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OH
D70HO Cat.
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PG1 H

1 2

A, PGLE H HL R3S R AU B A - — R 05 F R oo AU e i b A — B, Cat . 0D
ML,

RN IR

IR ATE YL NI L S H A] Tl , RIS & 42,

2 MRAEBCRE R LFTIR R 2, 5- b be — B B & Bl 7 725, FLRFAEAE T

Horb, BTk in& #4675 Pt /C.Pd/C Raney Ni.Rh/C.Ru/C.#iftPt/C. i kPd/C. Fitk
Rh/C BiifbRu/C. 1 HMoS, B f1 B AN -Mo - SH AL — Fh el 2 Fif

3 ARAEBRIE R VPR R 2, 5- b be — B B 5 Rl 7 2%, FLRFAEAE T

Horpr P IRVAE S N TR EAT S BT s S Dy — Al 22 o o I

4 AR EL SR LR K2, 5- Mg b — FR B (1) A O 7, LR EAE T
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BRI Tk B B 7KV L Tk B S 7KV R i R L B /K VA T — £ Jie \ DMSO L S A A K s
S A RIS BRI~ LR /KT F BR B 4 B8 HH (P AT i — ol

5. MRAE BRI E R LFTIR R 2, 5- b be — B B & Bl 7 2%, FLRFAEAE T

Horb B BR L) S MR FER50°C -200°C s

6. MRAR BRI EL R L IR R 2, 5- b i be — FF B & BT V8%, FLRREAE T

Forp SR BR1 P H, A2 4670 N0 . IMpa- 1Mpa.

7.— %2, 5-MEng b = EEATAE VI A TV AR T, ST RE RN

OH
D*CHO Cat. \p—/
oHc” N H, HE N
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o, PG23dE H RUT Bk S  FE A At Bl 4 RS R AT = — i, Cat O INEEAL T,

RN BRUNR -
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Horb, BTl in& #4675 Pt /C.Pd/C Raney Ni.Rh/C.Ru/C.HiftPt/C.HifkPd/C. Fitk
Rh/C.BiifbRu/C 51 HMoS, B f1 B AN -Mo - SHH AL — Fh el 2 Fif

9 . MRIEAURE SR 7R 1) 2, 5- i e — HBERT AV & 7 1%, FAFEAE T,

Horpr, P BRatt [ N TR HEAT S BT s S g — Al 22 o v I

10 AR YERRELR 7R IR 192, 5- I Joe — FE RS AT AE M0 & B 6, FUREAE T
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—2,5-MErg e — REE R AATEMN &G R &

BRARGE
(00011 AJ B BP KA L& AT, FARSY K — 2, 5- g be — F i S AT AW & s
e

EREA

[0002]  2,5-Mtng ke — F I J HATTAE )2 — s WL 2500 7 i B, WTLUAE Z2 Fh ) &
AT AR A A B N o AR HE SCRRHRIE 5 2, 5 - IEE R g — I T DLAE G R AR 25 2 AT B 1
BE— P IMEEERE (Streptococus faecalis) PL X EHEHOMERE (Micrococcus
aureus) ¥ R IF R KR 29 Gea1) s 2 EBIK AR A H—F&H2,5- Mgk —
B B vl M e B ME B ATP 35 4 P IR mTOR A 1155 (b &1 1) 5 iz 4050 m] LLgE T8
I C0HE LR LE N I 22 Pl

[0003]

WwED 1 %Amn
[0004]  b4h,2,5-MER& kg — H EE A 2 — PG B AL & W0 B S R A, 38 AT DL I
NIRRT ERE B — RPN BB IMEY) -
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HO N —— » MsO h! ,ﬂ
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5= |
[0006]  FEIAHIA,2,5- Mg e — H i — it T T T TR R ) 7 V56 B
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[0007]

Boc

1M

[0008] 3T 01 97 33— 77 THT 4 1T 06 SRk LA S 45 49 2 7 A, % — D T o
Jeb 43 P T, AN 2 45 T 7 K I 7 8, L 4 7 A B 26 1) 4
SRR K T 85 58 S A B /K 75 SR T BOSEAT AR L5 PRI X it —
S IAE 77 AR o

(00091 SR ITLFFRHY Iy v L 5 B4 25 50, i Rl T NI 9T 1 72 S TR kvt
P S , S 32 0 TS 4 5 1 750 92 5 I R S B L 2, 5 PSR A
SR U L O il 6 10 2 B 00 P R0 BT 31, WA 7 A K 1 )
=/

REARE

[0010] A HIR N 1R L (m) @ iy BEAT (1, B (0L T 0 — Rlvm ot A 5 &l 4
(K] —Fh2, 5- M o — P I S AT ARV 5 T i

(00111 ERARFAMEH, 5 W AASC TR, LT € SO

[0012]  FEASC AR B A FI R AR TS “Bfigh”™ Mk SCERAFE L FLmT DL AR A RS 1645 22 20 i il S
R AR S LR T 3 9 A RT DA K P s AR 2 1) A T AT VR 6 o AR 75 22
FTCLAERERE S R 7 ZEEAT FE b S NV IEAT VR & ] 0, 330 (O SR TR OF AN 32 AR5 3 R A 451
dnal OHURCRERE , ROCERU A IO R 34T B«

[0013]  FEASCH BT IR ALP t/ COy— R 3t 7 23 (KT Pt/ CAEAG 5, B AIE a8 1) i 95 5 72k
UNTR RS 5 R N B BRVE T BERE — E I TA), BRI & A P T AV (Pt C L7
W0 > ARBEBERE— I 8], IR T (U S AR 2 R R L PP L AR L 4 R IR e 4
FERIE BRA R LI Sk PR Wy e AT AR W BRI s W S ST A W) AR i b — e IS
[, PN Y VAL, HEE— € I 8] Jm A 9 pHE 228~ 10, i , B AR B 45

[0014]  FEASCH BT R I ALPd/ COy — il 3B 7 23 (¥ P/ CAEAR 51, B0 a8 1) i 95 5 92k
APt/ CHZEL, XX B AAE T8 H & A PAE 5B A& A PLE T BV .

[0015]  FEASCH BT R RI AR/ COy — iS5 7 53 (KT R/ CAEAR 511, I8 a8 1) i 955 92
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APt/ CAHZEL, X B AAE T8 H & A RulE 5B A& A PLE T BV .
[0016]  FEASH BT KR AR/ COy — il 3B 7 23 (KU R/ CAEAL 51, I8 i 1) i 95 5 92k
APt/ CHZEL, DX B A AE T8 HI & A RhE 5B A& AP T BV .
[0017]  AJ B3R ML 7 —Fh2, 5- ML ke — H IR IR & T i, BA XA RAAE , B 7 RE X

N
OH
D_CHO Cat. \/D_/
e
[0018] oHc” N H, HO N

PG1

1 2
[0019] =, PGLAE F HL 28 RS L — R R B R AR R R AT B —Fl, Cat.
N INE ],
[0020]  Je AP BRANE
[0021]  BERL, LG YL IS MEAGTRILL S H A B 4 i, BIAS 40542,
[0022]  FEAKBHSEHLRT2, 5- Mg e — R ) & TR, 36 0] DL XA RHE : o
N4k 75 Pt /C.Pd/C.Raney Ni.Rh/C.Ru/C.HiftPt/C.iifk.Pd/C.HifkRh/C HHiftbRu/C.
138 HIMoS, 5] F1 3R INT -Mo - SH AT 2 — Ak 2 i
[0023]  FEAKBHSEHLRT2, 5- bR ke — R ) & T, 38 0] DLEAA XA RHE : o
IR SIS i AT , IS GREAY Jy— Fhal 22 P A , 1016 D9 C1 - CLOMR) v A , B Afe ik
O BE O BE RN EE S B IR T B BCT B R R EE L I OB IR BRRE L IR ¢ I | 1E FBE
BIE 2SI R TR — PP E Z Fh
[0024]  FEAKBHSEHLRT2, 5- bR ke — R 1) & TV, 38 0] DL XA RHAE : o
TEL BRI SRR A B NG 5 8 0550 B A B A T R A B 7K T R Tk B BN 7K T L TR R
B K VAT B TR S A 7 T S R PR S A /K VA W = £ i W DMSO L &L B A B 7K TR 0 - SR A K
SR IR IK IR ~ LR K VTR IR B B AR — ol
[0025]  FEACKBHHEALRT2, 5- bR ot — FHEE 1) & BT 6, 10 v LR IX AL RHE - 3
FEAG IR LR, AR IR R I & 9 e B E AR AR 10596 -5%
[0026]  FEAKBHSEALRT2, 5- bR ot — R 1) & TR, 10 v LR XA RHE - 3
IR RN iR R150°C -200°C o
[0027]  FEAKBHSEHLR2, 5- bR e — R ) & TV, 36 0] DL XA RHE : o
AR, H A2 4573 540 . IMpa- 1Mpa.
[0028]  FEAKBHHEHLRT2, 5- bR ot — R 1) & TV, 36 v LA XA RHAE : o
TEA BRI, A AT NPL/CPd/C\Rh/C Ru/CH AT —Fh, ) Sl 50°C -120°C L H,
[FIREE 45 43 M0 . 1Mpa-0. SMpa , I8 J0 7 A B AL B4 7K 95 8 B A0 4 7K 945 7 DMSO « FF R 7K ¥ V7R
LK P IR L R AT —
[0029]  FEAKBHSEHLRT2, 5- bR ke — R 1) & TV, 36 0] DLEAA XA RHE : o
(ES IR, INE AT A BRALP t/C AP /C B ALRE/CL B AERU/C 13 5o, Bk £ % 2
Ni-Mo-SH AT R —Ff, IR BE H50°C - 150°C L Hy M AZ LG 43 240 . IMpa-0.. 6Mpa, 8 N5 A
H R KAWL~ TR 7K VST F R B LR AT 3= — Fob
[0030]  FEACKBHHEHLRT2, 5- bR ke — R 1) & TR, 16 0] LA XA RHE : o
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BRI, IS AL WRaney Ni, )R B 950°C-180°C, H, K #2465 73 i 90 . 1Mpa-
0. OMpa, 78 JIFF g B P B 7KV VR« Tk TR /K V8 VL IR TR S AN /K VL B R S B /K VA R . = &
i RN T SR A TR A b
[0031] A BHIEHEAL T —Fh2, 5- Mk for — W AT A0 & B VE R, AT DR SR R 4
(Y- INVIYE S WE

OH
D*CHO Cat. \p—/
—_——
[0032] onc” N H, HO N

\

PG2 PG2

3 4
[0033]  x(rfv, PG2ik H AT B AL  F R B B 2 SR AL T (AR 2 — T, Cat . I EAL
7,
[0034]  J A BRUNE -
[0035]  JD4Ra, M4k 5403 NG MEAL 77 LA SCH, AH BB fi , BIASAL S 404
[0036]  FEA K WISRHBEATI2, 5- ML ke — F AT AR & BT VR, 38 W] BLRCE IX A (R
i« Hodb, &AL 77 APt /C.Pd/C Raney Ni.Rh/C.Ru/C.HifkPt/C HiiftPd/C HifkRh/C.
fitAtRu/C £ Mo, 5 5 3N -Mo - SHH T R — Fhal 2 Fofr
[0037]  EA K WISRBEAT2, 5- ML ke — F REAT IR & BT VR, 38 W] BLRCR IXAE (R Ry
ik s Herpr, 2D BRaf S NS FRdE AT, S LA 9 — Fh el 2 M ANEE , L 9 C1-CLOR g AN
W, B AL I MO F I L B IE TR S S PRI I T I B0 T RS IR R S IE RS IE BRI L IE
W | 1E E 7 B E S0 o R — FhER A
[0038]  FEA K WISRHBEAI2, 5- ML ke — H AT E VIR & BT VE T, 38 W] LR IXAE 1 Ry
fiE: Jor, FE 5 BRarh SV INAT S D07 8 DN FR) 9 B AL S A R B A A I V8 T Tk TR B0 7K Vs
BB BR A K VA VR B R S B 7KV VI Bk R L B /K AR = 2 Ji  DMSO L AL AR T LR
PRI IR KV L R7KVE I F R B IR PP (R AR R — b
[0039]  FEA K WISRBEAT2, 5- ML ke — F AT E IR & BT VR, 38 W] LR IXAE R
fiE : Horr, 25 BRalf) S S0 B 2950°C -200°C
[0040]  FEA K WHSRHBEAI2, 5-HEE ke — F AT E IR & BT VR T, 38 W] BLRCR IXAE (R
fiE - Ferb, D BRI H, 2 46 73 590 . 1Mpa- 1Mpa.
[0041]  FEA K WISRHBEAT2, 5- ML be — F BEAT RO R & BT VR, 38 W] BLRCR IXAE (1
fiE: o, 22 BRarh, INEMEAL T 9P L/CLPA/C Rh/C Ru/CH AT R — Filt, S B2 B2 50°C -
120°C, H,H2 46 73 1 0. IMpa-0. SMpa, 7% A A B A AN A I Bt A6 B/ 759 - DMSO IR
IKVEWR - CTRAK T PR EL LR AR R —
[0042]  FEA K WISRBEAT2, 5-HES ke — F AT VIR & BT VR T, 38 W] BLRCE IXAE (0
fiE : Forr, 7020 Barh, AU AL TN BRAEP t/C B AP/ C iR ALRR/C B Ak Ru/C. 3 BMoSS,
B F1 B FINT -Mo- S AT & —Fh, ) SLIELFE 50°C - 150°C , H ¥ 2 46 43 F M0 . 1Mpa-0. 6Mpa,
PRGN TP R KVE VL SRR KVE T TP R B TR P AR R — b
[0043]  FEA K WISRBEAT2, 5- ML ke — F AT RV & BT VE T, 38 W] BLRCE IXAE (1
fiE s Horpr, 7620 Bark, N AL NRaney Ni, R SR A50°C -180°C , H 1 A2 45 N
0. IMpa-0.9Mpa., ¥ J17) 9 Bk PR AN A VA VR Tk T A /A VA VR Tk T S A 7K VA R < R TR S B /K VA
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W = R A BRI T S E A KSR A AT B —Fh

[0044] R BHE 5 R50R

[0045] AR FEA A BH BT Je 192, 5- b be — FF B (1) 5 B 5 ¥ R ORBE FH 12, 5- — FR RS IE ngg
N RSSO B, 358 FH TR e B I EHE AT, BT CA , AR B AT DA — 2008 i s Ui R i A3 32, 5 -
ML Jot — F R, A5 RS AR T AR = A

[00d6] R4 A B i S ()2, 5- kg ot — FR BERT AE WD & RO 3%, B IE TN A AR
PR 2, 5- A RIS AT AR O RN R A OB, 1B TR B ISR TR BT A, A B RT
PL— 518 R i SR A5 512, 5- itk e — PR R 2RAT AR, A R AR T AR PR AR .

BRI

[0047] Ry [ A A K B SEILIIHE AR F B OUERHIE AR E B S5 ThA S T E T#E, LA R 45
A S A BAE BAR A

[0048]  7E NR St sl o, Bl J i 4% JEORHER S5 v B AR S T T

[0049]  7E FIRSZHEfH , BRALPt/CI & ik -

[0050] K5 153 1 % Hn N 3120mL i) 2mo 1 /LA RS RIS W P , 7E80°C FHit £ 1h, A 20mL
0.015g/mLEIPtCL, /K, 2k BEHEHE3h G BRI £ 40°C , I ImLFRFE 2 BT, i H 1 0min 5
HIN15mL36 % Ft) Y B VAW, T 4E30min , i M 1mo1 /LAY NaOH K ¥4 ¥k Z 44 ZpHAE (E8-92 [a] , JF
TRE80°C , INEHFE2h, I8, B 44, 255 /K PEdk, 80°C F g, RIS .

[0051]  7E R SLjifsl 51 Mo, (1 il 4% 77 VAN N - K F S AR BRI K DU i AR EH R
FRAE I 0 vy -ALO IS, S IR IR 12h, £E300 C A/ UR T Rske4h
HIFC

[0052]  7E NiRSZHE )b, Pt/CHEAL T S PLE N5 %, T .

[0053]  7E FiRsZjifsl b , Pd/CHEAL K S PAE N % , T

[0054] 78 iR SZiE e, Al afi3asy B @Ak & 24 5 LL KBoc

[0055] R fs o7 fill 46 #5321, BARH [ B 7 7% 5 Ja Ab B 5 VR 38 R AU IR BR B
[0056] £ NI St 5 o , Y ANER R B /K VA AE 25 C T TEC L ) T RIS R BN 7K VA o

[0057]  <sLjitifs]1>

[0058]  —Fh2, 5Nk i ke — (1) A5 BR AT V%

[0059] At FE it 1 —Fh2, 5-Mbn r — F EEI G R i, ROV T FE R

OH
D—CHO Raney Ni \/D—/
— = -
[0060] oHc” N H, HO~”N

\

Bn

1a 2
[0061]  HAKJ B IRGNT
[0062]  Kr10gtb &) laiB fRAEA00mL LBEH , IO B B R M3, RN A 3g Raney
N1 AT OmL R R R AN K VA, B35, K v F SROBE 38 N Hl G 5 5 R NH, 28 1 F OB 28 N
H,F1 73 He 90 . 3Mpa, 110°C N 454 S 8 5h , 4 FRE 8 e i, BB, 7K, 98 e 4, peas i
JEHT, RI195.93g &2, 7 B 96 . 4% .
[0063]  <SEjifs]2>
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[0064]  —Fh2, 5-Mtmg ke — FRE AR & T i
[0065]  Asciti il it 1 —Fh2, 5- Mg e — FF I ) O SR BRI R

OH
D_CHO Raney Ni \/D_/
N . HO N
H

[0066] OHC N H;

2a 2
[0067]  HAK S SIAZBRUNE
[0068] Kt 10gtk & W2aiB fRAEA00mL LBEH , IO B B ) M 38, KX A 3g Raney
N FH1OmL VL ANB B B /K VT B 400, 0 1 R S B 38 A il 25 5, R NHL, 28 0 TR RO B8 Y
H, [ 43 M0 . 3MPa, 110°C R i 44 J S 5h, 4 FH A E 3k i, BBV, 7K , 30 ok 4, DI A
JEHT, RI1310. 1gf &2, 7 B 94.8% .
[0069]  <SEjiifs]3>
[0070] ¢ )87 sk A1 i ik
[0071]  FEASZt A , LSt 1 09 2 B, 0] e B S AR EAT T e , 3R R S H R 7 B kR
T A1 ) SR S5 ATA  F AR s R TR B s 8 2% A 38 5 S Tt A9 LA T) , N R s n & 35
3mL, FHGE 1 245 SR AN R o
[0072]  3R1 2,5-RHHg e — HI I e B 2% A 16 42
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B AR 2 RIELRE (o _
G| e I AT R CO | e (o)
(MPa)
i PUC i i 150 K-Kz;muf;j H b=
2 PUC ; 1 100 <1
3 PUC - 0.5 100 12.4
4 PUC . 0.5 50 33.5
5 PUC . 0.1 50 24.0
6 Pd/C = 0.5 100 20.3
7 fk PyC 2 0.5 100 27.5
SR
N> s 0. 100 5.4
8 MoS, :
9 Raney Ni - 0.5 100 38.2
10 PU/C iR 0.5 100 i B
[0073] 11 pc | 00 “;J‘l”i ;{‘?m’}’ 0.5 100 4138
1
12 PUC DMSO 0.5 100 44.8
13 PY/C Lo ’{’%.ﬂ.mp”k 0.5 100 614
el
14 | Ttk PUC FRE 0.5 100 41.9
| 1wt S EH ALK
I Raney N S 0. 100 72.
5 aney Ni VWL 5 8
16 Raney Ni PR 0.5 100 34.5
17 | Raney Ni 2K 0.5 100 <1
13 ” 1 iy S
18 | RaneyNi | B MS}Z%’K**‘ 0.5 100 88.2
J,J--I"' 3k N
19 | RaneyNi | ¥ mg‘;%}% 0.5 150 454
. ” 1 ghey ol
20 | Raneyni | O m’“‘%% ki 0.3 100 86.9

[0074]  pH_EZRAT AT, 448 Pt/ COMEAL TR H A U8 IR I IR, e R B, JEH 2 1
re it e T S WSCER TEAIR, 3K 2 FH T A il e e T I gt 0 B SR IR B TR R — RAVERIRL &
Vs ER AR R 9 5 WA T — BTt (H R I SR RN I T — & &1 R
(I 5 B FR = W0 B RN I LEE I8 i Btk i @il =40

[0075] 43k FHPt/CoNfREAL R ELIRT I DL FE R 9 vs It , WS 28 )i R F% 1, IX AT Be 2 oA
R4S H A5 I BB i TG IR U G B T &), IR 5 C- N 20T Bt — P Kk
A:Hof FmanyF R M T A4S BN I e 23 L AR JiR DR A 75 B2 3E— P S B i o

[0076] Y43k FHPt/CouftE AL 77 B[R i UG A0 84 B8 DMSO A s A, e 3R A F S il
IR TR T, 1X AT RE A B N B4 A B DMS O34 RE AT Pt / C R A 77150 o v 2 I T 38 ARG G S I 3
P, DALt S A5 S5 ) B 22 i B AE LR JeaxX — i i — 2 1 3.

[0077] 41k FRaney NiAfAbsf) B AN DL S A AN B BRBR BN s It , B AR A
BT BIUSCEE , IX AT BE SR & A AP AR VT DAIE 2 M5 Raney N1 [3E R4, FF HL M & R 0]
CLIEE 5 H BR =P8 2= 8 & - AW, AE — @ A2 BB S AL T 2R 72, 3R T I
ALz

[0078]  <=Ljitafhl4>

[0079]  —FhN-Boc-2,5- MLkt — H BE R & B 714

[0080]  ASEjtifs$E it —FFN-Boc-2,5- ML e — FH AR & R V5, IO i FE R R -
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OH
D—CHO Raney Ni \/D—/
— = -
[0081]  oHc” N Ha HE N

A \
Boc Boc

3a 4
[0082]  FARBIZERUNT
[0083]  3410gHk £ MI3aii #RAEA00NL Z S , I N5 5 FE JR L4 HiT, FEAK K A3 Raney
N1 AT OmL R R R BN K VAR, B 36, K v F IROBE 38 N Hl RSG5 5 R NH, 28 1 F OB 28 N
H,F1 73 He 90 . 2Mpa, 100°C N 454 S 3 5h , i FRE 8 e i, BB, 7K, 98 e 4, pead i
JEHT, BIA310. 1 B2, 70 B3R 97.5%
[0084]  <Sifils>
[0085] i i 6 - i
[0086]  fEA Sl , LSt f54 92 HR % S B SR AR HEAT T IR, SRR SRR T R R
TERH M S L2 A, TR SONE JRORE B SNz S5 A 38 65 ST 431 1R ), V8 0 AP0 1) s T 38
3mL, i 1) 45 R AR 2R .
[0087]  E2N-Boc-2,5- Mg e — FH I Jsg I 2% A i ik 42

=] L ; - = 5 ﬂ-\: 7 WiTH AE (o )
i | A = RBLEIE OO | s (94
(MPa)
I PUC i 0.2 100 332
> Pd/C . 0.2 100 36.5
3 | RaneyNi : 0.2 100 39.4
0038] 4 PYC T 0.2 100 20.0
os S A Ak H
5 PUC lw““%f.“j“w?k 0.2 100 573
e
O L
6 | mamsgry | TV 7”‘}{{ K 0.2 100 86.5
i
Hh1 - [l ! gk S
7 | Rameyni | B m’l‘ﬂz ki 0.3 110 86.0

[0089]  HiR2TI A1, 52,5 kg g — FF (1) A0 TN & S AH R ABL, 7E BARaney Nifiifh
T 5 VROl B A 7K VA VRO VS DR I 00 S e 2 e, FF HL S St 4 v iR 3R AR LG  3d Y H
A AR S I s 55 RTS8 A 5 02 3L FEE 2 A RN _E A A B JE A I Ak S ) IR TR

[0090] syt 5l 1 FH S50

[0091]  RAEA K B AT S ()2, 5- ML e — R B () A RO 725, BRUORIBE R T 2, 5- — FE L i
R BLE AR R, 3% FH T Ranry NS, W ATER B BN K IS ORI IR, BT BA, 2 K% B
A LA — 2508 R i R AR 202, 5 - s e — F I, 7 SRR T AR P2 AR

[0092] AR ¥EA K BHATES S 12, 5-MEng b — B BERT AR & 5 i Rk TN B A
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