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SRS AL B YH) — R AL, HAAENMRER SE 06 == I 1) (O R B N 2 18 i 4k i S He ik
G NG SRR (B e S A A ) 2 B T [l SR oSl e 4 BT T ) S AR e d A, I ELE i A
FR N POE AR SN TR A AR AR A R B IS N AR LAY R AL A )
A HLA S ORI 2 A A P S JUARTE 2R RN Z 2 S pg A o 8 YR S 3R Ak B ] AR B8 778 S
FREIIE RAFAE o R340 BRI A R B — L84k S 9 m] DLAE XTI S p 4k 1) A7 A8 « 4,
Tl S MR AR AR B AL AR 732 AR S AR AR TR A 3X B S AR R e AR A
(48] 4 1) £ B €A BBV FIHPLC) INBA 73 B9 o 3% S0 A P mT DA SR 0 (1) S/ AR S A A R T B —
A Be AR SRR BTR B PR S e e 2 i 4%

[0028]  Rif “Z fm MY AR EMINKEY BA A ST Bk 1) & S AR K RIS
A AANIE] [ 22 60 20 (91t e A ) B3 T s TR T Qi A7 A8, PRt i R S AR AR R B 6 1kt
b, IKELAL A W ()35 A B W RT5 K T G 77 4 (B sk &40 5 138 710 -A 0 5 A 45 b
K, WK P K AR LK AT X S At m] DL 55 A LA FITE ik
AR EY) o 1KLL AR A WK A D I FEAE A R B VS I

[0029]  RAE “MKHbe " B4R C1-CokE FEM RN, AR BN BLEE) , & A 1 B 6N JE 12 8] 2
F o C1-CORE R B AR EAIR T B 3L . 236 P38 T 38 3t . L 2 D eI S 5+
GALER LS ySE - S e e 7 R R

[0030]  RiE “FRfm " 24650 A 32261 2 18] [ 1R J5 - 1 Ca—Co il FIBR B 52 o Ca—Co M R B
SR Ok A7 VNP 7 N B 7 N3 7 E7 Nl =

[0031]  RiE “BURMIAR S bE 2 8 BRI Ci—Cokn 25 , S 3 vh 1 | B 23N &SR 4% F . C1
BrT.NO2NHzCN.OH. C1—Cett 48 « e FE It « e AL 2 (S At L R AL R 0L L s S Bk e ot
TG Fiig B 0 25 | 0 L BUARHD 5 2k L LA 2% 5 2 T B EUAR o 3% A EUAR I 461 & L P
B TRPE L SR R R L FUL R R LS L C-Colr A T
£ N B NS I S S P 5 e = -

[0032]  RiE “Bp b L” 248 HA 45 M-NH(Ci—Celie 32 ) i B [ , o rh Ci—Ceft 22 2 0BT 1 1)
[0033]  RiE“ ks QA" 2R B A G -N(Ci-Celst 2 ) (Ci-Celit 3 ) [ 3[4 , Ho 1 Ci—Cobit
AR QT T R o R R R R AR T R ORI R R L R RS
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[0034]  RiE“HI” STRRIAEL T RS, Bl a0 LB 25 5

[0035]  RAE “ZF5 387 2& 48 5 Morp &2 /D — AN JE 7 4 1% FINL O SE — AN JE 7~ BUAR R SR
(56 J0 38 ) B XA (AN H8 & 10 75 B 28 3R G0 ) o 51 401 < WL W i b g s | Megs g s | b gt s |
ML P e | R el S | DR AR G | S DR A L IR L | SRR R IR AR L IR AR R WR Wy B | =
Bk =g I IR NS AR A o R PR AR A A I 0 R G, 9] g R R | g
B FRMEIR L DR TR L ORI L DR IR R Wy NS AR IR L DR IR IR R | DR
e 22 R - S M A DR GRS L R IR Y L | Mg R | e G B | R P MR L | e IR A
L 5% - MLE W 2 PO g bt e 2 (A1) S e - [ 2, 3—c I bk gt 25 L IR 5 [ 3, 2—b JHbE i 2 | POk g -
[2,3-bnbmg )  ZEne JE | AR 2L | L e FRbt i 2 | v e bl 2 | NI 7y P e s | DB 7y - b e 2
WE Wy FFIE W 2 (thienotheinyl) (WA JE (5 IOH-MEEMA —1 — 2 | 6 -2 AL —9H- W R4 —9—Jk ) Itk
I — | H-Mpp e — -2

[0036] 5tk Ao B b (1 LB 2 AU AT ME I H g 3% F Cri—Celie ik AU Ci—Colbm
VR R xR B B R B L Ci—Cebt A L Cr-Ce AR e A 2 | Cr—Celn
e B e S Y OB X R S S (B R N B S B A R B 5 I Y e N 2
2R T I AR B e AR A ELAR

[0037]  ASCAE IR ARTE “25 %% bl 520 87 2 F8 A%k I IR Ui B I — PhEk 2 Bl dh , HL AL
B S R B E I A RAEY B 77 AR XL & T 5 AR
(R 2R b o B i PR FE M RN G B RS S I 56 B R 2w/ RO B AHR « 24 5
AT B2 AR AR AU A OB A L B, S ML Berge®E AFEJ . Pharmaceutical
Sciences,66:1-19(1977) P FELIREIAR T 2552 LAl B2 10 £, iZSCHRI A A d il 51 IR
I o 3K e £ AT DAAE AR B A B W) doe 26 43 B AN Al 9 1) Ji Aoz 1t %, B30 e o AT Ui s ik S
BT ) I s B T P A i % o 3 26 36 AT R A LR B ML IR il 49 o e AL IR I 491 22 $h R M
B2 i SR SRR VIR PR BUBE IR - A MLIR B 2 LR TR IR VLR S B BR  FLIR TR 7
PR BRHRR SRR ok IR B SR A TR AT IR R IR R FERR WPk  F AR |
X R ORTE PR K IR 5 o AL 4R 5 AT R R 9 TR 2 IR RS 2 IR R A& B L R A AR
AR 2 WG A ERHRAR VHZR . R R 2R AR R ImMA TR RN E
BRI ER 2 2R A Z IR (2R - I 2 R B 4 IR B 3 32 by JHL v P S A A B EL A/ 9 e
TRA B R T s LR AL ) R = RN 2 IR B T R 1 &

[0038] ey BRI HE2 (S FE T IR Eh (I IR £ L IR LR #h L R A 2 IR 1 L R T
FREh ORI IR Eh VIR R VIR £ LT IR ER (RN ER Eh AR IR IR £ AT AR IR Eh L BRI bE TR R
h E AR ST e R IR £ SRR L L IR EL A PERE IR £h L H VIR £ L A A MR IR
hVCEIRER £ IR L O £ E LR £ 2R - LR £ L FLE IR £ FLER £ L HEERR £
T R AR IR R £ TN IR R L 2-FRTHER Eh MR £h VR Eh VAR IR £ A FR R R IR
Eh I BRI EL 3R BN R £h VIR £h LR IR £R VR IR £R TR £ VB R TR £ VIR R Eh VR
FREh IR R £h O R ORRE IR £ L e Eh IR Eh .

[0039] L& BRES 4 1 3h R P DL 5 A 38 1 B s B2 1 1] & o X 853 1 £ 3 ik £
FETHUIRE A AU h o TTHLIEI 19 IKOH  NaOH. Ca (OH) 2. A1 (OH) 3. HLBHEE 42 191 101 2. i «
= B G INER 2R B i (B AR E  F42 2 R IE B 74 2 FEIRIE M bk IR Wk
N—FF BRI 55 ) B0 B 2 B PR (9] A A 1 K 2 PR B R 2 PR (0 PR S5 1) 2B B 1 7
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e FEANAR) o3& R, FoE 2y A bl B S R R R 2R L DA AT O (T
K HERE RS RS IR A R B KT A R AR 1
A5 B IR RS ) 5 H S e i #

[0040]  RiE“VAITH A E” RN RN R B B A B ek R A B 3R I 7R 27
R ENMIEN 5 A B 2 RN A A B ) &, Hod O S BLHE IEAE AR TR YT
(1) 993 B A VIR KT G i o D B S A ) 2 BRI 2 S ) 37 PR A B D B4 TR ) R 5 1 0%
BT — SRR, AREA R T IEE G T B 5RBUR B A 2 TE T S I E A ) 45 24
515 A IR ES

[0041]  ARSCH 1 AR TE “Ya97” &4 AT M1/ BUG 7 8 B B4 T 24 A -6 MEd &
Mo ARVE TR VR TT” A2 FR A B IR A B G B 52 3 0 G, AHZ S AN B 5 T4 B Y Bl Ik
L RUSE  RIE “VRIT TEIRIT” AR 1 — N O QI 2 N R 45 259697 o IR T, AEARIE ) 52
it 77 T, b FE 2 ) 52 AN R4 245 BT PREETRDT M B D IT A R E A (D B S
WE K255 BRI B2 8 RS 2 BT AR A

[0042] A i AR TE “SZ2 300 R 2 48 B HEsh B I F HES Y, BFE A3« RiE
SRR ARG N Y 2R A SREPI BN o 2R B R SR K SR R 4 EL
NS B CHRZE R S NE R AN BT

[0043]  ASCAT o I AR TS “Tl A 4™ B A7 B FE 40 R LR R L TR B A
M.

[0044] A AT R AT B3 ARG AR 52 50 RN BUR AR A, i R A K2 3|
F D) 2 50 B2 AR GO SR A AL o PR, AR IR B T IR AIUEM AR RSN TR A A
(R IR B o AT IO G A TR 5 R TR B B B B2 TR L.

(00451 Jg& G iy i 0ty = B of] 2 491 40, 65 < 91 01 5 PR i 8 BE 3R TR (Streptococcus
pneumoniae) i Mg M AT B (Haemophilus influenzae). Fth % H7 F (Moraxella
catarrhalis). & 8 % & 3K (Staphylococcus aureus) . .ERHLEEBRE B
(Peptostreptococcus spp.) T SR GAH G Il 48  p B8 B SR SORE K L mbkig
RS 5HERMEEERE (Streptococcus pyogenes ) CZH MG 55 BK E (Groups C
and G streptococci) -AMEIE (Clostridium diptheriae) &I M H
(Actinobacillus haemolyticum)/BHe T 51 AL B SL AH IS HIMH 28 L R FAGFIE ZNBRYE 28 5 55 H
fifi ¢ 32 J5i4k (Mycoplasma pneumoniae) W& HfiZ 4] (Legionel la pneumophila) . Jifi 4 FEEK
T (Streptococcus pneumoniae) ¥t /& W AT (Haemophilus influenzae) B9 4K J&
fk(Chlamydia pneumoniae) Jir 5|2 /& 4L AH G I WP IR B SR 4% s 5 B & | (03 &) 3K A
(Staphylococcus aureus) . el B FH % & BR1H (coagulase—positive staphylococci)
(ot , 3R 57 7 & 3K (S.epidermidis) ¥4 ML & 3K (S.hemoly ticus) %) JARAK BEEK &
(Streptococcus pyogenes) . LA BEBKE (Streptococcus agalactiae) .C-FZEEERE
(Streptococcal groups C-F)(5/NETEHEBRE (minute—colony streptococci) ) BL4R{h
BEBRTA (viridans streptococci) JH/INMEIRFF I (Corynebacterium minutissimum) 8 B
J&(Clostridium spp) W FE /RIAKAE (Bartonella henselae) BT 51 & & GL A= ) o I &
1 [ B2 IR AR ZH R I e | Tk I R g 6 L R AR A 5 HH R AR i %) BRI (Staphy lococcus
saprophyticus)BUERE J& (Enterococcus spp. ) it 5 G AH IR 0 I AORE S JR it Je
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Yo PRIE 28 FIE 398 s FHYPHRE A JE 4K (Chlamydia trachomatis) At e I 1# (Haemophilus
ducreyi) i EFMRHEAL (Treponema pallidum) PR JEAA (Ureaplasma urealyticum)ig
W 2% B3R (Neisseria gonorrhoeae) BT GHERIEGAH R AL IR : B @ O &
BRI (S.aureus) (Y B A EEER 4R G0E ) VB A BRICAL BEBR T I 51 A2 Sk e AH O 1)
FRIIR S 2T (Helicobacter pylori) et =0 IR0 : 5 B B G2 g4
(Borrelia recurrentis)Jf 5l G AH I I 4 B Ve VE K SR G AE 5 HH AP IR 00 058 e 14
(Borrelia burgdorferi) iy R GLAH IS I SR 5 VW IR K SR 4K (Chlamydia
trachomatis) - WHZ BBKE (Neisseria gonorrhoeae) .4t 05 % BRI (S.aureus) - fiifi
KEEPRTE (S.pneumoniae) ERAEEEERTE (S. pyogenes) Vi J& I MLAT & (H. influenzae) B ZS
Wi JE (Listeria spp. ) BT ERIEGAH RIS AR R FHER  5H S FEITE
(Mycobacterium avium)B PN 7 F7AFE (Mycobacterium intracellulare) o2 >R B YL AH
RITREUE 2 9 BT 2 A (MAC) 9 + 5 HH 3 W% i # 5 (Campy lobacter je juni) fir 5l
AIE G AR B W28 s S HFE A & (Cryptosporidium spp. ) B 5 G AR B g Ji
o s SRS EESREE (Viridans Streptococei) BT SIS AR F IR PG 5 HE
H %M 1# (Bordetella pertussis) T 5142 4L AHIC I £F L2 W ; 55 H 7 AU RAR T
(Clostridium perfringens)E T J& (Bacteroides spp. )T 5l RS AH I SRR
JH s 5 E )84T (Helicobacter pylori)Bkffi#¢ 42 )5 4& (Chlamydia pneumoniae) fiT 5|
FES G AH IR B B K R A B AL

[0046]  EZh4yrh i mI 4 v 7 BT FC X Al 4% AH 5 PR 4 T S 4 AR i e g AR o 0. 4
5l E (P.haem. ) 2 XA MEEKRMHE (P.multocida) 4 % 54K (Mycoplasma
bovis) BUEAFICE J&E (Bordetella spp. ) Hr 512 GLAH G Y A= RN AE P57 5 5 BHOR T
(E.coli)BUE R (HImEk i (coccidia) K+ B (Cryptosporidia) &) B 51 G AH I
- J9 + 55 EH < B (5 3 & BR1E (Staph . aureus) HL P BEBRTE (Strep.uberis)  E AL BEBRTE
(Strep.agalactiae) fEFLBEERE (Strep.dysgalactiae) . L 510 J& (Klebsiella
spp. ) FEIRFT I (Corynebacterium) Bl 3K J& (Enterococcus spp. ) JT 51 BB G AHIR
Wy FLIR 5 5 5 HH 0 IR i 28 TR B AT B (A pleuro. ) 2 R MR IRFF I (P.mul tocida) (B SZ
J5 44 )& (Mycoplasma spp. ) IIr B SR EGLAH IS (1) 48 W IR GE 0 < 5 B ORI (B coli) VB
H A HE (Lawsonia intracellularis) ¥ ]HE (Salmonella) B H G /Ny B
(SerpulinaHyodyisinteriae) it 5| 48 B 4L AH = K 38 W9 ; 5 AR AT 1 )& (Fusobacterium
spp. ) FT 5B AH G A 899 s 5 HE R IAT T (B col i) B GRAHR I A4+ 5 48 s 5 IR AT
AT B (Fusobacterium necrophorum)Bi/Ng M [ (Bacteroides nodosus) ol 25K g G
MR A FHE ; S H AT E R (Moraxella bovis) B RIBEYL AR A4 MR s S R 3
(ffl tineosporium) BT/ B AHIC B 4= i 5 s 5 H ORI AT I (E. coli) By 51 A IEGL AH IS I A Fl
W MR E KR s EH R M 23K E (Staph.epidermidis) A & 3K E
(Staph.intermedius) .l B FH 14 % & Bk (coagulase neg.Staph.)BEZ XM E KA EH
(P.multocida)Jr 5| ARIE G HH I A R0 B ok AR 20 G, s 5 BT A (Alcaligenes
spp. )M E JE(Bacteroides spp.) R E B (Clostridium spp.) W HJE
(Enterobacter spp.) E AT (Eubacterium) . VL BEBRE (Peptostreptococcus) AN L
M T& (Porphyromonas ) B F5 K [ & (Prevotel la) Bt 52 B AL AH I 1) A s vh 2 14 B0 IR
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(00471 fE—A> A& T , AR SR AL (D A S B H 2 25 a2 (1 £ T i
B KGN 2 U E AR SR AR

[0048] {}w{ "

[0049] M.

[0050]  T/Z&-C*H(Ri)-P-Q;

[0051]  RizgH; REUEHUARHIRGL ekt S FRbe A B T 2
[0052] PZR053F;

[0053] Q& AR HUACECHUARH) 5 FE B 2R 5 30 9 H.

[0054]  PZ2HH ik—h Bk 42 2Q 7 H.

[0055]  Rsf& S B

[0056] B2 4R A MR E Flo

[0057]  7E—sesiii )y Arh et X (D IR &4, Hor .
[0058]  T/&-C*H(Ri)-P-Q;

[0059] Rif&&;

[0060]  Rsj& 4 ;

[0061] P& A2 3N RIEFII5E6 T4 5 35 ;

[0062] Qi AREUAECHA 75 FL B bE6 T 2 5 38 s I H.
[0063]  PZ5HH ik—fi B 422 311Q

[0064]  7E—2esiif )y b, fe it (D &4, Hdr
[0065]  T/&-C#H(Ri)-P-Q;

[0066] RiJES;

[0067]  RsJ&%;

[0068] P& & i 2 3 A S5 T HI5EL6 TR 5 FF 5

[0069] Qi AREAECHUARHY 75 2 BB & A i 2 2 AR F IR 56 T 2R 5 26 s I HL
[0070] P& BT B 4L 2Q,

[0071]  FE—2estif )y s rp , et X (D IR &4, Hor .
[0072]  T/Z&-C*H(Ri)-P-Q;

[0073] RiES;

[0074]  RsJ&%;

[0075]  PR&5JT7& 75 30, 19 0 S s e mig 1 — e

[0076] Qe R EUARECEUARH) 5 25 B B A 2 2 BRI e R 5 ¥ 9 A
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[0077]
[0078]
[0079]
[0080]
[0081]
[0082]
[0083]
[0084]
[0085]
[0086]
[0087]
[0088]
[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]
[0096]
[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]
[0112]
[0113]
[0114]
[0115]

P2 FH BTk B 42 21 Q.

FE— e sz rp i e (D &4, Hor
Tr&—CkH(R1)-P-Q;

RS

Ra 2 L ;

PFE6TC AR T I, 5] Qrnt g B s g

Qe AR BB 55 22 B & i 2 2 R R 1 5ER6 7T % 55 B4 5 I
P2 FH BTk BEIE B2 21Q,

FE— e sz gy o St (D &4, Hodr
T/&—CkH(R1)-P-Q;

RiZA

Rs &9 5

Pr&bTT AR I IR, M5 40 e e i — e

Qe A HUARECHUAR I REL g B B 5 I HL

P2 FH BTk SEIE 2 2 Q.

FE— e sz orp it (D &4, Hodr
T&—CkH(R1)-P-Q;

RiZA

Rs /&9 5

Pz e

Qe A HUARECUA R AL g Bl ng 5 I HL

P22 HH i —Tie S E H2 21)Q.

FE— 2ty o, SR (D &), Hdr
TH&-CxH(R1)-P-Q;

RIS

Rs &9 5

PAE: SRR

Qe A HUARECHUAR I REL g B g 5 I HL

P2 FH TR BEIE B2 21 Q,

FE— s gy Ao St (D Ik &4, Hodr
Ts&—CkH(R1)-P—Q;

RiZA

Rs 29 5

P gE ik,

Qi Mk e Bms g 5 I B

P22 FH BTk BEIE 2 21 Q.

FE— e sz rp it (D I &4, Hodr
Tr&—CkH(R1)-P—Q;

RiAZE;
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[0116]
[0117]
[0118]
[0119]
[0120]
[0121]
[0122]
[0123]
[0124]
[0125]
[0126]
[0127]
[0128]
[0129]
[0130]
[0131]
[0132]
[0133]
[0134]
[0135]
[0136]
[0137]
[0138]
[0139]
[0140]
[0141]
[0142]
[0143]
[0144]
[0145]
[0146]
[0147]
[0148]
[0149]
[0150]
[0151]
[0152]
[0153]
[0154]

RsA& 9 5

P Sl

QZ L IE B Mg 5 3 H.
P22 HH i T SETE H2 21)Q.

FE— 2S5 U R B (D AL &4, Mo

Ts&—CxH(R1)-P-Q;

RiZA

Rs & 5

PJE I ;

Qe AR BB 5T 2% 55 #1 5 IF H.
P2 FH TR SEIE B2 21 Q,

FE— sy AU Rt s (D AL &4, Herr

T&—CkH(R1)-P-Q;
RiZA

Raie # »

PAEWENE 5

Qe g JF H.

P2 FH TR -k BT B2 31)Q.

FE— sy s Rtk s U (D AL &4, Herr

T&—CkH(R1)-P-Q;

Ruje AR BB AR S e PR ek Bl o7 %
PR IR 5 s

Qe AR BB 55 FE B % 55 7F

P22 HH B -t SEIE H 21Q; IF HL

R &S B

FE— sy AU R it 22 U (D AL &4, Horr

T/&~CkH(R1)-P-Q;

Rue A B R ARG be 5
PR T 5

Qe A HUARECHU A 75 LB A 55 31 5
P2 H ik S IEH 21Q; 7 H.

Rs &S B

FE— sy A Rt s U (D AL &4, Herr

Tx&—C+H(R1)-P-Q;

Rurg AR BB R be i

PR B A i % 3 IR T HIBTT 2 97 3 5
Q2 AR BUACECEARH 77 FE B 5 3
P2 BRIk B2 2Q; I H.

Rs A& A B
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[0155]
[0156]
[0157]
[0158]
[0159]
[0160]
[0161]
[0162]
[0163]
[0164]
[0165]
[0166]
[0167]
[0168]
[0169]
[0170]
[0171]
[0172]
[0173]
[0174]
[0175]
[0176]
[0177]
[0178]
[0179]
[0180]
[0181]
[0182]
[0183]
[0184]
[0185]
[0186]
[0187]
[0188]
[0189]
[0190]
[0191]
[0192]
[0193]

FE— st )y b, SR (D &9, Hodr
T4&—CkH(R1)-P—Q;

Rusee AR BB A (R e 2

Pr A % 3N R IR FHIBTC R 5 1

Qe AR B EEUARH) 75 FE B0 & A B 2 2 BUR T B0 28 95 3 5
P22 HH BT SEIE H 21Q; IF H.

R &S B

FE— 2ty o, SR (D &4, Hodr
T/&—CkH(R1)-P-Q;

RuA2 FF 2

Prt A R E 3N R IR T HIB TR 7T I

Qe AR BRI 55 BB & e 2 2 BRI R 55 FF
P2 HH k- SEIEH QI H.

Rs &S B

FE— sty A, SR X (D &9, B
T&—CkH(R1)-P—Q;

Rufg R 2

Pr&BTT AR I FR , M5 4 S e i — e

Qe AR BB 55 B0 5 A B 22 2 BB I 55 FF
P2 FH IR S IE 2 2Q; JF H.

R S B

FE— e szji 7 Ao, SR 2 (D R &4, Hor
TH&-CxH(R1)-P-Q;

Ruxe R 2 5

PAEBTT AR 75 H , ] B e e I P
Qs ML I BB

P2 BRIk BEE R 2IQ: I H.

Rs &S B

FE— sty o, SR (D &9, B
T&—CkH(R1)-P-Q;

Ruf2 FF 2

P IgE ik,

QT ML I BOREE 5

P2 FH IR SEIEH 3Q; I H.

Rs 2 B

FE— sty o, SR (D &9, Hodr
T&—CkH(R1)-P-Q;

RuAg FF 2 5

P SRl ;
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[0194] Q&ML IE B IE 5

[0195] P&t -k B2 21Q; I H.

[0196]  Rsf& &S BAR .

[0197]  #E— 6 H e sty akep , SR A0 A 0 3 U252 1 m] B2 (0 4k VAR A K A
Wi 2 S AT AR A %A B

[0198]  Ak2zaR( DAL AW, Horp T8 [ 3- (g 23 ) e —5-J |-CHo— 3 HRsA2F
[0199] b0 (DAL A, Hod T4 [ 5 ( SRnsime—3 - YW IE —2 3L 1-CHo— 9 HLR3 & F ;
[0200] k=R (DHALEY), Fop TR [ 5-(mEng —2-J& ) st —3— 5L 1-CHo—3F H.R3 ZF s
[0201] 2 (1) A0, 3 T T [ 5 (2R BRI e —6— 5 ) S8 — 3355 ] —CHa 9 FLRa 2
Fs

[0202] k22D R A1, HoA TR [5-(MEnE -2- 3 ) FUEME -3 -3 ]-CHo— I HRaA2F s
[0203]  fk22a (1) RIAL A, o T [2- (2- R e -6-35) 1,3, 41 —I—5-FL ]-CHo-
H HR3A&EF;

[0204]  fl2pal (D) AL A4, b T [ 2- (Wi -2- 35 ) -1, 3, 4- 188 — I —5-JE 1-CHo- 9 HLRs
72l

[0205]  fb2EsR (D)W EY, R TR [2-(2-F e -5 ) 1,3, 48 ik—5-JL ]-CHo-
H HR3A&F ;

[0206] k2 (T) AL &1, Horp T [2- (ke -2 ) 1,3, 4T M -5-3E ]-CHo—3F HRs
el

[0207]  fkZER (DA, Hh TR [5-(EEE 23 ) FIEk—3-JL ]-Cle—3F HRsJ&F;
[0208]  fh2pa (1) Mtk A4, Jerp T2 [2- (6 Jkmsng 238 ) 1,3, 41 I —5-JE ]—CHlo-
Ff HRsA&F ;

[0209]  fb2Ea0 (D) FILAEY, i T2 [2-(3-F Aokt ) -1, 3,41 ik —5-JL ]-CHo—Jf HRs
A&F;

[0210] k&R (D IALE Y, Hrb T2 [ 2-(2-F JEnE g -6—38 ) kg -6 -3 1-CHo— 3 HR3J&F ;
(02111 fL2zaC (DL & 4, Hrp T/ [5-(6—Z S Mg —2—JL ) gk -3 J ]-CHo- 9 HRs A2
Fs

[0212] A2 R(D) L&Y, T2 (RS)-[2- (b e -2-4E)-1,3,4-WE I —5-JL 1-CH
(CH3)—-3F HRsA&H;

[0213] A2 s0 (D) Bt &9, T2 (R)-[2-(ikmg-2-J£)-1,3,4-ME I -5-F ]-CH
(CH3)-3F HRs#&H;

[0214] A2 s0 (D) Bt A8, A T2 (S)-[2-(itmg-2-J£)-1,3,4-ME I -5-F ]-CH
(CH3)-3F HRsA&H;

[0215]  fh2pal (D) AL A ), Hod T4 (RS) [ 3- (it iE —2- 3 ) S -5-J& 1-CH(CHs ) - Jf H.
Rase:H;

[0216]  fk2EA (Db A4, Ho P TR (R)-[3- (g -2-5E ) SIEmk-5-3 ]-CH(CHa )~ Jf HL.Rs
seH;

(02171 fk2ER (D A1, F P TR () -[3- (g -2-5E ) gk -5-3% -CH(CHs )~ Jf H.Rs

seH;
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[0218] {2 (DAY, Hd T (RS)-[5-(Wsng —2—J8 ) Sk —3—JE 1-CH(CHs ) —Jf H.
Rax&H;

[0219] 220D RILEW, Hi T2 (R)—[ 5 (Mg —2-3& ) Sl —3 2L 1-CH(CHs ) 3 HRs
FEH;

[0220] A0 (DML G, Hd T2 (S)-[5- (Mg —2—48 ) el —3—- 3 J-CH(CHs ) — 9 HRs
FEH;

[0221]  fb2Ea0 (D) B A, Hodp T2 (R)-[5- (Mg -2 2 ) gk —3—J& 1-CH(CHs ) —JF HRs
FeH;

[0222]  fk 220 (D) FIMLA Y, Hodp T2 (S)-[5-(Mk g -2 2 ) Sk —3—J& ]-CH(CHs ) —Jf HRs
FeH;

[0223] {2 (D)WL &Y, Hrp T2 (R)-[5-(MEng -2 Figmk—3-J ]-CH(CoHs ) - H.
Raf&H;

[0224] {2 (D)WL &Y, Hrp T2 (S)-[5-(Mtng—2-J) Figm—3-JL ]-CH(CoHs ) - H.
Raf&H;

[0225] {2 (DRI G, K T2 (RS)-[2-(MEng-2-F5)-1,3,4-1E M -5-F ]-CH
(CH3)-Jf HRs&H;

[0226] A2 s0 (1) BIALAY, HAp T2 (R)-[2- (Mg -2-J5)-1,3,4-ME I -5-J ]-CH
(CH3)-Jf HRs&H;

[0227]  AZ:R (1) It &9, o TA& (S)-[2-(mEng-2-5L)~1,3,4-E I -5-FL ]-CH
(CH3)-Jf HRsx&H;

[0228]  fLZzaU(DBIA), Horp T/ (S)-[2-(2-Z Akt g -6 -3 ) -1, 3, 48 —Me-5-J |-
CH(CHs)—Jf HRsx&H;

[0229] Ak (DAL G, Forp Th2 (R)-[2-(2-Z SRk g -6 —J%) -1, 3, 4-ME —Wk—5-Jk |-
CH(CHs)—Jf HRsx&H;

[0230] fbZs (DB EY, Ho T2 (RS)-[2-(2-Z Ak ng-5-3L) -1, 3,41 -5
F ]-CH(CH3)—3f HR3&H;

[0231] A2z (DL A 4, A& (S)-[2-(2-Z FEML e -5-2 ) -1,3, 4 I -5-JL |-
CH(CHs)—Jf HRs#&H;

[0232] {2 (D RIAED), P T2 (R)-[2-(2-Z At e —5-3%) 1,3, 4 —Me—5-JL ]
CH(CHs)—Jf HRs#2H;

[0233] fbZs (DRI EY, T2 (RS)-[2-(MtMe-2-45)-1,3,4-1E —M-5-FL ]-CH
(CH3)-Jf HRs&H;

[0234] {20 (DH MG, T (R)-[2- (Mt e -2-J%)-1,3,4-1 M —5-J& ]-CH
(CH3)-Jf HRs&H;

[0235] {20 (MG, Hp T (S)-[2-(mte-2-05)-1,3,4-1 M —5-J& ]-CH
(CH3)—Jf HRs&H;

[0236] AL2s (D) MALEY, T2 (RS)-[2-(MEhE-2-%)-1,3,4-Fg M —5-JL 1-CH
(CH3)-Jf HRs&H;

[0237] bR &Y, Hp T (S)-[2-(3-2 ARk )-1,3, 41 —mk-5-5 ]-CH
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(CH3)-JF HRs&H;

[0238]  fLZza (D RIAED), Horp T2 (S)-[2-(2- At g -6 -3 ) -1, 3, 48 —ME-5-J |-
CH(CHs)—Jf HRsA&H;

[0239]  AbZa0 (DR EH, o T2 (S)-[5- (el -3 3k ) g —2— & ]-CH(CHs ) — 3 HRs
#EH;

[0240] Ak 220 (D) M EW, T2 (S)-[5-(2-Z H Mt me -6 -4 ) g -3 ]-CH
(CH3)-J HRsx&H;

[0241] 2D EY, Ho T2 (S)-[2-(4-F kg -6-3L)-1,3,4- 1 M -5-
F ]-CH(CH3)—3f HR3&H;

[0242] AL 22s0 (D) Bt A9, Hp T2 (R)-[2- (kg -2-J&)-1,3,4-ME I -5-FL ]-CH
(CH20H)—3F HRsA2H;

[0243] A2 0 (D) Bt A9, T2 (S)-[2-(itmg-2-45)-1,3,4-ME I -5-F ]-CH
(CH20H)—3F HRsA&H;

[0244]  Ak=zs (D ALEY, T2 (RS)-[2-(ikng-2-F£)-1,3,4-ME M-5-FL ]-CH
(CoHs ) -1 HRsAEH;

[0245] A2 s0 (D) BItLAY, Hp T2 (S)-[2-(tmg-2-2E)-1,3,4-ME I -5-F ]-CH
(CoHs ) -1 HRsA&H;

[0246]  AL22s0 (1) BIALAY, Hp T2 (R)-[2-(itmg-2-J&)-1,3,4-ME I -5-J ]-CH
(CoHs ) -1 HRsA&H;

[0247] {20 (D MG, Hp T2 (S)-[2-(Mthg-2-45)-1,3,4 -1 M -5-J& ]-CH
(CH3)-Jf HRsA&F;

[0248]  fbZzsU(DEIHAED), Horp T2 (R)-[2-(2-Z Akt g -6 -3 ) -1, 3, 418 —ME-5-J |-
CH(CHs)—Jf HRs#&F;

[0249] A2 (DAL G, Horp T2 (S)-[2-(2-Z Rk e -6 —J%) -1, 3, 41 —Wk—5-Jk |-
CH(CHs)-Ff HRs7&F;

[0250]  fh2zsQ (MG, Hp T (S)-[2- (Mg -2-J5)-1,3, 41 M -5-JL ]-CH
(CH3)-Jf HRs&F

[0251] A2 sR (D) Itk &9, Hrp T (S)-[2- (ke -2-E ) ~1,3,4 -1 I -5-F ]-CH
(CH3)-Jf HRsA&F

[0252]  fb 220 () FIMLAH, Hodp T2 (S)-[5- (Mg g —2— 2 ) Sk —3—J& ]-CH(CHs ) —JF HRs
A=F;

[0253] fbZs (DRI EY, K T2 (S)-[2-(3-& AR )-1,3, 41 —Me—5-FL ]-CH
(CH3)-Jf HRsA&F;

[0254] Ak 220 FIMLA Y, i T2 (S)-[5- (Mg —2— 2 ) Sk —3—J& ]-CH(CHs ) —Jf HRs
A=F;

[0255]  fb 220 () HIMLAY, Hodh T2 (S)-[5- (el —3—J ) g —2— & ]-CH(CHs ) —Jf HRs
#=F;

[0256]  fb 220 ()G, Hodp T (R)-[5- (g —3—Jk ) g —2—J& ]-CH(CHs ) —Jf HRs
seF s
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[0257] {2 (DAY, Hd T2 (S)-[5-(2-Z et g -5 ) FlEme-3-J% ]-CH(CHs) -
F HRsAZF

[0258] ¢ — 2L & sej Jy sUrh , e AL G M EcE H2h e Bl a2 i BRI AW K E
W 2 G BT AR A iz B ik

[0259]  fb2EaQ( DAL E 4, oA T2 [5- (@32 ) g — 2 1-CHo— I HLRs #2F
[0260] {2z 0(D) Mt &4, Hp TR [2- (Mg -2-28) -1,3,4-ME M -5-JL ]-CHa— 3 HRs
&F;

[0261] A2 sQ(D MG, Hp TR (S)-[2- (ke -2-J5)-1,3,4-1E M -5-JL ]-CH
(CH3)-Jf HRs&H;

[0262] {2 s0( MG, Hp T (S)-[2- (Mg -2-J5)-1,3, 41 M —5-JL ]-CH
(CH3)-Jf HRs&H;

[0263] {2 (DRI AEY), P TR (S)-[2-(2-Z At g -6 )-1,3, 48 —Me—5-JL ]-
CH(CHs)—Jf HRs#&H;

[0264] A2 (D RIAE), P TR (S)-[2-(2-Z At g -5 ) 1,3, 48 —Me—5-J& |-
CH(CHz)-Jf HRs#&H;

[0265]  fbZza0(T) LAY, i T2 (S)-[5- (ol —3—J ) g —2—J& ]-CH(CHs ) —Jf HRs
FeH;

[0266] AL 20 (MG, Hp T2 (S)-[2-(Mthg-2-45)-1,3, 41 M -5-J& ]-CH
(CH20H)-Jf HRs7&H;

[0267] A0 (D MG, Hh T2 (S)-[2-(Mthg-2-45)-1,3,4 -1 M -5-J& ]-CH
(CoHs )9 HR3x2H;

[0268] k20 (1) KA &, Hodp T2 (S)-[2-(nkmg-2-J%)-1,3,4-1 M -5-JL ]-CH
(CHs)—Jf HRs#&F

[0269] ALz (DAL AW, Hh T2 (S)-[2-(2- & JEME e -6 -3 ) -1,3, 4-E I —5-JL ]-
CH(CHz)~3f HRs/&F ;

[0270] {2 sQ(D MG, Hp T (S)-[2- (Mg -2-J5)-1,3, 41 M -5-JL ]-CH
(CH3)-Jf HRs&F

[0271] {2 EY, K T2 (S)-[2-(3-Z AR L) 1,3, 41 —Mk—5-F ]-CH
(CH3)-Jf HRsA&F

[0272] {220 LAY, i T2 (S)-[5- (el -3 ) g —2—J& ]-CH(CHs ) —Jf HRs
AP Al

[0273] k2K (DAY, HA TR (S)-[5-(2-Z Mt ng -5 ) FlEme—3-J% ]-CH(CHs) -
H HR3AEF ;

[0274]  FE—2esiif )y rp et X (D IR &4, Hodr .
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[0275]  o=( Q« \3~<’;

[0276]  T4&-CxH(R1)-P—Q;

[0277]  RUZEE;

[0278]  R3/&%is

[0279]  PJE1,3,4-18E LB EnE ,

[0280]  QfEmgNE—2—JLEy S me—3—3& . 3F H.

[0281]  PZ k- g 31Q.

[0282]  fF-— s sLj 7 U, fe i G e Ho2h 2 Bl i B RE W K E
Y. 2 s ST AR A iz B 2k A

[0283]  (11S,21R)-3-fBi sudi EMiIE (decladinosyl )11, 12-XU i & —2——6-0—H L3
FR-12, L1-{ BRI - [E-N-[ (5-M¥ng—2-5E—1,3, 4T -2 ) B4 L T AR ok 2 1V AR i}
AFERA;

[0285]  (11S,21R)-3-MivafrsEBlidt—11, 12— R B4 —2-9m—6-0-FF S —3-4f8-12, 11- {4
B[ E-N—[ ( 5— e —3— s —9— L ) FE A0 ik 1R kL 1V PR L 4r B 35A

o TS : 5
[0286]  Fo{™ 4™
e X

X\ e
il Ry
3 [
SN et
e
&
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[0289]  T4&-C*kH(R1)-P—Q;

[0290] Ry H 3,

[0291]  Ps21,3,4-0gE i,

[0292]  Qntk g —2— LB Mg —2— 3k
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TEF B AE B A ) P S BB 4 S (mono ethyl ester of oxalyl
chloride) JRL, SR FE AT et % # 221% 1 DY S RIE B L, 4- —RELERVE I, /£40°C 2= 70°CHY
M FEEE A %7 #R 57 (Lawesson” s reagent) ZbIEZ R MRG0, 43 2 Fr 5 (94627 20 (3-
C) e IR GTAEY)

[0394]  7E-5°C %235°C iR & e Rl P9 70438 B 57 (9 0 2, B BR 2 B /K V) R AF S (3—¢)
5534 JE ) (B an Bl S A OB, 753 BIAE B4 220 (3-d) B R BEAT AR

[0395]  7E-5°C %2 35°C [ il & i il P A5 HLBR, (9 4 = 20 & ) A7 AE T 8B 38 1A 771 (A —
SR BBy ) H B (3-d) 5 R IE S 8L, 45 B AH R R BR BR AT A2, 1 7E 35 'C 4255
"C [ L2 R A A& A 70 (TR ) v 55 R A A N, 15 21 AH B2 A2 5K (3-e ) IR AL

36



CN 105669803 A w Bg B 26/63 T

Y.

[0396] R, H2r o (3-e) Y2 I k-1, 3, 4 -1 W -FISL AL I RT AE W & L AE0C &
35 CyE Fl I TEL B N £ A I X ¥ 771 (8 21— U e ) v fo P I e (DA (3-d) 5 DY IR AR A =K
R S L T 1) o

sxull S N \,w f}"‘;( ' SN
BRI "‘“{3{\- ;f}m{ By e \ Nj}“ % A WM
N %ifm N
X8 “&\ S
[0397] o5 vl
— O — O
S <-'
‘ o E\J 3
ER -4

[0398] & HEA s 264 , 7E0°C 2235 °C ¥R 5 Ve ) P 75Tk (4] it P8 M B3 ok I S8 M ok
B AFAE N AEA TG PE ) (a0 B B 2 BUK B HOR & 9) A 2- B S e g —5-F % (4-a)
55 R B PR i S BT, 49 B FH B ) 2 B Ems g —5-F EE 5 (4-b)

(03991 7E0°C %35 C i [H (1365 T 78 A& 1K 71) (] 2N, N— 2 FF 2 P B BN, N—- - F
CBRIE) L (B4 A (A-b) NG ARBR L 0 i Bk S B B S I8, 5 381 A 2 1Y) B i BRAR )
ez @ ARG HT (pyrimidinyl chloroamidoxime) A4, BEM7E-5°C 235 CIuH 1
TAEASE VA ) (B0 2 TR BN, N-— FF B B B e s VR A ) b 5 = R R R e A 2L e
N, 45 BIAH R A A (4-c)

[0400]  7E0°C %50 °C It [l (L B T A3 1 v 77 (4 a0 FR B Bl 20 B ) RS L ) (4-¢) 5
T, (191 G e PR M BB itk 2 P B0l PR L6 ) ML 5 FH MK A A (A=) B A Ak & (4-d) o

[0401]  £E65°C £80 °C ¥t [H i Ik T 7£ B | B 51 R 55 () i Ak 25 e R 2 5 T I
(AIBN) ) FEAE FAEDU &AL B , Hi4k B4 (4—d ) SN-IRACHE H1BE Y i 2 N7, 45 B FH B2 (1) S
e et g PR L VRAL S50 (4-e) o

w\"N'\\\ w J"“\\\i
§ RS v - ne R J— -
ol S §
L in o BB st»ss"‘” M NoNG
SN i~§§;}<3
xi‘i‘i §'*b

BB -5
[0403]  #HE A AR 25, 7E80 °C #4290 °C i [ 1 ¥ & R AR AR Ak 77 (51 an DY ( =% fite ) 4T B
TEIREEE) AR (1)) A AE S AE A I 7 (4 — R A8 3 2 e BRDMPEY R %) b, 4

37



CN 105669803 A w Bg B 27/63 T

2-YR—6-N,N- U T AR AL S S e (5-a) 57N IE T 2 8 I B, 43 B AH R L IE (5-b)
=T BT EM .

[0404]  #£100°C 2 110 °C i [l 15 B 4 FH B A 751 (4 n DY (= 2R 8 g ) 4 ) 72 UL B A
(BN = 2 ) 4746 R AE B 28 ffi4b &9 (5-b) 5 215tk e —6 - B8 R A= A8 & IO, 759 31 A
B ST (5—c) .

[0405]  7£25°C %235 C Y H IR & T 75 A3 B A 771 () 0 VY S g 51 2, B Bk P B B 2 B K
TEIREE IR AW B AP (5-c) Hid Ji 71 (B ANl BN ) S5 B2, 45 20 FH R 1) BRI itk
g B FFEEAL A0 (5—d) .

[0406]  7E0°C %25 °CYu R HE & T 7 A HLIR (B0 = 2 %) /778 S A5 438 19 ¥ 77 (1 i —
SR BEECET ) AT A W (5-d) 5 R I SR N1 IR B2 PR B bt g s R e ) R ik
Bg , 30 7E35°C 2255 Cya R S R 785 18 B9 57 (I an T R ) o 5 iR AL BB 5 15 21 A B
1) EUAR I i e 52 F AL A0 (5—e) o

¥ Y
R k& ;
R R N % i s*“NM“’\{.-
gﬂ Q\‘Tym‘{)‘&f’ﬁ e E&wf\t{_\:}*\ph S §§ 1\
N . SRR ! 3 ! i
. S R e Mg S
!\:k.w"\fgs gu\:&“ - @N £§ §
v RS
PN AS Y =T
[0407] i ey O e
g :‘:}h S“i
W £

Nawy

——— %M;;\m&w Sy

N &

R -6
[0408]  f2 Bl A it 266 , 7E80 °C A2 1 10 °C i [ (¥ B 7EAR A AL 7] (3 Y ( =R g ) 4 B
T(EIOREEE) SRR (T AFAE R AR A& I v 1) (B R 2R R AR 2 BE B DMF ) v fif 5
TR 225 F I AR L PR I e (6-a) 575 1E T FE 85 N, 15 A N ) R e 6-b I =T FE 51T
EXY/R
[0409]  7E100°C % 110°C [ VG Bl Py AR Ao — (=R ) — & AR (TT) B DY (=K
T ) AR AE B I = 2 A7 AE S AEDME R AL A4 (6-b ) 5 2Rl R o A AR A S i, 45 21 A S
AT (6-¢) .
[0410]  JE ik 7E25°C 32 35°C Jis il (L & 1 A0 A3 I ¥ 770 (Ao 4 B s ) v 5k (A R )
PEFE AR AL A (6-c) Bk 15 B AH LI EUA R s e 2 FF B AL 540 (6-d) .
[0411]  YE0°C %25°C i F i B R 2B MU (B0 = 2 1%) 776 S AE A& i v 57 (il an —
AR GEEE ) A A (6-d) 5 RIS S0 S , 15 1A R %) B0 Pk i s RS2 ) PR T
B5 , 350 7E35°C 2255 C a9 S R 725 18 093 57 (B an T ) H 5 1R AL 8RR B 5 15 21 A B
[ ERAR Py g SR AL A4 (6-¢)

38



CN 105669803 A w Bg B 28/63 T

\‘\
FASYY b
Chon ~ s o
§ g0 e i\ z}....% P

o
AR ﬁ\\\f«‘“ O M‘“,p\\’\ .
~~~~~~~~~~~~ M }» { S——
L S
oM

_ 3‘5\% X=CH 8 N
& ReHEUBocNH-2 OBn

A g ER-7
[0413]  F B G R 267, 7£.25°C %235 C Y [H B B T 78 & 38 1 ¥ 77 (f1 N, N—- — L
P i BN, N—-— R e i B HOUR A ) A4k 2 3K (T—-a) (19 2 5 2 i s 5 N- SRR H Bk
M FZBIR SR AN N, 43 B AH R 28 05 FE AT A (T-b) SR JE ££.25°C %250 °C it [ 11
I8 JE T AEA NI 0 = & e — 7 TR ) A7 AE T A6 B (199 77 (91 fn R ol — R o) o
FHBRER 2, Ba Ab 28 , 753 BAH R )4 22 a0 (T-c ) L B
[0414]  £0°C %35 °C i [l (3L FE T 76 A & I 77 (1] 20 FR B B < e B DY Sk Mg B2 HL VR
) v SR ) AR5 5 SR ) (I an B AR B ) SR, 79 BIAH B2 Ak 2 20 (7—d) R B
[0415]  7£25°C %235 °C i (I 7L A1 KA 7 (i — U Fe sl — S 4 e s s B H
TREY)) FATEE (7-d) 5 %0050 (1 a3 80— T 2804 7R Bl SRS BT IE (PCC) B FRBS BRMLL e R
(PFC)) I B, 43 B AH BE A 22 320 (T—e ) I BE AT AE A « 7E0°C 2210 °C VG Rl A5 R T 78 6 18 1
7 (1 o = SRR BB — S 2 e B 0 B VY SRR (THE ) B HR 5 ) AT (7-e ) H R AL
PR S I, 19 B AH R B (71 ) ol b 5 7R (50 = 20 kg ) 43 5 (40 A I e ST iR 3k A7 A
55 R T P S S, A [l AL BT AE R P R A B A R B AT A 10°C 5235 °C i R Y
B AEAE R PE 7R () 40 VY S iRg (THE ) ) o 5 DY Y8R Ak e RN = 2R 2L e s 2, 1 26 4 s A
PR AT A (T-8) -

Q@
¢ P P “"ii""-"}{‘ 8]
X LR & & Y ;@‘ g{ R RN
£ o £ ‘}“‘“‘{ 3 SR
3\\ ,"}m S8 ,fk PR - \@‘? oD
R §§;:§§ : Y
My 0H, }i‘{{
w\\ )\ -
L0416 s‘*“‘\&ﬁ N % 4 gl {; ht {ﬁf B
& v
?}\"N {)» } 7 {\"\ { 8 \}
X=CH 5 N

R=H 5t BoeNH-8, OBn

£ R -8
[0417] i HE A a2 -8, 7E80°C 22 110 °C ¥ Bl s J&E 76 A LI (9 1 = 2 %) 474 T 72
A 38 19 70) (a0 B ) TR S Ak 23R (8—a) [ L A 2 75 AT AR ) 5 SR BB G 2 2. 1R 2. T
SN, P B HH R R (8—b) o SR 5 50 °C 22 10 °C i FRl Y IR T 78 A3 i vA 771 (9 Jun — &0 45
B AL BB AT B DY AU (THF ) B HIR A ) v 5 B AL B8 S N, 75 381 AH N2 1) R i

39



CN 105669803 A w Bg B 29/63 T

HW) (8=c) o ££0°C 2235 C i [H P AR 5T 78 A IE A ¥4 51 (491 G I8 i £ e s DY 50k P (THIF)
o HAR G T B B I R , A5 B R A AL 27 5K (8-d) I BEAT A4 o

[0418]  £E0°C 2 15 °CyEH IR B N A MU (B4 = 20 ) 47 4£ N AE A TE ¥ 77 (1 an —
SR BEE S L bE BT B S e (THE ) B3 R A4 ) v R D AR Tl e Sl R B e Ak
FRH S ) PR R AT A2 » SR i T 7245 °C 2255 C i [ AR iR B2 T A8 B3 i v 1) (81 7 )
o P I AR A TR 1% R Tt R I T A 0 T A A B IR ) A 22 3K (8- ) [0 2% 57 J — S W I i1

.
{;:ﬁ 53 {& m::::\}; Gw?f Q -
[0419]

FLEE -9

[0420]  $H&A A% £2—9 , 7£0°C 225 C i [l K B2~ A AL (B0 = 2 ) /746 M £
FA bz h i 2 g B B E (2-picolinic acid hydrazide) (9—a) 5TAEHRRELE (pyruvic
acid chloride) Nk fix 2 37N o T S B2 TR 470 FHOG AR 2R 5t S gE AT b B8, AR R 3R
FEF IS i 2 167N, 15 B g -1, 3, 4-T8 A4 (9-b) /E35°CHR A T 7E R BE B
B A A B AL S 0 (9-b) 5 JE 5 (B EACEN) SR, 13 BIRERE -1, 3, 4-TE — M 2
(9-¢) o fE0°C A 15°C Y il N il 2 T 78 &R S vp ik &4 (9-c ) 5 RS S 82, 15 21 A
IR IEE g JE -1, 3, 4T R R 2 T ) R R R S T8 A [ AT B T AE TR R R R AL B A P
2% FP T R 5 7 47 L A P A B (I g 1, 3, 4T e i 7, YR (9-d) o

LIRS i g%‘ TRGMRQ 6&&'::::\}\»}
Ay N SNy
‘v}‘\ 518 S N . & } b J\{}:: (S8 R & X AR
MO YT M ey AW
¥ ¥ by ek 3
N N
A
§ I
TEDHRAN &S
TR Fia o T R “§\ & ‘“‘\},
~ SR N & % > 5 S
" \ & & %‘{&rm i S
[0421] ¥ s
. nd
IRE .
‘(Ewt\} »\\r\\'
TR g i
SO {’\\\I/\}\M 4 S\K A }\.3
Hih‘ X \m\ " s ‘;}“““"{
e R g o 2 o R -*‘
- {;}\\\\\\&\ 3‘ f \\\\ix . V - .}}
M N i SRRy
RN
RAEN REESS i i
{%V"ﬁ
§
G R 210

[0422] iz B A5 Bl 2k — 105 BT PR AR 2 AT R iR (nosy late ) (10-1) o /£25°C 235 CHJ

40



CN 105669803 A w Bg B 30/63 7

BT LB E PR IR AL S W 10-al R R MK 5 R &R, 5- R sh
(vinamidium diperchlorate salt)FIE A BNKIE IR, 15 BIAH B e B AL 54
(10-b) AEIREZIR E N EBRER BT AL T 78 B KISV P AL 5 (10-b) 5 L BR F2 i S R
A3 B0 FH S H 5 Bl A6 AR 1R RE TR AEDME AR S5N-S0ARHR 30 0 i S 2, 15 21AH B2 Y St i
(chloroamidate) b &H(10-c) . fE-10°C £ 25°C 2 [A] {EDMF 5 Z Tk () 1R & W0 ok AL &4
(10-c) 5 =7, Je 0 = F FEREGE 5L 2 it bt , 43 2 AH LI 4 = FR e e S AR 4 ) S s e Sk s
WEAL A, 45 FLAE PR IR T AE P I b A R i A P, 75 1) e el e e B4k 540 (10-d) o
L AE25°C 235 °C HIIRE N 7E £ H 10—d 5 HPME e 377 e B2 i 5 25 TBDMS 3 , 15 31 L
H BRI E AN A (10-e) SR FEIE A0 CESCHIEE N E = LA 7 N & HF
BEH AL A1) (10—e ) 55 0 22 2R T 9 SO N T AR 4 2 A2 5 772 A R 2 P 56 i 22 it B T 1
EW(10-1),

\ }A‘ ’3{}{}‘\“:‘}*\ FRRTETT oo %\ g}“‘“{ e A g§a¢“‘&“\§€'t‘x"‘a§‘3$ P
P 1’ i s\‘?‘it\‘ﬁk. \f\
B 11 B b
o8 _ L ) . 3
w{tszﬁ; r::::"(} ‘,S‘“g &;\ SR bw\g{, oM
.‘.«.1,»-' {g“ P V N g '%' X SRR 3\{ 3 B \ X
ﬂ\'}...._.gi R’ O \ \\\f \“mw e (\\}\“\%3; \;“’N
[0423] 3 W d AL
2 Ig
W \:\_""“"\,
"r ’ \ & \Y\g‘ &“A
i 3\\}\ ?«1{ y “‘i\w\;\,;z
Poian Y
S
AN £ N
R=H 8 Boc:NH-8-0:Bx

B 2R

[0424] BB ARG 2611, 7E40°C B85 CYEH AR FAE L EE R4k 220 (11 -a) 24 55
SRR YT IR 5 KA W SORE , 15 B A RLR 2 4 L WE Ak (11-b) SR S5 725 'C 230 C a5 %
NE= CIAFAE T AE S be Y S R A B AT AR S SR LR RN, 2 JE AT
e 1A VA R AR YRR IR , 7E40°C 270 °C 6 Bl IR R 55 Al AL 38, 45 30 A1 B fY 24
F 1,3, 4-ME e -F R AT LTS (11-c) o SR S 75 Al i ¥ ) (o — S0P e B DY Sk g B 3
HIREY) HARIEAE0°C 2 10°C i B RS N E & F e 5 R S b B8 R, 75 21 AH B2 1Y
FeFHH-1,3,4-HE M Z S -2-FR (11-d) . £E0°C Z35°C 3 Bl N (916 )& T 78 2, B B 7 1 o )
PN A ENIE JF% R , 5 B AR FE (11-e) o /E-10°C 240 °C T H (L0 CHE 15 CHITE
) R JE N AE = S AFAE T AE S R e B (L 1-e ) 5 R IE U N, 15 BIAH B 1) 28 55
H-1,3, 41 R 2 T BT R S L 0 O A R R T R TR P VR A B Ak R L A AL
B R HR A (11-1) .

41



CN 105669803 A w Bg B 31/63 7

£

e . N
£ Q ]
] -

N SN

3 rx’*\\\\
Mx\gfy&\{}s‘ Ry SRR e"‘w\‘g“ ‘,ﬁ\ {\}\e"‘\\ FUTCTTCTCTOR NN &"g“» \N\\E\‘HS S

i 3
H B3
N o

3 ¥ M TR b R
o 2 ONR HOODT W
) LR ' B
> RN N
188 &k ¢ &
o Y
! % \} L8 Fo S-m\{&{}{gﬂ SSS ¥
(‘M\\\\v,‘: f}f w; Y SAAARRRANRRRRNN ‘i\‘ &‘-‘““,, \ iN T Sl
] & o & it N ay
[0425] % @MWW Ry N
’ H s
g )?‘(3 e LR
— -

§
N
NN
R
R
BRSNS

&R -12

[0426] BB A g 2612, F25°C 235 C I E N AEE A A7 /E T 7EDMP R i 27 T 1R
CEE(12-a) IR ) NIA B 2 3/, 15 52— T R B (12-b) JAEMNRILE FEZ
BE AL A (12-b) 5K A IR L, 45 B R B L A4 (12—¢) « 720 C &30 °C FAER K
FRIEDCLA A HOBt FHIN—FF BN 0k 47 7 T AEDME 1, 4L G4 (12—c ) 52—k e R R e B2 17N, 45
BRI AP (12-d) o 31 7 B T A2 P S A6 (12-d) B 55 fRal b
HRA/NES , 13 BIAH R IE -1, 3,48 AL A9 (12-e) R0 C RS CIER 1IEE T &
R Y (12-e) 5 =R IREFE LN 8255 T-35°C R it FE— 12, 15 2 AH L[ L e
He-1,3,4-18 TR EEAL S (12-F) AE0°C B 15 CEH MR E FE= LA /8 R A
PR A W (12— 1) BRI 2 2R STl Bt S 3 AT AL 2, 45 BIAH R I % i 2 2R 2 R A 5 40
(12-g) .

§ )
g N o ’ "
N ”dmw: <N \4~a N
e P § \ Sy B ;
o {3 RS 3 ” AR innannannn iy, 3 B i
W SONER e \,@’\'\(\3\‘ i 5;.\ % B "&Q:W \ : ‘%'\M“" g
3 X PARIRRS ¥ ¥e N
y ¥ ¥ o8 X
& G £ §w%$u
v ) L
3 3‘& AN ‘\\\ SR
E o~ N AN A t\ﬁ:‘:}
oy N ‘} VRN X &
-~ X- .-\"'k\'\ e -
\S\ 3 Ry R o \ OO TN N bostan e
AR TN Y o {

~ g R ) N & N M
& (\N 5‘}““\'3{’ =
_ “3 % & i
[0427] \\g_ -y VY
¢ Nl
ERSas

213

[0428] 55 it 213, £E50 C 55 CHYIR L N AR fE0- S WA F BE (13-a) 5
K G I L — 1, 45 B AH 2B A S 7 (13-b) o ££0°C 2 30 "C TR JE T 72 B K FIEDCEA K
HOB t FIN—FF B kA7 £ EDMEHHCREAL 54 (13-b) I 2- WL e % AL PR 16 /NS, 75 2140 2 A
WA (13-c) o BEMAESSC T Hl 57 AR AL EE , 13 BIAHRL AT HEE -1, 3, 4T b 54 (13-

42



CN 105669803 A w Bg B 32/63 7

d)o

[0429]  AHRIHLAEA0 CHLEE T 75 TR Bl A W 4 AR 37 10 i 5 Eh IR K VA MR B FE 6 /N, 15 21 4
7RI E 1,3, 4188 Ik 7, —EEAL S (13-e) ARG AE0°C B 35°C R E T4 =2 A
DMAPAFAE T 4 & 45t 1 5 TBDMSE A4 Jse B 247N, 45 31 28 B TBDMS IR $7 I AL &4 (13-
£), 7£0°C 25 C i B (il JE TR 72 = S GAFAE T A U ot rp 55 0k i 8 o8 BRI i S it 1, 49
BIAH LI R R T PR R AL S (13-¢)

S, (h 2 *f’”‘A\y i (»\ E: 3
&M \ s, R N e
,.N P . SRR X 2{ b X e e
----- \WW*‘ \v\\v“ \‘{\“ b k‘: O \3\” \'f N é\ ;‘i “\“§ :‘Q‘i é"‘s)-.
\ rs‘ ﬁ\w \ &é LR i N
) RN
[0430] N 4 e
OH, € o R RO O]
8§ PR ST OH * W i"‘; k
PN Rovee™ Oy ﬁ\'\" ~ i {)Q F § \\3 ™ {){ "%““& M )
LT S N
x’{ ..‘:; S5 ¥ LA ¥
= TR T fEa <

Fr P4k -14

[0431] Sty A 4l i) R TR R i (1 4—e ) A2 I LA R 77V il %« /£ -15°C 225 CYE [ R A
TR B A O ORI N- R R R BE AR AE TN AE R R e 5 A R EE (14-a) 54
AR AR (S)-0- 2 B Wk R S B2, 75 BT ke e 4 44 (14-b) 5 (14—c) BIR &
[0432]  #5(14-b) 5 (14-c) KRG VIVEAET B A3 BB TB VAT, AR E7R H£25°C 3315
o [ AR AE A I S A AR (14— ) I e PEME 45 s o Il AE - 15°C 22.5°C {5 R (L B A8 AR i

A AN BCE A B K VAR 3047 AL B T K AL S 0 (14-c) , 158 B X B AR 26 i 4k 5 4)
(14-d) ARG AE-10°C 25 CYEH B E T 7L = L ATAE N AE S e 1R (14-d) 5 1t
P SRR, 45 280 A L [ 0 e A 4l ) R s PR R AL 50 (14-e)

EXVHOMR
HS ovsenii O\ mCiB0uS j?@ ’
o i S
¢ KM, N “5
[0433] mi‘;““‘?’ i B
E R - }\w\s " o
N\Mi}- R ) \\ {’\“ } SRRNR: T " .
Xx S “ *W&“W\
Y % 7Y
N 4 \ 3 \f-ﬂ“ & \.
\:::::'f : R ..A»f \\‘R::\ *
& e & e,
BB E-15
[0434]  FizHB A it £6—15 , 1 565 17 B8 10 L ERD— 9 5 i 4% I TBDMS—CL InLAE: 47, 15 34k &
Y (15-a) S8 Ja AERIVRIR BN 72 L b 5K G SN, 79 B HH M2 e 54 (15-b) o ££25

"C &35 C [ 5T AEN-FP R IHORTHOB A7 £ I £ 771 (4 2iDME ) 7 A AR K FRIEDCAE Ak 5
Py (15-b) H2-mttme B R A , 15 2L &4 (15—c) o S RL 72 R 5 R 76 THE o 5 55 #R il 771
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N, T2 AL S0 (15-c) KL, T4 2 B L g -1, 3, 4 -8 I TBDMS TR AL &4
(15-d) . T-25 CE35°C IR T AE L N5 F2NER B /K VAW R 2240 &4 (15-d) HH I TBDMS %,
REMEY (15-e) . T10°C 225°C [ I JE N ME =L AR M R P e &4
(15—e) 5% g B oK BL T I SR N, 13 BIME AL G4 (16-1) ML e — 1, 3, 4188 I 1 56 filg ik
ZETE RS (nosy late ) RIS A4)4

&i\\ﬂ«
FEY rERes f o
a0 PP R TR e X
SN i oy & i
{;\\Mv $ \\\\&S‘ » & ‘\\;‘:3;\ e § ¥ 3
et SR K - ; -
& AT
N, BOR
% f8a &xu)
OTRONS . _
[0435] IR c8d AN
HEL H, I N }‘oe
3 N HOT Y Ty S’ R
Ko R Sa & - " T SR
o B w\\* B fme}»‘”"" % \&Nz\"‘\}“
R o T S
B & ‘? LGN & 3§
S Nt N
~\“~{
{6 Besh 18d WY

Bk -16
[0436] 4% HE & AR £8-16, 7610 CE15°C 2 [ R JE T 75 2K o ff s g -2 - e e 4 (i i
71 25 rp AU BN 7K 8 VRN S0 T 19 S A 288 1T 2 S e ] 4% ) S5 4 TBDMS LR $7 I DL
PRI R (R RAT B S A A (15-b) IR BZ L/, A3 B A4 (16-a) 8IS 72 [ JE T AETHE R
55 AR A LT A AL B4 (16-a) BR4L , 15 21 4 TBDMS TR $7 [ e -1, 3, 4 - L5 4
(16-b) i 7£25°C 235 °C B JE N AE & i th F2NEE IR /K T £ B AL &4 (16-b) HH )
TBDMSZE [, 13 2L &4 (16—¢) , 7E10°C 225 C IR JE 78 = L ReA7AE N7 & R e fifk
E D (16—c ) 500 iF 2 R B U L, 13 BIME AL A1) (16—d) I WEIE -1, 3, 418 I (1) F
YRS (R) -0 i 3 R B B (nosy late) o
ok alk

[0437]

AR E17

[0438] 3 A5 i 2R -17, 7E.20°C 2535 C Y [ (UL 5 /0 MR L AL B DD Sk g 47 7
fE(11S, 21R) -3/l seh e M- 11, 12- XU -6-0-F -2 -0-=Z kR fe F-12, 11- {4
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BRI -[E-(N-F2 ) BRIREE DI 2L AL B RA(17-a) HIRAR = 4 38R 3 (i a7 DY =k i
R RO = 2 R B T AE R A2 A 1) S, 15 21 AH B2 (1) - J Tk i 115 K B0 N Bis (benzy 1
ether amidoxime macrolide)ft&4)(17-b),

[0439] A ffutth , i@ ik DL 77 &AL B4 (17-b) « ££.20°C 5235 C i [ L R 7E 5 (]
WS A B R BT BE ) A7 AE T AR AH % A% AL R (] 18—l —6 - T8k ) A7 7E T 7234 77
(M40 F 2R B8 FR DR B A R B R ) AT G RIR BE (17-a) S5 R BRI R

[0440]  fEdRESFAF T A HINCSHIDMS S AL (Kim Corey il i) Bdk -5 T 44k 5 (Dess—
Martin Periodinane Reagent)fE—-50°C %10 °C yu [ IR E T AE-&1&E B ) (Bl — & F ke
B S OSREET) A A (17-b) Ak , 43 2R L TR 5 B A B fb A (17—¢) o JE it
FE=-402420°C yi [ 3L B R A0, (9 T BB BORU T BE AN ) A7 AE D AR A 19 771 (91 0N, N-
R R R B i (DMIF ) BN, N— - HR 26 2, Bt Jie (DMAC) B DY S0k FRg (THE ) ) HR -5 g4 771 (461 IN—¢
ABURTE BEZ (NFST) B “select—fTuor GEFER )™ = BT EH (17— ) Ak , 13 24
N RACER N B AL A4 (17-d) , BEMAE20°C 2250 °C Y8 S T e 88 (E SO T/ T E
57 (A1 40 R B B O B R G BR L R ERE HOR A ) Hh 20 %6 S A AR B0 %6 #E Rk B0 LR
AT ER BRI RAAE AR A Y (1T-e) .

[0441] AR AR ER A BE SR — S HUP 3R -
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Sy
o e
ey
Z=Br 8 R-S05-0- 5 R=HUHE, R AT B
® Pl QR i ik s X
j:\c.'\s‘

Pas 33-‘ 3 ,,,.i\
[0442] T fa

A 18
[0443]  J R A AR 25 -18, , 7E-10°C E50 CYuH (IR JE T , 78 438 1 A AL (51t S Ak
SORUCT B ) BRITAILAR, (51 A S8 A ) FAH A B A7) (1] 11 856 —6-TK ) 47 AE N 7E AT 1)
Pa 77 (B R 2R ) R A2 5K (18—a) K R KT AL A 40 -5 9 0 T8 1) B0 e A 48 1) 5388 1) 4k 2 2
(18-b) FIVRALY) PR T IR & . B IR Tl IR b BSOS A i 2R R B 117 AR 0 R AR IO, 13 B4k 22 5
(18—c) T
[0444]  SRJGA/E-50°C R 10 CYEHEFEE T , /2GR 7 (Bl &R frsl S 4 sE
Y5 ) fECorey—Kim%E AL 25 £ (FENCSFIDMS Hill45) N B F -5 T AL A4k 0 (18-¢)
IRTAE RN, 15 BI85 2" -0-= 2 3Rt e 3L R 9 194k 220 (18-d) O BR Y 1§
[0445]  SRJGAE0°CE40 CYa MBI T , 72EE v 71 (1 i 2, g Bk DY A ke B — e )
W 55 38 B i e R i R R (A ok g -9 AL & (pyridine—hydrogenfluoride) iRALIY T
B ER R KAL) L 19 B4k 255 (18—e) B N BR BT A4 -
[0446] ATt , KAk 2 3K (18—e) BIEH Y B (CUIAQE A fBoc-NHIY VA ERT ) 78 2 g H
e - A E (pyridine—hydrogenfluoride) B = F L FRAC IR , 15 BIAH R B ATHEM -
[0447] AT, W40 B W18-e CHIRQIE A W0Bn 1 HUARIE R ) 723 77 (51 fn 97 5 vh ) 1) FH AT
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7=Br & R-80,-0- 5 R=FE , WHEEmIE
19:b=R1=H; 19-b’=R1=CH3
PAIQA&m ERE X

ER 19
[0449] B8 A A 2k-19, 7E-10°C 250 °CYE IR E R , 755 A AL (B an AL A1 B
BUT HE ) B HLR (] an S A A B ) FIRH A% A2 fr A4 77) (19 4 18—t —6—TK ) 474 T AE A & ¥
F O R 2% A AT 5 A A0 (19-a) 15 198 e BON AR 40 1) A 3@ i A 2% 20 (19-b) R AL
W BT TR £ - FF ORI IR Sk BON B SR DR T PR IR AT A ) AR S S L 43 B AH B A2 S (19— ) O Thk
T
[0450]  ARJEAE0°C 240 Cyu [ (LT , 76 A& v 77 (1 01 2, i B DY S ke B It )
5 A R A e S B R 4 71 (g otk e — Ak & (pyridine-hydrogenfluoride) JEALIY T
B ERRAKIEWRUR N, 1321 (19-d)
(04511 5540, AZRAU T RAE (19-a) 5 (19-d” ) R B AAF B (19-¢ " ) B ¥ (19-¢” ) e tb ik
(19-d7) M il & AP (19-d") .
[0452]  fRikth, /£ 25 H FINERE - AL S (pyridine—hydrogenfluoride) B =R £ IR AL R
A (19-d)BL(19-d”) CHFFQE A t1Boc-NHEY ——Boc-NI¥) BUAC L ) , 49 30 FH RE K 28 B fiT
EX7/R
[0453]  fTfetly, 73 57 (4 1 B ) wh R AR B AR LSO TR B0 &4 (19-d) B (19-d7)
CHIRQEL S aIOBn 1) BRI ) A , 19 B AH ML 2 AT AN
[0454]  SEEGHL 9
[0455] il #4451 : 2— (51 FF 2 e Mg —3— 2k ) It g
[0456]  DEE-1 . MENE-2-B WS (Pyridin-2-imidoyl chloride)
[0457]  F30°C T #f £ FE2-MLmEfE I (15g) FIN-FACBR FIBE % (25¢ ) FEDMF (30m1) FH TR &
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WIHEFE 27N o FHUKVS Z1EI 7K (150m 1) R K R BV G o i oL v, F /DS KIS B ig 18
B, 13 27g(55% ) [ A A [ AR 1) el ik 5 4) o

[0458]  fiit:m/z:157 (M+1)

[0459] P UR-2.:2— (5 S L pk Ik e el -3 ) Hpt g

[04601  [ymtngE —2-WE W i (15g) < = 2% (25m1 ) 76 FF 2% (150m1) i TR A4 b s I ke
BE 2. W5 (10g) , T-30°C R HHE0 . 5/NIF o B FHTLC M I S 82 o FHZK (100m1 ) 7 K S N TR A4 o 9
K BN TEAA L A2 N 20K 1528 B AR AT (sl 2EA0HR 724, 15
B8 2g (62 % ) AR I FR AL A4 - F) FH T NMRSR H 3R 1Z AL S I HFIE -

[0461]  H'-NMR(CDC13)6:1.39-1.42(t,3H),4.41-4.46(q,2H),7.34-7.37(m,1H),7.55(s,
1H),7.78-7.82(dt,1H),8.08-8.1(d,1H),8.67-8.68(d, 1H).

[0462]  JDIR-3.:2- (52 H 2 sl -3 22 ) It g

[0463]  T-30°C Al 2— (56— S Jk e Ak S e —3— L ) ML g (6. 5g) 7E LB (80m1) H VR A4
AR I EAL AN (2g) o T30°C R Htdk1 . 57N B FITLC I I e 57 o 24 A2 6 W HE i
I INEAEL KIS LIRSV H G IR CERZE R A R A HUZE FKE T, B8k 40, 153
BT . Tgbr AL AW - B RE B A 18 A I e a4, 43 314 . 5g (85 % ) K €4 B 441K () b
e

[0464]  H'-NMR(DMS0)8:4.61-4.63(d,2H),5.68-5.71(t,1H),6.86(s,1H),7.46-7.49(m,
1H),7.90-7.94(m, 1H),7.98-8.0(d, 1H),8.68-8.69(d, 1H).

[0465] 3D UR-4 . 2—(5—F T Py A i FR o e e — 3 ) ML g

[0466]  F-0°C 12— (5-¥& H 3 S IR~ 3 ) ML (4. 0g) FI = 2% (6 . 5m1 ) 7E 5 4t
(40m1) TH VRS P rh B IR L (2. 8ml) o T-0°C R S MV A W FE LN o 3 v 7K
TR IRL, 53 B8 45 2 o B K It JE SRR B A B (40m 1) 20K - FF 896 HLJZE BB S 7K
VB B FIKIE T AEE S AR, 1B515. 1g(84 % ) ARG bR AL &), A2 1t
AL EEHT T —H M.

[0467]  JDUR-5.2-(5—yR Y Bk el -3 ) b e

[0468]  f&2-(5-FP Tt A 2k P Sk Sy ek —3 -3 ) itk e (5. 0g ) VR AL (3. 4g) 7E TR (50m1 )
TR A DI FE2/NE AR E 2R 2R R SR AW, 43 B =4, 4 e VA 217K (50m1) &
T8, 159 B BT W AT 1% TR REAT )k, 19 213 18 (85 % ) AR AL 54 -

[0469]  fiitt.m/z:255.1(M+2).

[0470] #2452 : 2—( 35 FP Jok S e —5— L ) mak e

[0471]  JDIR-1:2-(3-Z B R F s e e -5 0L ) I e

[0472]  T-90°C I [nl 2- £ SR mENE (28g) MISTARE B Z L £ 18 £ 15 (45¢) 7E 1 2R (340m1 ) H1
FIRA I I = & (42m1 ) , B FE0 . 57NN o R TLCHE I s B2 o A% g R4 #1 4230 °C , ¥
K. BEHEANE . B2 FARAVE B IEC bW i8S, /& IET
Ll BRI T, 43 20 Wy €4 [ 4R 1K 35 . 18 (59 % ) AR AL A4 o

[0473]  fiitt:m/z:220.1(M+1)

[0474]  JDUR-2.2- (32 FF Ak Rl —5 ik ) s g

[0475]  T-0°C FJal12- (37,48 HL i It Semgipae -5~ Y i (35g) 7620 1v/v 2% - THRIR 54
(525m1) FHIE S Y R NN EALEN (7. 52) « T30°C Rt HE4/NI AE A R 2K RN
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RAEH), 132 R B, MR E Y ARIN150ml K. R ER(4.51) ZEHUZ IR 45 FF 1
AHLZ K BE, W4T 43212381 7 W), N S BE b 45 i, 13 2115 1g(53% ) ¥ 3 L[]
IRIIAR AL A o

[0476]  Jfiit:m/z:178.1(M+1)

[0477] 3P UR-3 .+ 2—(3—FR Tl P A, FP ok g —5— ) s e

[0478]  F-0°C F a1 2~ (3—¥% FF JL S e 5L ) e (14g) M =2 % (22m1 ) 76 G ¢
(400m1) TR AW I IR EEEEE (7. 2m1) o T0°C ¥ S NTR S I FEO L 5/ o Jl I
AR R, 53 B85 |2 AL R T AR ANE 432119, 7g(97.7 % ) 2 il 44K 1) bR s Ak
G ENEM T T — R,

[0479]  JDUR-4.2- (3R Ak Rl@mse—5 i ) g

[0480]  T-30°C I Hf2— (3 T P o 4 2 PPk S Mg —5— 58 ) s g (19g) MR AL (13g) 7ETH
Fiil (190m1) W (¥R B P Hi bl 27Nk o R TLCHE N I B2 o 7E B2 1 28 R R SIR A1 49 2L =
W, SR 5 57K (150m1) it , 15 BB VE M G 2 BT e, 152015, 2g(75. 3% ) AR bR
LAY .

[0481]  ffiitt:m/z:239.9H1241.9(M+1)

[0482]  fl] %453 : 2-(5—YR FR —1, 3, 4T —hsk—2—J ) Ik g

[0483]  JDIR-1.HEmg—2-FF B

[0484]  T-80°C N HMtne —2—-F R £, 5 (90g) M fifk (60g) 7£ £ B (400m1) HH K AL & 4 hi 47N
I o AR BN 2R RN AF B 2 S SRR W B O 08 DB O
(50m1) G HEIBBE D, 133176293 % ) [ 1 [ AR B bR AL &4

[0485]  JGiii%:m/z:138(M+1)

[0486]  IR-2.2-(5-Z A LAk -1, 3, 418 —mp—2—-JL ) kg

[0487]  T-0°C FAE0 . 5/NIF P (Al ML WE -2 - FF B I (76 ) AT =2 % (156m1) /£ S H e
(600m1) H TR A4 s TN S 2015 (mono ethyl oxalyl chloride) (80g) o4 MR
AR 2/ N IR INIK (100m1 ) R O SE, 5389 2% J2= » AR R S AN 7K ML (100m1 ) 75 36
ANE AT T ARANZ AF RN 1 10g8H ™4 o 1a] £ VU S8 (500m1 ) 7 (R =40 v s Jn
57 AR (208g) , T°60 °C N HZIR AW B FEA/NN o 28 VA AL =M H & F bt/ BE VR 54
PETE o 3t JE 2T, FZD EH BE(100m1 ) 5 YeiEd8 9 , 19 2145 K 1 a4k (120 535 % ) 1)
Fraft &4 o

[0488]  H'-NMR(CDC13)8:1.37-1.38(t,3H),4.30-4.38(q,2H),7.51-7.54(m,1H),7.89-
7.92(m,1H),8.26-8.28(d,1H),8.59-8.60(d, H) . fiitf :m/z:236(M+1),

[0489]  JDR-3:2-(5—FaH JE-1,3,4-ME -2 ) I mg

[0490]  F30°C Fal2—(5-Z AR FEHRkHE—1,3, 4188 —e—2—3L )it g (8g ) 7E £ % (80m1 )
REY o IS (2.51g) o T30 C NP FE2/ NI o FE L 25 N 2 K VA, 15 3HL =
Yo L= A 7K (100m 1), &0 B2 (200m 1) ZEER 20K B A B HLZE FIK TG, &
FIRAE 15206, 1g(92% ) KIFR AL B

[0491]  H'-NMR(CDC13)8:4.87-4.88(d,2H),6.264-6.26(bs,1H),7.54-7.57(m,1H),7.98-
8.02(m,1H),8.22-8.24(d,1H),8.67(d, 1H). Fii :m/z:194(M+1)

[0492]  JPR-4.2-(5-F il S A e R J—1, 3, 4188 — -2k ) ik g
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[0493]  FOCTH2-(5-FFHHE-1,3,4-M —2-FL)Ikng (6g) =2 % (13. 1ml ) 7£ &
B (150m1 ) Hh (KRS b i IR i BESL (5.31g) « T-0°C T 45 S SATR & W B L /N o 3 3
ISR T R R, 73 B 45 J2 o ¥ 7K PR J23 FH U e 25 (50m ] ) 24k -5 FF A HLZ F ik
FREANAKIEIRIE L, SR G FIKTE BE , AE S T 28K 43317, 5g(88% ) iR bR ik 540
[0494]  JGiit.m/z:272(M+1)

[0495]  JDUR-5.:2-(5—JRFF 51,3, 4188 —Mde—2-J& ) ntL g

[0496]  7E B3R BE 45 2~ (5-F i S A 2 P k-1, 3, 4 k-2 J ) ik e (7. 5g ) FHIR
A (3. 84g) FETA IR (75m1 ) W 1 BV FE 1/ o R FH TLCHE U OB o 75 B 25 R 28 R R BLTR
G A5 B R W 5 DK EV B K e, 49 218 - A 8] A Hh ik , 192116 . 58(92% )
A AR bR A A -

[0497]  H'-NMR(CDC13)6:5.16(s,1H),7.57-7.6(m,1H),8.01-8.04(m,1H),8.24-8.26(d,
1H),8.69-8.7(d, [H) ; i :m/z:255(M-1).

[0498] ] 4614 : 21 FR J—5— S — 3 Sk~ g

[0499]  JDIR-1 . 2-F J—5-FF l FLms g

[0500] F30C NAEHFE T2/ N R1,5- 22K 0 ~mERE(310g, %1
Collection Czechoslov Chem.Commun.Vol.30,1965 0 FiR 1) i 78 61 2% ) Al 2, Bk Eh B8 &5
(106g)EZE (2.50) F IR B Wb B inw /v 50% HI A EALBIK AR (96 . 8g, VAR T
9Tml 7K ) o R BRI AR FE 3 /NN, 3 I 8 N 4 1R (£9147Tm1 ) K5 [ BNEIR S W) pHAE 1 #8871 38
A, G (T50m1 ) {53 fE R 25 28 R U8 13 B B8 W iR B W) 57K (750m 1) Fid 4
BZIR SV SR B (300m]) ZZHBIR . B & 2 BRANZ 13 5152g (52 % ) 1 NI
s BRI AR AL A -

[0501]  H'NMR: (DMSO-ds)811.08(bs,1H),10.08(s,1H),9.09(s,2H),2.69(s,3H).
[0502]  JDE-2. 2-F Jkmkig —5-F % 5

[0503]  [aj2-FF -5 FF B S mE e (180g) FIERBR 2 % (128g) fE50 % v/ v F B /K VA Wi
(3600m1) 1 [FIIR G H BN IR RN (948) - T-30°C T 45 S BLVR A P4 #£0 . 57N o AT BT 43 2
FPBAE, T-10C R k38, /351113, 5¢(56 % ) B AR A AR UL A W i B — SR A

[0504]  H'NMR: (DMSO-ds)811.64(s,1H),8.83(s,2H),8.14(s,1H),2.60(s,3H).

[0505]  Mof VR AT HE— D AL TR (B 178 R A AR ), 4935 1 ) MR R VE &4, 7] — 5
T T3 &R,

[0506]  JDUR-3.:2-F J-5-(5- = FF B Rk bn Bk 2, e Sk S e — 305 ) ki

[0507]  T-30°C " FHO. 57N ] 2 FF e —5— FF B M5 4 R T-DMF (4.35m 1) 95 ¥ A ik s
IIN-SARHR I 12 (169.6g) o 2 TLC W/ N 58 SN, ¥ 0 2. T8k (1450m1) o f e B2V A4
B HBN-H50°C L [AAHK R PIEAY PRI =% (589m1) , S8 5 s In = B S ik Ie 5k 2, bk
(450m1) o T-=5°C T RHR G W FE /MBS o 0043 28 1 [ 442047 o o 1 38R A 7K (300m1 ) i
VeAik, He5 F KB (500m1 ) i3, B2 N IkGa A HLZ 15 21158 1 Il 44 , 1 o AT 1 —
RN o

[0508]  JDIR-4.2-F JL-5-Figme -3 - L - g

[0509] ) 2-FR -5 (5= FF Tl e i £, Johe e — S idide — 35 ) W g (158g ) 7 FF % (1450m1 )
RSP IS IR R SN (177g) » T40°C N BLIR A Wi HE 2 2 1VINE 1 ONTRA9)
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T P8 R T AR [EAA F R L BRIEBE AR B2 TN 28 R IRIR 13 BB EE W) - R B P 55 7K (800m1 )
P, F =S 5 (500m1 ) ZEH3 K . 0 B % J2 AR KA NLZ . 1 BB EE Y (133g) , B HRE A
JETAS BT IAR AL A4, £ =D Ja 77 22 46 . 4%

[0510]  H'NMR: (DMSO-ds)69.15(s,2H),9.09(d,1H),7.27(d,1H),2.67(s,3H); fiilf :m/z :
162(M+1) .

[0511]  JBIE-5. 2R H -5 Senme—3 k-

[0512]  Hg2-F BL—5— e —3— - g (30g) N-URBEHIME Iz (49 . 8g) F198 %6 i A 2K Bk
(13.54g) fE Y& AR (1200m]) PRSI ET5°C . T-75°C ¥ R MR S Wi FE24 /)N
I o 7525 °C 2235 ‘C R B T 0 I MEVE S ) 1EAT ShE o % [ 4 FH DY & A0 (400m 1) 353 45 98
FH L RNk B S A K VA R e (400m 1) 20K, fE L 25 R 28 KR, 15 B =4 (528 ) , R A A J2
Tt AT A EE , 19 314g (40 % ) I IHEEL 51 . 16 . 8g IRAL B W6 . Sl ahii »

[0513]  H'NMR: (DMSO-ds)89.30(s,2H),9.13(s,1H),7.32(d, 1H),4.74(s,2H).

[0514] il &5 : 2 (GRUT S AL FR L ) I -6 (2 IR HF JEntL e -6 ) kg

[0515]  PUR-1.2- GRUT U AL ) s -6 - =7 J:H ¢ be A ik g

[0516]  T-25°C I 2y E-6-N,N- U T AL A e (13g) fE A L4t
(260m1) FIFER R A INZSIE T 38 2 85(20.21g) , SRS INDY (=R FE B8 48 (2. 01g) , X P {5
TR A VIRAT 30 B0 Ao PR T I BLIR A W I A2 80 °C FH AR FF24/ N A i R RLVR A4
A H BRI, RS 8 IR 5K (250m D) FiE R, FHZ R 2 EE (150m1 ) REEL3IK o 4%
AR ANLEEE FHZK (100m1 ) 3555 20K » FINasSOs T4 o £E B 25 T & R VA A, 18 B HCIR I AT
R (17.8g) » 722 N8T% W H T N — R Mo

[0517]  Fiif:m/z(M+H) :584.1

[0518]  JDUR-2.2- (GRUT A AL ) % -6 - (2-H B Sk nth e -6 22 ) b e

[0519]  T-25°C Ff2- (T S AL ) R B -6-="T L F B ke s ke (15. 3g) « 2-¥R-Tik
WE-6-F I (7.0g) s = (10.60g) WU (=R B FL(1.51g) FISALER (2. 9g) 7EHF 7K
(140m1 ) B B IEAT 0 . 57N Ao 8 BTV BT I I A6 /NI o A1 S5 R VR A5 0 E1 A 3R
R, PR 3 8 VR S 7K (250m 1) FiE , FH 28R LR (100m 1) REEL 20K G & 1A
HLZEHU) FNasSO4 T8 , 75 HL 23 TN 28 K 1 BT A = R e i JE M b AT 24k (LR B/
Cobe) 1332, 0ghr @b &4, P2 2 N19.1% .

[0520] it :m/z(M+H) :400.1.

[0521]  JPUE-3.:2- ~(GRUT AL ) R IE-6-(2-¥% FF Sk e -6 ) itk e

[0522]  7£25°C #235°C Z [A) {3 T 42— = (BUT A8 B Ik ) B -6 (2 FH B Mk g —6—
SEOMEWE (1.9g) W fET VU EWemsg - FEE (1:1,20m]) B ¥AE - fk s AL AN (200mg ) Zb 3
YTLCE ARG A B H B2 W4 =5 K (25ml) Bt , HZ R 215
(50m1) ZEEL 200 o F-A 1 10 A5 HILAE B A FH A R R S AR 70 v (25m 1 ) T k2K , #5656 FH /K
RIBHE(25m1) A HLZ FINaoSOs 118, B 253k 4 , 13 2L » R R AE 28T (LR B/
O AT Ak, 13 201 . Sg AR L B4, 72 2 NT9% o

[0523] i .m/z: (M#H) :402. 1,

[0524]  JPER-4.2- — (RUT A AL ) G -6 - (2 FR J g Pk A o P Bkt v —6— 288 ) b g
[0525]  ffi2—— (AU T SR Bk AL ) E -6 (2 FF JEmb e -6 —JL )Mt we (1.5g) Ml =2 %
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(1.13g)¥afET S F Ke (15ml) RS H1 2 -5°C, F NS (0. 395g) &b 3 . ¥ TLCE /R~
RNLSE RS, AR I07K (10mL) , 5 U N =& P 2 (50ml) « 3 A HLZE , K (25ml)iFH2K,
FNa2SOs 15, 254 , 43 21 1. 6g bR &, 7 32 990 % , i HH T~ — 2 M
[0526] Dﬁi%:m/z:(M+l):480.lo

[0527]  JDUR-5.2- " (UT AL ) 2 Ak -6 - (215 FF AL nE g -6 2% ) i

[0528] 52— (RUT Ak B it ) 2 e —6— ( 2— HR Jel il 4L P R b gt —6 % ) ik g (1. 6g) A
TRALEE (435mg ) 7E AR (17m1) A (1) B -0 A4 R R B 37N o 24 TLC 7 B 58 e 43
NV AV H R NI S R B S B SR YA K TR R EE ) 5K (25m ) HiEFE, F 2
R 2,15 (30m1 ) BEE 20K o K 6 FF BB WL B FH VAN ER /K P (25m1) 5 ¥, FNa2SO4 T4 . B
TRRATAVLE F 2 8 R R AR JZ M (LR . BR/ Ot ) #h4T 2640, 15 311 1g
PR A, 7 2 NT0% 6

[0529]  jGiitf:m/z(M+H) :465.2,

[0530]  fil] &6 : (RS)—2—(5— (1~ FF Ak ) S e -3 ) It g

[0531]  J0%—1 . nbmE—2-BE W e

[0532]  T-30°C Tk nE—2—-FF 5 (15g) FIN-SUACHE HI®E W i (25¢) ZEDMF (30m1 ) o [ R
A FE 2N o UKV ENR KA K (150m 1) [ BTR A9 o 1 87, F /D 2K iE VeiE 98
P, 15217g(55% ) A [l A4 IR I 2iAR AL 590

[0533] i :m/z:157(M+1)

[0534]  JDUR-2.2-(5- 2 S Sk Pk Ak @ k-3 ) Mk g

[0535]  F-30°C F#tHE T FHO. 5/NKF Py [a) itk g -2k 0 it G (15g) « = 2 i (25m1 ) 76 1 %
(150m1) HH (7R &0 a8 NP B R B8 (10g) o A TLCHR Ml S5 82 o FH7K (100m1 ) K J B2 VE
G EE R RN TR AN AL S R 28K, A3 2R o B RE B A € 1 i A A
T, A3 308 26 (62 % ) AR I AR AL 54 o

[0536]  H'-NMR(CDCl3)8:1.39-1.42(t,3H),4.41-4.46(q,2H),7.34-7.37(m,1H),7.55(s,
1H),7.78-7.82(dt,1H),8.08-8.1(d,1H),8.67-8.68(d, 1H),

[0537]  JDUR-3:2- (5% FF Sk Relmse—3 3 ) g

[0538]  F-30°C Al 2— (52 Sk Fe Fk i -3 )k i (6. 5g ) 7E £ % (80m 1) H VR A
A I AL A (22) « T-30°C R HERE L. 57N o B I TLC M I 2 8 o 24 2 BE A W #E i, ¥
NS KB FH R B ZEBOZIR A B A A HLE FHKIG B, B4, 15 3
7. T bR REAL AW - B RE B A 18 Z A I e a4, 15 314 . 5g (85 %6 ) K [ €4 [l 441K () b
e

[0539]  H'-NMR(DMS0)8:4.61-4.63(d,2H),5.68-5.71(t,1H),6.86(s,1H),7.46-7.49(m,
1H),7.90-7.94(m, 1H),7.98-8.0(d, 1H) ,8.68-8.69(d, 1H) .

[0540]  JD4R-4.2-(5-H B Ak Fl@Emk—3—Jt ) g

[0541]  -T-30°C Al 2— (5% FF 22 S Wdnde -3 ) b g A7 — &0 e (30m1) P VR A P h s n
-5 T AR (15 %6 3 T-DCM, 51m1 ) o T-30°C TG S REVR A 4 10 . 57N o B FHTLC
T R o LA A0 L2 LR BRA TR BB AN Bk R S A AR P VR R R L o 43 B8 3% J2 o B K PR JE
AR AERESIFRATEARDT AR AR3eird b S (EE) .

[0542]  H'-NMR(CDC13)8:7.61(s,1H),7.66-7.7(t,1H),7.98-8.1(d,1H),8.68-8.7(d,
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1H),10.01(s,1H).

[0543]  JDER-5:(RS)-2-(5-(1-F2 £ FL) Sl -3 )i e

[0544]  T-0°C N AELSZ B A [a) 2— (5—FR B Ak SR g —3— 2% ) ik g (3¢ ) #E THF (30m1) FH TR &
Yorb s IR SRR EE (19m ], 1. AMYEAA T THE ) o 1 SR 45 1. 5/ FF R TLC M I o Ji it
IS INE A K (20m1) R N, 2R 2. B8 (100m 1) ZEER 2K o ¥ & - A HLZE FIK G
Be AER AT AR AR 9kl B RER AT JZ AR He a4k, 13 211 . 0g (42 % ) [EMAIR 1
bRtk 44 H -NMR(CDC13)8:1.62-1.64(d,3H) ,3.14(s,1H),5.04-5.07(q,1H) ,6.86(s,
1H),7.33-7.36(m,1H),7.77-7.81(dt,1H),8.03-8.05(d, 1H) ,8.66-8.68(d, 1H) .

[0545]  JDR-6: (RS)—2-(5—(1 -y FF &k ) S —3 L ) i e

[0546]  T-0°C A (RS)-2-(5-(1-F& £ FE ) FREmMe -3~ L )L e (0.9g) FITE IR — K FEfig
(1.77g) £ & F e (20m1) H KR SR A InPY B4 AR (6g) - T30 °C T [ BRS04+
2. 57N o ) FHTLCHS W 52 B2 o 38 I W8 K VR KRN 5 3185 8 2 o B A 3 A AL U H 2K
TEYE, BN AR BRI T, B AR A R M i L a4, 15310 8g (65 % ) I bR AL
“W.

[0547]  H'-NMR(CDC13)6:2.09-2.11(d,3H),5.2-5.25(q,1H),6.94(s,1H),7.32-7.36(m,
1H),7.76-7.81(m,1H),8.05-8.08(t,1H),8.66-8.67(d,1H) ; Fii:M+1=254.1

[0548] il &7 : (RS)—2-(3— (1Y 2 HE ) S e —5 - ) i i

[0549]  JDIR-1:2- (3 B R A Ik e e —5— L ) I it

[0550]  T-90°C I [n] 2- £ Jh kMg (28g) MISUARELBLZ £, B8 £, B8 (45 ) 78 F 4% (340m 1 ) HH )
TREYRERIN =2 (42m1) o R TLCHE I S5 B2 o AF S5 SEADVe #2230 °C , BR IN7K o 43 B A L
J2 AR TN 2R VST A= FH IE e BE R o 1 BV, /D & IE CUSeiB e Ve e, 15
£135.1g(59% ) Wy [ AR bR AL 540 o

[0551]  Jfiit:m/z:220.1(M+1),

[0552]  JPER-2.:2-(3-(1-% AR~ Jk) Sl -5 ) s g

[0553]  T-0°C I [ THE: FF 2K (6. 5ml : 5ml ) IR S0 i I =2 & (16.. 3m1 ) , 2R J5 s in A
AL BE (28.6m1, 1AM T THE VA - T-0°C N AE 154 B P 1) S B2V -S40 R R IV it T
B 2R (35m1 ) 12— (3- 2 58 R e B~ e 5 J )W (2. 0g) o K5 S N 127N o J8 e 8
INERER /K (43m 1 ) VR R S S o FH R IR AR EX K6 5 A L2 F A R S BNV WS 1, B2
EHKBER AR NERAIZE . BEF~Y, R R A E TG itk , 5581, 2¢g
(70% ) [EAAR AR AL 540

[0554]  H'NMR: (DMSO-ds)89.00(d,2H),7.62(t,1H),7.41(s,1H),2.63(S,3H).

[0555]  JDR-3: (RS)—2-(3-(1-2 L5k ) Fpeligmh—5 5k ) Mg

[0556]  F-0°C R A12-(3-(1-%8A8 -2 3 ) Tk —5-JL g (1. 2g) 7E B (20m] ) HIR 54
H A LA AN AL 49 (0. 4858) « T-30°C T FE2/Nef AL E 2 T K R MR G, 13 255 B
Y R E Y 5K, R 088 (25m1) ZEBL3IR -5 I A HIL = FHIR IR S AN 7K B B
e, BeaE FKIE T, B2 R4, 15201 . 1g (91 %) FIFR AL A0 I AL S TE 75 2idk BB
TR

[0557]  JDE%-4: (RS)-2-(3~(1-¥LH Jk) Sugnd—5-Jk ) ms e

[0588]  T-0°C I [H] (RS)—2-(3-(1-F2 £ ) Fplgnst—5—JL ) wsig (1. 1g) /E & HF Se (20m1 )
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IR A W B INVU SRR (7 . 64g) , B2 VN N = 2K SE 13 (1. 8g) o M S BLVR A T-0°C T it
0.5/NBF, T-30°C T2/ o £ 25 N 28 KR NTR A4, 43 B 400, R TR A J2 1 45
0. TgEMAIR I bR AL B o

[0559]  H'NMR: (DMSO-ds)68.96(d,2H),7.59-7.61(t,1H),7.42(s,1H),5.51-5.56(q,1H),
2.01-2.03(d,3H),

[0560] | #& 48 : (RS)—2-[5-(1—¥RH 3 )—1,3, 4188 -2 Tk g

[05611  AEE-1 . it iE —2—H B it

[0562]  T-80°C WAL LB (400m1 ) H (I N IE -2 FE R 2L 1 (90g) AT fifk (60g) Fi 4 /NIT o 7%
RIEF, A2 W) AR M5 R, 1 98 BT, D& 41 (50ml ) iG Beig st , 15
276g(93% ) A A EAR bR AL 54 o

[0563]  JHf:m/z:138(M+1).

[0564]  JDUR-2.2-(5- S ARk AL -1, 3, 4188 -2 L) b g

[0565]  T-0°CNAEO. 5/ P (Al ML RE —2—-FF B ik (T6g ) - = 2 1 (155m1 ) /£ S H 48 (600m1 )
VR AW R I BE S 5 B8 (80g) o S BV A Wt FE2/Ni o B FHTLC IS I s Bz o 3 3k
AN IN7K (L00m1 ) AR N, 4385 & J2 WA N Z FHIR IR S AN /K I (100mL ) FE ¥t AR H 28 T 4%
KAV AR 10gH W) - i T VYR i (500m1 ) (L™ M Hh s in 57 A% X 77 (208g)
T60°C T AR A WIFEA/INSS o 28 RIE R KR P H = U bt/ Tk VR 5 V) EE R o 1 D8 & T
W, /D EHEE(100m] ) 7 H IR I, 15 245 (B0 5 35 % ) 2K (A 8 [GAAIR AR AL 54 o
[0566]  H'-NMR(CDC13)8:1.37-1.38(t,3H),4.30-4.38(q,2H),7.51-7.54(m, 1H),7.89-
7.92(m,1H),8.26-8.28(d,1H),8.59-8.60(d, 1H). i :m/z: 236 (M+1) .

[0567]  JDUR-3:2-[5-(1-EAR-2 ) -1,3, 4186 -2 J Tk g

[0568]  T-—40°C T FE154r N [A] 2— (5— S Bk Al At — 1, 3, 4188 M —2-JL ) ML WE (2¢ ) AETHF
(40m1) T VRS P s I FR LAk B (16m1 , 1AM MR T THE ) o T—40°C 1 e i VR &) 4t
FE2/N I AR NS KL (208) VK B, T-0°C R HE L0581 FH 2 <. 16 (100m1 )
A A IR A VLE KGR 1S T 2K 13311 .5g(86 % ) [ 4 [E AR 1) br AL &
Yo

[0569]  H'-NMR(CDC13)8:2.84(s,3H),7.25-7.46(m,1H),7.86-7.9(m,1H),8.39-8.41(d,
11),8.67-8.68(d, LH) ; Fi i :m/z : 206 (M+1)

[0570]  JD4R-4.(RS)-2-[5-(1-F2 L HE) 1,3, 41 k-2 JL TIEnE

[0571]  T30°C F2-[5-(1-%Ff-2. 3L )-1,3,4-ME —me—2—FE THEIE (1.5g) £ 2. % (25ml)
RSV A NS AL AN (2g) oI FE2 /NI o B BT TLCWA I e 37 o AE B 45 TR 28 R VA,
ISR (20m1) IR AP B8 285 (100m1 ) ZEEL 20K 45 I A HLZ FKIEYE, B
45,15 311.0g(67 % ) KIbr AL G Fr gt W) R aib T~ — 2 R B

[0572] it :m/z:208(M+1),

[0573]  JDR-5:(RS)—2-[5—(1-F FLmalt S -2 At ) -1, 3, 4188 e —2—JL Ttk g

[0574]  F—10°C R (RS)—2-[5-(1-¥& 2. 5L )~1,3, 418 - 2-JL JIEnE (1.0g) FI =2 i%
(2m1)E =S R KT (50m 1) F TR &) R B IR i 5 (0. 9g) « T0°C N R MR S8 FEL
NI o ST S IR T AR S, 93 B8 % )2 o 7K PR JE S e 25 B 4 5 IR A ALZ Bk
e AN AIE B e » IR JE FZKTEBE, 28 T 28K 1381, 0g(73% ) I HPIRAR AL 54 o
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[0575]  JGiit:m/z:286(M+1).

[0576]  DER-6:(RS)-2-[5-(1-¥RH HE)-1,3,4- M —Me-2-JL Tk g

[0577]  ZE[E1 I8 B T (RS)-2-[5-(1-FR LMt A -2 ) -1, 3, 418 s —o—FE g
(1.0g) IRALEE(0.5g) /E TR (20m1 ) F [FITR GV WEFE L/ £ B2 N 28R R BLR A 153
BIRE= W o KA M A DKYA ED R KB, FH S 52 (50m 1) ZEE 2R N & FE A ALZ/E R
HRAR 1350, 82(85% ) LR AR AL S ) o

[0578]  H'-NMR(CDC13)8:2.2(d,2H),5.51-5.57(q,1H),7.38-7.41(m,1H),7.83-7.87(m,
1H),8.32-8.34(d,1H),8.63-8.64(d, 1H) ; i :m/z: 272(M+2) .

[0579] #4419 : (R)—2-[5—(1-F FLma bt S -2 3t ) -1, 3, 4188 e —2—JL Tuib g

[0580] DEE-1:(R)-2-[5-(1-FRAE 2 HE)-1,3,4-ME M —2—JL Tt ng

[0581]  T=10°C Rl (RS)-2-(5-(1-¥2HL L3 )-1,3,4-ME -2 Ik e (7.5g) N, N-—
F LS ML E (0. 5g) A1 (R)-0-Z Be 2tk R (7. 1) £ & H e (150m1) F IR &0 i
I3 C AR i (11 19g) i T U B (26m1) I VR 1 S ST A P 1 /NS o %F
IR VI BEAT #UE , /£ 58N A R I 13 2R E W B L RE AT E AR e 24k, 15 2
10. 0g = [ A4 DR ) P Fb =B T S AAR IRITR 5420 o

[0582]  HEXFHR AR - AF X ik A AR LFTHPLCLE R 42.46:42. 11 JF 1 :m/z : 384(M+1)
[0583] {40 b iR FraRA ) P AR XTI a4 (10g ) 7E FR B (25m1 ) b 15 2P TF I WL
7E25°C R I MR A HE0 . 5/, 43 BIVTTE YD 4% B AR b€, R B (5m1) iS5 ¥E iR s 0F
{EIRE AR (5g) BiF T HEE (15m1) FP o BiFR0 . 5N, e 1S B[ 44 . T4 [E 44, 15313 . 8gldl 44
PRETHE XTI A AR -2 P8 & AR IR AR -1,

[0584]  HEXF MR -2 JEXF AR -1 HPLCEL Z2°5599.5:0.5, Jii il :m/z : 384 (M+1) . NMR
(CDC13)6:1.79-1.81(d,3H),2.23(s,3H),5.96(s,1H),6.29-6.33(q,1H),7.55-7.58(m,
1H),7.76-7.80(m,1H),7.91-7.93(d,1H),8.01-8.04(d,1H).

[0585]  SEXFHIAAR -2 JE XTI AR -1 (R P87 HPLCEL 22521 .23:56. 35.

[0586]  J5iiif:m/z:384(M+1).

[0587]  T—5°C a0 Bl FRAFI T 20 A E A i S AR -2 (3. 8g ) I i T B (40ml ) , [A] )¢
MR A INKOH(1 . 1g¥Ei# T 4m17K) « T-5°C N R S MR A W FE 2 /N o 28 R 77 2N
R ERIKVE N S LR A W pHAEL TR 19 B4 225 2 7] o F & FF 52 (100m 1 ) ZEEX24% K5 FF 1
AHLZE AR S NETIRIR Bt )2 B T 28K 43 312 1g FPE2E I RouS il = A 44
HPLCHF- P4 2 99.11% o

[0588] NMR(CDC13)8:1.42-1.6(d,3H),5.19-5.24(q,1H),7.45-7.48(m,1H),7.86-7.91
(m,1H),8.13-8.15(d,1H),8.54(bs,1H),8.77-8.78(d, 1H) Fiif :m/z: 208 (M+1) [a]D25=+
15.33°(c 0.5,CHCl3)

[0589]  JD4R-2: (R)-2—(5—F il J Sl B FH -1, 3, 4T —Ik—2—Ji ) L g

[0590]  F-10°C Fm (R)-2-[5-(1-§3L-2,3)~1,3,4-1E —m—2-FL iz (2. 0g) FI =2,
i (4.18ml)7E S F e (100ml) W VR AW a4 In R il =0 (1. 6g) « T-10°C NI R BIR &
YIS LN G A K A K SORE, 73 B 45 /2 o -l S8R S BUKE & AL Z
P IR S N KB TR Bt 5 FKTS UG FE S T &K 13312, 4¢(87% ) ik &4 , HPLCH]
FIESE S H98.66% .
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[0591] it .m/z:286(M+1)

[0592]  #i| 4545110 : MD-FL 12 FF BE 3] (R)—2-[ 5 (1 - Al 3k 28k 3 (nosy 1) 83— 2,38 ) -1,
3, 4-1HE -2 JE itk

[0593]  JBuE—1.R—-2-(H ] Fk— — R LR fe k030 ) TR BRI A ol %

[0594]  T-80°C FIFR—2- (U] H— - FF Lk be ik AU ) TR G HR I (41 7g) R (144g) 75 1
(400m1) W VR &I FEA /NS o 28 RV A3 2R 1 Kz M 5K (150mL) b, 2
B2 B6 (800m1 ) ZEHX 20K o A AL 2 FHERER BN -1 , FE L F 2K, 15 B E B Z 1417 g%
REFREL A o

[0595] il :m/z: (M+1)219.2, FIFHIGCZE1L : 76.48% (RT-14.14)

[0596] D UR-2 . R-MEHE-2-F BN —[ 2-GRUT J—— FF Flreb e ik Al 6 ) PRI 6 Tk JF 9% 1) %
[0597]  T-0°CE5CHIEE NAE0. 5/ P ] 2-mL g B R (258g ) JR-2- (LT - — FF Lk
S AU ) TR BRI (415¢) FEDMF (1000m1 ) W VR S 9) Hh s INEDCER R 1 (5468 ) , 42245 ¥ JINN-
FR RIS IR (418m1) o — RS HHOBL (29g) o F3 ZMAR INDME (245m1 ) o T-25°C 4% BT S B i HE
2/NB] o HiFE T R R NR A IR K (T000m] ) 1, FH 2, B8 2. 185 (4000m1 ) ZEER 20K 55 T (1A
HUZ FIRRER AN T8, B 25 W4, 13 51602g (72 28 98 % ) B IR I b AL 54 o

[0598]  Jiif:m/z(M+H):325.2,

[0599]  JDI%-3:R-2-{5-[1-(HUT - F L RE b st 3L ) 2.9 11, 3, 418 -2 ity
W 1) il £

[0600]  Jiit P K7 (I R-ML g -2 FF BRN" — [ 2— CGRUT i~ — H S ek e 228 A 22 ) T I8 22 1 B
(600g) 155 R 771 (448 ) £ETHF (1800m1 ) H1 ) VR & M 151 3 16 /NI o {58 s S VEE 5 09/ 1 22 25
C, R T BN ER UK TR P R U366 17K 3000m L il %) h SR A 2R 2.
15 (2000m1 ) ZEEL 20K o« 44 FE A HLE 7K (2000m1 )i 5%, FIBR RSN T AE B4 F 28R
BLZ, 3 31570g(95. 3% ) EHOIR AR AR 54 -

[0601] i :m/z(M+H) :322. 2, B HGCHAT 44k : 89.68% (RT28.80)

[0602]  JDBR-4.R-1-(5-MEhE-2-JE-[1,3,4 Mg Me—2-J ) 2, FE (1) fhill %

[0603]  f3#F N T-32°ClalR-2—{5-[ 1-(FUT 2k — ARk e 0k ) -2 38 1-1, 3, 4 -1 -
2—JE L WE (568g) 7E i (1800m1 ) W FVR A W) Hh — I T b 73S N 2N SR B2 /K VA (1800m1 ) o 4k
FELO/NET o FiEE T S BLVR A BN Tk B BN 7K A (TR 5 56 0 g ik B BN i T 1800m 1 /K 1
HE) T EANE KRR (1000m]) ZKEL 20K -4 3R A HLE IR R T
B, W 4E 1324002 [FA , il 1t £E 2,18 2, 185 (400m1 ) Hh B¢ I3k 98 i /52 v v iy B AT 44k
1322308 [ AR AR R G4 77 2263 % o
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TRREBREE(2m]) o T-10°C TR R SR S 305 B o T 40 °C T [A] R SLIR A AR A
fit T S S (26m1) B BB-1779 (1.5g) o T-40°CIRFE R, I BT I MR A B HE 3 /N
ININ= 20 (5m ), T30 °C N Ht bk — 7 o 18 BN VL A B S AN 7K P ¥ (20m 1) HH g ¥ KRR
REW, RAYH &R 5E(50ml) FEE 2K G FH A HLZE FNaaSOs T4, /£ 25 F 28
KL ASFFL =, R R E R BEAT 4k (Cobe 12 % TR ER ) , 1331 1. 2g (80 % ) - [& 4R )
=274

[0670]  MS=(m/z)=973.4(M")

[0671]  JDHR-3:(11S,21R) -3~ vif e A AL 11, 12- XU 5 -6 -0-FF L -3 X-12, 11~
(B R F-[E-N-[ 1-(5-HEmE-2-FE—1,3, 4 —Mk—2-FL)—(RS)-Z A JE TR Bk L 1 R L ) 41
FRAN %

[0672]  F-30°C T, FEN R H 4 S i (20m 1) H (2 R =274 (1. 2¢) FHT0 %6 HE—Ek g V5 VL
(0.2m1)VRAWVIBEFE2/INIT o 8 ISR SNV (10m1) BB A9 — S BE (50m1 ) R 2

66



CN 105669803 A w Bg B 56/63 7

R I AHLE BRI AN T8 £ 52N 280K, 13 2R 7 4« A IR BT JZ i (FECHC L8
113 % MeOH) ZEALiZ A0 ), 43 210 . 7g (59 % ) K 1 1 [El A4 IR I B4k S 40 o

[0673]  HPLCHr+ WoniB A WAL T44.97(FE21 . 4253 B Ak ) F152. 09 (£E25. 2543 B b ) (I L
B M.p. =135-137°C ,MS=(m/z) =859.3(M")

[0674] St f5132:

[0675]  (11S,21R)-3—fi vafi B HE-11, 12- AUt 48, —6—-0—FF L3488 -12, 1 1-{ S P dt-
[B-N-[1-(5-thg-2-3E~1,3, 41 ik-2-FL ) —(R) - 258 3k 1R KL 130 B 3 ) 40 B AR &
2

[0676]  ZEA# FIVMC—-ODS—AKE ¥ il £ BUHPLCH o SEHE5 31 73 B[ 0 . g AR X ik S i) 4 TR &
MIAT 8, AR 50 . 05 L B 2 P - 215 (60 : 4006 ) R B0 AHTE 5 2 pH 7, ik
N18ml /4B, UV I (7R3 K 215nmAk )

[0677]  DIAREERT[A)21 . 39FR1Fh5 ik &4 (HPLCAL & H93.20% ) ,M.p. =140-142°C ,MS=
(m/z) =860.1(M+1)

[0678]  SEjifh33:

[0679]  (11S,21R) -3 sadi EMEIE-11, 12— S —6-0-FF 32 8-12, L 1-{ S R -
[E-N-[1-(5-tmg-2-3E~1,3, 418 Hk-2-3E )~ (S) -2 58 5k 1R KL 10 38 ) L B AR &
=

[0680] >R FHAHIA IHPLCA& 1, LA LR B I (1] 25 . 1145 B bR @4k A #) (HPLCAL 98.52% ) ,
M.p.=128-130°C,MS=(m/z)=860.1(M+1) .

[0681] "I~ [ Fity S Jith 491 e 0k R FH S Ja 491 3 1 1) 2 3 LA FHRH 2 AN B A IR RAU AR I
%U%%U%EHPLC%%#XT@WK@ Wi il 4% o

[0682]
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[0683]
2 e 19 . & EE Mp(‘C) | it %
5 (M+1)
34
220-221 |842.9
35 (RS)-2-[5-(1- & - &
| 216-218 |8429
Sy S R - 3 L b b
36
118-120 | 842.9
37 NS N= (R8)-2-[3~(1- & - 4
HCy AL }J} o | 116-117 | 843.9
FE) S IR 5 L T g
38
241-243 |843.9
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[0684]
39 N=9 N=
HC A k} 121-123 | 843.9
40
‘ 210-212 | 842.9
(RS)-2-[3-(1- ] - &
41 o) W - SR Ttk g
138-140 | 842.9
42 112-114
‘ 857.0
(RS)-2-[3-(1- & - A
43 Foy RS- FL e [ 174-176
857.0
44
173-175 | 861.1
RS)-[5-(1- # - &
45 N’N>_< ( )[ ( "
H.C, (‘\ \ H)-1,3,4- 0 — M2~ [ 204-206 | 861.1
. R
46 N~
Hcf\H 170-172 | 861.1
47 W
HeC 'Q‘{N%”Hz | | 164-166 |875.0
(RS)-2- 5L " K 47 e
48 B E-5-5-(1-1R- &
HC:L)\ @ & ) 170-172 | 875.1
%)'1;374'%:@“2'
49 NN S TutE e
Hg-&f'\?_Q“”z . 138-140 | 875.1
50 NN~ (RS)-[5-(1- L - &
Hscvrﬂ?_( 206-208 | 861.1
' o )-1,3.4- W = W 2
51 LN
HC J:J\Q_Q - 178-180 | 861.1
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[0685]

52 N’N

HCYL 206-208 | 861.1
53 NN = (RS)-2-[5-(1- ¥ - 2,
HsCfLoF@

HE)-1,3,4-T8 — pg 2. | 120-122 | 843.1

etk we

[0686]  FHT~ffill % <& it 451 -3 31 B AR T7 i -

[0687]  (11S,21R) -3~/ sudi EMEIE-11, 12— A —6-0—FF -3 8-12, L 1-{ S R -
[E-N-[1-(5-NEmE-2-FE~1,3,4-18E Mk—2-J)—(S)~Z 5L R IRIE ] W FF 3 L B 2R

[0688]  DHE-1:(11S,21R) -3~ i PiEMEFE 11, 12- R 4 —6-0-F F-2" - 0-= 2 F F it
Bedk—12, [1-{E BRI -[E-N-[ 1-(5-HLmg-2-3E-1,3,4-1E ~I—2-3L)—(S) -2\ I TR HE ]
MR LD B AR i &

[0689]  T-30°C T A HHEHT (11S, 21R) -3t i E FlE 11, 12— XUl -6 -0—-F1 -2" —0-
=LA AR 12, 11- {5 - [E-(N-F 0k SRR IR 1 L} D B 3A(35. 0g) VA fiR T FF R
(350m1 ) F¥A TR - MR AR N 18— —6-T8K (1. 96 g ) FEAE IR INABU T BEHH (5. 6) o FFiZ I (A ) 27
AR L0 B, 43 BV FE VAR o T30 CUR T [aa) G 0 A I AR A (R) =2 (5= (1= 1
SRR AL -2 3 ) -1, 3,48 k-2 JL ) kg (19. 4g, B H 2 -D-FLIRER il & ) E B i
2R (T0ml) o T-30°C T ¥ RLTR AW #3078 o U TLC R AN AR LR M4 56 A S AL, FH3 %6 &
Az KA TR (200m1 ) R S BV Ao (TLCR G : Tt LR O BR: —FF fe5:5:2) GRS
Y2 15 (250m1) ZEEL2IR G4 FF A HLZ - KTE ¥E , FNaoSOs )8, FEH 2 T 28K
R RNATg R EYUHIR B9, 4 T — 2 & B

[0690]  JiilE (M+) =975.4 ,HPLC=AL22 4l =73.7% , EXT R A AL [ =99.42% o
[0691]  JDEE-2:(11S,21R) -3 o f R 11, 12- XU 4 -6 -0-F JE-3-4H -2 -0-=
CAEREE AR -12, 11— { B R - [E-N-[ 1 - (5t WE-2-JE-1, 3, 4-ME -2 ) —(S) -2 5 2 ]
FRREL 1 R I ) 2 B AN %

[0692]  T--20°C#£-15C T [ & FEIMIN-SACHR B W Ik (18.02g) A T & HF bt
(180m 1) VAR P N — R EBRAE (11 . 2m1) o T-20 C 2~ 15 C NI R SR AW HE307 Bt
T-50C 2 -40°C T MR R 2R (46 . Tg) G i T — & F £ (300m1) I ¥4 VL H s
IS RBLVR A - T-40°C 22 -35"C IR 4 P43 I MR S FE 3/ sy o T-40° C R i =
L% (15.6m1) , T-30°C T i de 2 R SLRA W R WG e T 1 SR AW IR B
(880m1) , £ ¥ N0 . SNEFEALAAZKIE T (410m1 ) o E30 - BRI HHE 7 » 73 B8 %52 - kiR K
(410m1)F7E FHEL KR (410m1 )iE 5 « A HLZ FNaaSO -8, fE 523 B 28K, 13 51149g 5 11
WA, EF AWK H AT TP R M.

[0693]  J5iitE (M+)=973.3,HPLC=4L244li fF =79.35% , P4 [F=97.82%,

[0694]  BUE-3:(11S,21R)-3-Mi wi i EREFE 11, 12- XU 45 -6-0-F FE 34 fX-12, 11~
{BERIE-[E-N-[1-(5-TLmE-2-3E~1,3, 4188 Me—2—JL ) —(S) -2 A 3k 1R RS 1 F 0 1 40 5
AN &
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[0695]  T-30°C K BR-27" ¥ (48g) FI2NER B /K IR (50m1 ) 7E £ i (125m1) H TR 54
PEREA/NEE o FHZK (300m 1) #65 RS Z 08 15 I 4L i, AR T CRUEE TE RS TR £ 4
125m AR AR AT oA R BVR SV A1 2225°C, 4R .16 (150m 1) 2 HL K 7K J2 AR R B 7K
VAR (100m1, 18 % w/v) Tt o 1 B V73 FH R 2. 15 (250m 1) ZEEL 29k 5 H HLZ H K
(150m1 )5 ¥ , B 25 W45 , 15 B 42g e A Cay IR L = 1030 oA FIIEL 2.8 (40°C , 84m1 ) 4Eifk . T
10°C N B3 B I CAIE o B B JE 19 VA 20 R0 2B (10m 1) VG He 20K o T [EMA , 15322, 3g ¥k ¥
R, =B ERm R N52% .

[0696] 5l (M+)=859.3,HPLCAL 2241 [ = 96.48% ,M.p. =135-137°C.

(06971 "I~ [H] Fi SEZ Jita 451 A2k 300 ek R FH 2 il 91 3.3 v 853 1) T v 3 LA FH 2% 1 AR 174 o0 oz (149
Fil 2 2R M 2 (nosy 1) BEER 3 Y T R I 2 AL i i 4%«

K Y
i §\§{}‘_ E\-gu“..

?\*i 8 3
3 & \n’ }\\\\\§
RIS
j--“ & {}x\\\{

\
[0698] "’im{ “‘*g T,

o ;\E gi‘ .

& TR
R i
e
N
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[0699]
SIE it {41 ) . fil & Ul ke Mp(C | it =
5 Yy (M+1)
] “!,fN\>_Q (R)2-R T R IEBIER
BILS NN, | BE-6[5-(1- TR | 197-2
$E- 7, HE)-1,3,4-E W | 00 s
2-FE Ttk i
55 (8)-2-# T A HH AR
f\ >_Q H-6-[5-(1- P EE WA | 205-2 675 1
Se- 7 H-1,3,4-1 | 07
-2- |tk i
36 ho J.ﬁ: (R)-3-F T A B
| NH, | BES(L-RHEERTR R | 2422 |
R -2 41,341 | 44 8740
57 o le:\ o) (R)-2- 1 4 4L -6-[5-(1- |
"on A FEOR B B A - 2 | 168-1
HE)-1,3,4-10E 2B | 70 #1640
HEE P
58| RS NS N | (R)-3-[2-(1- X
~ N7 = 1721 |
ik Pk A - & B )W O - 5- 4 843.1
]
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[0700]
59 N-O = (R)-2- LT 2 AL Bl A 2
Hscf‘e 7\t
TN, | FE-6-[3-(1-X A R | 170-1 —
TSR - 23 ) SR -5 | 72 '
Stk e
60 N P R)-4- A -2-[5-(1-
< N 150-1 o
WS WS DURPERBBAUE-Z ) T | 8760
) B2 L |
61 oH N”N (RS)-2-[5-(2- LT K= | 96-10 _
f\ R 876.0
R R AL -1 | 5
62 oH N-No = LR TE WL AR - &
'S‘>—<\N> o | 98-10
) FEy-1,3,4-T88 2B 876.0
8
L I
63 CH, N’N 140-1
L:H\ 874.0
44
5 S (RS)-2-[5-(1- %} fily Kt 2
~ NN N 206-2
1 KQ_(\“} BAESE- W A) T  T870
M- 2 B i
65 =\ 186-1
\ 4 874.0
88
[0701] AWt 98 07 AL YETE
[0702] ZIKEED%%A%E’WMWH;I
[0703]  J83d 1k HE By CLS T B A BRI I 58 s AR R IR JEE (MIC) 5 T VPAN A8 R BHAL A P )

PG Tl M L ER RN R E SN EREAHE AT NG (FEPA A
(Difco) ) FAZ#)—F1l (Muel ler-Hinton) #5355 (48Rt A m] (Difco) ) o 73 7l 5 %6 482 I
FI S - W B A FH DA 3% 7 B BR G RN i 28 BR R, A I 20 8% 1 A0 A0 B i R M A A% T TR
(NAD) #h 78 A2 81— 3 5 R FH DA RS 97 300 80 I AFF 1 o FH b i) AR 3B 37K (pH 7. 2) % — 3% 37
W R 4 e 4 A L% FE 5 X 10°-107CFU/m, I8 il 8% (FFRIIK 2 4 Fh 2% (Denley s
multipoint inoculator) , 5[ )} & 41 T B IFIBERAR 76 & A 25 P BT 7 224 — 7 1
BEREAR b o B A M B Ph E 290 10 CRU/ 1 AR AE 37 'C N 8557 1 8/NIF JMI C G AR R e ) 11
S8 S DU N H B NG BT WA A K BRI S

[0704] A ] 9 P 5 M X e 2 T A K MICAEAE 2490 0070 . 25meg/m1 (fiti ¢ BE K TR
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HURTE PR, ZRIE ZEMIC=0.007-0.015mcg/m1).0.007-2.0meg/ml (i 48 BE 3R B me L Ik , T2
FIEZEMIC=0.015-1.0mcg/ml)~0.007-2.0mcg/ml (Jiti 4 B ER B ermb B bk , TP B ZEMIC=
0.007-0.50mcg/ml).0.12->16mcg/ml (il # BEBK B 3773, — Pl /K F-ermb I BRIk , 22 4 85
ZMIC=4.0mcg/ml).0.12->16mcg/ml (BRI FEERTEH 3530, — &1 7K “Fermb i) B8 k% , 2= F %
ZMIC=16.0mcg/ml).1-8mcg/m1 (/MG M AT H , = A FHEMIC=4.0-8.0mcg/ml) »
[0705] AR A4k &0 4 N VRAN

[0706] 3ok Al B i N JER % (5 X 107—1 X 108CFU/ R ) Jiti 78 BEBR 15 377311 /N 4. (6 H/INER, /571
) DRSS T A 8 EDso » BH L PEA A8 2 IR AL A P A4 P 7 3R o AE IR S S 1) L/ N AT
AN 45 T 2R E AR AL BRI RPN R ALETR , B & FE A S5 B 5
R EEDs0 (1R 3750 % SZ IR G/ N R AU ED .

[0707]  S5ZRFIE & (EDso="75-100mg/Kg) AHLL , A% AL AW b I B8 AL B A/ N &
TNER O A BEBR TR 37T 3G AR R T IRYT 2 (EDso=6. 25-50mg/Kg)
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