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A9 R ZHA - CHOH. CHNH, % SOM, £+ M Z& . %L BETF. &
BEH ARG E T,

RFR A afL; oF%; #4,; OR, H COOR,, £+ R &
AEREGEL A HPRLFALGERR LB C-CEE NRR,.
ETRAFRRBAGELARASG . A EHFINREARABRIBYGC-Coli i,
~ N°RiR:R» £F R-ReF REATCNAREGEL; BBRLES C-C
4% &R, £ ¥ R, & OR, - COOR, & NR;R, ;

RA Re&BBRIMHAR,; HARIHAY CC i, A#BRKSF
EHMAEL. AF ORKCOOR, - A& . AR LB C-C i . X NRR,
BRGFE, EF R REBAGIRAY, mAEARAREHRL
#6 CCoki; - NRRR: £+ R-RAFREACNELAIEL, &
HER XY CCREAR,, L% R, 2Z OR, -~ COOR, & NR:R, ; " H4= £ R
R BERRCCIRE, AAFADRLZ1LAHE5H.

2. —HHHERTABURERBRKG TR, R0 A4
SRHARYGEENORR T HFAEEF M 0.50g £ 150mg B —# K %
ARAZRLRIZLHX (1) KX 2) HERsY.

3. RERMEK 28 7%, XYAFAXRRFHM 1.5ng £ 75mng
H—RHIEHFEAX(DRQ)HERLSY.

4. RERAERIGT X, RYAEARR P H 0 7.5ng £ 40mg
H—HXEFBAXNDRQ)HRLY.

5. RELARMNER2- AT HEM—FG 7%, ATYMEFARZA
. RAEE . AR . AKL. RAY.BF, . PF . %L

6. RERMERSV TR, AT AHMEFAZLELY.

7. RERMNERS G 7%, ATRBRAMEFARCEL. =AT
BRAITEAZR L.

8. RELERMER2-4 TR F %, £F Y Z-[CRY) ..
EFRAAKTE; - CX=CX-, £+ X H54; -(CH),~NR—(CH,) ~> £
TREALZFRAHELRME q R 1.2.3K4; REATXY 1, 2-%3F
CARXREERAARL.
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SIS

9. BRELARMBR2- 4P EMT—F 5%, AP RAER £=F
RE. AL A FRE. CAEL. RASHE.

10 BRELERMER2-4AFHEMT—BRGFE, £ 3 n R 1A
ARAR RXAZAXKG 44, EREERAR ZHARCORHERAR
XR XAEOXRFG 5.

11. RELEARMNERK2-4PET—Fh 5%, P s nR26AE
BIREAR RAEZAXFKY 4,64 .2 ERXR AR CORKAR
R&EXR L&A&BHRXKEY 3,514,

12 RELEARFRER2-4 PHEMM—A 5%, EFRKZR £=
(C—C. e &) &% .

13. REEARMER128F5%, EFRER = (C-CEL) A
.

14 BREAMNRRLKI2OTZ, EFE=-CColi X)) AR T HERAE S
21244 BT

15 RERMER 14975, RbA-CC.RA)RATERARY
B 1R2ABEF.

16. RIELERAEZR 2-4 PHE—FHGF%, £+ X)L H
REATXG—HASHEsMy.
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(B) ;

(ii) 5-70%#8h s H (C) ;

(iii) 0.1-30%# &P (D) ; AK

(iv) 0.0052%# EAARMER1 XWX ()R (2) HEdd(E),

AV E AT RBRAEAANGEE AL .

18. BRERMERITHALY, RASHEE:

(i) 5-7T0%¥MEFREA@ERANQF/RFEEFRZEELEH
(B) ;

(ii) 5-50%#8h## (C) ;

(iii) 1-12%#5E /D) ; A&

(iv) 0.02-1%EARMERL 1 TXLHX Q) K(Q2)H&44 (E).

EbHFA AR HRMARERNGEESTH L.

19. BERMNER 18 A4Y, RALH O

(i) 5-70%9M&EFRABAERMN WP (R DEESTFHLOEHR
# (B) ;

(ii) 5-40%%8h%kH (C) ;

(iii) 1-12%89d &t (D) ; AXK

(iv) 0.1-0.5%EARAMER1 TXLHX (1)K (Q2)H&S4 E);

AP HEMTrRRBARENGEETE AL,

20, BERAER 1T ALY, RASHOERAFISARMEL
12X X()XQ) HEspeins.

21, BRERMNEK 17T £ 20 FPHEM—ROASYH,. a4 oE
0.5-5wth¥ A K ML AR T XA LR EMARBORSDY -

22. BRERMAER21 9A4Y, ZASHAIE02-1. TR RS .

23. BERMER21 R 28 484Y, AT REDREERHRLS
METRAEIMETFTRAEGRLEAEREA .

24, RERANERITE3 /4D . EFREHNEHAIBELE .

25. BERAZRI1TE2369040Y. AT AANERAHKARELG
4 0-5%85 K .
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26. MEAANEK 25 &Y, ATRAMNERGCBAFLES
0-1%#9 K .
21T. REBM R R 1T GAE5Y, RA4H2 —F 63 TAGU & TAED.
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BHPET &

A XN B ek b A B W EARRKF k.

AR, B#HERASM(ERSYEREN P/EH AT RS
PG MBI R AP RAGBAANRAAG. ANTsl, XE1
LR W BT EEFOFTEREAGRGAER. sboh, LGRS
Y—ELREGE S, REBLAEARELT R LR, AKERSHRT
R 3 I AACE:

5t RS hEA ERRT A THARBRERFRKGERDA
A —APIHERRZAS TENESGREIR. REACL A X H XA NI
K, HFCHERRAA TR ZRNGE G RG LI FIE. XHHES
kOIS EHGRE, CRAMNA TRAZEW A LISIEMTE LY
MAEERE., —AFRORERRESRONRAE. RALHE. 5
REEGHERIORETE, FREFCHHE-FABRRY LML, B
Sh, HEHHERSBEANESHELEHEHARAXE. HIEEEKRR
ATERSHFRAEEHERSHRTER, ERRNCNES
HAELARIFGRE, SNYS T EREAM LS ERECNGES
Rk,

B, KEARB—FHEERTABRERADRSG T &, EF %
ARELSATRARDOREANGERTEARZRFEMN 0.5mg £
150mg . 3% 1.5mg £ 75mg . #5)% 7.5mg £ 40mg &9—FH X3 HT
ey, - R R,

s 2 EIN—Y-N<G R s
Rn—] ;o > — 0
3 \Mn/o 3
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AFnA1. 2K3;

ARBET;

R; £ &KX C-Co ok,

Y RAEFXHA-[CR )W EARIBGERE, APmAZ1E88
—AEERARSOBIMAFERENEL -CX=CX-, XF XER
A, ABEIEYN C-GREAJX(EAR LAY C-C RE)RE; -
(CHp)¢-NR-(CHp)- EF R BEALRAHELMAqAL, 2. IR4;
RETXY12-ERTERBELAERL:

R, R,
god

¥ R, Z4. CH,OH & CH,NH; % SOM, A+ M 2ZE&. B2 BRT.
B N AT,

RAF#R&ARIBEARE % £ OR K COOR,, £¥ Ry
BEAERANEL AL FoioRAA i8R 86 C-GIRE;
NRsRy, A F R Ry ZMAGKXFRAY, A ASAZAXEHRIHY
Ci-Ca 33 - N°R;RsR;, £ T R;. RiFRBACNMBAHELRL
BAXIH C-GERA-R;, AT Ry 2 OR;. COOR; & NR;R;;



98119113. 4 oo P E3/30m

Rs#o Re & A3t &, HHARIAY C-CorE; k#BKe
FEIAEEAL. B . OR X COOR,. #E, AKX L4 C-CRA.
# NRsRy BRR#FE, K ¥ Ryfe Ry RAAF 9 X R P 69 fa BAAZ AR
AR X440 C-CurE; -N°RR:Ry, £F R, RiFR(EHENAR
AEELRASRIEY C-GERE- R, ¥ R, Z OR,. COOR,
K NR3R;;

PR RPRFBEREL C-CRE, FAFA n N2 1 AHE4.

BYRI2-ERTEARN, IARETURLBMA/BAX LEFHE
X .

Y #%£i& B-[CRs)2)z, 7 ReZERTFE; -CX=CX-, £F X ZRE;
- (CHy)¢-NRs-(CHy)g-» RV ReEAKRAMEN, MBqH1. 2. 3
H#4; AT 12-BROAREELAL:

SEIE,

FAHAERTREIARZALRT. BETFTIEET.

En2 18, RPREBSFIKRZBELSAEFG 448, RALRK
RAMER COR, M, RPREAKEES AFXKHS4E. B2 H,
RAREAKZELSBERKRN L, 64, RELIRARZMER COR;
B, RFRAARLEESAERRGI, 54

EREARAZ(C;-Co B &AM, ARSI TARZARR AR
E3d4y, mMAKZOLS 1 E8A. #HhE1E4A FANR 1R 2A%R
T.

R REZGEAAZ -_FEL —CAE X TEA CTHA
R AR,
BETF A AE[LBENLRLY). HEa8E. Al #gd

£84%. BF, . PF; . EREBARALER). = RFTREEXTE
B,
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—RF L X)W A Y i 2 E NG RERL LG Y. #ide,
EXBREHF 5281578 FFALBT NN-NU-—FREBRHE) -8 £
ATHeH & EBKH$ 4 EP-A-0693 550 #3577 T NN-R(4-—F KL
ERBE)ERELHGERS WG L, Bernado AL Inorg.
Chem. 35(2)387(1996)(1996 &5 AL F A% 35 68 2 M 387 A)

TFALBT NN-REG-—FEEAEAHE) - B RERTRG L ZRE NN-
RA-—FREEAH L) - LRERCRGERASWH L. FL2X )Y
U FbT L MBI RALACHRALRGEEAR B,

st 3B+ 4] GB-A-2,296,015 ¥ €. 3% 58 3b.3% {2 3% A B KA
28 X(1) %9 AR 2t A 45 S % ¢p 474 ) (dyetransferinhibitor) & i &, £ X
(T ARAET, (a) Y R-CH)CHy-. B4 RRZ(C-CRA)EL, X
(b) Y RERLE., BHEAMRA(C-CREEL. F—F @, LX)
TARABT. Y RA-CH,CHy. " BHA RBIELAN, #AXN)Y
AR AP Ak Sy 3 tp Fp ) M AR B 2 29769,

REXLRG T FRARE, HANAELHZELST X g ARkibs
-

CH;— CH,

CH=N N=CH

(Csz)zN 0] o) N(Csz)z (1A)
\ blﬁn /

Cl

il

CH=N  N=CH
L e,
(CHy,N o] N(CH,),

0O
\bl/(n/

Cl
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C|JH2— CH,
/@CH=N N=CH
K l (1C); Ao
HO (o] fo) OH
\h‘ﬁn /
Cl
CH=N N=CH
(C,Hg),N 0o o) N(C,Hy), (1D).
\|\|/|n /
Cl

AXPERBHAN ALY, HAsSMeis:

(i) 5-90%(#Lik 5-70%)69 M & TR AGERMNA)M/XERTEL
& & A (B);

(i) 5-70%(#hi& 5-50%, % H1Z 5-40%)%) Bh #H(C);

(iii) 0.1-30%(#3% 1-12%)85 T RA(D); AR

(iv) 0.005-2%(#i% 0.02-1%, 4% %) 2 0.1-0.5%)%5 B4 & & 2 L6G &,
(DRQ)HASBE), EFHEATIRBARENGEES AL,

XA s T AR R B AR, RELTARMARKSERRZY Swt% (i
# 0-1wt%) R &K e kzgH, mEFEXEEH GB-A-2158454
PABHREAGENEEETFHABRERMN TOEFEALH,

HEHRZELENEDRIBELA.

AFRXAREARBEN T ETUARGAAUNRFTROSBAS D)
AE)ZIGHEMERS G S KRRABREEDK, REAHTRYE
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RO E)ERARED LY. £F—HFEkd, HRIE)FEMB 64
REABYOMEKRERT, RERETR REAKALID)TRIHE
REWT. ARZHFTETF, ACLRTA)PCO)GERARTRARS
(B), ZRA—HH5BRLB); HFALSE)EBRLFBYEH, REHKENF M
H2ARFTROIELRKY, REFRSO)TRAZARLSHT.

Flie, RETFREARERARSA)TARARE, SREXBRLE L
‘mERH, RehnbRsd.

RAEGABEZARATA R ERABRTFHORLAARE, SH4HE
BREREREATH 10 220 AR THRECERAERE LS.

KEHFRECERETAIZISABRTHREAESRRE.

AHAFEAT, METHEREE, ALAZLHA.

ik B % %2 BEALFEX R-CO-NR)CH,COOM' #8542 B IE
BE, AT RAARARBHFETA 9 Z17TARRTHRAIESHE,
R'IZEAR C-Clk, RAM Z#HLE.

EFFRABRERMNRSB)ERFALKE C-Cs 4HGREY,
FERESIA I ZSERRKALK.

BHMAS(CO)TARBRERGBE IR ZRBRE), REREH
BEBRALIENRENGAR). S8k 28nd. SRRE. XK.
AL, IRERAREEARESE). XTNGRASY.

3% 64 5 8 3 % A0 F X A NaHSinOsm+ opH20 2 NazSinOom+1 *pH20
HERLERGERA AP mARIIZ4IG—AHFARPpRO0E20.

Rk GEBREZFTEGRTAREA. B, XFHS G4 R A A
REMBReHm, L¥He ARKELY.

kit pmb oL ERE AARAITERE. RAKR
ENRECNE LRREFGERD.

KANEEBOFEAREAZLE. LBWLE. SMH#ER AR B
KSSAHL BT KEA%K.

KA ANBRREIAEREREREBREE)RALEY 1-REL

BRoBRE AEATRAMEBE. LoBEBRWETEP_FLEA =

13
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1,5- R AERE.

HEALIBSD)TARETEIKRFANEHRTES AT AL
BT (#4430 T £ 90 CHE A RBA Fa4ERGAIN X LMGE
. BRWH, SANDOELTRABIIAEY IANAMEG E20
MERTHRERGELIRNY, EAAOA 6 E 2 AERTH_HE
i, BN o gE —HRERogE =
HAKBE /R AT R RE, BALCNRENHER. =L,
HEERGERGENI ALY, flrpildgE IMREH/RIER
. 3K, EARANEP/RANGTALDGRESDEZTRSG., SR
B TIORRRAGERHBEREIFRIGALERE. €NTALE LA
EXREMEBLSEA, K ECNOBARTE.

BRI, S8 &FRS RS RAD R kMNP, Hlith
B RHE N F R G o/ IRAC K FAA .

BRTEBALXAHEESZIN, REMNETACL—HASHALLHEG
M, Pl R AKX —HR. A EA KRR, RELHERER, R
FiekvhABE, REF L st Y. REFRE AT ES. A%
BARBRGATA D Rtk 4T4E Y, FTHEESH, AR X TEL%E
#; ATAXpHMANE, PRt EARLEBGARE; AEAATAH,
el BTRAEREFRARERESE, wissh F4 WREA,
LTRCGARBENPERAN, L, & pIOS LEaMN; B
Fo/RBBH. B8, XLAHSFTHRANRARELSRREY. K7
3% % 2 - 64 B Bl A 2 2 Je 48 B0 200 6] 8 A ROk FLE R A R 4G
AELHZREBGEST. ZEARSWELEHG ZHARRTH SR,
HEAFEBOERETAME TRALAZHOR LHLSRE, 52
MLH-F 3 42 5000 £ 60,000 5& B K (3552 10,00 £ 50,000)69 K T 5%
WA, ARENETALS, BHELSVGATEREE 0.05wt% E
Swt% LB A, FHEM 0.2wt% £ 1.7wt%.

AN TARI LB IMBREEMLHN, » TAGU , L&EH
TAED . Z#EH ¢4 A EA gk EETHEE 0.05wt% E Swit%it

14
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B, 52N 0.2wt% £ 1.7wt%.

XQBEGERA WL AIAY, EXO)BROERI DT A —&
LR FAH.

B, AXWEFEXQG)RKAQ)WIERSD,

Rs 1?6
5§ A C=N—Y,—N= N
T
ol _ oY @
"
A
R R
R, R, |5 |6 R,_ R,
C=N'—Y—N=C
N (0] N
o
R, \'\.dn/ @)
R A Ry
1 1
APnREl. 2K3;

ARXWET;

RFREEEIREARE A% 2L OR X COOR;, £F R,
AHARARAEMENL A FrRLFAHARRIRAY C-ClA;
NRiR;, AP R R AHMAGIAAY, MBS AR AER RN
Cr-Cnt%;  -N°R{RRy, £ PR, Ry REAECMBRAGEL
REBR TN C-GERE-R;, AT R, Z OR,. COOR, 3 NRsRy;

R, 2 4% C-Co i

Y; £-CX=CX-, 1% X ZHE; -(CH2)¢-NR;-(CH;)¢-» PR EA
ABRAMENAqAL. 2. 3K4; HFEXA-[CR) O EAR I
MERE A FmARL EZ8W—A%H SFARZABIBEFER

15
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EHELFBLEFA-ARZ C-Co s REATX 1,2-B5rTA4

REFEEL:
R, R,
SR

AP R, Z4. CHOH. CHNH, & SOM, AP M AL BEERT.
BEOBRHBAGORET, AleERPREEBZECCREALY, AKX
HRRE 1,2- B R TEER, AAFA n B2 1 HFHS

Y ZRAFXA-[CR)Jn AR KX HGERE, X mAR1ES
H—AEEHEHFAR SOBIBEALRAGEL -CX=CX-, £
XARL AHREIEY CGREXR(ARRLAHN C-GREAL,
(CH2)¢-NR;-(CHy)y-» AT R AAARANELMAqREL. 2. 3K
4; REATXNG12-BHRCEREBELEAL:

R, ‘ R,
SR

AP R/ AL CH,OH. CHNH, & SOM, A MRAAREERT.
X MEBRGMEET;

Rsfo Re S AP ikt A A, AR IEN C-CRA AHBRKH
FEIMEAL. HE. OR X COOR,. #E, HEAXIHH C-GRE.

# NRR(BRHFE, L¥ R Ry ZARAGEARE G HBLHEAN AN
AR L4480 CCplilt; -NRRR;, AT R,. ReF R EAEMNAE

16
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AHEL AR IEY C-GERE -R,, £ ¥ R, £ OR,. COOR,
H NRsRs .

LA EERSM THAXDRO)HEHRLAEHRAK, H LT
AL Z XL WG —FS. ARALPLGEX@DRXG)HEGLE
-

R, R

l 6
6 8
5 ; C=N— Y’l — N= 5 (4)
en—= [z — @
3 OH (o) 4

H

(R 8

AdnZLl1. 2X3;

RARE&AmILARE 84 £ OR K COOR,, XTR
BAEREGENL AL FrALFRNGARK LA C-CGRE;
NR:Rs, E P Rs P R, ERMBEANRXRFY, MBAHFANARERAHRKLHEY
C-Cp 3ok -N°RIRsRy, AP R, ReFREAEMEBANHENL X
BERIHEY C-GERE-R;,, £+ R:% OR;. COOR; & NRsRy;

Ry 2 A& C-Cy ek,

Y; #- CX=CX-, £¥ X ZfE; (CH)-NRi-(CHy)y» £ T Ri2AA
AEAGELMAqAL, 2. 3X4; WFEXA-[CR ) )uGEER L
HEERE At mARNLESH AR BARSABIBAAL
BANGEXFAEFA—ARE CG-CREA ARATAH 1,2-£HKT

17
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2R

AT Ry ZEA. CHOH. CH,NH, % SOsM, X+ M2 4. %2 EETF.
X HBEBRGAET, AR RPRFGERL C-C LR Y. 2%
ARG 1,2- R TEEE, ARFAMA KR A5

Y RUFRXA-[CR ) G ARIIBGERE, P mANRL1ES
H—AEERBFAR SABRILREALREDEL - CX=CX-, £
XZRE, HARITEAE C-C i, A (AERXHEY C-GRA)A
A (CHy)-NR-(CHy)- EFP R EAABREHEL @A qA1. 2. 3
24, RERLATRAY12- R AR e RA AL

R, R,

EF¥ R/ ZE. CH,OH. CH,NH; % SOM, A+ M 2 4. %2 B EF.
B BB RGN E T,

Rs# Re B BB A A S; AHR X440 C-CoRE; RERKH
FEIBAE GF. OR X COOR,. L. H4K £4465 C-Cs A,
NR:RBRARGFE, AP R RAMANIRAY, HEFALERE
HRIEN C-CulRE -N°RIRRy, ¥ R,. RyF#R,AEFCMNEL

FERSE LY

18
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BESL, RABRRIHAN C-CGERA -R,, X% R, Z OR;. COOR,
H NR3R, .
HoX @)K &GS I T:

oH ,— WO
N
NN J Q\ NN
NN AV
OH

w@/—\@w @
Q;N @ 2o

—N N= 7
>N N
(2d)
OH HO
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o Ojﬁux e
@J k@
dw HQQ

H,C CH

ggo,. 3

H, c CH3

H,c cu,

Cgm. .ﬂ,@

H3C CH

H0—<::2/=N N=\<::>—OH
OH HO
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— HO
7 ' N/__ 2m
OHN\r\N_ —
HEX(G)HHhEGILEWE:

HO
OH  —
/N N\
N N 2

HQ
PH —~
/N N\
N N 2k

TEeREARTHALLN, RIEFALA, X FHGHITHH
BEEEit.

& Hdefik:

BLALR 2a

(a) HEhper

Bk, SEEB NN-ZTHA3-£X -84 Vilsmeyer PBuLE & RH
AW NN-ZTEA-FR2-BE- KTR,. Vilsmeyer XN e84 5 %2
¥ 4.7ml (0.0497mol) % B8k .4 1% 3.5 /w5 15m1(0.189mol)é§ N,N-= ¥
APREYHAETETHE 15 24, ARARM Vilsmeyer AMF, &

21
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S48 30 240 L. 348 EP 0356173 ¢ AR5 k28 3-EA %
B EAH E49 11g (0.497mol)#) NN-= T A 3-8 A B3 8 £ 13mI NN-
ZPRAFEEY. ALRTHIAEEE I LEE Vilsmeyer XA F.
KimEa s 3 e, M E 50 CHEE 10 04, WERAFITE,
BEA2IH. RE, BRERSHBE 70g 9k LHEHF 1 0. K4
KER 100ml 898 ER 3 k. BEARESHELAZTHL. Aok
&%k (450g B A, M AARRIL 15:1 G TR/LRLE) it x5,
RIGRF 3.28Q26%WEE MRS NN-ZTE4-RE2- 24 7.

(b) #H&EALIK 2a

A 55 T T4 0.13ml(0.00191mol)&§ T =B & 3| £ 2ml ZE3 5/
7 12 (0.004mol) a NNN-= TR -4-8 K 2-B A X PTRAER b, EBOF
FERAKFETAG CES CIHMAEH4 I, EXRANE, BHA
R EE, TIRE725 540me(54%) 6 % %Az 6,69 B4k,

3C NMR (CDCls): & = 14.0 (aliph. CH;), 20.2, 29.5, 50.8, 58.2 (aliph.
CH;), 98.2, 103.1, 132.9 (tert. Aryl-C), 108.2, 151.9, 165.7 (quart
Aryl-C), 164.3 (C=N).

i+ H4E C73.52 H9.65N 10.72

LR{E C73.14 H9.34 N 10.55

BeAitk 2b

E g oA ] S

FRHULEY 2a M EBGHH, ¥R EP 0356173 4l & #
13g(0.04255mol) N,N- & J&-3- 84 -B B M £ 30ml &) §45 7, Hixxa A
6.7g(0.04255mol) %) B8 £ 4= 12.4g (0.169mol)# N,N-= F & 7 B e 8 47
REFRTHE BHEEREPEE/LRLUE/ITHEWHRRILA 90:5:5)
M RAW TARGAL. KT 1.785(13%)H % & kL2 NN-EL 4-f 4
2-BE-X VR, |

# 0.82(0.0024mol)#5 NN-ZA4-RE2-2X-XPRET 1ml &
B, F e 2a 0B AR, LB ERIFATHE. KT 720mg91%)
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AZE R, ZRAAKES CRA3 XERER.

C NMR (CDCL): §=14.1(aliph. CHy), 22.6,27.1,27.5,29.2, 31.9,
51.0, 57.7 (aliph. CH,), 98.3, 103.2, 133.0 (tert. Aryl-C), 108.2, 152.1,
166.5 (quart Aryl-C), 164.2 (C =N).

#H4E C76.47 H10.79 N 8.11

% & 14 C76.18 H10.60 N 7.95

BeALAk 2¢

A& 50 T T84 9% 0.35g (0.0058mol) 2 — i Bl £ 6ml 28
HEMT 2g (0.0121mol) 5-—F KK -2-# % ¥ PR %E Bull. Chem. Soc.
Jpn. 51 (1978) 2433 # &8 ERT. BRBEEFR, BaZTat
60 CTHHF 4 M. RE, FEFARLHHER, HEHEIOCTAE
TR, RFLRAERDLEFKWATIE, 87%).

BC NMR (CDCl):  =45.0 (aliph. CHs), 60.0 (aliph. CH,), 116.2,
117.2, 119.6 (tert. Aryl-C), 118.4, 144.2, 153.3 (quart Aryl-C), 166.8
(C=N).

#H1E C67.77 H7.39 N 15.81

%@ 14 C67.56 H7.35N 15.25

B4R 2d
HE 14ml FEPEHT 0.82g(0.00721mol) — £ AN TH — ek

E2HZAFME L Tml LEPERT 2.5g (0.015mol) N,N-=F £-4-
REA2-BE-ETEGERT. ZRARSWES CTh# s w. (8
RERT&R R Egrdd. L& TR FEEHKQ2.03g, 70%).

'3C NMR (CDCls): §=40.0 (aliph. CH;), 110.4, 115.1 (aliph. quart.

CH;), 98.2, 105.8, 133.0 (tert. Aryl-C), 110.4, 115.1, 161.2 (quart
Aryl-C), 156.2 (C=N).

ALK 2e
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wooB B SI17/300

% st BALIR 2a A6 A, H A 12ml ZEFEM T 5.0g (0.0259mol)
4-ZCRE2-FA-FFRGERA 1.66g (0.0123mol)sg W3-8 X))k
#HALRFATHE. AEFRAEFELZT TR F3 5.7g (98%)HH 4.

3C NMR (CDCl): § = 12.8 (aliph. CH;), 31.1, 44.5, 47.2, 53.6 (aliph.
CH,), 98.7, 103.1, 133.2 (tert. Aryl-C), 108.2, 152.2, 169.0 (quart
Aryl-C), 162.5(C=N).

#3544 C68.77 H9.00 N 14.32

LA C 67.09 H 8.66 N 13.38(# R €4 1.51%#5K)

Bk 2f

4% B Beilstein (E IV vol.8 223)%| 445 0.81g (0.00517mol) 4-§.-2-#
A-AFRET 2.5ml L8, 844 2a A BHARH, FEERMA 0.29¢
(0.00246mol)# & X, 1,2-— KA THRATLEF A THE., RFXEHRK
BLALR(0.96g, 100%), %k kB EREHZIRRLE L.

13C NMR (CDClLy): & = 24.1, 32.9 (CH), 54.6, 72.4 (CH), 117.0,
138.1, 162.0 (quart Aryl-C), 117.2, 118.9, (tert. Aryl-C), 164.0 (C =
N).

14 C61.39 H5.15N 7.16 C118.12

LR{E C 61.50 H5.34 N 7.70 C117.26

ALtk 2g

AERTHESLHE 579mg(0.0065mol)1,2- =L RA2-FEHIKF
HE ML 10ml ZETEMT 2g (0.013mol2-B A 4-FPRE- XTRE
LEEERY. HEEREGO CTh#3I I, REAFAETR, HAR
EREGETTEL TR RBLKEHRE(KQ.58g, 100%).

BC NMR (CDCL): & = 25.3((CH;) 2C-), 55.3(OCH3), 59.2 (aliph.
quart.C), 69.2 (NCH;), 101.2, 1014 (tert. Aryl-C), 106.3, 106.4 (tert.
Aryl-C), 1122, 112.3 (quart Aryl-C), 132.9, 133.1 (tert. Aryl-C),
160.3, 165.6 (C=N), 163.7, 163.9 (quart. Aryl-C), 165.0, 166.7 (quart.
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Aryl-C).
#5414 C67.39H6.79 N 7.86
£@E C67.51 H6.91N 7.69

B4k 2h

¥ 2g (0.0103mol) 4-— Z KA -2-5F K- X F B = 456mg(0.00517mol) 8y
12-2 LR A 2- PR ARG RAK 25 N BARFRTLENRA TH
%, KAWRAKRZLZEEERKAUIg, 84%).

“C NMR (CDCl): & = 12.7((CH;CH;N), 25.4((CH3) »C-),
44.4(NCH,CH;), 58.4 (quart.C), 68.6 (NCH,), 98.1, 98.6 (tert. Aryl-
C), 103.0 103.1 (tert. Aryl-C), 108.3, 108.4 (quart Aryl-C), 133.1,
133.4 (tert. Aryl-C), 151.6, 151.9 (quart. Aryl-C), 158.9, 164.5 (C =
N), 166.0, 168.4, (quart. Aryl-C) .

4 C71.91 H8.74 N 12.72

@44 C70.88 H8.65N 12.35

BALAR 2i

A2 50 C Tt 1.21g (0.006mol) 4-—ZHE2-Z4-FPRXE
Bh2ml &Y. EXARET, &30 454 A% 2ml 2,3-—KK-2,3-
ZWE-THRARE Beilstein E IV vol.4 1354 #1 &) LMK %. HiEAR
ReHmkB70C, HHIIH, REAZRT ARS8 M. FH¢
RFRZHBE, RALBARREDHASKLEYT TR, fILEAAK
(890mg, 66%).

BC NMR (CDCL): 8 = 12.8, 23.0(CHs), 44.5(CH;), 63.3(quart.
alipht. C), 98.6, 103.0, 133.5(tert. Aryl-C), 108.2, 152.1, 169.1(quart.
Aryl-C), 158.9 (C=N).

i+ H4E C72.07 H9.07 N 12.01

@44 C71.78 H9.03 N 11.88
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BALAK 2j

4 148mg(0.0025mol) T — Bk 6935 & HF 2] 30ml PHEMT 974mg
(0.0045mol) 2,3,6,7-v9 £,-8-# K- 1H,5H- X jf S obk-9-F 8 65 V& % P
WEEBEBRESHDRIHE 1 DH., BHBROIZEYE, HF4£ 100ml &7
By, %35 590mg(29%)3% & k.

PCNMR (CDCL): 8 =20.4, 21.3,22.2,27.2, 49.8, 50.1, 58.2 (CH)),
106.8, 107.9, 112.2, 129.0, 146.4, 164.3 (C = N).

HH1E C73.33 H 7.47 N 12.22

@i C73.37H7.54 N 12.22

ALk 2k

FEAAK 2] ABEHHE, £ 60ml THVFTEMRT 195
(0.00714mol)8- # £ -1,1,7,7- W P E A B R A I-PREGERSL
236mg(0.0393mo) Z — B KA. RRELEE, BYHk%k £33 1.52
(75%).

C NMR (CDCLy): 6 =28.5 (prim. C), 31.2 (prim. C), 31.7, 32.2,
36.6, 40.1,47.0, 47.4, 58.9, 108.7, 114.8, 121.6, 127.5), 145.7, 161.2, 165.4
(C=N).

Biik 21

¥ 17Tml ZHFEMT 5.0g(0.0355mol)2,4-— 24 - X FRGKERA
1.97g(0.0169mol) B X, 1,2,-— KA K LR A FEHF £ 65 C T ik 5 I o, H
AKX EEB TR, BEERRSFH2C. RiEgBEE, RLELE F
% J5 53] 5.9g (99%) % & B 4Kk.

>C NMR (DMSO-dg): 6 =24.9, 33.6(CH,), 71.3 (CH), 103.3, 107.8,
134.1 (tret. Aryl-C), 112.0, 162.6 (quart. Aryl-C) , 164.9 (C=N).

ALK 2m
FAE12ml LB PEMRT 58(0.025mol) 4-—ZH A 2-B R - EPRGE
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# A 0.92g (0.0123mol) 1,2-= KA FRLEEH £ 65 C Tk 5 ok, #
WERA I BE 8 IR, ERREE, F5 4.68g (90%)4: &, B4k,
“CNMR (CDCL): §=12.7,20.3 (CHs), 44.5, 63.8 (CH,), 98.2, 103.1,
133.1 (tret. Aryl-C), 108.3, 151.5, 165.5 (quart. Aryl-C) , 162.5 (C= N).
T 65 RALHR 2 EJm i,

/\ C ™\ Cl
N Ny | N N
m—Q—J ¥—Q~m / \
3a 3b
OH HO

OH HO
cl /\ c OH ,—\ HO
/N N\ /N N\
ac HO ad OH
OH HO OH HO
O—NP- \ W0 ™\
N N
/ \ \N / \ N/
3e / 3f ' \
OH HO OH HO ‘
N N
3
OH g HO
OH I\ HO
N\ — N N = /_—
N N 3h
_/ __
ey
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=N
N— 3j
OH HO
HO

OH
X RALR R BB Lo b LR F k4 569,

ENBHERAKRLFHUBCRAMEGERSH. KEIKE E N
Jacobsen ¥ A4 J. Org. Chem., 59(1994) 1939(1994 4% 59 # 4 #uiL 3
#EF 1939 AL XEEH GB-A-2,296,015 ¥ A2 65 HH 74 X Ei
LWL K. FARRTEGLH, KERSY 1b B4R BELT: £
BHEHTH 465mg LHELEORSHHEMELE 1IOml ZEPERT
667mg FALKR If 69 E R T. HREERE 65 270 Choik 4 -8, RE,
BREXR, BRGHEMRLE OmI AT, A3.7g RAAKLERERR. BT
BRAGAEDAEAZT TR, EFaKERARERS S (820mg ,
86%).

£24) 1

RIG, BBTRFEFEEHRBASY, RAAZECHhARPHAN
G EH.

¥ 7.5g @B 4LA 80ml Hik k. ERE A4S H0, (8.6mmol/). X
BERERPATATEN S, EAEMNAIR L~ LK% REH
(ECE phosphate-free (4561EC) EMPA, Switzerland), €.3%:

9.47% A&RE 84 (Marlon A375);

5.19% Ci-Cis ZRABKH (27 BREALR)
3.64% ML

6.49% B0, R A

32.47% BERREAKL A
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11.82% B,

5.19% 735 BB R B3R B W #54) 3 (Sokolan CP 5);
3.38% M (Si02: Na; 0=3.3:1)

1.30% BRYES%E;

0.26% EDTA ;

7.40% REA;

12.21% K

0.65% % € K a4

0.26% & A a#;

20.0% % B4,

3.0% TAED.

FEVeAF A LINITEST ¥ X4 40 C F3#4T7 30 248 A bk, X%
PR E MG B mEHD SOumoll . FAEFE XK EHAZ Cuprophenyl
Brown 2GL(## 1)(A1 €4 10mg/l of 250% formulation), Reactive
Blue 238(H 2) (A ¥4 6 mg/l of 100% formulation). %8 CIE 474 %
# A SPECTRAFLASH 2000 U838 Z & A XA 65 5 5635 5 8 A&
B4

RE, BBTXH L DTI(E )L E a (%)

a = {{[Y(E) - Y(A)] / [Y(W) - Y(A)]} x 100

EF Y(W). YA)d YE)SFIREEHHELEFY CIE B,
AR AR REFGRWY CIE REARARLENRA R
HAARFOLRBH CIE REMA. ahh 0%EATELAAGRpHHAN,
¥ XAEHHmB| R TAFRAGERAEBIGEMAELE B2, a
154 100%& FHB G Fpipd M, FXHLLWH M 5k TR AT
kB E G EHF L.

REGLERATESL L AF.
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M

B B #23/301

. i 1
RE R H DTI & #(a)
K1 *H 2
I HH 1(A) 90 98
4 H 1(B) 82 87
#4HH 1(C) 80 85
4 # 1(D) 84 86
BLAL AR 69 45 KL 4

2a 71

2b 78

2C 70

2d 73

2e 68

2f 84

2g 80

2h 87

2i 69

2j 90

2k 77

21 85

2m 85
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& 1b: kR T LBk ERAHE DTI & &

R 3 o0 39 ) ) DTI # #(a)
3a 92
3b 74
3¢ 76
3d 61
3e 78
(R EA 1b # Befiik) 2RE 1
3g(LAEA W 1c B RLILAK) SBE 1
3h(& B4 1a b B4iik) FBA1
Ji( 84 1d W Befik) ARE1
3j 97

A1 THERFRAEAALHEBNGERSBEA R pivsiH 20
AT 6y PR

%3 2

FH LA 185 %, RAHRRAERABHAHN 1A)F (BB
HHNORELET HREBATL. KBROERATEHSGE 2 &5,
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2
RERPHRAM| REQ@Emol) DTI & #(a)

FH1 *H2

#FH A 1(A) 5 59 64

10 69 85

20 83 95

30 90 103

50 90 98

70 08 105

##)H 1(B) 5 50 43

10 61 76

20 76 78

30 77 78

50 82 87

70 82 88

R2HEREAF SN BRA WA R ep P NIPR AT MmSE

TS H AT ZRRAT M 6R,

L&A 3

FHLAH 195 %, RENRREARHHN 1(A0)F 1B)FALLES
MEFRSHEREBOE, KFOLEATESAL3 A5,
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£ 3
REFH K (umol/l) DTI & #(a)
FEM 14) [WHHN 1(B)
Cuprophenyl Brown 2GL 10 90 82
250%
R B3 238 100% 6 98 87
BEH2E 5133% 12 80 65
BB X 22400% 6 76 73
BEAE 19 %% 100% 20 97 88
B ¥ 113 180% 6 96 90
24CF 1100% 6 90 72

2388 REARA()HERSBEATR I EA TSGR ppsH
AR F G A H AR T3 ERBIF G,

$3#H) 4
E20CHEEABETERLE#M 1605k KEHLRATENA L4
% 4
EREILE LR DTI Z #(a)
*H 1 52
4l H 1(A) 82 86
#HHEH 1(B) 79 73
I HiH 1(C) 70 86
4 H 1(D) 80 80

RANBREANX(OERSDED R AN PRELTRAKE
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20 T w45 ZAEF 69 M AL,
L34 5
FERAFLAL 1 F %, RAHAEARHN 1(A)F 1(B)RLEM

Awt%HE A iR & G 6 TAED AL RSkt th. $BGEE
AT &£ 5 &+,

£ 5
REFEGPHHMN DTI X #(a)
F#1 #Ht2
I HH 1(A) 99 100
) # 1(B) 96 97

RSHEREPA)NERSBAEA R HH ZART OB R B
CHNEARFELEEREG R —REARES.

Wik, AWWERSHEEFRGRQAGAEA LGS L. L4
W, BEEH | FEGEHRT, FEA 20uM X )HERLSBE LD
ABH TAED RBFEGSGHER. Bib, EXREEEPHANTTBER)
REZENHEEBMRRAGEEARFTAY)R 24; ZAFHMN 10)8
A23; AHFAMN 1(B)HA 24.

LHH 6
EREAH 1 G5 %, RRAGEREAWRAN 1(A)HF 1(B)LEEBF

A2 100uM #) DEQUEST 2041(Z — v & W X B4 8 )45 A %M H £ %
EMAHREN ALY, REGEEATEGE 6 A+,
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wooB B 5E28/300

£ 6
RE N DTI # #(a)
41 FH2
#FHEH 1(A) 20pmol/l | 50pmol/1 | 20pmol/l | 50pmolA
%A DEQUEST 83 90 95 98
A DEQUEST 89 93 95 98
W4 H 1(B) 20pmol/l | 50pmol/1 | 20pumol/l | 50umol/l
%A DEQUEST 76 82 78 87
# DEQUEST 82 87 79 83

£26HEREFVX)WHERSDHAEA L AN ZRAMITGHER
CMARRABLEEIN—REAQGEKSD. EREMNEF TEFEAELSH
AEmBEMNAAELEERE a AR LERES. ARBRAETLES
Fai#k, Al RS o Atk S R LA 6 R AR

LB 7

LA 165 %, FAHARERFRHAMN 1A)P 1By BAE R
M HO0HAE. KANERATRGORT AT

i 7
DTI # #(a)
H,0, 85 3% F (umol/1) FHM 1(A) #H#H 1(B)
A1 | FH2 | E2H1 | ZH2
2.1 84 85 65 60
4.3 86 88 83 79
8.6 89 89 85 82
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,i7%%%ﬁ%#ﬁ&%&ﬂ%ﬁﬁ?IMh%%ﬂmi&&w%z
=, REHFX()GEESWAED e bpip A o9 2 .

L3P 8

R KES 15k, RRGRRERHFM 1(A)Fe 1(B)R B4k A —
RIIREMEY, RAECLRERERRIA BB ZG RREER
. A THATIE, #A TAED R&WH A 1(A)F 1(B)HATRIKE .
RENBENDESHIEIT S KASRRE, ALETRELARREZEAR
FHAMEGTSH. ERATHGAS AF.

A2 8
K M FHAH X (%)
#FHM 14) | FEH 1(B) TAED
B EAE 017 16 17 15
ERAE 001 0 4 2
B B4 123 16 10 13
ERE 085 18 14 14

AR ZVEA LX) HERA W H 1 e il H 64 2k A 5
REHGFARE LA 04 TAED SR EGEAEHEENNZ S0
ARARF—RERY. F—HAANEIIRARZONRAKS, @
CHRABG/A N TFHRL L LRE S,

ATHESGROHY, RARHGRRELY, EERMENELER
HEZE, REZDP(CFHRAE)THRE 4.

SRATEGA9 PLE.
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9
KB A DP T &8 2-#(%)
#HHM 1(A) | FEHH 1(B) TAED
B BAE 017 4 12 5
£ R Az 001 18 20 19
B B4 123 26 19 7
EBK 085 0 1 2

AINERANEACLA)HERASWHEA L oIHNTERESN
WA LRI G HEHH L&A 64 TAED FHE G R56 %A o
BEXOTERG AR —HEFRY.
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