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. B3AUMOJIEMICTBUE 3-IIMAHONMPUINH-2(1H)-THOHOB
C #-BYTWUIATHEM

I/IqueHo B3anmMozieficTeme 3- uuauonmpu;(m{ -2(1ED-romoE ¢ BuLi sdupe. Hait-
ZIEHO, 4TO Memmmposaﬂne MEPBOHAYATLHO IPOTEKAET 110 ATOMY Cepbl: Ofpasyrommecs
JIMTHEBBIE CONMM NPHCOSKMHIIOT BTOPOM SKBHMBAJEHT H-OyTuiuniTis no-rpymne CN.
TuapoM3 MHAMTHEBLIX NPOM3BORHAIX npmso;zm K 3- nemaHonmupH;(HH-Z(lH) TI/IO—

HaM. .

- Ilupoxwme HCCIETOBAHMS ‘3-muasorupuzuE-2 (1H) -tuoma (D ¥ €ro mpous-
BOAHBIX CBHZIETEJBCTBYIOT O JOCTATOYHO HOAPOOHOM H3YYEHMH Pa3/IHMUBEX

apu(TeTapwn) 3aMemennsx  coemuuenuit [1, ‘2], OpHaxo ¢ TogBIEHHEM B

JETEPATYPE AaHHEIX 00 aHTHCIMAOBON AKTHBHOCTH IPOM3BONHEIX O-MeTmi-3-Im-
ano-~ 5—3Tmmnpmmﬁ-2 (1H)-oma [3] BO3pOC HHTepeC u K aJIKI/IJISEIMeIE[eHHHM
OUPHIHHTHOHAM.

Pamce HaMu COOGH[IOCH O MeTomax cuHTe3a  O-amkmm(G- -aJIKCHI,
4,6~-nmankmn) saMemeHHsx TmoHA [ [4, 51 HaCTOSIJII,‘aSI paﬁoTa SABIIAETCH
HPOTO/DKEHHEEM YKA3aHHBIX MCCACTOBAHMY ¥ IOCBANICHA U3YUEHHUIO B3AMMONEH-
CTBUS ANKWI3aMEIICHHHX 3- nnaHonnpmu/IHQ(lH)—THOHos (ITa—r) ¢ Buli's
ompe HIT BHIABTEHMS BO3MOXHOCTEM MX (DYHKIHOHAJM3ALNM. IIpOXyKTEH
TOCAeNHEH TPEACTABJALIOT WHTEPEC B K4UECTBE HOBHIX IOTEHIMAIBHO
GUOIOTHUECKY aKTUBHHIX COETMHEHUHN, 4 TAKXE KaK CHHTOHHL IIPH IOCTPOCHHH
TETEPONMKIMYECKIX crcTeM. Kak M3BeCcTHO, TNTHHPOBAHNE MHUPOKO UCHOIb3YET-
€SI B CHHTETHYECKOM OPraHUYecKON XMMUH, OMHAKO IO HACTOSIIETO BPEMEHM OHO
HE MPUMEHSUIOCh UIS IOJYUCHMS 3aMCUIEHHBIX TVPUIWHTACOHOB. Cpemn
OLMCAHHEX B JWTEpatrype Hambosee OAM3KUM SBISETCS OPUMED CHUHTE3a
3-apouin-1-MeTUI-4-METOKCUIIMPATHH-2-0HOB ~ HA  OCHOBRE  Li-TIPOM3BOMHBIX
2(1H)-mapuaunoros [6].
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Tonyuennsie HAMA pE3YABTATHl CBUAETEALCTBYROT O TOM, YIO TIPH
B3a@Mofielictery THOHOB lla—r ¢ ngByMa oxsmeancHTamu Buli B admpe
“(-5...-3 °C) m mocHeRylOImeM THMApPOJAM3e BOXONH C BEICOKMME BBIXOTAMU
(60...90%,) oBpasyiorca ux J-mertanomnponssonaue (Illa—r). B ananormunsix
ycmosusx oOpaborka tmoHoB Ila—r omsmm skeuBaneHToM Buli B sdwmpe m
MOC/IENYOMIAM THAPOIU3 TIPHBOAIT K MCXORHBIM coempHennam la—r. BepostHo,
TEepBOHAYAIPHO YKA32HHBIC THOHBL METALIMPYIOTCE IO AaToMy CepH H
monyuazorca S-mutuessie comn (IVa—r), X0Topse 3aTeM TPUCOCHMHSIOT BTOPOH
skeusanent Buli mo rpyumne CN, ofpasys muimtuepsle nponssonmsie (Va—r).
Tmaponn3 MOCHETHUX ITPOXONMT KBYXCTYHEHUATO, O YEM CBWACTE/IBCTBYET TOT
akt, uto Tpy o6paboTke RWIMTHEBOH COMH VI MHHUMATBHHM KOJNYECTBOM
BOAH OBLIa BHImEAeHA S-autmesag cosb (VI) (cxema 1, taba. 1) B Bmme Gemoro
[OpPONIKA, yCToWumBOro npm. xpaHenmu. CrpoeHme conm VI HOXTBEPXKIAOT
namume IIMP 1 UK cmexrpor (cMm. tabm. 2).

Cunresmposangsie  O-ankmi-3-negraromwmmupunua-2 (1 Hy-tnorsr  Illa—r
IPEACTAB/IMIOT COO0H KPUCTA/UIMUECKHE BEMECTBA JKEJITOTO UBETA C UETKHMHU
TEMIepaTypaMu IuiasneHus. VX crpoenme’ TIOATBEPKAAIOT TAHHBIE TIMP m UK
CTIEKTPOB, KOTOPHE B YACTHOCTH YXA3HBAKT HA CYIIECTBOBAHHE COCHMHCHMI
Illa—r B THOHHO# TayTOoMepHO# (opme. Tak, B MK cmexTpax npuCyTCTBYIOT
UHTCHCUBHBIC IIOJIOCH Tormomesms rpynmms C=0 (1635...1697) m mosocH
NOTTIONIEEMs CpeMHe# wuATeHcmeHOCTH rpynmsl C=S (1190..1208 cM ). B
cuextpax IIMP tronos Illa—r mabmonaroTcs ynmmpesHbe CHETETH TPYIIT NH
B obmactu 13,69...14,05 M. 1. (1abn. 1, 2).

Tuous 111a,6 B Hpncy'rCTBmI 9KBUMOJIBHOTC LomdlIeCTBa KOH (109% sonmubiit
pacTBOp) JIETKO B3aMMOOCUCTBYIOT C TaJOreHuNaMu HalCH2Z (VID) mo atomy
cepu ¢ ofpazoBammeM G-ankmn-2-(Z-mermnrio) mpuavwacs (Villa—r). Tlpu

" Ta6bawmuma 1

XapakTepucTHKH cun-resnpoxéannbxx‘coe;mne}mﬁ ’

]-Iaf'meﬁo, %
Coemu- " BpyTro- T e ‘Boraucyieso, % - Berxon.
genme | ~ dopmysa ot - - % .
c H N S

Iila C11H1sNOS 150...152 63.63 7.44 6,82 15.05 60
: 63,12 | 7,22 6,67 15,32

116 C13HioNOS 90...92 63,77 823 | 5876 13.54 S0
‘ . 65,78 8,07 5,90 13,51

1= C14H21NOS - 122...124 66.89 8.60 551 12.9 70
' 66,87 8,42 5,57 12,76

Iir 1 C12H17NGS 150...152 64.21 7.94 6.13 14.66 80
64,53 7,67 6,27 14,36

Vi Ci2H16LINOS - 130...132 — —_ — — 97

ViIia C13H1sN20S 92...93 | 6282 6.58 11.39 13,16 80
62,87 6,64 11,28 12,91

VIIIG C21H25NO28 124...126 70.81 5.89 4.08 .16 45
70,95 7,09 3,94 9,02

VIIis C14H39NO3S 71...73 59.60 6.97 4.81 11,52 55
59,76 6,81 4,98 11,39

VilIr Ci5H20N208 119...121 65,31 7.035 10,27 11.35 60
© ] .65,18 7,29 10,14 11,60

IX* C1oH18BrNOS 92...94 63.51 4.45 3.31 8.36 94
» 63,74 5,06 3,91 8,95

* Copep:xanue Br, %: naitnero 21,91; ssrumucnerno 22,32,
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Hauapie WK coexrpos u cnektpos IIMP coeamueHHit

Hia—r,

Vil u Villa—r

Tatnuua 2

Coektp ITMP, 5, M. A.

HK chexp,
Coeput- COBu
pene v, ol R (CH3, CHyCHs, H | sy NH
CH>CH»CH3, g R nae SCHyZ
COCHy)
Iila 1200 (C=S), | 2,40 c (CH3) 0,86 1, 1,32 M, 7,41 | 6,68 1 13,69 yur ¢
1683 (C=0) 1,55 M, 3,097 )
16 1190 (C=S), | 0,88 m (CHa3), 0,88 M, 1,32 ™M, | 7,403 | 6,60 1t 13,98 ymr. ¢
1694 (C=0) | 1,55M (CHoCH3) | 1,55 M, 3,041
2,60 T (CHz-HeD
= 1192 (C=S), | 0,88 n (2CH3), 0,88 1,1,30mM, [8,091 | 6,70 14,05 ym. ¢
1697 (C=0) | 2,50 M (CH), 1,90 M, 3,021
2,55 x (CHz-Het)
IIlr 1208 (C=S), | 2,29 ¢ (CH3) 0,86 1, 1,31 ™, 2,02 ¢c|6,5c¢c 14,00 ynr. ¢
1635 (C=0) 1,50 M, 2,63 1 (CH3)
VI 1240 (SLi), 2,30 c (CH3) 0,89 T, 1,46 M, 2,08 ¢ | 6,70 ¢
1640 (C=0) 1,51 m, 2,691 (CHz)
Villa | 1670 (C=0), | 2,58 ¢ {(CH» 0,90 1, 1,32 M, 8,49 nm | 7,29 4,07 c
2236 (CN) 1,56 m,3,051
VIIG | 1664 (C=0), | 0,89 T {CHs,), 0,581, 1,29 M 8,260 | 7.0l 1 4,51 ¢, 7,56
1685 (C=0) | 1,57 m (CH,CH3). | (CHoCHLCH3), M (m-Harp,
2,25 7 (CHp-Het) | 2,97 T 7,65 M
' ' ("-Hap,
8,05 M
©-Hap
VIIIz | 1641 (C=0) | 2,44 c (CH3) 0,87 7, 1,31 M, |1 8,391 | 7.14 1 3,79 ¢,
1,55 M, 2,97 . 3,61 ¢ (CH3)
VIIr | 1669 (C=0), | 0,90 m (CHJ), 0,90 ™, 1,31 ™, {8,411 | 7,291 4,05 ¢
' 2246 (CN) 1,57 M 1,80 M, 3,02 T : co
(CHLCH3),
2,80 T (CHz-Het)

WCHoJb30BaHuH nBoiHOoro m3bmitka KOH wus3

coenupennsg Illa m »n-

GpomtberanunOpPOMEa C BHICOKHM BBIXONOM ORLT MOMYYEH NPOAYKT HUK/IN3AHN
IX (cxema 2). Crpoenne nupogyxros VIila—r u IX HO:ITBepxq:(eHo mamabmMu [IMP
u UK cuextpos (cm. tabu. 2).

IMa. 6

Ifla

+ HaCH,Z ——

COBu
DMF X

R” N7 scH,z

v
Villa—r
BrH, O
2 KOH
———
EtOH
Me
Br

X

Br
Vil Hal=Cl, Br, Z=CN, COPh, COOMe; VIIIaR=Me, Z=CN; 6R=n-Pr, Z=COPh;
B R=Me, Z=COOMe; rR= n-Pr,Z=CN
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3K CHEPHUMEHTAJIDHAY 9ACTH

TeMnepaTypsl MAABIACHUS OMPENENSNM HA cromﬂ{e Kodnepa. UK CriexTpbl 3aMHCAHbL HA
cnextpodotomerpe UR-20 B tabnerkax KBr, cuextpsi TIMP — Ha crextpomerpe Bruker WM 250
(250 MI'u, IMCO-Dé) - DaeMeHTHBIN aram3 npopofuwni Ha npubope Perkin-Elmer.

6- A K T-3-TIeHTAHOPLIHPHwH-2 (1 H) -THOWD! (Ia—r). K 2 momms Buli 8 a¢dupe (50 i) B Te-
wgenpe 10 MuH B TOKe aprosa npu —35...-3 °C paBHOMEpHO IOpLUmsIMM FOOaBATOT 1 Moy THoHa IL
06pasoRaBIIYIOCS -CYCTIEH3MIO MEPEMENMBAoT | 1 mpr -5...-3 °C u nanee ruZpoAM3yIOT BOXOM
(10...20 »ur) 70 06pa30BaHUSL IPOIPAYHOTO pacréopa‘ Bopnustil CIOM OTHENAIOT, SKCTPArMpyIOT 3GupoM
(20 ma x 3) u uetirpayusyor 17% somnoit HCl no pH 7. Ocamox npoayxra I oT(hrabTPOBBIBAIOT M
EPEX PUCTAIIMZOBBIBAIOT M3 STUACBOTO CIMPTA. | .

Jlutoerpas conb 4, 6-Im\4ewm-3 NEHTAHOH -2~ ﬂH‘p[/IIH/IIITPIOHa (VI) K cycnencrm HOJIyquHOI/I
KaK OTmeaHo ssire ua Trona Ir u Buli, nocsne nepeMemupanms 8 TeueHne 1 106arngiot 1...2 MJI BOZBI.
Bemmasrurit ocanok coru VI ordunbTPOBBIBAIOT U CYVHIAT HA BOSAVXE.~ o

6- Anxui-2- (Z-METHITHO) TTHPHIAHBL (VHIa—r). K pacteopy 5 mmom thona Ia, 6 B 10 mn
IIM®A fo6asnszor 5 MM0Is cobnuuenns VII ¢ :xa,xee IO KaILTSM TTPH nepemenmmmm 5 vvomms KOH
B sune 10% sogroro pacreopa. IoayuesHyo cmMecs BBIFEPKuUBAT 1...2 Mt pu 60 °C M 33TEM BIBOE
pasbasaszor Bogoit. Ocanok mpoxykra VIII ord)mmpomma}or M NEepPEeKPUCTAIUTM30BBIBAIOT U3 S0%,
BOZHOIO CITUPTA. :

2-{4-Bpomeranuiny-3- 6y'mjr—6 Memm‘neno[ 3-bjuupugur (IX). K pacreopy 0,18 r
(5 mMop) THOHA ITTa B 10 My enmpra nobasasnor 0,24 r (5 mmons) 4-Gpombenarmnbpovima v nanee no
kamism 0,96 mn 109, sonuoro pacteopa KOH (10 Mmouns), cmecs niepemernmeaiot 1.2 mum npe 60 °C
¥ pasbaBasoT pasHsmM 00BEMOM BOMBL. BHUTaBOIMIT 0CAN0K OTMMILTPORBIBAIOT, IIPOMBIBAIOT CITHPTOM M
FeNTAHOM, 3ATEM CYINAT HA BOZTYXE M MEePeKPHCTANIH30BBIBAIOT U3 MeTvIoBoro crvpra. YK cmextp:
1640 (C=0) cv™L. Cnextp TIMP: 1,09 (3H, 7, CH2CH3), 1,24 (2H, u, CHLCHs), 1,51 (2H, u,
CHLCH:CH3), 2,64 (3H, ¢, 6-CHz), 2,95 (2H, 1, COCHw, 7,45 (1H, n, 5-H), 7,78 (4H, ¢, Har),
8,34 m. n. (1H, gz, 4-H).

Paboma evinonnena npu gunancosol noddepikke Pocculickozo (onoa
dynoamenmanvhulx Lccredosanuil (xod npoexma 94-03-08823).
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