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B3AMMO/JIEMCTBHE
2-(4-APUJITHUA30.1-2-UJ1)-3-OKCO-4-XJIOPBYTHPOHUTPUJIOB
C BTOPUYHBIMU AJIMPATUYECKUMHU AMHUHAMHU

AUMIMPOBaHUEM  4-apyil-2-IIHaHOMETHITHA30JIOB  O-XJIOPALETHIXJIOPUIOM
nonydensl 2-(4-apunTuazod-2-ui)-3-0kco-4-xmopOy THPOHUTPUITBEL.  VI3ydeHo Hx
B3aMMOJICHCTBHE ¢ BTOPUYHBIMH alu(aTHUCCKUMH aMHUHAMH, PUBOJIIEE K 00-
Pa30BaHUIO  4-THATKHIAMHHO-2-(4-apHITHA30II-2-11T1)-3-0KCOOY TUPOHUTPHIIOB,
a Tak)Ke BHYTPUMOJIEKYISIPHOE alKHUIMpOBaHHe ¢ oOpazoBanuem 3-apui-6(5H)-
OKCO-7-1iranonuppoiio[2,1-b]trazonos. BbISCHEHBI HEKOTOPHIE ACHEKTHI TayTO-
MEpUH CHHTE3UPOBAHHBIX COCANHCHUH.

KiwueBble ciioBa: 4-apui-2-1HaHOMETHITHA30JIBI, O-XJIOPALCTHIXIOPH,
2-(4-apurrnazon-2-wn)-3-okco-4-x10pOyTHpOHUTPIIIBI, 3-apuit-6(5H)-okco-7-1ma-
HOIUPPoII0[2,1-b]THa30sbI, 4-nuanKuIaMuHo- 2-(4-apuiaTuason-2-mi)-3-0Kco-
OYTUPOHUTPHUIIBL

Panee Hamu ObL1 pa3paboTtaH yaoOHBIN MeTOI cuHTe3a 2-(2-a3arerapii)-3-
OKCO-4-XJIOpOYTUPOHUTPHIIOB 1a—€ U3 COOTBETCTBYIOIIMX 2-IIMAHOMETHJIa3a-
reTeponukiioB [1-3] ¥ mokazaHo, 4TO aTOM XJOpa B COSAMHEHUSAX la—e JIerko
3aMelaeTcs Ha pa3lIndHbIe a30TCOACpIKAlINe HYKICO(PHIBl C BO3MOKHOCTBIO
nocneayroueil rereporuknnzanuy [2—6]. OnHako 3aMelieHne XJiopa B XJIOp-
NpOM3BOAHBIX 1 BTOpHYHBIMH anMM(paTHYECKUMHA aMHUHAMH IPaKTHYECKH
He u3yueHo [3]. [Ipu B3aumopeicTBuu coequHeHUd 1 ¢ BBICOKOOCHOBHBIMH
JUATIKWIIAMHUHAMH PEaKIMs MPOXOAUT HEOTHO3HAYHO: HapsAy ¢ 00pa3oBaHUEM
MPOAYKTOB 3aMEIICHHS WMEET MECTO BHYTPHMOIIEKYJSPHOE AKHIMPOBaHHUE
[0 aTOMY a30Ta TeTePOIHKINYECKOro 3amectutels ¢ otuieruienneM HCI u mo-
nydgennem 2(1H)-okco-3-nmanomuppono[1,2-a]asarereporukios 2. Ilocieaane
SIBIISIIOTCSL  €TUHCTBEHHBIMH TPOJYKTAMH, IOJy4aeMbIMH MPHU HarpeBaHUU
raJIOT€HOHUTPIIIOB 1 B BHICOKOKUIISIINX PACTBOPHUTENAX [7] WM MIpH EHCTBUH
Ha HuX ocHoBaHuii (Et;N, K,COs) [2].
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YCIIOBJICHHBIMU JIEMCTBHEM aMUHA KaK OCHOBAHUS IPU BHYTPUMOJEKYISIPHOM
IKUIIMPOBAHUM.

4- AMHUHO-3-0KCOOYTUPOHUTPHIIBI MPECTABISIFOT MHTEpeC ¢ (PapMaKoJIOTH-
yeckoil Toukn 3penus [8, 9]. 2-Drokcukap6onun- [10-13], 2-umunoni- [14]
u 2-apun3ameneHnbie [15, 16] 4-aMUHO-3-OKCOOYTHPOHUTPIIIOB HW3BECTHEI
IAaBHO, PaBHO KakK U MX OMOIOrHYecKas aKTUBHOCTh. VIMEHHO Hajinuue mocies-
HeWl CTUMYJHpPYeT CHHTE3 WX HOBBIX MPOM3BOMHBIX [17-19] B OCHOBHOM 3a cyeT
BapbUPOBaHMs B aMUHHOM 4acTH MOJEKynbl. B To ke Bpems 2-retapuizame-
IIEHHbIE 4-ANaKNIAMHHO-3-0KCOOYTHUPOHUTPHIIBI IO CHX TOp HE HM3BECTHBI.
B sToli cBsi3M mpeacTaBiseTCs aKTyallbHOM pa3paboTkKa MeTofa MOTydeHHs
2-(2-azarerapwin)-4-THATKAIAMUHO-3-0KCOOYTHPOHUTPUIIOB ~ IIyTEM  HYKJICO-
(bumpHOTO 3aMelIeHus TajoreHa B coenuHeHUsX 1. HeoOXxommMocTs HCKITIO-
YUTh HEXeJaTeJIbHOC BHYTPUMOJICKYSIPHOE AaJKWINPOBAaHHUE MPENbSBISET
cieayromye TpeOOBaHUA K CBOHCTBAM I'€TEPOLUKIMYECKOIO 3aMECTUTEISI: €ro
aTOM a30Ta JOJDKEH OBITh 10 BO3MOXXHOCTH MAJIOOCHOBEH H/MJIHM NPOCTPaH-
CTBEHHO 3aTpyaHeH. C y4eToM 3TOro B KauecTBE UCXOIHBIX FaJIOTCHOHUTPUIIOB
HaMH ObUTH BbIOpaHbl 2-(4-apuiTHa30i-2-1)-3-0KCO-4-XI0pOy TUPOHUTPHIIBI
3-5, TIOCKOJIBKY OHHU YAOBJIETBOPSIOT yKa3aHHBIM TpeOOBaHWSIM, a HEOOXOu-
MBIE JUTS X TOJTyYCHHUs 4-apuii-2-IHaHOMETHIITHA30I1bI 68 mocTymHsl [20—-22].

lamorenonnTpuner 3-5 ObuTH cuHTE3WpOBaHBI C-allMIMPOBAHWEM ITHAHO-
METHJITHA30JI0B 6—8 o-XopaueTmixjaopuaoM. Peakuus nmpoBoamnace B JUOK-
CaHe C MCIIOJIb30BAHUEM NUPHUIMHA B KAU€CTBE OCHOBAHMS; BBIXOJbI COCIAHMHE-
Huit 3-5 cocraBmsmu 60-90%. Ux crpykTypa Obula MOATBEpXKACHA aHAIU-
THYECKUMH U CIEKTPaIbHBIMU NaHHBIMU (Tabm. 1, 2). CoriacHO MOCIETHUM,
ranoreHoHuTpuibl 3-5 cymectByioT B NH-tayromeproit dopme c BHyTpH-
MOJIEKYJIApHOI BOAOpoaHOHN cBsA3bl0. Tak, B ux MK cnekTpax mpuUCyTCTBYyET
WHTEHCHBHASA TII0JIOCA BAJICHTHBIX KOJICOAHWH COMPSIKEHHONH HHUTPUIBHON
rpymmnsl B obnactn 2180-2195 cM ', Cpejsss Mo MHTEHCHBHOCTH II0JIOCA
BAllCHTHBIX Konebammii cBssu NH maGmomaercs B obmact 3130-3150 cm .
B criektpax SAMP 'H coenunennii 3-5, 3anucaHHBIX B JIMCO-dg, nabmrona-
FOTCS IBYXIIPOTOHHBIN CHHTIIET METHIIEHOBOM rpymibl B oomactu 4.50-4.45 m. 1.
U OJHOMPOTOHHBIN CUHIJIET IpH 7.61-7.58 M. A., COOTBETCTBYIOIIMHA MPOTOHY
B IIOJIOKEHUH 5 THA30J1bHOr0 HuKia. [I0CKONbKY XenaTupoBaHHbIM IPOTOH NPHU
aToMe a30Ta IpEeTEepIeBaeT AE33KPAHUPYIOIIME BO3JIEHCTBUS KapOOHWIBHON
IPYIIB U TETEPOLUKIMYECKOr0 SApa, €ro CUrHasl HabJIroaeTcs B ¢1aboM moJje
npu 13.50-12.90 M. 1. B BUJe YIIUPEHHOTO OAHONPOTOHHOI'O CUHIJIETA, HCUe-
3aromero mpu gpobaeneHun D,0. Ilporonsr 3amectutens R pe3oHHpYOT
B XapaKTEPHBIX AJIS1 HUX 00IacTsIX.

[Ipu meicTBUM ABYKPAaTHOrO M30BITKa BTOPUYHOIO anu(aTHIecKOro aMuHa
Ha raJlOTeHOHUTPWIBI 3-5 B JIMOKCAHe ObUTH MOTyYeHbI 2-(4-apuiTuaszon-2-mi)-
4-nuankunamMuHo-3-okcobytuponurpuwisl - 9e—g,i,j,I-o,u, 10a—c,f,h—p,t—w,
1la-e,9,j-m,0-u,w ¢ Bbixogom 60-80%. OOpa3oBaHHs MPOIYKTOB BHYTpPH-
MOJIEKYJISIPHOTO ankuwinpoBanus 12, 13 npu 3ToM He HaOII0AaI0Ch.
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XapaKTepucTnKn CHHTE3MPOBAHHBIX coeIMHEeH Uil

Tadonuma 1

Haiineno, %

Coenu- Bpyrro-dopmyna Beruncieno, % T. ., Brxox, %
HEeHue °C
N S Cl
1 2 3 4 5 6 7

3 C13H9CIN,0S 10.05 11.64 12.93 173 66
10.12 11.59 12.81

4 C13HsCIN20S 8.93 10.28 22.84 211 73
9.00 10.30 22.79

5 C13HsBrCIN,0S 7.89 9.00 196 92
7.88 9.02

9e Cas5H25N30S 10.05 7.78 286 74
10.11 7.72

of C24H24N40S 13.51 7.69 276 70
13.45 7.70

99 C18H21N30S 12.84 9.82 218 62
12.83 9.79

9i Cas5H35N30S 9.88 7.59 155 64
9.87 7.53

9j C21H27N30S 11.30 8.63 221 75
11,37 8.68

9l C24H24N405S 12.91 7.46 230 64
12.95 7.41

9Im C19H20N4025 LlS w 270 71
15.21 8.70

9n C23H21FN4OS % @ 238 79
13.32 7.62

90 C21H23N3035 M ﬂ 195 68
10.57 8.07

9u ConnggOS LSZ w 236 71
11.89 9.07

10a C19H22CIN30OS 11.12 8.61 9.40 216 60
11.18 8.53 9.43

10b C1gH18CIN3OS 11.74 8.87 9.87 291 74
11.68 8.91 9.85

10c C17H16CIN3OS 12.11 9.33 10.21 284 69
12.15 9.27 10.25

10f C24H23CIN4OS 12.48 7.08 791 231 59
12.42 7.11 7.86

10h Ca3H30CIN3OS 9.80 7.49 8.22 233 77
9.73 7.42 8.21

10i C25H34CIN3OS 9.12 6.92 7.74 209 70
9.13 6.97 7.71

10j C21H26CIN3OS 10.42 7.99 7.80 223 68
10.40 7.94 7.78

10k Ca5H25CIN4O,S 11.69 6.62 7.33 204 62
11.65 6.67 7.37

101 C24H23CIN4O,S 11.94 6.84 7.62 241 74
12.00 6.87 7.59

10m 019H19C|N4OZS LO]. & w 269 71
13.91 7.96 8.80

10n ngHzoC'FN4OS % 711 7.74 250 78
12.31 7.05 7.79

100 Cle22C|N303S w m w 210 70
9.73 7.39 8.21

10p C3oH27CIN4OS 10.61 6.01 6.76 219 64
10.63 6.08 6.73

10t C23H21CIN4OS 12.86 7.29 8.09 241 75
12.82 7.34 8.11

10u C20H22CIN30S 10.86 8.24 9.19 >300 71
10.83 8.27 9.14

10v C20H22C|N305 loj @ w 173 73
10.83 8.27 9.14

10w C20H22CIN30S 10.88 8.21 9.13 240 69
10.83 8.27 9.14
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OxoHYaHue Tadbauusl 1

1 2 3 4 5 6 7

1lla C19H22BrNz0OS 9.98 7.62 18.97 213 75
10.00 7.63 19.01

11b C18H18BrNzOS 10.41 7.96 19.81 302 74
10.39 7.93 19.76

11c C17H16BrNzOS 10.74 8.21 20.45 271 78
10.77 8.22 20.47

11d C17H16BrNzO2S 10.39 7.93 19.68 245 79
10.34 7.89 19.67

1le Cas5H24BrNzOS 8.48 6.51 16.14 281 71
8.50 6.48 16.16

119 C18H20BrNzOS 10.32 7.84 19.65 234 77
10.34 7.89 19.66

11j C21H26BrNzOS 9.35 7.12 17.85 213 77
9.37 7.15 17.82

11k CasH2sBrN4O2S 10.65 6.13 15.18 221 75
10.66 6.10 15.21

111 C24HngrN4OZS M ﬂ LSQ 252 74
10.95 6.27 15.62

11m C19ngBrN4OQS @ m LBQ 269 74
12.52 7.17 17.86

110 Cz]_szBngOgS w M M 212 76
8.82 6.73 16.77

11p C3oH27BrN4OS m w LOZ 244 70
9.80 5.61 13.98

11q C22H18BrN3OS w 711 LSQ 275 71
9.29 7.09 17.66

11r Ci9H21BrN4OS w 7.45 M 263 75
12.93 7.40 18.44

11s Ci1sH19BrN4OS @ @ w 278 64
13.36 7.65 19.05

11t C23H21BrN4OS M w w 276 70
11.64 6.66 16.60

11u C20H22BrNsOS 9.70 7.41 18.40 >300 70
9.72 7.42 18.48

11w C20H22BrN3OS w m M 238 76
9.72 7.42 18.48

B ornmume ot MCXOAHBIX TAIOTEHOHUTPHIIOB 3—5, it aMHHOHUTpUIIOB 9-11
Hapsany ¢ CH-tayTomepoM A BO3MOXKHO CYLIECTBOBAHHUE YK€ IBYX TayTOMeEp-
HBIX (opM C BHyTpUMOJIEKYJIsipHOW BomopoaHoil cBs3pto B m C. Kak u B
npebyIeM ciaydae, i B VK, vu B ciektpax SIMP 'H coenmnennit 9-11 e
Ha0JI01aeTCs CUTHAIOB TayTOMEPHOH (POPMBI A, YTO MO3BOJIAET UCKIIOUHUTH €€
CyIIEeCTBOBaHHWE KaK B JKUAKOW, Tak W TBepaod ¢aszax. B MK cmekrpax
aMMHOHUTpWIOB 9-11 npUCYTCTBYIOT MHTEHCHBHAsl I10JI0Ca BaJCHTHBIX
KoseGaHuil CONMPSIKEHHOM HUTPHIBHON rpymmsl B obnactn 2180-2200 cm
W CpeHAs 10 MHTEHCHBHOCTH IOJOCa BaJCHTHBIX KoyeObanuil rpymnmsr NH
B o6macti 3140-3160 cm ', Takue JaHHbIE COOTBETCTBYIOT Kak dopme B, Tak
u popme C, mo3TOMYy Ha MX OCHOBAaHMHM HEBO3MOXHO CHENaTh 3aKJIIOUYEHHUE
o cootHomeHnn TayromepoB B u C B TBepoii asze.

Cnexrpst SIMP 'H no3sonsor nonarats, uto 8 JIMCO-0s aMUHOHHTPHIBI
9-11 cymectByroT B TayroMepHOoi dopme C. Tak, curaais oOMeHHBaIOLIETOCs
nporona HaGmonaercs B crnektpax SIMP 'H coemumennmii 9-11 B Buze
YIIUPEHHOTO OAHONPOTOHHOrO cHHIIeTa B objactu 9.80-9.08 m. 1., uro Ha
3.5-4.0 M. a. MeHbIIIe, YeM B UCXOIHBIX XJopHUTpHiIax 3—5. Ilpu nepexone ot
coeauHeHunid 3-5 k TayromepHo# popme B amuHoHuTpHIIOB 9-11 CTpYKTYpHBIHA
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Tabnuma 2

Cnektpsl SIMP 'H CHHTE3UPOBAHHBIX COeIMHEHUH

Coepu- 8, M. 1., KCCB, J (T'n)
HEHHEC
1 2

3 13.05 (1H, ¢, NH); 7.78 2H, x1. 1, J = 7.0, J = 2.0, 2~ 1 6'-HR); 7.58-7.47 (4H, m, 3'-, 4",
5'-Hg + S-CH=); 4.50 (2H, ¢, CH)

4 12.95 (1H, ¢, NH); 7.83 (2H, 11, J = 8.5, 2'- i1 6'-Hg); 7.60+7.55 (3H, c+1, J = 8.5,
S-CH= + 3" u 5'-Hg); 4.47 (2H, ¢, CH)

5 13.42 (1H, ¢, NH); 7.71 (4H, uckas. ¢, Hr); 7.61 (1H, ¢, S-CH=); 4.49 (2H, ¢, CHy)

% 9.48 (1H, yur. ¢, NH); 7.92 2H, 1. 1, J = 8.0, J = 2.0, 2'- u 6'-Hg); 7.49-7.18 (9H, m,

S—CH= + 3'-, 4'-, 5'-Hgr + Hpp); 4.14 (2H, ¢, C(O)CH2N); 3.40 (2H, m, N(CHy); 3.10 (2H, m,
NCHy); 2.31 (2H, x, J = 6.0, CHyPh); 1.74 (5H, m, -CH(CH>)2)

of 9.18 (1H, yur ¢, NH); 7.93 2H, 1. 1, J =7.5,J = 1.5, 2’- u 6'-HR); 7.34 (9H, M,

S-CH= +3'-, 4'-, 5'-Hgr + Hpp); 4.19 (2H, ¢, C(O)CH2N); 3.67 (2H, ¢, NCHPh); 3.33 (4H,
T,J =5.0, N(CH2)2); 2.78 (4H, 1, J = 5.0, N(CHz)2)

99 9.30 (1H, yur ¢, NH); 7.92 2H, 1. 1, J = 8.0, = 2.0, 2'- u 6'-HR); 7.37 (4H, m,

S-CH=+ 3'-, 4'-, 5'-Hg); 4.16 (2H, ¢, C(O)CH:zN); 3.09 (2H, 1, J = 7.0, NCH); 2.80 (3H,
C, NCHg); 1.65 (2H, M, NCHZC_HZ); 131 (2H, M, C_HgCHg); 0.90 (3H, T,J =9.0, CHQC_Hg)
9i 9.10 (1H, ymur. ¢, NH); 7.92 (2H, 1. 1, J = 8.0, J = 1.5, 2'- u 6'-HR); 7.47+7.37 (4H, c+m,
S-CH= + 3'-, 4'-, 5'-HR); 4.14 (2H, ¢, C(O)CH2N); 3.09 (4H, uckax. T, J = 5.0, N(CH2)2);
1.62 (4H, m, N(CH2CH>)); 1.25 (12H, yur. nckax. ¢, 2(CHy)s—CHs); 0.86 (6H, T, J = 6.0,
2CHs3)

9j 9.13 (1H, wmp. ¢, NH); 7.91 2H, a. 1, J = 8.0, J = 1.5, 2'- u 6'-HR); 7.47+7.37 (4H, c+m,
S-CH= + 3'-, 4'-, 5'-HR); 4.16 (2H, ¢, C(O)CH2N); 3.12 (4H, 1, J = 7.5, NCH>); 1.64 (4H,
M, N(CH2CH>),); 1.29 (4H, m, 2CH,CHj); 0.90 (6H, , J = 7.0, 2CHs)

9l 9.33 (1H, yur ¢, NH); 7.93 2H, 0. 1, J = 8.0, = 1.5, 2'- u 6'-HR); 7.44 (4H, m,

S-CH= + 3'-, 4'-, 5'-HR); 6.99 (4H, M, Ho-genuren); 4.32 (2H, ¢, C(O)CH:N); 3.80 (3H, c,
OCHpg); 3.45 (4H, uckax. T, N(CH.)2); 3.32 (4H, uckax. T, N(CH2)2)

9m 9.35 (1H, ym. ¢, NH...O); 7.92 (2H, x. 1, J = 8.0, J = 1.5, 2'- u 6’-Hg); 7.50-7.26 (5H, m,
S-CH= + 3'-, 4'-, 5'-Hg + NHaum); 6.91 (1H, yur. ¢, NHayumw); 4.17 (2H, ¢, C(O)CH2N);
3.48 (2H, m, NCHy); 3.14 (2H, m, NCH>); 2.32 (1H, m, >CH-CO); 1.92 (4H, M,

CH,),CH-)

9n 9.15 (1H, ym. ¢, NH); 7.93 (2H, 1 1, J = 7.5, J = 1.5, 2'- u 6'-Hg); 7.50-7.05 (8H, v,
S-CH= + 3, 4", 5'-Hg + Hoemuen); 4.32 (2H, ¢, C(O)CHaN); 3.42 (8H, 1pa meka. T,
2N(CHy)2)

9% 9.41 (1H, yur. ¢, NH); 7.93 (2H, 1. 1, = 8.0, J = 1.5, 2~ u 6'-Hg); 7.39 (4H, w,

S-CH= + 3'-, 4'-, 5'-HR); 4.25 + 4.14 (4H, c+xB, J = 8.5, C(O)CH2N + OCH,); 3.64-3.02
(5H, M, -CH>-N-CH,-CH-CO); 1.92 (4H, M, >CHCH,CH,); 1.22 (3H, T, J = 8.5, CH3)

9u 9.20 (1H, ymr. ¢, NH); 7.92 2H, 1. 1, J1 = 7.5, J, = 1.5, 2'-, 6'-HR); 7.45+7.33 (4H, c+m,
S-CH= + 3'-5'-,4'-HR); 4.10 (2H, ¢, C(O)CH2N); 3.15 (1H, m, N-CH<); 2.75 (3H, c,
NCHj3); 2.00-1.28 (10H, m, (CH2)s)

10a 9.13 (1H, ymu. ¢, NH); 7.94 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.52+7.45 (3H, c+x1, J = 8.5,
S-CH= + 3'- u 5'-HgR); 4.15 (2H, ¢, C(O)CH2N); 3.09 (4H, 1, J = 9.5, N(CH,),); 1.66 (4H,
M, 2CH,CHg); 0.90 (6H, T, J = 8.5, 2CH3)

10b 9.27 (1H, yi. ¢, NH); 7.94 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.45 (3H, c+x, J = 8.5,
S-CH= + 3'- u 5'-Hg); 4.14 (2H, ¢, C(O)CH:N); 3.10 (~4H, nckasx. T, N(CHz)2); 1.76 (6H,
M, (CHz)s)

10c 9.73 (1H, ym. ¢, NH); 7.94 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.50+7.44 (3H, c+x, J = 8.5,

S—CH= + 3'- 1 5'-Hg); 4.29 (2H, ¢, C(O)CH,N): 3.33 (4H, 7, J = 5.0, N(CH,),): 1.95 (4H, ,
J=5.0, (CHz)z)

10f 9.20 (1H, yu. ¢, NH): 7.94 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.50+7.45+7.35 (8H, c+x

(J = 8.5)+c, S-CH=+ 3'- 1 5'-Hgr + Hpn); 4.20 (2H, ¢, C(O)CH2N); 3.65 (2H, ¢, NCH,Ph);
3.32 (4H, 1, J = 5.0, N(CHy)); 2.78 (4H, 1, J = 5.0, N(CH>)2)

10h 9.10 (1H, ymr. ¢, NH); 7.95 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.53+7.45 (3H, c+x, J = 8.5,
S—CH= + 3" u 5'-HR); 4.14 (2H, ¢, C(O)CH;N); 3.13 (4H, nckax. 1, J = 5.0, N(CHa)):
1.56 (6H, M, 2CH,—CH<); 0.89 (12H, 1, J = 6.0, 4CHs)

10i 9.08 (1H, yur. ¢, NH); 7.93 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.50+7.44 (3H, c+x, J = 8.5,
S-CH= + 3'- u 5'-Hg); 4.15 (2H, ¢, C(O)CH2N); 3.10 (4H, uckax. T, J = 7.0, N(CH.)2);
1.61 (4H, m, N(CH2CHy)); 1.27 (12H, yur. nckax. ¢, 2(CHy)s—CHs); 0.86 (6H, T, J = 6.0,
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10j 9.08 (1H, yuw. ¢, NH); 7.94 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.52+7.45 (3H, c+1, J = 8.5,
S—CH=+ 3'- u 5'-HR); 4.15 (2H, ¢, C(O)CH2N); 3.11 (4H, 1, J = 7.5, N(CHy)2); 1.62 (4H,
M, N(CH2CH,)2); 1.31 (4H, m, (CH2CHs)2); 0.90 (6H, 1, J = 7.5, 2CHs)

10k 9.10 (1H, ymr. ¢, NH); 7.95 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.52+7.46 (3H, c+x, J = 8.5,
S-CH= + 3~ 11 5"-Hr); 6.94 (4H, M, Ho-pemmnen); 4.32 (2H, ¢, C(O)CHN); 4.03 (2H, ks,
J=9.0, OCHy); 3.44-3.10 (8H, M, N(CH2CH3)2N); 1.36 (3H, T, J = 9.0, CH3)

101 9.60 (1H, yuw. ¢, NH); 7.95 (2H, 1, J = 8.5, 2'- 1 6'-Hg); 7.52+7.44 (3H, c+x, J = 8.5,
S-CH=+ 3'- u 5'-HR); 6.97 (4H, nckax. kB, Ho-genunen); 4.32 (2H, ¢, C(O)CH:2N); 3.80 (3H,
¢, OCHs): 3.40 (8H, M, N(CH,CHz)2N)

10m 9.40 (1H, ym. ¢, NH...0); 7.94 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.52+7.46+7.39 (4H, c+x

(3 = 8.5)+ym. ¢, S-CH= + 3 1 5'-Hg + NHaws); 6.91 (LH, yir. ¢, NHauu): 4.18 (2H, c,
C(O)CH2N); 3.43 (2H, m, NCHy); 3.10 (2H, m, NCHy); 2.33 (1H, m, >CH-CO); 1.92 (4H,
M, (CjZ)ZCH_)

10n 9.70 (1H, yu. ¢, NH); 7.93 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.52+7.46 (3H, c+xn, J = 8.5,
S-CH=+ 3'- u 5'-HR); 7.12 (4H, M, Ho-gennnen); 4.33 (2H, ¢, C(O)CH2N); 3.41 (8H, nckax.
C, N(CHZ CHz)zN)

100 9.45 (1H, ym. ¢, NH); 7.93 (2H, n, J = 8.5, 2'- u 6'-Hg); 7.51+7.45 (3H, ctn, J = 8.5, S—
CH=+3'-u 5'-HR); 4.23 + 4.12 (4H, c+ks, J = 8.0, C(O)CH2N + OCHy); 3.67-3.11 (5H, m,
—CH2-N-CH2>-CH-CO); 1.90 (4H, m, >CHCH,CHy); 1.22 (3H, T, J = 8.0, CH3)

10p 9.33 (1H, yur ¢, NH); 7.92 (2H, 1, J = 8.0, 2- u 6'-HRg); 7.35 (13H, m, 3'-, 5'-Hg + S-CH= + Phy);
4.51 (1H, ¢, Ph,CH); 4.21 (2H, ¢, C(O)CH2N); 3.33 (4H, T, J = 5.0, N(CHy),); 2.65 (4H, T,
J=5.0, N(CHz)z)

10t 9.36 (1H, ymr. ¢, NH); 7.93 (2H, x, J = 8.0, 2'- u 6'-HR); 7.50-7.20 (5H, M, S-CH=+3'-u
5'-Hg + 3'- u 5'-Hpr); 6.93 (3H, m, 2'-, 4"~ 6'-Hpr): 4.29 (2H, ¢, C(O)CHN); 3.36 (8H,
uckax. ¢, N(CH2CH2)2N)

10u 9.30 (1H, yu. ¢, NH); 7.93 (2H, 1, J = 8.0, 2'- u 6'-HR); 7.47+7.43 (3H, c+x1, J = 8.0,
S-CH= + 3'- u 5'-HR); 4.09 (3H, ¢, uckax. C(O)CHzN + N-CH<); 2.76 (3H, ¢, NCHj3);
1.91-1.00 (10H, m, (CHa)s)

10v 9.28 (1H, ymr. ¢, NH); 7.93 (2H, 1, J = 9.0, 2'- u 6'-Hg); 7.51+7.45 (3H, ¢+x, J = 9.0,
S-CH= + 3'- u 5'-HR); 4.06 (3H, c, uckax. C(O)CH2N + N-CH<); 3.36 2H, 1, J = 5.0,
NCHy); 1.73 (8H, m, (CHy)3 + CH,CHg); 0.89 (3H, T, CHs)

10w 9.15 (1H, ymr. ¢, NH); 7.92 (2H, 1, J = 9.0, 2'- u 6'-HR); 7.49+7.44 (3H, ctn, J = 9.0,
S—CH= + 3'- u 5'-HR); 4.14 (2H, ¢, C(O)CH2N); 3.33 (4H, m, N(CH2)2); 2.01 (4H, m,
CH3(CH<),); 0.87 (6H, 1, J = 7.5, 2CHj3)

1la 931 (1H, ymr. ¢, NH); 7.97 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.55 (2H, 1, J = 8.5, 3"~ 1t 5'-Hg);
7.43 (1H, ¢, S-CH=); 4.22 (2H, ¢, C(O)CH2N); 3.43 (4H, T, J = 8.0, N(CH>)2); 1.86 (4H, m,
CH,CHa); 1.02 (6H, T, J = 10.0, 2CH3)

11b 9.40 (1H, yu. ¢, NH); 7.89 (2H, 1, J = 10.0, 2'- u 6'-Hg); 7.57+7.53 (3H, a (J = 10.0)+c, 3'-
u 5'-Hg + S-CH=); 4.14 (2H, ¢, C(O)CH2N); 3.06 (4H, uckax. T, N(CH2)2); 1.75 (6H, M,
(CHz)s)

1lic 9.80 (1H, yur. ¢, NH); 7.88 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.57+7.53 (3H, n (J = 8.5)+c, 3'- u

5'-Hg + S-CH=); 4.30 (2H, ¢, C(O)CH2N); 3.33 (4H, nckax. T, J = 6.0, N(CHy),); 1.93
(4H, 1, J = 6.0, (CHy)2)

11d 9.52 (1H, ym. ¢, NH); 7.89 (2H, 1, J = 9.0, 2'- u 6'-Hg); 7.56+7.50 (3H, 1 (J = 9.0)+c, 3'- u
5'-Hg + S—-CH=); 4.24 (2H, ¢, C(O)CH2N); 3.87 (4H, T, J = 5.0, O(CHy)2); 3.33 (4H, T,
J=5.0, N(CHz)z)

1le 9.10 (1H, ym. ¢, NH); 7.88 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.58+7.49 (3H, 1 (J = 8.5)+C, 3'- u
5'-Hg + S—CH=); 7.24 (5H, M, Hpn); 3.95 (2H, ¢, C(O)CH,N); 3.33 (4H, m, N(CHy),); 2.85
(2H, 1, J = 10.0, CH2Ph); 1.63 (5H, M, ~CH(CH>)y)

11g 9,39 (1H, ymr. ¢, NH); 7.88 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.60+7.54 (3H, 1 (J = 8.5)+c, 3'- u
5-Hg + S-CH=); 4.17 (2H, ¢, C(O)CH,N); 3.09 (2H, 7, J = 11.0, NCHy); 2.80 (3H, c,
NCHa); 1.64 (2H, M, NCH2CHy); 1.31 (2H, M, CH>CH3); 0.90 (3H, T, J = 7.5, CH,CHa)

11j 9.18 (1H, ym. ¢, NH); 7.95 (2H, 1, J = 10.0, 2'- u 6'-Hg); 7.56 (2H, 1, J = 10.0, 3'- u 5'-
HRr); 7.42 (1H, ¢, S-CH=); 4.22 (2H, ¢, C(O)CH:N); 3.47 (4H, 1, J = 9.5, N(CH.),); 1.86
(4H, M, N(CH2CHy)y); 1.44 (4H, M, 2CH,CH3); 0.95 (6H, T, J = 8.0, 2CH3)

11k 9.15 (1H, ym. ¢, NH); 7.97 (2H, n, J = 8.5, 2'- u 6'-HR); 7.56 (2H, 1, J = 8.5, 3'- u 5'-Hg);
7.43 (1H, ¢, S=CH=); 7.00 (4H, M, Ho-pemmen); 4.36 (2H, ¢, C(O)CH,N); 4.11 (2H, kB,

J =7.0, OCHy); 3.78+3.63 (8H, mpa T, J; = Jo = 5.0, N(CH2CH,),N); 1.43 (3H, 1, J = 7.0,

1107



CHa)

OkoHuyaHue TabIuIbl 2

1 2

11l 9.50 (1H, ym. ¢, NH); 7.95 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.56 (2H, 1, J = 8.5, 3'- u 5'-HR);
7.41 (1H, ¢, S-CH=); 7.02 (4H, M, Ho-pemmren); 4.34 (2H, c, C(O)CHN); 3.89 (3H, c,
OCH3); 3.75 (4H, 1, J = 6.0, N(CH>)2); 3.57 (4H, 1, J = 6.0, N(CH,)2)

11m 9.60 (1H, yur. ¢, NH); 7.88 (2H, 1, J = 8.0, 2'- u 6'-Hg); 7.53 (4H, v, S-CH=+3"-5'-Hg +
NHayu); 6.91 (1H, yur. ¢, NHayuw); 4.18 (2H, ¢, C(O)CH2N); 3.44 (4H, m, N(CHy)y); 2.34
(1H, M, >CH-CO); 1.92 (4H, M, (CH2).,CH-)

110 9.25 (1H, yur. ¢, NH); 7.96 2H, 1, J = 90, 2'- u 6'-HR); 7.54 (2H, 1, J = 9.0, 3'- u 5'-HR);
7.43 (1H, ¢, S-CH=); 4.26 + 4.20 (4H, c+xs, J = 9.0, C(O)CH;N + OCHy); 3.80-3.50 (5H,
M, ~CH~N—-CH,-CH-CO); 1.90 (4H, m, >CHCH,CHy); 1.27 (3H, T, J = 9.0, CHy)

11p 9.33 (1H, yur. ¢, NH); 7.87 2H, 1, J = 9.0, 2'- u 6'-HR); 7.62-7.20 (13H, m, 3'-5'-Hg + S-CH=+
Hpna); 4.52 (1H, ¢, PhoCH); 4.20 (2H, ¢, C(O)CH2N); 3.33 (4H, 1, J = 5.0, N(CH>)2); 2.65
(4H, 1,3 =5.0, N(CH,),)

11q 9.27 (1H, ym. ¢, NH); 7.96 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.54 (2H, 1, J = 8.5, 3'- u 5'-HR);
7.42+7.33 (5H, c+M, S-CH= + Ho-pemmren); 4.75 (2H, ¢, ArCHN); 4.38 (2H, ¢, C(O)CH;N);
3.92 (2H, 1, J = 6.0, NCH,CHy); 3.41 (2H, 7, J = 6.0, NCH,CH),)

11r 9.45 (1H, ym. ¢, NH); 7.88 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.56+7.48 (3H, 1 (J = 8.5)+¢, 3'- u
5'-Hg + S—-CH=); 3.95 (2H, ¢, C(O)CHN); 3.17 (4H, r, J = 5.0, N(CH>),); 2.91 (4H, T,
J=5.0, N(CH2)2); 2.85 (2H, k8, J = 6.0, NCH,CH3); 1.07 (3H, T, J = 6.0, CH3)

11s 9.29 (1H, ym. ¢, NH); 7.88 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.58 (2H, 1, J = 8.5, 3'- u 5'-HR);
7.42 (1H, ¢, S-CH=); 3.98 (2H, ¢, C(O)CH2N); 3.64 (3H, ¢, NCH3); 3.33 (4H, 1, J = 5.0,
N(CHz)z); 291 (4H, 1,J =5.0, N(CHz)z)

11t 9.15 (1H, ym. ¢, NH); 7.87 (2H, 1, J = 8.5, 2'- u 6'-HR); 7.56+7.48 (3H, 1 (J = 8.5)+¢, 3'- u
5'-Hg + S—-CH=); 7.27 (2H, 1. 1, J = 7.5, 1 = 8.5, 3'-, 5'-Hpp); 6.94 (3H, M, J = 7.5, = 8.5,
2'-, &'-, 6'-Hpr); 4.28 (2H, ¢, C(O)CH2N); 3.47 (8H, uckax. ¢, N(CH2CH,)2N)

11u 9.20 (1H, ym. ¢, NH); 7.86 (2H, 1, J = 8.5, 2'- u 6'-Hg); 7.58 (2H, 1, J = 8.5, 3'- u 5'-HR);
7.48 (1H, ¢, S-CH=); 4.10 (3H, c, nckax. C(O)CH2N + N-CH<); 2.76 (3H, ¢, NCHy);
2.00-1.32 (10H, m, (CHy)s)

11w 9.40 (1H, ym. ¢, NH); 7.87 (2H, 1, J = 9.0, 2'- u 6'-HR); 7.57+7.50 3H, 1 (J = 9.0)+¢, 3'- u
5-Hr + S-CH=); 4.14 (2H, c, C(O)CH;N); 3.23 (4H, m, N(CHp),); 1.94 (4H, M,
CH2(CH<)); 0.87 (6H, 1, J = 7.5, 2CH3)

12 7.81 (2H, 1, J = 8.0, 2', 6'-Hg); 7.60+7.54 (3H, c+n, J = 8.0, 2-H + 3',5'-Hg); 4.48 (2H, c,
CHy)

13 779 2H, 1, J = 8.0, 2/, 6'-Hg); 7.58+7.55 (3H, ctx, J = 8.0, 2-H + 3' 5'-Hg); 4.41 (2H, c,
CHy)

(parMeHT MIECTUYIICHHOTO XEIaTHOTO IMKJIa COXpaHseTcs, a 3aMeHa XJIopa Ha
AMHUHOTPYIITYy HE MOXET CIYXHTh MPUYMHOW CTOJh 3HAYUTEIHHOTO JUamar-
HUTHOTO cjBura. Ecim sxe mpuHsTh BO BHUMaHue TayToMepHy dopmy C, To
MpHpOJIa TUAMarHUTHOTO CMEIIEHNs CTAHOBHUTCSA JIETKO 00bsacHuMa. Tak, oOpa-
30BaHHE BHYTPHMOIIEKYJSIPHOW BOJOPOJIHOW CBSI3M C y4acTHEM aroMma a3oTa
JTUATTKWIAMHUHOTPYIIBL  (PUKCUPYET JK3OIUKIMYECKYI0 OPHEHTAIUI0 Kap0o-
HWIGHOW TPYIIBI, B pe3yJbTaTe Yero XeJaTHPOBaHHBIH MPOTOH YXKe HE HaxO-
JITCS B 30HE €€ JIe3PKPAHUPYIOIIETro BO3IEHCTBUSL.

O6paszoBaHue BOJIOPOTHOMN CBSI3H 32 CUET HEMOJICICHHOM AIIEKTPOHHOM Maphl
aToMma a3oTa AHaIKHUIAMHHOTPYIIBI HECKOJIBKO MOHMKAET SJIEKTPOHHYIO IJIOT-
HOCTh Ha HEM, YTO JOJDKHO MPHUBOJNTH K HEKOTOPOMY YBEJIIMYEHHUIO €0 OTPH-
[ATETTLHOTO MHIYKTUBHOTO A(¢deKTa M, KaK CIEJCTBUE, K JOMOIHUTEIHbHOMY
TapaMarHUTHOMY CIBUTY CHTHAJIOB O-TIPOTOHOB 3amecTtutenei R’ u R". Jlei-
CTBHUTEJILHO, O-BOJOPOHBIE aTOMbI 3amectutesield R’ u R” B coenmunenmsx 9-11
pesorupyroT Ha 0.20-0.55 M. 1. B Ooee cirabbIX TOJSAX, YEM TE XK€ aTOMBI B
ucxoaupix aMmpHax HNR'R", uTo moaTBeprkaaeT NpeanosioKeHHe O mpeodiia-
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JaHuu B pactBope TayTroMepHod ¢opmbl C. B 3Tom oTHOmeHWu Hambolee
uHpopMaTuBHbL criektpsl SIMP 'H 2-(4-apuntrason-2-win)-4-(4-Gemsmmmie-
pasuno)-3-okcooytuporutpuios 9f, 10f. B tayromepnoii dpopme B coemume-
Huit 9f, 10f nunepasuHOBOE KOJBIO CUMMETPHYHO, K 000MM €ro aToMaM a3o0Ta
[IPUCOEIVHEHB! AJKWIBHBIE 3aMECTHTENIN CO CXOTHBIMHU 3JICKTPOHHBIMU CBOM-
CTBAMU H, CJIEA0BATEIbHO, MAaTHUTHOE OKPY>KCHHE IPOTOHOB B MOJOXCHUAX 2
(6) m 3 (5) nmumepa3zwHOBOTO ITUKJIA PA3IMYACTCsl HE3HAUUTEIHHO, YTO IT03BO-
JSIeT OKUAATh ONM3KUX 3HAYCHUH MX XMMHUYECKHX caBuros. Hampotus, B Tay-
tomepe C ammuonntpuinoB 9f, 10f cpoiicTBa aToMOB a30Ta IHIIEPa3MHOBOTO
(parmMeHTa pa3nudHbl, TaK KaK OAWH U3 HUX BOBJICUYEH B 00pa3oBaHUE BOLOPO-
HOM cBs13u. BenencTsue 3Toro pasnuyHo U MarHUTHOE OKPYKEHHE YIOMSHYTHIX
IIPOTOHOB, ¥ OHU JOJDKHBI PE30HUPOBATh IPHU pa3HbIX BennuuHax O. Ha mpak-
tuke B criekrpax SIMP 'H coenunennii 9f, 10f curHamel IpOTOHOB mHMepasn-
HOBOTO KOJblla HAOMIONAIOTCSI B BUAE ABYX YETBIPEXIPOTOHHBIX CIHHOBO
CBS3aHHBIX TpUIIeTOB pu 3.33 1 2.78 M. a. Paznuuue B 0.55 M. 1. 0OIHO3HAYHO
CBHUIETENLCTBYET B MONb3Yy TayToMepHOH (opmbl C. AHanmormyHas HEIKBHBA-
JIEGHTHOCTb MIPOTOHOB MHUIIEPA3MHOBOIO LUKJIA MPOSIBISIETCS U B criekTpax SIMP
'"H 2-(4-apuntnazon-2-un)-4-(4-anKuimunepasnuHo)-3-0Kkco6y THPOHUTPUIIOB
11p,r,s.

Tono’KeHHe CUIHATIOB OCTalbHBIX MPOTOHOB B crekTpax IMP 'H amumno-
HUTpwiIoB 9-11 aHANOTWYHO WX IOJOKEHHWIO B MCXOJHBIX COSHUHEHHAX 3—5.
Hcknrouenne cocTapisieT JUILb BYXIPOTOHHBIH CHHIJIET OKCOMETHIIEHOBOTO
(parmenTa, KOTOpHIN 11 coenuHeHnit 9-11 Habnromaercs B OoJee CHITBHBIX
moisix (4.38-3.95 M. 11.), 9TO CBsI3aHO C MEHbBIEH BEIMYHMHON OTPUIIATEIFHOTO
WHAYKTUBHOrO 3(dexra aromMa a30Ta Mo CpaBHEHHIO C XJIOpoM. [laHHBIE 3i1e-
MEHTHOTO aHaju3a aMUHOHUTPHIOB 9—11 X0poImo cormacyroTcs ¢ pacyeTHEIMU
(Tabm. 2).

CymecrBoBanue amuHoHutpwioB 9-11 B pactBope JIMCO-ds B Tayto-
MepHoii popme C oObsicHsIeTCs peanu3alyel B alpoOTOHHON Cpesie BOJOPOJHOM
CBSI3U HanOoJee NpoYHOH M3 BO3MOXKHBIX. [locnenusst crabuinbHee B TayToMepe
C, uem B TayTomepe B, mo nBym npuunHam. Bo-niepBbIX, cucTeMa U3 COuJIeHEH-
HBIX MATH- U CEMUWICHHOTO LWKJIOB MEHEE HampsDKeHa, YeM aHaJloTHyHast
cUcTeMa M3 MATH- U IIECTUWICHHOTO LHMKJIOB. BO-BTOPBIX, HemojesleHHas
JJIEKTPOHHAS Mapa aroMa a30Ta JHAJKWIAMHUHOTPYIIIBI, JIOKAJIM30BaHHAs Ha
Sp®-rubpuM30BaHHOI OpOUTAIH, GoJlee IPUIOIHA IS CO3JAHHS BOIOPOIHOI
CBSI3U, YeM HEIO/EJICHHAs IEKTPOHHAS Mapa aToMa KHCJIOPOAa, 3aHUMAoIast
Sp’-rubpuM30BaHHyI0 OpOuTaTs. He MCKIIOYEHO, YTO B MPOTOHHOM cpeje
COCTOSIHHE TayTOMEPHOTO paBHOBecHs coetmaeHni 9—11 Oynet nHbIM.

3-Apui-6(5H)-okco-7-anonuppodao[2,1-b]tuaszonsr 12, 13, obpasoBaus
KOTOPBIX YAAJOCh M30€XaTh MPU B3aMMOJEHCTBUU XJIOPHUTPHUIIOB 3—5 C BTO-
PUYHBIMH aMHUHAaMH, NOJTY4YEHBI U3 COCIUHEHHH 4, 5 nefCTBHEM TPUITHUIIAMHHA.
CrpykTtypa mnmpposiotnaszonoB 12, 13 moarBepiaeHa aHAIUTHYECKUMH
U criekTpaibHbIMH JaHHBIMA. B ux MK cnekrpax mpucyTCTBYeT MHTEHCHUBHAS
M0JI0Ca BAJICHTHBIX KOJeOaHWH CONPSHKEHHOW HUTPHIBHOHN TpymIibl B 00IaCTH
21802190 cm ' u orcyrcTByer moryomenue Boime 3050 cv ' B cmekrpax
SIMP H coenunennii 12, 13 nabnopaiorcs JIBYXIPOTOHHBIN CUHIJIET METUJIE-
HOBO# rpynnbl B obOnacti 4.50-4.45 M. A. U OAHONPOTOHHBIA CHHIJIET NPH
7.60 M. 1., oTHOCSIMIICA K TPOTOHY B nojoxeHuu 2. [Ipotonsl 3amecturens R
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PE30OHUPYIOT B XapaKTEpHBIX sl HUX obOyacTsx. CorlacHO CHEeKTpalbHBIM
JAHHBIM, TUPPOTIOTHA30IbI 12, 13 MOMHOCTHIO CYIIECTBYIOT B KETOHHOU (hopMme.

Takum o0pazom, TpuMeHeHHe mpoueaypbl [1] k 4-apun-2-IuaHoOMeTHII-
THa3oaM 6-8 mo3BONMMIO MONMyduTh 2-(4-apuinTra3on-2-imi)-3-0kco-4-x10p0oy-
TUPOHHUTPWIBI 3—5. HykieopunpHbIM 3aMeleHHeM aToMa XJiopa B COeIUHE-
HUSX 3-5 Ha BTOPHYHBIE alU(paTHUECKNE aMUHBI CHHTE3UPOBaH psn 2-(4-apui-
THA30J1-2-11)-4- THanKuiaMuHo-3-okcooytuporutpuwio 9e—g,i,j,1-o,u, 10a—c,f,
h—p,t-w, 1la-€,9,j—m,0—U,W, SBISIOUIMNXCH IMOTEHIIHATHLHO OHOJOTHYECKH aK-
TUBHBIMH BEIIECTBAMH.

SKCIHEPUMEHTAJIBHASA YACTb

KouTtponb 3a xomoM peaknuii ocymectBisin ¢ nomomsio TCX (Silufol UV-254, xmopo-
dopm—meranomn, 9 : 1). UK crekrpsl 3anucanbl Ha npudope Pye Unicam SP 3-300 B TaGierkax
KBr. Crextper SIMP 'H sammcansr B JIMCO-dg Ha mpuGope Bruker WP-100 SY ¢ paGouei
gactoroi 100 MI'm.

AHaMTUYECKUE XapaKTEPUCTUKU ITIOJIYy4YCHHBIX COCAMHEHMH ykas3aHbl B Tabm. 1. Mx crek-
TpaJibHbIE XapaKTePUCTUKHU MPUBEICHBI B Ta0M. 2.

4- Apuit-2-1IMaHOMETHIITHA30J1bI 6—8 ToIydeHbl o MeToankam [20-22].

2-(4-Apuitnazoed-2-ui)-3-okco-4-xa0poyruponurpuist 3-5. K pactsopy 0.15 monb 4-apui-
2-rmanomMetunTrazona 6-8 u 15 mi (0.19 moins) mupuauaa B 100130 mi teroro (40-50 °C) abe.
JIMOKCaHa TP IepeMEIINBaHNN BpYYHyI0 B TedeHHe 3—5 MuH poGaisror 12 mr (0.15 monb)
o-xnopaneriwixiaopuaa. Cvech HarpeBaioT Ha BomsiHOW Oame 40-60 mun. Iocie oxiaxmeHus
BBINABIIMII 0CAJOK OTQWIBTPOBBIBAIOT W  TIIATEIBHO IPOMBIBAIOT BOJOW. IlomyuyeHHbIe
TJIOTCHOHUTPWIIBI 3—5 TPUTOIHBI JUIS JAIBHEHIIEro HCIONb30BaHM. AHAIUTHYECKHE OOpaslibl
coeMHEHNH 3—5 OUMINAroT NepeKpUcCTAIUTM3ALIeH U3 THoKcaHa (coenuHeHus 4, 5) nnmm #-OyraHona
(coenunenue 3).

4-TnankuaamuHo-2(4-apuaruaszon-2-ui)-3-okcodyruponurpuibl - 9e—g,i,j,1-0, 10a—c,f,
h-p,t-w, 11a—-e,g,j—-m,0-u,w. K cycriensun 3 MMoiib raoreHonutpuiaa 3-5 B 5—10 M guokcana
N06aBIAIOT 6 MMOJIb COOTBETCTBYIOIIETO BTOPHYHOIO aMHMHA M KHIATAT JO DPacTBOPECHHS
ranoreHoHuTpuiaa. IToMydeHHBIH pacTBOp KHILATAT emie okoio 40 MHMH 0 MCYE3HOBEHHS U3
peakunonHol cMecu coeaunHeHuit 3-5 (mo mamHeiM TCX). Ilocme 3TOrO cMech OXJIaXIAIoT,
BBIMABIINIT 0CaJJOK OTGHIBTPOBBIBAIOT, TIIATEIHHO IPOMBIBAIOT BOIOH, BHICYIIHBAIOT U NTEPEKPHU-
CTaJUTM30BBIBAIOT W3 JAUOKcaHa (coemunenus 9e,i,j,m-o, 10b,c,h,i,l-p,u-w, 11la—e,g,j,I,m,g-u,w)
i #-O6yranona (coenunenns 9f,g,e,u, 10a,f,j,k.t, 11k,p).

3-Apui-6(5H)-okco-7-unanonuppoio[2,1-b]ruazonst 12, 13. K cycnensun 3 Mmoib ramo-
reHoHuTpUna 4, 5 B 5 Mt auokcana no6apisroT 0.55 mit (4 MMOJIb) TPUITHIIAMHUHA U TIOTY4SHHYIO
CMech KUILTAT 7-9 9 /10 TOJHOTO MCYE3HOBEHUS U3 PEAKIMOHHOW cMecH coenuHeHHni 4-5 (mo
nmaraeM TCX). Tlocne oxmakIeHus1 BBIIABIIMN 0CATIOK OT(QHIBTPOBBIBAIOT, TIPOMBIBAIOT BOJIOM,
BBICYIIMBAIOT M NIEPEKPUCTATITN3OBBIBAIOT U3 AUMETHI(GOpMaMuIa.

6(5H)-Oxco-3-(4-xnopdenn)-7-uuanonuppoo[2,1-b]tuazon 12. Bexox 57%, T. mi. 226 °C.
Haiineno, %: Cl 12.93; N 10.17; S 11.64. C43H;CIN,OS. Brruucneno, %: Cl 12.90; N 10.20;
S 11.67.

3-(4-Bpomdennin)-6(5H)-okco-7-manonuppoio[2,1-bjtuazen 13. Beixon 46%, T. mi 211 °C.
Haiineno, %: Br 25.08; N 8.81; S 9.99. Cy3H;BrN,OS. Boruncneno, %: Br 25.03; N 8.78;
S 10.05.

Paboma evinoanena npu unancosoti noodepicke gupmur Du Pont de
Nemours International S. A.
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