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[ tau-tautl B.AEH (S Wl inJakesZE N ,1991) o — B AL, MIPHRAE tau s 244K 78 24 - F 3
— BRI FE, SR A T 2K taudk B & H KA I T B (Z W F1nWischiksE A,
1996a) .

[0013]  FE 44 FIPHF b (1) taulf) B 2 S5 i S B ARFE R 00, FE 45 & B 4 4k 24
WIE], B S T T 55 SR R AS Y ZEADIR 05 1], T DA W , 3 ok 52 A 4K AT g
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BET 5 20 AINET () 508 1w B I (B W nWischikE A, 2001) o B T4 45 W) 3% s 31 40
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¥, FF H IR PHRAZ O 1) B B /K A 0 1 (2 WL anWischik¥§ N, 1996b) « X RWEDIHE A
TE TG 7 BRI & P , RLFE R 2K K BRI

[0021]  Wischik% N ,2007aAFF T SMTCH G FELLKE & ) 2 LWy BEIR AL &4, AT TA]
FAAE e I 7 Bl 7R K BRI R 2540

[0022] 534, Schweiger®s N, 2005118 1 HUR 1 br 10 FR) Wy WE s DL K2 e AT THE 91 U taudig A8
[R2 I FG T i i

[0023] L AJF FMTCH) H e By A o 9 an, e H 17 19697 s gk i 21 8 3 fhE (G4 1
TRASREAE S A b 75 B I 0 R 1835 S & AR B — FPatR) JMTCH FHAE = G (s 4, A
PAFE MR AR 2 B B A 25 B R 1 FE e A Je 2) s AR 12 W75 (91 4o, /B er IR ViR H A7
TER) TR LA A PR e 7R IR s FEIR A PRIE KGR YT 57 (urinary antiseptic) ; FAE
RV T PR SRR s YT RIS B 4 A s DA% FAE R 3R 2 W VR 9T

[0024]  MTCC ¥ F T8l (= WA anGut tmannAIEhrlich, 1891) 8k 55 H & (S WL
SchirmerZE N\ ,2003;Rengelshausen® N ,2004) SKiG97IEP .

[0025] MTC (#% % #% Virostat®, 15 HBioenvision Inc.,New York) tH & &7 Hi 5w 24 A 44
AR RS TE . BARTT E 5 Virostat® 78 546 2 Pl o &1 X v WiH TV AN it J8 25958 25 1 93 55 2
B R R TIE T 12 R 26 (— PR AR B8 L) , Virostat® H Fi 40 T Ik R 56
B Bt o T3 BEHCVAZ U I 28 A g (% P Al A AN ) ) = 2R

[0026]  MTC4 5 ya2H A m] By b A% (DNABLRNA) B & il o ML 3% /N FNZT 40 i AN 5 4%
DNABLRNA o S4MTCHE 5| A\ 2 ML R 24 s, e 2 e 4 B 40 B B sl 23 1, SR J5 2 3h 2% IR
SERIT N G Y DGOSR A S YRGS 0 B BRI AR X R 45 &, 7 1EDNAEY,
RNA) & il o PRI MTC R R 35 7 B A, e LA AT AT R 2 LG a8k 00 e A9 A28 A A 241) 140 95 iR AR 1)
AR XU -

[0027]  MTCH)H kA7 B 4 C & EL E T FaE, 1l H 4P 2 Urolene Blue®,
[0028] [ f FH LAt 22 85 (LMT)

[0029]  MTCAE AWy MERE -5- 852k , 5 AHN Y 10H- Wy BERR AL A 4N, N, N N - JU B 3 - 10H- 5
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WEIR-3,7- % (“Te LA % (Leuco methylthionine)”,LMT) #HEL A B A0 A “SH AL TE
10 G & AN B SR

H
|
N
; - /@i D\ Me
3&&(“% @)”) \ITI S N/
% X Me "
kK

[0030] l (- H,+HCI)

- . -
z
(I\ITE) Me‘\hll \S T/Me Cl @
Me @ Me

[0031] L 51“EIEIE @ TR (leuco) TE) IMTA R E , H H T AR 25 & HL s Hh 51
1, 15 2AH R ) “SE A TR 1o TC .

[0032] L iboR, NLLAMMLARE o Hiuid B R OMTC s MTCAS B AN 4 IR AL 5 A2MTCHY ik iR
TV 22 Ik A B TBE 5 W A 7y 3 56 2 g A A (1) 5 FF ELMTCANIE BEMTC R 4 FE 4 i Hh (LMT— EL
TE 2 1) PN S50 158 28 A0 RRM T+ 282 7 R~ 1) o 2 LA iMay 55 N, 2004

[0033]  MTC % AL 245 W 75 g T8 v i W UAT I a3k N IV o ASPRHST ) 25 00 T AL TE 1 32 31
Uity [ 38 o — b B EE AN B 1 B FH 2 AR WA 1) 245 4 A a2 g g 3 P AR L 48] Qo i 1
(1) B A AR/ B AR IR A 1 24 450 3 v i T AR ) TR BE R B AE A L, X 3 S BUIRTS -
U, 3 B8 (595 31 370 i By a0 ) 24 0 A /N o B 86 265 W T P v g e (B B B e 2
V) A PR F RE) W RACKS R & ek 2D, F B AT AR IR F, a0 G 95 o T 40 BRI i) 72
MTCHI IR ST 2 5 BRI T ] B HH B 1R A o) 5 3 it P I s T X o 3 A9 ] il 2 6 i A s Jo ) PR 3 2P
BRI A8 o

[0034]  WischikZ A, 200241 1 Jt it — S Femy me g (1) 38 I 7 =0 1697 & A TR 4R
PR (EE R tauli2) 1

[0035]  Wischik% A ,2007bffiid 1 1B H TG 97 CLFERT JR 2% i 2R I i 75 Y 1) 95 95 1) 25970
BT 258 R AL 10H - Wy E R -3, 7- 4 2k . 425 FE BIMTC T THIRY , IX 46 4b &9t 2 “IE JR”
B B . Herp R A 92 1 2 A5 —HC1 £E (LMT. 2HC1) « —HBr&: (LMT . 2HBr) A1 —HIh
(LMT. 2HI) .

[0036]  Wischik A, 201243k T 1F N HT¥6 97 GLHER /R IR i B 0C 90 75 P9 150 (1) 254
BT 25 A R 3 — 2D B 10H- Wy WER - 3, 7 - 4k , A0 46 HE LU R 2k o FLH F IR 1) S22
T FRERR R (LMT . 2MsOH; LMTM) « 2, F# R £ (LMT. 2EsOH) « — F KA R £ (LMT. 2TsOH) « —
FEMERR AL (LMT. 2BSA) 2, —f# R 2h (LMT .EDSA) A —hsf& £k (LMT.PDSA) fiZE-1,7- Rk
(LMT .NDSA) .

[0037]  Galey%: A\ ,2010%#ik T N ML 10H- Wy BEER -2, 8- etk &9, B e 1A

e
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AW, 3 LT ARl A AT L RS K A B L SO T SR R A 1%
SURBIEIILTR , HE S o N RIS TS BRTE 3, 8 45 L O - WIS -2, 8- — AL 2 400y
i AR SR — I S, LR LR E (B, R, Ry, <R+ -Ry) T LAZEREA
P R b7 12 (B, T DA 2E 52 AT I R W08 AT B 1 42 7E) , T LR K E 0 i
BRI 553 A 5 R A R 3600 381600 SR 76 , 26 7 4 R, SR FE T 48— iy
i B, L0 G H R b 2B R, T A7 R 7 S 2 S T 2 2 0«
JRUEF R Z BRI, I ELIS A AT S R M AELAE 5 MO0 7 B, R (TR 3 — b v 0
WV T 5 2 S B 88 A AT T R R M B — 48 93 1 R B et T
S B A 2 B (2 L 3 5 T0182] D)

Rgs Ro Ry Ro,
X { X
. ~
Rsfv/ Ras
[0038]
R S Rz
R¢ Ry

[0039]  Booth%F A ,20014A T il — R AR E A B e R N U0 =&
D51 K F “B gl & R (singleton synthesis)”#il4¢ T /DBALE W HEAT T FAE 581, X
e 2 R AN S Wy WEE IR o 23 A9 A Fe b () 35 98- 101 T o SR F “UL &AL 2 B 1 L A P /T A
= OBA RN E AN, 8T A IS R I JF A R & T 2 HE Y . S WA R R 810
15T AV I A RAE T A 779, IF H AR HFe 2 T2 a5 0, B il — I S0 HF
PEUES A I8 72 2R AR H 5521 - 35 TR A1 1458 F 4k & W) A5 5536 - 98 TL (1) e HH Al
INIA46 R AR A 20 R LA 2 Wy e (B, S 151188 .89 324 F1415-431) o SR 1M , &
— PP A 1OH- Wy EWR - 2- )%, Ty AN A2 LOH- Wy ERR -3, 7- —fi%.

Ses&ex sE R

oo T3
/ ,/
%/ Y \&

[0041]  P&idti) & BT %

[0042] & W2, L A& ARSI R 0 5 £ - &4 . 3X
X B AR RRES VAR — 80 AL AL S VR U S it pirid KRE TPk il an o 4 H it
FHRFS2580 ] BRI 39T (B kb B ERR IIh) .

[0043] B A7 £ ARDX A B ) B Se AR S BB BE A8 AL A AL S W TR T R AT #5219, 4
A, AR R S BT (B, S BB it R0 24 8 B ) TR 245 ot A B ) 56) 8078 BV
[0044] V¢ 2 AR 2% ot 2 b A K ee g e il AR A (Cr) o 35 BB AL 2 5 R 7
IR A A S P P R K IX e SR 2% TGS ) D 92 A O P i < e, IR A 0K AE
A A2 B L PR HE ) o

[00451 511, fik P AL A 40 (450, B8 R 2R Cr0,° 5 BEAR R 25Cr,0.7) 1AL AL 2 5
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B TR P2 AR B A TR AR I ), HANRRIR 25 2 b (AR ASANGE) K B i Bk A2 4 sk 2D 2]
Al KA

[0046]  4n B Pfritit, B B85 ER (4OMTC) B & (QOLMT) AHfs 2 — 2k (WILMT . 2EsOH) 7812 P 5
R CanRa 7R 2 BR IO B a7 v B 20K, IF HAH R0 25 DR A AR G4 8 (L35 41
%) & Ep iRt

[0047]  IXBAEGWILET M @I 022G B T iR B & 1, BT Ab 226 e 7 V580 S A8
B AL — A B AN E AP R R, Br A5 200 PP 2 22 52 A 24 1) 24k, DUERRE S
TR T2 K.

[0048]  [Kl i, 75 B4 A2 G LIRS0 2 /B S5 AL B W B AR5 12, BT il J7 v et A A FH X
e JEAL (i hn, #k) H AR 7R 22

[0049]  AKHA N AN T ASCHTR )X FET79% A7 an, w] DLSE I 38 4 {5 FH % 28 A0 771 1)
771224 20 (D) AR AL A4 (WiLMT) 5K (2) R & — 24k &4 (WILMT . 2EsOH) A= (3) 11
i E 35 A4 (WMTC) -

[0050]  BF H A , A TRl 19 5 v A 4 3 Ik Hh s TR A ke 3k 5 1 e Ak 1 20 B o) % =X
(1) P BRI LOH- Wy g - 3, 7- —JleAb S A0 B8, Forb S A R 26 (4) R BRI — e 5
it / W E I S A A T IO

[0051]  REAMAIHE PRk 1 A2 , 3 0 30 JiR i A0 ) e B4k SR R e 1, st 2 1, X (4) 1)
&Y 10- 67 B AR IE R LR BIARLE , e Bt T3 (4) AL &9 i 3- F07 - 467 B Ab
[RS8 8 JE ] 2 e B VR o EAMAH P ORI 72, 18 I i Jie A 1) Je S AR I o R AR AE 3 - A
70 B AL SR L A Ab , 2 BN AR X N BLAC I e s Hi 28, 7R 10 - 67 B AL M IE
IR B AR D BA KA F 4k

[0052]  [AIiL (H AR AIH T 2 oBE I A2) AT DA A4S S804k 74101 DL R 4 1) 7= 22345 X (D)
A&, B AT 23— DA DR R R 15

[0053] & AR MEIAR

[0054] AR BV A2 A B 7 HAFE @I i 38 R A e e 358 e Joe A 1 20 3R i
= (1) W EURH LOH- Wy BEMR -3, 7- 2 b S0 2 B8, b A AH B 1 20 (4) 1 AR B — i
51 / WA AE R JF A 264 T VL

[0055]  [Rlik, Ak B — AN D7 TR A2 G X (D) A &P 7

R . R
R2 N R®
1A 2A
0056] R R
L00se] SN S N~
Aua 7 e &28
(1)

[0057] E4ELL DR
[0058] i J feth, , Hb =l (4) I &9 -
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g . R
RS N R®
[0059]
H,N S NH,
7 8
= (4)

[0060] Lt /i F1id Ji Jlae A TR 3 DR e A S50 S 2, 45 2 AR A =X (D) it &4,
[0061]  FLrp g /P iy Bk 3 ] (0=) C<A= AR . ) BB AR L - CHE

[0062] H.i.

[0063]  R'™pS7 st iy B AT —ANEERE S HUR L, JL b BT B 28 il - CHOGE s AL
[0064]  RYh Sy s JgHER B AT — N4 A BRI , B iS4 B2 28 1 - CHCRE ]

[0065]  Ei &
[0066]  RYHIR'® & 76— 2 T B FL AT PS4 A (K B 3 , L P A Tk 4348 i - CHCE
Eif

[0067] RS Ay HAT — A% AU BRI , 3L rh BTl 448 v - CHCBE A s L
[0068] R 37 b A HERH AT — A% A K HUAR I , 24 b BTl i 44 v - CHCBE A«

[0069]  Ei &
[0070]  R*RIR®® & 76— 2 U LA WIS 432 4 (K AR 3 , L P A Tk 43248 i - CHCE
Eif

[0071]  Hjtrh,

[0072] RSz -H,-R™-R™\-F,-C1.-Br.-T.-0H.-OR"™-NH,.-NHR" . -NR"", . H& f5%
T4 (pyrrolidino) JIRPE T2 (piperidino) & IkAL (morpholino) «-C (=0) OHEk-C (=0)
OR™, oA -RRC, | e s p HR™REC, | s ARk E, B

[0073]  RYZH N -H.-R™-R™ . -F,-C1.-Br.-T.-0H.-OR"™, -NH,. -NHR"™ . -NR"", \HI& f5%
THE WRIE T-H AR -C (=0) OHEE-C (=0) OR™; L AN -RMC, | bt ] HR™ 2
C, B AL

[oo74]  HHr:

[0075]  R™ASZHN-H,-R™\-R™-F,-Cl.-Br.-T.-0H.-OR"™-NH,.-NHR".-NR"®, IH f5%
THE WRIE T-H AR -C (=0) OHEE-C (=0) OR"; L AN -RRC, | b b3 ] HR™ 2
C, R AR LS ;

[0076]  R™AAZHN-H,-R™-R™.-F,-C1.-Br.-T.-0H.-OR™ -NH, -NHR"® -NR"®, IHI f5%
THE WRIE T-H DAL -C (=0) OHEE-C (=0) OR"®; L AN -R'RC, | bt HR™ 2
C, B AL

[0077]  HHH:

[0078]  R7AZHLN-H.-RT\-R'™. -F,-C1\-Br.-T.-0H.-OR""\-NH,.-NHR""\-NR'", BHI f5%
TR WRIE T-H DAL -C (=0) OHEE-C (=0) OR'™ s L AN -RTTARC, | b b ] HRT 2
C, R AR LS ;

[0079]  R¥AAZ N -H,-R™-R™ . -F,-C1.-Br.-T.-0H.-OR™-NH,. -NHR"®-NR"®, . IHLI& f5%
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TR IRIE T3 G IR -C (=0) OHBK-C (=0) OR™™; Hrh AR C, | bedk k[ HR™R
C, BB AL,

[0080] A% BHIL P M IXFERI T i, LAk & F1 A o G2 AN/ BAE R A2 B bl 1 3 (D) g4
E Y0 (2) A1) BALE Y, BB (5) L (6)  (7) « (8) #1 (9) Btk & Wil 45 2K (4)
W& .2 WKL,

[0081] A% B J3—J5 ey S anASC g = (1) 20 (2) 8 (3) it &4, Hog wldad
WA SCHT IR ) TV B ELTE WA ST IR Y & T V2B T3 3R A 1

[0082] A% B 53— J5 ey S anASCrid = (1) 20 (2) 8K (3) it &4, Hog wdad
WA SCHT IR K TV B R WA ST IR Y & T V2B T3 3R 1

[0083] AW 55— 7 THIPE S AN AR SCRIT Ik iR B v ) 44, FLi & FIAEAS SCHTIR I & B T

%
[0084] 7 B ) 5y — 5 T8 B AR SC T R PR 3 SR 78 o T AR AR 2R ST P ik 19 5 J 7 25 7
) 3z

[0085] AR WA 55— 8 S & in A SO iR ) 3K (1) 300(2) 8 (3) i L & 4 Ay o
R AR BRI A S (0, Z5HEYD)

[0086] A K WA 55—y b K il s 264 (Bl n , 2504 &) 105 i, AR R A 3¢
P )= (1) 2 (2) 8 (3) Ak S AN 24 27 b Rl B 52 ) SR UM RE 77 1 22 B

(00871 A KW 73— J5 I KA SCRriR i 38 (1) (3 (2) 5k 3) Mtk &4, T
B0 F R T BRI i8 7 BB A0 AR SCR IR B JRE (B4, 5 99) o

[0088] A W 55— U5 0 ¥ S WA SR IR i) 3K (1) 30(2) 33X (3) AL &£ il 45 254
) G S BTk 250 90 0 P AE R T BT R D3 3 0 G PR VR T BT G A SR I 1 9
AE (B0, B (K5

(00891 A W) 53— J5 W0 i T BIRB (1 7732k » 0 A0 T BRI 40 A SC i 3 1) 99 A
(B, BIp) BT BRI 5 2R 97 1 32 Tt PR 7 A3 ORI A SO i 3K (1) 53X
(2) B ) ML &4, PLig LA 25 WAL & i 20

(00901 ARAHIH A AN BR0R R 1 72 , AN S W A — 5 T AR ARPALE S DR S Mt g SR B 8
2N LT ENE TP

B [=115¢ BA

[0091] K 1R R ASCHTIR A 22 & g A, Forh AR 38 (4) A& Pl 26 3 (D it
a0 AN 5) B &P H % 30 () AL & e AR 3K (6) B & Pl 4
2 6G) Kt &Y Herp e AR A 2 (7) A & ) 25 38 (4) AL &4 s Hed AR R A 3K (8) A
) itk & & (7)) AL &Y Horp i AR 20 (D AL &5 30 ) It &4 B3
AR (D Bt & P& Q) Ktk &4,

[0092] 257~ U R THI 77237 BRI K3, 7- A3 - 10H- Wy R (DMSOIA 7 A 4) 1) i Ak 2
2o

[0093] &35 T FHerpr N i 54 ridk , 3, 7- TR - LOH- Wy e S (DNP) 4 iR ik ik (4] 48
B, BTS2 R S B P B e A i S B U, IR (%) VEAHRE (C) MIE s
J& 77 (E2) Xt a] CNE) FR s
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[0094] [ 452 T-Ferpr I 1 5965 fridk L 3, 7- TR - LOH- Wy e S (DNP) 4 iR ik Jik (4] 48
BT, ELFT A9 B G Ak 2k D e a2 3 P e S A PR s R B3 W SR (96) AP 2 L (°C) X i
(8] U BT 7R

BALiER
[0095] {k&4)
[0096] A BHIE H ¥ S Ak 256 R U712, B EE BRI KAk 22 A kst (1) 50 (2) =t

) Ktk & 7% 30 (1) 30 (2) A (3) B & m] HI Bl e T 3 3 S SRR RO »
BA IR PR HEER 7 o

R ; Rt
RS N R®
1A 2A
R R
A1B &7 8 28
(1)
R : ¥
R N R®
H H
AN AL
o7 |£1|3 7 8 |&28 ®
X O X
X.(2)
RB
2A
N’R
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[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
1.
[0104]
[0105]
CH<,
[0106]
R-CHCG,
[0107]
CHIE B
[0108]

%IZIRIAﬂEHRIB

FEARS iR A & -

R ST A HA AN B A I BAREE , FUH B 2 o - CHCBEHAT; L

R ST 3 A HEGHAT — AN 3 2 HUARES , Forp BT e 4046 - CHCBE A

o

RYHIR' 4 76— L L AT P AN JE 42 AU AR 3 , b AN BTS20 1 - CHCKE

i, 4R 2 - CH N, FEAT 478 -CH (), Fo i S (1 CHI JZE 2 1 - CHE
Al it , 4R -CH,CH, i , FL AT 23 4 -CH (CH,) (1) , Ferh il S A CHIE i 422 45 -

AL, 4R R IR CUBER , FLAT R -CH- (CH) -1, FoHh Al 5 (6 CHR 1k % 42
ALl , R AL (T, -CH, - R 3%) I, HAT 4 7R 9 -CH R EE) (H) , e A 31

B i -CHY
Al , ARV AR A AR R T 3 (B, - (CH ) B, AT &R N -CH (D) (-

CH,CH, ) CH (1) -, Forft ) 5 R ) CHARE T T 4 A - CHCRID O

[0109]
[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]
[0117]
[0118]
[0119]
[0120]
[0121]
[0122]
[0123]
[0124]

E— LT R
1AE| CH (RIAX) (RIAY) E.
1Bzmﬂ1ﬁja—ﬂjz—c1{ ®R™ ®R"™) ;5 H
RUAIR'P & 7 — e Ak - I, -RYP-C, -
Horr
IAX@if@J’j H.C, ik C, FAkedkalC, | k773 (carboaryl) ; H.
RO -H.C, | bt 3 C, FRReSEElC, | b5 35 s ol
RMHIR'M A #E — 2 I IRC, Tkt
HHrr.
R H N -HLC, he 3k C, FRbestnie, | Bo5 % A
RPN -HLC, | JidkC, FAGEIEERC, | 057 3 s B
RPVHIR' A AE — 2 I IRC, T3
HHrr.
RUMRC, Wkidt;
Horr
AN, | W7 HAT R — B E A% E LT S BUR : R -FL-C1.-Br. -1, -

El

yui

OH.-OR®'\ -NH, . -NHR®"  -NR™", | FHL I f5 -3 (WR g T3 b A, . -C (=0) OHAN-C (=0) OR™ ;
g RO, AR EER

[0125]
[0126]
[0127]
[0128]
[0129]

“N-FREAR

E— ALy R
1AE| CH (RIAX) (RIAY) E
RlB;%—HO

“N,N- ZHURI
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[0130]
[0131]
[0132]
[0133]
[0134]
[0135]
[0136]
[0137]
[0138]

TE—/NSEHE T R

RIAI%‘CH (RIAX) (RIAY) ;E.

RPE-CHR™) R™) ;i

R™HIR'P & 76— A - CH, -R"™-CH, -,

TE—/NSEHE T R

RIAI%‘CH (RIAX) (RIAY) ;E.

RIBI%‘CH (RIBX) (RIBY) i

FE— Sty Zeep, RRIR AR

filtn, 4RYAIR H A -Meltd , 2E ] -NRVR™ (2 (1) A= (3) H) A2 -NMe, HL £ -N ()

RYR™ (X (2) H) 2 -N () Me, o

[0139]
[0140]

1E— Ay & RYFIRP —R AR 1 .
il , 4R 2 - iPr HR' 2 -Hi, B2 -NRYR'™ (R (1) A1 (3) 1) & -N (iPr) HH 3

#-N {) RUR® (2% (2) &) & -NHD) (GPr)H.

[0141]
[0142]
[0143]
[0144]
[0145]
[0146]
[0147]
[0148]
[0149]
1.

[0150]
[0151]
[0152]
[0153]
[0154]
[0155]
[0156]
[0157]
[0158]
[0159]
[0160]
[0161]
[0162]
[0163]
[0164]
[0165]

NON- ZHURH S A
FE— T F -
R™HIR' & 76— A - CH, -R"™-CH, -,

% E R2A$HR2B

FEARS PR A &Y -

R ST 3 Ay HA — AN B 45 I AR, JUh B 42 o - CHCBE AT L

R ST 3 A HERHAT — AN 32 2 RS, Forp BT e 4046 - CHCBE A

o

RERIR™ 4 76— S LA P AN JE 42 AU AR 3, FE AN BTS2 1 - CHCKE

TE—N L
R2AX%‘CH (RZAX) (RZAY) ;E.
2Byt b g 2BX 2BY >
R™MT N -HEL -CH R™) R™) ;8
RAFIR™ 45 75— 2 Fi - CH,-R*-CH,, -«
Hrp:
R¥MBHST A -HLC, | bEdE Cy KT IEEIC, | BRF5 5E: HL
RE“HSL IR -HLC, | Jid C, FAGEIEERC, | 057 3 s Bl
RPVHIR A AE — 2T IRC, Tt
HIrr
RPBHST A -H.C, | BEdE Cy JFAREIEEIC, | BRF5 5E: HL
RPN -HLC, | JidkC, FABEIEERC, | 057 3 s Bl
RPVHIRT B AE — 2 I IRC, Tt
HIrr
RAPELC, Wit
Hrp
/I\C6,loﬁz)%%%/f{ii%ﬁ—/l\ﬁz/l\ﬁ g u?%%&]ﬁ&’fﬁ! _R51 N _F\ _Cl N ‘BI‘\ - I NT

yui

yui

22



CN 107848992 B ﬁﬁ HH :F; 12/84 71

OH.-OR™" -NH,« -NHR®" ,-NR™, Bt 5 - R i 3 M3 -C (=0) OHAI-C (=0) OR™ ; }
A -RYRC, EEIER

[0166]  “N-FAHUARA)” -

[0167]  FE—/NSLJt T R

[0168]  R*&-CH@®™) ®*M); A

[0169] R*J-H.

[0170]  “N,N- —HURHI” -

[0171]  FE—SLHt 7

[0172]  R*Z-cH@®™) ®*M); A

[0173]  R*Z-CHR™) ®R*™) ;5#H

[0174]  R*™KIR™ & 4E — 2K - CH, -R*™-CH,, - .
[01758]  FE—/NSLJt 7 A

[0176]  R*2&-CH@®™) ®*M); A

[0177] RZBI%‘CH (RZBX) (RZBY) .

[0178] £ — NSty & rf , R*HIR™ AR FI ) o
[0179] £ ANty & rf , R*HIR R A o
[0180]  “N,N- —HUARHT, BN

[0181]  FE—SLitir £

[0182]  R*™FIR™&7E e K - CH,-R*™-CH,- .
[0183] L[| -NRYMR'™H-NR'R?

[0184]  #F— /NSty 227, -NRYR A1 -NRH R 2 A ] (7 -
[0185] i d, 4.

[0186]  R™&-H;R'™Z-H; (8], k& F 1)

[01871  R™“-H;R'"™Z-H; (8], k& F 1)

[0188]  R*™R-H;R*M2-H; (8], k& F 1)

[0189]  R™&-H;R™J&-H; (BN, k[ FF %) i
(01901  nij.

(01911 R™Z-CHR™) R™) A& -CH,s (87, 5K /5 F )
[0192]  R™R-CHR™) R™) A& -CH,: (81, 5K (5 F )
[0193]  R*™Z-CH®R™) R™) A& -CH,s (81, 5K [ F )
[0194]  R*&-CH®R™) R™) A& -CH,s (81, 5K [ F )
(01951 1M H:

[0196]  -NR'R'/Z-N(CH,) ,; H.

[0197]  -NR*R*/&-N(CH,) ,.

[0198] 4, 4

(01991 R -CH,:R™Z-CH,; (B, 5K [ P )
[0200] R -H;

(02011 R*™-CH,:R*™Z-CH,; (B, 5K [ P )
[0202]  R™J&-H;Hf

- =
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[0203] .

[0204]  R™A-CH®R™) R™) &-CH(CH,) 5 (B, K [ PIHH)

[0205] R'"&-H;

[0206]  R*&-CH(R™) R*™) /&-CH (CH,) 5 (B, 5K [ PR

[0207]  R**&-H;

[0208]  1fy H.:

[02091  -NRYR'°/&-N(iPr)H; H.

[0210]  -NR*'R**J&-N (iPr) H.

[0211]  ZE—ANSEHE T Z20h, -NRYRHRI-NR¥ R 2 AR [ fr .

[0212]  HEPR"™FIR™M

[0213]  FE— st S

(02141 R™ISLHL N -HLC, | BEdE C, JbEHEERC, | BT A
[0215]  R™HSIHLN-H.C, | KEdE C, FRbedkakC, | BR5 3E  alid
[0216]  R™AIR™ &7 —HEIRC, (WS,

[0217]  Hrh.

[0218]  4GANC, B F5 BT A — AR AN3 ) DL R 9 SE B : R -F L -C1.-Br.-1.-
OH.-OR™ -NH,« -NHR®" | -NR™, {5 2 - R 0 3 I3 -C (=0) OHAI-C (=0) OR™ ; }
A -RYRC, BT

[0219]  FE—A St 7 SR

[0220]  RYOHSZHI-H.C, Jedk . C, FRkEEERC,  BRI5HEE; A
(02211 R™OBST N -H.C, bedk C, FRRERETIC, | B0 75 3 s ok
[02221  RMWRIR'™ & eI mC, b,

[0223]  #E— St SR

[0224]  RYOHSZHIN-H.C, ek C, Rkt 0

[0225]  RMWHSZHIN-H.C, ik C, bR s

[0226]  RYMWRIR'™ & eI mC, b,

[0227]  fE—ANSLiti)s S

[0228]  RYOpSZHhy-H.C, fEEERRSE; H

[0229]  R'™MSZHIN9-H.C, SrIEEIIRIE Bl

[0230]  RYRIR'™ &I mC, b,

[0231]  FE—A sty &

[0232] R riy-HEkC, st A

[0233]  R'™hriy-HEkC, sk s

[0234]  RYMCRIR'™ & eI RC, b,

[0235]  fE—ANSLiti )y S

[0236]  R'™phriy-HEkC, sk A

[0237] Ry -HERC, sk,

[0238]  “CH-AREUARM” (BN, kB HEE) -

[0239] £ — st 7 SR

24



CN 107848992 B ﬁﬁ HH :F; 14/84 71

[0240] R™Z-H,

[0241]1  R™ZE-H,

[0242] ekt r Zrh R -HHRYR -1, IF FLIRER 2 -CH R™) (R™) & -CH, CR
Ml HC (=0)H) -

[0243]  “CH- FLEUARH” (B, SR 5 HE) -

[0244]  FE— ANt T Hrh -

[0245]  RY™HrHiRC, | KedE.C, FRbeEac, | BRITHE: A

[0246] R™ R -H;

[0247] Hr.

[0248]  C,  BRF5HEATHEAE — B ANIE H LRI EERBIEUR: R -FL-C1. -Bry -1, -0H. -
OR®'\ -NH,\ -NHR®", -NR™", I 45652 IR 0 -3 L WA -C (=0) OHAI-C (=0) OR™' ; Hrh 4
A-RURC, GRS

[0249]  FE— ANt Ty Hrh -

[0250]  R™WarHiRC, KEkk.C, FAREREERC, | BT A

[0251] R™E-H,

[0252]  #E—ANSjiti Ty Zr -

[0253]  RY™HSrHiRC,  KEkEC, FRkE e AL HL

[0254] R™Z-H,

[0255]  #E—ANSjifi Ty St -

[0256]  R'™A7 M NC,  br ki ok ; H

[02577 R™Z-H,

[0258]  #E— ANty ZEt -

[0259]  RY™SC,  Kekk: H

[0260] R™Z-H,

[0261] {5t 76— /sty & rf, R -Me FLR™ 2 -H, 9 HLIF R -cH R™) ®'MY) 2 -
CH,CH, Gk 5 £ ,CH,C (=0)H)

[0262]  “CH- —HUARHY” (B, >k B -

[0263]  FE— ANty Zrh -

[0264]  RY™HSTHINC, | KEdE.C, FRbeEaC, | BiFTHE: A

[0265]  R™MATHINC, | KEHEC, FRBEIEDNC, | BRT55E ol

[0266]  RUMSHIR'™ & 1E—HZIEHLC, T HEHE

[0267]  Hrh .

[0268]  4FAC, | BRI FAT A — AN B Z AN 1 LA RO FEFIHAR: R -FL-C1L-Br.-1.-
OH. -OR™. -NH,, -NHR®" , -NR™", \ It 21 5 (W & 53 B AR L -C (=0) OHAI-C (=0) OR™ s 1
A -RYRC, G EIER

[0269]  #E—ANsjiti Ty Zrh -

[0270]  R™STHiNC, KEkk.C, FAREREERC, | BT A

(02711 R™BSTHINC, JoedE C, FRBEHEBRC, | 5 5 ol

[0272]  RUMSHIR™&1E—HEIEHLC, T kESE .
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[0273]  fE—ANSiliJy b

[0274]  RY™HSTHiNC,  KEdE.C, FhkE e AE: HL

[0275]  R™HSIHINC, Kk C, AL IEER AL Bl

[0276]  R™AIR™E1E—IRIINC, (JELEHE.

[0277]  fE—ANSiliJy Zp

[0278]  R'™S7 i NC,  br kol ok ; H

[0279]  RMWHSTHINC,  KESEsR AL 5l

[0280]  R™HIR'™ETE—IRIINC, (ELEHE.

[0281]  fE— NSty %

[0282] R'™WSC  Kekk: H

[0283]  R™RC, ekt sl

[0284]  R™AIR™ETE—IRILINC, (ELEHE.

[0285]  fE— NSty ZHh

[0286] R'™WC, Kekk: H.

[0287]  R™ZC, Kk,

[0288] i fy1, 7E— ANt )7 ZeH , R -Me HLR™ 2 -Me, 7 HLIRIHR'™2 -CH R™) ®R'™Y) 2 -
CH (CH,) , CR B B , CH,C (=0) CH,)

[0289]  “CH- —HUAXHY, BeFA” (B, ok H FAHER) -

[0290]  fE—ANSiliJy ZHb

[0291]  R™AIR™EIE—IRIIMC, (JELiHE.

[0292] it 76— NSy b RVRIRM™M S 78— - (CH) -, 3F FLIA IR 2 - CH
R™) ®R™) 2-CHI- (CH,) -1, B, R EE Ok 4 FFC )

[0293] %ERIBXﬂ]RlBY

[0294]  fE—ANSiliJy %

[0295] RN RAFTERIIE A ST R -H.C, | Hidk C, FRbRdEEC, | 5 H

[0296] R RAFLERIIE AN ST A -HLC, | edik C, FRAIEERC, | Fp05 o, Bk

(02971 R'™HIR™ W A7 AL HE & (E—HETERRC, T e 3 «

[0298] H.

(02991 4FAC, | BRI FAT A — AN B Z AN 1 LA RO FEFIHAR: R -FL-C1L-Br.-1.-
OH. -OR®\ -NH, -NHR®'\ -NR', . ¢ &5 -3 LR & 156 B4R L -C (=0) OHAI-C (=0) OR™ s }
ch R -REEC, Rk

[0300]  7E— NSty %

[0301] RN RAFTERIIE AR ST -HLC, ik .C, FRkedkakc, | B5dE; B

[0302]  R'™HIEAELERI IS A -HLC, SR C, FRBRIEEC, | R e

[0303]  R'RIR™ A7 AL S & (E—HETERRC, T e 3 «

[0304]  7E—ANSiliJy Zp

[0305]  R'™UISAFAERIIE AL H.C, Be sk \C, FRbe iR AL B

[0306]  R'™UNSAFAERI TSI -H.C, FeE C, FRhrIE L ok %

[0307]  R'HIR™ A7 AL IS & (E— T RRC, T b2
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[0308]
[0309]
[0310]
[0311]
[0312]
[0313]
[0314]
[0315]
[0316]
[0317]
[0318]
[0319]
[0320]
[0321]
[0322]
[0323]

TE— AN T SR
R0 A7 L SR MO - 1L C, bkl k3 s H

R A7 AR (O TE AL R 1. b SE B B

R'PRIR'™ U A AR & 1 — T RO, i3

TE— AN T SR

R SR A 7 A 7 R -HEk e, bk s HL

RVt A7 E (K AT A -HERC, e s B

R'PRIR'™ U A AR & 1 — T FRC, b3 o

TE— AN T SR

Rt SR A7 £ () 15 A7 g -HEKC, ket s H

R SR A R A 57 R -HERC, ek

“CH- REURI” (AP, ok H H %) -

TE— AN T SR

RIBX%‘HO

RIBY%‘HO

TESE S Fe RV -HER R -, OF ELRER 2 -CH R™) (R™) 2 -CH, R H

R, HC (=0)H) .

[0324]
[0325]
[0326]
[0327]
[0328]
[0329]

ORSI\ _N

“CH- BAHUARH” (BT, 3R HE )

TE— NSty

R U0 SRAFAE SR MO RC, | hi 38 C, FRREIEERC, | W75 5L L

R AE AR 2 -1

e

Co o0 FS HAT e 4 — A 2 AN % [ DL A9 SEBTEUR : R\ -FL-C1, -Br -1, -OH, -

H,~-NHR®'  -NR®' ) FE & J5 725 IR 73 I ER AR -C (=0) OHANI-C (=0) OR™ ; K 45

ARVRC, KL,

[0330]
[0331]
[0332]
[0333]
[0334]
[0335]
[0336]
[0337]
[0338]
[0339]
[0340]
[0341]
[0342]

TE— NSty 2
RN SRAFAE MR RO N C, e C, FRbdkakc, | BrI5HE: B
R AE AR 2 -1

TE— NSty

RIS AR AE AT AT G, et O, PRk sl s B

R AE AR 8 2 -1

TE— NSty 2

R Un A7 AE KR AT H R C, Bkl 3 s H

R AE AR 8 2 -1

TE— NSty

R AT AEMIAE REC, he kit H

R AE AR 8 2 -1

i, 75— 7 b RS -Me BR'R-H, 3 HIF R PR -CH R'™) R™) £ -

CH,CH, Gk 5 £ ,CH,C (=0)H)
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[0343]
[0344]
[0345]
[0346]
[0347]
[0348]
[0349]

“CH- IR (B, 5k E i) -

TE— NSty 2

R U0 SRAFAE AR MO RC, | Ji 38 C, FRREIEERC, | W75 5L L

R A7 AL TS C, | i HEC, TR FEERC, | BT Bl

R'PRIR'™ Un AP AR & 16— TR IRC, W 3

o

AN, | BT AT e — A B2 A% [ DL T A REBIHUR: -RY -FL-CL, -Br.-1.-

OH.-OR™ \ -NH,» -NHR®' . -NR®", - BE P& 6 T~ 4 L WRE 74 I AR -C (=0) OHAI-C (=0) OR™ s 3%
RS -REC, R

[0350]
[0351]
[0352]
[0353]
[0354]
[0355]
[0356]
[0357]
[0358]
[0359]
[0360]
[0361]
[0362]
[0363]
[0364]
[0365]
[0366]
[0367]
[0368]
[0369]

TE— NSty

RN RAFAE MR RO HNC, e C, FRbdkakc, | BirI5HE: B
R0 RAFAEHTE AL N C, e C, FRBEREalC, | BRDT i
R'PRIR'™ Un AP AR & 16— TR IRC, W 3

TE— NSty 2

R IR AEAERT AT AC, et O, PRk oo s B

RN SRAFAE SR AOLHRC,  Bedk (C, PRkl 3k ; sl %
R'PRIR'™ U A AR & 1 — T FRC, i3

TE— NSty

R RAFAE R RS H R C, Bk 3 s H

RN SAF AR AT ST A C, e R Bl I s

R'PRIR'™ U A AR & 1 — T FRC, i3

TE— NSty 2

R AF AR AT REC, be kit H
RPIEAF ARG REC,  Jidt s sl

R'PRIR'™ U A AR & 1 — T FRC, e

TE— NSty 2

R AT AR AT EC, he kit H

R RAF MG C, Fidts

i, £E— AN Sty 2 of L RV -Me AR R -Me , 3 AR R 2 -CH R™) R'™) -

CH (CH,) , CK I P , CH,C (=0) CH,)

[0370]
[0371]
[0372]
[0373]

“CH- —HURHT, B (B, 2Kk B )

FE— ALt T =

RUFIR' 41 MR RC, TR

it 76— ANt 7 g eh  RPRIR A AE— R - (CH) -, IF B BER R -l

®R™) ®R™) 2 -CHI- (CH,) -1, B, R EE Ok [ BT

[0374]
[0375]
[0376]
[0377]

%ERIAB

fE— NSy Sk RRC, kA
fE— NSy Sk RRC, kA
fE—NSEHE T Sk RV RC, I .
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[0378]
[0379]
[0380]
[0381]
[0382]
[0383]
[0384]
[0385]

TE— Aty 2 oh R RC, T b2t

TE— ANty 2 oh R RC, T b3t

TE— ANty 2 oh R R BAEC, T b3t

TE— ANty 22 oh R R BAEC, T b

Pt T7 e, RV R B EC, T R (B - (CH) ,-)

fE— ST e b, R BLHEC, WA (B - (CH,) ,-)

FE—it 7 e, RV R B EC, W R (B - (CH) ,-)

it £ — ANt g2 b, RYRIR P4 78— IR -CH,-R™-CH, - s HR™ & - (CH,) -

I HLIA R M RIRP & 7E —#2 1 - (CH) - IF FLRH L -NRYR PR e 73 CR 1 8 , 1%,

) .
[0386]
[0387]
[0388]
[0389]
[0390]
[0391]
[0392]

% E R2AX ﬂEHRZAY

e L1}
2AX x4 e N .

LI H.C, | C, SAIERC, 7 I

BN HC, (R, SFIERC, B

REVRIR 4 — RTBIC, B

Horre

/I\C6,loﬁz)%%%/f{ii%ﬁ—/l\ﬁg/l\ﬁ g u?%%&]ﬁ&’fﬁ! _RSZ\ _F\ _Cl N ‘BI‘\ - I N

S2
OH. -OR \S;NHZ\-NHRSZ\-NRSZZ\HHZH%i%?%\H)E“E?%\HEWHWQ\-C(ZO)OHﬂI—C(:O)ORSZ;ﬁ
g -RRC, G EER

[0393]
[0394]
[0395]
[0396]
[0397]
[0398]
[0399]
[0400]
[0401]
[0402]
[0403]
[0404]
[0405]
[0406]
[0407]
[0408]
[0409]
[0410]
[0411]
[0412]

FE— A S 7
Rigzﬂjﬂﬁﬂa—wq6%%(:36%')&%%@26610%%%;&
RUISTHN H.C, S C, FIATIERC, W5
RFIR™ & 75— R ARG, .

FE— A S 7

REOMST Ay -H.C, et C PR o o

oAy N . A} 1,4]Ei\ 5-6 \]E;I:AE“ZZIK;I;;E.
RIS HLC, 0 C PR IETA I

}; %53 /E;E—E%EECMH]Z‘J&%%O

RAH ST R -H.C, e

RS A -1 C, B R s B

RPSFIR™ & 76—, T A

FE— A S 7

REpST 4y -Hakc, bk H

R™h 37 - HERC, ke a

RPSFIR™ & 76—, T A

FE— A S 7 2

REpST 4y -Hake, bk H

R Sr Mg - HERC,  fedik.

“CH- ARHUARH)” (R, >k 3 HI ) -

29



CN 107848992 B ﬁﬁ HH :F; 19/84 71

[0413]  FE— ANty Frh -

[0414]  R™Z-H,

[0415]  R*™R-H,

[0416] ek St J7 Zrh, RPY& -HHRY 2 -1, I FLIRIER™ S - CH R*™) (R*™) & -CH, CR
I, HC (=0)H) -

[0417]  “CH- L EUARH” (B, SR H HE) -

[0418]  FE— ANty Frh -

[0419]  R*HSZHINC, | BidE C, FAKEIEBRC, | W77 3 H

[0420] R*™j&-H;

[0421]  Hrh.

[0422]  C, | BRS BEAT M — a2 AN ik 1 BL R IO ZEFI B : -R°-F.-C1.-Br. -1, -OH. -
OR®. ~NH,~ -NHR®* -NR™®, . i ¢ 45 -3 LR & -2 . I BRAR, L -C (=0) OHAI-C (=0) OR™ ; Hh 4
A-RPRC, B .

[0423]  FE— ANty Hrh -

[0424]  R*™HSTHINC, ek C, FAREREERC, | BT HE: A

[0425] R*™M™R-H,

[0426]  FE—ANSfifi Ty Hrh -

(04271 R*™HriilC,  Kedk.C, Fhke ek st B

[0428] R*™ZE-H,

[0429]  FE—NSiti 7 SR

[0430]  R*a7 i oNC,  hr kol ks ; H

[0431]  R™Z-H,

[0432]  FE— ANt Hrh -

[0433]  R*™gC  Kikk: H

[0434]  R™E-H,

[0435] it , #E— S5 2 rh, RPYR -Me HLR®M -H, 3 FLIKIIER™ 2 -CH R*™) R*Y) 2 -
CH,CH, Gk 5 £ ,CH,C (=0) H)

[0436]  “CH- —HARHY” (B, >k B -

[0437]  FE— ANt Hrh -

[0438]  R*™jrihohe, | Kk C, Fibedkalic, | BiF7HE: A

[0439]  RPHHSTHINC, | BEHEC, FIBEIEDRC, | TS5 ol

[0440]  R*RIR*™&1E—HZIEILC, THEHE

[0441]  Hr,

[0442]  HEANC, | BRIT HEAT R4 — AR E AR H DL RS ELAR : -RY,-FL-C1.-Br.-1.-
OH. -OR™. -NH,, -NHR™*, -NR™*, \ It 21~ 5 (W W& 32 B4R -C (=0) OHAI-C (=0) OR™ ; J
A -RYRC, RS

[0443]  FE— ANt T Hr -

[0444]  R*™HOTHiNC, KEdkC, FAREREERC, | BT HE: A

[0445]  R*MHHSTHINC, JoedE C, FRBEHEBRC, | 5 5 ol
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[0446]  RVFIRY 21— LT IRC, Tk 2«

[0447)  FE—ASEHETT SR -

[0448]  R*™Harihhye,  Kekk.C, Fhkeitai st B

[0449]  RPHSTHINC, KEEC, FREHEECRSE sl

[0450]  R¥HIRA 45 2 — B ILC, Tk

[0451]  FE— St 7 S

[0452]  R*par i oRC,  brdEok ks ; H

(0453]  REVHRSLHINC, bEHEBR AL

[0454]  RPHIRA 45 2 — B ILC, Tk

[0455]  FE—ASEt 7 SR

[0a56]  R¥MC, bk H

[0457]  R¥RC, ik sk

[0458]  RAVFIRY 4 E— LB IRC, (T k2«

(04591 FE—AsEt 7 SR -

[0460]  R™“gC, ik H

[0461]  RVRC, fidk.

[0462] 7t 75— AN St )7 ZeH , R¥Y 2 -Me FLR™MZ -Me, 7 HLIRIR™ 2 -CH ®*™) R*Y) &2 -
CH (CH,) , CR B B , CH,C (=0) CH,)

[0463]  “CH- —HUARH], A (BT, 5K E AER) -

[0464]  FE—ASEHE T SR -

[0465]  RPHIRA 45 2 — B ILC, Tk

[0466] it , 76— AN S5 e REVAIR™M & 78— - (CH) -, 3 FLIA IER™ 2 - CH
®*™) @) 2&-CHI- (CH,) .- 1, B, AL CRE PR TUER) .

[0467] %ERszﬂRzBY

[0468]  FE—AStE 7 S -

[0469]  R*UNSAFLEMIEAMSL A -H.C, | FedEC, FALEFEEC, | FHTTHE: H.

[0470] R0 RAFLERIIE A ST -HLC, | edik C, FRAIEERC, | Fp05 o, ok

(04711 RPFIR U FAFAE MG & 1E— I RRC, (T hEdE s

[0472]  Hrh.

(04731 4GAC, | BRI BAT A — AN B ZANIE 1 LA RO FEFIHAR: R, -FL-C1.-Br.-1.-
OH. -OR™. -NH,, -NHR™*, -NR**, \ It 21~ 5 (W & 53 B4R -C (=0) OHAI-C (=0) OR™ ; J
g ROEC, AL,

[0474]  FE—ASEHETT b

04751 RPHSRAF MMM H.C, s O, FRBRAERC, | BRI H

04761 R A7 ZEMITE AL -HLC, HedE C, FRBRIEERC, | BRI

(04771 RPFIR™ U0 FAFAE MG & 1E— L RRC, TV hEdE s

[0478]  FE—ASEHE T R

(04791 R¥UISEAFAERI TGS A -H.C, Be s \C, FRbe IR HE : B

04801 R¥HPSEAFAEMTE LI H.C, B C, FRbR RO ; B
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[0481]  R™FIR™ U A7 AL MG & 1E—IERRC, (T FEdE.

[0482]  fE—SLH T

[0483]  R*™MUnBAFAEMIE A M -H.C, Jr e BRI B

[0484]  R™UEAFLERI TSI HIA -H.C, e Sl g ; 3

[0485]  R™RIR™ U AFAE MG & 1E—IERRC, (T FEdE .

[0486]  fE—SLit T ZH

[0487]  R*™MUnBA7 AR A 1 -HERC, bedk s B

[0488]  R™'Un BA7 AR A M -HERC,  bedk s B

(04891  R™RIR™ U A7 AL MG & 1E— L RRC, (T FEdE .

[0490]  FE—ASLH T ZH

[0491]  R*™MnBAF AR A -HEkC, bedk s B

[0492]  R*™'Un BA7 AR IR A L - HERC,  bedk

[0493]  “CH-ARHURH” B,k H H 1) -

[0494]  fE—SLHTT

[0495] R™*)&-H,

[0496] R™'}&-H,

[0497]  FEBLSCHE 7 2 oh, R -HER™ R -1, IF HFF R 2 -cH R™™) ®”™) 2 -CH, GkH
FE ,HC (=0)H) .

[0498]  “CH- S HUARAY” (BD, ok H H B -

[0499]  fE—SLitiTT &

[0500]  R™MUEAFTERIIEISTINC, | HiHEC, FRbERbEkC, | BRI H

[0501]  R** i A7 LR 15 2 -

[0502] Hrh.

[0503]  C, W57 SEATIE M — A B ANk DL R I SERATHUR: -R.-FL-C1.-Br. -1, -0H. -
ORSZ, ~NH, . ~NHR®?, -NR, | HL -t T 55 DR W -5 LI IR L ~C (=0) ORI -C (=0) OR™ s 145
A-RPEC, BESEIEH

[0504]  FE— NSt R

[0505] R AELE M AT RC, ikt C, FRkdkake, | o5 A

[0506]  R** i A7 E IR 15 2 -H s

[0507]  FE— /NSt A

[0508]  R™UISEAFAEMIEMALINC, FEdk C, FhpEREoiRst; 0

[05091  R** i A7 FEFR) 15 2 - Ho

[0510]  FE—/NSLjit 7 A

(05111 R¥™MNBAFAEMIE M HONC, Fe b % 1

[0512]  R**Vln A7 ZE R 15 7 - Ho

[0513]  FE—/NSLjit 7 A

[0514]  R™MMBAFAEMIEAC, ikt H

[0515]  R** i A7 ZE R 15 2 - Ho

[0516] 5, 7 — AN 92 7 2, R % -Me HR®™ 2 -1, 3 HL IR BER™ 2 -cH R*™) (R*PY) & -
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CH,CH, Gk 5 £ ,CH,C (=0)H)

[0517]  “CH- —HUARM)” (BF, >k B ) -

[0518]  #F—/MSEji 7 -

(05191 R*MNSAFLENIIEMOLIANC, | FedE C, FALEFEEC, | BHTTHE: H.

[0520]  R*UNSAFLEMIIEMOLHANC, | Fidk C, FREIEERC, | BH T3 5

(05211 RPRIR* U A7 AL MAG & 1E— I RRC, (T FEdE s

[0522] H.v.

[0523]  HEANC, | 095 AT — AR ANk [ LA R AR B : -RY . -FL-C1. -Br. - 1.~
OH. -OR™. -NH,, -NHR™*, -NR**, \ It 1 5 W W& 33 B 14X -C (=0) OHAI-C (=0) OR™ ; }
R -RVEC, SR

[0524]  #E—/NSEi T S .

(05251 R™HOSAE AR TR AC, KedEC, FRBEHREERC, | FRFSHE: HL

[0526]  R¥V 41 LALLM I ST MR, KEdE C, FRBEREERC, RS A ol

[0527]  R*RIR™ U0 FAFAE MG & 1E— I RRC, (T FEdE s

[0528]  #E—/NSEji7 S

(05291 R™UNFAZAERTEITHINC, Sidk C, FRbe i dE; B

(05301 R4 SLAEAE T MO AC, e (C, FRbR LA

(05311 RPRIR U AFAE MG & 1E— I RRC, (T REdE .

[0532]  fE—/NSEjir S

05331 RPN SA7 76 () S LM AC, B S

[0534]  R*™UUNSAFAEMIE A HONC, S RE R s B

[0535]  R™RIR™ U AFAE MG & 1E— L RRC, (T hEdE .

[0536]  fE—/NSEji 7 S

[0537]  R™MSRAFAERIEEC, it s HL

(05381  R™HISLAEAEN G RC, ik s o

(05391 R™RIR* U A7 AL MG & 1E— I RRC, (T hEdE .

[0540]  FF—/NSEji 7 S

[0541]  RPMEAELE MO ALC, btk L

[0542]  R™ U RAELE I RC, etk

[0543] {1, #E —ANSE A7 2o, R™Y2 -Me HR™ & -Me , 3 ELBH RS2 -cH R*™) R™) 2 -
CH (CH,) , CK I P9 , CH,C (=0) CH,)

[0544]  “CH- —HUXHT, BEA” (B, ok H FAER) -

[0545]  fE— /ST

[0546]  R™FIR™ & eI RC, I bidt .

[0547] 5l , 76— Shti Iy G e, R AR & 76— A - (CH,) .-, 3 FLF HER™ & -CH
R ®R*™) f&-CH[- (CH,) -1, B, AT CRA AT

[0548]  FLEFAR™®

[0549]  {E—/NsCii g s, R RC, Wkt

[0550]  fE—/Mseiiy s, R RC, Wkt
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[0551] £ — NSy & rf RV R C i3k

[0552]  #E— s g2, RVRC, ki dk

[0553] £ — ANy & rf RV RLC, ki3t

[0554]  fr—/MSejitiy b, R R BAEC, W,

[0555]  f£—NSeiifiy b, R B HEC, Wik,

[0556]  #E— sy g2 rh , R ELBEC, W 5 (B0 - (CH,) )
(08571 #E— sy g2 rp , R EBEC, W 5 (B0 - (CH,) )
[0558] £ — NSy Serf , RPV R BLgEC, T i3 (B - (CH) ,-)
(05591 {5, 46— NSt )y S, R*RIR™ A 1 — A2 T At - CH,-R*™-CH, - HR*™ - (CH) , -
I B LR FIR™ A 76— 2K B - (CH,) - 5 I ELIRI L RE [ -NRP R ORI T3 Gk | %, 1%
W) .

[0560] PR R R¥AIR

[0561]  FE—/NSLJit 7 A

[0562]  RY™“FIR* MR ; H.

[0563]  R'FIR? 2 AHIFIH) .

[0564]  FE—/NSLJit T R

[0565]  R™FIR* 2 HHIAI KA ;

[0566]  R'HIR™JZ MR ; H.

[0567]  RMFIR™ R AHIFI .

[0568]  FE—/NSLjiti 7 R

[0569]  R'™“FIR* MR ; H.

[0570]  RUFIR® 2 AHIF 1 5 (2

[0571]  R™FIR™EARFET.

[0572]  —SEHRIE A ST &

[0573]  “N,N- —HUARHY , AHIE Y AR EE”

[0574]  FE—NSLJt T R

[0575]  R'™A-Me HR'RE-Me Gf EAHRHL, -NRVR' R -NMe,) ;
[0576]  R*J&-Me HR™JE-Me (f HAHRIHL, -NR*'R™ /2 -NMe,)
[0577]  FE—NSLHt T R

[0578]  R'™A-Et HR'&-Et Gf HAHRIH, -NRVR & -NEt,) ;
[0579]  R*&-Et HR™&-Et GF HLAHIR M, -NR*'R™ 2 -NEt,)
[0580]  FE—/NSLjiti 7 A

[0581]  R'MZ-nPrHR"™Z-nPr Gf HAARH, -NR"R"*S -N (nPr) ) 5
[0582]  R*MZ&-nPrHR™ -nPr Gf HAARH, -NR*'R/: -N (nPr) )
[0583]  FE— NSt 7 R

[0584]  R'MZ-nBuHR"™Z-nBu Gf HLARRH, -NR"'R"*& -N (nBw) ) 5
[0585]  R*“Z&-nBuHR™Z-nBu Gf HLARRH, -NR™'R™&: -N (nBw) )
[0586]  “N-FAHUARM)” -

[0587]  FE— /NSt 7 A
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[0588]
[0589]
[0590]
[0591]
[0592]
[0593]
[0594]
[0595]
[0596]
[0597]
[0598]
[0599]
[0600]
[0601]
[0602]
[0603]
[0604]
[0605]
[0606]
[0607]
[0608]
[0609]
[0610]
[0611]
[0612]
[0613]
[0614]
[0615]
[0616]
[0617]
[0618]
[0619]
[0620]
[0621]
[0622]
[0623]
[0624]
[0625]
[0626]

R -iPr HR'™RZ -H GF H AR, -NR™R' R -N (iPr) H) ;
R*E-1Pr HR™Z -H GF H AR, -NR*R™ 2 -N (iPr) H) .
TE—NSLhte T B
RYMB-iBuHR'™Z -H GF H AR, -NR™R'Z -N (iBw) H) ;
R™MZ - iBu HLR® & -H O HAH R H1, -NR*'R** & -N (iBu) H) .
FE— LT R

R IR LI HR' R -H GF BAHR L, -NRVR™Z -N GR IR H)
RPZFR R HE HR™ R -H GF BAHR L, -NR*R™ 2 -N GR IR H) .

FE— AT SR

RMEFR O 5L AR -H GF FLAERHE , -NRYR™P 2 -N GR TV 25 H)
R¥™MEFR O 5 HR™ 2 -H GF FLAERHE , -NR*R™ 2 -N GR V25 H)

“NON- HURHT , ANF A HUREE”

FE— ALt R

R'™MZ-iPr HR' & -Me G FLAHRHE, -NRMR"PZ-N (iPr) (Me))
RS2 - iPr HR™ & -Me (F FLAHRHE, -NR*'R*™ & -N (iPr) (Me)) .
TE— NSt T R -

R'™ME-iPr HR'™ & -Et GF HLAHRHE, -NRMR"PZ-N (iPr) (E1))
R*Z-iPr HR™ & -Et OF FLAHRHE, -NR*'R™&Z-N (iPr) (Et)) .
FE— ANt R

R'™Z-iPr HR' & -nPr Gf BAHRS 1, -NR"R'®2Z -N (iPr) (nPr)) :
R*Z - iPr HR™ & -nPr G BAHRS L, -NR*'R™ 2 -N (iPr) (nPr)) .

FE— AT SR

R'™&-iPr HR" & -nBu Gf AR, -NR"R'®2Z -N (iPr) (nBu)) ;
R*Z - iPr HR™ & -nBu (G EAHS L, -NR*'R™ 2 -N (iPr) (nBu)) .

TE— N SLhte T B
R'™Z - iBuHR"™ 2 -Me G BAHRHE, -NRVR™Z -N (iBu) (Me)) :
R*MZ - iBuHR? 2 -Me G BAHRHE, -NR*'R™ & -N (iBu) (Me)) .
FE— AL 7 R
R'™E-iBuHR" 2 -Et Gf BAHRHE, -NRVR"™Z -N (iBu) (Et)) :
R*ME - iBuHR® 2 -Et Gf BARRHE, -NR*R™Z -N (iBu) (Et)) .
FE—ASEHE T R

R™J2& - iBuHR"™ & -nPr Gf B AR HE, -NR¥R™Z -N (iBu) (nPr))
R*J2& - iBuHR™ & -nPr G BAH R HE , -NR**R*Z -N (iBu) (nPr)) »

FE— AT SR

R™J2& - iBuHR"™ 2 -nBu Gf HAHMHE , -NR¥R™Z -N (iBu) (nBu))
R*J2& - iBuHR™ & -nBu Gf HAH R HE , -NR*R*Z -N (iBu) (nBu)) »

“THURHT, A
FE— ST S

RUHIR'—#2 JEpl- (CH,) - OF FAR R, -NRUR' MM e T 5)
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[0627]
[0628]
[0629]
[0630]
[0631]
[0632]
[0633]
[0634]
[0635]
[0636]

RPHIR™ eI - (CH - GF FLHIREH , -NR*'R* A b 7 56)
FE— A S T
RYHIR' 2/ - (CH,) - GF FLRIRZME, -NRVR' R IRE T 35) «
R¥HIR 2 1 - (CH,) - GF FLRERZME, -NR™'R™ R IRE T35)
FE— A S 7

RUHIR'—#2 Ik - (CH - GF ALHIREHh, -NRVR S EAA Pk (azepano) ) 5
RPFIR 2k - (CH) - GF ALMIREHh, -NR™'R™ S AR P Q)
JEPR AR

FEARS R A & -

RSy -1, R R -FL-C1.-Br.-T.-0H.-OR" . -NI,-NIR"" -
T R IE T S IRAL L -C (=0) OHER-C (=0) OR™ ; 3

C, B PRI I

[0637]

RUSZ -1, R -R™ L -FL-C1.-Br.-T.-0H. -OR™. -NI,~ -NIR"™, -NR
FHE IRIE T HE BIAR -C (=0) OHEL-C (=0) OR™; Hrp A -RM™RC | e 5EH, HR™MZ

C, oAk LI

[0638]
[0639]
[0640]
[0641]
[0642]
[0643]
[0644]
[0645]
[0646]
[0647]
[0648]
[0649]
[0650]
[0651]
[0652]
[0653]
[0654]
[0655]
[0656]
[0657]
[0658]
[0659]
[0660]
[0661]

TE—/NSEHE T R
RUMSTHAH.C, | ek, | Bk HL
RUMSIHIAH.C, | BRHEERC, | Bk
TE—/NSEHE T R
ROMSTHAH . C, JRdEmle, pfkidt; B
RUMTHNHLC, JedEERe, 1 (R
TE—/NSEHE T R
ROHSTHONHLC, Jediake, skt B
RUSI A C, JedEmRe, 5 fhhedt,
TE—/NSEHE T R

ROt Sr i HERC, i d s H.

R ST i AHERC,  bidk
TE—/NSEHE T R

R 57 b A H; FL

R 7 H A H,

TE—/NSEHE T R

RS HIRC, itk s L
RUHSTHINC, ikt

TE— A2t J7 Ze b, ROFIRYEARIR ) o
TE— A7 b, ROFIRYE AR ) o
FE— Sty o p L RPAIR 45 - 1o
FE— Sty L ROAIR 4 - Me o
FE— Sty L ROAIR B A -Et o
TE— ST Z b RORIRYS Ny -CF,.

36

NR', BH o
AR, | K, HR

I



CN 107848992 B ﬁﬁ HH :F; 26/84 1t

[0662]  FEHRFIR®

[0663]  FEARSCHTRIAL A

[0664] RS -H,-R™-R™ -F,-C1,-Br.-T,-0H.-OR",-NH,.-NHR",-NR"® . BH % f5%
T IRIE T AL -C (=0) OHER -C (=0) OR" s Ferp AN -RRC, | Fed LM, HR™' 2
Cp oI ARKERERE R ; I L

[0665] RO -H,-R"\-R"™-F.-C1.-Br.-T.-OH.-OR™-NH,.-NHR"®, -NR"®, . BHL 1% J5i.
T IRIE T AL -C (=0) OHER -C (=0) OR"®; Ferp AN -R'ORC, | Fed LM, HR'Z
Cy o PRI HEE AT

(06661 75— Kb

[0667]  ROMZHIAH.C, bedkokc, | siflkest: A

[0668]  ROMATIIAN.C | FEHEERC, | BfUkEHE.

[0669]  FE—/NSLJit 7 A

[0670]  ROMZHIAH.C, KesbslC, b fAibedk; H

[0671]  ROMOZHIAH.C, FesbslC, b fibedk.

[0672]  FE—NSLJtE T R

[0673]  ROHMSZHCAN.C, Fedksic, i fAkist; A

[0674]  ROMHATHIAN.C, JhedkokC, b bk,

[0675]  FE—NSLJt T R

[0676]  ROSZIICANELC, bkt H

[0677]  ROHHSZIHIANELC, Kk,

[0678]  FE—NSLJit T R

[06791  R°MhSr s AH; H.

[0680]  ROflt~7 1 AH.

[0681]  FE— /NSt 7 A

[0682]  ROHSZIICAC, Jidk; H

[0683]  ROMHATIHIAC, Jid.

[0684]  7F— NSty &b, ROAIRS 2 AR IH 1) .

[0685]  7E—ANSgiitir b, ROAIRS & AR 1) o

[0686]  f£— NSt J5 & Ff , ROFIR 459 - H.

[0687] £ NSt )7 &, ROFIR S M -Me

[0688] £ — NSt Jy & Ff , ROAIR S N -Et

[06891  #£— s Jy 52, ROAIR® 48 -CF

[0690]  JLPHRFIR®

[0691]  FEARSCHTRIIAL G -

[0692]  RUMSZH-H.-RY\-R'™.-F,-C1.-Br.-T.-0H.-OR""\-NH,.-NHR""\-NR"" . HL 1% f5%
TR IE T AL -C (=0) OHER -C (=0) OR"s Ferp AN -R'RC, | Fed LM, HR™ 2
Cp o ARKEHERE R ; I L

[0693]  R¥SZ N -H.-R™.-R™ . -F,-C1.-Br.-T.-0H.-OR",-NH,.-NHR"®\-NR"® . BH 1% f5%
T IRIE T AL -C (=0) OHER -C (=0) OR"®; Ferp AN -R'RC, | Fed LM, HR™' 2
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C, ARk

[0694]
[0695]
[0696]
[0697]
[0698]
[0699]
[0700]
[0701]
[0702]
[0703]
[0704]
[0705]
[0706]
[0707]
[0708]
[0709]
[0710]
[0711]
[0712]
[0713]
[0714]
[0715]
[0716]
[0717]
[0718]
[0719]

[0720]

[0721]
[0722]
).

[0723]
[0724]
[0725]
[0726]
[0727]
[0728]

TE—/NSEHE T R

RO SLHLH.C, | BEHESRC, | R AR dE s L
RS HAH . C, | JEdbEkC, | B ke dE
TE—/NSEHE T R
ROMSEHIAH . C, JRdEmle, pifkedt; B
ROMSTHIAH . C, JRdEmRC, pifRkidt.
TE—/NSEHE T R

RS HIONHLC, Jedtake, | s Akt B
RHSTHNHLC, e dEmke, s Akt
TE—/NSEHE T R

ROt 7 HERC, e d s .

R 57 4 AHERC, bt dE
TE—/NSEHE T R

R7 57 b H; FL

RO 37 Hh A H.

TE—/NSEHE T R
RUASTHIRC, ikt s L

RS HINC, et

HE— A2t J7 Ze b, RTOFIRS & ARIR 1 o
HE— A2t J7 e, RTFIRYE AR 1
FE— Sty & h L, RAIR 4 - Ho
FE— Sty &, RAIR A -Me o
FE— Sty & RAIR A -Et o
TE— ST Z b RORIR IS -CF, .
%@Xl ) *DXZ )

SERX AN R (2) HIAL A B T B T (0, 242 BT B
BT T .
FEDAX! X AT LA A BRI ) BB A PO 91 B T (M, 26 T 9T
1) e TA] L AR R BAN R Y

LEIX AT A — A s, X A R CL

B, HIX ORI R A U B BT (B, 242 B AT I I

TEIK RS A7 S0 — A s, X AN O kS0, .

FEARS iR A &Y -

X RO e g S A B L T T
X! RIXE ) B e T O A B T
PE— ANty b, XX o 2 S A AR B T

Aty o, X1 ORI e A 8 B 3 ELX O
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X2 AR 1

[0729] £ty geh, X O A2 ch g S A A BT S T OF LX) A
X2 O RRIE R (B, VA )

[0730] 5ty e, X RIS e R W R ] T

(07311 ZE—Avszitiy b, X O A0 g F aE OGO S iR 2 b
BEZME T, IR RIR Q) Mk a2 a2 .

[0732] @A B8 T S il 3 «

[0733] 74 15 L R EHLBREI TN B T SR 3R PR SRR AR BRI 0 R Y
W2 PSR B R N T R 5 A

[0734]  A74 UL A LRI G NI B T 2- 2 BEE S I . 218 IR I R . R R R
R R R IR U RE IR AR IR AR L 2 IR L TEIR  HR L TR R
FHER BT HTRE SR L AU A A LR R TR R S R R TR
FUER FLBEER . I EERR Dok MR 3 IR L PR TR KGR 25 IRR L 25 TR IR R KR
2 R 2R 2 IR X RGO 2 TR RRRIR LT RIS I IR L T RR K R T IR R
BRFARR IR IR R AR R .

[0735]  fF— ANt r 2

[0736] X' g7 F .C17\Br \NO, \NO, BRR'S0, s H

[0737] X" fSrHiF .C1 7 Br WNO, N0, BRR*S0, s B

[o738] X' FnxX*C & 1E—HEIEAS0,” BRR' (S0,) " s

[0739] Hr.

[0740]  R*™BMSZHEAC, | KEHEC B ANbEHE . C, FRbedEalc, | BiFT 3

[0741]  R™JMSIHAC, | Jikk.C, | B ikedE . C, Fhbedkakc, JFo7dt; A

[0742] RYﬁmﬁiﬁ?\jCl,Gﬂiﬁ%ﬁ%,wﬁiﬁﬂﬁ%% (carboarylene) ;

[0743] Hr.

(07441 AANC, FFBEIEAGAC, | BRIFIAGAC, | BRI IEAL R DB BAC, Je st
FEFIHAR

1
RXI /RX2 /RX3 fI{J % 1’@]
RELR™RS A8 AL &G TR B F AR BI04 BR
-Me MeSOs™ (T AARAR) ¥ 2R R (MsOH)
[0745]

-Et EtSO; (AL ERAR) LAE R (EsOH)

RI (R #)SOy RELEL(BSA)
¥R A (F XH)S0s st KRB (TsOH)

A (AH)SOy R ABA(NSA)
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%2
RY ¢4 5245
RY ARG TR BT A8 L 04 BR
[0746] | .CH,CHa- “03;SCH>CH>SO5" L =B (EDSA)
‘Cgﬁcfb -0sSCH,CH,CH,SO5" A — & B (PDSA)
A= i | -0sS(EA-=-#)SOy A ZARB(NDSA)

[0747]  fE—ASLtiT7 S

[0748] X' g7 iR .C17\Br \NO, \NO, BRR'S0, s H

[0749]  X* g7 i F .C1 \Br \NO, \NO, BRRS0,

[0750]  fE—NSLjiti )y St

[0761] X' ghar iR .C1 7 Br BRSO, 5 A

[0752]  X*")fhSrHiAF (C1 \Br BRYS03-,

[0753]  fE—ANSLiti )y St

[0754] X' phsrHAF (C1 EEBr ; H.

[0755] X" ghar R .C1 HiBr

[0756]  fE—ANSLti Ty S

[o757] X" phsr e RS0, 5 L

[o758]  X** g3zt RS0,

[0759]  fE—NSLitidy St

[o760] X' Fnx*C & 1E—HEEAS0,” BRR' (S0,) "

[0761]  fE—ANSLti )y S

07621 X' A" A TE MR (S0,) 7

[0763]  HLHR™ R¥HIR

[0764]  fE—ANSLti )7 S

07651 R B A7 AERITEROLHAC, | JEHEC, AR C, FRARAEERC, | B 3L
[0766]  R™“HNAAFLEMITEISIIAC, | Fikk C, | BRI C, Fhedkakc,  JFo7st; A
[0767) RV A7 R A ST MG, ERRIEERC, | LS5

[0768]  H.rh.

[0769] g/\cg GFIBEIE EEAC, | BT IEREEANC, | BRTETF AL — DB ZAC bk
AR

[0770]  fE—ANSti )y S

(0771 R™ U SAFAE MR T M RC, K, AR IE C, FRbRIERC, | B 3
[0772]  R™HIRAFEMEHOTHINC, Jide C, ket 0, Fhkidkakc, | BrF53E; H
(07731 RV A7 R A ST MG, TERRIEERC, | 55

[0774]  Hirph.

(07751 GC, JRAEHE B, BEITIERAC, | LS LB,
AR
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[0776]  FE—NSLHtE T R

(07771 RMNSEAFAEMITEMOLIAC, FEdE C, B ARkEdE \C, FRLEIEBRC, | 0753
[0778]  R™UnSRAFAEMITEMOL I AC, FEde C, B ARkEIE \C, FAkEIEBRC, | 07535 HL
(07791 RVUIRAELEM ST HAC, TAEHEEEC, | BRI 53

[0780] H.rv.

(07811 45/NC, FRBEHE AEAC, | BOFERIGEAC, | WL AT — D ERE AT, ek
FE P HUAR

[0782]  FE—/NSLjitis A

[0783]  R™ A FAFLEMIFE AT HNC, ik C, FRRHEERC, | R A

[0784]  R™UNSFAFAEMITEMOLIAC, Fidk C, Fhkidtokc,  BrRI5H: A

[0785]  RVLISEAELEM ST HIAC, TAEIEERC, | BRI TS 3E

[0786] H.v.

[0787]  fgANC, JABEdE EANC, | BTF EEAEEAC, | BT 7 BATE A — a2 AN fe kit
FE P HUAR

[0788]  FE— /NSt T R

[0789]  RMGnERAZELEMIIE ST Ml -Me | -Et 2R JE | I 2R By 25 0

[0790]  R™UIHEAFTERIEI ST H T -Me -Et 2R 3% F R Lk 25 0E, B

(07911 RYMIBAFLERIEISL N - (CHY -~ (CH,) .- S ZE - — -5,

[0792]  FE—/NSLjt 7 A

[0793] X'y AFAE I A AR 5 L

(07941 X*©) iy BAFAE I A S A

[0795]  FE—/NSLjit 7 A

[0796] X' b BAFFE R A7 RO 5 HL

(07971 X*©) b RAFAEHIE A7 RO

[0798]  FE—/NSLjit T A

(07991 X' i RAFAE 3 M 57 B 5 HL

[0800]  X* ) dip SR AFFE I Mt 37 B

[0801]  FE— /NSt 7 A

[0802] X" A AR F T AT 1 JoMe SO, s L

[0803]  X*" U1 A7 LE A LE AL F9MeSO,

[0804]  FE—/NSLJiti 7 A

[0805] X" A AR F T AT I E LSO, s L

[0806]  X*©) 4 BLAEFE K IE S 7 1 HELSO3-

[0807]  FE—NSLJiti 7 A

[0808] X' SR A AE M E AT A ) S0, 5 HL

[0809]  X* f L AFAE AT A S My () SO,

[0810]  FE—/NSLJiti 7 A

(08111 X't A7 AE FRE A S M (FF ) 80,75 HL

[0812]  X* )t A7 AE AR S S Mg (FF ) S0,
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[0813]  fE—NSLti Ty S

[0814] X' dip BLAEFE B AR ST B (2548) S0, 5 L

[0815]  X* 4 RAFYEHE S STy (ZEHE) SO,

[0816]  fE—NSLii )y FeH

(08171 X" AIX* "t AT AERIE A E—RRIE AR (50,7 < HL

[0818]  R'/&- (CH,) , -

[0819]  fE—NSLjii )y St

[0820] X' AIX* )t AT AERIIE A E—RRIE AR (50,7 < HL

[0821] R~ (CH,) -

[0822]  fE—ANSLidy S

[0823] X' FnX* " W AT LRI S AE B AR (S0,),7 5 B

[0824] R HEIE (Bilhn, 1,4- WHRL) .

[0825]  fE—NSLi Ty S

[826] X' AIX" "t AT AERIIE A E—RRIE AR (S0, 7 < HL

[0827] RY&Z&E- — - (Fldn,28-1,5- —-3,28-1,8-—-3) ,

[os28]  JEpIx’"

(08291 SEPHX" A3t (3) Ik B R A A B T B T (Wl , 262 BT BE S I B T4
AT o

[0830]  FERAIX" )W LA LR BT B T (B, 2525 AT T )

[0831]  FESXFRILHTT S M0 — ANl X° 7 Rl

[0832] s, FEEIX )W LA 22 WA ) (B8 00, XL A ) B 8 T (BB, 2452 BT B2 i
BT ALK NGO , B 5 S5 BH B9 T 5 507 I 188 710 B R B R ML 55

[0833]  fEIX At )y 2 — A~ setleh 3 J2S0,% O FLBR 4 86 B 8 7 S U B B T i
JEEIRLE FE2, B H 2 1, P B - S A S S5 P % 1 BE /R EE 20.5) .

[0834]  FEA TR B A iep , X2 5wt L I B T (0, 2452 b AT s
1)

[0835]  7E— Sl g rh, X* S iy 5 WRHX T SR ) B H A 1 9 8 T (481, 2452 T
EZHAET) .

[0836] £ty Grp, X0 BT Hl 55 R, XX I B OUFRL T B S (il , 252 |
A1) -

[0837] ¢3S T 1A S 481 95 <

[0838]  fi7A= H LA T JCHLIR I TEHLEH B 7 - SR L $h 2« SRR VB AR LB PR i
P2 TSR Tt T 2 < 1

[0839] ATAEEHLL FANRKEHLIAE T :2- OB EIE TR 20 PR MR . R &=
28 R R A IR TR AT R IR BTG L & IR\ LR TR VIR ' SR L R
WEIR BRI IR L UM IR 5 IR LSRR T oRR R S 25 IR IR LI TR
FUBR TURE IR  FURERR TR G S SLR PR RN R TR 2R NG 25 R IR \ RO
B U 2R R V2 R 0 PR TR 2 2 R T TR D R PTG /K M B TR
B BAR TG 8 7 4 I PP R A TR
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[0840]  fE— ANt T S
(08411 X° 4n A AEHOIE ARSI NE .CL \Br \NO, \NO, BRR*S0, ;

[0842]  H.rh.

[0843]  R™MMSIHBAC, | KEkEC B ANbEHEC, FRbeEalC, | BiFT3E:

[0844]  H.rh.

[0845]  C, FRBEHEANC, | W5 AT — DB ZAC, e R IR

[0846] 75— ity g, X0 IR AFAE IR LA LCL \Br BRSO,

[0847]  FE— NSy S, X WU AFAE Y TESASL I AF \CL \Br

[0848]  E— NSy S, X WA AL () TE ST AF

[0849]  FE— NSty S, X MR AFAE Y TE ST A CL

[0850]  /E— NSty S, X WA AL ) TE AL B

(08511 fE— NSty g, X WA AL ) TE S 1 RSO0,

[0852]  E— ANzt /7 et R WA ZE R IR M R0, e (C, b FRbE S C, PR fdE
BC, 5 HrhC, FRBRSERIC, | BRI FATIEE BB AC, SIS B L.

[0853]  7E—ANSziti /7 e, R MR AFZE R IR AT R0, e C, o RGeS O, PR fe gt
BC, B HrhC, FRBRSERIC, | BRI FATIEE BB AC, FEHEIEB L.

[0854]  7E—ANSZiti /7 Frb RO MIRAFAE RIS HAC, e, FRBEEERC, | B 5
JLrpC, FRBRIEAIC, | BEFS ST — N B ANC, IR

[0855]  7E—ANSziti 7 e, RY WU AZAE B AT M AC, bk, | 05 3 s Horpie | it
W IAT R A AC, EHEIEH AR,

[0856]  7E— NS 5, R™ AR AFFE () 1 M ST H A -Me - Bt ek | SR 2R 0
[0857]  fE— ANty i, X0 S0 AT AR F AR S M VeSO,

[0858] Ay grh, X* )t AT AE () 1E BT 4 9B LSO,

[0859]  fE— NSzt g, X W AP AL O TE ST Ny (R IE) SO,

[0860]  FE— NSty S, X W AFAE ) TE AL Ay () SO,

[0861]  fE—ASeifidy Zrh, X* O i BAF AR IR AT (2556 S0,

[0862]  fE— NSty g, X AP AL IR AR N (- 1-35) SO,

[0863]  fE— NSty g, X W AFAE RO AE AL Ny (5 -2-3E) SO,

[0864]  JrALIE[H]

[0865] £ AN TT S, FRRBAFANC, | BEHEIEC, bk,

[0866]  {E— AN TT S, FRRBAFANC, | BEHEAEC, bk,

[0867]  fE— AT, FTRBUAGAC, JHfC, JFidk.

[0868]  7E— NSy A, BB B AL (I, C, | Je i C, etk C ) s
H:-Mes-Et.-nPr.-iPr.-nBui¥-iBu.

[0869]  7E— NSy S, FER B AN (I, C, | Wi C, e dE C k) s
H:-Mes-Et.-nPrak-iPr.

[0870]  7E— NSy A, FER BN GEE (I, C, | JeE C, etk C B dE) s
H: Mes-Et.

(08711 FE— NS Sk, A BRAE Ak (B4, C, | Ji kO, Jidk . b k) & -Me.
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[0872] MKt T S, ik sl RR S fedk (Bildn, C, | Fedk ) ekt C hedk) & -Et.
[0873]  FE— NSt Ty S, pirik sl fed (Blhn, C, | bedk C JJedk C, Jedk) & -nPr.
[0874]  FE— NSt Ty S, Pk sl fedE (BN, C, | bed C) JJedk .C, Jedk) & -iPr.
[0875]  FE— NSt Ty S, Pk AR fedE (Blhn, C, | bedk C Jhedk C,_ Jedk) /& -nBu.
[0876]  FE— NSt Ty S, Pk sl fedE (BN, C, | bed C Jhedk C, Jedk) /& -1Bu.
[0877] AUpE 2 AL ]

[0878] Dyt € SC, WA SCH RO AR TE “Ba AR (4, €, s AUkESE \C o pa b2
Cp I AUEEHE) W R Serb — A s AR T B AR — A O 2R 5T B AR e 3R
T BRI (B0, C, | FeFERH] ) K RIER]C SRR

(08791  fE—/SEitiJy S, rid s EEANC, b AUkE 3k 2 - CF, . - CH,CF, B -CH,CH,F .

[0880]  fE—MSEi s e, iR sl ANC s AT RS2 -CF

[o881] Ik Sk It [4]

[os82] MLy S, Frik sl AC, AR AEC, FAkit.

[0883]  fE—NSEis e, Bk iR AC, ARk AR P

[osg4] N7 e, iR siEEAC, ARk T 2.

[o885] NSty Zrh, ik sl M IALe s (B, C, Akedk C hhidk) 23
[osg6] MLty Zr, Bk sl M IALEEE (B, C, FAkedk C) hkidk) 23k,
(0887] ket tEA]

[0888] Dyt 5t 3, R iH “W e k™ DU S SCAEA SO 2 10T 2E A bk HRAPIA
R R O, Ko R i I 1, OF B R B 5 R TR AL . i, 3 T ke
Jee R e (RID, CH) SR, A L PR e 2 I (41 7 PR O (RID, - CHL,) LR 2 ) I 5 ik 1A 52 I Y 3k
(B, -CH,-)

[o889]  fE—NSEtis o, Bk sl BEAC) R AEC, Wkt

[0890]  FE—ANSEiJs e, ik siEEAC) R AEC, Wk

[0891] RNt S, ik siBEAC) R AEC, (ks

[0892]  fE—NSEtiJy S, IR BiEEANC, (WbEd A HEEC, itk

[0893]  FE—ANSEtiJs v, Bk sl ANC W etk & HEEC, Wkt

[0894]  fE—NSLJtiJT AP, iR BiEEANC, (WbEd A HEEC, itk

[0895]  fE—ANSEi 7 S, FriR sliBEANC, W etk & HAEC, M Aed: (B, - (CHy ) -

[0896]  fE—ANSEi s e, iR sliEEANC, W Redk & HAREC e (B, - (CHy 5-) .

[0897]  E—ANSEtiJ7 S, iR sliBEANC, W fedk & HAREC I e (B, - (CHy ) -

[0898]  FE— NSty S, iR sl AN e 3 (B, C) (S Redt \C) k) 52 W1 T 3
(B, -CH,-)

[0899]  FE—Asjitir Srb , BB s ke S (B4, C) (kesE C) W hedt C, I HEdE)
L3k (R, - (CH,) ,-)

[0900]  FE— Aty Srb, FriR sk 5 (B4, C) (ks C) W hedk C, I HEdE)
AL (R, - (CH,) ,-)

[0901]  FE—A sy S b, FriR s ke S (B4, C) (kesE\C) W hedt C, et
C, ML HEdE) AT 2 (BT, - (CH,) )
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[0902]  #E—ANSEHETT K L B EAGA Tk (Wl C, EREE .C, 0 ) 2 7 TR 3
(B, - (CH) ) .
[0903] 75— ANSEHETT K L B AT Tk (Wl C, ERRIE .C, 0 ) 2 7 2 3

(R, - (CH) 4-) -
[0904]  fik 75 FLIE A

[0905] NS R BB B ANC, | B9 H i A2,
[0906] NS R BB ANC, | 95 AL R L,
[0907) NS p BB BAEANC, | BRI R IR .

[0908] & kfr) ik

(09091  ifidid JE fedk R ik £ ﬁ)@”—ﬁﬁﬁc

[0910] & Rl 5 V2 A2 8 b 38 3 0 Jir e A ke a3 1 e A0 1 20 SR AT 1), oA =K (4) 19
AW

R . R
RS N R®
[0911]
H,N S NH,
7 8

X (4)
[0912] 55k /i Ak i e AL 7R AL 3 IR Al 2 A 1 S, 73 BIAR A 3K (D BIAE &4 -

R " R
R> N R®
1A 2A
R R
[0913] \W S N~
|£1 B 17 L8 FIQZB

X (1)

[0914]  FEIEJiF e Ab s B2 A, B / I ) Bk 3 2 (] (0=) C<AE oA I 1 ZRUHI AR 2 - CHC [A it , ]
1 PR 7o 3 O TS /R LA A 28 P - CHCE [ 432 1 L S R UAR 3

[0915] sk S, GnAS SCHT PRI RS “Bs /B 3R 1 TR < T (0 VR 5400 < T ) VR Al 1
FIHR TR S o

[0916]  [R] 1 g itk 4 558 5L, Bk A ML A, WA SCRT I ARE “BE” B 78I o SR R A A
WEP o 94, FEEH-C (=0) -HaA BRI, HARRL) 5 At 2 28 I IEHO - [CH,-0] -Ho BRI,
B 5376 FE A1, S 3 F S 15 A6 T8 SR 5 10 F R, 491 1 22 5 PP o SR BA 3, 20T CH, c( 0) -H
& BRI, HAHN R A AR IR =R (=% 4, paraldehyde) (HIRIU Y (DU 5
%, metaldehyde) , LA R BE — (1) 58 ZEHO- [CH (CH,) -0] -Ho PRI, B S5 M sE 4t ?E@Jmff
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BAEHSERG O, PN =8 i WU RS,

(09171 ZEAMFIHE P ORI 2 , 388 3 3 S5 e Ak 1) e A R JE B MR I, 2 i, 55K (4) 1)
A 10~ 07 B AL M % EEFE A AL, B4t T3 (@) M &9 19 3 - FAT - 47 B Ab
() 2 R A R IR MR 1 o AR P R 2 308 3 3 i e A 1) ot A e R AR RS -
T~ B AL SESE A, B 2 B IX AL B AL e S D, 710 -4 B AL A
ﬁ%%&lﬁﬁ@@%ﬁ@%%m

[0918] “ E[’]m,@

[0919] T Z‘ﬁéxﬁﬁﬁmﬁ BHILIER, LA 77 G Hr R H H I8 R AR 3 3 1 e SR A I AT
REMLEE.

[0920] @i I R B AK 0 5 — I B 1 b S I T BEHLER R F- LA R 5 Sevb, Hovb 28— S ol i

R“‘X-C(—0> R T8 — ki, B3 -cH R™) R™) IR,
[0921]  HZE1

R
. fm"

R
6
R +0Hg
[0922] :.'\(
Ne——C—R %
8 |!1 14y
R R
B H 8
R N R iaX
+H,0
+
HN S fé“‘R“‘"
|
7 8 H
R’ . R
5 B
H, R N 1AX
/H +H
H,N N7 SR
7 8 |
H

[0923]  JE# LI R LA A 58—k B e AL mT A TR A an DA R 7 Rerb T, e 88— I Bl
R™-C(=0) -R"™ B T#—Ledkth, 5310 -cH ®R™) ®R™) pr™,
[0924] 52
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R’ R’ 3 4
H
RS N Rﬁ ] R . R 5
R R1AX
H H2 H
[0925] M B ri'/ _— ,é( 1AY

7 8 H, N R

R R H 7 s |

1AX 1AY R R H

[0926] I i J Ak B AL 58 Ak B b S AL ml g AL an A N A = s, o as
R AR -C (=0) -R*M T8 — w54k, /530 -cH R*™) ®R*Y) fR*,
[0927] 53

H,N
[0928] )

H,O

[0929] A Al AEAELL A5 AL, 3545 3 “N- B EUR O A & (B, Frh R AR vh iy 4 — 2 2 -
H) B, AT N Prik 4k & FﬁLﬁiﬁ

[0930] 4 SRFE 4R Pk 4k 42 Frkid 72, I B an R A/ sRPPHE SRYF /s8R AN E , AT R
A W L PR A AR ) ORI R ] (R R/ BRR™Y) L CHR” A 8] B R (R
H/8ER™) T H., AT RERIEAEHE— 25 [ R 2 BT 43 BIN- B AR AL 540

[0931] 3838 J5 e Ak i 2R & = i Btk AL a9 4k tn UL R 5 b s, o 4 =
s s EAR™ -C (=0) -R"™ T 45 = e stk , 8208 -cH R™) ®R™) HIR',

[0932] %4

Né

RACOS

[0933] ||_| Ly pe

1BX 1BY
R

) g -
[0934] i@ I I JE BZ AR R ZRALL ) 56 DU 35k B do F Ak T 4t Ak an DA N 7 Rp o, Fep 250

s el AR - C (=0) -R* F T3 DUk L4k, 133 9 -CH R™™) R*™) IR,
[0935] 55
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R1AX RIAX
é : J;/H
ZAY/ N , A > ZAY/ ~ N’ ~R'AY
[0936]
1BX 2BY 1BX

R
|
H 1BY 1BY

25{\ H,0

(09371  1&& /P

[0938] PRy, FEI4 R A S N2 5 % /R ) e e Rk 1] (0=) C<AE i AH L P 28U BUA R, - CHCG
PR , AT A PR i i P 7/ T

[0939] PO/, Dyt G 5 5L, AN AS SCHT ) AR “Mé /R 220 1 6] P8 0 JEE 5 470 T ) VR
B e AN VRS

(09401 -/, Dyt G 58 S, Bk S A R SE At » AAS ST IR AR “TE™ 15 2300 o S A I A 2R
EIER 7140, I EEH-C (=0) -H2& BAR K, H AR 5 & 8% & 2 58 HEEHO - [CH,-0] -H.[A]
It B A R E A, 3 31 I I R TR 7 SR I 4 2 22 5 I SR LA, LB CH,-C (=
0) -HA2 BARH, HARRIH 2R S A IR =Y (R OB ORIUERY) (WUR 8 , LA R
SR 5 L EHO- [CH (CH,) -0] -Ho AL, B 53 MLE 4, 3R 2 4 B B A2 R 75 3R & LI, 4
=R W VRO RO

[0941]  FE—ANSiti s S, ik i e AR

[0942]  FE— ALty &b, Prik i 2 R ol (G, ZRPEE =R OB VIR OB VR
%)

[0943] 5L 75 B ) IR (B, RYSR SRR DA PR A 15 B

[09441 {5, dn SR BERM S -CH, (B, -CH (1) (1)) , DU P I (HIC (= 0) 1)

[0945]  Jfuldh, R BERY 2 -Et (B, -CH () (CH,)) , MIfd FI 2, (HC (=0) CH,) -

[0946]  Zfuldh, L EERY & - iPr (B, -CH (CH,) ,) , W5 FH A A (CH,C (=0) CH,)

[0947] K40l , 4 SRR IR T3 (B, -CHI- (CH) .- 1) , U4 FH3R C R (B, (0=) C[-
(CH) -1) .

[0948]  Jfuldth, L BERVAIR 4 7E— A2 A - (CH,) - (R, ~CH (1) - (CH,) ,~CH () -) , DAf -
NRMR'RIRE T3, U % ((0=) CH- (CH,) ,~CH(=0)) .

(09491 foldn, 7£— st 5 Z 2 (da) I EY)

H
N
H,N S NH,
A (4a)
[09511 5 F % (941, LA % . 2 5 RS S T AL A3 76500 5 A %A RS, 75 381 KL E

2 (la) FALEYD:
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[0952]

[0953]
[0954]
[0955]
[0956]
[0957]
[0958]
[0959]
[0960]
[0961]
[0962]
[0963]
[0964]
[0965]
[0966]
[0967]
[0968]
[0969]

[0970]

[0971]

H
N
Me\ /O:S:@\ /Me

) )
Me Me

X (1a)

FEBESE It T SR
R -CH, (B, ~CH (1) (1) , 302 35, 20 B - CHCHE FH I B HUAR )
1BE' -CH, (R, -CH (H) (H) , thaft & Ut » £ 1 - CHCRE BT A HUARSE)
2AE’ -CH, (R, -CH (H) (H) , thajtE Ut » £ - CHCHRE BT AT HUARSE) 5 H
2BE' -CH, (R, -CH (H) (H) , thait /& Ut » £ i - CHCHRE BT A AR SE)

JPE@%&%MEBEHC( 0) -H(Rl, (0=) C<,HP, (0=)CH) #H)) ;

B B AR

RIAI%‘CH (RIAX) (RIAY) , #H%‘CHB:

RIBI%‘CH (RIBX) (RIBY) , #H%‘CHB:

R -CH®R™) ®™) , I HA&-CH,: A

R2BxEé‘CH (RZBX) (RZBY) , #H%‘CHB:

It B ik e /B ZH-C (=0) -H;

RIAX_C (:O) _RIAY,/\ EPRIAXﬂ]RlAYi/]jj H

RIBX_C (:O) _RIBY,/\ EPRIBXﬂ]RlBYi/]jj H

R2AX_C (:O) _R2AY’/\E':‘R2AX$HR2AY1,::J7|j H %H

RZBX_C (:O) _RZBY,/\ EPRZBXﬂ]RZBYi/]jj H.

FAUIM, £ — ST b AN I &

H
JS BB\
N S NH,

2 (4a)
5 R P IR R (49, DA R | 22 3R R I S 410) VR A R A S e AL 25 TR IO

GEIEINA SR A= R /R

[0972]

[0973]
[0974]

H
N
i-Pr /@ j@\ -Pr
\I\IJ S IE/’
Me e

FEBL Lt R .
R™ME-cH®™) ®R™) , HAZ-CH(CH,) ,;
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[0975]  R™&Z-CH®R™) R'™), HAZ-CH,;

(09761 R*Z-CH®R™) ®*™) , E/Z-CH(CH,) ,: 3 H.

[0977]  R*™R-cH®R™) ®”™) , HACH,;

[0978]  3f H TR/ 2 CH,~C (=0) -CH,FIH-C (=0) -HI TR &%)
[0979] 1AX C( O) RIAY,/\qulAX*HRlAYi/]jj CH

[0980] RIBX_C (:O) _RIBY’/\E':‘RlBXﬂ]RIBY:{:;jjj H

[0981]  R*™-C (=0) -R*, FAR™RIR* ¥4 4y - CH, 5 A1

[0982] RZ**-C (=0) _RzBY’AEPRzBXﬁRzBYi,]jj He

[0983]  ZRfpldth, 76 —ANsgiitifr b, 8 F AL A4 -

H
0984
L0984] H,N S NH

= (4a)
[0985] 15 PRy M 7E 0 JE Ak & At T 7 , 75 B AL T 2102

N
[0986]  i-Pr /GE :@\ i-Pr
H H

[0987]  TEULSLE /7 R -

[0988]  R'J&-CH(CH,) , (B[, -CH (CH,) (CH,) , thsh J& ¥t , 28 ph - CHCHE I B B 2E)
[0989] RlBE' -H;

[0990]  R*&-CH(CH,) , (B[, -CH (CH,) (CH,) , thsh J& ¥t , 28 b - CHCHE I B HUAR2E)
[0991] RZBE' -H;

[0992] I H ik /M & CH,-C (=0) -CH, (8, (0=) C<, B, (0=) C (CH,) (CH,) :
[0993]  mi34 o HAkHh .

[0994]  R™E-cH®™) ®R™) , HA-CH(CH,) ,;

[0995] RlBE' -H;

[0996]  R*MZ-CH®R™) ®*™), HJ&-CH(CHy ,: 3 A

[0997] R¥™J-H;

[0998]  Jf H.pfridk e /i ZCH,-C (=0) -CH,;

[0999] 1AX_C( O) RIAY,/\qulAX%uRlAYi/]jj CH *D

[1000] R2AX_C(:O) _R2AY’/\EPR2AX$HR2AY:V]75 CH

[1001]  2BALldh, 76— St 7 @Tf\iﬁ’]%"%:
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[1002]

[1003]

[1004]

[1005]
[1006]
[1007]
[1008]
[1009]
[1010]
[1011]
[1012]
[1013]
[1014]
[1015]
[1016]
[1017]
[1018]
[1019]

[1020]

[1021]
WEY:

H
JS SO\
H,N S NH

X (4a)
5O 7E I8 R A 56 A R IO, 15 2 A R A &4 -

QL0000

FE LS T S

2

R -CHL- (CH,) ;-] (B1, 3R 3E) , thgh i, 48 1 - CHCIE R (M HUAR IS

RIBE -1,

R¥-CHL- (CH,) ;-] (B1, 3R 3E) , thgh i, 48 1 - CHCHE R (M HUAR IS

R -H;

I BTk /B e S O (R, (0=) €<, BRI, (0=) C[- (CH,) .- 1
B AR

R™ME-cH®™) ®R™) , BAZ-CH[- (CH) -5

RIBI%‘H;

RPVE-CHR™) ®*Y) , HAZ-CHl- (CH) -1:3F A
RZE-H,

e FLRr ik /il 2 ¥4 U (R, (0=) CL- (CH,) .- 1) -

R™-C (=0) -R™, HrpR™IR™ A 75— I C T e 3 <
R¥%-C (=0) -R*, HerR* IR & 26— 2 T BC T A«
FAhHh, AE— ST e R M & -

g

/@N:@\
H,N S NH

=, (4a)

2

5%~/ ((0=) CH- (CH,) ,-CH (=0) ) #Eik R &AL 26 A1 N B, 75 BUAR LA R 200
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“ 0y 406 o

[1023]  7ELSE /7 R -

[1024)  RUFIR'AHE TR - (CH,) - B, A P/ A BUARAE S 44 i
2/ -CH<ZEH s B

[1025)  REFIR™ AT - (CH,) - B, A P/ A AR AE S A4 i
2 -CH<3E[H]

[1026]  Frikis /2% — W (B, (0=) CH- (CH,) ,-CH(=0))

[1027] ol o ALk .

[1028]  R'™FIR'47E 2 A - CH,-R"™-CH,- ;

[10291  RYZ- (CH,) ,-;

[1030]  R*FIR™47E 2 A - CH,-R*-CH,- ;

[1031]  R¥Z- (CH,) ,-;

(10321 3f ELBTRMS /B 8 (1, (0=) CH- (CH,) ,-CH (=0)) :

[1033]  (0=) CH-R"-CH (=0) , HHR" - (CH,) ,- 5 I
[1034]  (0=) CH-R*"-CH (=0) , HHR*&- (CH,) ,-
[1035] [/ . — LS

[1036]  FE—/NSLjiti 7 A

[1037] % (a) :

[1038] R"™&-cH®™) ®™);H

[10391  R'™fhrh Ay -Heg-CH R™) ®'™)

[1040] R*Z-CH@®™) ®*M™); A

[10411 R Ay -HEg-CH R™) R™)

[1042] Ui i / £, 5

[1043]  R™-C(=0) -R'", f0

[1044] R*™™-C(=0) -R*";

[1045] 3 H kB U0 SRRV -H, U ik Fes /il 3k — 454,
[1046] R'™-C(=0) R,

[1047] 3 Hit— B A0 ERAE -H, ik i /B ik — 25 4,
[1048] R™-C(=0) -R™,

[1049]  JEHUE (b) -

[1050]  R'FIR'47E—F2 A - CH,-R'™-CH,- ; H.

[1051]  R¥FIR™47E—F2 A - CH,-R*-CH,- ;

[1052] R /B 5

[1053]  (0=) CH-R"®-CH (=0) ; I

[1054]  (0=) CH-R*®-CH (=0) .

-]

%

%
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[1055]
[1056]
[1057]
[1058]
[1059]
[1060]
[1061]
[1062]
[1063]
[1064]
[1065]
[1066]
[1067]
[1068]
[1069]
[1070]
[1071]
[1072]
[1073]
[1074]
[1075]
[1076]
[1077]
[1078]
[1079]
[1080]
[1081]
[1082]
[1083]
[1084]
[1085]
[1086]
[1087]
[1088]
[1089]
[1090]
[1091]
[1092]
[1093]

[E—NSEt T S

R C (=0) RNV 5R™-¢ (=0) -R*V 4R
O ELH R AR AR )
[E—NSE T S

RUBISRZE A2 -1

Of B ik i / Wik — 2 a8

R (=0) -R®AR® - (=0) -R*™) ;3£ A
RBC(=0) R 5R™ ¢ (=0) -R* 4F]
O ELH R AR AR A1)

NON- ZHUAR M M HUAR IR R ERTHIA - -

NSt T S

RIAX_C (:0) ‘RIAYERZAX‘C (:0) _R2AY*HE
(FF FLA R RIR™ 2 A7 1)
RIBSRZBi_/}]Z:%_H

(G FLIA e ik s / gt — 2B B AR -C (=0) -R™PFIR™-C (=0) -R*™) ;

RBC(=0) R 5R™ ¢ (=0) -R* +F
O ELH R AR AR A1) 5 L

R™c (=0) RV 5R™ ¢ (=0) -R"™ 1A
(O ELEA R AR IR P RIR™ 412 AH IR (1)
FEIZX AN S 7 28 ) — A~ S 45l

R™-C (=0) -R"™FR*M-C (=0) -R*MZH-C (=0) -H (B}, F ) ;
R'™-C(=0) -R™'FIR™-C (=0) -R*"ZH-C (=0) -H (B}, F ) ;

RUFIR™MZ -Me; H.
RUEFIR®E -Me,

“NLN- ZHURI, AR EAREE” RPSRPEIAE 1) -

[E— AN R

RN (=0) _R1AY5R2AX_C (=0) _R2AY$HE
(Ff B LR AR 2 AR IE )
RlBSRZBi/)JK%_H

(G HLEE SE A iR g / B 3t — DA

RIBX_C (:0) ‘RIBYﬂ]RZBX‘C (:0) _RZBY) .
RIB ¢ (=0) _R1BY5R213X_C (=0) _RzBYm]ﬁJ
(Gf BRI ER PRS2 MR I () 5 1H

RN (=0) _R1AY5R1BX_C (=0) _RlBY;F]a
GF HH R IR A F 1)

TEIX PP S 7 R0 — AN S5l

R™-C (=0) -R™HIR™-C (=0) -R*" A CH,~C (=0) -CH, (B, ) ;
R'"™-C (=0) -R™HR™-C (=0) -REH-C (=0) -H AP, F ) ;

R™AIR*Z - iPr (B, -CH (CH,) (CH)) ; H

53



CN 107848992 B W BA H

43/84 T

[1094]
[1095]
[1096]
[1097]
[1098]
[1099]
[1100]
[1101]
[1102]
[1103]
[1104]
[1105]
[1106]

[1107]

[1108]

[1109]

RUFIR™ 2 -Me.

“N-BLHUR ) RPFIR® 4 -H) -
TE—/NSEHE T R

RM™_ (=0) _R1AY5R2AX_C (=0) _R2AY$HE
(G B R AR AR D) < B
R™FIR®®15 4 -H

(Gt FLKLHC TR /B 5 6 4R -C (=0) -RPAIR™-C (=0) ™)

FEIX AR i 7 S0 — AL

R™-C(=0) -R™HIR™-C (=0) -R*"ACH,~C (=0) -CH, (B, A ;

RIBX_C (:0) ‘RIBY$HR2BX‘C (:0) _R2BYZ<T?Y£:
R™AIR*Z - iPr (B, -CH (CH,) ,) 5 H.

RPAIR® -,

G RE AR SE 7R TR R

&3
38 BB KA (%)
15 %] 44
" X, (0-)C< ﬁfTﬁi_lCﬁEIi&H],
(O:)C(H)(RP) —CH(H)(RP)
S
(Formaldehyde/methan (O=)CH-H -CH;
al)
LEE
=)CH-CH -CH.CH
(Acetaldehyde/ethanal) (O=JCH-CHs HeCHs
A B
(Propionaldehyde/prop | (O=)CH-CH2CH3 -CH2CH:CH3
anal)
TEE: "y
(Butyraldehyde/butana © )CHE{C}HECHEC -CH>CH.CH:CH3
1) '
7S
(Benzaldehyde/phenyl | (O=)CH-FJk -CHx- 3
methanal)
(x) B BR G 30, iSO i 18
* 4
A1E Y BR & 55 45)
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Bl A (0=)C< T3 69K A, -CH<
RP-C(=0)-R? -CH(R")(RQ)
) B CH;-C(=0)-CHj3 -CH(CHa3)a
[1110] T -2-BF CH3-CH2-C(=0)-CH3 | -CH(CH3)(CH2CH3)
K TR CH;-C(=0)-* % -CH(CH3)(* %)
IR %, B (O=)C[-(CH2)4+-] R
7N (0O=)C[-(CH2)s5-] KTk
x5
BiE 0 B T4 (%)
5t X FriF 5] 69 K A
(O=)CH-RPQ-CH(=0) -CH-(-RP2-)-CH»-
- s : -(CHz)s-
8 o= B s -(CH>)s-
KX=B | (O=)CH-(CH:)s>-CH(=0O) (25 T )
=& | (O=)CH-(CH,)s-CH(=0) {CHo)e-
=i | OeyCE (135) R 2 TR BRHAK)
[112] () R AAREA T, AT i 16
(11131 5@ st A FH AR (0 T R/ B ) 75 2R RS R HIRP I — RAN AR & . — B 5id 4
EGERPERE IR
6
(B A BE(H) Fo/ (B A ) BRI 6 — 2o 20 604 )
RIA RIB RIAX_C(:O)_RIAY RIBX_C(:O)_RIBY
REA RZB RZAX_C(ZO)_RZAY REBX_c(:O)_REBY
-Me -Me RS RS
[1114] -Et -Et L L g
-nPr -nPr ) B ) B
-nBu -nBu T B T
-1Pr -H ) BF] ()
-iPr -Me ) Bl RS
-1Pr -Et 7 B &S
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-iPr -nPr 7 B 7 B

-iPr -nBu 7 B TE:

_iBu H T-2-H (%)

-iBu -Me T -2-B6 L2N:7S

[1115] -iBu -Et T -2-8F) LB
-iBu -nPr T -2-B4 ESTErS

-iBu -nBu T -2-B0 T

AL “H 2NN (1)

HREA -H IR LR (1)

[1116] () SRR &k, A S it -
(7] St JSUR A i B ke B« JR R 2

(11181 A, £ AR 77 128 B3t 8 I L 1 e 8 M P 0 25 BBSHEAT , B it (@)
1k &1

R . R
R2 N R®
[1119]
H,N S NH,
R R
X @)

(11201 5557 5 A9 1 / A AN Ji A 70 0 3 iR AR 2 T S g, 45 AR 2 1Y 2K (D) AL &
Y-

[1121] NJ\iI ﬁ[
18 I:Lzs
(1)

[1122] i /R i o ke T 4k 1T 0 8] 1) e 2 A 0 2 2 DA B Rl e ) T B ) s B 1 / B 30 A —
W5 /W JR I b 6 TN RIS (B, % T AR IR R R¥ IR e i 4 — ) T —
AN Y E /B CGE BARH, — AN Y E i/ B2 ) .

[1123]  fidyn, 4R R'P RPRIR™ e f 43— 2 -Me Gl | HYIRE) I, U 75 B2 440424 &8 ) P 1
(g, DL R % | 22 5 R I S5 4R0E) &
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[1124] 2ot 24RYAIR™Z - 1Pr OR 15 A AH) HLRPHIR™ 2 - HINF , U 75 B 2224 B 1) P i o
[1125] &bl 4R AIR P4 7E — 2B A - (CHy) .- Gk eI %, JF HR™RIR™ & 7E —
AL R - (CHy) - O H R WEm) , W75 2292 4 F ) T 1

[1126] A& I8 I fE AL 7 sE 2 &, 1 ans < (gaseous hydrogen) o

[1127]  J@H AR A IE R v R AR B A G R 7, Flan2)1 2= 25208, 5 )1
2160, fHlunZi2z 2148 .

[1128]  H A3 34 S5 e A 2% A mT 4 an B3 A7 7 G I S AL 77

[1129]  JEH , AL UL EAAAE, B A B 290 12598, 1 a1£90.00001 &= £90. 124 &, 1
£30.0001 £ £50. 05245 . 4, 72 T [ B KRR, A FH K250, 0134 & .

[1130] S ALME AR AT DL S5 AH B R 30 A A0 7] o B3 140 I 35 FRLEE A 751 P Sz 4516 FG 3 E 240 41
BB BT RN AL o 3 1 AR AE AR TR I S B R R VBT VER B VRN R AL A

D1131] Bl dn , 38 IR S AR AR AL 72 3 T4 ) AL AL 7], 9 n “BRERAE” GEL ' Ko Pd
©) ,14n5% (w/w) Pd (C) -

[1132] 38 3 Ji e A 2% A1 T I SEE A1) 2 ARTAT v I VR 0, A7 R A 18 I A AL 71
ol an AR S AR T, B an “BRER AL GlE Ko NP () 5 11n5% (w/w) Pd (€) «

[1133] AR AT A IS I SN B o 5 B AT DL B an 24920 °C 2 25100°C (8R]3R ) , 51l
mM%190°C.

[1134] R4 IL e S N A5 » AT SR BT 28 A5 3 140 S5 I N T o Js 7 B[] A DA 451 6 243 3043
L, B2 1N 22 2996 /N, B AN 227N 32 2548/

[1135] 54, X (4) (4S9 AR IRIPd (C) AL T 35 (1 /R (5, 2 58 W %) %
HIE R (lan, N N- R ER D) i A S R DA ST R AR B RS INESR
BIEH R JT, BN 2548 AR5 PR R NIR S P AN AE 2190 C T F #E 1 an 292 22 48/Nk SR S
W AR AT RV 8 DA B A A7), ZE IR VR R AR B T IR 0 PR o a0 SRR B
AP FEGTEE I SE TR Al . B, R TS S

[1136]  RUFVEIIFEIR T F 3L

(11371 & 3d i3 i A 770 ) 5 — SE ol 2 A, ol an U R I A B = R AR LT A Ak
ENFITRE AL -

[1138]  fi4n, ¥ =X (4) A4 AW B i IS /B A 38 1 77 (19, NN - R
Tk i) FRER (91, Z.1R) VR B & 1& 1 A 2% o iRRHR G B anE40°C F Bkl in 2 %
24N AN SR T B, DB A I E IR Al 5, DB T R SN
[1139] &3 )k JF AL T o — S A9 2 B A S A0, B an2E il be .

(11401 FH A3 P30 S5 e A 2% A4 mT 49 n B3 A7 7 G I S AL 77

(11411 G AL UL B AR AR, BT A B 290 12598, 1 a1£90.00001 &= £90. 124 &,
w£70.0001 2 £50. 052 & o 740, 761 [ B s B AR R, A K 290,013 & .

[1142]  SACAE AR AT DL S5 AH B 20 A (A0 7] o B3 14D I 35 AR 4K 751 P Sz 45160 FE 3B 240 41
BB BT R AL o 3 B AR AE AT I S B R R VBT VER B VRN BRI AL A

(11431 40, 38 i IR S AR AR AL 7002 3 T4 0 AL AL 7], 40 “BRERAE” GEL ' R on Pd
©) ,14n5% (w/w) Pd (C) -

[1144] AR TR A IS SN B o iR B AT DL 1 a0 2920 °C 2 25100°C (81813 ) , 6
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W£90°C o AT LATEAS R — N R S s 2, 48] i sk (B R ai et B , 82 R (R 28 A
Bt mTRe SR R Bk =X (7) S A Ak & i S5 AR R =X (4) A &40

[1145] AR F e S BL kA, v] R AT R G (1) s 2R ) o s B2 BT 8] B BA S 491 G 24 3043
Z41, B2 1N 22996 /N, B anZ12/N 28 2548 /Nt o B, 20 (4) Ak & AL
=[P (C) AT BT 75 MRS/l (1, TR 5 A2 A0 7R (1, 220 0) A& 1R i 771 (1)
o, ) AUEIRRIR (B0, UK 4 1R) W8 N2 A 18 A 281 S8 5 AT Hi 4 I VR & 0 451 o
TEZ190°C T InFA W 293053 B 22 2/NF o BTG S S A4 E 25 4025 °C L R A 1 an 2491
Z 107N o SR S5 AR sk 98 (o 36 et ek v 3 ) DAREBR AL T, PE IRV R A3 B T
HHIRT =) o W R R B E L SRS T Wl e I P T B A R 1 2K R TR 43 S - B
L, APRIET A T R8N .

[1146]  mTLAAE 3K (7) AL B VDT UG 1 B — 20 R b St S ., T il Ak & WD 78 e B 264
Bk SR () A B 2R 5 TR AL TE =8 (4) A& 4 ik )R etk , /3 212 (D) ik &
Yo Al e Rl AT BT Bad Ji 1 =X (7) 11 &9

(11471 BRI VRBIREBR T8 S SR 7 14838 T 41 i Jung %5 N\ , 2003, Tetrahedron,
#5594, 5510331-10338T 1.

[1148]  ERTDER TR ARBARH b &4

(11491 & R 77325 AT L35 T2 BORH B AR AR — e fb S 0 FE AT P 3R

[1150]  #E—/MsEi fy EHp , TEAH R SR D 3R ep 4858 (5) AL &4

R’ . r*
R N R®
[1151]
O S NO,
T 8
2 (5)

[1152]  Sf2EIE IR AE AR 20 IR 2 AR T S, 15 BUARRZ K 3K (4) AL &40 -

R . R
R> N R®
Sl N S NH,
f 8

A (4)

[1154] &3 il 2800 JE ) ) SE 9] 2 AL, B an <
[1155] @, S A A& 1E AL TR AME S-S 1E R 7, Blan 291 &£ 25208, il in 291
2168, fHlunZi2 & 2148 .
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(11561 FH A3 P i 2 Jir 2% A4 mI 49 n B3 A7 7 G I S AL 77

[1157] @, AL DML A AE , B A R0 £90. 125 5, 1 1£90.00001 2 250 1 4 & , 4l
w£30.0001 2 £50. 052 & o 7140, 785 [ B s B AR R, A8 K 290,013 & .

[1158] S AR AT DL S8 AH B S AR AL 7] o 0 I AR 3 AR AL A S B FR FE 3 AH
BB BT RN AL o 3 B AR AE A TR I S B R R VBT VER B VRN R AL

(11591 Bl dn , 38 i IR S AR AR AL 702 3 T4 ) AL AL 7], 1 4n “BRERAE” GEL ' s Pd
©) ,514n5% (w/w) Pd (C) -

[1160] A 3d I A 22 50 JiR 2% A2 1 K B 52 48 ARG w3 R &S 0, R 7R B @ I A A AR 57
ol n AR S A AR T, B a0 “BR kAL GlE Ko NP () 5 1in5% (w/w) Pd (€) -

[1161] AR AT E A IE R SR 55 T DU B 2520 C & £9100°C (B [=l i ) 4l
M%190°C.

[1162] R4 e N 25 A 5 TSR FEATE 2 A 33 1100 S 2 I T o S5 7 B[] T DA 481 Gn 249 53 e 22
ZI1R, BIan 2955 Bh 22 216 /N, 1N Z51053 B 2 2512053

[1163]  fil4m, WKl (5) MIAL &4 AL I Pd (C) AL 7 e A 3d i v 77 (il , N, N- 2 F
BB A N2 E &) R JE AT, I HE AR IR 2 E6&E W K 7, FlinZ4e AR JE
AR SN TR A P AN AE PR B I B R BRI I 2010 = 2912090 % . SR i il G 25 28 150K, WU BE 77
VI3t B an R R E AT A

[1164]  RAUTTIERIFEBIR T R o

[1165]  Gn SR 7 EMTE , PR CBEAT B 38 0 i (17 20 BRI I 30 JiR e A ke ik 8 e AL 1) 25
PR, TCTR 5 B AN /B A AR AR e () A ) 20 3R (B dn, 78 “— 87 ik H) o

[1166]  fE—/NSiji /7 &, Rt —DAE AT A D 3R, A (6) AL &4

R . R
R> N R®
[1167]
S
R R®
X (6)

[1168]  SHHALAIFERAL AR AT T S, 15 2ARRK 3K (5) AL &40

R ) r*
R N R®
[1169]
0, S NO,
7 RS

A (5)
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[1170] &3 AR A 77 0 S 49 2 A PR A (NaNO,)

(1711 Sl A AR R ORI &1, il an i i 295 4 &, Il N 295 2 2910 4 & , 41
K16 216,545,

(11721 ARG & AL 26 A T Bl an B FEAAERR , W 4 TR

(11731 Sl BRI AFAE 2 RO 1, 9 a5 29 =&, Bl 2952 2930 4 1, Bl 402910
FE 4202495,

[1174] O] 7EA & PRI 71 R S8 S S, i I 453 AR ¥ 7710 P DL I SRR VR 5 4 o 6 368 ) 9 711
() S5 L 5 45 2 1« — R RSP, DO 0k i N, N - 3 R A R R R R R T R B
TR BT A S

[1175] B R AT R A IE R RO 355 mT DU 1 n 2520 C & £5100°C (B [=1 i ) 4l
PUEZS MR

[1176] AR 35 H e S N 262, ] SR FIATE R 3 1) s 2 P T] o e J8z s 8] A A2 491 Gn 24 3043
BL2FK, FIIN LI 1IN L1247

(11771 ol W AE GG A4 T & 91 6) &) it & NaNo, (B an 29551024 & , 4
WZ16256. 5219 8) FEF, FA N (B aiZ i e, Hlan 2 25— /N i 810 2R (B inZ15 430
M8, FIINZI10820 2 5) AR5 DR R S IR A B A0 7E PRI B TR SRR B N 201 224/
SR G ALK S SOV A P AN AE 29 R0 FE R SRR B AN £ 1 22 247N o SR Ja RDRE I TR B 0
H, Lk pEUSEE )

[1178] R EMIFEBIR T T 3C.

(11791 2BALM 7 V53R Tl inTomi 1in%% A, 1996 FFiedelei, 1994,

[1180]  7ERTZ IR B R EURH 2 &4

(11811 B, ]l ki J5 A B 1 8 AL R A6 B 0 5k il 46 AR BRI —Fe e &4

[1182]  fE—/MSLji /g S+, 7EAR S SR 2D B ep , A8 (7) AL &40

R R
R2 N R®
| N
o
[1183]  HN S NH,
R? @ 8
@ ci
X (7)

(11841 Ejfi 434 J50) AL Bt 230 B 2 AR 1 B, 159 BUAR R K 3K (4) AL 540 -
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R § ¥
R> N R®
[1185]
H,N S NH,
rd 8
= (4)

[1186] A id (B E2 34 JE I S & &, Bl an <

[1187]  J@%H , AW A IE R v R AR R A G R 7, Flan 21 2 25208, 5 £ 1
2160, fFlunZi2z 2148 .

[1188]  FH A3 Pt 40 Jir 2% A4 w49 G B A7 7 G B S AL 77

(11891  JEH , ALFI UL EAZAE, BIA A FI 290 12595, B a1£90.00001 &= £90. 124 &, 1
w£30.0001 2 £50. 052 & o 7140, 785 [ B s B AR R, A8 K 290,013 & .

[1190]  SALfE AR AT DL 38 AR B I AR AL 7] o 0 1 AR 3 AR AL 0 S ) B FR AR 3 A
BB BT RN AL o 3 B AR AE A TR I S B R R VBT VER B VRN R AL

D1191]  Bldn , 38 IR S AR AR AL 702 3 T4 ) AL AL 7], 1 4n “BRERAE” GEL ' 7 Pd
©) ,514n5% (w/w) Pd (C) -

[1192] A 3@ IR it 52 300 JiR 2% A2 1 R S 8 ARG 3 R &S 0, R 7R B@E I A i AL 57
o G AR R S AR T, B an “BRER AL GlE Ko NP () 5 1in5% (w/w) Pd (€) -

[1193] AR AMEE A IE R S SR 55 mT DU B 2520 C & £5100°C (B [=l i ) 4l
ML E .

[1194] R4 & N2 AT » AT SR P R A 3 1100 S I T o S5 7 B[] T DA 481 Gn 49 55 e 22
21K, BIINZI55 Bh 2 296/, Bl an 25103 Bh 2= 2112078t

(11951 film, vERal (7) RIAL &9 AL I P (C) AL 7 e A 3d i v 77 (il , N, N- 2 F
BB I N2 E &) R JE AT, I HE AR IR 2 E&E W K 7, FlinZ4e AR JE
AR SN TR A B AN AE PR B IR B R BERE B N 2010512040 B o SR I ADE B 22 UR, IR =4
It Han SR 7 B s AT 4tk .

[1196] SR EEREAR T Wi 1dess N\, 1978 FlEpsteinE A, 1941+,

[1197] &3 (B 2 SRR o) — SE A9 2 S A S Al ), Bl an2S ol be .

(11981 FH S5 3 P 40 Jir 2% A4 ml 49 G B3 A7 7 G I S AL 77

(11991 3@ , AL CLEEEAZ TR, FI AR 290 12492, #1 W1£90. 00001 2 £90. 124 5,
#£30.0001 £ £50. 0545 . il 40, 72 T [ P KRR, A FH K 2J0. 0134 & .

[1200] S AL AT DL S8 AR B 2 AR AL 7] o 0 I FE 3 AR AL A S 5 B FR FE 3 A
BB BT R AL o 3 B AR AE A TR I S B R R BT VER B VRN BRI AL A

(12011 g, &30 IR S AR AR AL 72 3 T4 ) AL AL 7], 1 4n “BRERAE” Gl 7 Pd
©) ,14n5% (w/w) Pd (C) -

[1202] AR AMEE A IE R SR 55 0T LR B 2520 C & £5100°C (B =l iR ) 4l
WZ390°C o AT ATEAS R — NIRRT St S5 B, 497 e 3o e W0 A i) BB, B = [ 9 5 —
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Bt

[1203] AR ¥ HL & S BL gk A, v] R AT R G (1) s 2B [) o s S BT[] B DA 49 4 24 3043
A1, BIINZI 1N 22 2196 /N, B AN L1 2/ N 28 Z148/N

[1204]1 @it K= () AL S8 AL B Pd (C) AL EE RS S AL (B, ZE0kE) & id
(R 770 (9, HR ) AR SE R (9, K 1R NI B A 3 [ 5 28 R o SR8 Ja ml B 4 s TR &
WA AN FE 2990 °C R NI I 233043 % 22 2/Ni) o SR J ml B G 8 (9 4, e Ak g 5k
UE) CLREBR AR AL TR, 7R U R 45 2 TV 1 =4 o an SRR B S, AR E vl s e Ll
U8 I A B TR 2 ORI 43 S o B WV T S SR

[1205] KA J7 48R T 6 4n Jung®% N , 2003, Tetrahedron, 55594, 5510331- 1033811
H,

[1206]  4n AR 75 EAGUE , AT AR VR BEAT B 2 040 JiR 110 20 B8 Rl 3ol 3 Ji g A SR ase B i e 24k 1) 25
PR, o o /s A AR B i v a2 3R (i, 78 “— 87 15 9)

[1207] W] DAAE B — 0 5 vp st J B LA | 50 (7) It & 7= 4220 (D) ik &4, 8 (7) 114k
G TR 28 R S5 N R SR R () LS9 AR 5 JEALTE B =X (4) AL & & [Tk
JE Ak, 753 220 (1) PIAE 4« B T30 5 e A A R B 2340 i 1 ok J5t 741) ] LA AR ) 76 4510 G 7
Folt Js2 I8 320 A G 38 ) A A AR 7R (9 G i 8 ) A7 78 1 e R A7) (9 n 22 )
AT He Bl s B El m# Be Tk 52 (D) K& .

[1208] 40, ¥4 =X (7) (4S8 AL P (C) AL TR BT 32 B /B (9 o, TR D) % %
AT (B, ZE ) G B ) (g an, H ) ARG R R (5140, 9K £ BR) s N 2163 1)
AT ARG A PR S VRS IR AN AE 190 °C R I 293050 b Z 2/t L I n#kGE 5
Al T (D) A I8 T s AR R 3 (4) B G - v I S 74 H1 8045 125 °C , I
HAFEBI U291 2 10/ o S8 S5 PRI 0 08 (9040 , o ik e o ) DARB R AL TR, 728
WA BT A 28 (D) P F=4 . an 555 B TS , S8 J5 v dr i e ook e T S B 5
(R 28 KNG P2 o0 B8 o B, AR IR T R B e 8

[1209]  HHF B AE “Bi % (thionine) ” 5 K “Bi 2 (thionin) ™ o 401, 7£ [HI (1) SE it (518 22
129, “ZFRIKEBE (thionin acetate)” FITERIGM KL . “A BRI E IR & “ 2 WL i % fig
(thionine acetate)” ; SEtafs] 1 Fir FHEIHE 5 S Bk 1 =2 Bt R 26 00 BHEFR2E EIIHES .
[1210]  #E—/MsEii g &Hp, 7Rt — DA AT I O D 3R R, A X (8) A (9) AL &4

R® r*
R2 NH,  HoN R’
M2 N NH,
7 8
X (8) X (9)

(12121 554 A AL A S A T S, 45 2UARR K 3K (7) AL &40 -
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R’ ¥
R> R®
| N
o
(12131 H2N S NH»
R? @ 8
O ci
= (7)

[1214]  &IEH AT SE B ZEFe (TTD) S (FeCly) L H LA/ /K F¥)FeCl, . 61,052
[1215]  J@H , ST A7 A2 R B, Bt 296 5 5, Bl in 206 = 29105 5, il
£16.6 521804 .

[1216] & AOB ALY S Bl A5 H,SENa,S .

(12171 @, B ER E 0, B 291 5 &, BN A1 82 29104 & .

[1218] *Hr“ B A KA AT IR A7 LR IR , 1 A SER R/, 1 B 7KV
(12191 Gl , BRI A7 752 1 800, ) it 9502 &, 1 an50 22 496024 &, B ang54 24

=]

Ho

[1220]  WR AR R A& I IRONER L o i B v DL il in 292 C 2 2915°C , il an£5°C o

[1221] MR H R S Z& AT, 7] K AT B A0 11 s S B (8] o sz 87 e [8] B DA A2 451 an 296053 8k
215/, AN 21 /N 2 292/ N

[1222] 7‘ﬁj\fél’]7:7/2154’“35?1?]11[]%chael1s N, 1940+

[1223]  JR ST B

[1224] é\ﬁkﬁﬁﬁ/i_f@?ﬁﬂﬂ\%ﬁiﬁﬁ):me@gé,ﬁﬁpﬁﬁ ) Mt EY:

=3 ] =t
R N R®
1A 2A
1225 R R
L1229] N S N~
|£u3 &7 it I£2E3
= (1)

[1226]  VEAEAEIE R, I 5 P we R ERAE AR ER 25 AF 1 SN, A5 BN 3K (2) I &4 -
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[1227] @ @
Fk1B 7 g loB
R
Ox OX
X (2)

[1228] &%, RIAFE2 T =R, FlukEd 292,04 &, Flin2. 08 £53. 045, il
22445,

[1229]  WI{sfi AR =& a7, 9 n HR R FR B el R S 40

[1230] G i) Rl h 25 R T 5] an B 5 ¥4 20 s IR S ) (BA 51 DTIE) (AT 8 i S 385570
[1231] AR AMEE A IE R AR a0, o] LA ZD R T IR 550 00 IR BE, B an A~ 21 2
15°C IR B , B ANAS BN 2110 °C I B, 41N 25 °C IR

[1232]  m[{fi FEE A& RG] Bl .8 1R LT 1R F s s IR 59 -

[1233]  fi4n, ¥ =X (1) Ptk &4 it & (B, 2. 224 5) BT MR (B, B EEER) &
G ) (il an Eﬁ@ﬁnﬁﬁ:aﬁaﬁm%) A%ﬁ I HAH B a05°C o Al 0 A 3E 1 a7
<Wzn L) AR BETTVE o SR Ja w45 e il o WS8R i 1) 74, 9 B an SR 75 B il kAT Uk
BT ANAAL (4, J8 0T 4 AR

[1234]  RUFERFEBIR T T3

[1235]  SRAL 77418 Tl iiMarshal 158 N\, 2012+,

[1236]  J54 PR H AL AL B T 0

[1237] 8%, & R 771 ] L FE e A A 1) e 8 3R, o =X (D) M54 -

=3 ; =
R2 N R®
2A
R R
[1238] \N S N
|Lﬂa &7 a8 sza
X, (1)

(12391 S5k AR AL A AL N O, 75 BRI 3K (3) AL &) -
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R&‘l
R6
R“l\ /RZA
[1240] Tza
R® R
O X
= (3)

[1241]  GiE R A L2 Fe (ITT) &AH (FeCl,) , % LAZS/KEHIFeCl, . 6H,052 i .
[1242] J@% , AAFIRAFE R &R, FlaniE S 292,04 &, flinZ)2. 02 29104 & , 40
212082134, flins2. 198,

[1243]  Gad R 1) SE 51 A2 58 R (1 R 7K I 49 4 2R R /K VS R o

[1244] @, R LTER, FlUEE 2. 02495, FlUZ2.08293. 0245, Hl L)
2.2%&E,

[1245] W R BT E A G R R R T DL B an291°C 2 2915°C, Bl nZ15°C.

[1246] AR5 H T R B 56, AT SR AT B A0l 1 S S 8] o Js 82 B ) ] A2 il an 24953 #h 2
APy N L ESIN T EFARYNIN R

(12471 flan, KX (D b St & (B, 2. 2245 &) KT R (B, 2R 2 41E
(55 (8 m , N N - FR RS FR B ) w04 EV R 81 405 °C o 28451 Gn 249 3043 DA 451 G ¥ 1) 7
TSI O SR M & (40, 2. 125 5) UL ER (TTT) (B14n, BAFeCl, . 6H,08) /K IER)
WG, SR 5K S SR A B AN 7ES C T BiFE 01 an 291 22 12/8F o S8 J ] 45 dnied e i i 5
UE B =4, 3 B0 R 75 2R 2T Bedk TR alifl, () an, it A5 ) .

[1248] R EMFEBIR T T 3L

[1249]  RA) 748 Tl anWischik S A, 2008

[1250] &

[1251]  BEPRARA 2 , 10 n] K 95 R DLAE 43 T I Se it 77 S B 7R SO Rl (1) A B 1 25
SEHFIEAH A PR BE AR FR AN S it 7 R o ISR, AT 3 F B DT B A& I T A 1 7 U
Sy i LR AL AE B St T R 1 B R SO R B A B £ % AR o 95 R e AR (L R
RlAl \RlAZ\RlB\RlBl \RIBZ\RIAB\RZA\RZAI \RZAZ\RZB\RZBl \RZBZ\RZAB\Rg\R4\R5\R6\R7\RS\XI ) \X2 ) \XS
O RM RY RY RVEE) e ik 2 5 ) S 7 R0 T 2 LA A R B R R R A
FEFASCH 1A G () A b R0 B — b 28 6 4t B MURT B B A — F , FLFR FE NI R A i s
P4 A PR R e A A4 (B, rT 5 B W RAE AT AL & 4) - BbAh , FE R IR X AR E T
S 5 2R BT A AL 2R 0 BT T4 A B A B AR g AR R B R 55 R A T AR SO 1
T [F) 4 2 28 A 1 g P AN A — X 2R 21 A il S SR R i b A T T A ST

[1252] fb2EE A%

[1253]  ARSCHEIR T A K AR SV RIS & B 71 vl % 2 RN 7 o ix 26 77 v E AT
el A/ Bk 3l LAME TG oA K BTG A B 4R & 4
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[1254] Vogel’ s Textbook of Practical Organic Chemistry, 255K, 1989 (43 :
Furniss.Hannaford.SmithfiTatchell) (Longmann,UKH i) HH#24L T ] T AR SCRTRK &
FSH 20— RSB =5 7 vk AR T I A

[1255] &

[1256] A BHIR) —ANJ7 s KA A SR ) = (D 5K (@) 5z 3) Bk &4z
AT I B AR R R R I 2G4 (N, 25 S

(12571 A BRI 55— J7 i K il & &4 (B1an, 2594 &1 771, IR A AL
Frid )= (1) 3 Q) 8K (3) ML & W AN 22 I ] 3252 20 AK R BT B 771

[1258] HHi&

[1259]  anASCAriR = (D) X2 1=K (3) Btk & H T 1= 2= (B, y73%) , flan AT
1BIT BT o

[1260]  FEIRY7 75 B &

[1261] AR BHE— A7 W A S prid i = (1) (20 (2) 58X Q) k&9, HH T =
5, a0 TR BT, 140 B IR 9T BCRIYT A0 AR SRR R E (5140, ) o

[1262]  fEfii& 259 i) &

[1263] A B —ANJ7 T K anASC TR i = (1) 3K (2) 28X (3) Bk & W 7E fili& 254
W IS B 25 0 an 36 7 BRI 0 32 490 a0 B T a9 BRIT A AR ST R I R e
(it , 95) 7715

[1264]  fE—SLiitiy £, Frid 256520 (D VX @) 8t ) &4,

[1265]  J697 1) J5 %

[1266] A Jx BH I —ANJ5 TN R0 97 BCTRT B 7 2%, 481 A6 7 B TR S7 G0 A SC A i 1) 99 i
(g, 5 998) [ 7795, BB XS 75 E20 I 1) 32638 i PG 9T B RE I WA S Rrig i =X (D) 5
(2) 82 ) A&, ik L 25 WA &) e =it

[1267]  FriGIT e

[1268]  fE—/NSLiti 7 289, Frids i ik A2 B 1 0 SR AR 1 54

[1269]  FE—/NSEH T 2, T e & tau i 22

[1270] 7 — A SE it 77 S, P il 9 i 2 B JR 9K g BR IS (AD) e IR (Pick’s
disease) AT MR B BRIE (PSP) B iR (FTD) AFAA 15 44 (AR 1L 7380 1) I 4 AR RE 1)
FTD (FTDP 17) A A2 14 (FTLD) ZR-E4iE 5 24 - i & - M S AR 0E - WIZE 4 2 & 14 (DDPAC) <
& EBR- st - 28 AR P (PPND) LS 4 MR R AE AL GE (ALS) O By - ALSZR-GIE « & H 3R B i
F5 AR A (pallido nigro luysian degeneration,PNLD) 7 i - JE A5 4: (CBD) | W& 4R i
KA mi R (AgD) 2= F ik (DP) 818 4 )45 YE X 42 (CTE) JEF IR ZE & 4E (Down s
syndrome) (DS) % 5y &R R (DLB) MV S A A4 42 i ¢ (SSPE) 42 BE A FNfE A5G (MCD) L Jé
S -JLy % (Niemann-Pick disease) CHY (NPC) ¥b 2% F|k 25 & F (Sanfilippo syndrome) B
R (BRE Z B ARAETIT BMPS TIT B)) JWLsREMEE TR AR (DM) DM1ELDM2 58, 5 L [ Jii
(Huntington’s disease) (HD) .

(12711 FE /NSt T7 S8, BT Jpg i A2 Rl 2R 2 i BR PG

[1272]  #E—/NSEhti 7 S8, BTl Joshe A2 1 <6 AR IS o

[1273]  AE— ALty &, Prid i fiE & PSP ALSBFTLD .
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[1274]  FE—/NSEHti 7 2, BTl fpshe A& 7 I W IS s o

[1275]  fE—ANSLH T S, Frad e A 5 S 0 UG s BlOn ) 22 SR8 48 Ut G i i, i A 4t
BENLZ 40 (B Je) IR IZ L% E BR B 2 7R S 4i0E (dentatorubropallidoluysian
atrophy) BCE B /NN 5F R

[1276]  #£—/SLti )7 S, I pshe A2 38 FE A R AS (MCT) .

(12771 #E— Sty S, B e /2 R Wi o

[1278] £ty S, i e /2 SR 20

[1279]  fE—SLHtT7 229, BT o A 4 TR o3 55 55 AR Sh A P I o IR

[1280]  #£—/NSEti 7 S8 Hh , BTl pshe A2 TR B PR o o IR

[1281]  fE—SLiti Ty 229, Bk oashe 2 P 2B JHF 26 JHIVER 7 J& 22 5 (WNV) JEkgL.

[1282]  #E—/NSEti Ty S8, BTl oghe A2 S5 A Bl P9 s

[1283]  #E—/NSti )y S8, Ik e R JE Pk

[1284] 597

[1285]  4nASCAEIR YT WRE R b SO B I ORTE Y6977 18 % W R 97 Nssh¥ (ilan,
TR 22 N ), Herp Sl 1 — S BB A R T O g an i e e i 2 R, IF H AR R
THFEE AT A AR 33 R T E A A7 L 99 R PSR UK 40 % A 9 3 PR DR VIR E O VR . L HEAE A
ToBT 1A Tt (BP, TTB7) BIVE T o a0, AR TE “YE T 80 55 0 14 A 72 AR S0 RE (A 7 A R ) X
W) B

[1286]  4nASLFr RIS “Va 9T A & W A& s &4 S04 ot 46 P alish) 2
(&, 3 I R TG Y7 J7 St IS, Pk 86 2507 4 56 BRI R &/ XU B AR I — 26
T HEIT AR .

[1287]1 &L

[1288]  RiE Vo977 RAEH &6 IT SI7Ti%, o rb B an AH 4k sl ] I 2H -5 P9 Al BE 22 Mg o7 5k
75 AN, AR ST IR A Wt v FEA G977k, Bl S5 H e 254 & .

[1289]  'Rp i€ (I AH &4 R MR i, Pl I Jfoof A1) FH At Py <7 368 5 JRURN 24 AL 2 A 2 R0 1)
YR BRI E .

[1290]  %-Fhzh57) (BRI, 2 (1) <2 (2) 38X (3) WAL &4, b —Fpal 2 Fh L e 25 57) v] BLgk
[F) BN B AH 4 it B AT DA 42 B A (1) 71 B 58 M 48 B AN [R) R I A58 e FH o

(12911 WP M) (B, 200 (D) (200 (2) 58X (3) Ak &4, I b — ek 2 FhL e 25 7) —
FEC T 1) B — R0 Y, 3 AT DK SR 24 51 o R A I LR e 0 — 2 SR 40k, AR Ik b
A HAF AU A5

[1292] {7&

[1293]  AREM—ADJ7 W kA&, S (@ ARt (1) 20 @) 58X (3) 1
EW e S A AR A (1) 20 (©@) 8zt Q) MG IR H -G, il 76 & i 25
A HROR /B LA T ) AR BR AL s R0 (b) A58 FH UG RH A, 9 dn o¢ T an el i FH AL & B2 S A
IR ER LR

(12941 Fo1i0 156 BH o o] DA ALFE I 1 1 23 7 18 6 Va7 R IV RE ) 37 B

[1295]  Jiti FHM B

(12961 AT Jd ik AT A 777 58 1) it FH g Ao 32 6 it A =X (D) 5K (2) 8 (3) ik &l &
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B i A& 0 25 S o R, ) IRESER Dk A Tt FH T IR A 540 -

[1297] =i/ B#H

[1298] 32l / 88 vl DL W FL 34 e S0 L 3h W) A 422830 (it , S8 6 VAR AE) 4
iR Bh P (1t BB BB OB /N R SRR (AN, /N R EEN) (BN, ) 52K
N (Fan, ) CREsh (Ban, A R Glan, A8 S e s (i, B) g B
(B, 5%) =E @ ah) (Ban, 45 =) ERENY (Ban, B:42) RS 2B NHE (it el
¥ o (an, J8O0 B A (N, RAE AR  RREAR R KR BN

[1299]  FE—/MRIGHI ST Zrh, 2 #E/ EE RN

[1300]  ffil5]

[1301]  EARA Al pe s it FH X (D) WX @) 38 ) A&, B A s 2
b — RN SCRTIR R A D[R] — Fh el 22 A AR TR B R N 1A i LB 242 BT REAZ 1
B3 R 250550 (B g8 &9 0] 259)  Brid H e 2 25 TR () R o A 2 5 BT
StV E =% NN = N 75 I i IS I 2= i) I 7 e O 2 1 2 B AN 7 v
TR 2 TR P 791 (A5, VR 7R AR ) o 0 7] S TRV T A R 751 o o SR ) ol 5 7. (45
un, AR AR B B € & GRIED) B BT IR A& ) o il 00 ATk — 20, 35 L e v 5
5 G IR T R TR 7 o

[1302] & i B AA BB ) TR 700 55 AT 0L T4 1) 24 27 B0RHS « 2 W inHandbook o £ P
harmaceuticalAdditives, 2 it M.AshfIT.Ash4w=) ,2001 (Synapse Information
Resources, Inc.,Endicott,New York,USA) .Remington’ sPharmaceuticalSciences, 20
FZ,Lippincott,Williams&WilkinsH fix,2000; fHandbook ofPharmaceutical
Excipients, 555k , 2005,

[1303]  GrA STHT IR E “2 2% B Rl 52 17 W R AE& BRI B2 27 FIWT G Bl N & & 5 %
FEI 32 (an, N) i 20 23R A A FH T vse A oo B2 AR B 2 R e 8 e I i HL e e R
FERIE 5 A BRI R 25/ RS LG AHFR A B4 o3 P o LA 4 R AL 4 ot S R
o AR ) ST BRI SRR TR 71 S5t 0 2R “RT 32 1)

[1304]  AJ3e i 24 2 AU rh 2 RO AT AR] D7 32 1) 4% 1) 7)o X SR DTV AR AL S W SR e —
B2 M B R R B 5 5 T 2 R o — ORGSR (S A S ) 5 3R (4, AR A L 4
] AR AR SE) 38 5] IR B A &, SR 5 T R0 L R 7 ) T SR 1) % 1 571

[1305] AP ol 771) ] % plici (it PR B2 18R T SZ RN AE IR | 5 I B RF S0RE I Bl A 5 o
[1306] X & 1 At A (4910 e a7 MR ) o 7900 6, A AR 7] S T 9891 (gl KR 4R K
VR VR A (54, AP VR = R AR K PRV &R LA (g, KA 3 3L R IR K L
7)< Tl 750 AR R KRRy 7] RSO 7R A 751 R ) e T AL TR S 2R R AL
(13071  mpsd I B R0 7 ¥ 4 B R A4 ik 5 — A el 22 b B R — e s ot A ) T
T I AE A T AL A8 He ) Aok AR BORURL I B IR sl 2 A S 0ok i 4 R 74 B
WEYEE S L T YRR G « — Pralk 22 Mol 25 7] ()40, SR 4ERR  BA RS BT R A 1L A p e
TUE R RN R LT YER) TR BRI (9, ZLBE S 2T 4E 3R BRIR ELES) < VT 7
(5 4n , B HE R 85 T A« AR AE) 5 AR SRI (40, B2 0k IR Ve Ry BN S IR SR 4E I L <SR
FRAFYEFRAN) 5 RS VR B SO ORI (1, A EEEEGREREN) | B JE R (4, R
IR F R T N FR R IR TR DA IR L BEIR) 5 TRIA TR  SGIA 7R AN EH R 7)o £ S AL 25 P B il
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FH 5 1 YA 4 R 351 e O P oK DR A & W D VR A5 4 R i 4 B ) v 551 o 7R T AR e 4 B AR Bl )
KI5 FF AT DA B ) DG A PG Gn A (7] b 51 7 568 oA 0 PR R 4 3 SR R IR R i Ak S M ) 2%
18 S 3BT, AT F A 75 BB TR 2 o v 77 T A e 1A B AR (9 ) LS BT, 4510 4
WAL, DR HERR H CLAMPI 23 W T8 A R

[1308] &4l E At FH (9] 40, a8k v 56) 1 R 35 L rp s i - B v Bl DL e 7 Ut
(g 4, 76 N PR 8L B ok ) BT iR Ak A P K MR B E /K MR S2 1 e #A i 0 TR AR (i
SR TR BT XA ] S A B e 255 BT N A, i AR R 2% )
577 J65 770 R 70 TR 7)< Bl ) S 7 AR A ) 7] 5 9 R 42 52 2 1 IR (Bl AE AR TR
SEVB I 5L o TR 751 1 S 49 B0, 435 45 an K VB 22 ol S H Il VA0 AE o TR SRR 1) A
SEB AR IR SE AL FE FALBRTE SR MRS IR IE T Ringer’ s Solution) 7L ER MRS FC v 4
W IEH AL A AR T B R FE N2 Ing/ml £ Z110ug/ml , il i04)10ng/ml £ £ 1ug/ml . A
PR AL AR A ) B BN 2 SR R B A g (D, AN e, I B AT B AR AR R T
B (R SR, A2 48 FH AN R 2298 0 G o VA 2044, 491 Gn v 559 P 7K« AT FR I B o 7] B
A 750) 1) 2% 1 B 3 S ) AR 7 o

[1309]  Fl&

[1310] A4l AR N B3 2,20 Q) VR @) 82 G) ik & A & ki &9
() 2H A ) ) 3 24 5771 1 ] IR A 3 T S o A s A 791 B R0 S TR T 2 A ) AP R ART IR
S A AR BT o BT IR B 5 B KPR B e T 2 MR 2 G dE R E S Y i 1 it
FHW A% Jit TS 18] A AR A 3 26 R T IR ki [A] VAL S I H e 24 &)
A/ B BT IR E B B RR T, DA S BB I BRSPS RS AR EE R — A BetR G0 AN RE
FEE 52 o A0S W) B A i FH IS A R e 246 P IR T S8 BN PR I8 2F e, RV 38 5 4 77 Bt %
RAESEIIL T 75 R SR A P A7 2 2] J) 3 BE T A 51 b S o 403 35 5o S I mIE

(13111 AIFEFEANYE T L AR v % — A7) 5 S i 8] B b (39 G, DA 249 149 18D B 4% 2 T 1 551
a2) ATt o B it FH ) B 20T U B 7 e AR TR N 1A FI), I H K BE
TRIT BRIV TT I B I A A 3 B A0 P RN 32 VR T I 52 AR T AR AL o AT R YR T IR
B8R BRI PR 2= AR e 458 77 7K - AASE X S it B R B 22 it

[1312]  — G adk i) 551 F S 451

(13131 DLk i) il ) 0 & DA B (B, 25900 77 B ke 28) < 20 22 300mg i A< S fr
AR (1) F@) 38X () AL AW s F1Z 5 b mT 252 B BUAR W R 77 R T 771

[1314]  fE— 2Ly 22, Rl B A2 il

[1315] 7 —Lesiji )y S, Rl 2 s 2 R EE 771

[1316]  F—2eSji Ty 2, Bk R 2 711) o P IR A 4711

[1317]  #F— 2677 Z2rh, Bk R 2 7] 2 HPMC (B2 A 5 FR R 4T 4E 3R) JIRFE 57

[1318]  fE—LLsijiJy 2, rid & /2 2930 2 £7300mg -

[1319]  #F—2esji )7 S, BAICME 2 £160mg .

[1320]  #F—2esji )y S, AR 2 £7100mg

[1321] 7 Lot 7 =, Bm {E 2 £9150mg .

[1322]  #F—2esuji )y S, e fE 2 £9200mg

[1323]  7E—LLSjfi /7 S, Bm fH 2 £9250mg .
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[1324]  fE—LLsTjiJy 2, rik & /2 2930mg.
[1325]  fE—LLsijiJy 2, frik & /2 2960mg .
[1326]  #F—Lesji )y S, ik &2 £7100mg .«
[1327]  #F—2esji )y S8, ik &2 £7150mg
[1328]  #F—Lesji )y S, ik &2 £9200mg
[1329]  #F—desiji )y S, ik &2 £250mg
[1330]  #F—dLsiji )y S, ik &2 £5300mg
[1331] 1 b2 ) & mT CAFR AL A AR B () &, 503 T LA 7705 B A w5 0 U0 T k4
R X PRI A B AR RN i B AR A TN T AT
[1332]  #F LSyt /7 S8, 2455 b AT 52 I i L A0 R 7R I 751 B0, 2 v i (191
i, Gelucire44/14®; AREMER £ —BE - 32 H iMlEPhEur, USP) A & — 48 bk (514, 2 %
Aerosil200®; ik — S Ak iEPhEur, USP) th ) — & 5l & -
[1333] sty
[1334]  $EHELLFFREGINGE N 1 LA A K I, FEA B ERR Hill 40 A STk i 4 i B S L
[1335] 5kl
[1336]  3,7- —fil§3L- 10H-WyMEmE (“DNP”) [ & Rl
H
N

[1337] /O: :@\
OoN S NO,

[1338]  —fRJTVEAFmyIER (124 5) AR (NaNO0,,6.0-6. 54 &) FIHILEE ] (S,
T 8- 1A WS B 2 R R et o o FEPR SRR FE RT) R 245-6043 8P R nvK 2,
12 (CH,COOH,2.9-6. 0RRR) oKt S N2 JR 5 WD AE A B SN B foe 22 22/, IXCHCHR T e 4
(R 77 o SR e TR S P I FAZR BT E (B100°C , 2 R34 710 1) 36 o v T R I B ) 9413 -19
INESS 5 IR BT BT A R IR0 711 o VR A 0 V8 EN B IR B IR B , I AR Qe 1 i 9, 15 2
Vo PRI R FHHAOK (5x SIRAR) Yeddk CABR Ze/K IS 1 2 5T, 38255 A B (2x  24RFR) Peidk o K [l
IRLESS C N M, B R IARIEE &, 19 B 5 /KR C [l AR 1K 740 o

(13391 WiARSCHT A, AR (9, 5 550) 09 “RAR TS an R « 0T LRl , LIRRR ¥ 77 45
FAm1 777 o B 40, 75 R T A LR B, 45 5o Wy BERE {5 14m1 25

[1340] 76 R MIHLIKBLH A8 FH25gWy MERE .56 . 27g MV AHEREH . 350m] £ i F175m1 2. 1R -

70



CN 107848992 B

" BB B

60/84 Tl

[1341]

&7
DNP &%, 89 BEL 4AF
DNP — NaNO»
ok 2 25 (é—:)l _Eé_) %’HL'
(#1%8) THE (14.0) RT (22 h)
Bl (RAnty) B (3.0) 6.5 iR (4
(%t 17.0) h)
(#146) —F AR T (10.0) RT (4 h)
B2 (At TER (6.0) 6.0 =R (15
(%3t 16.0) h)
(#14%) WA k7H (10.0) RT (3 h)
B3 (RHImty) B (6.0) 6.0 =R (15
(%7t 16.0) h)
e — =
(#n48) N,A(IIE (‘)%)’ K F Bz RT 21
B4 CRAntd) 2B (6.0) 6.0 E”J}f:“?}; (19
(%7t 16.0) )
(#145) HAEA (10.0) RT (2 h)
B5 (AAndy) TER (6.0) 6.0 = (15
(¥t 16.0) h)
(#n4k) TR T KB (10.0) RT (1 h)
B6 (RAnty) B (6.0) 6.0 BR (5
(%t 16.0) h)
(48) THE (7.5)
T1 (pe] ST, 2.3) 6.0 1;,%2 ?3)
LB (6.0) : :
o 3 1)
(%7 16.0)
(#14%) THE (11.0)
o (indt) v Eokoh (3.0) = ;}Tﬁ(z(;)s
(FAntl) TR (2.9) ' "h) '
(%t 16.9)
(#148) THE (7.5)
- (k) — TR DA (2.5) — = ?3)
(FAnty) TE (6.0) ' )
(%t 16.0)
T4 (#48) THE (8.0) 6.0 RT (2 h)

71



CN 107848992 B ﬁ'ﬁ HH :F; 61/84 Tt

(#7%%) N,N-— F 38 F B s =R 3
(2.0) h)
(Bt TER (6.0)
(%11 16.0)
(F148) THE (4.0)

. i RT (2 h)
(#4&) ABR (4.0) e
[1342] I3 (FAntd) TE (3.5) 6.5 EEJml:)(IS
(%t 11.5)
(#145) AEF (10.0)
o | G masm o || RTOW
(FHmbly) TE (6.0) ' ;)

(%t 18.0)
[1343]  DNPHLIRBLEI = HIRAEUTT

£ 8
DNP /=45 &4 & AE
(DNP #tk Bl)
0=6.75(d,J=9.2,2H), 7.79 (d, J=2.8,
2H), 7.89 (dd, J=2.8, 9.2, 2H), 10.12 (s,

DMSO-ds) 1H)
3331(s), 3101(m), 3095(m), 3067(m),
IR Vimax (KBr) cm’! 1605(m), 1564(m), 1504(m) 1482(s),

1311(s), 1272(s), 1126(s)

[1345]  FHP=#000 7= S AN 4E B (WE R HPLCII ) L4578 N R 127 o 7= AN X DNP AL B 3k 4T
TRE,

[1346]  fnASCHTH, “HPLC% (a/a) ” 248 “HPLCIHI AR F 40 bL” , I H&on 5 Fd Ak 4 i ok
5% it HPL CUES N T Ft T R [7) 0 6% 1) f) Pt A HPL.C UG ™ T ) S T AR AR, DA T 20 B o o il
“DNP% (a/a) ” 27~ 5 DNP IR R AFTHPLCUE: "I~ THI (14 ThI AR 5] W% 21 (1) BT A HPLCUE: " T F) e T AR 11
EEAE e LL100,

[1347] SRl , tnASCRTH , “HPLCY% (w/w) " 2 ¥8 “HPLCE & | 4r L™ , 3 H 3R /RHPLCIE
T (1) THI SRR b 2 28 s E ) T HPLC UG T T 14 ThD AR PR B AEL , LA 23 bl 3R o 81 4, “LMTM % (w/
w) " 7R LMTMIE ™ T 6 T FRURE EL T 28 60942 B RO LMTM S 25 Ak v 420 ) g IS T 1) T A ) Ll A 3R LA
100,

[1348]  HPLCZ Y M L51E T A% FH100mL 33 BH 35 385 45 & 0 1) 2 HPLCOAE i o 76 1) 45 VA
I}, K5 19-21mg B i VA R AE60m 1 VY S0k IR (THF) vfr , A AL PRS2 B, SR i FHC b fi e 21 FE 4%
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£ 9
DNP 4 HPLC 4%
R L
HPLC % % EA DAD A=k 45 4L 22 4% 7/ 49 Agilent 1100
=3 Agilent Rx-Sil, 250 x 4.6 mm, 5 pum #i/%
AR E 25°C
[1349] | A SRR 78
o A TR, 95%
R B: THF
pikerd 1 mL/&-4
AR AR 25 pL
4% 1E B 18] 60 5-4F
KK 285 nm, $4E% /Z 4 nm
%10
DNP 44 HPLC 44
R A A
B E], AT A, % B, % g, mL/a4r
0 80 20 1
[1350] 25 70 30 1
30 50 50 1
35 50 50 1
40 0 100 1
50 0 100 1
51.0 80 20 1
F 11
[1351] DNP 4 #7 &4 SR AR 28 A 4]
(f£ 285 nm)
] PR G B 9] (-4T)
BT 5.47
(1352] TsNP 5.72
T4NP 7.23
MNP 14.74
DNP 33.84
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%12
DNP #K 5 | & (%) HPLC (% a/a)

DNP 96.76

MNP 1.03

Bl o1 T;NP 1.48
re 0.73

DNP 90.75

MNP 236

B2 72 T-NP 151
£ 5.38

DNP 90.62

MNP 5.69

B3 85 T;NP 0.58
re 3.11

13531 DNP 85.90
MNP 4.47

B4 79 T;NP 478
T.NP 0.05

£ 4.80

DNP 80.24

B5 75 MNP 15.67
£ 4.09

DNP 74.63

MNP 10.21

B6 69 T;NP 1.06
re 14.10

DNP 94.76

MNP 1.19

Tl 20 T:NP 135
H+e 2.70

T2 87 DNP 93.64
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MNP 423
Hre 2.13
DNP 92.31
MNP 3.34
T3 86 T,NP 1.45
re 2.90
DNP 91.29
MNP 4.84
[1354] T4 86 T;NP 0.53
Hre 3.34
DNP 91.20
TS 86 MNP 4.59
Hre 421
DNP 86.16
MNP 10.24
T6 82 T;NP 0.26
re 3.34
[1355]  AiE “HLer” & P8 FIAE A0 (0 A5 F08 LA I BT e ek &40
[1356]  {E-NZ:%  DNP R AHIE 24 SR I AL S 4 M s T R
%13
DNP B A8 %k 42 /7 69405 45 4
%
3-FE R 10H-% K%
(MNP)
O,N S
[1357]

3,7- R -1 0H-%"E 7%
(DNP)

H
N
OzN/@SD\NOQ

1,3,7-Z 74 1 0H-"E %
(T3NP)

NO-
H
ﬁw
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NO, " NO,
13581 1,3,7.9-v9 5 2 1 0H-"wE oA N
(T4NP)
O,N S 0,
[1359] 592
[1360]  3,7- —fil§3&- 1OH-WyEmE (“DNP”) [f) B 45 &

[1361]

[1362]

[1363]

[1364]
[1365]

— W VEB RS, T RS - TOH-IER (1. 024 &) FIVE 7 (B 0 R 5- 10468 7~
IO R B VR A IR 100 CHAE LR BE S HPE1 -2/ o SR (8] & B R A4
GV AR AEGIRFE (21-23°C) , FEAE ML IR B B2 - 3/ o e b A FH A [ i B Wi 4R
PR, 3 VR (2-3x 24RFR) PEik . £E40-50°C R F B A M4 b TR 16 /08N JiT , 38 i HPLC Ay
M 5E P At N R 0 7= R R T L UB A R K PR 4 FE RS IE Y

%14
F 4% & 5 69 DNP = %42 HPLC 4%

FiL o 4 Tekdh | AR | FEE FEA b
HPLC (%a/a) gl wE | (%) HPLC (%a/a)
DNP | 89.23 DNP | 97.30
MNP | 574 —Wik &0 - MNP 1.18
T:NP | 1.75 TR, ' T;NP 0.17
He 3.28 2t 1.35
DNP | 89.23 DNP | 9827
MNP | 574 R 0.0 - MNP 0.34
T:NP | 1.75 IR, : T;NP 0.08
re 3.28 £e 1.31
3;‘; 932-334‘ NN-= DNP | 9871
NP | 1 15 ¥RT 5.0 82 MNP 0.12
e | 290 B &E | LI
ﬁﬁ'}; 932-3341 N-9 3 DNP | 99.19
T.NP | 145 2-%ke& | 5.0 64 MNP 0.06
£% | 290 B e | 075
DNP | 9231 NAN= DNP | 9829
MNP 3.34 . MNP 0.35
T.NP| 145 | T ﬁf‘? 50 | 85 | NP | 023
£E | 2.90 &S £ | 113

PR, ARTE “HE” AR B i RAER P et 6.

J783
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[1366] 3,7~ fil§35 - 10H- 5y WEIE DMS O 774 40 (1) (5 A7k &5 g Il s

[13671 M\ 3R B 45 5 P~ — B L VKL (DMSO) V& ik b AR K S A, 3 L A4 2420 BT AIE 52 &
A EAE DMSOYEFI A I3, T- i3 - 1OH- Wy IgEmE

[1368] W2/ IR3,7- i - 10H- Wy MERE (DMSOW 71 & 4) [ & k22 45440

[1369]  DNP.DMSOE G 00 df RS s A iR A2 an s

.15
DNP & eh 15 2 A 2035
ARG 5750CM029 Om
256X, C14H13N305S2
FEXnT= 367.39
=g 150(2) K
kK 0.71073 A
[1370] E]HEI g‘\ ’qi“?‘l’
73 |a) B P2(1)/c
A5 g fe R~ a=13.5398(11) A o= 90°
b=4.4722(4) A B=
99.633(6)°
c=25.2996(17) A v =90°
KA 1510.4(2) A®
Z 4
% Bt FE) 1.616 Mg/m’
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[1371]

[1372]
[1373]

[1374]

[1375]

[1376]

BAL F 2L 0.385 mm"!
F(000) 760
s AR R ~F 0.21 x 0.05 x 0.01 mm?

HAER &6 0 50 E

1.53 £ 27.41°

/I

-17<=h<=17, -5<=k<=4,
-32<=1<=32

AR 6 RS 14697

$ 5504 RS 3422 [R(int) = 0.1138]

0=27.41°89 T JZ 99.5%

B AL IE k) b F R F 2%

R K An g N E A F 0.9962 #= 0.9235

KOS st F2 649 4B M % s — 3k
*

KA/ 49 R A Ak 3422/0/219

st F2 e iR A 1.000

R R 484% [I>20(1)]

R1=0.0605, wR2 =
0.1448

R 84 (P A 4538) R1=0.1377, wR2=
0.2084
KK E i Fa R 0.537 #2-0.908 e.A?
N NN/ N - H 5 - TOH- W eI - 3, 7- — e 0 (FRER ) (“LMTWY) 9 & %
N
JOQSL
Me | | _Me
@\ = ®
Me 0 o Me
@ o-%—rwe Me—g—o ©
5 3

SRy : MIACA Jerm B kas R TR R 21 E & B 71 € 1 450m] R %R
SRS, 7- A3 - 10H-WyEEE (DNP,5.00g,17.28mmol , 124 5) JHR#E4E (5% (w/w) Pd,
58% (w/w) 7K ,1.15g,0.013148) FIN,N- — FF R FH ki (150m1) o 4R 5 s 0 58 5 F 2
HEWMHARXRZI0E, 2 J5 4 %5 e & HEMER20 48, HFH AR/ INEZR3 . TE AR
TR B4 (1500rpm) VR -E4790 70 8h (HP, B 2 W1k 2960 %6 W S i 7 A 222 28 [ 18 J 52 1)

2 K A AR, K 2 RS (1,C0,97% ,2.08g,67.39mmol , 3. 924 1) iR
IR — A0 1 R PR EH R 25 48 A I 223 . 6 JF hn#4#]90°C , [ i L1500 pm
PFE - 20 W SR I R AT 77 e 0 s R ) e (2 LT 3) o R R 2016 /NI i J Rk 3] 58 B
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(B, 241 S B IR B K Z1100 % o 2B AR e i) o R 8/ i (i dk24 /i) ¥ I NvR &
Y (SRR ¥ EN323°C, F G A S HE Sl i AR R IR (B AR 12cem) i JE R BR AL,
FHeFg DS EEAE [ IS e iR P o FAN N- R R B (2x 15m1) BRis AL, FER 6 9 1 8
PR AR R 28T 2T, 13 B8 (i 44k

[1377] 3@ T3, 7- fiF2& - 10H- Wy MERE (DNP) (1) fiF 2 2 A ik Ji , HL A3 B &
S PR ol e 33 1 e A 1 S SR, WL (%) WAL EE (°C) AZE 28K /7 (B2) o Bf 1] (/N
i) T E R .

[1378]  SE3%B 0 K55 Fridk 4 (2 [k () 15 SIS FH sl 3, 2 Ja A i I 28 (3ml)  F B
(10m1) FITH PR (5.22g,38.02mmol ,2. 229 8) o 4 1SV A 21 215°C o i IR R I i 71
LBE (30m1) , HAF Pt ie N ek 4 i [ 4R . 755 °C R B RE SRR 2/ AR 5 1L g, 15 2 4t
m R R B (4x 10ml, A H1F)5°C) Pedk, 13 28 3 AR B P24, B HAE 10mm Hg
(1333kPa) T 150 C A A H T 2 EH (6.59g, 7 %80%) .

[1379]1  LMTMP=HRAEANT

£ 16
[1380] LMTM =4 &4 R AE
'H NMR (300 0=2.72 (s, 6H), 3.22 (s, 12H), 7.23 (m,
MHz, CD;0D) 4H), 6.77 (dd, J = 6, 3 Hz, 2H)
[1381]  J@EIFHPLC/ M & IMTIMP= M A HLAE S , 3F B 45 R S5 R
£ 17
i 1t HPLC M2 69 LMTM 46/Z (% w/w)
LMTM (% & #&) 93.69
[1382] &R B FTArBR L (5 5 4R) 3.85
MTM (5% & #%) 0.58
ite 1.88
Boit 100.00

[1383]  F-Hh, RiE “H e R PTAAER B A i B R T E et &9,
[1384] HPLCZHUELEIE FET,
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%18
LMTM #§ HPLC A4k
E (3
HPLC %% A DAD Fn%k 35 4L 2248 71 49 Agilent 1200
. Agilent Zorbax SB-CN, 50 x 4.6 mm, 3 pm #z
A :
JZ
13851 AR R ‘ 10C
e RRE |5C
L A: BLARES 0.1% viv FER
AR5 B: BLAH LA
AR 1 mL/5-%+
HEFFARAR 5uL
4% 1k B 8] 22.0 H54F
EK 255 nm, X&£%£5%JE 4 nm
%19
LMTM #§ HPLC A4k
[1386] BT AR SR AN
BYIE), AT A, % B, % e, mL/ a4
0 100 0 1
10 90 10 1
17 50 50 1
[1387] 18 50 50 1
18.1 100 0 1
22 100 0 1
[1388] 1 #il| 4 HPLCHR HE Y FIRE (i -
[1389] @24 4 Am vk (FH T 5 B I ) 6 00 5 ROAE 6 4 ) I 7 B R LMTMEZ 5 )
o
[1390] @i F50mL 3% B €6 B 19 25 5 L ) 4 B 1 0 FNVRE 5

[1391]  @ZEFEHHEI IR/ B B , BARR A1, 85mL. (L ALV
275 FI K .

[1392] @A BIEAR L0, 19 HER Flvbiste , BET, JFAE 18 FH AT A Uit <o
(13931 @7EfH T BT A P B ORI BE 771 (0. 1% HVIR) 21 i < ORl 2B < &= 1047

B o 0 TR, AEAT it 10 B RN — R B R5 7 B

[1394] @G HE N FJLFRE (L142mg) BIBEH ., H7E IR 2 AT ZE1E
[1395]  @EHERERT AN ZEIEAE B 107 5
[1396] @ LEVA MR HURE HIT B DR J52 56 T MR o S 0B e R e L 1) 5. e 2 J L JE 78 Jl L 14

SRR Z AT BRI R I P SO 28 T 7080 B T A A DR AR TR 5 A 2 )
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%20
LMTM 547 &4 2 A 4% 4 A 4]
[1397] (/£ 255 nm)
1ot 8 B I8 (4-47)
@& RH B FABRE (7 B Ak) 5.9
LMTM (%% & k) 6.58
[1398] H B TagfR k(45 % ) 14.10
MTM (G & #%) 14.37
[1399] R %%  LMIM AR 24 BRI AL 24 M s T F b
%21
LMTM AR % 42 i 691052 4544
H
N
H H
NNNN-v8 FE-10H- | Me | sj@\rlrme
oA 3,7 4 (T R @ ) A ®
A 25 )(LMTM) © 0 0 ©
o o— ﬁ —Me Me—ﬁ—o ©
o) o)
N
GOSN
M M
[1400] e\N S/ N~ )
VA E S VAL 2 e ® Mo
(MTM) ﬁ
© O—ﬁ—Me
N
JOB SN
M
e"“"N S/ N H
| © |
A& B ¥ AR Me Me
i
©o— E—
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H

N
N,NN'-=%F 35-10H-"% ks T,@ I:LT
R R-3, 7~ A4 (AR AR N S N}

H
[1401] ﬂi) ®|\!16 0 0 |\|;18®
(REAHB oML | o o_ﬁ_Me Me—ﬁl—o o

[1402)  Jris
[1403]  HA LA B R ALH) (MTCY) 1 “XUw™ & i

N
L
[1404] Me\'il pr Iil’Me

Me @ Me

cl®
[1405]  ZE 1Ry« M FCH e B FE a8 R FETE VK A0 IR 82 2 K 773 2 & 19 450m ]k J1%%
P RANS, 7- YL - 1OH-WyPgEE (“DNP”,5.00g,17.28mmol , 124 &) H#E4E (5% (w/w) Pd,
58% (w/w) 7K ,1.15g,0.0131245) FIN,N- - FHILFH FEi% (150m1) SR J5Ks I F7i e & F s 2%
HEWHARXRZE15E, 2 J5 4 % e E HEMER20 48, B AR/ INEZR3 . TE AR
T B4t (1500rpm) VAP K 29605380 (R, B3 01K 24960 %6 W S5 H8 7 il 28 222 [k 5 58
%)
[1406] 552K 5) A B AHR, I 2 R/ (1,C0,95.6% ,2.28g, 73mmol , 4. 224 5) IR I
B —ANEED NI SV AR X AW R 150, A& 23 . 61 I hn#i
£190°C, [F] I L 1500rpm#i $F: - 28 FH W S & il FE AR 77 B s B2 ) it Je o 72 R 20 16/ s
I8 IA 3 5E R (B, 0% A2 CL A I K 29100 % 58 2L IE e B i) o 4 e MR A4 (SRR TR) 1%
HBIAEER T, IR A S 1A B i A IR RS (B4R 1 2em) I SER IR AL, I B8
EAER TR IS 32% 2hls (4.24g,37Tmmol , 2. 1548 [ B JE ke i b o 4 44k 75 FEIN
N- ZH S F R A% (3x10m1) Pk, T B8 AP A T
(14071 5533890 « ¥ & F A0 SR BRI BRI VA JV 35 °C , 2 J5 A 22304y B g in i @ 4E /K
(14m1) F 7K & EAER (IT1) (FeCl,.6H,0,9.81g,36mmol ,2. 1244) .— HA{LEL (ITT) %
TR TR I 52 5 H4 S NIR S IAES 'C R BBt RE2 /NN o 38 1 A P AT B IR =1 v SR T vE i 4
SEEENIRYD, FEE LIRSS B TR U, ARG 7ES0°C R BT 167N o 73 2 1 7= ) S & 3 . 88g
HEIR D KPR AR S IR T R EE3R 15 258 =4 (2.10g) (HIR2) . =W A FF i
HN5.98g.
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[1408]

[1409]

[1410]

[1411]

[1412]

72/84 T
22
“I4R”MTC j= 4 b4 AL
MTC 3k 1A MTC 3k 1B
(% 1 3k) (% 2 #k)
T AT a9 %
& 20.91% 2.99%
(K 5T 1)
HNMR | 0291 (s, 12H), 6.58 (s, | 55 ¢4 (s 1210), 6.52 (s,
2H), 6.81 (d, J=9 Hz, ”
(300 MHz, 2H), 7.06 (d. T — 9 Hz 2H), 6.73 (d, J=9 Hz,
D,0) ’ 2H3 > | 2H), 6.97 (d, J =9 Hz, 2H)
HPLC (w/w) 77.98% 43.63%
MTC 4 = % 56% 17%
I HPLCA B M EMTC = B AL B, H Ho 45 SR S 458 R
%23
MTC /=465 HPLC 46/%
MTC $#t% 1A | MTC $#k 1B
(% 13#b) (% 2 #b)
% (a/a) % (a/a)
MTC 99.75 77.12
X% B 0.22 0.72
XF A - 0.19
X4 C - =
MVB - <0.05
MVB-CH; - -
sDMT - <0.05
i 0.03 21.97
Bt 100 100

AR “HE” R A A O B AMER By e &Y.
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% 24
MTC #4 HPLC 44k
ER7 R T Y
HPLC 2% £ A DAD #eik3E 4L 24 /44 Agilent
1200
AE Agilent Zorbax XDB-Phenyl, 150 x 4.6
mm, 3 um ¥2/E
[1413] | AZIRJE 50°C
A hUEAE IR L 5C
AEhAE A: 0.1% viv Z 8 TRR
B: T
it 3 1.5 mL/5%F
HEFFARAR 50 uL
A% 2k B 18] 25.0 24
K 284 nm, £ JE 4 nm
%25
MTC #4 HPLC A%
TR AR A
0 N o7 B N
H‘j‘]fl’]ﬁ; ) A% | B. % JILTE ’éc]l;nL/ﬁ
[1414] 0 90 10 1.5
1 90 | 10 1.5
13 75 | 25 1.5
18 40 | 60 1.5
20 40 | 60 1.5
20.1 90 | 10 1.5
25 90 | 10 1.5

[1415] 4R 1|4 HPLCHR HE YD FIRE i -

[1416] @4l & MTCAi# AL FLLOQKR HEYIIT S A2 48 T i 1IMTCZ 25 W) I o it Rk RNLLOQKR #E

W T W e R B (8] B2 E B

[1417]  @25F1100mL %1 €4 I 25 B FH T~ & AR AR it

[1418] @1 FH34 - 38mgHF: fim il 48 W T VAL o W4 A it VA5 AR A 50mL A B 771) (90:10,0. 1% TFA: &
i), P AL PR 53, SR JE FARRRE AR RE R 21 B2 2k SR Ja IR VR B LN, 2 JE A 1R 4710 10
Mk

[1419] @y 7RI, e By 4 FH2LIN0. 1% TRARILI 2. )5 -
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%26
MTC 447 64 32 R 4R 8 B 18]
(£ 255 nm)
R ¥R 8 Bt ) (%)
RE 8.79
MVB-2CHj3 9.00
[1420] MVB-CH3 10.34
X% C 10.93
MVB 11.78
XH A 13.17
sDMT 13.47
X% B 15.56
MTC 16.53
(14211 fERS% MICRAMK AR S5 R T R et
%27
MTC ZA X 2 69105 464
N
~N
[1422] ‘ ] |
(MTC) Ve @ Ve
cl®
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AH A N .
Me @
cl®
N
JS OO\
%% B Me\ril 4 NH
Me @ Me
cl®
N
I
X% C Me“H S/ NH 5
©)
cl®
N
DS
[1423] (MVB) N O
Me
7-(F A AIL)-3H- NS
%%%‘S—ﬁﬁ] Me\
(MVB-CHs) N O
7-5 5 -3H- N
(MVB-2CH»)
Cl @
N
| A
sHAR WA E HN/O:S/ i
(sDMT) r\Iﬂe A hlde
cl O
[1424] 75/256
[1425]  HH AR E G ALY (“MTC”) B9 “—88” & Rk
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N
L
[1426] Mes 7 I}I’Me

N

I\Iﬂe @ Me

cl®

(14271 EE1ERSY « A MO A S B HEAS Vi BE T L T IF IR 3 5 03 2 8 1 450m 1L Ik 0%
PR IN3, 7- AL - TOH- Wy (DNP, 15g,51.8mmol, 124 &) HREH (5% (w/w) Pd,58%
(w/w) 7K ,3.45g,0.0131 %) . Z R H I (H,0,95.6%,6.52g,207mmol , 4.0 &) FIN,N- —
F I F % (150m 1) o S8 J5RE s 0 52 i AN o R TLIR B 151, 2 J5 A4 0 8 ' A
IR ZE60. T, FRA A IR 23 . 8 AL B IR JZ A+ (1500rpm) JR A4 K L1203 B
(B, ELR AR 2160 9 W S B R/ i 2R 5 A J 52 50) -
[1428]  Z5235) ARG H5 IR BLTR S P INFAE190°C , [ LA 1500w pmdi $ o 25 pH W 0 i AR
IS R (B L) o AER 2016/ J5 S B B Se ik (R, = S B LB 2K 29100 %
B I RS SE ) o K S BV ) (G VD) ¥4 N B IR SRR B, T A R HE R i i A A
RIR=F (B2 12em) I PERBR AL, R IEM SR AR R T UK P 532 % HhiR (12.7¢,
111mmol,2. 1524 5) B[R LML o FIN,N- — FH S FR LA (3x 10m1) Pedik AL, FE K8 i AN
ARZR(LE= i
(14291 P42 % T H P, 7- ik - 10H- Wy MEBR (DNP) ) i B L A 0R J7, HFr /3 2110
FLIE P e R Be S AL SRR, TR R (96) AR ERIELEE (°C) X IE) O Y R o
(14301 EE33 53 « 4 & I I BB R B VA E0 35 °C , 2 J5 7 48 3043 B i s i 78 7K
(42m1) H KA AR (TT1) (FeCl,.6H,0,29.43g,109mmol ,2. 124 &) . — HA {4k (I11)
TR TN 5 B8 A5 S SLIR 5 WUAE S C T A 2 /0N o e o PR AR B e 1 i g i SR e 1
L AR, AL IR BT R LN SRR AES0°C R BT 16 /N o 45 2 (1 7 4 It BN
15.66g.
[1431]  MTC/=#)3RAEUTT

& 28
“—47"MTC =4 b4 R AE
MTC #tx 2
Tt K & .
(Ko 1) 8.52%
'H NMR 6=13.00 (s, 12H), 6.68 (s, 2H), 6.91 (d, J=9
[1432] (300 MHz, D»0) Hz, 2H), 7.18 (d, J = 9 Hz, 2H)

3305(b, Ho O3 71 244”), 1592(s), 1485(m),

-1
IR Vinax (cm”) 1389(s), 1329(s), 1169(m), 1130(m), 866(s)

MS, m/z (ESI): [M'] 284
HPLC (a/a) 98.15%
HPLC (w/w) 76.55%

MTC ## = & 75%
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[1433]  @HPLC/M MM EMTCR= Wi A HLAEFE , 3F FLoR 45 S S5 40 R £
%29
“—45"MTC =449 HPLC 4%
MTC 6k 2
% (a/a)
MTC 98.15
A#H B 1.33
[1434] AEH A 0.09
AHC -
MVB -
MVB-CH; -
sDMT 0.11
He 0.32
Bt 100
(14351 T eeh Bk , SR P 77 3000 6 AN I HEAT AT
%30
B I PR B —4R"MTC =4 69 RAE
MTC #tk | MTC $#bk .
3A 3B MTC:*’R MTC #L3K 5
(% 1 3b) (% 2 k)
DMF;“’%% 30 ml *) 30 ml 30 ml
CH,O 49% | 42 4% 42 % & 42 % & 4.0 4 &
[1436] o o . | 00131 % s
M 8E | 0.0131 % | 0.0131 HF pey 0.0066 % &
2
TRt g &
3 4.88% 2.11% 8.03% 8.70%
(Ka-F#1)
HPLC (a/a) 99.63% 99.65% 98.09% 99.06%
HPLC (w/w) | 77.12% 78.86% 74.61% 76.59%
MTC 445 %
?jﬁ;{ & 58% 9% 67% 80%
[1437] (%) 55 3R AT IR o
[1438]  XtFMTCHLYCSA, I AE PRSI R B PRI LR A5 5241t , 73 BIMTCHEK 3B,
(14391  #ISHPLC A M EMTC M)A WAL R , IF HAg 45 RS 4578 TR
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% 31
MTC /=4 65 HPLC 46./%
MTC #t& 3A | MCT 2k 3B
(% 1 3k) (% 2 #k)
14401 % (a/a) % (a/a)
MTC 99.63 99.65
X4 B 0.29 0.19
XxH A <0.05 0.10
X4 C . =
MVB - -
MVB-CHj3 - -
[1441] SDN.[T - -
£1E 0.08 0.06
Bt 100 100
& 32
MTC /=44 44 HPLC 455
MTC $#tk 4 | MTC $#kx 5
% (a/a) % (a/a)
MTC 98.09 99.06
A& B 1.0 0.44
[1442] AH A 0.19 0.06
X#H C - -
MVB - <0.05
MVB-CHj3 <0.05 -
sDMT <0.05 <0.05
1 0.72 0.44
Boit 100 100
[1443]  J5¥k7
[1444] @i 8 2 o a0 PR 2SR S S & A (“MTC”)

[1445] ¢ FF L BR 4 85 5L (ITC, 10g, 3K E R 2) FIERBR /K WA (120m1) (145 A5043 7K
HILA7 3296 &5 1) 78 I 250m L [ BRI o R TR & P IR B 70°C I 4P, L 10 A5 it o 24
JE K TS HV B R 2922 °C 5t BE 16 /N o 38 3k 4 FH A BG R 3ok S WSO BE TV 1) 4 eIk
Y, FHC A H1 25 C I LR /KRR (3x10ml s 40 k) Yk K b R TE L JE 38 12/, 2
JEATES0°C R HETF-2/ i, 735118 . 66 [1IMTC , Sy 4 43 [Fil 4
[1446]  4lifk, H 825 S MTCF2 )R I R -
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% 33
[1447] &4 5h MTC 89 % 4E
(MTC 3% 6)

FrRRATeG R E

0
k-4 10.68%
'H NMR 6=13.01 (s, 12H), 6.70 (s, 2H), 6.90-6.93 (d, J
(300 MHz, D,O) =9 Hz, 2H), 7.18-7.21 (d, J = 9 Hz, 2H)
T 5 =40.49 (4C), 105.83 (2C), 118.11 (2C),

133.37 (2C), 133.66 (2C), 136.09 (2C), 152.84
(20)
3339(b, HoO“ & 71 4-447), 1594(s), 1489(m),
1391(s), 1333(s), 1170(m), 1142(m), 877(s)

ag | (75 MHz, D:0)

IR Vinax (cm™")

MS, m/z (ESI): [M] 284
HPLC (a/a) 99.01%
HPLC (w/w) 76.61%
MTC #4 /= % 87%

(14491 5@EREHPLC/: #7 I %E 264K H. B 25 5 KIMTC I A HLA B2, OF HAG 45 R S5 N R
Hrs

% 34
HL Ao E 25 5y MTC &) HPLC 4L
(MTC #kk 2 #= 6)
FA T Wb BE ey
(MTC 34 2) |  (MTC #K 6)
% (a/a) % (a/a)
MTC 98.15 99.01
[1450] A& B 1.33 0.82
XH A 0.09 0.1
XFC - -
MVB - -
MVB-CH3 - -
sDMT 0.11
i1 0.32 0.07
Bit 100 100

(14511 5% FAH R B 07 5 1 86 58 — fh Uk ) B8 45 SAMTCF= 4 o T KR 0 25 5 K 0 “F4i) Ay
21.54% , 3 EMTCHIHERF P2 3K 995 % o 38 15FHPLC A A7 I 52 KEL o 0 55 &5 S MTC I A8 L4t B, 3
H¥EE R mgm T Rp,
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%35
HLFu o ® 45§ MTC ¢ HPLC 455
(FR 4 FaBbiR 7)
L 0 A ELE 45 dh 0
(MTC #tk 4) | (MTC #K 7)
% (a/a) % (a/a)
MTC 98.09 98.42
[1452] XH B 1.0 1.14
XFH A 0.19 0.24
X% C = <0.05
MVB - <0.05
MVB-CH3 <0.05 -
sDMT <0.05 <0.05
i1e 0.72 0.2
Bt 100 100
[1453]  J77k8
[1454] S50 fs2 87 1) — M v
[1455]  {E@ES ¥ AR EN (124 8) WA F B (15mL/mmol) W, I HEs 05 % i 20 20

(0.0145) UKL BR (23 /mmol) AZEMLE (0.3 58) KR &LE RN N30 8, I
HBIPAEEIR B (20225 C A h) WS INBH (2. 224 5) M2k (0.448) , IR R &4
P3N o R SN S P FH 32 %6 ER R /KA R (0. 3mL/mmo 1) AL IF bk 22 /03 /N, 2 J5 A4 1

b A R (3 X 10mL) PevAHeE i 1 FF 2 R IR, B MK o A SR A B,
FEREEAL

[1456]  J77k9

[1457] N,N’-— (T-2-ﬁé) - 1OH- Wy e -3, 7- X (§%) — &AW

\)\NJI:E L

@Hz

[1459] ﬁﬁiﬁﬁ/ﬁﬁﬁﬁm_ﬁ@—ﬁ%ﬂ%ﬁﬁﬁi‘ 2- Wl il N N7 - (T -2 ﬁé) 10H-W3
W -3, 7- X0 (520) — ALY R IAE RIS Y 1 (40mL) 7 g2 3073 B, 38 5 28 A 771
RWCER P10 K b FBAL S0 03 B D 44 (537mg ,69%) o

[1460] &, (400MHz;CD,0D) 7.12 (2H,dd,J 8.5,2.4,ArH) ,7.07 (2H,d,J2.3,ArH) ,6.80 (2H,
d,J 8.6,ArH) ,3.44-3.52 (2H,m,CH) ,1.79-1.90 (2H,m,CH,) ,1.52-1.65 (2H,m,CH,) ,1.29
(6H,d,J 6.6,CH,),1.02(6H,t,] 7.5,CH,) .6, (400MHz; DMSO-d6) 10.81 (41, bs,NH,) ,9.23
(1H,bs,NH) ,7.09-7.16 (4H,m,ArH) ,6.80 (2H,d,J 6.8,ArH) ,1.69-1.80 (2H,m,CH,) ,1.42-
1.54 (2H,m,CH,) ,1.17 (6H,d,J 6.4,CH,) ,0.89 (6H,t,] 7.5,CH,) .8, (75MHz;CD,0D) 144 .4
(Ar) ,129.4 (Ar) ,124.5 (Ar) ,122.6 (Ar) ,120.2 (Ar) ,116.4 (Ar) ,62.0 (CH) ,27.0 (CH,)
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16.0 (CH,) ,10.2 (CH,) -m/z (ESI) 340.1839 ([M]".C,H,N,SE3Rk340.1847) .
[1461]1  J7i%10
[1462] N,N - (j@;ﬁiﬁ@) - 10H- My MR -3, 7- XU (#%) — &AL

)\NJCE 2L

@Hz

[1464] ELLEW%SEIHJSELE@—&&F?JE?HW@H%J%N N - = GRAZE) - LOH- Wy Mg s -
3,7- X (#) — A AT BEHE— D A R b B 0 53 B O R i 4 (649mg  8395)
[1465] &, (400MHz;CD,0D) 7.10 (2H,dd,J 8.6,2.4,ArH) ,7.05 (2H,d,J2.3,ArH) ,6.80 (2H,
d,J 8.6,ArH) ,3.67 (2H,LE#IE,J 6.5,CH) ,1.34(12H,d,] 6.5,CH,) -6, (400MHz ; DMSO-d6)
10.92 (4H,bs ,NH,") ,9.31 (1H,bs,NH) ,7.14-7.18 (4H,m,ArH) ,6.82 (2H,d,] 8.3,ArH) ,3.57
(2H, L #Eig,J 6.5,CH) ,1.23(12H,d,] 6.5,CH,) .5 (75MHz:CD,0D) 144.4 (Ar) ,129.5 (Ar) ,
124.5 (Ar) ,122.6 (Ar) ,120.1 (Ar) ,116.4 (Ar) ,56.9 (CH) ,19.20 (CH,) om/z (ESI) 312.1532
(IM]".C H,,N,STER312.1534) .

[1466]  J7i:11
[1467] N,N’-— (HﬂZﬁ)—lOH—ﬂ’\ﬂ%ﬂ%—B 7- X () —FJ A

o OO, D

GHZ

[1469] ﬁﬁi@ﬁYiquFﬁLE"]—ﬁxﬁ?JE%%UZ@@%‘J%N,N’ - (GAJKEE) - 10H- Wy
-3, 7- 0 () AW R R i 7 T R B (4. Bml) F@ I A NPT B (18mL) SRITHE M
A o S AU T8 7] 3 5 AR ] A7 PR I PP I 2 RORMSC SR = 10 o R b AL 5 0 T DN
ZReE Ak (278mg,63%) .

[1470] &, (400MHz;CD,0D) 7.14 (2H,dd,J 8.6,2.4,ArH) ,7.08 (2H,d,J2.4,ArH) ,6.79 (2H,
d,J 8.6,ArH) ,3.89 (2H, fL#EWE,J 7.0,CH) ,1.97-2.07 (4H,m,CH,) ,1.81-1.90 (4H,m,CH,) ,
1.65-1.80 (8H,m,CH,) -6, (400MHz ; DMSO-d6) 10.99 (4H,bs ,NH,") ,9.27 (1H,bs ,NH) ,7.13-
7.20 (4H,m,ArH) ,6.81 (2H,d,J 8.4,ArH) ,3.78 (2H, L #H %, J6.6,CH) ,1.66-1.87 (12H,m,
CH,) ,1.48-1.56 (4H,m,CH,) .8, (75MHz;CD,0D) 144.4 (Ar) ,130.7 (Ar) ,124.0 (Ar) ,122.1
(Ar) ,120.2 (Ar) ,116.5 (Ar) ,65.4 (CH) ,30.6 (CH,) ,25.0 (CH,) .m/z (ESI) 364.1841 ([M]"
.Cy,H, N,SEER 364.1847)

(14711 J5iE12

[1472] N,N’-— (}Iaﬁ@%lom’\ﬂ%ﬂ%ﬁ T (#) &)

o QLLCL O

[1474] & L@?i/iSEPFﬁ EI’J R 7 A PR LB A 6N, N - (AL 2E) - 1OH - Wy P
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-3, 7- 0 () AW o R R it 7 T P (5. 8mlL) F@ I A NPT B (23mL) SRITHE M
2lidl o I PECER 7 K USSR A [T AR E T IR, RS R B 2ROK o R b AL 5 W) 00 8 DR
£ [E 44 (279mg,60%) -

[1475] &, (400MHz;CD,0D) 7.10 (2H,dd,J 8.4,2.4,ArH) ,7.06 (2H,d,J2.3,ArH) ,6.79 (2H,
d,J 8.4,ArH) ,3.33-3.41 (2H,m,CH) ,1.96-2.06 (4H,m,CH,) ,1.81-1.91 (4H,m,CH,) ,1.65-
1.73 (2H,m,CH,) ,1.17-1.50 (10H,m,CH,) -8, (400MHz ; DMSO-d6) 10.94 (4H,bs ,NH,") ,9.27
(1H,bs,NH) ,7.11-7.18 (4H,m,ArH) ,6.81 (2H,d,J 8.3,ArH) ,3.21-3.31 (2H,m,CH) ,1.85-
1.95 (4H,m,CH,) ,1.69-1.79 (4H,m,CH,) ,1.53-1.63 (2H,m,CH,) ,1.32-1.45 (4H,m,CH,) ,
1.05-1.27 (6H,m,CH,) -8, (7T5MHz;CD,0D) 144.4 (Ar) ,129.0 (Ar) ,124.5 (Ar) ,122.6 (Ar) ,
120.1(Ar) ,116.4 (Ar) ,63.1 (CH) ,30.4 (CH,) ,25.6 (CH,) ,26.2 (CH,) om/z (EST) 392.2150
(IM]".C,,H, N,STEER 392 2160)

[1476]  J57%13

(14771 3,7-X GAO SR IE) Wy Ews 5 &AL

N\
[1478] Q\ /Q: ;@\ /O
N 9o N

(14791 BN N - GAC3E) - 10H-WyMERE -3, 7- W () &4 (211mg, 0. 45mmol) ¥ T H
B (5mL) FHAEUKI A H 7S K AR (TTT) (243mg,0.90mmo1) 7E FEE (ImL) H Y 75V
T I3 Sz SR AR B RE VKIS T R AR 2 b B S R VR A AR DS T k4, IRk
Y+ F I (2mL) o RHE VR 7K (20mL) AR 36 4 2 SO — S REARE BT FHIM HCL/K VA
Vel Bk &k, JF FH AP I e I 7 o g W I 280, B 1 3, 7- X0 A AR ) 0y e R 3 AL )
(180mg,93%) , I i o [f 14

[1480] &, (300MHz;CD,0D)7.83 (2H,d,J 8.7,ArH) ,7.20 (4H,br s,ArH),3.64-3.76 (2H,m,
CH,2.05(4H,d,J 10.5,CH,) ,1.86(4H,d,J10.5,CH,) ,1.73(2H,d,]J 12.4,CH,) ,1.25-1.60
(10H,m,CH,) «m/z (ESI) 392.2151 ([M]".C,,H, N,SER392.2160) .

[1481]  HiTH C &A1 AR I JE 3 D0k S 0t 77 S AR AR R o SR T, AR B AN 248 i
TR T FT I8 B RE 5 S 7 5 o A, b0 STt 7 22 AR TA D A 10 B A T A o PR i 12 £
1% R AR 5 AR R EE AN SR AE ANl 2 A B Y B ) A% 900 T T DRI e S i 7 58 3R AT
24k

[1482]  Z3 (R

[1483]  ASCHIH T8 2 AR LA B 4 1 b 4 0 0 AR B B A e B v Je 43k 1 300
Mo THFRHE 10X L 225 SR 58 58 51 F o X L8228 0k v (1) 45— 3 DA 51 FR 7 U 44
FHANRSLHIARRNTEN A 9 AR AN F) 2 Ak BB ot 48 H K RS B 226 STk LA 5
I T7 TP —FES

[1484] Bondareff et al.,1994,].Neuropath.Exper.Neurol.,Vol.53,No.2,pp.158-
164.

[1485] Booth et al.,2001, “Tricyclic compounds and method of treating herpes
virus”,international patent publication number WO 01/51479A2,published 19July
2001.
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[1486] Epstein et al.,1941,“A Spectrophotometric Study of Thionine”,Journal
of Optical Society of America,Vol.31,pp.77-84.

[1487] Fiedeldei,1994, “Verfahren zur Herstellung reiner
Phenothiazinfarbstoffe” ,German Patent No DE 4302013C1,published 01June 1994.
[1488] Galey et al.,2010, “Novel diaminophenothiazine compounds,a method for
preparing same and uses lhereof”,US patent publication number US 2010/
0204215A1published 12 August 2010.

[1489]  Goedert et al.,1989a,EMBO J.,Vol.8,pp.393-399.

[1490]  Goedert et al.,1989b,Neuron,Vol.3,pp.519-526.

[1491] Guttmann and Ehrlich,1891, “Uber die wirkung des methylenblau bei
malaria, Berl.Klin.Woschenr.,Vol.28,pp.953-956.

[1492]  Jakes et al.,1991,EMBO J.,Vol.10,pp.2725-2729.

[1493]  Jung et al.,2003,Tetrahedron,Vol.59,pp.10331-10338.

[1494] Kang et al.,1987,Nature,Vol.325,p.733.

[1495] Lai et al.,1995,Neurobiology of Ageing,Vol.16,No.3,pp.433-445.

[1496] Marshallet al.,2012, “Phenothiazine Diaminium Salts and Their Use”,
intemational (PCT) patent publication number WO 2012/107706Alpublished 16August
2012.

[1497] May et al.,2004,Am J Physiol Cell Physiol,Vol.286,pp.C1390-C1398.
[1498] Mena et al.,1995,Acta Neuropathol.,Vol.89,pp.50-56.

[1499] Mena et al.,1996,Acta Neuropathol.,Vol.91,pp.633-641.

[1500] Michaelis et al.,1940, “Semiquinone Radicals of the Thiazines” ,Journal
of the American Chemical Society,Vol.62,pp.204-211.

[1501]  Mukaetova-Ladinska et al.,1993,Am J Pathol.Vol.143,No.2,pp.565-578.
[1502] Mukaetova-Ladinska et al.,2000,Am.J.Pathol.,Vol.157,No.2,pp.623-636
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and phenothiazine-like compounds”,international (PCT) patent publication number
WO 2005/030676 Al,published 07 April 2005.
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