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4-TNAPOKCUXHWHOJIOHBI-2

142*, AHWJIMJABI 4-METHJI-2-OKCO-1,2-TUTHAPOXHHOJINH-3-KAPEOHOBOI
KHUCJIOTBI KAK IIOTEHIIUAJIBHBIE JUYPETUKHA

B kauecTBe MNOTCHUHMAIBHBIX JUYPETHUECKHX CPEICTB CHHTE3MPOBaHA OOJbIIAs
cepusi aHWITUIOB 4-MeTUI-2-0KCO- 1,2-AUTrHAPOXUHOINH-3-KapOOHOBOM KHCIOThL. Mccne-
JIOBAHO BJIMAHHC BCEX CUHTE3UPOBAHHBIX COC}II/IHCHI/lﬁ Ha MOYECBBIACIUTCIIbHYTO (l)yHK-
o movek. OOCYKIAr0TCs BBIABICHHBIC 3aKOHOMEPHOCTH CBSI3H "CTPYKTypa — AUype-
THYeCKas aKTUBHOCTB'.

KuiroueBble ci10Ba: aHUIUABL, TUYPETUKHU, 4-METHII-2-0KCO-1,2-TUruIpo-XUHOINH-
3-kapOOHOBas KUCIIOTa, aMAIHPOBAHUE.

B nocnenaue roapl HapALy C yKe XOPOIIO W3BeCTHOU 3(PPEeKTHBHOCTHIO HC-
TTOJTB30BaHUS JUYPETHUKOB TIPH IMOYSHHONH HEAOCTATOUYHOCTH [2], Traykome [3],
smmnenicum [4] wiMm HecaxapHoM nuabere [5, 6] Bce Oomblliee BHUMaHHUE
(hapMakoJIOTOB W Bpadel MPHUBIEKAIOT M TaKhe MOKa HEMpPUBBIYHBIE 00JacTH
MIPUMEHEHUS SKCTPapeHATbHBIX dPPEKTOB MOUETOHHBIX MPENapaToB, KakK jede-
HUC CHUHApPOMa OpPOHXHAIBLHOH OOCTPYKIHMH, MYKOBHCIHIO3a [7], OHKOJOTH-
yeckux [8, 9] u psaaa npyrux 3adoneBanuii. OCOOCHHO WHTEPECHBI IS TPAKTH-
YeCKOW MEIUIMHBI AUYPETUKHA, KOTOpPhIE IMOMHUMO MOYETOHHOW aKTHBHOCTH
MIPOSIBIISIIOT €Iie U mpoTuBoBocnanuTenbhble [10, 11], antuokcuaantasie [12, 13],
MPOTUBOMUKPOOHBIE [14, 15], sxenueronnsie [16], remaro3amuTHsle [17], rumo-
munaaeMudeckue [18] u apyrue mone3Hsie cBoicTBa. Jlaxe OeribIit mpocMOTp
CHeNHaIbHOMN JUTEPaTyPhl MO3BOJSET OOHAPYKUTH HAMETHBIIYIOCS ¥ TTOCTOSH-
HO BO3PACTAIONIyI0 TEHACHIHMIO K PACHIMPEHHIO TEpeyHs MOKa3aHWH K IMpH-
MEHEHHIO TNYPEeTHIECKUX CPEACTB B KIIMHUYECKOH mpakTuke. 1 B TO ke Bpems,
3a mocneaane 30 eT Ha MHPOBOM (DapMareBTUIECKOM PBHIHKE HE IMOSBUIOCH HU
OJTHOTO HOBOTO KJIacca AMYPETHUKOB, XOTS HEOOXOIMMOCTh B TAKMX IpenapaTax
OYEeBUIHA.

WnTepecHo, 9T0 coennHEHHs] XMHOIMHOBOTO Psiia A0 HEJABHETO BPEMEHH
Jake HE pacCMaTpUBAINCh B KadeCTBE BO3MOXKHBIX MOYETOHHBIX CPEICTB,
MMOCKOJIBKY TaKoW BHZ (apMaKOJIOTHYECKOW AaKTUBHOCTH Ui HUX CUHTAJICS
HeXapakTepHbIM. TeM He MeHee, B IMpOLEcCe MPOBEIACHHUS CHCTEMaTHYECKUX
HCCIICIOBAHUM TOTEHIMAIbHBIE JUYPETUKH cpeln 4-TUIPOKCUXHUHOJIOHOB-2
HaMu Obutn OOHapyxeHbl. [Ipm 3TOM ymanock BBISIBUTH HHTEPECHYIO 3aKO-
HOMEpPHOCTh, OCOOCHHO TIOJHO M YETKO OTCIeKEHHYI0 Ha IMpUMepe aMu-
JUPOBAaHHBIX  MPOU3BOJHBIX  |-THIPOKCH-3-0KCO-3,6-muruapo-3H-muppono-
[3,2,1-ij|xuHONMNH-2-KapOOHOBOW KUCIIOTEL. B pe3yibpTare OBIIO yOETUTEIHHO
MMOKAa3aHO, YTO CHJIa TPOSBISIEMOTO XHHOJIOHOBBIMH COEIWHEHHUSIMH MOYETrOH-
HOTO 3(h(hekTa B 3HAUNTEITHHOMN CTENIEHH ONPEAeIISETCS CTPOSHHEM aMUIHOTO

* Coobmienue 141 cwm. [1].
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(parMeHTa 1 Bo3pacTaeT B TaKOil MOCIEI0BATEIHHOCTH: aTKWIAMUIBI < IIUKJIO-
AJIKUJIaMU bl < 3-apI/IJIHpOHI/IHaMI/IZ[I)I < 2-apI/IJ13TI/IJIaMI/II[LI < OeH3MIaMHUIbl < <
agmnuasl [19, 20]. [Ipu u3ydeHWW ankui- U apWiIaJKWIaMHUIOB 4-MeTui-2-
OKCO-1,2-TUTHIPOXUHONINH-3-KapOOHOBOW KHCIOTHl OTMEUYCHA aHAJIOTHIHAS
3aBucuMOCTh [21]. M3 3TOTO ClenyeT, 4TO BEPOATHOCTH eIlie OONBIIEro YCH-
JICHUS TUYpPETHUECKHUX CBOMCTB MpHU MEpexoJie K aHWIUAaM yKa3aHHOW KHCIO-
ThI COXpaHsAeTCs Ha OYeHb BRICOKOM YpOBHE. [laHHOE 0OCTOSATENBCTBO M MOCTY-
U0 00OCHOBAaHHEM TPENNPUHATOTO HAMH UCCIIEIOBAHUSL.

Kak Obuto ycranomneHo panee [21], amuaupoBanue 4-meTuin-2-okco-1,2-
JTUTHIPOXHUHOJIUH-3-KapOOHOBOU KUCIOTH (1) Yepe3 COOTBETCTBYIOIIHUUA XJIOP-
aHTUAPUI XOTS W BO3MOXKHO, HO HECKOJIBKO OCJIOXKHAETCS 00pa3zoBaHHEM
MOOOYHBIX ITMAHWHOBBIX KpacuTenel, CIIOCOOHBIX Jake B HE3HAYHTENIHbHOM
KOHIICHTpAIlMM TpHJIaBaTh KOHEYHBIM MPOAYKTaM pPEaklHU KPAacHOE OKpallu-
BaHUE. YUHUTHIBas O3TOT (aKT, Mbl TNPEANPHUHAIN IONBITKY aKTHBUPOBAThH
KapOOHWJIBHBIA aTOM yriepoaa KapOOKCHJIBHOW TPYMIIbI KHUCIOTHI 1 JIpyrum
CTIIO0CO00M, UCTIONB3YsI XOPOIIO M3BECTHBIN B OPraHUYECKOM CHHTE3€ PearcHT —
N,N'-kapoonunauumuaazoin (CDI).

[IpoBenenHbIe SKCIIEPUMEHTHI MOKa3aJIM, YTO UMHUAA30IH]] 4-MEeTHII-2-0KCO-
1,2-muruapoXuHOINH-3-KapOOHOBOM KUCTIOTH (2) oOpa3yercs IOCTaTOYHO
JIETKO M MPAaKTUYECKH C KOJIMYECTBEHHBIM BBIX0JI0M. OIHAKO €ro peakMoHHas
CIOCOOHOCTH 110 OTHOLIEHHIO K N-HyKIIeo(uIaM OKa3aiach yIUBUTEIEHO HH3-
KOHM ¥ JUIsl TIOJIHOW TpaHcOpMaliu B IieJieBble aHWIUAB 3 uin 4 MoHaI00u-
JUCHh JOBOJIBHO JKECTKHE YCIOBHS — JUIMTEIbHOE KHUIITYCHHE C aHWIMHAMHU
B BBICOKOKHUIIAIIEM pacTBopuTene. OTMETHMM Takke M HEOOBIYHYIO HWHEpT-
HOCTb (IO KpaifHell Mepe, MpU KOMHATHOI TeMIepaType) UMUAa30a1aa 2 K BOJe
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3aR=H, bR=2-F, cR=3-F, dR=4-F, e R=34-F,, fR=2-Cl, gR=3-Cl, hR=4-C],
iR =23-Cly, j R=2,4-Cl, k R=2,5-Cl, 1R =2-Br, m R =2-Br-4-Me, n R = 3-Br, o R = 4-Br,
p R=2-Me, qR=3-Me, r R=4-Me, s R=23-Me,, tR=24-Me,, uR=2,5-Me,, vR=2-OMe,
w R =2-OMe-5-Cl, x R=3-OMe, yR=4-OMe, zR =4-OEt; 4 a A =2-CF;, b A=3-CF;,
¢cA=2-C=N, dA=2-COOH, eA=3-COOH, fA=4-COOH, gA =4-COOEt,
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h A =2-CONH,, i A = 2-SO,NH,

XapakTepuCTHKH aHWJINI0B
4-MeTH1-2-0KC0-1,2-AUTHIPOXUHOIMH-3-KAPOOHOBO# KUCI0THI 3a—Z, 4a—i

Tabnuma 1

Haiineno, %

enu- Bpyrro- Beruucneno, % o Bar- Jyperiiecias
T.mn., °C | xom, aKTHBHOCTb, *
He- bopwyna C H N % % K KOHTpOILIO
HUE P
1 2 3 4 5 6 7 8
3a Cy7H14N,0, 73.46 | 5.13 10.15 280-282 82 +52
73.37 | 5.07 10.07
3b Cy7H5FN,0, 68.97 | 4.34 9.40 275271 75 +9
6891 | 442 9.45
3c C,7H53FN,0, 68.99 | 4.51 9.53 283-285 78 0
68.91 | 4.42 9.45
3d Cy7H5FN,0, 68.85 | 4.48 9.54 291-293 80 -9
6891 | 442 9.45
3e Cy7H,FoN,O, 64.90 | 3.77 8.85 304-306 76 —11
64.97 | 3.85 891
3f Cy7H;CIN,0O, 65.22 | 4.14 9.03 295-297 72 +30
65.29 | 4.19 8.96
3g Cy7H5CIN,O, 65.35 | 4.16 9.07 276-278 74 —11
65.29 | 4.19 8.96
3h Cy7H;CIN,0, 65.37 | 4.28 8.99 307-309 77 -22
65.29 | 4.19 8.96
3i C,7H,CLLbN,0, 58.88 | 3.40 8.00 322-324 70 +4
58.81 | 3.48 8.07
3j Cy7H,CLN,0, 58.75 | 3.55 8.14 335-337 73 -4
58.81 | 3.48 8.07
3k C7H,CLLbN,0, 58.73 | 3.53 8.12 330-332 71 -17
58.81 | 3.48 8.07
31 C,7H,3BrN,0, 57.24 | 3.75 1.76 291-293 70 -4
57.16 | 3.67 7.84
3m | C;sH;sBrN,O, 58.21 | 4.11 7.50 283-285 72 -9
58.24 | 4.07 7.55
3n Cy7H,3BIN,0, 57.07 | 3.73 7.92 288-290 76 -30
57.16 | 3.67 7.84
30 C,7H3BrN,0, 57.10 | 3.62 7.94 304-306 80 + 30
57.16 | 3.67 7.84
3p CisH16N,0, 74.05 | 5.63 9.66 248-250 73 +9
73.96 | 5.52 9.58
3q Ci5H6N,0, 73.90 | 5.59 9.63 269-271 75 0
73.96 | 5.52 9.58
3r CisH6N,0, 73.88 | 5.50 9.53 275271 79 +43
73.96 | 5.52 9.58
3s Ci9HsN,0, 74.57 | 5.84 9.06 299-301 72 +57
74.49 | 5.92 9.14
3t CyoH15N,0, 74.55 | 5.98 9.19 250-252 74 +9
74.49 | 5.92 9.14
3u C9HsN,0, 74.41 | 5.86 9.22 272-274 70 +22
74.49 | 5.92 9.14
3v CigHN,O5 70.20 | 5.31 9.16 228-230 70 +57
70.12 | 5.23 9.09
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OkoHuyaHue Tabunumer 1

1 2 3 4 5 6 7 8

3w | CigH;sCIN,O5 62.94 | 433 | 8.10 291-293 73
63.07 | 4.41 8.17

3x CisHi6N,O; 70.17 | 530 | 9.02 280-282 77 -35
70.12 | 5.23 9.09

3y Ci5H6N,03 70.18 | 5.27 | 9.13 264-266 85 +57
70.12 | 5.23 9.09

3z CioHsN,0; 70.70 | 5.54 | 8.58 253-255 82 -13
70.79 | 5.63 8.69

4a Cy5H3F3N,O, 62.32 | 3.85 | 8.13 264-266 69 +9
62.43 | 3.78 8.09

4b CisHi3F3N,0, 62.35 | 3.70 | 8.02 277279 78 +52
62.43 | 3.78 8.09

4c Cy5H3N;0, 7133 | 439 | 13.94 | 296-298 72 -4
71.28 | 4.32 13.85

4d CisH14N,O4 67.16 | 431 | 8.77 288-290 68 +9
67.08 | 4.38 8.69

4e Ci5H14N,O4 67.12 | 442 | 8.64 355-357 74 -22
67.08 | 4.38 8.69

4f CisH14N,O4 67.05 | 434 | 8.65 372-374 77 -2
67.08 | 4.38 8.69

4g Cy0H sN,O4 68.64 | 523 | 8.06 256-258 83 +2
68.56 | 5.18 8.00

4h CisH;sN;0; 67.21 | 4.65 | 13.15 | 311-313 74 +30
67.28 | 4.71 13.08

4i Cy7H5N;04S 57.04 | 430 | 11.68 | 307-309 72 +30
57.13 | 4.23 11.76

I'unotnasung - — — — — +57
* "+ — Vcunenue, "-" — yrHeTeHHe Iuype3a II0 OTHOLICHHIO K KOHTPOJIIO, IPHHITOMY

3a 100%.

B MIPHUHIIUIIE €€ JJa)kKe MOXKHO HCIOJIB30BaTh MIPU BBIJCICHUH 3TOTO COSIUHEHHUS
B YHCTOM BHJIE, XOTS OOBIYHO MOAOOHAs 00pabOTKa HEMUHYEMO 3aKOHYHJIACH
Obl ruaponm3oM. Kak mpaBuiio, MpOMeKYTOYHBIE HMHIA30JIAIBI H3 pPeak-
IIMOHHOM CMecH He BBLICIAIOT. Hamr ciyuait — He HCKITIOYeHHe W BCE MOCIIeN0-
BaTeNbHbIE CTaJHU TMPEBpAIICHUs] KUCIOTH 1 B aHWIHMIBI MPOBOAAT B OJHOM
peaxTope.

Bce cunTesupoBaHHbIE AHUIUABL 4-METHI-2-0KCO-1,2-TUTUAPOXUHONHH-
3-kapOoHOBO# KuCHOTH 3 U 4 (Tabmn. 1) mpencTaBissOT co00H OeCIIBETHBIE WK
OenbIe C JKEITHIM OTTEHKOM KPUCTAJUTMYECKHE BEIIECTBA, IPY KOMHATHOUN TeM-
neparype He pacTBOPUMBIE B BOJIE, MaJOPACTBOPUMBIEC B CIIUPTE M YMEPEHHO B
JIM®A u IMCO. OtinuutenbHoi geproii cniektpos SIMP 'H anmmuos 3 u 4
(Tabum. 2) sBIsSeTCS COCPEIOTOUYCHUE CUTHAIOB 7—9 apoMaTH4ecKHUX IMPOTOHOB
Ha JOBOJILHO Y3KOM OTpE3Ke CIIEKTpa MPUMEPHO B 1 M. 1., TO3TOMY KOHKpET-
HbIE OTHECEHHs Oe3 MPUMEHEHHUs CIelnuanbHbIXx MeToank SIMP 3adgactyro
CWJIBHO YCIIOXKHSFOTCS, @ TO 1 BOBCE HEBO3MOJXKHEI.

dapMaKkoIIOTHYECKH CKPUHUHT Ha BBIABICHHWE Y aHWIHIOB 3 U 4 CII0Cco0-
HOCTH CTHMYJHPOBATh BBIICIUTEIbHYI0 (YHKIUIO TOYEK Yy ITOJOTBITHBIX
KUBOTHBIX TPOBEJEH MO CTaHIAPTHOW METOIWKE, AETAThbHO OMHCAHHOW HAMHU
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panee [21],

Cuexrpsl IMP 'H CHHTE3MPOBAHHBIX COCIUHEHU I

napajui€jibHO U B CPaBHCHHU C THUIIOTUA3UIOM. ComnocraBsis

Tabnuma 2

Xumudeckue CIBUTH, O, M. 1. (J, I')

i:lil: NH NH-Ar H apom., M 4-CH; Jpyrue gpyHKIMOHANEHBIE
(1H, ¢) (1H, ¢) ’ (3H, ¢) IpyMIIbL
3a 11.96 10.38 7.85-7.04 (9H) 242 -
3b 11.97 10.42 8.11-7.18 (8H) 2.45 -
3¢ 12.01 10.61 7.86—6.88 (8H) 241 -
3d 11.96 10.45 7.87-7.12 (8H) 241 -
3e 12.02 10.63 7.94-7.19 (7TH) 243 -
3f 12.00 10.43 7.97-7.18 (8H) 2.56 -
3g 12.01 10.59 7.98-7.12 (8H) 241 -
3h 11.99 10.52 7.84-7.22 (8H) 241 -
3i 12.07 10.64 8.05-7.18 (7TH) 2.57 -
3j 12.03 10.61 8.01-7.22 (7TH) 2.55 -
3k 12.08 10.82 8.18-7.23 (7TH) 2.58 -
31 12.02 10.33 7.89-7.09 (8H) 2.56 -
3m 11.99 10.24 7.90-7.19 (7H) 2.57 2.30 (3H, c, 4'-CH;)
3n 12.00 10.58 8.08-7.22 (8H) 242 -
3o 11.98 10.52 7.86-7.18 (8H) 241 -
3p 11.91 9.86 7.87-7.08 (8H) 243 2.28 (3H, c, 2'-CH3)
3q 11.97 10.30 7.82—-6.86 (8H) 2.40 2.29 (3H, ¢, 3'-CH;)
3r 11.96 10.27 7.83-7.11 (8H) 2.39 2.26 (3H, c, 4'-CH;)
3s 11.91 9.88 7.86-7.03 (7TH) 2.44 2.26 (3H, c¢,CH3); 2.17 (3H, c,
CH;)
3t 11.84 9.79 7.84-6.99 (7TH) 2.45 2.25 (3H, ¢, CH3); 2.22 (3H,
¢, CHy)
3u 11.93 9.82 7.87-6.89 (7H) 2.44 2.27 (3H, ¢, CH3); 2.21 (3H,
¢, CH;)
3v 11.96 9.99 8.21-6.93 (8H) 2.52 3.79 (3H, c, 2'-OCH;)
3w 12.01 10.35 8.39-7.00 (7H) 2.52 3.84 (3H, ¢, 2'-OCH,3)
3x 11.97 10.40 7.85-6.63 (8H) 242 3.75 (3H, ¢, 3'-OCH,)
3y 11.94 10.22 7.84-6.87 (8H) 2.41 3.71 (3H, ¢, 4'-OCH,)
3z 11.95 10.22 7.82-6.86 (8H) 241 3.97 (2H, x, J= 7.0, OCH,);
1.29(3H, 1,J=17.0,
OCH,CH,)
4a 12.00 10.43 7.90-7.20 (8H) 2.51 -
4b 12.04 10.76 8.22-7.18 (8H) 243 -
4c 12.02 10.84 7.89-7.22 (8H) 2.55 -
4d 12.05 11.57 8.66—7.20 (8H) 2.45 12.80 (1H, ym. ¢, 2'-COOH)
4e 12.01 10.59 8.39-7.22 (8H) 241 13.00 (1H, ym. c, 3'-COOH)
4f 12.02 10.72 7.98-7.21 (8H) 2.40 12.83 (1H, ym. c, 4'-COOH)
4g 12.00 10.76 7.99-7.21 (8H) 242 4.28 (2H, x, J="17.1, OCH,);
1.30 BH, 1,J="17.1,
OCH,CHj)
4h 11.99 11.90 8.63-7.13 (8H) 2.45 8.28 (1H, ¢, CONH);
7.67 (1H, ¢, CONH);
4i 12.25 9.79 7.98-7.26 (10H, 2.56 Cwm. H apom.

H apom. +
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| | | SO:NH,) | |

MTOJTyICHHBIC TIPU 3TOM 3KCIEPUMEHTAIbHBIC JaHHBIE (Ta0. 1) ¢ pe3yiapTaTaMu
IpeapIaymuX uccnemnoBanuii [20, 21], MoXeM cenaTh BBIBOJ, YTO B IICJIOM U B
3TOM CiIy4yae aHWIHIABI OKa3bIBAlOTCs Oojiee aKTUBHBIMH, Y€M COOTBETCTBY-
fore UM OeH3WITaMUIBl C aHATOTUYHBIMH 3aMECTUTENSIMH B apOMaTHIECKOM
KOJbIle. 3a)UKCUPOBAaH TOJIEKO OAWH TpuMmep — 4-xmopanminn 3h — xorma
yAaJeHre M3 MOJIEKYJIBl METHIIEHOBOTO 3BEHA, Pa3elSIONIer0 aMUIHBIA aToM
a30Ta M apoOMaTHYeCcKOe SIPO, MPHUBOIMIO OBl K CHIDKEHHIO IHMYPETHYECKHX
CBOHMCTB. Bo Bcex OCTANBHBIX Cydasx MOAOOHAs MOMUMUKAITIS MOXET OBITH
MpU3HaHa [EIecO00pa3HOM.

B rpynme anununoB 4, comepkamyx MOITHBIE AJIEKTPOHOAKIENITOPHEIE 3a-
MECTHUTENH, BHUMAHHS 3aCIyXXHBAET JIUIIb OJHO COENWHEHHWE — M-TpUPTOp-
METHIIFHOE TIPOM3BOAHOE 4b, TpaKTHYeCKH HE YCTYIarollee B aKTHBHOCTH
W3BECTHOMY JHYPETHKY THUMOTHAa3uAy. WutepecHo, uto aHWmuabl 4d-f,
cofiepyKalre B KadecTBe 3aMeCTHUTeNel KapOOKCHIIBHBIE TPYIIIBI, a TaKkKe MX
CTPYKTYpHBIE aHAJIOTH 4¢,g C TPYNITUPOBKAMH, CTIOCOOHBIMHU B YCIIOBHSAX Nl ViVO
MPEBPATUTECA B KapOOKCHIIFHBIE, MOYETOHHBIMH CBOWCTBAMH BOOOIIE He
obmanarot. 2-CynbdamMoniapHOe Mpou3BoAHOe 4i M ero HEUTpaNbHBIH 2-KapOa-
MOUJbHBIN aHanmor 4h, HECMOTpsI Ha 3aMETHYIO Pa3HMILy B KHUCIOTHBIX CBOM-
CTBaX, MPOSBIISIIOT COBEPIIEHHO OJWHAKOBBIM yMEpPEHHBbIH IUypeTHYECKUM
a3(hdexT. DTO maeT OCHOBAHUS TPEIINOIOKHTH, YTO MO MEXaHW3MY MOYETOH-
HOTO JIeMCTBUS XWHOJIOHOBBIE COSIMHEHNS HECKOIBKO OTIMYAIOTCS OT IIMPOKO
MIPUMEHSAEMBIX HHTHOUTOPOB KapOOaHTHAPA3HI.

IKCIHEPUMEHTAJIBHASL YACTb

Crektpsl IMP 'H CHHTe3HpOBaHHBIX COEIMHEHHIl 3amucaHbl Ha npubope Varian
Mercury-VX-200 (200 MI'ny), pactBoputeib JIMCO-dg, BuyTpennuit cranmapt TMC.
Macc-cniekTp MMHIa30IMa 2 3aperucTpupoBaH Ha crekrpomerpe Varian 1200L B
peXrUMe TOTHOTO CKaHWUpOBaHHSA B auamazoHe 35-700 m/z, nOHM3AIUS SIIEKTPOHHBIM
ymapom 70 5B, mpsimoit BBoA. B cmHTe3ax mcmonb3oBaHbl Oe3BoaHbd JM®DA ms
nentuaHoro cuntesa u N,N'-kapooHuwiau-umuaa3on gpupmsr Fluka.

Hmupazoann 4-MeTuii-2-okco-1,2-TuruApoXuHOTUH-3-KapOOHOBOH KHUCJIOTHI
(2). KpactBopy 2.03 t (0.0l momp) kmcimoter 1 B 10 mm Ge3Bomuoro MDA
npubasisror 1.78 T (0.011 monb) N,N'-kapOOHUIAMMMHIA30JIa |, 3aIIMINAs OT BJard
Bo3ayxa CaCly-TpyOkoi, BeyIepkuBaroT okoiio 2 4 mpu 90 °C mo mpekparmieHus
BeieneHuss CO,. PeakimoHHYI0 CMeCh OXJIaXXKTArOT, pa30aBISIOT XOJIOTHOW BOJOI.
Ocanok uMuaazonuna 2 oTGWIBTPOBBIBAIOT, MPOMBIBAIOT XOJIOJHON BOJOHW, CyIIaT.
Beixoz 2.50 1 (99%). T. mn. 295-297 °C (u3 IM®DA). Criexktp SIMP 'H, 8, m. a1. (J, I'):
12.19 (1H, c, NH); 8.29 (1H, c, 2'-H umuna3zona); 7.88 (1H, n. 1, J =82 u J = 1.0,
H-5); 7.72 (1H, T, J= 1.5, H-5' umuaazona); 7.63 (1H, 1. n, J=7.7u J= 1.2, H-7); 7.38
(1H, n. i, J=83uJ=0.7,H-8); 7.29 (1H, 1. n, J=7.4 uJ= 1.2, H-6); 7.10 (1H, n. x,
J=18uJ=1.0, H-4' umunazomna); 2.38 (3H, c, CH3). Macc-cniektp, m/z Iy, %): 253
[M]" (11), 186 [M—umuzazon]” (100), 157 [M-umuaazon—CHO]" (3), 142 [M-umuz-
ason—CHO-CH;]" (1), 130 (31), 103 (10), 77 (15). Haiineno, %: C 66.47; H 4.49;
N 16.65. C4H;N;0,. Beruncneno, %: C 66.40; H 4.38; N 16.59.

AHWIMABL 4-MeTHI-2-0KCc0-1,2-TUTHAPOXUMHOTUH-3-KAapOOHOBOH KHCI0THI 3, 4
(obmas metoauka). [To okonyanuu peaknuu 2.03 T (0.01 monp) kucnotsr 1 B 10 M
6e3sogaoro IM®A ¢ 1.78 r (0.011 momp) N,N'-kapOoHmIAHAMIIA3051a (CM. TIPEIBI-
Iy TIPUMEp) K peaknuoHHON cMecH mpubaBisitoT 0.01 MOJIB COOTBETCTBYIOMIETO
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aHWIMHA U KUIATAT 6—8 4. OXIIaXIaioT, pa30aBisiOT XOJIOAHON BOJOHM M MOAKHUCIISIOT
pasoasnennoit (1:1) HCI mo pH 4-5. Bege-nuBimiics ocanok anwnmuga 3 win 4
OT(WIBTPOBBIBAIOT, TPOMBIBAIOT BOAOH, cymar. Kpucrammmsytor n3z JJM®DA.
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