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CHUHTE3 U IIMTOTOKCHUYHOCTDb
CWINJI- 1 KAPBOHWIBAMEHIEHHBIX HN30KCA30JI0OB

Pasnuunble qUGEHWIMETWICHINI- M KapOOHMI3aMELIeHHbIE H30KCa30JIbI
MOJy4YeHbl peakuuei [2+3]-AunosasspHoro LUKIONPUCOCIUHEHHUS OKUCEH HUTpU-

JIOB K TU(PCHUIMETUICHINI-, THAPOKCUMETHII-, MCTOKCUMETHII- U 3TOKCHKAp-
oonmnanerwicHaM. OOHapy»EHO, 4YTO TMOJYYCHHBIE HW30KCA30Jibl 00IagaroT
CpeaHeH NUTOTOKCUYHOCThIO Ha nuHUsAX kietok HT-1080 u MG-22A. Haubomb-
IIMI YPOBEHb aKTHBHOCTH MOKA3aJl 3-METHII-5-TH(SHUIME TUICHITAIA30KCA30IT.

KiaroueBble CJIOBA: HW30KCAa30Jl, KPEMHHH, CHIWIbHAS TpyIIa, IHKIO-
NPUCOEAUHEHHE, IMTOTOKCUYHOCTb.

HpOI/I3BO)_IHLIG H30KCa30Jila BBI3BIBAIOT HMHTCPCC KaK LCHHBIC CHUHTOHBLI B
OPraHnM4eCKOM CHUHTC3C U NMOTCHUHUAJIBHO OHOJIOTHYECKH AKTHBHEIE BCIICCTBA

[1-3]. Cunun- ¥ repMUI3aMEILCHHBIE H30KCA30JIbI IPOSIBIISIOT IUPOKUHA CIIEKTP

OHOJIOTHYECKOM aKTUBHOCTH. TpudTuncummm-, TPUATHITSPMHUII-,
TPUATHIITEPMIIIMETH-, (ESHWIAUMETHICWIAI- W CHJIATPAHUIN30KCA30IMHBI
MOKa3alu BBICOKMH YpPOBEHb Ba3OAMJIATHPYIOMIEH, AHTUTPOMOOTHYECKOW W
KapIUOTIPOTEKTOPHOH aKTUBHOCTH. Tak, 3-(5'-TpmdTHnrepMui-3'-m30Kcaszo-
JUHW)TAPUANH THAPOXIIOPHIT IIPEIOTBPAIIACT HApYIIICHHEe PUTMa Cepria mpu
nmemun [4, 5]. Cuimn- W TepMWIM30KCAa30JIMHBI  OOJNAAIOT  CpeaHei
TOKCUYHOCTBIO U CIIA0OBBIPAYKEHHOW ITUTOTOKCHYHOCTHIO, & TaKXKe JOCTATOYHO
BBICOKOH MCHUXOTPOMHOM aKTUBHOCTHIO [6]. HampoTuB, CHIMIBHBIE TIPOU3BOI-
HbIe 4,4-THOKCO-3a,6a-TUrHAPOTUEHO|2,3-d |M30KCa30IMHOB-2 00JIaa0T BhIpa-
JKEHHOW IMUTOTOKCHYHOCTHIO, 0COOCHHO Ha JuHMSIX MG-22A (MBIIMHAS Temna-
toma) u HT-1080 (pubpocapkoma uemoneka) [7].

enpto maHHOW pabOTHI SBISETCS TONYYCHHE M HCCICIOBAHUE ITUTO-
TOKCHYHOCTH TH()CHUIMETHIICHIIIII- U KapOOHUITN30KCa30JI0B.

Peakruu [2+3]-IUMIONApHOTO ITUKIONPUCOCIUHEHUS OKHUCEH HUTPHIOB K

TU(PEHUIIMETHIIITUHWICHIIAHY TPOTEKAOT ¢ 00pa3oBaHWEM TU(DEHIITMETHII-
CUJTMJI3aMEIICHHBIX M30Kca30j10B (Tadm. 1). CornacHo manHbM [0KX, BOXX u
MAacC-CIIEKTPOMETPUYECKOTO aHaJK3a, B PEaKIUsIX [MUKIOMPUCOSINHEHUS 00pa-
3yercs TONbKO OAMH mpoiykr. Ilo mammeiM SIMP 'H amammsa, permocre-
UUIHO 00pa3yroTes S-au(peHNIMETHICHINI3aMEIICHHBIE H30KCA30IbI.
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Tabnuna 1
CuHre3 A eHHIMeTHICHINI3aMellIeHHbIX H30KCca30/10B 1-6

g:zli[? ] R pC]:II()L?II/\IAI/;II, 9 pziilh;gf: ‘-’C Borxon, %
1 Me 4 80 71
2 Ph 2 20 80
3 4-(F3C)CeHy 2 20 75
4 2-Py 5 20 58
5 3-Py 5 20 55
6 4-Py 5 20 64

st monmydeHus 3-MeTHII-5-TH()eHUIMETHIICHITIII30Kcazona 1 HCImob30-
Bajicss Metox Mykaiiambl [8]. Peakmuio mpoBomunu B OeH3oue, H00aBIsAs IO
KalJIIM HUTPOITAH C KATAIUTUYECKUM KOJUYECTBOM TPUATHIAMHHA K CMECHU
STUHWJICHIIAHA M JBOWHOTO SKBHBaJieHTa (peHmnm3onuaHata. O MPOTEKaHUH
peakuuu cBuaeTrenbcTByeT BblgeneHne CO, W BBIIAAEHUE B 0OCAJTOK
TU(EHUITIMOYCBUHBI.

N3okca3zonsl, comepxaiiye B MOJOXKEHUU 3 apWibHYIO Ipynmy 2—6, moiy-
YarT TpH JJ00aBIEHHMM TIO KaIUIM XJIOPAaHTHUAPUAA apWITHAPOKCAMOBOM
KHUCIIOTBl K pacTBOpPY CWIMJIALETWICHA H HSKBUMOJSPHOTO KOJUYECTBA
TpudTHiIamMuHa B 3¢upe. O Havane peaknuu CBUACTEIBCTBYET BBIMIAJICHUE
ocaJka THAPOXJOpuAa TpUITWIaMuHA. llUKnonpucoenuHeHUe 3aMEIICHHBIX
XJIOPaHTHIPHJIOB OCH3TUPOKCAMOBBIX KUCIOT K AU(PEHUIMETHIITHHUIICHIIAHY
MPOXOJAUT ¢ OoJiee BHICOKUMHU BBIXOJIAMH, YEM NHPUIWHOBBIX aHAJIOTOB,
BCJICJICTBUE IMMOHIKEHHOW PACTBOPUMOCTH MOCIIEIHUX B OCH30JIE.

Curaan apoMaTH4ecKoro MPOTOHA M30KCA30JBHOTO Koibila H(4) B cnektpe
SIMP 'H HaxoauTcs B mpeaenax 6.26—6.84 m. 1. MeTuibHas rpymmna CHINIb-
HOTO 3amecTuTens naet curtan B paifone 0.80—0.91 m. n. CmelieHue curuana B
CTOpOHY Oosiee c1aboro TOJNS BBI3BIBACTCS BBEJICHHEM B IIOJNIOXKEHHE 3
apoMaTU4YeCcKOTo 3aMecTuTess (Taor. 3).
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JunonspHoe nmprcoennHeHNe OKUCEl HUTPUIIOB K MPOMapTUiIOBOMY CITUPTY,
METHIITIPONAPTHIOBOMY 3(UPY M 3THIOBOMY 3(QHPY NPOMUOIOBOH KHCIOTHI
MIPOXOJUT C OOpa3oBaHUEM S5-3aMEIICHHBIX W30KCa30ii0B 7—17 ¢ Xopormumu
BeIXOHaMu (55-90%).

Peaknuro mpoBoAAT Npu KOMHATHOW TeMIiepaTtype B OeH30lie U J0OaBICHUT
[0 KamjIsiM pacTBOpa TPUATHIAMHHA K CMECH XJIOpaHTHAPHAA apUITHAp-
OKCaMOBOM KHMCJIOTHI M 3KBUMOJISIPHOTO KOJMYECTBA IIPOM3BOJHOTO alleTHIICHA.
[Tomyuennsie STUIOBBIE D(OUPHI  H3OKCA30IKAPOOHOBBIX KucimoT 10-12
MPEBPAIIAOT B COOTBETCTBYIOIIME aMUIBI OOBIYHBIM METOJOM, PAacTBOPSS B
STHUJIOBOM CTIHPTE C MSATUKPATHBIM M30BITKOM aMWHA W OCTaBisia Ha 3—4 mHs. B
pe3yibTaTe OBLIM TMOJYYCHBI aMHIIBI W30KCa30JIKapOOHOBEIX kucior 13-17 ¢
YJIOBIIETBOPUTEILHBIMU BbIX0#aMH (Tabn. 2). Crextpsl SIMP 'H momnyueHHEIX
MPOAYKTOB IPECTaBICHBI B Ta0I. 3.

Tabnuma 2

JlaHHBIe 10 HOJY4YeHHI0 KapOOHUI3aMellIeHHBIX H30KCa30/10B 7—17

Coenu- R R’ R" R Brixon,
HEHHE %
7 CH,OMe 2-MeOC4H, 90
8 CH,0OH 2-MeOC4H,4 80
9 CH,OMe 3-Py 67
10 COOMe 2-MeOC4H,4 86
11 COOEt 2-CHF,0C4¢H,4 80
12 COOEt 3-Py 55
13 2-MeOC4H,4 Me Me 65
14 2-CHF,0C4¢H,4 Me Me 65
15 3-Py Me Me 62
16 3-Py —N ) 50
17 3-Py H CH,Ph 42

Jns 4acTH CHUHTE3MPOBAHHBIX BEILECTB HCCICIOBAHBI LIUTOTOKCHYECKHUE
CBOMCTBA in Vifro B OTHOILIECHUU JBYX JUHUU omyxoiyieBbiX kietok: HT-1080
(¢ubpocapkoma uenoseka), MG-22A (MbimnHas renaroma). KoHueHnTpanun
BemiecTB, obecnieunBatonire 50% rudens kierok in vitro (TDsg) (Tabmn. 4), ObiH
OIpeleNieHbl C MOMOLIbI0 CTAHAAPTHOM METOOUKHM IO HHTEHCHUBHOCTH
OKpalllMBaHMs KJIETOYHBIX MEMOpaH KpPUCTAJUIMYECKUM (DUOJETOBBIM H
MUTOXOHJPUAIBHBIX 3H3UMOB OpomuaoM 3-(4,5-mumerunTtraszon-2-un)-2,5-
mdenunrerpazonus [9-11].

B psiny S-mudeHUIMeTHICHIMIN30KCa3010B 1—6 HauOOIbIIUN [IUTOTOKCH-
yeckuil 3¢ddexkt Ob1 oOHapykeH y 3-MeTHI3aMelIeHHOro u30kcazona 1.
denunzaMenieHHble aHAIOTH 2, 3 He 00NajaloT LUTOTOKCHYHOCTBIO, a 3- H
4-MUpUANINPOU3BOIHBIE 5 W 6 TOKa3adW CpEeNHIO aKTUBHOCTH. [lpu
3aMeIeHNH METOKCUMETWIBHOW TPYNIbI B MOJOXECHUH 5 B COCAMHEHHM 7 Ha
STOKCHUKapOOHWIBHYI0O ¥ aMHHOKapOOHWJIBHYIO TIPOUCXOAWT IOHMKEHHUE
[IUTOTOKCUYHOCTH 10 TOJHOTO €€ OTCYTCTBHS B ciydae 3-(3'-mupummmi)-5-
nunepuanHoKapOoHUIM30Kcazona (16).
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Tabnuma 3
Cnexktpbl AMP "H coexnnenmii 1-17

Coeput- XUMHYECKHHA CABUT, M. 1.

HEHHE

1 0.80 (3H, c, MeSi); 2.24 (3H, ¢, Me); 6.26 (1H, ¢, CH); 7.31-7.50 (10H, M, apom.).

2 0.87 (3H, c, MeSi); 6.73 (1H, ¢, CH); 7.31-7.86 (15H, M, apom.).

3 0.89 (3H, c, MeSi); 6.76 (1H, ¢, CH); 7.32-7.71 (14H, M, apom.).

4 0.90 (3H, c, MeSi); 6.84 (1H, ¢, CH); 7.34-7.52 (12H, ™, apom.); 7.91 (1H, T &,
J=2,J=8Tu, CH); 8.56 (1H, n o, J=2,J=6T'u, CH)

5 0.91 (3H, ¢, MeSi); 6.80 (1H, ¢, CH); 7.30-7.50 (11H, ™, apom.); 8.13 (1H, T g,
J=2,J=8Tu, CH); 8.64 (1H, n n, J=2,J =6 I'u, CH); 8.99 (1H, n, J=2Tn,
CH)

6 0.90 (3H, ¢, MeSi); 6.83 (1H, ¢, CH); 7.30-7.50 (10H, m, apom.); 8.64 (2H, 1 &,
J=6.8Tu, 2CH); 9.05 2H, x 1, J= 6.8 T'u, 2CH)

7 3.45 (3H, ¢, MeO); 3.88 (3H, ¢, MecO); 4.58 (2H, ¢, CH,); 6.76 (1H, ¢, CH),
6.96-7.06 (2H, M, apom.); 7.35-7.45 (2H, M, apom.); 7.85-7.90 (1H, M, apom.)

8 2.45 (1H, ¢, HO); 3.88 (3H, ¢, MeO); 4.60 (2H, ¢, CH,); 6.56 (IH ¢, CH);
6.96-7.06 (2H, M, apom.); 7.35-7.45 (2H, m, apom); 7.85—7.90 (1H, M, apom.)

9 3.46 (3H, ¢, CH;); 4.62 (2H, ¢, CH,); 6.62 (1H ¢, CH); 7.33-7.55 (1H, M, apom.);
814 (1H, T n, J =2, J= 8.2 I'y, apom.); 8.70 (1H, x 1, J = 2, J=4.6 ', apom.);
9.00 (1H, x, J =2 I'y, apom.)

10 3.73 (1H, o, J = 0.5 I'u, CH); 3.89 (3H, ¢, McO); 3.96 (3H ¢, MeO); 6.85-7.06
(2H, M, apom.); 7.32-7.54 (2H, M, apom.); 7.84—7.96 (1H, M, apom.)

11 1.44 (3H, 1, J = 8 T'u, CHy); 3.46 (2H, k8, J = 8 I'y); 4.22 (1H, ¢, CH); 6.60 (1H c,
CH); 6.62 (1H, c, F,CHO); 7.17-7.46 (3H, ™, apom.); 7.94-8.04 (1H, M, apom.)

12 1.42 3H, T, J= 7.2 T'u, CHy); 3.52 (2H, kBapt, J = 7.2 'y, CH,); 7.29 (1H, ¢, CH);
7.36-7.51 (1H, m, apom.); 8.17 (1H, T n, J=2 T, J = T'u, apom.); 8.75 (1H, n n,
J=2,J=4.6Tu, apom.); 9.08 (1H, 1, /=2 ', apom.)

13 3.13 (3H, ¢, MeyN); 3.32 (1H, ¢, CH); 3.91 (3H, ¢, MeO); 6.88-7.05 (1H, M,
apom.); 7.35—7.54 (2H, m, apom.); 7.88—7.98 (1H, M, apom.)

14 3.17 (6H, ¢, Me;N); 3.75 (1H, ¢, CH); 6.44 (1H, ¢, CHF,0); 7.38—-7.60 (4H, M,
apom.)

15 3.17 (3H, ¢, Me;N); 3.28 (1H, ¢, CH); 7.11 (1H, ¢, CH); 7.33-7.51 (1H, ™M, apom.);
811 (1H, t 1, J=2.1,J=8.2T'u, apom.); 8.71 (1H, n i1, J=2.1,J=4.6 ', apom.);
8.93 (1H, n, J=2.1 'y, apom.)

16 2.57-2.63 (4 H, m, CH,N), 1.45-1.57 (6 H, m, CH,); 3.28 (1H, ¢, CH); 7.11 (1H, m,
CH); 7.33-7.51 (1H, m, apom.); 8.11 (1H, M, J=2.1, J = 8.2 'y, apom.); 8.71 (1H,
nnJ=21,J=4.6Tn, apom.); 8.93 (1H, J=2.1 'y, apom.)

17 4.66 (2H, ¢, CHy); 6.89 (1H, c, NH); 7.11 (1H, ¢, CH); 7.25-7.51 (6H, M, apom.);
811 (1H, t 1, J=2.1,J=8.2T'u, apom.); 8.71 (1H, n i1, J=2.1,J=4.6 ', apom.);
8.93 (1H, n, J=2.1 'y, apom.)

VYposens renepupoBanusi NO 0coOE€HHO BBICOKO MPOSABISIETCS y 3-UpU-
IBaMenieHHoro cumwmsokcazona (5) (mo 350% nwa muanmm MG-22A) u
METOKCUMETHIIFHOTO ¥ THAPOKCHUMETHIBHOTO IPOU3BOIHBIX 7 U 8, 0cCOOEHHO Ha
muan MG-22A (10 400%).
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Tabnuma 4

]_lI/ITOTOKCI/I‘leCKaﬂ AKTHUBHOCTD in Vitro CUJIWI- U KapﬁonnﬂsaMemeHnux H30KCa30/10B

JIMHUHU KJIETOK

Coen- HT-1080 MG-22A
HCHHC TDs* TDso* NO %, TDso* TDs¢* NO %,

cv™? MTT"™ cv™ CcV MTT Ccv
1 7 3 75 8 12 88
2 #3 #3 9 #3 100 13
3 #3 #3 17 17 39 22
4 44 #3 20 #3 #3 13
5 40 47 254 33 41 350
6 33 45 104 41 36 54
7 13 28 43 10 17 250
8 20 46 192 14 23 400
11 36 #3 13 43 74 30
13 42 35 25 22 32 155
14 #5 #5 9 100 100 15
15 #5 71 12 #3 #35 8
16 *5 %5 5 *5 %5 8

* Konnentpanws, odecneunsaromas 50% rudenpb KI1eToK, MKI/MIL.

*2 OKpalIMBaHAE KPUCTATIIHYCCKHM (hHONCTOBBIM.

*3 OkpammBanne GPOMHIIOM 3-(4,5-THMETHATHA30I-2-1T)-2,5 TH(EHAITETPAZOTHS.
*NO xounenrpamus (%) (CV okpammsanue).

*5 OTCYTCTBYET LIMTOTOKCHYECKAS AKTHBHOCT.

CaMmoOff BBICOKOH AaKTHBHOCTBIO W3 BCEX WCCICIOBAHHBIX COCIMHCHUN
OTNU4YaeTcsl  3-MeTwiI-S-AudeHnamMeTwicuamimizokcazon (1), 4Yro OTKpbIBaer
BO3MOXHOCTh IIOMCKAa HOBBIX IIHTOTOKCHYECKH AaKTUBHBIX BEIIECTB B DSIY
3-aNKUI3aMeIeHHBIX CUJIMIIBHBIX IIPOU3BOJIHBIX U30KCA301a.

SKCHEPUMEHTAJIBHAA YACTb

Cnextper SIMP 'H cmatel Ha cmexrpomerpe Bruker WH-90/DS (90 MIm) B CDCls,
BHyTpeHHui crangapt TMC. DieMeHTHbIE aHaM3b] BBINOJIHEHBI ¢ TIOMOLIb0 aHanu3aropa Carlo
Erba 1108. M30kca3011Hbl ObUIM OYMINEHBI ¢ MCHONB30BaHHEM XpoMaTorpaduieckoil KOJOHKH
(Hocutens — cumkarenb 0.060-0.0200 MM, nuamerp mop 6 HM, GUPMBI ACros, SJIIOEHT ITHII-
arerar/neTpoaeiHsiid a¢gup). OnTudeckas IIOTHOCTH B OMOJIOTMYECKHUX TECTaX, IPOBOJAMMBIX Ha
06-TyHOUHBIX MaHENSX, OIpele/suIlach TOPH30HTAIbHBIM crekTpodoTomerpoM Tetertek
Multiscan MCC/340.

3-Metuia-5-nudeHuameTmicuiinian3okcasol (1). Pacrsop aurposrana (0.4 r, 5.4 Mmmous) u
TpmeTHAaMuHa (1 Karuist) B cyxoMm OeH30ie MOOaBISIOT MO KalUsIM B Te€4eHHE 4 4 K CMECH
mupeHunMeTwdTHHWICHIaHa (1.2 T, 5.4 MMomp) WM OBYX SKBUBAJICHTOB (peHMIH3OLMAHATA
(1.28, 0.0108 Momp) mpH KOMHATHOW Temmeparype. Yepe3 HECKOIBKO MHHYT HAaYWHACT
BBIIETATHCSA YITIEKHCIBIH Ta3 U BBINAAATh B OCAIOK Ju(eHnnIModueBHHA. PeakIHMOHHYI0 CMeCh
HarpeBator 2 4 mpu 70-80 °C. Ilocme OXnaXkmeHWs IO KOMHATHOM TEMIEPATyphI
T eHnIMOYeBIHy OT(HUIBTPOBBIBAIOT, PACTBOP yHapuBaroT. LleneBoi MpOXyKT BBIAEISIOT Ha
xpomarorpauaeckoii komoHke. Bwixon 71%. Conepkanme ocHoBHOTO BemecTBa 98.2%,
cornacHo nanHbiM BDXKX (Zorbax Cig, 4.6x150 MM, cuctema: 70% aneronutpun + 30% H,0).
JHetexrop YO (A =220 um). Haiineno, %: C 73.15; H 6.15; N 4.96. C;,H;NOSi. Boruucneno, %:
C 73.08; H 6.13; N 5.01.

3-®enni-5-1upeHUIMEeTHICHIMIN30KCa30J1 (2). PactBop XiopaHruapuja apuirHIpok-
camoBoii kucnotsl (0.01 Momnb) B cyxoM a¢dupe I100aBISIOT MO KaIUIIM B Te4eHHE 2 4 K CMECH
mudenmnmermmTuHmIcHIaHa (0.01 mons) u TpusTHnamuHa (0.01 Moie) B cyxoM 3¢upe mpu
KOMHaTHOI Temneparype. CIycTs HECKOJIbKO MHHYT HAUMHAET BHINAJATh TPHUATHIAMUH
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COJISTHOKUCIBIN. PeakimoHHyl0 cMmech HepeMemuBaioT 2 4. 3aTeM 0CaJoK OT(UIBTPOBHIBAIOT,
pactBopuTens ynapuBaioT. lleneBoil mpoAyKT BBIACISAIOT Ha XpoMmarorpaduueckoil KOJOHKE.
Beixon 80%. Conepixanne ocHOBHOTO BemectBa 98.2%, cornacuo manusiM BOXKX (Zorbax Cig,
4.6x150 mm, cucrema: 70% aneronutpun + 30% H,0). Jlerektrop Y@ (A =220 HM).
Haiineno, %: C 77.15; H 5.67; N 4.06. C,,HoNOSi. Beruucineno, %: C 77.38; H 5.61; N 4.10.
3-(4'-Tpudropmernadenmn)-S-mudennamernacuamimsokcason (3). Ilomyuaror anano-
rugHo 2. IleneBoil MPOAYKT BBEIAEISIOT Ha Xpomarorpadudueckoil komonke. Brexom 75%.
Cozep:xanue ocHOBHOTo BetecTa 98.5%, coriacHo nannsiM BOXKX (Ultrasphere, 4.6x250 Mm,
cucrema: 10% aneronurpui + 90% rekcan). Jletekrop Y@ (A = 254 um). Haitneno, %: C 67.56;
H 4.51; N 3.25. C»3H,gF5NOSi. Beruucineno, %: C 67.47; H 4.43; N 3.42.
3-2'-Mupuann)-5-nuennaverwicuanimiorcason  (4). JudeHMIMETHIDTHHUICUIAH
(0.01 monp), TpmyTHNamMuH (0.01 MONB) M XJIOPaHTHAPHI NHUPUAUHTHIAPOKCAMOBOH KHCIIOTHI
pactBopsitoT B 50 M cyxoro OeH301a M HHTCHCHBHO IEpPEMENIMBAIOT IPH KOMHATHOI
Temmeparype. Jlanee ocagok (TPHITWIAMUH COJISTHOKHCIBIN) OTGHIBTPOBEIBAIOT, PACTBOPUTEIIH
ynapuBaroT. lleneBoii NmpoxyKT BBIAENSAIOT Ha Xpomarorpaduueckoil kosoHke. Brrxonm 58%.
Copepxanne ocHOBHOTo Bemecta 98.3%, cormacHo manHbeiM BOXKX (Zorbax Cig, 4.6x150 MM,
cucrema: 70% aueronurpun + 30% H,0). Jerextop YO (A =254 um). Haiigeno, %: C 73.56;
H6.31; N3.92. C,;H;sN,OSi. Bsruucieno, %: C 73.65; H 5.30; N 4.09. BermectBo
CBETOYYBCTBUTEIIBHO.
3-(3'-MMupuann)-5-nudeanamermwiacuanimzorcazon (5). [onyyaror anamorunyno 4. Ilerne-
BOW HPOIYKT BBLICISIOT Ha Xxpomarorpaduueckoil kosonke. Beixox 55%. Coxnepixanue oCHOB-
Horo BemectBa 98.2 %, cornacHo maHHbIM BDXKX (Zorbax Cig, 4.6x150 mm, cucrema: 70%
anerorutpua + 30% H,0). erekrop Y@ (A = 254 um). Haiineno, %: C 73.65; H 6.33; N 4.06.
C,1HsN,OSi. Beruucneno, %: C 73.65; H 5.30; N 4.09.
3-(4'-IMupuann)-S-nudeHnameTuicuanimzokcaszol (6). Iomyuyator ananornyno 4. Llene-
BOW MPOIYKT BBIIEISAIOT Ha Xpomarorpaduueckoil kononke. Beixon 64%. CoznepxaHne OCHOB-
Horo BemiectBa 98.4%, cormacHo maHHbiM BDXKX (Zorbax Cig, 4.6x150 mm, cuctema: 70%
aneronutpua + 30% H,0). derexrop YO (A =254 um). Haiineno, %: C 73.62; H 6.36; N 4.14.
C,1H3N,OSi. Beruucieno, %: C 73.65; H 5.30; N 4.09.
3-(0-MeToxcudennn)-5-meTokcumeTuIN30Kca301 (7). Pacteop tpmsTrnamuna (0.01 Mois)
B CyXoM OeH30Je N00aBISIOT MO KaIIsIM B TEUCHHE 2 9 K CMECH METHJINPONapruioBoro 3¢upa
(0.01 momp) u xnmoOpaHrUApUAa apwirnapokcamoBoit kuciotel (0.01 Mons) B cyxoMm OeH3one U
mpu KOMHaTHOW Temmeparype. CIycTs HECKOJbKO MHHYT HAYMHAET BBINAJATh TPUITHIAMHH
COJISTHOKUCIBIA. PeakmoHHyI0 cMech mepeMemmBaioT 2 4. 3aTeM 0CaJoK OT(UIBTPOBBIBAIOT,
pacTBopuTenb ymapuBailoT. LleneBoil MPOLYKT BBINENSIOT HA XpPOMAaTOrpadMuecKOd KOJOHKE.
Bexon 90%. Coxmepxanmne ocHOBHOTO BemecTBa 98.4%, cormacHo manHBIM BOXX (Symmetry
Cig, 3.9x150 mm, cucrema: 50% aueronutpuia + 50% H,0). Hderexkrop Y@ (A =254 uwm).
Hatineno, %: C 65.83; H 6.03; N 6.43. C;,H3NO;. Boruucneno, %: C 65.74; H 5.98; N 6.39.
3-(0-MeTtokcupennn)-S-ruapokcumeTuiin3zokcasont (8). Ilonyyaror ananoruuno 7. Lene-
BOW HPOIYKT BBLICISIOT Ha Xxpomarorpaduueckoil kosnonke. Beixox 80%. Conepixanue OCHOB-
Horo BemiecTBa 98.4%, cormacuo maHHbiM BOXKX (Symmetry Cig, 3.9x150 mm, cucrema: 50%
aneronutpua + 50% H,0). derexrop YO (A =254 um). Haiineno, %: C 64.33; H 5.45; N 6.70.
C1HNO;. Beruuciaeno, %: C 64.38; H 5.40; N 6.83.
3-(3'-IMupuanin)-S5-merokcumernauzokcazon (9). Ilomyuaror anamoruuno 7. IleneBoit
MPOAYKT BBIACISAIOT Ha XpomaTorpaduyeckoil kononke. Boixon 67%. CoxepikaHue OCHOBHOTO
BeniectBa 98.4%, cormacHo ganHeiM BDXKX (Symmetry Cig, 3.9x150 mm, cuctema: 30%
aneroruTpua + 70% H,0). derekrop Y@ (A =220 um). Haiineno, %: C 63.24; H 5.38; N 14.85.
C1oHoN,0O,. Beraucneno, %: C 63.15; H 5.30; N 14.73.
3-(0-MeToxcudennn)-5-3rokcuxapoonnnanzokxcason (10). [Tomyqaror ananorugno 7. Lerne-
BOH MpPOAYKT BBIAGISAIOT Ha Xpomartorpapudeckoi komoHke. Beixox 86%. Coneprkanue
ocHOBHOTO BemectBa 98.5%, cornacuo nanasiM BOXXX (Ultrasphere, 4.6x250 MM, cuctema: 10%
stunanetar + 90% rexcan). Jlerekrop YO (A =254 um). Haiineno, %: C 66.35; H 5.10; N 6.65.
C1,H{1NOy. Beruucneno, %: C 66.43; H5.17; N 6.55
3-(o-Audropmeroxcudenni)-S-3Tokcuxkapoonnianzokcaso (11). Iomxyuyaror ananoruyso 7.
LleneBoif MpoxyKT BHIIEISIOT Ha XpomaTtorpadudeckoi kosonke. Brixon 80%. Coneprxanue
ocHOBHOTO BerecTBa 98.5%, cornmacno manusiM BOXKX (Zorbax Cig, 4.6x250 MM, cuctema: 60%
arerouutpun + 40% H,0). derekrop YO (A =220 um). Haiineno, %: C 55.25; H 4.08; N 4.85.
C13H11F2NO4. BLI‘II/ICHQHO, %: C 5513, H 392, N 4.95.
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3-(3'-MMupuann)-5-3Tokcukapoonmmm3okxcazona (12). IMonydaror ananoruyno 7. IleneBoit
MPOJYKT BBIIEIAIOT Ha XpomaTorpadudeckoi kojonke. Beixox 80%. CozmepxaHue OCHOBHOIO
BemiectBa 99%, cormacHo paHHbIM BOXX (Kromasil 100-Cig, 4.6x150 ™M, cucrema:
anerorutpui + [0.1% H3PO,+H,0]). Hetextop Y@ (A =330 am). Haiineno, %: C 60.45; H 4.68;
N 12.75. C11H10N203. BBI‘H/IC.H@HO, %: C 6055, H 462, N 12.84.

3-(0-MeToxcudennn)-S-1umMmeTnaIaMuHOKapooHnan3okcasod (13). PactBop sToxcukap6o-
HuibHOrOo mpousBogHoro 10 (0.01 mons) B sTwiioBoM crupte npwimBaioT K 30% pactBopy
numerunamuHa B Boze (0.05 Mousib) M OCTaBJISIIOT NPU KOMHATHOW TeMIIEpaType Ha HECKOJIBbKO
nHeil. Jlanee pactBopuTens ynapuarot. L{eneBoil mpoayKT BBLASIAIOT Ha XpoMaTorpaduieckoit
kosoHke. Beixox 65%. Conepkanue ocHoBHoro BeulectBa 98.5%, cormacHo nanHsiM BDXKX
(Zorbax Cig, 3.9x150 mm, cucrema: 10% stunanerat + 90% rekcan). Jlerekrop YO (A =254
HM). Haiineno, %: C 63.33; H 5.68; N 11.39. C;3H4N,O;. Berancieno, %: C 63.40; H 5.73;
N 11.37.

3-(o-AudropmeToKcHPeHUT)-S-TUMETHIAMUHOKAPOOHUIU30Kca30. (14). [lonydatoT aHa-
nornyHo 13. IleneBoll NPOAYKT BBIACISIOT Ha Xpomarorpadudeckoi KojoHke. Beixon 65%.
Conepxanne ocHOBHOro BetectBa 98.5%, cornacHo manabiM BOXKX (Zorbax Cig, 3.9%150 mm,
cucrema: 60% anerorurpun + 40% H,0). Jerextop YO (A =254 um). Haiineno, %: C 55.21;
H 4.33; N 10.04. C3H,,F,N,05. Beraucneno, %: C 55.32; H 4.29; N 9.92.

3-(3'-Mupuamnn)-5-numerniamuHokapoonuian3okcazo (15). Ilomyyaror ananornuno 13.
LleneBoif MpOAYKT BBIAEISIOT Ha XpomaTtorpadmdaeckoi kosonke. Bexom 62%. Coneprkanue
OCHOBHOTO BemiecTBa 99%, cormacHo ganHeiM BOXKX (Symmetry Cig, 3.9x150 MM, cucrema:
20% aneronutpun + 80% H,0). letekrop Y@ (A =220 um). Haitneno, %: C 60.77; H 5.08;
N 19.51. C;;H{{N30,. Beruucneno, %: C 60.82; H 5.10; N 19.34.

3-(3'-Mupuann)-5-nunepuanHokapoonnan3okcason (16). Ilomydaror anamormyno 13 B
CIHMPTOBOM pacTBope. LleneBoil MpoxyKT BBIAGIAIOT Ha XpoMmaTorpaduueckoil KoJoHKe. Brixox
50%. Coneprkanue ocHOBHOrO BemecTBa 98.5%, cormacHo manHbeiM BOXKX (Symmetry Cig,
3.9x150 mm, cucrema: 30% ameromutpun + 70% H,0). Herektop Y@ (A =254 =m).
Haiineno, %: C 65.33; H 5.79; N 16.39. C4H5N30,. Boruuciaeno, %: C 65.36; H 5.88; N 16.33.

3-(3'-IMupuann)-5-6en3mnamunokapoonuanzokcazon (17). Ilomyuator ananoruuyno 13 B
cupToBOM pactBope. LleneBoil mpoayKT BBIAGIAIOT Ha XpoMmaTorpaduueckoil KoJoHKe. Boixon
42%. Copepxanue ocHoBHOro BemectBa 98.3%, cormacHo manHeiM BOXKX (Symmetry Cig,
3.9x150 wmmM, cucrema: 20% ameronutpun + 80% H,0). Jerektop YD (A =220 HM).
Haiineno, %: C 68.72; H 4.58; N 15.01. C;4H{3N;0,. Boeraucneno, %: C 68.81; H 4.69; N 15.04.
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