoC—HEZB(F1luka)(20mmol)f7, 28
g Ne—Cbz—L—HBEARFREME (FLuka) (22
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mmol )H5 0mEBAKDMFEHRP, TOCH10—15m1in
A5, st TEA(42mmol)By5 omEKDMFEHN
ELREHP, FoCRERH 20, RETEEBR P H
250mPEXfSs 0 om LMLEBEXEREYH, HA 194 R
(x3), K NaHcCO, fifm¥afuth k¥, Z£N¥a, SO,
TRAZRBENERHA . 7 eMuikehy, AEMFEBTRELSE
B TR YuMREBoOoC—HEM - Ne—Cbz—L—H&
REBH L HEN— 5,

BEMRWET20 0mFH/ —_v€K(1: 1), HFoT
3 omin Y FRETH2 2me 18 NaOHWmERY, FRA
WTEETHRELs59%, H30o0mAARE, Azs5m 18 #:
Bt AAG (x3 )MLMIM (x 3 Y¥XR, B¥a, S0,
TRAOEREMNE RN, ¢4 sMiKkY, AEMIEHTRELLE
e MR N MR5BO C—H#B—Ne—~Cbz—L—H
My W o— B,

M2o0mA3=HILK(TFA)ABEIMBERAE N, TERT
ZREBRAY, HEHARMYR B IR BTEERKE
MNERR, BB WAL RUUE RS HIR, B 9. 6 e HEAR—
Ne—Ccbz—L—BERZALRE, Yaehk, VMRS5HE
WEA— %

9. HEL—B8%— L/ A8

FToTHo, 48mt DPPA(2nmmol)mEXHHIEN
5388 BOC—L—BAR(F1Luauka)(2mmol),
228, 3% L8 (Aldrich)(2mmol)f
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168" NaHCO, fgs5mEAKDMFHEHP, FEETHRIER S
24n, REM 5 omAMEN ARG (x3 ) FE, AKKEEHAN
M, #Na, S0, TH, RRANERA—MWRY, A6 0
(230—-~400HASTM—Merck)BHERIFETAL, H
e /AW (2:3)%&H, R84 20%BoC—L—BEK—
L—MEBME, YaeEk, NMR SHEH—F

#HHREEAT o mlRIW, HE4 3 NEMTFETTER
W48 n, REWUENBGWHZARZTR, HERLWEET L
M, AZRMIE, BH3 02w L—BARE— L—MERBRNAE
K, NMREGEHTL—H,

10, HES —BXFERTRfrr 1 —RE T KRFREM—TF
Kot it

Heaommol FABHAXR(FLuka ) )furs5, 2agxt
—FXHR—AKEH(Fluka ) (80mmol )20 0mF
A KE K dE, RAERNEBELAMNAARRBARTOR, —BW
8] > J& A At 6 e B At 2 3k, X MLE SN MR GHEH
— 5

11, %% s —8EXRERY

#3., 48egs5—8%X—7 - RE(FlLuxa ) (33, 7
mmol)fs, 0g¥_-®(Fluka)(33.7mmol)
—RF 18 0THR, —EERZAK0nin, EFRATLY
I, RERENAHZER, wRESWE#EK 60 (23 0—400
HASTM—Merck) RN, A2%F MG sanh, #
Bls, 9edmRYp, VMR GHEH—3,
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W5, 9eRrEmEH(25nmol ) PR E 1, 6m
PBry, (17mmo1l), ME#EFEARRE HEER 4T
10 0T 1. 5 b EEARRKI P, 1HRITD W EERMFIFiL
HATHH BRHE6. 6 G RARPEY, HITHKE 5N
TH—3,

50 0ERRRpHEH (1. 69mmol )furdowT
AR=7W (Fiukn ) (0, 84mmol )—kF150Th#k
Y10, REAFRHEE TERI on i n YRGS =140
PHERR=ZHEHHA, SR HLE, ARG E
AR=LW, HH~WEdKe 0(230—400BASTMH—
Me rch ) ER#ENHSMA, HA 2 %F Bdy = LT EAE,
RE16 SWHTRRR_ W, YEHRY, v MRAELLH

TFTERETH3m 0, 2MHBHTHAERE 46 S EHBR_T
W B AR Bt . TORBREAT X TR, HHRRANA K
HBEALTHR, BEAWHET 1 NE&E By, XA IHEER,

Na o HEAHMETMEREX, AENa, S0, THRT BMEHt
ARTHRE, R 7 s Bl Yy, ANMRSFETHH L
HW—2,

H17s5mps —REREXWB -7 8HE0. 6 mkMPER
20h, REAETHFATS TR RTAREAZRXRET R,
48 MR, FWMRAY 5 — XX EMR,

12, WHs5 —(5—BERE) Teg

FOoCERBEHT, #h12, +smPFRYEH (Fluka)
(88mmol )@mE10m6—EXCH( FLluka ) (8 0
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mmol Yf13, 3mITEA(96mmol )8 omMEkY
B, METEETHRE2 L, HFNERAREN, RLGATIR
g, M1 Nk RfukER, HENa, S0, TRAOAOKZAEN
ERE 19, 6 sy, XN MR G E&H—%,

793R 12, 2mmol )fug 3 4T
M (6. 1mmo 1 )FET, ¥1esHRhirthe —RKECH
(4, 06mmo 1)i4 ont 1 —FX— 2 EWAENEES
BF150CHh#, 4h G, A12omAKRBERERAY, HH
10%ERMIRILEPpH 1 (3K, BRazotidric acidf),
A CEFERE®, FFH 1 0% SaoHARE (x 2 ) FRAMN
M, FrAGREXABLBEE, ARttt RIEER
(x3), PRHAXRAMMERH—XKH ATH/ AEREH
2 o6o0mpimly, ¥ MRu§iE@iETH2H,

TEZBETH 25 oV —FIPWEXNL (0, 8 6mmol)
HsmXkE PR (43, 25mmol1 )17, sm=KLB4S
B3 Nit, EANTEBRE=MNCR, HuALHLHHEEMLE
M, CHZRIMI, VM RAFYHBETEHE M

13, AENY—(3, 4—=—(0—HEW) X)) —%
E— 2 —BE W

#0, 325mypkH, S0, ##TF, ¥§4. 6283, 42
BEXPR (Fluka ) (3 0mmol )gs omtF MAHKE ¥k
24 et, BHEXZFTE gk, mA\—EBWEHEKNaHCO, , H#
KEZRREMN, B2 TILRLE®, AKEAE, FFEBa, 80,
THRAEARBAN G R X R, BIRILE CixBERES, 45
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3. s3eatEsd

FERPRBET, 9, 1mi—EwW (Fiuka ) (0, 1 mol)
fozsomp—FFEAMHE IR ( 1mmol )MEL, 6883,
4——HB¥XFRFB(10nmnol YW4mILBIHEPv2 5m—
LFIEREP, ¢ KGE, KNEAHAN a HC 0, MAELRE,
ANa, s0, TH, A2ARTHRERA3. 3 6 sk, k&
- ap e T EHEA T T—HESP,

H RN AR RT ¢4 omBTW, h FRERET
WA 2o0mAK, 2, 768K, CO0s (20mmol )1 ont
IN NaOHARK(Iommo 1), FEETHERE7 XX
ZELHMFR LRI AERR R KM, REWAKKEESTHE
B ANBBRE, R HEoT, HABMAXHETHs 0om 1 ¥
B, REHEA BFERAME =X, 4HEHAHNEL
W0, 2% FRMERAE NS0, TERAMETEFARXRY, AT
VeEmE, B3 2. 34 AGEK, VMR S5HEMEA,

FoCTHe4 4mXTRPEFAY (2mmol ) 1+milR
LE/—8FR (5 1 2 ) WBABFFRAMAS 3 3 %7 2 F W
—2—®%®(Fluka ) (2, 8mmol ), 57 7% N, N'—
“HOHEK _TFh(Fluka ) (2, 8mmo 1 )3 5834 —_
AR, M TERTHAEH, $RE L4 H oy =3 o XK
HAEBRRE CAAERE —E kY, 60 (23 0—
400 HASTM —Merck ) B (F 2 5 % HHE TR A KK
B s daikey, AW/ CRLRBH7 0 0w # £ 5§, NMR
fu T R @ik ZLA R EARANE Y,
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14, PlEEt —N8 ———H—-TEEETNK
ERHETHS . 39 T (ALldrich ) (4 0mmol )iy

4 0mi A THFERANZEOC, REEEATHLI9, 729
BOC—ON( Aldrich ) ( 80mme l )iy 60 = L JJi% THF

BAELI WAFMERLY, REUEKHETER TR IR, EHAX
ETHR, BALWHRTZM Y, AIN waOH(X4 )Fk(x4)
¥k, Na, S50, TH, FHERNNEZHEMEMPB. MATR
B, i1 19 Ak, MV M R@IETRERE SN,

15, My —BN—-—TREXFFEX

FEEBAOBET, HATF10on 1% 10nlkfuz, 3
ml=CHRREHN2e 3 —KENWELRRE ( Aldrich )
(15, 6mmo 1) kPN 4, 28B0O0OC—0N
(Aldrich ) (17, 2mmol ), 3 /iticE, FFHAAXMER N
Bath, HA—RFR (X3 ) ¥R, &8FAHNE, 1IN NaoOH
AKEHE(X3 YK (X3 )&%k, Na,S50, THHET, RLW
R AR TFLRPFACKIARERHN 2. 2 At X,

H1gN—BOC—HRFHPEZH (5. 9mmo 1 ) ily7m
INZHMNa OHEAAL 13 0PIAR (50 %HKE, pHY?)
(Aldrich)F4 opsiEfdoh, RBRETAR, HELE
HNETHR, BRWETCRIEY, FL1 8 Na 0o HARRER,
Na, SO0, TRMEZRELEHN, 8395 owEemRY, v&
# &G Eft, %N MR @ik vREFELE B

16, WEI—( 2—RAEXLHX) ARFE=ALRE

FEBERBBHEHT, B1, 4e - —RTEA-RBE
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( Aldrich)( 6, 48mmol )H5mCH, C1, FAmE
0. 58l (FLuka ) (6, 48 mmol )Hys5mCH, Cl
K, 3 0mi ng, ERAINEN, HFHEHERTFsmEKST
R, RERKEZCHERP A2, 7mTEA ( 19, fmmol)
F1. 07m3 —AERMFR (Fluka ) (9. 57 mm ol ),
REEH3I ominpgeR, KEBREZLE, HA 1 5 By R
FoAEAYMN, Na, S0, THRAEXRRANE, A3—ui
M, METOCHEA rm=KIimit®Esnin, RTEMREH270
neR iR, VM RA TR AE AR LA,

17, W& e —B%X—2 (E)—-CHR

FEBRMBET, #1, 5 muXTHRE (FLuka ) (12,9
mmol)Ws5mCH, C1, REA3I OminfymE2a14—HK
A—THE_Z®(Fruka ) (11, 6mmol )f3, 6m
TEA(2S5, 6mmol )Wys5nCH, C1, X&Hp, 11k,
Fl1ombBllgcu, c1, REKNY, AKE%E, ArFa, 50
FghM, HAHEFEEE20m, REA1. 6mTEA (1L 5
mmol), 70, 28=—HTX -8R ( Aldrich) (46. 8
mmol)ﬂl°4g4*:$§ﬁ§%%(11uka)(11.5
mmol )FET, TEEMBNPHHAERRNI Ko BEREN
ERAFGWARY, 860 (23 0—400H ASTM—
Mereck) LH%hiBEMHAN (2 0 %L BT AR IE T3 & ik
M), Bel 1. 6ev, " —FRPWI—-EXTRE_ZH, ¥E
takdh, N MR RiE T A M,

RERHBYmRHAETsmuTHF R, HESETHAsu 1 N
HCL14#3 h, KERETHTF, RAZ AR LG %%

(zmlx31.ﬁﬁmuaﬂuoaﬁ&ﬁm%&%ﬂﬁ.&
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Na, So, Tk, Z2TERH—WRY, kEeH#—F &AL EE
HAFF—3%,

FoUCHhEAESHTHI60760%NaH(dmmol )i
5mEKT HF BR%kPBIMA 0, 8 3 7mZLEXMBRE LN
(Filuka ) (4, 3amo¥ ) 30ming, MALTHEAR
(1, 178) (4, 02mpol )WEKTHT (2m) &
W, FHEEAEEE, WRERFSH, RETFoCThAs5 0%pld
teo%Vean, AEETHZ2nE, ARRR( 10m) &
BE BRSO, HHALMIE ( smx 3 ) XR, BHHHAMHE, AK
#%k, BNa, SO, TH, AT HELEK 60(230—400
HASTM—Merck )PBEEHHA 1 5sBLBLBYET KX
MM, B 76 smXyp, vVRAIETHERFEG Y, HE
HWRPAEARE(T=16Hz ),

CEBRMBHELAGT, 6. 15m1 N LiOH (6, 15
mmol)mWZE7 3 9WEREBNITHE (2.05mmo 1)
#1omTHFEKP, LREWHLE, BREBEEHT3 0T
(B8 ) TEZByR%, A1 NHC 1B KkEREPHEH 2, REHA
ILMIBER, AR AIMANa, S0, TH, BFE3RME
RERERH— Ry, PEAXZTRHESFE NMRFfuM S @ik
PRE6—~V—BOC—HEX—2( B)-TOFR

FoCAEA=RIBEMEN —B o c KPP/ AFALNE Y, &
HE5HEWNCE2 27 0 REWER,

18, B3 —(2—RAEXLEX)FABR=RLBE

£-18T, WBHERT, #3, 88m1, 6 MT X4
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(Fluka) (6. 22mmo 1 )XEwEr1g N—BOC—CL ¥
B(6, 22mmo 1) (HRAEEFERZME ( FLuka ) #HEH)
10 miEATHF EHdWH, 30minkk, WAI, 383—RF
AT (AR A3 — MG ( Fluka ) WH) (6, 22
mmo 1 );4};&)&*‘?&@3& Ak TR AR
20 b, AAREE, HECK (5mx 2 ) ERREREGH, B
ERERAME, F2a860(230—400HBASTM—
Merch )YREEHA4(H 2 0% LRI IF O ERBEMR ),
et 1. 43 gihik4h, N MR HFEEREB/HAEH

HERL SR ERPE, FEFERBMEZETHELNES
EWHCE2270REYNEZRAIRG, HR¥EA s5mi o XERE
ZRLE /LS
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