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TFETEPOLUKJIN3AIIUA
HPOAYKTOB AMUAO®PEHALNIMJIMPOBAHUA YPAILIHUJIA

IIpu B3aumopeiicTBuM ypammiaa ¢ OEH30MIAMHHO(XJIOpP)aleToGeHOHOM B
3aBHCUMOCTH OT YCIOBHH KOHIEHCAIlMH IOJIydeHO ABa MPOAyKTa aMuaogeHa-
muupoBaHus. [lepBblif M3 HUX COOCPKUT aMHIO(GECHALWIBHBIA (parMeHt y
nentpa N*, a Bo BTopoM 1Ba Takux dparMeHTa pacronoxkens! y nentpos N i N°
ypaumna. O6paboTka 3THX NOCTYHHBIX NPOU3BOJHBIX Ypaluia XJIOPOKCHIOM
¢docthopa, THOHWIXIIOPHAOM WIIK TeHTacyIbGuIoM (hocdopa MPUBOIUT K LIUKIIH-
3aruy OOKOBOHM aMHUAO(EHAIMIBHON IPYNIUPOBKY, YTO UCIIOIB30BAHO AN CHH-
Te3a psAAa MOAU(DUIMPOBAHHBIX NUPUMUANHOBBIX OCHOBAaHMH C OCTaTKaMH
2,5-nudennnoxcasona win 2,5-mudernnrrazona.

KiroueBble ciioBa: OKCa30J1, THa3oJl, Yypauul, aMI/IZ[O(beHaIII/IJ'II/IpOBaHI/Ie,
TEeTEPOUUKIIU3aIIA.

Bzaumoneiictere ypammna (1) ¢ OensomnamuHo(xi10p)aneropeHoHom (2)
npu 0 °C B MpUCYTCTBUH THAPOKCHIA HATPUS MPUBOIUT K 0OPa30BAHUIO TPO-
nykra N'-amunodenamummpoanus 3 [1]. Bmecte ¢ Tem mpu 20 °C mpu Mossp-
HOM COOTHOIIICHUU YKa3aHHBIX peareHToB 1:2:2 moiydaeTcs ¢ BBICOKMM BBIXO-
nom mpoaykt N N3-nu(amunodenanmmposanns) 4. O6a 5TH TOCTYIIHBIE TIPO-
W3BOJIHBIC ypauuia 3, 4 ynanoch, Kak BUAHO U3 CXEMBI, IPUMEHUTD AJIS MTOITY-
YeHHUSl psfa HOBBIX MOJTU(PHUIMPOBAHHBIX MUPUMHIMHOBBIX OCHOBaHHUH 5-9,
CoZIepKaIINX B MOJOXKEHUU | WK B MONOXKeHUAX 1 u 3 3aMenieHHbIe a30uilb-
HbIC ()pParMEHTHI.

Tak, npu oOpabGoTtke cyOctpara 3 xmopokcugom ¢dochopa B MDA
peaknus Bunscmaiiepa He mpoTekaer, a o0pa3yeTcs MPOMEKYTOUHOE COeInHE-
Hue 5, KoTopoe mocie THApoNK3a mpeBparnaercs B 1-(2,5-nudennmokcazon-4-
un)ypamnun (6). [Tocneanuii He oOpas3yeTcss NpH MOMBITKE MPOBEACHUS TETEPO-
IUKJIU3aIUH B U30BITKE THOHWIXJIOpHAA, oTMeTHM, 4To SOCI, B mpucyrcTBrM
POCI; mposBiisieT He TOIBKO KOHIAESHCHUPYIOIIEE, HO U XJIOPHUPYIOIIee AeHCTBHE,
npeBpamias ypanwi 3 B cMechb coeuHeHnit 5 u 6 [2]. Bmecte ¢ TeM B3aumo-
neiicTBUe cyOcTpara 4 ¢ THOHWIXJIOPHIIOM MpOTeKaeT 0e3 OCIOKHEHUH U MpH-
BoauT K 1,3-6mc(2,5-audenunoxcazon-4-wmn)yparuny (7).

[peBpamennst 3—5 u 4—7 — yacTHBIE CIy4au CHHTE3a 3aMEIICHHBIX OKCa-
305108 110 PoGuncony—I"abpuanio [3]. [IporexkaHne 3THX MHMKJIOKOHICHCAITHI
HNOATBEPKJIEHO MPU IIOMOIIM CIIeKTpoB SIMP H, KOTOpBIE MO3BOJISIIOT IIPOCIIE-
JIUTh UCYC3HOBEHUE PE30HAHCHBIX cUrHaIOB (parmeHTa =CH-NH- mocie 00-
paboTku cyocTpaToB 3 ¥ 4 KOHCHCUPYIOIIUMHU areHTaMH.

Janee ommcaHbl peakiui HYKICO(QUIBHOTO 3aMEIIeHUs] aToMa XJopa B CO-
eaquHeHnM 5. ["ajoreH B moJioykeHuU 4 COSIMHEHNS 5 TOBOJILHO MOIBUIKEH, YTO
MOKa3aHO Ha MPUMEPE PEaKIuil C aMIHAMH Pa3HOW OCHOBHOCTH (IIPEBpAICHHS
5—8). BriosiHe BO3MOXXHO, 4TO CyOCTpaT 5 yIacTcsi UCIOJIb30BaTh U B KOH/ICH-
camusix ¢ O- u S-HykieodpuIamu.
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W, nakonemn, moka3zaHa BO3MOXKHOCTh monydeHus 1,3-0uc(2,5-mudenuntua-
30i-4'-nn)-4-tnoypanmna (9) npu B3auMoaeucTBIH cyOcTpaTta 4 ¢ NEHTacyIb-
¢dunom dochopa. THOHMPOBAHUE HAMpPABISETCS B MOJOXKEHUE 4, YTO MOJTBEP-
JKIaeTCs CMEIIeHneM curHajia nporoHa (5-H) B coenuuenuu 9 1o cpaBHEHUIO C
coequHeHneM 4. THOHUpOBaHHE HE MPOXOIUT IO IMOJIOKEHHUIO 2 KOJIbLIA, 4TO,

BEPOSITHO, CBSI3aHO CO CTEPUUECKUM (HaKTOPOM.
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Tab6nuna 1
XapakTepuCTHKH CHHTE3UPOBAHHBIX coeMHeHui 4-9
Co- Haiineno, %
N Bpyrro- Bpiuucieno, % T.mn., | Beixon,
e ¢bopmyna °C %
HEHHE C H N S Cl
4 Ca4H26N40s 69.87 4.38 9.48 - - 196-197 79
69.62 447 9.55
5 C19H12CIN3O, | 65.08 3.54 11.97 - 9.91 249-252 58
65.24 3.46 12.01 10.15
6 C19H13N303 68.99 4.02 12.36 - - 304-306 97
68.88 3.95 12.68
7 CaaH22N404 74.08 4.09 10.23 - - 293-295 61
74.17 4.03 10.18
8a C20H16N40, 70.04 4.78 15.93 - - 262-263 41
69.75 4.68 16.27
8b C23H22N40, 71.42 5.61 14.01 - - 241-243 38
71.48 5.74 14.49
8c Co5H18N4O, 73.61 4.84 13.90 - - 265-268 83
73.88 4.46 13.79
8d C24H22N40, 72.12 5.64 13.94 - - 228-229 67
72.34 5.57 14.06
8e C23H20N403 68.96 4.96 14.03 - - 239-240 81
68.99 5.03 13.99
9 C34H22N40S3 68.09 3.70 9.25 16.10 - 236-237 83
68.20 3.70 9.36 16.06
Tabnumna 2
ITapamerps! cnexktpos AMP 'H coenunennii 4-9
Xumuueckue caBur, 8, M. 1. (J, T')
Coen- 5-H ( 6-H (
HEHHE - -,
J,Th) 3, Tr) CeHs (M) Jlpyrue curHaisl
4 6.25 (8.3) 8.18 (8.3) 7.57-7.92 (20H, 9.96 (1H, 1, NH-CH,
4CgHs + 2 CH-NH) J=10.2); 10.13 (1H, x,
NH-CN, J =10.2)
5 5.85(8.3) 7.86 (8.3) 7.47-8.12 11.80 (1H, NH-yparmna)
(10H, 2CgHs)
6 5.86 (8.3) 7.83(8.3) 7.45-8.12
(10H, 2CgHs)
7 6.25(8.3) 8.22 (8.3) 7.60-8.12
(20H, 4CgHs)
8a 6.14 (8.3) 7.89 (8.3) 7.47-8.10 3.14 (3H, o, CH3-NH,
(10H, 2CgHs) J=17.0); 8.00 (1H, m,
NH-CHj3)
8b 6.21 (8.3) 7.81(8.3) 7.46-8.08 1.15 (6H, T, CH3—CHy);
(10H, 2CsHs) 3.49 (4H, m, CH,—CHj3)
8c 6.21 (8.3) 7.93 (8.3) 7.33-8.26 10.12 (1H, ¢, NH-Ph)
(15H, 3CsHs)
8d 6.41 (8.2) 7.56 (8.2) 7.46-7.91 1.75 (6H, m, C(CH,)3C);
(10H, 2CsHs) 3.60 (4H, m, CHo.NCHy)
8e 6.43 (8.2) 7.95(8.2) 7.60-8.11 3.68 (4H, m, CH2NCHy);
(10H, 2CgHs) 3.83 (4H, m, CH,OCHy)
9 6.40 (8.3) 8.32(8.3) 7.47-7.98 (20H,
4CeHs)
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SKCHEPUMEHTAJIBHASL YACTb

Crextpsl IMP 'H sarmcans Ha crnextpomerpe Bruker WP-200 (200 MI'm) B pactBopax
JIMCO-dg, BHyTpennuii cranmapt TMC.

1,3-Iu[(6enzonnamuno)penaunn]ypauui (4). K pacrsopy 0.8 r (20 MMob) ruapokcuia
Hatpust B 10 mu1 Bogsl mpubasmaor 1.12 r (10 MMombp) ypammia, a 3aTeM HOCHE PacTBOPEHUS
ypaumna npu 20 °C npubaBisitoT 1Mo KarisiM pactBop 5.48 1 (20 Mmons) pearedra 2 B 20 mi
JTMOKCaHa, ¥ CMECh NIEPEMEIIMBAIOT B TeYeHUE 2 4. BhIMaBIIMil ocaloK yparuia 4 IpOMBIBAIOT
50 M1 BOZIBI, CyHIAT Ha BO3LYXE M MEPEKPUCTAIUTM30BBIBAIOT U3 alleTOHUTpHIa (Tab. 1).

1-(2,5-Audennioxcazon-4-uwi)-4-xnopnupumuaun-2(1H)-ou (5). K 10 mn POCIl; npu
10 °C u nepeMennBaHuy NPHOABISIOT M0 KarisiM 3 i IM®DA. CMech epeMenInBaoT IpH 3TOMH
temneparype 0.5 4 1 3aTeM HEOONBIIUMH MOPLUSIMU TPUOaBILIIOT 3.5 T (10 MMOJIB) coeMHEHUS
3. PeakioHHyI0 Maccy KUMATAT 7 4, pacTBOP YIApHUBAIOT B BaKyyMe BOJOCTPYWHOTO Hacoca, K
MAaCIIIHUCTOMY OCTaTKy H0O0aBIAIOT 3 MJI aOCOJNIOTHOTO AaleTOHUTpWIA. BbimaBmimidi ocanok
COEJMHEHHMS 5 MPOMBIBAIOT a0COJIIOTHBIM AllETOHUTPUIIOM, CYIIAT B BaKyyM-3Kcukarope Hax P,Os
U NIEPEKPUCTAININ30BBIBAIOT U3 a0CONIIOTHOTO alleTOHUTPUIIA.

1-(2,5-Audenniokcazon-4-wi)ypauua (6). Peakiuo OpoBOAAT MO METOIHMKE, OMUCAHHOM
Boie. [Tociae KumsueHUs B TedeHHMe 7 4 PacTBOP OXJIAKAAIOT, BHUIMBAIOT HA JIEJl, BBIIABIIUN
0caJoK ypauuiaa 6 TPOMBIBAIOT BOJOH, CyIIaT Ha BO3AYXE H IEPEKPUCTAIUIM3OBBIBAIOT H3
JTMOKCaHa.

1,3-buc(2,5-nupenninorcazon-4-ua)ypauna (7). Cmecy 3 1 (5 MMmoinb) coenunenust 4 u
20 M (250 MMOJB) THOHMIXJIOpHIA KHMATAT 2 4.  PacTBop ymapuBaioT B Bakyyme
BOJIOCTPYHHOTO HAacoca, OCTaTOK PacTHparT ¢ 10 M aleTOHUTpUIa, 00pa30BaBIIMHCS OCalOK
yparmia 7 IpOMBIBAalOT BOIOH, CyLIAT Ha BO3AYXE M IEPEKPUCTAIUIM30BBIBAIOT U3 TUOKCAHA.

1-(2,5-Tudpennioxcaszon-4-uwi)-4-RR'N-mupumuaun-2(1H)-ousi (8a—e). K pacteopy 0.5 1
(1.2 mMMmonp) coeauHeHHs 5 B 5 Mi1 abcomroTHOro OeH30/1a MPUOABIAIOT MO KAaIUIAM PacTBOP
3.6 MMOITb COOTBETCTBYIOILIETO aMUHa B 2 MJI abCOTIOTHOTO GeH307a. PeakiiMoHHyI0 cMech mepe-
MmenmBaroT 48 4 nipu 20 °C, ocanok OTQHUIBTPOBEIBAIOT, IPOMBIBAIOT BOZOH U CyIIAT Ha BO3IYXE.
Coenunennss 8a,b mepekpucTamM30BBIBAIOT W3 alleTOHA, COCAMHEHHE 8C — M3 JHOKCaHa,
a coequHeHus 8d,e — u3 Genzomna.

1,3-Buc(2,5-audennaruazon-4-nia)-4-tnoypanui (9). Cmecsd 3 1 (5 MMoIb) coennHeHus 4,
4.5 T (20 mmomb) PySs n 25 mMi aOCOMIOTHOTO JUOKCAHA KUMATAT 3 Y, NEKaHTHUPYIOT TOPSUUiA
pacTBOp C OcajKa, AUOKCaH yHapHBalOT B BaKyyMe BOJOCTPYHHOro Hacoca 1o oObema 2—3 M,
npuOaBsIoT 2-3 M 2-TIPOIaHONA, CMECh HAarpeBaloT IO KUIIEHHWS W IOCHe OXJIXKICHHS W3
pacTBOpa BBIIAIACT SIPKO-)KENTHIA 0CaJ0K THOYpaluia 9, KOTOPHI OT(QHUIBTPOBEIBAIOT, CYIIAT U
MePEeKPUCTALIU30BEIBAIOT U3 OeH30a.
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