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HOBBIl IMYTb CUHTE3A
KPEMHUIA- U TEPMAHUIICOJEPKAIINX 2-ALIETUJI®YPAHOB
U -TUO®EHOB

Pa3zpaboTan HOBBEI MyTh CHHTE3a KPEMHHUI- M TepMaHUICOIEpKANMX aneTWwipypaHOB H
THO(EHOB: METAIMpOBaHHEM 2-ameTwidypana wmm 2-anermwitnodena n-Buli mpm HE3KOI
TeMIIeparype ¢ MpeaBapUTEIIbHON 3aIUTOH KapOOHUIBHOM rpymiibl N-METHIITATICPA3UIOM JIATHS
U MOCHEAYIOUIMM B3aUMOJEHCTBUEM JIUTUHIPOU3BOJHOTO C pa3iMYHBIMU TPUAIKWI-, aJIKWJI-
(heHMIT-, TUKIOATKUIXIOPCHIIAHAMI HIH TPHANKIIXJIOp(OpoM)repManamu. M3ydeHa IUTOTOKCH-
YyecKasi akKTUBHOCTh HOBBIX COEJIMHEHHUI M yCTaHOBIIEHO, YTO KPEMHUI- U TepMaHUiicoIepKaline
anetmwidypaHbl 1 THO(EHBI SBIISIOTCS MATOTOKCHYHBIMUA BemecTBaMu (LDsg 312 — >2000 mr/kr),
00agaroIIMMi HU3KOW IIUTOTOKCHYHOCTBIO 10 OTHOIICHHIO K OmyXxosieBbiM kieTkam HT-1080
u MG-22A.

KiroueBbie cJIOBa: 2-aneTHI-5-aIKWI() e HIICHIHITHOEHHI, 2-aneTun-5-
ANKI(CHUIICHITAII-(QYPaHEL, 2-aneTHI-5-CUIAIUKIOANKAITHO(DEHEI, 2-aneTun-5-
CHJIALUKIIOAIKHII(Y PaHEI, 2-ate-TuI-5-TPUaIKUICHIIII(TePMIUT) THO(EHHI, 2-aneTun-5-

TpHATKIICHTHI(repMiT)DyPaHbl, CHHTE3, TOKCHYHOCTb, IIATOTOKCHYHOCTH, SIMP 'H, Bc, Psi.

Hannume rerepouukia B pa3IUyYHBIX THUMAX OPraHUYECKHUX COEIWHEHHH
UTpaeT CyIIECTBEHHYIO POJb B MPOSBICHHUH MMU OMOJOTMYECKOW aKTHBHOCTH
[1, 2]. Bua u 3¢ dexTHBHOCTH OMOJIOTMYECKOTO ACUCTBHS 3aBUCST KaK OT MpH-
pOIIBl TETEPOLMKIA, TaK U OT CTPOEHUS U IOJIOKEHUS 3aMECTUTENEH B LIUKIIE.
Tak, ¢pypaHoBo€ KOJBLO COJEPKAT MHOTHE Mpenaparbl: pAHUTHINH U JTyIHTH-
IWH (UIs1 JIeYeHUsl sI3BeHHOH Oone3Hn), GypoceMun u Meppycus (AMypeTUKn),
Oyderon, mpa3ocuH, Tepa3oCcHMH M al(y30CHH (aHTHUTUIIEPTEH3UBHBIE Cpel-
crBa), (ypona3on (aHTUTEJIbMUHTHBIA IpenapaT), NAaHTPOJNEH (MBILICYHBIH
penakcanT), ¢yparud u conadyp (aHTHOaKTepHaibHbIE Hpenapartbl), HapTH-
npodypun (BazoamunaraTop), unoMeanossl U ¢propadyp (IPOTHBOOITYyXOJECBEHIE
cpeactBa). 2-OypunkeTokapOOHOBas KHUCIOTa HCIOJIb30BaHA B CHHTE3E IIe-
(aoCcOpMHOBOTO aHTUONOTHKA IeQypOKCHMA, a THGHWIIYKCYCHAsl KUCIIOTa — B
cuHTe3e uedanotura [1]. IHTepeCHO OTMETHUTh, YTO €CJIM B IMOJOXKECHUU 5
($ypaHOBOTO KOJbIIa HAXOAUTCS 4-HUTPOQEHWIbHAS TPy, TPOAYKT KOHIEH-
callid C aMHUHOTHMAAHTOMHOM — JAHTPOJIEH — NPUMEHSETCS KaK MBILIIEUHBINH
pENaKCcaHT; eCclii )K€ HUTPOTpyIIa HaXOAUTCS HEMOCPEACTBEHHO y (GYpPaHOBOTO
KOJIbIIa, IOJTy4aeTcs aHTUOAKTEPUAIbHOE CPEICTBO HUTPODYPAHTONH.

N3BecTHO, UYTO NPUCYTCTBUE CWIMIBHONW WM TE€PMWIBHOW TpyNIBl B
OpPTaHMYECKOM COEAMHEHHHU CYLIECTBEHHO YBEIMYHMBACT JIUNO(MIBHOCTH Belle-
CTBa, T. €. €r0 CIIOCOOHOCTHh NMPOHUKATh Yepe3 KICTOUHbIE MEeMOpaHBI, YTO BO
MHOTHX CITy4asX CYIIECTBEHHO MOBBIIIACT OMOJOTMYECKYIO0 aKTUBHOCTH COE/IU-
HEHUs 110 CPAaBHEHMIO C yTIepOJHBIMU aHamorami [3].
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CpaBHHUTENBHOE M3yUeHHEe TOKCUYHOCTH CHHTE3MPOBAHHBIX HAMH S-ajKWi-,
S-TpUATKWITEPMIII- W S-TPUAKWICHIWI-2-TpUPTOpaleTHiIPypaHoB U HUX
OKCHMOB TakXe TOKa3aJo OMpEeAeIeHHYI0 3aBUCHMOCTh TOKCHUYHOCTH COEIH-
HEHHsI OT 3aMecTHTellss B mojioxkeHuu 5 [4]. Tak, moaudukanus B OpraHu-
YecKOM 3aMecTHTeNe, KOHJEHCalus KapOOHWJIBHOW TpYIIBl B S-TpUMETHII-
cumii-2-tpudropanerundypane ¢ THIPOKCHIAMUHOM, MPUBOIUT K COEIWHE-
HUIO C BBICOKOH IMTOTOKCHYHOCTBIO Ha JBYX JIMHMSX OITyXOJIEBBIX KIIETOK
HT-1080 u MG-22A (LCsy 0.3 u 0.8 MKI/MJI COOTBETCTBEHHO) [5], a maibHEH-
11ee MpeBpalleHre OKCUMHOM TPYIIIBI B ATKOKCUMMHUHHYIO TPUBOAMT K TTOJTHOM
MOTEPEe COCTMHEHUEM IIUTOTOKCHYECKOU aKTUBHOCTH [6].

C 1enpl0 JaNbHEHIIEr0 Pa3BUTHS CHHTETHUYECKOW Oas3bl Ui TONYYCHUS
HOBBIX OMOJIOTMYECKH aKTHBHBIX BEIECTB Ha OCHOBE 2-areTwidypaHa U -THO-
(¢eHa MBI pa3paboTaiy HOBBIM MyTh CHHTE3a KpPEeMHHN- U TepMaHHUKCOIEp-
KalUX alueTHAPYpaHOB U -THO(DEHOB M H3YYWIHM MX OUOJIOTHYECKYIO aKTHB-
HOCTb.

OOBIYHO anWIIBHBIE TPOU3BOIHBIE (PypaHa W THO(dEHA MOIYYalOT AlWIIU-
pOBaHHEM COOTBETCTBYIOLIETO TETEPOIMKIIA YKCYCHBIM AaHTHAPHAOM B TpHU-
CYTCTBUH KATAIMTHYCCKUX KOJUYECTB MoAa Wiu (GocPopHOil KUCIOTH [7, 8].
Henasno /I. boBmaH mpoaHann3upoBai U 0000LIHII TUTEpaTypHbIe JaHHBIE IO
anuMIMpoBaHni0 THOQeHa 3a mociennue 60 ser [9]. Kunermyeckue uccre-
JIOBaHHS MOKA3AIIM, UTO O-Mostoxkenne dypana 7+10* peakuponHocnocobHee 1o
cpaBHEHHIO ¢ -monoxkerueM [10].

Hannume xpeMmHuii- WM repMaHUMOPraHMYECKOTrO 3aMECTHUTENs B TeTepo-
LUKJIE CYIIECTBEHHO OCJIOXKHAET KiIaccuueckoe auunupoBaHue no dpupenro—
Kpadrcy, Tak Kak compoBOXKAAETCS ipso-3aMEIeHHEM 3IIEMEHTOOpraHuYe-
CKOTO 3aMeCTHTeNs. OJTa peaklys IIHPOKO HCIIONB3YyeTCsl B OpPraHUYeCKOM
CHHTE3€ AJIS CEJIEKTUBHOIO BBEICHUS 3aMECTUTENS B apOMaTHUUECKOE U reTepo-
apoMarudeckoe konbLo [11].

Opnako aBTopam [12] ynanoce OCyIIECTBUTH alMIMPOBaHHUE 2-TPUMETHII-
cunmindypana U 2-TpUMETHICHIMATHOPEHA YKCYCHBIM aHTHAPHIOM B IPHUCYT-
CTBHHU HOJa ¥ MOJMYYHTH 2-alleTHII-5-TPUMETHICHIHIAPYpaH u 2-aleThII-5-TpH-
METHIICHIHATAO(EH C HEBBICOKMMH BbIxonamHu (25 1 13% coOTBETCTBEHHO).

Hamu pa3zpaboTan HOBBIF METOJ CHHTE3a CHJIWI- U TepMHI3aMELICHHBIX
anetwidypaHoB u -THopeHOB MeTamnupoBaHueM #-Buli mpu HU3KOW Temre-
parype KOMMeEpYecKd AOCTYMHBIX 2-aneTuiadypana u 2-aleTHATHOPEHA TOocie
NpeABapUTENbHON 3alIUThl KapOOHMJIBHOW Tpynmbl N-METHINHIEPa3UaOM

1. LINMP / THF
2. n-BuLi
3.R;MY
U\ 4.H,0 (H") I
_ e
X ﬁ Me R3M X ﬁ—Me

1-14 ©
X=0,S; Y=CI],Br
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Tabnuma 1

XapaKkTepuCTUKH 2-aneTHI-5-cuiimi(repmui)gpypaHos(TuogeHoB)

3

1-7X=0,8-14X=S

LN
R.M X C—Me

Coe T xur. °C Bri-
nu- R;M ’ " Cnexkrp SIMP 'H, 8, M. 1. (J, T'm) Macc-cnektp, m/z (Lo, %) X0/I,
(MM pT. cT.) o
HEHHE %
1 Me;Si 65-68 0.30 (9H, ¢, Si(CH;)3); 2.48 (3H, ¢, CCH;); 182 [M]" (40), 167 [M"-Me] (100), 151 (20), 136 (9), | 45
€)] 6.68 (1H, n, H-3); 7.14 (1H, 1, J; 4= 3.9, H-4) 125 (9), 97 (15), 75 (50)
2 Et;Si 100-102 0.77-1.03 (15H, wm, SiEt3); 2.46 (3H, ¢, CCH;); 224 [M]" (13), 195 [M'=Et] (100), 167 (60), 137 [M'— | 58
(6) 6.68 (1H, n, H-3); 7.14 (1H, &, J; 4 = 3.8, H-4) 3Et] (20), 95 (10), 43(10)
3 Me;Ge 78-82 0.44 (9H, ¢, Ge(CH3)3); 2.46 (3H,c, CCH;); 228 [M]* (18), 213 [M'—Me] (100), 183 [M'—3Me] (16), | 48
(6) 6.60 (1H, n, H-3); 7.14 (1H, &, J; 4 = 3.8, H-4) 143 (18), 119 (16), 109 (20), 89 (30), 43 (30)
4 Et;Ge 105-110 1.04-1.08 (15H, ™, GeEt3); 2.47 (3H, «c, 270 [M]" (8), 241 [M™-Et] (100), 213 (70), 185 (90), | 52
%) CCHjy); 6.69 (1H, n, H-3); 7.17 (1H, 1, J54= 3.4, 113 (15), 103 (10), 91 (9), 65 (9), 43 (20)
H-4)
5 Me,PhSi 130-133 0.60 (6H, ¢, Si(CH;),); 2.49 (3H, ¢, CCHs); 244 [M]" (50), 229 [M'-Me] (100), 211 (41), 183 (8), | 40
) 6.70 (1H, 1, H-3); 7.15 (1H, 1, J 4 = 3.6, H-4); 167 [M'—Ph] (11), 151 [M'—MePh] (30), 136 [M'—Me,Ph]
7.30-7.41 (4H, m, C¢Hs); 7.55-7.58 (1H, m, C¢Hs) (17), 105 (19), 77 [Ph] (15), 53 (8), 43 (26)
6 Y 103-105 0.41 (3H, c, SiCH3); 0.64—1.00 (4H, m, SiCH,); 208 [M]" (86), 193 [M"—Me] (91), 179 (67), 165 [M'—Me— | 48
E)Si\ 5) 1.66-1.69 (4H, m, CH,CH,); 2.47 (3H, c, CCH3); CO] (81), 152 [M'—(CH,),] (67), 137 [M'—(CH,),Si] (100),
M
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6.72 (1H, 1, H-3); 7.14 (1H, 1, J3 4= 3.6, H-4)

125 (17), 117 (18), 109 [M'—~(CH,),SiCH;] (38), 93 (33), 83
(19), 77 (29), 65 (33), 55 (30), 43 [SiMe] (90)




10

11

12

13

14

s
S
9

Me3Si

Et;Si

MesGe

Et3Ge

MezPh81
e
S
C 1\Me
{ s1<v

107-110
©)

94-95
)

119-124
&)

98-105
©)

130-132
&)

130-132
€)

128-130
(©)

130-132
©)

0.30 (3H, c, SiCH;); 0.55-1.81 (4H, m, SiCH.);
1.56-1.81 (6H, M, (CH,),); 2.49 (3H, ¢, CCH,);
6.73 (1H, 1, H-3); 7.16 (1H, 1, J3 4 = 3.4, H-4)

0.33 (9H, c, Si(CHs)s); 2.56 (3H, ¢, CCH);
7.22 (1H, 1, H-3); 7.71 (1H, 1, J34 = 3.8, H-4)

0.79-1.03 (15H, m, Si(C,Hs)s); 2.57 (3H, c,
CCHs); 7.25 (1H, a, H-3); 7.73 (1H, m, J;4= 3.6,
H-4)

0.46 (9H, ¢, Ge(CH)3); 2.52 (3H, ¢, CCH;);
7.15 (1H, 1, H-3); 7.69 (1H, 1, J3 4 =3.6, H-4)

1.04-1.07 (15H, M, GeEty); 2.54 (3H, c,
CCH;); 7.15 (1H, 1, H-3); 7.73 (1H, 1, J34 = 3.4,
H-4)

0.30 (6H, c, Si(CHs),); 2.56 (3H, ¢, CCHs);
7.24 (1H, n, H-3); 7.30-7.40 (4H, m, CeHs);
7.53-7.58 (1H, m, C¢Hs); 7.72 (1H, 1, J5 4 = 3.6, H-
4)

045 (3H, ¢, SiCH;); 0.74-0.93 (4H, m,
SiCH,); 1.60-1.74 (4H, m, CH,CH.,); 2.56 (3H, c,
CCHs); 7.25 (1H, n, H-3); 7.71 (1H, 1, Js4 = 3.8,
H-4)

029 (3H, ¢, SiCH;); 0.70-1.82 (4H, m,
SiCH,); 1.58-1.82 (6H, m, (CH,)s); 2.53 (3H, c,
CCHs); 7.24 (1H, 1, H-3), 7.70 (1H, 1, J54 = 3.6,
H-4)

222 [M]" (35), 207 [M'—Me] (100), 193 (8), 179
[M'-Me-CO] (52), 167 (36), 161 (8), 153 (63), 137 (35),
131 (9), 125 (15), 112 (38), 103 (10), 97 (29), 84 (38), 77
(37), 69 (21), 61 (13), 55 (19), 43 [SiMe] (77)

198 [M]" (18), 183 [M"—Me] (100), 167 (7), 84 (8), 75
(8

240 [M]" (10), 211 [M'—Et] (90), 183 [M'~2Et] (100),
155 (100), 139 (5), 109 (5), 77 (8), 43 (40)

244 [M]" (9), 229 [M"-Me] (100), 199 (9), 119 [Me;Ge]
(6), 89 [MeGe] (10), 43 (20)

286 [M]" (5), 257 [M—Et] (100), 229 [M"—2Et] (60),
109 (40), 101 (10), 77 (10), 65 (10), 43 (40)

260 [M]" (19), 245 [M'—Me] (100)

224 [M]" (54), 209 [M"—Me] (100), 196 [M'—CO] (18),
181 [M"-Me—CO] (29), 168 [M'—C,Hs] (58),
153 [M'—(CH,),Si] (42), 137 (7), 125 [M'~(CH,),SiMe] (7),
109 (27), 99 [M*—C,H,SC(O)Me] (17), 91 (7), 85 (12), 77
(15), 65 (10), 53 (12), 43 [SiMe] (43)

238 [M]" (37), 223 [M"-Me] (100), 195 [M'—COMe]
(100), 182 (17), 169 (50), 153 (28), 109 (13), 97 (15), 85
(14), 77 (10), 43 (23)

45

60

27

69

78

65

55

54
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Tabnuma 2

CrekTpajibHbIe XapaKTepPUCTHKU KeTOHOB 1-14

Coeuii- I/IKV c:;iTp, Crextp SIMP B¢, 8, M. 1. Criexrp SIMP
HeHHe (C=0) R:M COCH; C4) Cc@3) C5) Q) Cc=0 ¥Si, 8, m. 1.
1 1680 ~1.92 26.16 116.97 121.26 156.53 166.45 190.41 —9.11
2 1685 —2.01 26.13 117.28 119.87 156.48 168.15 186.75 -2.03

3 1685 3.00,7.17 26.20 116.53 122.38 156.84 164.67 187.10 -

4 1685 4.37,8.76 26.11 116.84 121.08 156.79 166.56 186.80 -

5 1681 3.17 26.26 116.78 122.72 157.86 164.58 187.35 ~14.41
6 1681 4.20, 12.00 27.12 116.92 122.04 156.84 165.33 186.99 5.97
7 1681 —4.55,12.31 26.27 116.80 122.01 156.73 165.53 187.10 ~13.26
8 1670 ~0.41 27.25 133.01 134.40 148.71 150.82 190.41 -5.26
9 1675 -0.72 27.10 132.94 133.36 148.27 152.48 190.17 1.19
10 1663 4.11,7.18 27.23 132.99 135.12 147.58 148.80 190.39 -
11 1670 5.36,8.72 27.13 132.92 134.13 148.47 149.40 190.16 -
12 1663 1.68 27.28 133.01 133.84 148.57 149.32 190.20 ~10.61
13 1664 2.97,13.32 27.03 132.90 134.83 148.84 149.10 189.98 9.19
14 1669 ~2.98, 13.64 27.26 132.98 134.88 148.40 149.16 190.63 -9.55
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Tabnuma 3

Hurorokcuyeckasi akTUBHOCTH (LCsy MKIr/mi)* keronos 1-14

Coemn- HT-1080 MG-22A 3T3
HeHNE cv MTT NO cv MTT NO NR LDs, MI/kr
1 ok ok 5 ok ok 5 263 912
2 ok ok 5 ok ok 6 339 1237
3 ok 100 16 ok ok 16 ok >2000
5 34 60 73 52 28 62 151 831
6 ok ok 14 ok ok 25 259 958
7 *x >100 35 100 ok 29 251 1001
8 ok ok 7 ok ok 9 221 877
9 29 17 350 23 16 300 17 312
10 ok >100 16 ok ok 18 527 1433
11 ok >100 5 27 32 100 126 855
12 53 >100 27 >100 ok 14 1000 1979
13 ok ok 10 ok ok 12 117 718
14 ok >100 12 >100 ok 15 200 930

* CV — KpucCTaTMuecKuid (PHONIETOBBIN (AeiicTBUe Ha KieTouHble MeMOpanbl); MTT — 6pomun 3-(4,5-numermnTuazon-2-mwi)-2,5-mudennn-2H-rerpaszonus (BIusiHAE Ha
aKTUBHOCTH MHTOXOHAPHAIBHBIX (pepMeHTOB B KiieTke); NR — Helirpanbablii kpacHbiil; NO — crenens reHepupoBanust NO, onpenesieHHas 1 BEIYUCIEHHas o MeTonuke [15].
** JluroTokcudeckuit 3p(PEKT OTCyTCTBYET.
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mutust (LINMP) in situ m peakumeli oOpa3oBaBIIErocs JTUTUEBOTO TPOU3BOJ-
HOTO C COOTBETCTBYIOHIMM xyop(OpoMm)cunaHoMm wim -repmaHoM. llpemmo-
JKEHHBIM METO/| TO3BOJIWI HAM IOJYYUTh IIUPOKUHI Psii KpEMHUI- U T€pMaHUM-
3aMEIICHHBIX aleTHI(ypaHOB U -THO(GEHOB ¢ BeIxogamMu 27—78% U U3y4IHUTh UX
IMUTOTOKCUYCCKYIO aKTHUBHOCTD.

Breixon v ¢pu3MKO-XUMHYECKHE XapaKTEPUCTHKH CHHTE3UPOBAHHBIX COEIH-
HeHuit npuBeneHs B Tab. 1. Crexpsl UK u SIMP °C, °Si nansl B Tabu. 2.

CpaBHEHHE XUMHYECKUX CIABUIOB &' Si KPEMHEOPraHHUECKHX MPOH3BOIHBIX
dbypana 1, 2, 5-7 u ux THOPEHOBBIX aHAIOTOB 8, 9, 12—14 TOKa3BIBAET, YTO
cHrHAmbl >'Si Bcex (ypaHOBBIX MPOM3BOIHBIX IOSBISIOTCS B 0OJCE CHIBHOM
moste (Ha 3.22-3.85 M. 1.), 4eM CHTHAJIBI COOTBETCTBYIOIIUX IPOU3BOIHBIX
THO(heHa.

J1 BBISICHEHHS BIHUSHUS IPUPOIBI AIEMEHTOOPTaHUIECKOTO 3aMECTUTENIS B
keTtoHax 1-14 Ha TPOTHBOOMYXOJIEBYIO AKTMBHOCH M3y4Y€HA HUX IIUTOTOKCHY-
HOCTH (Tabi. 3) Ha ABYX JHHHIX OIMyXojeBbix kKietok: HT-1080 (dpubpo-
capkoma dyenoBeka) 1 MG-22A (remaroma MpIH). J[ns cpaBHEHUS H3ydeHa
LIUTOTOKCUYHOCTh ATUX COEAMHEHUN iid HopMmaibHbIX kieTok NIH 3T3
(HopMmanbHBIe (EOPOOTACTHI MBIIMHBIX AMOPHOHOB) W WX TOKCHYHOCTH
(LDsg, Mr/kT). HccrmenoBaHue ITOKa3aio, 94TO BCe HW3y4YeHHBIC KeTOHBI 1-14
MaJOTOKCHYHBIE BemlecTBa, JeranbHble H03b1 (LDsg) mms HUX HaxomsTcs B
mpexenax 312—>2000 mr/kr (tabdn. 3). MHTEpecHO OTMETHTH, YTO 2-aIleTHII-
5 tpmwyTriicnmitnoden  (9) okazaics B ~4 paza TOKcwuHee (DypaHOBOTO
aHayora 2. 3aMeIIeHWe OJHON METHJILHOW TPYIIBI B 2-alleTHI-5-TpUMETHII-
cummitnodene Ha QeHwIbHY0 (coequHeHue 12) B 2 pa3a CHW)KAET TOKCHU-
HOCTH COEIWHEHMs. 3aMeHa TPUMETHIICHIMIBHOTO 3aMECTHTENs Ha TPUMETHII-
TepMIIBHBIA CYIIECTBEHHO YMEHBIIAET TOKCHYHOCTH COCIMHEHUS KaK B THO-
(dhenoBOM, Tak u B pypaHoBoM psxy (coenmuaenus 1 u 3, 8 u 10). K coxanenuto,
coeauHeHnsa 1-14 npakTUYECKU HE MPOSBWIM [IUTOTOKCUYECKOW aKTUBHOCTH T10
OTHOMICHHUIO K omyXojieBbiM kiletkam HT-1080 mw MG-22A u oka3zanuch
TOKCUYHBIMU i1 HOpMalibHbIX KjieTok NIH 3T3. Tonbko 2-anetui-S-
TprdTIIICHTIITHOGEH (9) OKa3ayics YMEPEHHO IMHUTOTOKCHYEH IO OTHOIICHHUIO
K OITyXOJICBBIM W HOpMalbHBIM KieTkaM. OH ke oOmaman u Hambompmeidr NO
reHepHUpYyIoleld aKTUBHOCTBIO.

SKCHHEPUMEHTAJIbBHASI YACTb

Crnexrpsr IMP 'H, C u °Si perncrpuposanu Ha cniextpomerpe Varian Mercury-200 (200,
50 u 40 MI'n coorsercrBenno) B CDCls, crammaprer ITMJC (8 0.055 m. 1) ams 'H, TMC
(Buermmmit) mis 2°Si i CHrHAT OT OCTATOYHOrO mpOTOHA pactBopurens (8 77.05 m. 1) mis °C.
Macc-crekTpbl perucTpupoBaiu Ha xpomaro-macc-ciekrpomerpe GC-MS HP 6890 ¢ sueprueit
HOHM3UPYIONHX IEKTPoHOB 70 3B. 2-Anetuntuoden u 2-anetuindypaH MOITydeHBl OT (HHPMEI
Acros. N-Merunnunepasus u TT'® cymunu nan CaH, u neperonsnu.

HuTtoTokcuyHocTs coenuneHuit 1-14 (tabm. 3) ompemensiid 1Mo METOIUKE, OMHCAHHON
B [13]. Octpas toxcmunocth (LDsy, Mr/kr) Ha KymbType kierok 3T3 (amprepHatuBHas LDs
B TECTE i1 Vivo) ONpeAesslach COTJIaCHO MpoToKoaaMm [14].

2-Anerna-S-tpumerwicuianiadypan (1) u 2-aneTnia-S-TpuMeTuiacuanjaTuopen (8) momy-
YaroT U3 COOTBETCTBYIOUINX alETUINPOU3BOIHBIX 10 ONMCAHHON MeTonuke [13].

2-Anerna-S-rpwyTuarepmuaruopen (11). B 3-ropimyro konOy, cHaOKeHHYIO OOpaTHBIM
XOJIOZMIEHUKOM, TEPMOMETPOM, MAarHUTHOH MEIIAJIKOW M PEe3UHOBOH NMpOOKOH, B TOKE aproHa
BBOIT 2.0 T (20 MMOJIB) cBeXeneperHaHHoro N-MeTwinuIepasuaa, pacTBOpeHHOro B 40 mi
abc. TT'®. Konby ¢ pactBopoM oxmaxnaroT g0 —78 °C W MEIJICHHO M00aBISIOT MO KaIUIIM
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mmpuieM 9.1 min (20 mmonp) 2.2 H. n-BulLi B rexcaHe Ttak, 4toObl Temieparypa B Koibe
He npeBbimana —75 °C. Iocne nobasnenust Bcero n-Buli cmech mepemerinBaiOT B TeUCHHUE
15 mun npu —78 °C, 3arem no6apisror no kamwisiM 2.27 r (20 MMonb) 2-auetuntuodena B 7 mi
TT'®, nocne nobasneHus: Bcero 2-aneTHiITHOpeHa cMech nepemernnBaoT 20 MUH U 100aBIsIOT
no karwsM 9.1 mi (20 mmone) 2.2 H. n-BuLi B rekcane. [Tocne noGapnenus Bcero Oy THIUTHTHSL
nogHUMAroT Temmeparypy 1o —20 °C u mpu 3Toil Temmeparype mnepememiuBaioT 4 4 30 MuH.
OxnaxaaroT 10 —78 °C 1 MeUIeHHO JOOAaBISIOT M0 KAIUIsiM pacTBop 4.7 T TpHUITUIOpOMIepMaHa
B 10 M TI'®. Ilocne nobaBnenus: TpudTHIOpOMIepMana, cMech mepemerunBaroTr npu —78 °C
B TeueHHe 15 MuH, 3aTeM MeUIEHHO NMOJHUMAIOT TEMIIEpaTypy 10 KOMHATHOH M MEpEMENIHBAIOT
B Teuenue 10 4. Peakimonnyio cmech rugponu3yor 120 mn 1 M HCl npu 0 °C B Teuenue
10 MUH ¥ HEHTPATU3YIOT HACKHINCHHBIM pacTBOpoM Na,COs. Dxctparupyror Et,O (50 mia x 3),
9KCTpakThl o0beauHstor ¥ cymar Hax MgSO, Cwmecs mnpomyckator uyepe3d cioit Al,O;
U ynapusaroT 3¢up pocyxa. OcraTok neperosstor B Bakyyme npu 130-132 °C (5 mm pr. cT.)
n noy4atot 4.0 r (78%) xerona 11.
Ketonsi 2-7, 9, 10 u 12—14 mony4aroT aHATOTUIHO.

Asmoput evipasicaiom baazodaprocmo Dr. Chem. M. Ilemposoii 3a cusmue
UK cnexmpos.

Paboma evinonnena npu gunancosoii nodoepoicke Jlamsutickoeo cogema no
nayke (epaum 1771).
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