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e
I

3 WO 2005/100482 (=1 Z|AIY

KSR
.

1119 s3&

=]
=

11, 11

wjr

4

[0541]

]

a7

(ii) 1% ol&e] FxhA4d

[0542]

Ee ZAY Hola-TdAR FEM, 7] Ho] -

[¢]

M

X

4G

718 2 Eel e AR (1) =2A

=
P

=1
=

%1-

s

1119 3}

ol
S

I, II

]

s, o]

Aol A -8

4%
olelg £4E,

3l

-85

™

[0545]

= =
=

& 7Rz

AR mEe] €]

A

—_

HAY BEE

B2

o, olirloldlolE B

=

= =
=

olaAlohlo| 7} ALgHT.  webd, o

I adsE, wey 77t

27 stel of3

Sule]

zFAd

S I
L % 3

)

al

sl

g

w71 =

3lar, o]

T8

Ae 7horAd A=A (PSA) ZA

M
o}

olo

"

o]
e

taL,

JJ

2]

o
R
NI
0
]

(M E)otad o] E PSA

A
.

R SR

Uvgel o9

tol, olo1x PSAE

S

olF 7k WAYUFE ol

‘_
=

WA PSAE dA o2 JluA 7| A,

.

Ao web, 200 WA 400 ome] ZF WY o

7] %/4

(ez]
=1

W 7t 3 A=, A8 &9 A4

o] US 2006/00524720] 714 o] Ic}.

=2 =
=

5 2] o] o

o
e

A108150721.2%. 9 7] A€ ul<}

=49

284 A} EP

4

1

=

il

o] FAAAR AV, AE 59 2008

1F ol FAd 971 shehe; =

211, 11 & 1118

[0548]

[0549]

s

1]
=
733tr4

m¢

(c) o9l

(d) (b)

[0550]

iz FRAIA

]

= =)
=90

A= THAIAL,

=
T

=
=

[0551]

[0552]

dekd A=A mt

gk UV-

o] %]
npel H& OH/NCO B SH/NCO Al2=gleltt,

4 g,

-733hd A FA A

3
RF

gk uv

=z
H = AE=7) (unblocking)d dFE9 A7)

A

3

=z

E

N
ﬂmﬁ

Hp

i3

3

%7

[0554]
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[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

[0561]

[0562]

[0563]

[0564]
[0565]
[0566]
[0567]

[0568]

[0569]
[0570]
[0571]
[0572]

[0573]

[0574]

SSEd 10-1944734
O|AoH|o]E H= ZE|o]AAJolo]lE, W o]59] oujFFA| Ev EFEo|. fof
E'E, AA7lol AFE ukek o], folhAjotlo]E, EgolhAolHo]E | HEZo|mAoMo]E T, W o]E]
et 5S ¥t AHE3 o|aAol|olE 3eHE-S Hlo]d(Bayer) 2HE AR olAEF2(Desmodur) ® F,

H . -
= Zrtol(Rhodia) ZHE AEYH EZUo|E(Tolonate) ®% AGAH o2 J471s3 ).

S B R

Z9 A 4 T FFEES, o= £ (00H, OH, NH;, NH, CONH,, -SH, % CONHE TAH TozF
H Ade #3578 Zet. uigdsiAs, 84 a4 34 sEES 0 v SHE 7FAM, o= OH/NCO ¥
SH/NCO 415 A glit},

OI/NCO A281e Eeteer RAA 450 drk. B BHAAE 3
-4 F9AE BAA K PU AHA) 2 -9 T 2-99] olhAololE &
F BT BAA (1 Bol, BEYH olhroho =)ot

=
et ZYdAHEEY S-S dad dlA~R2 3 (Desmophen) ® 2 Hfo]

Off

A

.
o
O

=A vk AbREE EEdladE s 5 ZYdHE e
E==A

AWE opul Ak AFAE EAT S Qa, ol Add tlobnl, 14-Ruriobnl, ofzzal tiobu,
3

_]
o
Egoddg Egtelyl, g Efjoddll SAI= topwls FFFgtE. w3k, dxAl, o7d wlolg] E(Baylith) L

Aget E]l27] s 3EE2 W0 0179236291 Z1AE RE EE Al vEhd RAEeltt. A 3 AR
ukel 7ol 7h nlgZ g E]-3EA IEEL dHEedERE HEHIAG-VENETZZIQYE) E 3-
=

Pelz wa FAANA T A Ak PR, AF ol AsPAA, A QA Fol

(i) 718 wpek 22 shsby 1, 11 E= 1119 329 FFAd 2718 = -4 34 4 =
AeEs AL R A2 7 T Hoj shue] it o] FHE gl mashs @,
(ii) 71 AL & A2 78S olE Abele] 7] &l 2= A wiAshs @A, %

2 2gate, A7) AL 719 A2 Z1we AFATE WEdA Aged,

() 4718 vhsk e shoby 1, 11 ®E 1119 8e PaA4 9718 Tgshs W-43h8 934 54 =
HES AL R A2 R F Holw shtel sht oldel Ewe] mxkshe v,

(iii) 7] AL 2 A2 7185 o5 Abelo] 7] HAaAl =A4=3 7 wiA k= @

5 ¥k, A7) Al 713E A2 7)ol AEAI7= WA A sl

ol 71M ArgEE Y 2 AR dE WO 08/009575 (ZL AW Edo HuE =gF)dl 7lAEe Q).

2 oago] FAAY 9] FFES T3, AR ARS Ao 5& (dE Eo], 120T WA 240C)ddA] 7H
Hie 1288 434 = SE2EE U £ g3l

2 ool w2 sk 1, 11 2 1119 JFHAAd 97 =2, 7] 3844 971 SgEs 23t +8
2B BE ZAS T FUME JMEste Wil AMRE = g oy W, odE B9 WO



[0575]

[0576]

[0577]

[0578]
[0579]
[0580]
[0581]

[0582]

[0583]

[0584]

[0585]

[0586]

[0587]

[0588]

[0589]

[0590]

=501 10-1944734

0|ﬂ

06/008251, EP 1002587 2 WO 04/069427] 71AE o] i, 7] E3E9] MANEL B Auz =),

Houbmo] Al ) SRS I, o o] EP 1564255 (1 AAIUES 2

Hol Q= wpe} e Elek Al FHe Asiel A,

ol wighES, A1 whep e gshA 1, 11 Hx= 1119 1F o9 FxAY 947 gk, # 24 14401]
R,

27 ool H& aglE zte 1F ol dyedE e, dF £ §‘r§}%
(2) (1714, pi= 0 WA 49 Agolar, me 0 WA 62 Ao, R, 2

CCo&tstrarlolar, R, B R A2 593 o= 271 C-Coistrdrieh) s 23t wEAsA=, (D=
H 2 (2,3-FE| e 22 d) It e H|A2(2,3-oFEexad) tegsoltt, webA], o]zfgh &2k yd 2
A eoldel e agls zhe dysds sghE (2)2 B 2AE Al iAE viet 22 AR B)E

SEmES

rr

& Eobehs 2AEeH, ol 4 b mYl o8] Fad WA e A88E SAsks d 53] A st
&t W-A8F AAA Al="le d=, BP 53 &9 #106119455.1% (2006 8¢ 24942h) (1 7§AI
el FaE m]is)el V1A vt

7] Al B ouwe woh AAs Akt Zlelw, X wwmel Wl oed ANduon ABHE e
ot ¥ W wEge, Umx wald @ g7e] WeldAel iR, 9 AFHA @E @, 29 7E
; F glol AdlelA 3 zae] wa QA 2 A oize] AR

qn

KE:Lc,ocﬂ3

1i
(o]

11 SEelER-9E2(1,2-a] R A%

600 g9 tert- —r'?i HE o 2 99.35 g (0.8 mol)9] 2,3,4,6,7,8-FA5| =2~ &2 [1,2-a]F g7 (DB

I, BF (550)= 7hdaith. o] oo 18.22 g (0.48 mol)o] F23teF

u_

NE 2.5 L9 whg Sehs g.

°LE“]‘*‘*°“ 2"17& AL 7'97}5}% A7, 84 dEels 55T A 305 Bk wwkatgth,  olojA, ek
S 5CE WAL, AL wt el 18 gof &, 18 g9 10% F2shEH &9 3 F7Fe] 54 gof B8 A7t

0}04 SR AT.  Fels AglolE olmbA] (ZZIHFluka)olA] AeH sto]Z== Z=xe} A(Hyflo Supra

Cel)®; No. 56678)% oj¥}star, dE 7loj=2E 400 gof tert-%-& wE olHEZ= AHsigivt. A4 of &

Na,SO, = AZA7]AL, WFellA sHAR

o, 8 SESCZ-TER(1,2-a]9Fud (LUXM 9AZA S5
2) 66.44 g (66%). TZZ C-NIR 2FHoz solagict
1.2 4-(INB =2~ EZ[1,2-a]lF v d-1-d | a)-Hl =z wE o xyHZE9] Az

2.3 g (18 mmol) 9 S| =2-vER[1,2-a]lYdn| S wkaly 30 go] EFq 9] 2.06 g (9 mmol)e] #HE
4-(BR2EdY)-ylzdo]ES] FA g Hrisigirt. AL
A2 WAl Jegd s £535190t. dg IS ofsla, o

gl



[0591]

[0592]
[0593]

[0594]

[0595]

[0596]

[0597]
[0598]

[0599]

[0600]

[0601]

[0602]

SSEdl 10-1944734
[1,2-alF v d-1-dHe)-HzAt HE o225 WA 3x24 53191
113.9CY. & 1.9 g (77%).

A 2 4-(FA}e|Er-TF2[]1,2-a]l-Fgnd-1-LdE)-Hxit Fd g2 Az
o

N

H,C

n

e}

oAl §HL 112.4T WA

10 g9 1-3E-8 2 2.1 g (0.0075 mol)9] 4-(AA}S|=2-d==2
HZ (HAAd DE nRb7] 2 S5 ZAupr e 8230 %‘-
Dol FastgES FUlesitt. dgHE A 5

o] FTHH7] AIASITE. oo dFeo] FoldA &

el
-1-dvR)-wlzqt B o aHES WA nARA F5Eglan, o)Al S 64 HV] 67C 3Tt

o] 3}FES Axs}T).
<3 1>
D
i 8
A A d) g Ry T& mp [°C]
3 |1-9as CeHis 54% | 48-50°C
4 |AA-1,6-U (CH2)e-OH 70% 29
5 |2-WEA dg& (CH,).0CH3s 30% o
6 |HiddZEE FddoEH= (CH,),-0-(CH3),-OC,Hs 25% e
AA e 7 WA 9
Ao 26 71A1E vie} e W] w2y, I-FekE giile s7] & 29 ZAlE EE &S AHgske] ] A
Aled] 7 2 89 3FRHES AT, AAA 49 FIES IF S FHEA ARESY] AAld 20 7A€ w\)

7
S} e 27 sol Aol 98 S5

<3 2>
N
S?—Qg——o—m—o 6—@—32
ER
o) Pl Rz & mp [°C]
7 |dEdaZF CH,CH, 5% LA
CH
IZ 5
_EglA (SlEEA O (e e
o |1 Clm D TRE | e | waed
I oH
[¢]
(O/\LOA(CHQ;OH (CH )
9 ~ .. e 15% A
CTN\J (=24 A 49 37E)
N

AAd 10 4-(AAB =2-9 272 [1,2-a] 9 g r|d-1-d W e)-HlxAL 2-(2-3]| =2 A|-o| EA])-o| & o]~ = L T

_49_



[0603]
[0604]

[0605]

[0606]
[0607]

[0608]
[0609]

[0610]
[0611]

[0612]
[0613]

[0614]

SSS0l 10-1944734

dedlaeE Hl4-(AAs=2-9 22 (1, 2-a] 9 g d-1-d v E)-rl =z o] E ]

N

o]

o I

H
CEN. )
I}
: O
Q ’©/C‘O~CH2CH2-O-CH20HZOH Q /©/ OCH,CH,O-CH,CH7 O
N—C N-C o
L/ H L H,

2

Ao 29] FghEo] diE] VA" dabe] wEH, vl SeEs GFEA AMEE 2 AAde] sitEs
Az, BAES e 50%0 4-(AA S =m- S 21, 2-a] 9 v P-1-L v e) - 24 2-(2-3| =2 Ao &
A-olld ozElE = 5099 ©l[4-(FAB| =2-T 2 2[1,2-a] ¥ g ud-1-dud)-Hxoo|E]Z FAE A o

{0

o]

AZA F5

Py

Folth, 722 HNR 240w selstgt.

AA A 11 [4-(AAB| E2-ZE2[1,2-a] g u]d-1-d i e)-sd]-m -2 A%

(\N

—-Z

IO

I0
o)
I

80 g9 HEZI=2FF (THF) 2 2.1 g (0.055 mol)2| FA3YFLETEFS S =
et 80 g9 THF %9 8 g (0.03 mol)9] 4-(FAAB| =R2-3Z=2[1,2-a] 9 v d-1-Y
B2 (AAel 1ol 71A¥ vpe} o] A=) &N HALoA A3 Hrbsisith. wke
Qb mykelar, ofolA 2 g &, 2 g9 10% FASIIER &9 B F71o] 6 go] ES HUiste] Ade
Tt AT, dgde oqneta, §714S KL0,o2 ARAZAL, AFA sFHAAL. ol

(40%) 9] [4-(FAPB| =E2-9F2[1,2-a]l T d-1-drd)-Ad]-W&&s 74 2Ld2ZA F530t. Fx&5
1H—NMR /ﬂ oz §]—o }oﬂ;]_

"H-NMR (300 MHz, CDCls), 8 [ppm]: 7.33 (q, 4 H); 4.68 (s, 2H. ~CH,OH); 3.93 (d, 1H, -CHz-

NR22] 1 H); 3.15-3.05 (m, 3H, 1 H of -CHx-NR> 2 C(4)Hz-); 2.82 (m. 1H, H-C(6)); 2.43 (m,
1H), 2.25 (m, 2H), 2.15-1.65 (m, 8H); 1.5 (m, 1H).

AAd 12 ARt 4-(FAAR ER2-T 52 (1, 2-a]F 2 v d-1-Ld v E)-wl 2 o xgH2o] Ax
o
gt
C-0—C—C,H,,
2 H

2

I0—2Z

4 g (0.031 mol)9] FFEZEAL wlE o] AHE
1-dre)-sHd]-mers (AA]qo 119 3}

2 1.9 g (0.0075 mol)9] [4-(AA}S|=g-TZE[1,2-a]9n| -
e ) A
ATk, 0.14 g (0.017 mol)9 #4238 EFS

I8

40 g EF< aL, 100 mle] ®kg Eehssle] ¥

2,
ol
o
:.;
N

i) v
~ mlo
ol
oL
R

2z SR GAAY. W £F
Atk 40 g9 BE AT W 3o
=

2
X
SR

| =

[0 o

S

e o =XolA F7ke] 4X3F F¢k uw
M8 Arrekal, e EeElsta, #7174
(B =2 221, 2-a) 92V d- 1 E) WA ol AHEg ok REAY odmA SN, s
TR B4 o stelstadrt.

o
Qo
=
2

N
D

&
o)
&
o

L. .}

'"H-NMR (300 MHz, CDCl3), 8 [ppm]; 7.34 (q, 4 H); 5.1 (s, 2H. ~COO-CH,-); 3.93 (d, 1H,-CHp-
NR; 2l 1H  );3.1 (m, 3H); 2.82 (m, 1H, H-C(6)); 2.45-2.2 (m, 4H); 2.15-1.6 (m, 10H); 1.45
(m, TH), 1.3 (m, 4H), 0.85 (t, 3H, CHa-CHy-).

AArd 13 A4E o4k (dioic acid) 4-(FALS|Em-TE=([1,2-a] 9] gnd-1- drd)-q4d o =H= wg o2
29 Ax

(0
) ? R
ﬁ;@—ﬁ-O—C—(CHZ)A—C—OCHZ

2
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[0615]

[0616]
[0617]

[0618]
[0619]

[0620]

[0621]

[0622]

[0623]
[0624]

[0625]
[0626]

[0627]
[0628]

[0629]
[0630]

SS50l 10-1944734

: ZEE GAle] A ol Uulg o) 2 2E Abgate] A
(AR =R 221, 2-a] 9 MR-l E)-0d o2 W o 2
1

"H-NMR (400 MHz, CDCl3) & [ppm]: 7.34 (g, 4 H); 5.1 (s, 2H. ~COO-CH,-); 3.93 (d, 1H,-CHp-
NR,%] 1H )  3.67 (s, 3H, CHs0CO-); 3.15 (m, 3H); 2.85 (m, 1H, H-C(6)); 2.5-2.25 (m,
4H); 2.15-2.0 (m, 2H); 1.95-1.85 (m, 11H); 1.45 (m, 1H).

Aol 14 4-(SEsl=m-9gu| =[], 2-a] oAl A-1-Lld) -l =4t W o e =9] A%

O
:@—C ~OCH,

4.1 H7ps| =2-v 2= [1,2-a]opAl A o] A=

—

Jel laoll 71A1¥ whHe] wrEs, DBN tjalel 2.3,4,6,7,8,9,10-2 e8| =2-9gu]=[1,2-alolA|® (DBU) &
3 FAZA ARgSte] d7bs|=E2-T v [, 2-a OMM% Azsdt. 8 g (65%)9 dHIl=2-vu] e
[1,2-a]olAl WS A oAz $55190. 722 MR E3Eoz gelagint.

A
]

N

14.2 4-(SEP| =2~ [ 1, 2-a]olA| P-1-d &) -l 24 wE A xgH 29 A%

Al 1bell Z]AE el whet 4-(SEhe| =e2-v 2| e[, 2-a] obAl F-1-d m e ) -l
SHRth. 7 g (84%)9 4-(SEFe|=E-v v (1, 2-al kAl A -1-L ") -2t vE o =)

SR, P2E HNR 2 CCNR BPEoR selsigic

rz
=2
M
o,

"H-NMR (300 MHz, CDCly) 3 [ppm]: 7.96 (d, 2 H); 7.41 (d, 2H); 3.93 (d, 1H, -CHNR; 9|
H); 3.88 (s, 3H, -COOCHs3); 3.55 (d, 1H, -CHxNRz ) 1 H ); 3.37 (m, 1H); 3.1-2.95 (m,
2H); 2.8-2.35 (m, 4H); 2.05-1.7 (m, 10H).

AAe 15 4-(SE8| E2- 2] [, 2-a] op Al A -1-Ld v E)-wl 24k S o e 2e] Az

Aol 20 AR el mEs, 4-(SES E2-v v (1, 2-alokAl A -1-d ) -zt W o aEE (2
3 -AkeS E9 BHRA ARESte] AAld 169 SFES Azt 2 g (82%)9] 4-

(B = a-d g u =1, 2-a] oA B-1-LHE)- 24 92 o] 2HEs 34 odRA FEHY. TEE H-

H-NMR (300 MHz, CDCls) § [ppml: 7.99 (d, 2 H); 7.38 (d, 2H); 4.3 (t, 2H, -COO-CH.-); 3.93
(d, 1H, -CHNR; ] 1H ); 3.55 (d, 1H, -CHz-NR,9) 1H  )3.39 (m, 1H); 3.1-2.95 (m, 2H);
2.8-2.35 (m, 4H); 2.05-1.25 (m, 18H); 0.9 (t, 3H, -CH-CHs).

AN 6l 16 2F 4-(AAS = RN B2 [1,2-a] 9 2 v D1 &) A 2ol o B o] A%

(O

25 go WgkE 9 5.5 g (0.02 mol)9] 4-(FAF|=R-TEZ([1,2-a] T v d-1-Ld &)l
(AAd DE Fghaae] ¥k, 1.1 g (0.02 mol) 9] sk 2iS H7sta, we &

gth. 59 &, QS T HEAZATE  4-(AA}E =E-u 221, 2-a] 7 v U-1-A H &) -u 2] o]
WAl pAZA SS9, 58 3.7 g (62%).
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[0631]
[0632]

[0633]
[0634]

[0635]
[0636]

[0637]
[0638]

[0639]
[0640]

[0641]

[0642]

SSS0l 10-1944734

H-NMR (300 MHz, CDCls), 8 [ppm]: 7.65 (d, 2 H); 6.91 (d, 2H); 3.71 (d, 1H, -CHx-NR,; 2]
1 H); 3.23 (s, 3H, -COOCHa); 3.10-2.95 (m, 2H); 2.88 (d, 1H, -CH-NR;2] 1 H); 2.64 (d, TH);
2.35-1.55 (m, 10 H).

AAd 17 4-(FABe2-a 221, 2-a]dgud-1-L W e)-H 22 2-(9-22-90-E & A4 H-3-d & d)-d &
o ~H| 29 AZ

H, o]
OO,
2
.0, _.C.
'O cCs s
HZ

[0}

100 g EF<l, 3.24 g (0.0113 mol)®] 3-(2-3| =FA|-o| &= 3d)-E| L A3 El-9-2 (o]= EP 3544580 7]
# el whel Alzg) 2 2.1 g (0.0075 mol) 9] 4-(FAFE =2~y F2[1,2-a] ¥ 2w d-1-LuE)- M2t wE
dze=2 (dAd D& wiy] 82 SF AH7F FFE Eekaad] ¥l olojA, whg EREC] 0.17 ¢
(0.021 mol)9] FastelFS A iatslth. @S 120C (2dx &%) 7Fdshar, 2447 F3F wwkalar,
ojojx Ao WA, 40 g9 BE AL wnt sfll A8 Hrbeta, 4 sk, {F7144E Mg
2 Az, $uE AFA FHAA, 1.5 g (380)9] 4-(AAB| =2-9) Z2[1,2-a] 9] 2] V] H-1-L v &)~

24 2-(9-S5 40K 9 A A-3- A%t d)-ol Y ol 2HEE 34 wARA FEAAT. FEE HNR 24O
= Fsgr.

'H-NMR (300 MHz, CDCls), & [ppm]: 8.63-8.57 (2 d, 2H, H-C(1") % H-C(8"); 7.86 (d, 2H);
7.65-7.45 (m, 5 H); 7.36 (d, 2H); 4.54 (t, 2H, -COO-CH,-CH»-S-); 3.83 (d, 1H, -CHx-NR; 9|
1H ); 3.40 (t, 2H, -COO-CH,-CH,-S-); 3.15-3.05 (m, 3H); 2.75 (d, 1H); 2.45-1.55 (m, 10 H).

AAre 18 4-(FALs|=m-uFZ &[], 2-a]l ¥ gnd-1-dmd)-sl 24t 2-(4-Nxd-dldaatd)-old o 25 =9
e

H, o
S p
2
0..-Ceg
o H

40 g9 &5, 2.9 g (0.0113 mol)9] [4-(2-3|EFA|-cEx=atd)-#Hd]-dHd-met2 (US 4297513 Al 711HE

AzE) L 2.1 g (0.0075 mol) 9] 4-(FAE|=R2-3Z2[1,2-a]¥gm] -
£ w7l @ FF gu7h G Eefade] ElTk. o]ojA, wh

S A7Rskgith. dES 120T (LYZx 25)2 7M9sta, o] 2% 64]

nol)el Fashel S , L s
lod deos WAL, 40 g9 L aaf& a sl AAE Ahsa, 4e Beldn, 4719
NgS0,E AEAAG. $UE ABAA FHAA, 1.3 g (499 4-(AN =20 B2(1,2-a]51 ] 9-1-2 7]

D)-AEzAt 2-(d-flzd-dAd-sad)-od dAHES 2 A4 aAlEA F5s3lY. F2E NR 4L

H-NMR (300 MHz, CDCls), 5 [ppm]: 7.93 (d, 2H); 7.80-7.70 (2d, 4H, 2 H-C(1) ¥ 2 H-
C(10); 7.56 (t, 1H, H-C(8")); 7.50-7.35 (m, 6H); 4.55 (1, 2H, -COO-CH,-CH,-S-); 3.93 (d, 1H,
-CH2-NR: 9] 1 H); 3.39 (t, 2H, -COO-CH-CH,-S-); 3.15-3.06 (m, 3H); 2.62 (d, 1H); 2.45-1.55
(m, 10 H).

Al 19 4-(FAB| E2-v 22 (1, 2-a] F g v d-1-Ldrd)-wlzqt o]z md o AH =0 Alx

I

160 g9 2-Z29& 2 5.5 g (0.02 mol)9] 4-(AAB|=2-9]2=2[1,2-a]9 v H-1-Iw|e)- =4t

i,
2
[>
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[0643]
[0644]

[0645]
[0646]

[0647]
[0648]

[0649]
[0650]

[0651]
[0652]

[0653]
[0654]

SS50l 10-1944734

1.1 g (0.02 mol)9] YEF WEA= (HHE % = 30% &M= A7kt
gHS AFAA FHFAZAT. 4-(FAS| E2-9E2[1,2-a] T | d-1-Lwe)-H

22 WA uH2M FEFAY. F8: 2.1 g (35%).

TH-NMR (300 MHz, CDCls), & [ppm]: 7.96 (d, 2H); 7.44 (d, 2H); 5,24 (sept, 1H, (CH3),CH-O-);

3.95 (d, 1H, -CH2-NR22] 1 H); 3.15-3.06 (m, 3H); 2.79 (d, 1H); 2.45 (dxd, 1H); 2.26 (g, 1H);
2.15-1.55 (m, 8 H); 1.32 (d, 6H, (CH;).CH-0O-).

A 20 4-(FA}S =2-9E 2 [1,2-a] 9 2 rd-1-d ) -l 2t 4 o =H =9 Az
(D
N @H
HEC\©\H29.CH
C,O

o}

2

AAld 199 71AE WHel] MEF, AMSEHE dES T2I-2-9-1-22 3o Ao 209 FFES A3
o A-(AAB ER-TE2[]1,2-a] F Y d-1-dud)-dl = R Eat J T

H-NMR (300 MHz, CDCl3), & [ppm]: 7.99 (d, 2H); 7.46 (d, 2H); 6.04 (dxdxt, 1H, CH,=CH-

CHz-O-); 5.44 (dxd, Jeu.. = 18 Hz, 1H, CH,=CH-CH,-0-); 5.28 (dxd, Ja = 9 Hz, 1H, CH,=CH-

CH»O-); 4.82 (dxdxd, 2H, CH;=CH-CH,-O-); 3.95 (d, 1H, -CHxNR22} 1 H); 3.15-3.05 (m,
3H); 2.80 (d, 1H); 2.45 (dxd, 1H); 2.26 (q, 1H); 2.16-1.55 (m, 8 H).

2 A ) 21 N-oH -4 (BALS] = 2-3] B 2[1,2-a] 9] €] 0] 9-1-A v &)l Zow = o] A %

o0

O
=

AAlel 190 71" el mEs, 4 4E

BB 34 298 wAA FEHA

i

halel &= ofvl& AREste]l AAldl 219] ShehES A=A

H-NMR (300 MHz, CDCls), & [ppm]: 7.73 (d, 2H); 7.46 (d, 2H); 6.26 (2= 1, 1H, CH=CH-
CHz-NH-); 5.93 (dxdxt, 1H, CH,=CH-CHx-NH-); 5.29 (dxd, Jg.= 18 Hz, 1H, CH=CH-CH-
NH-); 5.22 (dxd, Jus=9 Hz, 1H, CH=CH-CH,NH-); 4.08 (dxdxd, 2H, CH,=CH-CH,-NH-);

3.94 (d, 1H, -CHxNR,9] 1 H); 3.15-3.05 (m, 3H); 2.80 (d, TH); 2.45 (dxd, 1H); 2.25 (g, 1H);

2.15-1.55 (m, 8 H).

AN 22 4-(BALS Er-v 2 (1, 2-a] ¥ gV d-1-d mE)-N-3 -l =opm] =9] Az

9.9 g (0.04 mol)9] 4-(AAB=2-FEZ[1,2-a]TFv|d-1-due)- iz HE oxegz (HAAd 1) #
16.2 g (0.16 mol)2] AMolwl S Zelazo] WAL 0.2 g (0.004 mol)e At YEFS H7lstdnt. g
N 130T (¥dx 2E)F 71dstar, o] Lol A 24417 S9F wuksar, ojoja] Aoz YA Z T, RES
=S 50 g9 fHEFEREME o &AL, 20 g9 E& AU, S EEskal, {71 MgS0E
AzAZT. &g AFolA SHAIA 4-(FAAB| =2-9F2[1,2-a]l 9 g nd-1-dHE)-N-g A -wl =oln| =&
olAY §HL 121 WA 126CF. F&: 3.9 g (28%).
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[0655]
[0656]

[0657]

[0658]

[0659]

[0660]

[0661]
[0662]

[0663]
[0664]

[0665]
[0666]

S==35| 10-1944734
"H-NMR (300 MHz, CDCly), 8 [ppm]: 7.70 (d, 2H); 7.42 (d, 2H); 6.11 (2= =1, 1H, -CO-NH-);
3.95 (d, 1H, -CH2-NR29] 1 H); 3.47 (q, J = 7 Hz, 2H, -CO-NH-CH-); 3.17-3.09 (m, 3H); 2.82

(d, 1H); 2.46 (dxd, 1H); 2.28 (g, 1H); 2.15-1.25 (m, 16 H); 0.88 (t, J = 5 Hz, 3H, -CH»-CHa).

Ao 23 4-(FAe| E2-9E=[1,2-a] g d-1-L [ E)-N-(2-3]| =FA] - o d)-Hl=o}r]=9] Az
(O
N
H,C
Qs 2
C'N‘C'C‘OH

1t H.

S

0 go HIEZS|=ZF (THF) 2 0.44 g (0.0013 m1)2] 1,3-R]=(2,4,6-EgdEyd)-olntpEF FZ2elo]
ke Zalago] ¥oltk. 0.56 g (0.005 mol)el ZE tert-H-EA= (THF 5 1 M &9)E Hrlsta, b
Ao A 2417 Bt wikelgith.  o]ojA, Whg Z3Ee] 5.4 g (0.0197 mol) 9] 4-(FABEZ-TEFZ
—alFEn-1-ded)-wlza vE ol EH2 (HAle] 1) B 1.2 g (0.0197 mol) 9] elgh&olwls #7183
& oF wHkgk & S E Aol FHAFAT. doldeuEel g awkdhel wiel ue
dol AAstHt.  @ENS o3tste] 3.1 g (520)°] 4-(FAPS| ER-I)ER[1,2-a] 9]V D-1-U v
H)-N-(2-3| = A -o &) -l =otu| =& A A A F5383iT

TH-NMR (300 MHz, CDCls), & [ppml: 7.72 (d, 2H); 7.43 (d, 2H); 6.80 (2= t, 1H, -CO-NH-
CH-CH,-OH); 3.93 (d, TH, -CHz-NR;2] 1 H); 3.83 (t, 2H, -CO-NH-CH,-CH,-OH); 3.61 (t, 2H,
-CO-NH-CHz-CHz-OH); 3.40 (22 = s, 1H, -CO-NH-CH,-CH,-OH); 3.15-3.05 (m, 3H); 2.81
(d, 1H); 2.45 (dxd, 1H); 2.24 (g, TH); 2.15-1.45 (m, 7 H).

Aol 24 4-(AAFS| S 2-9 B2 (1, 2-a] 92 v H-1- o ©)-N-(3-3] EFA|- Z2@)-wzofn] £ 9] A%

AAld 2300 7]AlE W] WEYH, AFESHE ol RdEFS 3-olH|-1-X 2SR 3le] Ao 249 33ES
3 ] .TE (69%) .

ol
Azskdtr (34 2dd 24)

H-NMR (300 MHz, CDCls), 5 [ppm]: 7.70 (d, 2H); 7.42 (d, 2H); 6.95 (2= =t, 1H, -CO-NH-
CHp-CHo-CH»-OH); 3.93 (d, 1H, -CHzNRp2] 1 H); 3.70 (t, 2H, -CO-NH-CHx-CH,-CHo-OH);
3.61 (t, 2H, ~-CO-NH-CH,-CH,-CH,-OH); 3.15-3.05 (m, 3H); 2.80 (d, 1H); 2.45 (dxd, 1H); 2.24
(a, TH); 2.15-1.40 (m, 9 H).

AAe] 25 4-(BALS =r-v 21, 2-a] v g rd-1-d [ E) -3t ofld o AE=e] Alx

20 g9 EF4 F9 7.57 g (0.06 mol)2 SEFS|=R-IEZ[1,2-a]lTgnHe] NS W i

g He)-Hzoo]E = 6.1 g (0.06 mol)e] Ejoeolale] Tl &
of AZFsFTE.  wRkE A ZoA 20A17F FeF AlEEte] ofzh Aol MR dEHIAE vt A=
AR5k, ARE FFNX FFAAT. 4-(IAEE2-9E2[]1,2-a]F v d-1-gr&)-yl23t g o
92.5CAT. F&:3.2¢

Z g 12 2
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[0667]
[0668]

[0669]
[0670]

[0671]

[0672]
[0673]

[0674]

[0675]

[0676]

[0677]

[0678]

[0679]
[0680]

[0681]

omn
J
Jm
Qﬂ

10-1944734

"H-NMR (300 MHz, CDCls), & [ppm]: 7.90 (d, 2H); 7.38 (d, 2H); 4.29 (q, J = 7, 2H, -CO-O-
CH,-CHa); 3.88 (d, 1H, -CH»~NR22] 1 H); 3.08 (d, 1H, -CH>-NRz9] 1 H); 3.05-3.00 (m, 2H);
2.72 (d, 1H); 2.37 (dxd, 1H); 2.20 (q, 1H); 2.15-1.40 (m, 8 H); 1.30 (t, J = 7, 3H, -CO-O-CHz-
CHs)-

A 26 1-[4-(AAB| E2-T 22 [1,2-a] T G| d-1-due)-Fd]-o k2 9] A%
C D

N
H,C

T o

(0]
26.1 1-(4-B2rwE-gd)-d e A=

0 g9 oMHAIEYUEZ, 2.7 g (0.02 mol)9 4-wEolAEH = 2 3.9 g (0.022 mol)o] N-B2H<%
Zehaae] ¥Ack. 0.33 g (0.002 mol) o] opzH]2=0]4 HFJEL]E% (AIBN)& 3 7}etsict.
F2 7bdetar, o] 2LelA 2A17F FoF WWSGITE.  oJolA], W ERES ALoR Yzba
FolA SHRAAG. FA 2dd 20 g9 BFQAE HUbste] WA degds A9k, dAgAS o)
NG FAFolM FFAATG. 4.2 g9 1-(4-BardE-dd)-daes 34 ocdzx F53%00. +
NR 240z 2139t}

ot o[o a
T T o
olo
rlot

N

]

¢

H-NMR (300 MHz, CDCls), & [ppm]: 7.96 (d, 2H): 7.50 (d, 2H); 4.52 (s, 2H, -CH,Br); 2.62 (s,
3H, -CO-CHa).

26.2 1-[4-(AAS| =2-9 22 (1, 2-al 9 g d-1-d v &)-g d |-l g22] A%

Ao 250 Z]AE W] w2y, AgHE HU 2 F UE 1-4-EREYE-Fd)-o e (AAd
26.1) 2.2 3slo] Ao 26.29] IJFES AXSATE. WA uAE 539, oA FHL 78 WA 85T
o, 8 4.5 g (329).

"H-NMR (300 MHz, CDCls), § [ppm]: 7.91 (d, 2H); 7.49 (d, 2H); 3.97 (d, 1H, -CH~NR,2]
1H); 3.18 (d, 1H, -CHNR,9] 1 H); 3.15-3.10 (m, 2H); 2.82 (d, 1H); 2.60 (s, 3H, -CO-CHa);
2.46 (dxd, 1H); 2.27 (q, 1H); 2.20-1.45 (m, 8 H).

AAd 27 3-(AAB =E2-TFZ[1,2-a] 9 v d-1-dHE)-wz4t wE o ~8 29 A=
(0

N .
HZC\O/C‘OCHa

=0

AAld 1.20] 7149 e wEy, AlgHE 29 248 vE -(BERdE)-dHXdolER 3dlo] Al 26
o S AxsIY. 3-(IAFE2-vEE[1,2-a]dgud-1-Ldue)-HzA vE JAHEE 4 0o
24 F5351%0 ).

TH-NMR (300 MHz, CDCl), 8 [ppm]: 8.02 (s, 1H, H-C(2)); 7.91 (d, 1H, H-C(4)); 7.60 (d, 1H,
H-C(6)); 7.37 (t, 1H, H-C(5)); 3.96 (d, 1H, -CH>NR,2] 1 H); 3.90 (s, 3H, -CO-O-CHj); 3.13
(d, TH, -CHxNR,9] 1 H); 3.15-3.08 (m, 2H); 2.81 (d, 1H); 2.44 (dxd, 1H); 2.25 (q, 1H); 2.15-
1.45 (m, 8 H).

AAre 28 4-(FApe] =R-9E2[1,2-a] F 2 v d-1-d ') -/ x4t 6-opr] -3 o 2 2] A%
(O
N

H,C
[*N
: N O CHNH,

(e}
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[0682]

[0683]
[0684]

[0685]
[0686]

[0687]

[0688]
[0689]

[0690]

[0691]

[0692]

[0693]

[0694]
[0695]

SSS0l 10-1944734

40 g =74, 2.6 g (0.023 mol)®] 6-ofr]a-1-8lakE Bl 2.1 g (0.0075 mol) 9] 4-(HAFSE2-9)FR[1,2-
alg g d-1-AduE)- iz WE o 2EE (HAld DE wuky] 2@ SF eyt Fzkd Eefaae] 9.
ololA], Whg ZFEo] 0.14 g (0.017 mol) o] FAFEEFS H7teklrh. dEHAS 120T (9% £5)= 714
shar, F7bel 6AIF Bok muksha, olold Ao WAL 40 g B AU W sl AM3 A7
sha, s BEEta, §714S NgSO.E A=A, §E FNA FRAIA 1.4 g (520)9] 4-(AAS| =2~
yEZ2[1,2-a]l¥gnd-1-dugd)-l2A4t 6-ofr -3 o ~HEE W 3 edRA F5IT. T2
H-NR B o2 gelelairt

"H-NMR (300 MHz, CDClg),  {ppm]: 7.97 (d, 2H); 7.45 (d, 2H); 4.31 (t, 2H, -CO-O-CH,);
3.95 (d, 1H, -CHzNR29] 1 H); -); 3.15 (d, 1H, 1 H of ~CHNRy); 3.15-3.05 (m, 2H); 2.80 (d,
1HY; 2.70 (t, 2H, -CHz-CH,-NH,); 2.45 (dxd, 1H); 2.27 (q, 1H); 2.15-1.45 (m, 16 H); 1.15
(BEEs, 2H, -CHy-CH,-NHy).

Aol 29 Z(Ed o|rl) o] 4-(FAB| =r-TE2[1,2-a]-d v d-1-L | &)-ml=olr] =] A%

|
Q-7 O

a+b:>0;</=2

10.12 g (0.0369 mol)9] 4-(FABE2-3EZ[1,2-a]-F v d-1-dHd)-wlzit Wd dze2 (A 1)
210 g9 ZY (g ovl) (NF TF T FG; o B 53 800 g/ vlAE AF)S wwy]
Au 7t AzkE Eekade ¥l ks

f(
2
A B FRAAT. B 4AEe FHew

Aol 30 Aol 299] shghEe] At WY

2 bR Lt

arbin0 <2 W

a ==
= © T
30CR ek, o LxEolA WEE WEeg o 7a
44Q Faa B,

=

18.83 g9 AAd 29 E 11 go F=A wWE 2HZE wHly] @ Z25F u)7 FarE Zgage] 9ot
WS E3E 130CE 7FEskitt. o] XA WEE wEerSS 7TAIZ Bt SRAAY. ke Qs By
shar, w9 Aol @A FHolqdth

Ao 31 AAe] 299] s}3HE9] AEAF WY

9.79 go AAld] 29, 20 g 2-Z RIS B 18.5 g9 RioladSAMYE FAE FYUWEAdFA [dHed, &
S 1000 A 1200 g/=]S wwtr)7E FaE Zekadel Wi, 50CE 7Fdsklth. 50TelA oF 2412ke] jE
S AR F, s At skl SR AASAT. FEet A vk A ES 5

A e 32 4-(AAB E2-T E2[1,2-a] T 2 v e-1-L v &) - 24t 6ol AL 2 ALA]-3N2] o| ~H 29| A%
(0
N
H,C
BN i
C-0—(CH,)=0-C—G=CH,

1AR3E YA (=H =2t A~3(NOVO NORDISK) A/SolA #A|&%F AdAo=z J47Fsdt =X A (NOVOZYME)
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[0696]

[0697]
[0698]

[0699]
[0700]
[0701]
[0702]

[0703]

[0704]
[0705]
[0706]
[0707]
[0708]
[0709]
[0710]
[0711]
[0712]

[0713]

[0714]

SSS0l 10-1944734

435; 0.3 @) EFd (40 ml) F9 4-(IAB|EE-T22[1,2-a] 7Y d-1-g | D)-H 2 6-3] =2 A]-3 2]
aElE (HA 4, 6.2 g, 17.2 mmol) Z o} Al W& o x~EHZ (2.8 g, 32.5 mmol)2] &Nl H7}s}3Act.
& wksta, 3Ad F7)e] 98 60°C/600 mbarol A RISk, WEo] &S GLCE RUE|HE)
Ak, 5AZ F, BAAS ofnslgith. RS &84 (0.3 g) 2 olm¥A vE JaEE (2.8 g)E Hlsta,

$ALS 601T/600 mbarol ] F7kel 8AI7E ek Xtk o3 R Huy BAe] FURYE 6.8 go HA
satme ofgt Aol SAeA FEIAT. B4 (G0, WAL > 906, EINS: G0, (410)9] e n/z,

%: A 413 (100%), 414 (35%), 415 (10%).

AA 33 4-(AALS| ER2-FEE[],2-a]F g rd-1-L i E)-El 2l x4t S-F-9 o~ 29 Ax
e
N
H,C o
O
C~sC,H,

auwa—1—%uﬂ%>— Hlz *P HE oagz (HAd 1) 2 2.04 g (22.6 mmol)2] n- TE}HQJ ﬁ°“°ﬂ %iﬂok%iﬂ.
T+

& = AL %, &iE SEAT|aL, ARes ey A vt
solrh. ¥4E AWE @S =R-9ER(1,2-al-S e H-1- e E) M2k W o aH2)g ofstel,

Mg LA, AF BES L AR Ay, old wet 4-(AAS ER-v 2 (1, 2-a] v Y-

o]

=

'H-NMR (300 MHz, CDCl3), 8 [ppm]: 7.98 (d, 2H); 7.41 (d, 2H); 3.94 (d, 1H, -CH2-NR29] 1 H);
3.12(d, 1H, -CH-NR, 9] 1 H); 3.05-3.00 (m, 2H); 2.72 (d, 1H); 2.69 (t. 2H, -CO-S-CHy-); 2.42
(dxd, 1H); 2.24 (q, 1H); 2.15-1.40 (m, 8 H); 1.65 (534 , 2H, COS-CH,-CHx-CoHs); 1.40
(554, 2H, COS-CoHs-CHx-CH3); 0.92 (t, J = 7, 3H, -CO-SC4Hs-CHs). *C-NMR (400 MHz,

CDCL:):191.8 (-CO-S-CaHg). APCI-MS: CosHaaN204 (332.51) ol tl g [m/z, %]: 2= 330
(100%), 250 (55%).

g AAd:
A Aol Al:

73.0 g9 J=FA s Z oA E (FE ofAHOIE F 70%); HIAEIH® A VP LS 2350; H}o]d o}A

0.9 g9 H7HA (39 olAHIE F 10%); BYK 333; Byk A&,

0.7 g9 A7H (50% &5%); BYK 355; Byk &,

0.7 go H7HAl (4% &+3); BYK 141 ; Byk A&,

SrjEA 9] 24.7 go] AAA/HEANZZHolAH o E/FHolAH o ES] E3E (M]& 1:1:1).

7] AEES Efete] A eSS Az

0.48 g (=7.3%, WA= F T 10095 7I=o2 )] HAAld 19 FA44d 47] 3=,
WFA SFERAC] 0.28 g (=4.3%)°] WlzH=; GEFER BP; Alvb 2HA8E Anzz AT,
3.76 g (=57.7%)2] A& A (473 npe} 22)

2.00 g (=30.7%)°] AW= o]AAlofv[o]E (HDI 4FA]); HAREFE® N 33905 Hpo]d ofAl A&
BRAANG A7) 38 D BFAS AR A Fol &AIF) L, o] RAoho]E JES ©A] =¥ AAd] H7lekgl
=

25 30-cm Holo] FEla Aol (
AxzA7)1aL, 5 /e ME S 2709 T3¢t 2 WE (47 8

2

U
=



[0715]

[0716]
[0717]
[0718]
[0719]
[0720]

[0721]

[0722]

[0723]

[0724]
[0725]
[0726]
[0727]
[0728]
[0729]
[0730]
[0731]
[0732]
[0733]

[0734]

[0735]
[0736]
[0737]

[0738]

E2A, B A st A4S vESIGltt. UEe] I 7] HA dold dA 12413 F< 4

+ Byk-7}=Y (Byk-Gardner) 25-E o] Ax 7

Qo] wZ Hrtel o) A #Ae] Pt Jhsat

A1, Al Zbae] @A 2, 2 FRAY ZYo] GAEE gt 9 )R+
o

(Er
N
Ll
o
oo
ol
ol
2
2
=}
Lo
oM,
ot
>
)
T mlo

32

0.3 g (=2.9%, &E2 F TH 10095 7|2 o AAd 19 A4 97 =,
2334 setERA 0.2 g (=1.9%) 9 WZEHE; GEFE® BP; Alvt 234 And=z A,
10.0 g (=95.2%)9] A W= o] AAlold|o]E (HDI AreFA]); "ARTF2Z2® N 3390; o] o}Al A|Z&.

PAAY G SR 2 FFAE olaAoholE Fo
itk shhel AEel 5 /e ME Fum 29 F 2
b, EuE shbe % A st s, AES 0TAA FF EA7 (I FE (R =959) A
A27)0A 0% B 3k A

2 JdHE Z8L; "2AEA® A 5034 BT; vlo]ld oA A%,
p

KA 8576; w}o]dl oA A&,

HFA SFEZA ] 2.4%9] ol ATZZHE QL ALE; GRFE® ITX; Alvp 234 AnZ= A%,
S EA ] 15.8%°] -4 obAlH Ol E; 2= (Aldrich) AlE,

39.7%2] A& A (Z713F vkel ),

39.7%2] WFZ T o)aAotdlo]E oHFEA; dARFE® E 235 vlo]d AG A1,

A A7) SEE R AEAE olAloolE Tl &aAl7|a, wiE & Z=xsgivk. 100 m FAS HE
(=2 A) e =X, HES 40TA 108 s AZAAY. HEA uFER I954 G2

B A el AT, A 2 BE JSAT T, AIRES WV (ISTRHE S 27

E £52 13 B3, 80 Weme] 2719 AZ)o] =FAH Y. F ZAME AES 1008 5

=
ol T frelwd voly Beld & Ui

M. O 2EE tolaAlohlloE J1Ae] $e ofaRdolE % 4-5=SA-2E oY ol Ee] Az
Mg Ax 197 ol 2L, 714 AeH BE ARAE FEAL 279 44 glol st

1566.8 g (13.78 mol<] NCO)9] o]ANXE fo|iAloldlo]E, 2.3 g9 YREFA fl9-dolE, 2.3 g9 2,5-Y
—-t-Fe-p-AdE 2 802.8 g9 FE OMAHEE §F7] 2 AU} AX7F FFE 3-8 ST SHAIAL.
S B389 B3 Ax dAE ATsa, 252 60CTE AA3] Z=7HX 2. 1987 g (13.78 mol) 9] 4-3| ==
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[0739]
[0740]
[0741]
[0742]

[0743]

[0744]
[0745]

[0746]

[0747]

[0748]

[0749]

[0750]

[0751]

A < 7= (Gardner) 1,
HE: 43 cPa s (2010),
AFE: 79.3% (140TolA 1A17h),

GPC dlolE} (Z =¥l EFF): M, 778, M, 796, d=1.02.

4.2: HRUolE Zgo|aE2o Ax

weky] g $57|7b A : 1E 2 242.1
g9 FAANE FFAA FZA 7Lty g EFES] FHo £5F 196TSlA, $F57] AR 2
79CE FAEAT.  o]#F WAooz 862 g9 ANELES THAIHIL, ol 97.7%2 AEEo ASEATE. o
oA, AAAE 200C9 =4 7+ 3 ozl FEA = 98.6%2]

M2 1838, M= 3186°]%1
(American Public Health Association; "&FAl(Hazen)" A<4=; ISO 6271)= 175%1t}.

S APHA 2=AY

A.3: FTEA aEgE Alx

AT 8 4200 Z1AIE ks ol AEE 2% A ARG 129 FHE B
FAZA 0.5%9] Wz (GRFZ@ B, Al 2ddE A= 2.
2 Ahsgt. BN 971 2L AHAE A7) W) gkl 50T s

Az N =4 F2 (Byk 7F=d 238 9] Byk-#l 20 (Rekorder ))& o] &3to] kA HAES 3%, Y
58 HUy fEF oA LA S22 gAY, X1 Eol7t 75 mdl HE EHEE AMEEle] 3]
Frejdel FMAAE 2§shE FES =Xt 54 ¢k A FAE 1o A 2] 9% = (2
ZAd 3b9-(Original Hanau) 40 W 001660)& AR&3te] 3 w=ZFAIZTE. "GA 1" o] ofb# A= vh-ga}
A e AIRES whdskginh. ool wigtEe] Ast B Astrb AT, "Gl 3" o2 vpeERA AJFEe] wigH
o] Asrt FREAT. E dAld =gshe d dEle Azl #SE widEe] Bk wkgAdl Aot
ANE 7] & 10A el "aA 1" 2 "aA 3Ueolgta ZAE Aol YR
AE B gWS HAESY] 98, WiFES &% o7t 100 mdl HE Edol=E AR&ste] wWAl-slEAew
Ar= sjdo] =Z3Ft. 6 TL 40W/03 (ZHA(Philips)) HWE ol 17417 B¢t A2 S8, =
%, FY(Koenig) Z5# A% "PH" (%) (DIN 53157)2 &AL s, =3, FAAAE g5 g
o] A S S5, webs, A7Igh vkel 22 A mEES ALoA F ApdE il A 2
el A, 53 Az 17 Fo, 9uy 3 JAEAe =gor HAEE FAHEAY. AnE 3§
E 2] JERY (HEE ZolZ(Poise)E YEM). oo JAAAG A7 2 #FAE T3 &= wd
3 Alwd wf AoA AT A AFE o HEo polrt ASFF, widE T BUNAAS A% A
o] ®Hr} 538 Zlo|t).
Z 1
A of 2] G A 9A 1| 9A 3 PH |,
Shet= [AZH | (A (=]
1 T Z5F2@® BP 3.5 4 101 5.3
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[0752]

[0753]
[0754]
[0755]

[0756]

[0757]
[0758]
[0759]
[0760]
[0761]
[0762]
[0763]

[0764]

[0765]
[0766]

[0767]

[0768]

[0769]

[0770]

[0771]

SSE50l 10-1944734

¥ 2
A Ao 9] ZH33A| Ao XY A F9
3= HE [¥Fo]=]
0d 1 2%
A 97 L FAE 6.4 6.3 6.5
el o e
1 | 253 2® BP 6.2 6.2 6.3

Ao 45 2-4% B Aswel At

e 28] Hola AR EEs (AT A R EZ oA oMolE (AL B)el W A et

9
w
o
0Q
o,
ol
[
Bl
il
i
o
itk
i)
o
£
H
i)
&
o
[
-z
i}
o
©
By
o
o
[
of
9
=)
=
=
[>
i
@
®
=
=
o
.
w
)
W
o
<
o
I
-9,
i3
o
©
N~

0.9 g2 H7HA (39 olAHIE F 10%); BYK 333; Byk A&,

0.7 go H7HAl (50% &3); BYK 355; Byk A1,

0.7 go H7HAl (4% ++3); BYK 141; Byk A3,

Sl o] 24.7 go| A/ EAZZ GOl E/ R oA H | E E3HE (W& 1:1:1).
A B A EZEjolhAlobvlo]E (HDI 4FFA]) dl=~BFE2 N 3390 BA (vho]<d o}Al Alx).
=

FH 10048 71Z0R B9 A 19 FAY 97 S,

7] dies el FAEE wigt=E Alxst

x2

ofy

0.94 g (=4.7%, =]

0.46 g (=2.3%)9 73A FIE (NFH= (JZHFE® BP; Alv} QIZEH O E]=(Ciba Inc.) AF) TE o]&
ZRAEQIAMNE (GEFER ITX; Al AZEHHE AF) = ),

14.7 g (=73.5%)2] A& A (X713 vpe} 28,
3.9 g (=19.5%)¢] A% B (A713 vlet 728,

A 97 shghe R ARAE AR A Tl &siAraL

o}

olaAlohilo]E 4R whA X Aol 7}l

WeES 30-cm Z o] 9

R _
T =

W/05) atoll 15% =<t & F EAE sl A7)A A

=

[e}

A delol Ax 6A17F T dAS FE=2 o]F3tE Byk-7tEURFH X V|EAE
ot ZR g Frld 93] At Ao Frprb srsekgla, ole 37 @Al (5, &9 SR o]FoX &=
A 1, Al Zrae] d@A 2, 2 B Zyo] AR E vzt wA )R BEEHAT. AE sy F 39 7]
A skt
Z 3

FAAN A7/ 33 A UV-AS] w=EA71A] 22 UV-Aol =EA17

Ao 19] s3tE/ W= 208 B

AAld 19 3}3HE/ 30+% 105

Ol AZZHE|Q AAE

_,_,
~

= | ,
Aol shae] 3w 23 71 Agke] A Ao

YeRA T
AA)o A6: 2-AE O ZEA)/E]S A|xElo] A3}

A=, A8 7= % 24
7
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[0772]
[0773]

[0774]

[0775]
[0776]
[0777]

[0778]

[0779]

[0780]

[0781]

[0782]

[0783]

[0784]

[0785]

[0786]
[0787]

[0788]

SSS0l 10-1944734

10.0 g (=4.0%, ¥WIEEY = FF 10092 7|Fo=z 3 AHE vl=X(BADGE) <lZA] FA ()
(Ruetapox) 0162, 3 =wk

4.0 g (=17.6%)2] F-E-olAH o E
0.2 g (=0.9%)¢ B3} H7FA (Byk 306, Byk #A 7 (Byk Chemie) A|3-).
AE B (ZF2HE AW

7.8 g (= 34.30) 2] AlAsA ZYE S, HAeodEYE-HESEZIZI Qo|E (PEINP, B3 €L Anz=
(Bock Thiol Chemicals) &%).

olg 2%9 dFgE 3] ARES HIsIh
0.356 g (=1.6%, ®Wjg+Eo] & =2 10092 7|Fo 2 &, e TR J|Foz 1.9%)9 S A7) (87 %
49 7NAF v} e A5 F dhtol] ASsh

0.356 g9 #FA (MzHE= (GRFEZ® BP, ARl Az:EHolEl= Alg) £ [4-U-vEsdeo)d]-sd

W ek (23] =5F0](SPEEDCURE) BMS, ©H<& #u]El=(Lambson Ltd.) A&) F ) (&, AAd 17 D AA

o 189 FAA A7 =] Afels F AT 25 R 3EA FEe Freh] kel o] Aol Al
o5,

AR A7) e 2 AFASE AR A LB E Y ETE Fo| FAAHT. oo, ZH wigES £
FHE 30-cm Zolel F#F Aol oF 50 me] HFx FE FAR =X, 479 FEAA 47 3=
MZo 5o/ ME &5 9o 274 £ W= (47 100 Wem) e 23S o]

getel, shtel mE frel BEL S 3
g3ro # 2AST, EOE s F AW gl Agaid. olojd, Ui

o] 3y 7|3ke] A Aeld AH
12713 Bt 4R £ER o] Fdh= B k-7t=v R H e Ax 7|SAE ol&ste] FHAAS AE HUHP
st zEO nEk Hrlo] 98] A3F BA e By} ssEFa, o= 3/ @A (=, Lo Zulg o] 2o
A= @A 1, Al 7k @ 2, 4 -‘jrﬁzu“é FZgo] @AHE vzt @A 3)E BIEHTE. T} Azt

F 4
g 471/ 7FAE AlZH(pot-life) TR A
A EEATA] S =EAF
= §l& > 24A|%F & AHE dolidS S5 AHE doldlg
AAld 19] 33HE/ > 6AIZF, < 24417 2705 30+
o =
A 19 g3t/ > 6A1ZF, < 24A1%F 2855 155
[4-(4-H e dE ) Hd
- d gk
AAH 189 3= > 24Xk 5205 60+

A, FHAY 90 AR F 24 A

A7E w3 AR &
= Afole FES 48] 7tuAz 7l SEE e 9717

= AEoEAM 2.6 g (=F HIEEQ 19.2%9)9 ZdsvHE Z8E (WAEAR 1100; mpo]d oA A
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[0789]
[0790]
[0791]
[0792]
[0793]
[0794]
[0795]
[0796]
[0797]
[0798]

[0799]

[0800]

SSS0l 10-1944734

A=A 2.0 g (=% WMFE] 14.7%)9] FE-oHelo]=

8.3 g (=61.20)9 BE=7g o]xroldo]E (HARFE® 4282; Hpoldl o}A A3).
7% ARES H-3EAY FelRA ] ofnd:

0.069 g (= 0.5%)¢] 1,5-t]olAtute] Al &=2[4.3.0]3=-5-<1 (DBN)

I EFete] 71E wigtES AlxESIT

718 AEE (A 2 B)S 7] A sE A ofud 3EE:

0.42 g (= 3.1%)9 AAd 19 FAAAN G7],

A tEE A0 0.24 g (= 1.8%)9 o]AZZIE|QIAANE (GEFER ITX; Alul A=ZEH

I Egste] HAES FAEs =S Axzsin.
A

Svf £ A 97 SHE #EAE AR A 2B B ovhe) £9E T SRt R Ee, =9
éﬂ%i,wﬂ%%ﬁﬁﬁaiiii4ﬂ(%xﬁ%ﬂ])%ﬂﬂl,%ﬂumeX%aﬂ;@ﬁ}i)i%uﬁ}
Zo| told AL ohda, E=xvbestA] @A w7kA < R%A%%aﬂ7ﬁﬁw1w}%ﬁ7vkﬂﬂ%
=48k, W & =% %ﬂ shollM el FkAd d7] sherdel S Fdsidie. 9, 39 widEs
2 (A A& SAo A% 47)) el &3 ZHE °F 150 ﬂmA HFa A5 AR =X A7
29 wjgkEel i, 2709 =Y FElwel 5w/ ME HRR 2709 T & HE (A4} 80 Wem)] =
g ol8skel &4L,vsé;i,%ﬂ%*?ﬂ%%:%%mﬂﬁ1%°ﬂﬁ1%%%%$%11ﬁ%ﬂ4
T8 el 150TelAM 158 ok Rl 2789 B 3H® felvs w94 2 el shuhs 120TAA
158 Fe, o st 150ColA 15% &9k T2 o5 At x| @ﬂ,i%ﬂE%M}43@%~&ﬂ
gt A3k F ="l WF FYel wE Wﬁk@&(m DIN 5315791 ul&), H& wigEe] 7bab Alzkel
gk As sh7] & 5ol fobakgitt
x5
DBN oA RAE|Q FALHE + Ao 19] IeE
W ZEARSEA] 2 L,

PH H4 M2 4.2

AE5A:

154, 120C

PH A2 15.4 57.4

ABE7:

154, 140C

7HAE A3E 1A 7t > 2473E
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