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EREVHR, RFRIFLFEALAANETRTES —AKRR
FHERTFHINER. RIARTHFEHFLA.
B, UHRABRAKF —AAOREAITE, XREABYRLEAFE
20 HSALELBBARN, RFLEF—ARE SN LA THORRE:
A A ARSI EAREH C-CREARRNALE, AP
ATAMMARFE, ERBFEFEY AR, FRRFA-ARS
ARG TN LE C-CoRAR.
LRI EHBEA R EERBRAYEEGREN, ZEERDAHN
25 REELTUAEAAERGRATF —RBE AL S5 R 6 LK, X+
EV—ABRFTHR-AZSAL. LIARTFRE.
Ho5h, REFZAHLY, BEIHKMERARELBOIELTRHRMAT
.
o, HFALAHRESRAAHFRETF, EMYGFHETL AL
30 KA ETREHANIARAET. THRGANE T EHNIE
BEHETF, sl B TRRETF; SRR, ARAR, ARIR;
HRERAR; EMAMR.

18
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10

15

20

25

30

LENEE B F L0 @0 LRBAR; FHRBAR; B RIE;
BEABBAR, AFEERIBHREFSH C-C A, 9l F AR
AR.LERBRETF; RASMAR, AT AARXBGREEFSTH C-C
Ak, FEAHMRE, LAPFEIS, AARERSERM—AREA
Cl-C4fb£HxR,

HhA AL RAS BT RS R HATHA.

e b, ROEHOEESBHARANRER; XFES—A
AERLAMENSWENEEHAF = () FEAFRZLEH;
AeMBLES—ARLEERCHAN G TFEREAGERATERE—
. BB, AR EHHNSRD GRS FARY RE LW —IHE.

KB ROEAGES —ARKREAFH—ARESAMETFLA.

A “AEeH” RIBBRRTRHGER, FFA 400-800 nm &
LAREARLARIKSGSTFAR. E2H—F &R, RHAGIH
B RE G EMTRERNK, CRXEEHEMAECHLEHRHE

A

-

LURABLEARAN, RELFESAA, KEMFXER LK
Fubh EXRR., IFRXEATURRETRAAARKMARAZNLEH,
REECMNALFEMLERRART. IR ERATIAE AR £ R
H, EHRENGLAAGALFERTR.

REBEEAG AN EAHERATE, REXHRACIH 24ANMKLER,
FAAGRAOIE2INALEH.

BHEEENR, SEACEANA LG L EHN, L FPES XL
ACH+TH—AXRETHAECEER.

RELALPA-AREGERFTE, RELHOEANXEH.

BREXAELAG—ANEALTY, METLAECAHICGEEZ)—AFR
RFHEEH.

shth, MEFEETIACSRE FOSLENRA.

mA, Wk, EVRSGERAXEAGF A QHELES—AM
BFeE, RN EE—AEETFEA,

REEEY, RRFARCHACEEZ—ARETFLL, FHA
FlG R QIE—ANFaEF R,
REREAH —AEEERTE, REDHERNTARESIAY

19
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EHTAXAKLERE T LA,
Hih, AXHALHTHENRSBACHES —HBAKESY
ZEACHAEEY—FH= () FEATRAKLER.
BEASHERECHAL R QIBEY —A-N=N-FF&uLeH, kT
s BABERFAEKEIEARA. 28, REHER-N=N-FFHHMKAT
P — A EIEERA.
BRiE—HEH, REFACERBITHRALEH.
BAEECHACRAP A TR ML EP 850636, FR2 788
433. EP 920 856. WO 99/48465. FR 2 757 385. EP 850 637. EP 918 053.
10 WO 97/44004. FR 2 570 946. FR 2 285851. DE 2 538 363. FR 2 189
006. FR 1 560 664. FR1 540 423. FR 1567 219. FR 1 516 943. FR 1 221
122. DE 4220388. DE 4137 005. WO 01/66646. US 5708 151. WO
95/01772. WO 95/15144. GB 1195386, US 3 524 842, US 5879 413.
EP1062940. EP 1133 976. GB 738 585. DE 2 527 638. FR 2 275 462.
15 GB 1974-27645. Acta Histochem. (1978) , 61 (1), 48-52; Tsitologiya
(1968) , 10 (3) , 403-5; Zh. Obshch.Khim. (1970) , 40 (1) ,
195-202: Ann. Chim. ( Rome) (1975) , 65 (5-6) , 305-14; Journal
of the Chinese Chemical Society ( £#4b) (1998) , 45 (1) , 209-211;
Rev. Roum. Chim. (1988) , 33 (4) , 37783; Text. Res. J. (1984) ,
20 54(2), 105-7; Chim. Ind. (Milan) (1974), 56 (9) , 600-3; Khim.
Tekhnol. (1979) , 22 (5) , 54853; Ger. Monatsh. Chem. (1975) ,
106(3), 6438; MRL BIl. Res. Dev.(1992), 6(2), 21-7; Lihua Jianyan,
Huaxue Fence (1993), 29 (4), 2334; Ann. Chim. ( Rome) (1975),
65 (5-6) , 305-14; Dyes Pigm. (1992) , 19 (1) , 69-79; Dyes Pigm.
25 (1989) , 11 (3) , 163-72.
THAGRANA RGO EHRGIETX (1) AEEHBRAEHERL
EH, AREMNGEEFMEL X

A, - [N=N-(A3)ylx - A; (I)

30 RNF:
-xAh1E3eh%K,

20
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10

15

20

25

-y A OX1;

ik, EyFTFO0, MxFTI1;

- AjF Ay, ABRFFRR, K& Ce-Cso %éiﬁii%@%i&‘*
Ak B R BA/ AN ERTHS5-E£30-LEFEHELAD; A/ LR
¥ & E S —AHIRK.

AR A EETROBAGEELAR L.

CAREEFEFRE FE Co-Cao =M EH, HERBRN, KLk
HM—AREZARAARANE A FTRAGEARNK: L4 XHEY
Ci-Colp i HEXIHY C-CREL;, BE, &E; AR EA
HEARRAY LA FRES ARG LR X4 C-CoRERRK
HARA; MA; AFHTARLARK: —MAEABERT. C-Cp
BXHBELEX (RE-SO-NH-) . C-C; mERESSL (HKX-NH-
SO;-) « AFREFSA C-Cp, HEANBAR, XPRERSH Ci-
ComEWRARL. RE.

Hik A Fe A, B RTRR, RE Ce-Coo FHERAAXRQELE) —A
kR BA/RRGERTFEN 5-£ 30-ARFHEA, MEEAMSLSR
HTHARBRK: 25— AN ESRXBORKIARKY C-Cy A
BV —AABAKIAB—AASALLELE C-Co RAXBNKH Cs X,
Co () FHEH; 4, H— AU HAARRAGHERRTH X
VP ABREAGEIER LS C-CORERNKGAR,; BX;, 9 XRT, A
X K.

ik Ay e A, KB P ES—AAHFEHTHE.

BE—ARINAAGKEFTE, BALSHALEAHAFxH 1
FEyHowX (1) 4o,

MBRAEPY—AEREKGTRFTE, BRUSHALERA SR
P x=1 HELy=0 X (1) LSHARX IR FMEK, XFARE

1
= R2 R2
/z+ Y 12 R3 R3
N2 a N
R17 Oz @%4 @l. a
z 14
An Nn/ 3 Z,Z3
4
L _

] An
A
X (! A, (V) "

21
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o BHRXFHL N, Zyy Z2s Zs5 Zs Ry Ry A Ry EHTH
FAHL;

LR BBART. NRyAH XA CRs X H,

L RERBRRTHE CRXH,
5 Z;REAARTFEE CREHA,

ZREARA TR CR X H,

R, #o Rg T Ak —e T B, F & 3K,

An KA LTSN EF,

Ay REALRMIBARY, FXFPEEFHE C-Cio FAKRA 5-% 30-
10 AiFHAH, SdAERIELCMNHRREALETRALA L.

Hik A, RE—AFEHEAZKKREARA FTXATHRIAH:

XY
15 biEidREETFH/EALRL;
s RARR T AHF CR X H;
R;- R;v Rs. Rs. Rg. R7. Ry Rofe Ryg TAHMRBIRRFE, K&
SRTF; B4R THHEEMBAY C-Co bk ; HHMBARL 5- 6-
(&) FE BXRT; A, A4 XAWYWELZIIRAN C-Cy
20 BRHAE; &X; H—ARENMHRAIARTRAGERRFRTES ANk
HEEHR Y CrCo BRAN AL, AR, K, C-CpRiAsmiE
X (KA-SO;-NH-) ; C-Co EREGHE (KE-NH-SO,-) ; ®
A, APREARSD C-Co ek, RAEE, XPREELSD C-
Ci¥X; X
25 RyRR AR L)L IA K C-Ce i X ;
Ri 5 Rs, Rg 5 Ry TAHM B FHK;
AEDFT 4

22
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10

15

20

25

30

An KAtk L THEZGHEMRLNE &-F.

#i R~ Ryv Rsv Rsv Rsv Ryv Rgn Ro e Ro#RAHRE, K
RERTF; FHMEY—AHRT. AL, X, BEL (-CONH,) .
Ci-Co MARRRM AB/X X4 C-CyE; X, AR IE C-C
REL: £XA: HARIANAXRAYERSFE N LEAGE
4 x ¥4 C-C, KRABRA N RE.

it Ry KA A X XL HERMBAY C-Comik.

BREALANE—HAEANLEFTE, Z,RE NR,EH. 1,
BREEEEFE, 2, ERENE CR;.

BEALWS —HAEAGTHEFE,Z AEANREH,Z, K& CR;
XH.
REALVHXBHEHFTE, BARAASETHRERETX (I £
H.

MEBALAG ST —AFHAGER, X8 A AKX (D XX (IV)
g —A, AABAENELRN Z; #ATEHE, P Z, KKK CR,
AH.

o, AeHE A XA A XARETHEEXRA L, |

FELeHApEERARET A XAER A, LA $ATHE, LT
Wit (1) 22X (IV) & (&) FHEEB A, (£&#X (V) £H) XK
Ab g —ARKitArdE, TUAT ERRZOHF ERARZTHE
3.

FHhi%, PRELZCAFLERAET A XARE, WTRELR
BF N'. 28 R;. R:. Rs. Riv Rsv Rg. Ry#e Re A Flsbitb A7 4%,
A A 6y R X Ak Bl it {URF N AT,

LECHAEERAERBLARTF N ndkeh, B RERF N ek
WEH—ARE, A TAS R ERyFFH— A EHMRARE TR,
ik @il B R F AR C-Cobe ik,

HRFEALAHE —FEAFE, SACHLSARAAAT A K
H, E4ARAtEBETX (V) AF¢ A, XBAEn, NAXEHAfEREE
HTliBit RoH Ry P —AKH, A HER#ITEHE, T4,
it AL —AEARRTFEBEERETHE, REALAG AL
BTN, AeAFEELAAAT R EARTHE, FHNKN, Rl

23
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T RARRRTEREERTRE.
REALVYE-FHE#hFE, AEAPREEAREL A LT
ik, #FEARMLAEEITRAT N 9k,
BEFIAEAGE = EHFE, ACAREZERXAET A XHAMN
s i, FRAKMHEAITZ AHAE, EAALARK C-R, FARE
AgBiERETHE., RBEXAFTE, R o Rg TAA—RBA 6
AFEHIK,
LieMAd A, AAAETFEERAN, X (II) £X (IV) L
HEY—ARRTFEEBPFHILE. SHIKRR C-Cp A, HHHM
10 EF—ATFTHERARK: BE. C-CGRAE. RE. AN Z A4
FAFRAGERBFALES —ABEXGABAR Y C-Cs RARKY
£X,
AFZ(R)FAFTRE, #4730, LS4 ETFTTX(VI)
Z (VII) :

A, A,
l (R14)v (RM)VI (R”)V Ar
| | A
Ar Ar A Ar Ar Ar

) (vi) (Vi

15

.
- Ar ARRA TR, RAERBBERGFE, HlrRXEIEL X
HFAERBMBRGEFTE;

20 -AsRAE O. N-Ris» N"(Ryg) 20 RF Risfe Rig & A 3 bR &
£ 5T, LARIE C-G A, AEgHBRA, REMES —ARE
B, BERX (-CONH,) ; C-C, tiX; &X; #—AR35A44F
ARFGERREN —ARLEANEAR X4 C-CoRERRGEL;

- RuBRAAXRE, RALRT; 9XRF, RERARK; Sisth

25 X BA; HER I, FRERAY GGk, B4R L4,
AR IR C-Ca bt L, e X0, HRHBIRNE C-Cs A
X BRA; MARIAEMARH C-Co REARRH AL, HRAX
MERKRE, FEERMEREV AL, 2XE; AE; RX; &£

24
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ARG TR, ik CoFA; B, B8R XYW C-CGRRAKE;
REFBE; -COH; -SO;H; -PO3;H;; -POH;;

- v=4; v'=2.

R H Ar AR, ERFATEHRAXFRABRKGATER G

5 &I Ky, RIAED. kb, Kifekwb. 5%, = &% (indoline) .
efopt . e, BL & &9k ( dehydroquinoline) . &M . ABR L
( julodinine ) , & — =, =wi  FREsk, TRed, w®od| Fokep,| ok,
dted, =k, EE, bk, Rk, BR. kTR, R AE, RARSE
& (oxazepine) . ¥ vk, KMok, Xifokek, HKibkek, shok,

10 YR, AME., kP, RFEIRTH., SN MAR.

suth, Ar KB SR BT AM - ARESIATHEARK: BF
B, RARER; BB, 2X; A4 XA ERMBREY C-Cy
MR, HHAEXXAGERMIRLY C-Co X, AN X 460104
B C-Cs ik, RA; M— MRS HLEAR LM C-Co RARK

15 MEAX, ERREMAXRKR, FELRFAES ALK, REX;
ARG K, RN T, ik CoF R, B, AR a4
Cl'Cs%ﬁ‘&:E; -ﬁ.&‘?&ﬁi, -COH; -SO;H; -PO;H;; -POH,.

HEEEA, REATUET Ay. Ry Risw R Ar RHA+ 8
—A, AHABLFRARFAEERA L, AIFAHALT, REHEAK
20 RAECHMEEXRZ KL,
AEXPHRERAEHTRAOLES A RFERKEH.
BEZEHHA R QL) — i §>C=C<F-N=C<A 7| 4
oM, FAANARTFARANGIELERP. R, HHigd, XEFF
AN RRERFTUOIELR P,

25 ERAN, ERXECAMAELTHENGRER: AFEA, F
B, $-Fe—-FRTFH. AR (R oK), R, REE. BLF.
fL#& &+ (azacarbocyanin ) A R F M & . — R L85 F
( diazacarbocyanin ) & H F #H &K . W & & K & #F
( tetraazacarbocyanin ) . ¥t F.

30 BRARE, ERFRAZAGCHY, TRAMETTXN (IX) ¥4 &
H, RALZERFMEHX:

25
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I0

15

20

25

0L
(Rm)n\x/

\ R n'
R17 (Ria)

X (IX) #:

- RyF Ry THRBILRR, RAZRT; CCoFEx. (C-Cg)
BEAZFE, RTARSERB ARSI ALARK, TRAXATH
RAKRE, kit BR. AR L4, RAKARKY C-CoRR
X, A M AXSANAEHREHE C-CRERRGRE, BHEAR
RETHRAALE, FEASHFEVr—Ak. GERTF, KRB
ARk f Ry, sk, 34-8 F ZHF K. %R, = &% (indoline) .
et ok, BEAEHPERARGRTEER,;

-RyyAe Ry E R R NKEAFFHEDRRFREE;

- Ry THEARXLR, KRAEAT; HE&S LAY, ERHMBALY
C-Cs e & ; FRAMIAN Co-Cao F X, RE; H—ARIANMEHAKRL
# C-Cy EARRMEL, FREARKELERSAES AL &
A BRI C-GREL, HERLGFEV 4L C-CER
X, BEARAT, KR

-X RERLTFAERF;

- BXARETFH, FHaAREA0, IS XHBRRFH, nH1;

- 24 n'=4;

- AsREARE, M AABANEHBRIHE C-CGRERRGRE,
FRARTHRAXLRE, FELESHFES—ARE. XN (Rp)
Ry THRRXERR, RAELEBRAKY C-C X, HFRBBRRN C
ZE, HRAB—AZSATHAEARNK: £2X. BKRT, RER
KA. A, KA, FHEREBCCGREE. T4 XH#C-CiEE
ERAA A4REIB CC 3 RAREL. RERAM—AXEA AL
BRI C-CRARLERERAGEL, FALRRKETHRAXR
Bl .

A, XEHETEE AcRELEHA Ri7w Rigs R Ry P 89—
ARAEERERER, AERE () FRER. EE—HHFALT,
MHEBGER Ry RALERFt XA 0¥ 4.
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5

10

15

20

25

ik, % Ry &k Ris RE Co %%B‘T, S & H TRk R BRAR, 4R
SR THAAARK: Er—Apk; EV—ARK%; EV—AMH—A
AEAEHRES C-C RARKRGAL, HRARKRETHRALR
B, A EXSHFEV—ALE; —AEFIAAERT; 254 CCn
mABBEL (SA-SO,-NH-); 2V —A C-Cp A REHBE (S
A-NH-SO,-) ; EV—ABEAL, ATHREFSN C-Co E; K
FEABE, APHBEARSD C-CoRE; EJ—AMRE,

FTX(X) AL AL HELHELER:

A1
e+t

!
R21

AR, WwBRiELNE, ETRALERFAEEX;
EWY

B. D. E&FTHAXLRR, KALAFHAELHR C-Ru: Ry T4
F&RA, REASAF. FRHRARH C-Co X, FRABEMES—A
AR, AKX LM C-C AL &4 M ARSAEHARLA
CrC A RAYEAL, TRRATHRARR, FELEHFES—A
R RBBEAY CoFA; FRBRNY S-F 12-AHFE;

n''=0 X 1;

GRAK4, ATAHHEL:

~ R23 ®R3

T ~

®R2 R24

XP:

Ry, #2 Ryg 43k 2E 5 3K & B 48 %, ¥4keh, FRBBAY C-C 5K
X, AR FE;

Ry RASETF. HRBIRAHY C-Co ik, HFEAARZBTH X H

27
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B EV—AERA, FEAREIH C-CiRBE. KA. AR FA
PEXIH C-CRABRRYEAR, GRABRKRKETHEALRR, H4E
HEHEV—ALR, FRMIBRARY CeF X, FRMBBRAY C-Cpp %
IR

5 JREARARTFHREA C-Rys; RyisH Ry, EXAE;

K1&h 5-£ 2-A&FE, ARTLERES A ETFLH,
HERQLIEES AR R, BA/RAGECERT; AR EASFE
MTHAARRK: 2V A LB 44, BRARARKY C-C &
A EV—ANHES LY, RRAKBRKY C-CoRARX; £ —A

10 RE;, EV M ARSI AR IHE C-CGREARKGAL, @R

CREATHRAXKRE, FELEAAEV AL, 254 C-CoFX;

Ey—Afk; REAEKE; AL RE; C-Cp HAABRER (K
£-SO,-NH-) ; C-CpREREHBE (KE-NH-SO,-) ;

K2kl Ce-CuF X S-Z 12-AEFE, LQHEV ANt AR

15 HBA/SRGERT; FMEAXALKRTARARN: 2V —ALEHR
e CrCeik;, 2V —ANMHABARIHE C-CiirALk; 2V —MRE;
EV— A AREINEER LY C-CGRARRKRG AR, HRARRK
ATHRARR, FEREFEY —ANEBRE;, EV—4 () F%,
HikH 5-£ 6-50 (#) FE; EV—AEER. Kk, 32 KK C-Cy

20 FE, FEkER B X AFRA;

RILHS-R6-TEFR, LOEEV AR, Rf/RAH
BAET; MARBAMERBETINEAARNK: 2V AP ABRELE C-G
RABRRK, EV—AHABAREIMC-GRAL:, FV—A4RE; 20—
A —ARFINAER L C-CoREABRAKK AL, HRERKE T4

25 RAARR, HEREHEV—ARE, 2V —AC-CeFX; £ —4
A RBEB; AL RE; C-Co A s & (% £-SO,-NH-);
Ci-Cnp AR EHBE (REA-NH-SO,;-) ;

Faikh Co-CraFE; -2 12-A2FX, BAFREOEE)—4
kAR BA/RAGERT; FRAAAEAMTHEAARK: £ —

30 MERIIBC-CelA; EV—AMNAMAIH C-CGRAX; £4—
ARE; BV AR ARSANA AR I4 C-CGRARRY AL, i
RERKRETHERXRRE, HEESFES AL, £20—4 (£)

28
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F&, BHRENS5-HR6-L (#) F;, £ —ArX;
#HRLE A1, FAGREAKKN, U B. D. EF F REER A
AREF; EnH0, FELGARAKN, W BFDXRANRARET.
B, XEBHBLTER Ry Ry Ry Ry Rys FHI—AXEH X
5 HhHEXEERE, AXAFHALT, FLEHOEAAREKLXEAAERER
LEMIESE 2 8
AN TFHR1ILENFRARTF, AEFHBEABEYTHESE, AKX (X)
L OIEAE NS E R,
RFERALAG—ARHNAFGRAETE, RFERLXEHARLAT
10 XN&gedh, L AR EIERMEE X:

Bk e ( = XKEK) R26 20
R26/N\@\ /g N~Ra

o

N (Ryg)n’
(R,

ZRATR Rzﬁ R20

p
R0’ (Rw)n‘

RFER RZ(}

st’N °
N/
TV (R
<40 HO 0)
]Rig)n‘ (Rightt
R
1

E e
22 (o)

| 7
|
R21 R22 R25 R24
5 1 R22
z ~R23
+ o N

Al
AN

KEHLF

' |
R21 R22 L,
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A B A F Ak

R21 2
&/
N< /
R
T /

R21 R22 | & )

Z R EIH AR R21 Q\r
w9 REELF Q
N3
~N /N\N/

FiH C:lrL

R21 R22

XF:
Ry THEAXLE, RALRT. FEBRKH C-CsRE; F&
s HMEBRAH CoFA, HARABMTAEAARK: —AA3A AL JER
F, AR A, KA, EANZHC-CoRAE. HHEXIHE
Ci-C, A e R, HEAIIHM C-C 3 BERAE. ARARMK—
ARSAEMR IS C-CRARZAREARRGAL, AERARET
i 1CE W NOH
10 ZRAMAHHE Ry Ruv Rav Rysv Rz Ryse Ry 3R 3500,
3K e E@ATRE L.
#ik, 31 XBARARy. g R =A% %4y (indolinium)
W, HirikE R Ly XA

30
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Kk, I, RERAES., X _H%% (indoline) 3K, H4E
w R Bk oy XTI, ‘

Hikt, F,AARR CoFA, HEREBR EEF X#FTRA,

ik, FEAREK CoF A, HERER L7 X#FTRA.

5 Hizdgdhe R, LEATHETER Ry. Ry Rayv R Rz Ry
ARy FH—ALBRBUEFAIRFAT LS RAEE, ARULR
HAFEBEGHAT, EARFREHXANREILERAFRBREAZING
$4k,

REALAG AL HTE, REAK AKX (X) RSP,

10 MHikik h —REKLEFARLFAE, FFELF. Ry THRAXTR, £
AEREBRTF. EARKFRERE Y —AMBREBRRY C-Cs R E;
IR Co F A 1=0; G RAK 4, KKK-N (Ry) -2, ¥
H Ry KEAERT. HEERAFREMES —ABREBRRY C-Cs K
A; FK2AK4THAIRR, RAELBRREG CoF X,

15 BBALAGIARETYERFTE, LEHAPERARALER
Ry i 8.

BikEENA, LREZECATHRETIH FAPFFRFTHFHOHET
#14: GB 822846; DE1254118; GB1047796; US3652556; US3
423 427; BE 702 239; GB 702 240; US3995088; US4054718; US4

20 670385; US 5094 688; US 5097 034.

K, REFATOAHES—AEKZLXEH.

AREANGEECAT, TREANHFOHTEATHRANLE
H: PYoe ., X8, K8, 8. XHF &M, & X ¥ (anthranthrone) .
A & ®. v &8 (pyrazolanthrone ) . F L WM} K ™

25  (pyrimidinoanthrone) . ¥ +8M. WA®. %®. (F) E¥®.
F°5| % Hk B (isoindolinone ) . Kok~ 8 . f+£94k & (isoquinolinone) .
5 o =z 8 ( anthrapyridone ) . #t = J & = o &

( pyrazoloquinazolone ) . % 3R& (perinone) . £*/5Z&. $E8H
( quinophthalone) . #&# . AR YK . £ = FH LK (naphthalimide) .

30 M (anthrapyrimidine) . —®stes FF#t=% ( diketopyrrolopyrrole)
fefF i k.

FAE, BARKXEGAG TR (XI) RE&:
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Bl A5 ZR17/435C

Op

b, FRRE S-H 6K, EVEFH—ARRTFELBE AR, R

Fobith 2 R FARE, ARFSNELTRANRE, HARREEMTI

5 REBRA: AASARHHERBBRRYGELERTHE C-CREANE

H: —AREALLA, GFEART, iR, ME. RE. RXAK

ERA; MRRMEARE —AKEAN CFRME, IARZERKS

TEAREAFKRAES, FELATHEY —ABRRFELB AR

Ak AR RAsieg 2R TRE.

10 i, REARTRAREFGEADA AR R LA LR, A
BE—HHEALT, REHEAAKRAX CRAA g A Eu,

BRERLAH—AREFAFTE, BARALEAD T FH—A

Aok R F MR XAKA:

(" B

15

8.1 0
(Rz7)p (R27)p
O
KB A (Ry)q
(R27)p o (R27)q
EEt

(Ry)p
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H A
A 84
¥
gy v B
R
AT
- T l'?28
O N 0
(R27)q Oe (R27)(.]
et CET A R31
0
R28— "X
N~
o R28
R31
a8k (Ry)8
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10

15

20

25

XF:
Ry7. Rygs Ry THERKRE, KRASAT;, &R LHEN, Fi&
HEAAH C-Co iR A, AN L4 C-CGRAK;, RE; #—4
REAALMH LM C-CGRARKRN AL, FRARETHRAATRH, i
kA HEY AR HERT, HARIA; A X

Ry REALRT, RAMKR L&, ELBBRAY C-Cy 3u X

R;; THRXRE, REALEHIRARY C FX, FRAMTHE
AERAK: EV—Akk 2V —ARE. 2V AP H—ARSALH
REH CGREABRANEL, FREARKEATHERXRR, HELES
HEV—ALRE BV NEELSAEV—ABENEHAAIE C-Cs
HhEA. EV—AGERT, AERIAR. 2 —AAMERES —A
A

P=4; q=3; r=5; s=2. , _

X EHATHTEH Ryrs Ryse Ry Ry S Ry PHI—AXH, Rl
HFRARZARTH AR EAEE, AZXHHALT, L
HARRAXCAAEERXRZ o4,

AEAYRL LR TH—FOEES —FRRYERLER.

FRAW, AFRTVEZALECALANTE QTR Mhnp. Eob,
gulzz. v, (=) k. (=) 2RfRET.

EXRYEALEHT, TRAHAGARTX (X1) e,

BRI ERFMER X
Q L K

(Rylu (Rgw

AP

L RAMKiLk f RARGERT; NHEXH; N-Ry,XH,

M REML&EHE. APRGLATF; N-Ry £H; CH &H;
C-Ris % H;

QA& K THREXKRE, RAZL; &E; #H A XEMELERX
& CrCRARKGEL, FRREXTHAXLE, FERASAE) —
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10

15

20

25

30

AR ARG BIRREF R AEEHIRRN (C-Cs ) EFE; N'(Rsg)
HMEL AR, FENTFK, t=2, FFQ, t=3; Rys THEAAXRFH, R
AEART; A LE C-GREA, REESALES —ANEK; FEHM
BRARMFE. (C-C) EFE, FAAFTARYSERBRN; £
HMBAG IR 4 C-Ci ik, i RA Y EENR T4 C-Coin i
X

FHR QK FEHAAN (Ry) HEXLA;

Ry % Ry; THRARRE, KAXART; FRMRNAQG LR L

C-Csiid; f4; FRBM—AXEAMAEHRKGAL, ERAKLTH
BRARE, i AaR L4, FRHERAY C-C ik EE#IK
ROEE;, IERT, HKARIAR;
4, A5EH I WRXARTF—RER 6-TIK, FEREFHFHRE
AMe, RS EHREAERBE S —ANARREARRK, RELZME)—
ARBARIE AR S AARARRGAERA, HREFFAH GRA
ETHREARKRE, it HEEMRARN L4 L4 C-Co A LM
R EX;

Ry # Ris THRARE, REAEEHBRAHAERIHE C-Gxi
A, FRERTARXARRK: £ —NRE 2SN LA LH# C-Cy
REK; 29— RE; 25— M AA SN AAX XL C-GRRE
BAGEE, ARAETHRAXLRR, FEESAES AL,

RuyA Rys THERAKRE, HiETREMLEHBRKGTE, Kk C;
FE, FRERTHEAARK: 2V M EEXXEC-CelXk; £
— AR RV ANEERXBC-GRAK;, 24 R%; £V —
A —ARENAELHER I C-CREARKGAL, RN LT8R X
IR, HEXZEHES—AEE REART, RARAR, £ A
ME; EV—AMRK. Ryf Rs THREXLRE, HEXKEALE C-C,
sk, SAEBBIRREFE; |

mE, ELAYE, XEHET Ry, Riv Rygs Rys X Ry F 49—
AEH, REXFKEEERAmMER, EXAHALT, FKEHEANK
AEER AR EAXIMG L8,

BEFE—ANARBRNERFTE, FRTYERZLEAG TXET, AR
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o RiE LM, ETHREEZEFMHEEXEKT:

i ob,
N
Ry”
(Rss)w (Rga)w
K o,
Ry~ N
(R:u)w 33)w
v‘f v;i Ff
””
LE. ﬁ_
vy (R“)w
— & vk Ras
N\
RSB
35\ (R W

R“ ® ,w R ,)u »
A% Ry R
N S AN

Rae/ Ras

N/
(RyaW (Ryg)W
5k Res R Ros
N N ~N
R36/ h R36
N/

(R33 )W ( R33 )W

Xt, 2EAFERKLufw SAENDA FETL.

Risv R3s X Rys FH—AKH, RBEHRE—F
g XA, AXHEALT, %lﬁ&ﬁﬁii@ﬁﬁﬂﬁﬁ-i&a

X & Hif it Rs;.

Z 18] &4 -4k

BATHROZLEH, REEATELHEL) —A (&
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10

15

20

SWMAERER,
FRE, TRAMFAFOENEFTFX (XI) F (XIV) &b

¥, AR ELERMELX:

TR ey ﬁ
N -
0
Rar~
l (Ry)z
3 (X1
TR
S
/ @]
7 N
(Res)2’ (X))

ENd

Ry THBRALE, KREALARATF, EHIXHE C-CGiE, AEk
SHEYV ALK, FRBBANTE. (C-CG) REFE, AFXE
HHAERAIA,; HEAR X &4, FRMBNAKLN C-Cot i, BHAR X
by, MK C-Colm L ;

Ris THARLR, KAERTF; L&A L&8, EFRHBRY
Ci-Cy X ; R L4849, MR C-Co i, FHuBRA
0 Ce TR, R, H— A AN LA LERIHE C-Cs, it C-C4
RENEARKGRAL, ARABRKETHRXRRE, FIERHRA,
HiEME S AR, ARREIHM C-CRAL, FAXIH CG-CR
A, AR IH C-CoREMBBERNA, AREABRKERAEL[E
I Co F R AR HMIRNKE S-Z6-LEFE;, X, ME;, K
A;

¥ z=4, R¥ 2'=3.

b, XEHBL Ry X Ry, RBFIRS R EAEE, AIH
WATF, FEYARARALER LB X HZ 0 6y 58,

B, AHOLEANELECHAYRE RGBT TRATHRESR
#:
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10

L5

20

25

30

BR-EEXE TS

EE-EERAEA-RFR

SR -EEER-EE

BE-ESEEE- AR

BE-EBERXR-= () FAFR

Z (%) FEAVR-2ELA-TE

Z(R)FEATR-EBEA-KFE

Z (%) FEFR-EEEFH-KLE

Z () FEAIR-EBEA-AR

Z(#) FEAFR-EBEAA-= () FLAFR

W A, REFHAWGAECHBLE ) AL ILEESEERAL T
BRERAGEEAA L&,

Ash, HEEAAOCHERSEHOELECHERSEHRTF X
BRTH.

ik, RAAfEBERXAZH G EIRIARTF L.

EHEENE, EBERLTHREFHERE FHY.

wmH, RBEXEATH M. =#HA 94

RELAZAG—AAFGEAFTE, 2BEAAA R TFLHER X
# C-Cy, ik C-Cpp B 858t, RiERAHM, MR —ANKS A
BRFEOTUARBERT, ik, RXARE, 2424 HA
MY BRRT, TUABEFEREIb 5-R 6-LRIK, KEGIEE)
AR TFHRIRE, AR TRUOSTUARRBFHRALHE L F
A, RBARLHATFE;, —Hreg X = FBE (terephthalamide)
A ZHEAZHEH, A= LH.

ihh, £EEAXNE FHBER X4 C-Cy, £k C-C it X 88,
RPES—ARREFTHARREF 5-K 6-TRIFAE, HLFRHL
HAIEE Y EARRT.

AEXPAHREEATRELAMKRC OV FRE, DS S5 ik
HHREAHAAEGERCHEERA D REREITHE.

Plde, SERXAH=%N, NXEHCHRAKLEAL. OH &
SH A H, #ld, RETFTHFEHTEKR:
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k)
N Xy e N, NN RAR4NH N*N
| # _— | .
C|J\N/ O 2™ *#,\ﬁ Néj\ﬁ,*z s&ﬁ'\ﬁ)\N/ A
: ' NR,R
wLN um(o” “1 SN R3R4NH b‘ \N‘
it A At
cl N/ cl 2*#_2/0H Htt ,\o/l\N/ o” ¢ \o)\NéLo" i
| | NR;R,
N Lt y Sy RyR,;NH y SN
| T 2 A P L
CI)\N/ o 2.*%/3;4 *#,\HAN/ g 7 1\H Nl
et
HNT °
| |
NN -M,/NHZ ﬂi ##(NH? /L
i&ﬁ
/”\ //L SH *#,\ )\ /J\ R *’*1\ )\ )\ -
Cl N Cit 2.**{’

REE ¥, REANLCHSRSGBRAEREAGLESY, F
ZRERRS. AAHEEARN, AREMRPRALE-AXEH.

s TEENRMASAK, RBARKGHRERLAANLEH LA AL L
H.

s FRS SR - RAA- 2R 2 06, EREALERA 1
HER LAY H 10: 1-05: 1, KEFF 1: 1. S4&A—Fi beik
BEAINMLERN, TAREIILH,

10 BB EEEH-100C-+130T, HKik H-5C-100T. B B b &R 3%k
FHALAMROREEMAR N EE. BT, RALRNEA 10 5-4-8 N,
ik K 30 4-4F-4 oot

A A3, B A RA & pH ¥ 2-12.
B ELE T e K P Fo /B, —FF R B # A ABEH F AT,

15 AEFHBEBRPTREATHFAAGEXLAINHULELLSR
Fi. TIRB B F 63634k ISBN 0901956759, WO 02/78596. DE 198
45 640 F= US 5 708 151.

i, RBEXAERBF KRS (ATHEHR, LTXRERH)
Z W MR R AR BA A, 414 WO 03/029359. DE 3 335 956.
20 WO 03/30909. WO 03/18021. Journal of Medicinal Chemistry 43 (9) ,

39
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2000, 1892-97; Chemiker Zeitung 117 (7-8) , 1987, 241-5.
WAEH —Fr TR, RAFHETHRE TR LF KA

2
NH o N Br u/\/\N
5&*1

an R

Rit,

BREF—F, RE-ALECHAS&BH A ERELANLESY, H
ok ARRS., EREERN, ARLEMRETRARZAXEH.
TEINAS A, REARBVRAEBRAANLSG M AL BE
H.

T RSRARA - EEEXE-FH 2 G044, EREAALRHA1
10 HERIEEH10: 1-0.1: 1, KEFF05: 1. LA —Fl Lk

BEAAXRAHELECHMN, TARKILY.

BR B A E H-100C-+30T, #ikH-5C-100C. K& B A BRA
FHEGMAGAE WA ERE. ¥, LEREN 10 54724 4
W, Rikh 30 94F-4 .

15 BB T AR fo/H—F X F AR AT,

HA¥, BHE RSB pH A 2-12.

Mt FALBHHETE, ﬁ&$iwwﬂA%ﬁ%aﬁomwa
20%EE, EALKL 0.005%-10%FF, HEARE 0.01%-5%F FHRE
FH.

20 ik, RERALAGIH AL RO ET—FHikh FRLESD
8 R R4

LA

OH
wmﬂ/\E

H,NOG
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con |l
REALAGERASHTLEEH R ZHH e RE T EXH
R RSEHGAERHA.
5 TREARXGRPERANTAZAL L, HRIRARETGH B
FREGALEEH.
BEXFH, LAEATRAGAMEZRH. MW MRLERHFRA
PRAHREHR, XETRIRATHEET. AHEFIREFHRAH.
X R AR Pa# TR 4.
10 BREFLAG—ARRELETE, RHASPOEHNEHILER
B4 AT TRABLSHHETEH 0.001%-10%F E.
AE P ERESWETEH RS AR E R/ R —FF R
BHREEATOTSE, LERALRA RO L BHEBN.
TREGENLBEMEIET-E B, X (FE) BRE M, 3t
15 REXE. R-AEXDFLHFRESA LA L.
Mt FRAELSHHETE, AXVRHUS T AENEELE
R ERER 0.001%-10%F X, Kik 0.005%-6%FF.
ETERGERBER T, THANRAHZR- KB, §-RAEXE.
H-— X8, RTEGEBRMNFERBERN, AXmAE,
20 EXEANHBLHT, T TRAAGHHGETE, SBEMNG
FREH 0.001%-10%F &, 4£i&H 0.005%-6%F¥.
WY, TEAAXAYERARAY, LAZRAR ERPIBIHA
Mk f, Hde, SR, WS, TR . AME.
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FrEak i, amkd, Hamid. LMY, FESRE., Xsiai.

BRLAMRE, ARH&GMAL, FlARAH. LEMLF. &,

ERFREFHMNR (RSsHRRBA) iR MHE, R

5 BAFEOKRIKREEV—FHANENHGROBER, EENENATE
BREASETFROGHLESH.

TREGHFWEN S FOIEEHAR L8, HXSH 2-10 MFER
FithFe b sy, Hlol@MiF A, FEHEXH, HlFHIARXLH;
PAMHS MM, i, LoHETER., LLBRAFLTER. A=

10 BXAE, Hle, A—HETER. To_H-_GHA-8. .- (2-
FE24-R—8). HA_HAFI-FE-15-N—8 TA-_CL_HKEE
B, LARC-Colisd, Hlv——HP oA LTAS, FAETH
% —h R R RS,

AxtFRABESBHEEE, BENREHFULY 1%-40%EE, £

15 Kb 5%-30%FEE & P H5E.

RELLAHERELHETRIEEHREATON R, LAR
ALBEGQHHE, BARLEGAEHTEANGHN, HloBlEF.
fadF. EFF. AHAALTFIAGELENIALRSH; BB T,
fadF. EXF. ARAARETFEERESHARLRASW, LMEA N

20 MK, LEZAEBF. B F. EZTHABEBESHRSHMAR;
HWRAN; BFH,; £, FRME; AN, SN, AHH,
Bl iR AR M, MR KRR, RBLA; P8Rk,
BApZBE; BRMN,;, RAMNF.

N FHELSHGEE, LREFBDHANTRAEND 0.01%-20%F

25 ¥,

AL ELHET AL E V —F BALH .

TRTRAZOHE, LERALARGHBYRELERAY
FAMH, Hldo, SRR, SRAER. RELSRENRERE.
A, FlekSBAKLLE, Pl RN IHMBE TR

30 BME, AR —WAARLSW, HRFAAH, A+ TRANRTAN
ek, —-%FRAEREE, FlikEss, RW-&FnfsE, i,
& )4k L RAC L. |
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ALRAKELHETH-FELIE S —FMMEMN, LXTHRAKL
He do F H AR L AA .
EXE@EMENT, TRAGHTFEEAKER. RARKE.
SER, PECHE. —UHBEAZOBE, AANLEY, ARAH.
5 HEAAF, RATX (A) s

rd, WHER#EEZERX C-Cy REARKGEARXZE; R.. R R,
FoRTHAZLA, RAERTFHC-CRER C-CiBRE.
10 A KA FeHa o4 pH LKL A 8-11.
HHER, FAABRREHAAR G RS E AP KX 2 W s
M, RRAEAESHEHGRARTEE, AL LRE LI HE
LY R E R AN
REALVOERBAASHTAHERBX, FlhRE. FRARK
15 BEX, AALATFHARGLH, LARARATOHE, ELK
REEHiTREGAEREKX.
AEANFERARRBAL NG LR AL HEM TRERTRY
54804 ik,
REZ—FETY, XATAZTOH AN AL R EAEEMTRL
0 M. YRAELWEREV-~FHRBEALVYRASEH, HOiEEL
HEV—FWmeEiEHN, RERSEREA,
BREALZVEE-_HEY, #AEY—FHARANFTRELAGF
., WP A EY R THALEGRA (RAPH. W LR
. FAR E R/ RASBEN ) HiELS, IR FEETRA/GELE
25 W B RN,
B EE-—HER, FANTHREANRERHASHT, XA
—F A RN G RLS Y, KWiRESHEALERER
He a2 HhRN#EA, XRERREATOLRERSERGERAS
W, EE—FWLT, RANAETFEEHT, FASHFXARARE
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HaIERSEHRGELD.

Bp— ARG EATE, $OIERSGEHGASWE H—F4A
LdRs, FARBEEEANRS, HF —FESHESFHALETFETSR
CEHATFHES —FF RN, FRANGFEEFZTRAARFFEY

s RA.

RERMBRAMAN TREOHE.

BEARBHFPHAECHERAE (EuREFHH 3-50 4
B, ik h S3004F) 26, KRB AT RRTER, RE
Ak Ak, BRER, ZETRIKETR.

10 wmE, BEitikmAmE 15-80C, HikA 15-40C & B & F 4T
FiP
FNHELHATEEERATRCATOHSR, LARAXAKY
SN S Y M ESA BN, Edw EXPFE.
LA EAMNGENSHH pH A D: ELERRBLBREE,
15 i aATAZRGHSE (Br, ROFHAFHEMNGELH) HES
MG pH & B A 8-11, Bidt m A BB KN THA RS 252
B 4A .

ABALEMNE, TRAGHAFEELNRANE, Fliidk. E
BEEk . BRBR BB M.

20 xtF Ao, THRE LXF h .

ARERAHESW, B, Bé#EHh, RABAATFAZOHRY
WM THENBX, Pk, FRIBBERBX, AAHEATHA
Fas, RARAXRAZAQH S, ELARAAXABHARENAEH
E. 9

25 AEAHIMAEFTE—FHETEE, APES A FaEpHa
S, HERBLHOHEEV—FHERRLSEH, HEHEOEE ) —
HAAFRCEHAWGESRELHR, FRBOGIEE )V —FRLEER, £
ML IEE S —FHEBERN, RFH—FaBAAN.

BELa&Ht, RAOLH. £ MEREHR. RARERF

30 BBEMTHELETFRA—AZEFY, IHFETFIUAZY, A—AZETTRE
E—FEH (REFH. Wind EREHIBARHR) ZIUFERH
Hs,
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THREIRETASZERSWER TRAEGHHE LR
E, wEH FR2586913 FAHRMEE.

AEPWUEE—AZTHEAH i @ABRYRSLERAL, LAR
MR ik, 23R TR =M

OH
iPrNH/T
NH

b o

copll &

H,NOC O
L

COH NH |
H,N ! N hk‘N/@/&)v\/\ - N
L e L)

L,

PLIN

EHANR, REXATFRQOEHANLECHG RS RHA. Kk, J
- ALEABHFEV —APRBEFLEHE, AHAGE, AMKEHAEF
HEV—AMREFLF. REL, £V AREHALAMBTEEHRE,
10 F—AXEHRRA, A REFKEFIAAFHE. FHRFIAME
() Fe¥eHi. Ei—FHEAHAGL, EREAANETLH
FEH C-Cyy Rk C-Cy REH, EVHAFH—ARRTTHS
KRt 5-HK 6-LEHAE, FTRAAOHEEVBANARRT. £8LH
THEEH LS A ETRA,
15 TRAGEIFRSFHGHTOERE T FXBANHLEH:
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ST
G0

6";@
N
o
. "[é",,.
O%{}—N(m,m,om,
8
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N
B8
a ! ﬁ
!
S
P g
o

:NO%,@N'/‘:; "g}
Fo#eth AL A LR IEREM KA.
5 TP 1. Ro3 A Bk

N’ = R
Q —\/\/\/Na/\;ﬂ
N ~N
?lql

BRL 75 &
e
NU
&an’h@_ g OVN 5
s
10 B

DEIFHE 1.06 5 FBEREA (3g) F225 100 mg KI 3 E 5 =3
RHALA 49 2 ml DMF ¥, F¥RaHMm#BE IST.,
REMNEMASmIDMF +6 1 BEEE$RH (1.49g) , Fik
15 RABEA 24 0.
MZBR B (50 ml) Piizwik >4, SRFTHR;, FHHEE
RN,
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BEHEME—RTRY, ZEARAR/LHRTBRSY (1/4)
bR iE, Mt FeR sk, RERLE.
3C #o '"H NMR # B 5 T80 > ey s M — 2.
k#kp 2 REHA
5 1/ MmERI R R R E
HATR 661 F3) e RS R 4.7x10" mol%Be# A TEE
2HEEHAT:

oM A

(50/50 Cy/Cro) AR HMXAMA 60% 5 10¢
HRER

il 10g
A SAKRETHEAKHER LB 400 12¢
ReFH 4.7 x 107 mol
20.5% &K 13 ¢
*RFAK i€ ¥ % 100g

10

RN, HFE2H AL 40V TRALEKER (TEH/ETT,
pH=3.5) , X 5K (pH=3.5) R4

A e RSB pH % 9.5-10,

REWKBRAMER FLEGREAEL (NG) X2 90%G KGR it

15 &KX (PWG) .

ATET, ALK LGERIE D 20 4.

RER A MbEiEILE XL,

BETREHLE LK.

2/ BER-TARE %

20 A REFH (4.7x10° mol% ) Fo 2 HH4Kk A $1E&RBRKAH
HmoY.

FIEARHXBRESHTHESLERESH, RAEAMBRATR
GRSEHGHF LI FEBMBLRERAGFERRSHARERS
*H.

25
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1

|

2

0

5

)

SN
NV
~ Z MeSO,-

RN, Lty 40V S HAEKRER (TE/TF,
pH=3.5) 4.

RA-Je e b en Aty pH 4 9.5-10,

RERBAWER FILES 0% G KRtk EX(E (PWG)
E.
EEERT, £FXK EHERBIE D 20 24
RERKAMNBF ALY EIENKR, EBARKBEZIN#ATTF
.
HtME A EH AR, HARERENTELL 650
B E AT

R THAEAX, A 6 KX MEEWNES AR XK L2 F
¢ L*a*b 4 (#7: Lo*ap*by, &: Li*ar*b;) RMERE R E XA N KL
# 4% &M (Minolta CM2002 1t &+, * & D65-10° CSI) .

BE = J(L *-Lo*)? +(a, *-a,*)? + (b, *-b,*)’

HHELERTRFTTRIMEK2.
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%2

BELLANELSY
EEER L* a* b* 1% ( AE)
PWG/# %8 22.9 15.0 3.9 2.1
PWG/k ik E 24.7 16.1 3.9

5 2 tb 484 %

IEER L* ax b* 4% ( AE)
PWG/# 43T 24.5 18.2 6.4 4.8
PWG/#k % 28.6 20.6 6.7

W RAW, RAPAHELSWETE RIFGREAMN-TAREM.
b, AHFARELETRARSHHIFAR,

k4] 2
10

SN

N

N

RS
O
f” B

Br

15 F i

:NO%CN;/JN

2Br

O

A

~,
i
=N
+
X
I/
N

o

H1% B AS-% (5g) . 100 ml DMF #=Rz4&44 (2g) 5IAZH R
fF. ROWA 100C T AL 4 W,
B, LETR A4, AAREHRHRKHBX (2¢) .

NMR #= /i %5 B > e s 4 — &,

50

M=—FAEEE (250 ml) PRI
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WAL RS 1 FRHEGENER, BEBRKAG FHIGR
FeRAEEYH, TREAREHLELL.

£k 3
o YO
5 St i
BEFE:
SN 3O

N

N
»

Z

= O
o SN\ 7 “N—Qn'
29"

+
z@—\

F ik
10 iR (98 mg) . 10 ml DMF #=4% ffb4-4 (200 mg) FIA
ZH BT, REWAEI10CTRAE 4. NTRTE (100ml) F
R, TRPTR>W;, AAREHRXEX (200mg) .
NMR #o /i i 5 B0 = W b 4 ) — 2L
RAE XK | FRIGEEAER, RaisRKHEHTHFR R
15 HeRHaEss, THIREHLELL.
£ 4] 4
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RAEAFER:
A4l
oo
—TTTUM o
F ik
5 HAE xS (3.33g) . 100ml DMF fo @ K444 (6.16g) 3]

AZHBIF. REMWAI0CTARE 4, REXKLE TR
KEWBRKAE—FABP. ETidkHF TR
#ERERK (6g).
NMR #Jf # 5 T 3 E o4 M — 2.
10 EREE®S 1 PREGENEF, FLEREAF PHRIGR
HeykHasd, THEREHLEXK.

E P 5
,m(j
N
/\/
;q" Br
(CH,),

15
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BAEFHE:
ST S
@N)_ Brfz—:) ’ N}Iz“"' !
bam >N,
(o =~ N om
7 ik

5 #1% E s (1.628 g) FlFibadh (253 ¢g) &F A 10 ml T

8 Y, A 10 mg Skk47F= 1 7% DMF.

IR BRAWME OC THRHEI MY, REXMBRETLHIBS.

ik BB Rl A 60C T HH&F 14 1B,
SIE, AARPREZSBEFH (05g) .
10 NMR #= /i # & BN = Wy g skt — 5.

A E LR 1| FRHREGEDER, ECLEALAEAFTHIGR

Hegdrmsdh, THIAFEHILELL,

L5 6
,%ij

A ¥

,N“ 8r

(Hz),

N OH

S

@ir\ N‘\N~®—N/—/
15 Br

BE R

OH
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F ik

1§ 200 mg K44 5 PR GRS HERLE 2ml FHY, REAR
FPhAN1ml2F 17 mg LB TRk,

LR B RS WA OC THRI 1AM, SIHfLRHMTHE,

5 B, LREKED 110mg AR & >4,

NMR #o /R 3 &5 BURA 7= B 0 45 #y — 3¢,

BALE LA 1 THRGEBAR, RaieRLk6FEDE R
PR EaH, THINEEGLELL,

k364 7
10
Wy
DR
N~ Br
]
e
o
=/ N N(CH,CH,0H)
Br— ] 2
B pi 7%

C?HQ dﬁ{D
iy - i
N e e

/
Br—(CHy), ACH)

7 Ny N
— W y N N,
N N{CH,CH,OH), ~——— =/ N—{
N—{ —MCHCHOm),
Br

15 F ik
HmANLY (0.63g) FlFikdd (1.0g) &%/ 10 ml T hk o4

DMF ¥, @3+ mA 224 mg skfbér, H12E A RAHA 80C FRIS
18 )8,

ANLRLBYRESE S >4 (0441g) .
20 NMR Fo it i 5 HUHR = 4 64 85 ) — ¢ .

RAL KN 1 FHEGEYAR, ReBAEEo Ao 0R
FEORAESY, TRIKEHLELL.

% & 5] 8
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F &k
HmE e (1.0g) . TR QERSE) $#30ml 2-H8
FINZH BT .
AESSTCTTRAMWANRBTREEL 24K, REAENCTAE3 X.
10 ¥AFERSBELE TR,
HrHBRKEKRF, FHA-_RFPRAX.
HARABEALETR. DX BKAZBRLEY. AZL kAT
4.
FIZERK (0566¢g) .
15 NMR Fe/f#5 & @)k eg 45 #— 2.
WA FEE (025g) . NN-ZFR4-XF® (0.112¢) . it
bt (0043 ml) e FPESIAZFHBMEP.
AEXRABRBTILROBEAE I L.
HHRREBELETR., A_FARLANEY, REEAC
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B B8 k.
HABRREYERE—RTFTR(10ml) ¥, HiT A B TE (90
ml) Fo 2-/ Bk (10 ml) WEEAEFHREE k.
REZLTEAT IR,
5 A REHK (0.17g) .
NMR Fo /i i# 5 F oy sl — 2.
AL %EN 1 PHEGELNAR, PAEARAEATHFINR
Heyfrasdd, THIANKEHLELL.

k4] 9
10 )
N
T
’ ONNNO\N,&
y
BREFE.

S

i ™
! I
OMe NS
' /J\ =0
e

-
8]

15 Fik:
HmEAASY (1.0g) . 7 ml REFMELSH (06 g) FIAD
v
A SSCTHRSPIRIR L 18 J B,
B MALRLEE ARk, KREidEATREH.
20 FAIXEHRK (13g) .
NMR #fo /i i# 5 RA = hdy s m—&.
HREREN 1 PRAGERAR, 2L XA THIGR
Hey o, THIEGHLELL.

56



200510052467. 1 oo 5E42/43W
E#&A 10
oy
A
o |/ I!'BI
L
N/~\/N N\
oL I)\ =0
Y
o]
B FE:
5
I
7 N/\/N N\ N/
@l“i oZN. ’ 7 {h‘:\\ﬂ
/ ! 8 c') /cl
Ct
\@om \O\N/\/'L IN\
I
(o] o}
7 ik
HB/IALH (1.0g) . 7ml KEFAHELSH (0.85g) 3] A

A
10 H R WE ST THIERE 18 K.
REmAFEEAESH (042g) , H4A 90C FHIRSWE S 3 |
. RE, mAMENSH (085g) .
HKRESMEIWCTRIERE 2 X,
Bt AR TR E R, TERZH, AR TBEkE,
15 R EF .
HREREHK (084g) .
NMR #o /it 3 &5 TR0 7= 4 64 42 #y — 3L,
RAEER®ES | THEWEDER, ROEREAN TR GR
FreyRAEAd, THIREQHIUE XL,

20 k4] 11
. O
O o
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R P FHE.

SN

© \EO - _/*/__f -h@_\\ﬂ
(% v J{M@' ﬂb

n

N +

| N B
Z
N Br/(CH;)e

Z ik
5 HERFH (1g) - KI(100mg) #» S5ml — F X Fsi (DMF)
FINZFRMF .
R WA IOC FTHFfMP 5 54,
REMNEMAES ml DMF + #4044 (1.79g) . H#FRSH
£ IOCFHARAE 16 I B,
10 HEHANTRTEE (250ml) $RiTd.
HE> Y, ALRUERE, HAATFE.
HEAREHRK (2.0g) .
NMR Ao i 5 T30 = b s g — B .
RALEFAY 1 FHREGENARR, bR Ths b AI 0%
15 B RBESY, THIREGILELE.
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