YKPAIHA
L

MIHICTEPCTBO OCBITU
I HAYKN YKPAIHU

OEPXABHUNA OENAPTAMEHT
IHTENEKTYAJIbHOI
BNACHOCTI

(19) UA (11) 80271

(51) MINK (2006)
A61K 31/435

(13) C2

ornuc

A0 NATEHTY HA BUHAXIA

(54) 3BACTOCYBAHHA FETEPOLIMKNIMHUX CNONYK AK IHIMBITOPIB BETA-TAKTAMA3N

(21) 20040807144

(22) 27.01.2003

(24) 10.09.2007

(86) PCT/FR03/00243, 27.01.2003

(31) 02/00951

(32) 28.01.2002

(33) FR

(46) 10.09.2007, Bion. Ne 14, 2007 p.

(72) Acsogi Xosed , US, dpomeHteH Krnog , FR,

JNlamnina Makcim , FR, PoyneHnac [esig Anex, FR

(73) ABEHTIC ®APMA C.A., FR

(56) UA 73791

WO 0210172 (AVENTIS PHARMA SA; ROWLANDS

DAVID ALUM (FR); ASZODI JOZSEF (FR); L) 2002-

02-07

(57) 1. 3actocyBaHHA crnionyk 3aranbHoT chopmynu (1):
R1

ne:
R1 o3Hauae atom BoAHI, pagukan COOH, CONRe,
Rz,

R Bubupatote 3 rpynu, yTBOPEHoOT ankinbHUM paguka-
nom, Wwo Mictutb Big 1 oo 6 aromis Byrneuto, Heobo-
B'AA3KOBO 3aMileHUX nipuaunbHuM ato kapbamoinb-
HUM pagukanom, -CHz-ankeHinbHUM pagukanom, wo
MICTUTb ¥ CyMi Bia 3 A0 9 aToMiB BYrfnewuo, apunom,
o micTuTb Big 6 o 10 atomis Byrneuto, abo apanki-
nom, Wwo MicTuTe Big 7 Ao 11 atomis Byrneywo, npu
UbOMY SiAPO apunbHOro abo apankineHoro pagukana
Heo60B'A3KoBO 3amieHo pagukanom OH, NH2, NOo,
ankinom, wo MIiCTUTb Big 1 40 6 atomis Byrneuto, an-
KOKCUrpynow, Wo MIiCTUTL Big 1 A0 6 aToMmiB Byrneuto,
a60 ogHUM abo gekinbkoma atoMamu ranoreHy,

Re i Rz, opgHakoBi abo pisHi, Bubupatote 3 rpynu,
YTBOPEHOT aTOMOM BOAHIO, anKinbHUM pagukanom,
WO MICTUTL Big 1 A0 6 aTOMiB BYIfEL0, apurioM, Lo
MicTuTh Big 6 0o 10 aToMiB BYrnewuto, i apankinom, o
MIiCTUTL Big 7 4o 11 aTomiB Byrneut, Heob6oB'A3KOBO
3aMilleHux kap6amMoinbHUM pagukanom, ypeigorpy-
noto abo AUMETUNAMIHOTPYNOLD, i ankinbHUM paauka-
nom, Wwo MictTuth Big 1 40 6 aToMmiB Byrneuyto, i sami-
LWEHUM NipUAUNBLHUM PagUKanom,

n' gopisHioe 1 abo 2,

Rz osHavae aTtom BogHto abo rpyny (CHz)r1Rs, ae n'
popisHtoe 0, 1 abo 2 i 3Ha4YeHHs Rs BubuparoTb 3 rpy-
nu, yTeopeHol paaukanamm COOH, CN, OH, NHa,
CO-NRsR7, COOR, OR, OCHO, OCOR, OCOOR,
OCONHR, OCONH2, NHR, NHCOH, NHCOR,
NHSO2R, NH-COOR, NH-CO-NHR a6o NHCONH, a
3Ha4eHHa R, Res i R7 MaloTb BU3HAYEHI BULLE 3HAYEH-
HS;

R3 03Ha4ae aTom BOOHIO;

A 03Hauvae 3B'A30K MiXX ABOMA aTOMaMu Byrnewuto, LWo

—=CH)—R,

HecyTb rpynu Ry i Rz, a6o rpyny ' ,
ae R4 o3Hauae atom BogHo a6o rpyny (CHz2)n1Rs, e
n't i Rs MalOTb BU3HAYEHi BULLE 3HAYEHHS, NYHKTUP
03Ha4Yae MOXMUBUN JOOAaTKOBUN 3B'A30K MK OOHUM
ab0 iHWMM aTOMaMiu BYIAeUto, WO HECYTb 3aMiCHUKK
R1iRe,

n gopisHtoe 1,

X 03Havae aBoBaneHTHy rpyny -C(O)-B-, 3B'asaHy 3
aToMOM a30Ty 4epes aTtom Byrneuw, B osHauae aBo-
BaneHTHy rpyny -O-(CHz)r-, 3B'A3aHy 3 kap6oHinom
yepes atom KucHi, rpyny -NRg-(CHz2)n-, 3B'AsaHy 3
kapboHinom 4vepes atom asoTty, n" gopisHioe 0, i Rs
BUOMPAIOTb 3 rpynu, yTBopeHoT pagukanom Y, OY, Y1,
i OYq,

Y BuBupatoTb 3 rpynu, yrsopeHoi pagukanamu COH,
COR, COOR, CONHz, CONHR, CONHOH,
CONHSO2R, CH2COOH, CH2COOR, CH2CONHOH,
CH2CONHCN, CHgzretpason, 3axXULLEHMI]
CHzretpason, CH2SOsH, CH2S02R, CH2PO(OR)e,
CH2PO(OR)(OH), CH2PO(R)(OH) i CH2PO(OH)z2,

Y1 BuGUpaloTb 3 rpynu, YTBOPEHOT pagukanamu
SO2R, SO2NHCOH, SO:NHCOR, SO2NHCOOR,
SO2NHCONHR, SO2NHCONH: i SOsH,

3a  yMOBM, WO, HAKWO A  03Ha4yae rpyny

==C(H)—R,

|
' , B AIKii R4 € aTOMOM BOZHIO, i
X osHauvae rpyny -C(0)-O-(CHz)n, Toai Ri, Rz i R3 yci
TPU OQHOYACHO HE MOXYTb O3HA4YaTU aTOM BOJHIO,
a TakoxX papmMaueBTUYHO NPUAHATHUX CONEr 3asHa-
YEHUX CNOMyK AN OAEKAHHA nikapcbkoro 3acofby,
NPU3HAYEHOTO ansa iHriGyBaHHS npoaykuii
~TIAKTaM33  qaroreHHUMU GakTepismu.

2. 3acrocyBaHHga 3a n. 1 cnonyk dopmynu (1), a Ta-
KOXK TX (papMmaueBTUYHO MPUAHATHUX CONEM, AKi iHri-

(13) C2

(11) 80271

(19) UA
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6yloTb npoaykujto P~ NAKTAMA3  paroreunamn Gak-

TepiaMu, AN oAepKaHHA nikapcbKoro 3acoby, npus-
HauYeHoro Ansa nikyeaHHa GakTepianbHux iHdekuin y
nogen i TeapuH.

3. 3acrocyBaHHsa 3a n. 1 abo 2, Ake BigpisHAETLCA
TUM, Wo Rs o3Hauae pagukan Y, Y i OYy, npuyomy Y
i Y1 MatoTb 3HaY€HHA, BU3HA4YeHi B . 1.

4. 3actocyBaHHsA 3a Oyab-skum 3 nn. 1-3, ke Bigpi3-
HAETLCA TUM, o A 03Ha4ae rpyny

= C(H—R,

, Ae R4 o3Hauae atom BOAHIO, R2
O3Ha4vae atoM BoAHIO i B o3Ha4vae rpyny -NRs-(CHz2)n-
, e n" gopisHioe 0 i Rg 03Ha4ae pagukan OY1.
5. 3acrocyBaHHs 3a 6yab-akum 3 nn. 1-4, sike Bigpis-
HAETBLCA TUM, WO CMOMyKMu BUOUPAIOTb 3i CMIUCKY,
AKUA MICTUTb HACTYMHI CMONYKHU:
UUc-7-0KCo-6-okca-1-a3abiuunkno[3.2.1]JokraH-4-
nponaHoBa KucnoTa,
audeHinveTunosuid  edip TpaHc-7-0Kco-6-okca-1-
a3abiuukno[3.2.1]okraH-4-0UuTOBOT KUCNOTH,
AnpeHINnMeTUNoBuin edip  uuc-7-okco-6-okca-1-
a3abiuukno[3.2.1]okraH-4-0UuTOBOT KUCNOTH,
deninmeTunosuin edip TpaHc-3-6eH30in-2-okco-1,3-
Aiasabiuunkno[2.2.1]rentaH-6-kapboHOBOT KUCNOTHU,
deHinMeTUunoBuin edip TpaHc-2-0KCo-3-(CynboKCK)-
1,3-piasabiunkno[2.2.1]renTaH-6-kap6OHOBOT  KKUCHO-
™,
-6-[[(4-meTundpeninm)cynbgoHinjokcu]-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H,
-6-[(meTuncynbdoHin)okcul-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H,
-6-[[(4-HiTpOoheHin)cynbdoHinjokcu]-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H,
audeHinveTunosuid  ediip  TpaHc-7-0Kco-6-okca-1-
asabiuukno[3.2.1]okraH-2-kapGOHOBOT KUCNOTH,
(4-HiITpOoPEeHIMMeTUN-TPaHC-7-0KkCo-6-0kca-1-
asabiuukno[3.2.1]okraH-2-kapbokcunar,
TpaHC-7-0KCco-6-okca-1-a3abiumnkno[3.2.1]okraH-2-
kapBoHoBa KUCNOTA,
deHinMeTUn-TpaHc-7-o0kco-6-(cynbdokeu)-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
deHinMeTUn-TpaHc-7-o0kco-6-(cynbdokeu)-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
PeHINMeTUn-TpaHc-7-o0Kkco-6-
[(dhbenincynboHin)okeu]-1,6-aiasabiumkno[3.2.1]-
OKTaH-2-kapbokcunar,
deHinMeTun-TpaHc-7-0kco-6-[(2-
TieHincynbgoHim)okecul-1,6-giasabiyukno[3.2.1]-
OKTaH-2-kapbokcunar,
TpaHc-6-6eH301n-7-0kco-1,6-
Aias3abiyukno[3.2.1]okraH-2-kap6oHOBa KUCNOTA,
MeTUN-TpaHc-6-6eH30TN-7-0kco-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
TpaHc-7-0Kco-6-(cynbdoken)-1,6-
aiaszabiyunkno[3.2.1]okraH-2-kapGokcamia,
TpaHc-7-0kco-N-(peHinmeTun)-6-(cynsdokcu)-1,6-
aiaszabiyunkno[3.2.1]okraH-2-kapGokcamia,
TpaHc-7-0kco-N-(2-nipuanHinmeTun)-6-(cynbokeu)-
1,6-piazabiyukno[3.2.1]-okTaH-2-kapbokcamia,
TpaHc-7-0kco-N-[2-(3-nipuauHin)eTun]-6-
(cynedpoken)-1,6-giazabiyukno-[3.2.1]okraH-2-
kap6okcamia,
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TpaHc-7-0kco-N-[2-(4-nipuauHin)eTun]-6-
(cynbdpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
TpaHc-7-0kco-N-[2-(2-nipuauHin)eTun]-6-
(cynbdpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
TpaHc-N-[3-(amiHokap6oHin)deHin]-7-okco-6-
(cynbhoken)-1,6-giazabiyukno-[3.2.1]JoktaH-2-
kap6okcamia,
TpaHc-N-[4-(aumeTunamiHo)deHin]-7-okco-6-
(cynbdpoken)-1,6-giazabiyukno-[3.2.1]oktaH-2-
kap6okcamia,
TpaHc-N-[3-(anmeTunamiHo)deHin]-7-okco-6-
(cynbdpoken)-1,6-giazabiyukno-[3.2.1]oktaH-2-
kap6okcamia,
TpaHc-7-0kco-N-[(4-nipuauHin)meTun]-6-(cynbgokecu)-
1,6-pia3abiyukno[3.2.1]-oktaH-2-kapbokcamia,
TpaHc-7-0kco-N-(3-nipuanHinmeTun)-6-(cynsokcu)-
1,6-pia3abiyukno[3.2.1]-oktaH-2-kapbokcamia,
TpaHc-N-(1-amiHo-1-0Kkco-3-heHin-2-nponin)-7-oKkco-
6-(cynbdhoken)-1,6-giasabiunkno[3.2.1]okraH-2-
kap6okcamia,
TpaHc-N-(2-aMiHO-2-0KCOeTUM)-7-0KCo-6-
(cynbdpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
TpaHc-N-[3-[(amiHokapBoHin)amiHo]deHin]-7-okco-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
kap6okcamia,
TpaHc-N-(2-aMiHO-2-0Kco-1-heHineTun)-7-0kco-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
kap6okcamia,

2-aMiHO-2-0KCOETUNOBUI edpip  TpaHc-7-0KCo-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
KapBOHOBOT KUCNOTH,

2-(4-nipuanHin)eTunoBui edpip  TpaHC-7-0KCO-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
KapBOHOBOT KUCNOTH,

2-(2-nipuauHin)eTunoBuii edpip  TpaHC-7-0KCO-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
KapBOHOBOT KUCNOTH,
6-(cynedokeu)-1,6-giasabiumkno[3.2.1]okr-3-eH-7-0H,
3-meTokeun-6-(cynbdokeu)-1,6-
Aia3abiumnkno[3.2.1]JokT-3-eH-7-0H, a Takox ix coni.

6. 3actocyBaHHsA 3a 6yab-skum 3 nn. 1-5, sike BiApis-
HAETBCA TUM, LLO CNOMYKY BUBUPAIOTL 3 TPyMnu, yTBO-
peHoT TpaHc-7-0Kco-6-(cynbdokecun)-1,6-
niaszabiyukno[3.2.1]-okTaH-2-kapbokcamigom i Roro
consAMu.

7. 3actocyBaHHs 3a 6yab-akumM 3 nn. 1-6, ke Bigpis-
HAETLCA TUM, WO cnonyky dopmynu (I) KOMBiHYOTL 3
aHTUGioTukoM Tuny P~ TIBKTAMIHIB 7 oo 5o scanns

nikapcekoro 3acoby, NpuUsHa4YeHoro Ans OJHOYAaCHO-
ro, po3ainbHoro ato PO3HECEHOro B 4aci BBeAEHHS
AKTUBHUX KOMMNOHEHTIB B aHTMBaKTepianbHii Tepanii.
8. 3acTocyBaHH4 3a n. 7, AKke BigpisHAETLCA TUM, WO
cnonyky copmynu (I) komBiHylOTbL 3 aHTUBIOTUKOM
TANY neHiuyunidie, uedanocnopuHis, kapbaneHemis
a6o moHoGakTamiB.

9. 3acTocyBaHH4 3a n. 8, AKke BiapisHAETLCA TUM, WO
cnonyky copmynu (I) komBiHylOTbL 3 aHTUBIOTUKOM
TUNy uedanocnopuHie.

10. 3actocyBaHHA 3a N. 8, AKe BiAPI3HAETBCA TUM,
wo TpaHc-7-0Kco-6-(cynbdokecun)-1,6-
aiaszabiyunkno[3.2.1]-okTaH-2-kapbokcamia abo ogHy 3
noro conein kOMGIHYIOTbL 3 UedpTasnaUMOM.
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11. dapmaueBTUYHA KOMMNO3MWLiFA, WO MICTUTb AK ak-
TUBHI KOMMOHEHTU iHriBiTop P~ T1AKTAMA3N g0 0y g
[), Bu3Ha4eHol B n. 1, i nikapcbkuh 3acié Tuny
— NnaKtamiHiB

12. dapmaueBsTMYHA KOMNO3uuia 3a n.11, Wo MIiCTUTb

. P p— nakramasu

AK aKTUBHI KOMMOHEHTU iHriGiTop do-
pmynu (l), BU3Ha4eHoT B . 1, i nikapcbkuin 3acié Tuny
neHiuuMnivie, uedpanocnopuHis, kapbaneHemis abo
MoHobakTaMiB.

80271
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13. dapmaueBTU4Ha KOMNO3uuia 3a n.11, Wo MICTUTb
AK aKTUBHI KOMMOHEHTU iHriGiTop P —J1aKTamasn .

pmynu (l), BU3Ha4YeHoT B n. 1, i Nikapcbkuid 3acié Tuny
uedanocnopuHie.

14. Komnosuuia 3a n.12, Wo MiCTUTL K akTUBHI KOM-
NMOHEHTU TpaHc-7-0Kco-6-(cynbdokecn)-1,6-
aiaszabiyunkno[3.2.1]-okTaH-2-kapbokcamia abo ogHy 3
noro conen i uedprasngum.

OaHuii BUHaxig BiGHOCUTLCA A0 reTepPOLUUKNIYHUX
CMOMyK, WO MaloTb BRNACTUBOCTI iHribiTopis Geta-
naktamas i, TakuM 4YUMHOM, NPEeacTaBnAlTb iHTepec
ansa 6opoTbbu 3 iHpeKUinHUMKU 3axBOPIOBaHHAMK abo
ans ix npodpinaktukn, y dpopmi kombiHauin 3 pisHUMU
AHTUBIOTMYHUMK  CMIONTYKAMWU TWUNY [B-NakTamiHis, 3
METO NiaBULLEHHS X edbekTUBHOCTI ana 60poTebu 3
natoreHHumMu  Gakrepiamu, Ak NPOAyKyWTb  B-
naxkramaswu.

Bigomo, Wo (pepmeHTaTUBHA iHAKTUBALiA aHTu-
6ioTUKIB TUNY P-nakTaMiHiB, AK CMONYK TUNY NeHiyuni-
HiB, TaK i ued)anoCnopuHie, € NepeLKoao Ana 3a-
3HAYEHOro TUMy CNONyK Npu NikyBaHHI BakrepianbHUX
3axXBOpOBaHb. 3a3HauveHa iHakTuBauia aBnse coboto
npouec aerpagadii f-rnakraMiHiB i € O4HUM 3 MexaHi-
3MiB, B pe3ynbTarti Akux BakTepil MOXyTb cTaTu pe3u-
CTEHTHUMWU A0 NiKyBaHHA. BaaHO HeWTpanisysatu
3a3HaJYeHUid pepMeHTaTUBHUI NPOLEC, NMPUESHYIOUN
[0 aHTubakTepianbHOro areHTa TUHY [-nakramiHis
iHLWUMA areHT, 3paTtHWi iHribysatu depMmeHT. AKLWOo
iHriGiTOp B-makTamasu 3acTOCOBYIOTb Yy KOMGiHaUiT 3
AHTUBIOTMKOM TUNY B-NAaKTamiHiB, TO MOXHA MigBULLM-
TU HOro ePEeKTUBHICTE CTOCOBHO AEAKUX MIKpOOpraHi-
3MiB.

TakuMm YMHOM, JAaHUA BUHAXIO BiAHOCUTbLCA A0
cnonyk popmynu (1):

R1

(I}

ne:
R1 o3Havae aTom BOAHIO, pagukan COOH, CN,

&

COOR, CONRe, R7, (CHz)Rs a60 Nen,

R BuBupatoTb 3 rpynu, yrBOPeHOT ankinbHuM pa-
AuKanom, Wo MICTUTb Bigd 1 0 6 atoMmiB BYrneuto, He
060B's13KOBO 3aMilLleHUM nipuaunsHUM abo kapGamo-
iNnbHUM pagukanom, -CHz-ankeHinbHUM pagukanom,
o MicTUTb Yy cyMi Bia 3 Ao 9 aTomiB Byrneu, apu-
nom, wo mictute Bia 6 go 10 aromis Byrneuto, abo
apankinom, Wwo MicTUTb Big 7 4o 11 aTtomis Byrneuto,
npu UbOMY AP0 apunbHOro abo aparnkinoLHoro pagu-
Kana He 060B'A3K0BO 3amiweHo paaukanom OH, NHa,
NQ2, ankinom, wo mictutb Big 1 4o 6 aTtomis Byrne-
L0, ankoKCUMrpynoto, wo mictute Big 1 4o 6 aTomis
Byrneuto, abo ogHum abo gekinbkoMa aTomamu rano-

reHy,

Res i R7, oaHakoBi abo pisHi, Bubupatote 3 rpynu,
YTBOPEHOT aTOMOM BOAHIO, anKinNbHUM pagukanom,
o MIiCTUTb Big 1 4O 6 aTOMIB BYIfeLto, apusom, Lo
MicTUTb Big 6 Ao 10 aTomiB Byrnewuto, i apankinom, o
MICTUTb Big 7 8o 11 atomiB Byrneuto, He 060B'A3KOBO
3aMilleHuMn kap6amoinbHUM pagukanom, ypeigor-
pynoto abo AMMETUNaMiHOrpynoto, i ankineHUM pagu-
Kanom, Lo MICTUTL Big 1 A0 6 aToMmiB Byrneu i 3a-
MiLLLEHUM NipUAMNEHUM paguKanom,

n' popisHioe 1 a6o 2, i Rs BuBupaloTe 3 rpynu,
yTBOpeHoT pagukanamu COOH, CN, OH, NH2, CO-
NReRz, COOR, OR, OCHO, OCOR, OCOOR,
OCONHR, OCONH2, NHR, NHCOH, NHCOR,
NHSO2R, NH-COOR, NH-CO-NHR a6o NHCONH>, a
3Ha4eHHsa R, Rs i R7 BU3HauYeHi BULLE;

Rz o3Hauae aTtom a6o sogHto rpyny (CH2)n1Rs, ae
n't popisHioe 0, 1 abo 2, i 3Ha4YeHHs Rs 3a3HaueHe
BULLE;

Rs o3Hauae aTtom BoaH abo ankinbHUi pagu-
Kan, Wwo MIiCTUTL Big 1 A0 6 aToMiB Byrneyo;

A 03Hauae 3B'A30K MK ABOMa aToMamu Byrne-
usMu, Wo Hecytb rpymu Ri i Rz, a6o rpyny
b3

EI , Ae R4 o3Hauvae atom BoaHto abo rpyny
(CH2)r1Rs, oe n'1 i Rs maloTb 3a3HaveHi BUWE 3Ha-
YEHHA, MNYHKTUP O3Ha4ae MOXIMBUA [04aTKOBURA
3B'A30K 3 OAHUM aBo iHWMM aToOMOM BYIIeUo, Lo
Hece 3aMicHUKU R1 i Ro,

n gopisHioe 1 abo 2,

X 03Ha4ae aBoBarneHTHy rpyny -C(O)-B-, 3B'asa-
Hy 3 aTOMOM a30Ty 4epe3 aTtom Byrneuto, B o3Hauae
AsoBaneHTHy rpyny -O-(CHz)r-, 3B'A3aHy 3 kapboHi-
nom 4yepes atoM KkucHwo, rpyny -NRs-(CHz)r- abo -
NRs-O-, 3B'A3aHy 3 kapGoHinom yepes aTom asoTty, n"
aopisHioe 0 a6o 1, a ana sunaaky -NRs-(CHz)n" - Rs
BUOMPAaIOTb 3 rpynu, YTBOPEHOT BOAHEM, paguKkanom
OH, R, OR, Y, OY, Yi, OYi, Y2 OY: Yj3
OCH2CH2S0OmR, OSiRaRuRc i SiRaRuRe, a ana suna-
aky -NRs-O- Rs BuGupaioTb 3 rpynu, yTBOpeHoi BoA-
Hewm, pagukanom R, Y, Y1, Y2, Y3 i SiRaRoRc, npu
UbOMY Ra, Rb i Re iHAMBIAYaNbHO O03HAYalOTL NiHIAHWIA
abo posrany>keHWn ankinbHWA pagukan, Wo MICTUTb
Bid 1 40 6 aTtomiB Byrneyto, abo apuneHUiA pagukan,
wo MicTUTbL Big 6 Ao 10 aTtomis Byrneu, npuyomy R
Mae 3Ha4YeHHd, 3a3HaJYeHe BuLle, a m JopisHwoe 0, 1
abo 2,

Y BuBUpaoTb 3 rpynu, yTBOPEHO! pagukanamu
COH, COR, COOR, CONH2, CONHR, CONHOH,
CONHSO2R, CH2COOH, CH>COOR, CH2CONHOH,
CH2CONHCN, CHoteTtpason, 3axXULLEHMI]
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CHzretpason, CH2S80sH, CH280:R, CH2PO(OR)e,
CH2PO(OR)(OH), CH2PO(R)(OH) i CH2PO(OH)2,

Y1 BuGuMpaoTe 3 rpynu, yTBOpEHoi paaukanamu
SO2R, SO2NHCOH, SO:NHCOR, SO:NHCOOR,
SO2NHCONHR, SO2NHCONH: i SOsH,

Y2 BuGuparotTe 3 rpynu, yTBOpeHoi paaukanamu
PO(OH)2, PO(OR)2, PO(OH)(OR) i PO(OH)(R),

Y3 BuGuparTh 3 rpynu, yTBOPEHOT TETPa30bHUM
pagukanom, TeTpasonbHUM pagukanoM, 3amileHum
pagukanom R, cksapatom, NH a6o NR TeTpasonowm,
NH a6o NR TteTpasonom, 3amilleHuM pagukanom R,
NHSO2R i NRSO2R, npu ubomy R Mae 3HauveHHs,
3a3HauJeHe paHiwe;

Ri, R2 i R3 yci Tpu 0gHOYACHO He O3Ha4yalTb
aToOM BOAHIO, AKWO n JopiBHIOE 1, a A 03Hauvae rpyny

m!
il B AKiii R4 € aTOMOM BOAHIO |

- abo X osHauvae rpyny -C(0)-O-(CH2)n", y kit n"
JopisHtoe 0 a6o 1,

- abo X osHauvae rpyny -CO-NRs-(CHz), y akiin n"
JopiBHI0€E 1 | Rg € i30NpOoNinbHOI0 rpynoto,

- a6o X osHavae rpyny -CO-NRg-(CH2)n", y kit n"
JopisHtoe 0 i Rg € abo BoagHeM heHinom,

a TakoX A0 CONen 3a3Ha4YeHUX Cnomyk 3 OCHOBa-
MK abo MiHepanbHUMKU aBo OpraHiyHUMU KUCROTaMu,
a TaKoX [0 BHYTPILWHIX COMEW, WO BOHU MOXYTb
YTBOPWUTKM 3a HEOBXiIZHOCTI.

Cnonyku chopmynu (1) i iX coni onucadi i 3asaBneHi
B [MibkHapoaHiin saasui PCTVFR01/02418, nogaHin 24
nunHa 2001 i3 npiopuTeTOM BIANOBIAHO A0 3a8BKW Ha
nateHt ®paHuii Ne0010121, nogaHoi 1-ro cepnHA
2000p.].

Cnonyku opmynu (l) iCHyHOTb Y BUMMIAAI YNCTUX
eHaHTioMmepiB abo uucTux giactepeoizomepis abo y
BUMMAAI CyMilli eHaHTioMepiB, 30Kkpema, pauemaris,
abo cymiweit giactepeoizomMepis. Kpim TOro, iHauei-
ayanbHi 3amicHukn R1, Rz, R4, 3 ogHoro Goky, i X, 3
iHWoro 60Ky, MOXYTb 3HaxoAUTUCb B UUC- i/abo
TPAHC-MOMOXEHHI CTOCOBHO ULUKIY, Y SAKOMY BOHU
3HAXOAATLCA, i, TaKUM YUHOM, crnonyku copmynu (1)
MOXYTb 3HAXOAUTUCH Y BUIMAAI UMC-i3oMepiB abo
TpaHc-izomepiB abo cymillen isomepis.

Mig ankinbHAM pagukanom, LWo Mictute Big 1 4o
6 atomiB Byrneulo, po3yMitoTb METUNbHUI, ETUNLHUIA
pagukarn, a Takox nponinbHUi, 6yTUNLHUA, NEHTUMb-
HUiA aBo rekCUnbHUA, NiHIAHWMRA, posranyxeHui abo
LMKIIMHUIA pagukan.

Mip -CHz2-ankeHinbHUM pagukanom, Lo MICTUTb
Big 3 A0 9 aTtomiB BYrneuto, po3ymitoTb, Hanpuknaa,
anineHuin abo pagukan GYTEHINbHUA, NEeHTEHINbHUIA
ab0 rekceHinbHUIA pagukan.

Mig apuneHUM pagukanom, Lo MICTUTbL Big 6 Ao
10 aTtomiB Byrneu, po3ymitoTb peHinbHuit abo Had-
TUNbLHWUIA pagukan.

Mig apankineHUM paguKanom, Wo MIiCTUTb Big 7
Jo 11 aTtomiB Byrneuto, po3ymitoTb 6eH3UNbHURA, de-
HeTUNbHUA a6o MeTUNHADTUNBLHUIA pagukan.

Mig ankinokcu, Wo MicTUTL Big 1 A0 6 aTOMIB BY-
rMeLo, Po3yMiloTh, 30KpemMa, METOKCH-, ETOKCU-, MPOo-
MOKCU-, i30MPONOKCUTPYny, a Takox ByTOKcu-, i306y-
TOKCU-, BTOP-ByTOKCU- aB0 TpeT-6yToKkcurpyny.

Mig aToMOM ranoreHy posymiloTb atom Topy,
xnopy, 6pomy abo ioay.

Mig ckeapaToM PO3YMIilOTb paaukan opmMynu:
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Cepel, KUCMOTHO-aAUTUBHUX COMENW NPOAYKTIB
cdopmynu (I) MoxHa HaBecTu, cepep iHLWMUX, COSi,
YTBOPEHi 3 MiHEpanbHUMU KUCROTaMu, TakUMKU $K
consHa, 6poMucTOBOAHEBA, KOAMCTOBOAHEBA, Cipya-
Ha abo optodhoccopHa, abo 3 opraHiYHUMU KUCRO-
Tamu, TakKUMK SIK MypaluuHa, ourosa, Tpudropouro-
Ba, nponioHoBa, 6eH30liHa, maneiHoBa, ¢hymaposa,
6ypLITUHOBA, BUHHA, NMMMOHHA, LLABNEBA, MMIOKCUMNOo-
Ba, acnapariHosa KACroTa, ankaHcynb(OHOBI KMCNO-
TW, Taki 9K MeTaHCynbdOKUCNOTa i eTaHCYNbOoKUC-

nora, apuncynbgoHoBI KUCHOTH, Taki AK
B6eHsoncynbokucnoTa i napa-
TonyoncynbgokucnoTa.

Cepell OCHOBHO-aAUTUBHUX CONMEN NpPOAYKTIB
cdopmynu (I) MoxHa HaBecTu, cepep iHLWMUX, COSi,
YTBOPEHi 3 MiHepanbHUMU OCHOBaMW, TakKUMU $K,
Hanpuknag, rigpokcua Hartpilo, Kanito, NiTito, Kanbuito,
MarHito abo amoHito, abo 3 opraHiyHUMU OCHOBaAMMU,
TakMMU SK, Hanpuknaga, MeTunamid, nponinamiH, Tpu-
MeTUnamiH, pieTunamin, TpUeTUNamiH, N,N-
JUMeTUneTaHonamiH,
TpUC(rigpoKCMMETUMamMiHOMETaH, eTaHonamid, nipu-
OWH, MiKOMiH, guuuKknorekcunamid, mopdonid, 6eH3u-
namid, npokaiH, Ri3uH, apridid, rictuauH, N-
METUAIMIOKAMIH, a TakoxX coni POoCOHIt0, Taki fK
ankindgocdoHin, apundocdoHin, ankinapundocdo-
Hin, ankeHinapundocdoHiit abo coni 4YeTBEePTUHHUX
aMOHIiB, TaKi sIK Cinb TeTpa-H-ByTUNamMOoHito.

O6'eKTOM AaHOro BUHAXOAY € 3aCTOCYBAHHS CMo-
nyk dopmynu (), a Takox ix dpapmaueBTUYHO MpPu-
AHATHUX CONEl AN OAepXKaHHA Nikapcbkoro 3acoby,
npusHa4eHoro ang iHribysaHHa npoaykuii B-nakramas
naToreHHumMu GakTepismu.

LLle ogHuM 06'€KTOM OaHOr0 BUHAXOAy € 3acTo-
cyBaHHa cnonyk dopmynu (1), a Takox ix papmaues-
TUYHO NMPUAHATHUX COMEN, AKi HriBYIOTb NpOaYKLUi0 B-
nakramas naToreHHumu GakTepismu, 3 METOK oaep-
XaHHA nikapcbkoro 3acoby, Npu3Ha4YeHoro ans niky-
BaHHA iH(PEKUiAHUX 3aXBOPIOBAHb Y NIOAEN | TBAPUH.

O6'eKTOM AaHOro BUHAXoAy €, 30Kpema, BuLle3a-
3HAYEeHEe 3aCTOCYBaHHSA, AKe BigpPI3HAETLCA TUM, WO Y
crnonykax, ki signosigatots popmyni (I), n gopisHioe
11 A i R2 maloTb BU3HAYEHI BULLE 3HAYEHHA, R3 03Ha-
yae aToMm BOAHIO0, R1 03Hauae aTom BOAHIO, pagukan
COOR a6o CONRsR7, Ae Rs i R7 matoTb BU3HAYEHI
BULLE 3Ha4veHHA i X osHa4vae rpyny -C(O)-B-, npe B
osHavae rpyny -O-(CHz)n- a6o -NRg-(CH2)n-, n" go-
piBHioe 0 i Rg Mae 3HauyeHHA, WO BU3HAYEHi BULIE,
Hanpuknag, sHaveHHa Y, Yy i OYq, i, 30kpema, y cno-
nykax, wo signosigatotb popmyni (I), A o3Hauae rpy-

™
ny | , Ae R* o3Hayae atom BOAHIO, R2 03Ha-
Yyae aToM BoAHI0 i B o3Hauae rpyny -NRs-(CH2)-, e
n" gopisHioe 0 i Rg 03Hauae pagukan O Y.

O6'eKTOM AaHOro BUHAXoAy €, 30Kpema, BuLle3a-
3HAYeHe 3acTOCYBaHHSA, AKe BiAPISHAETbLCA TUM, WO
CMONyKU BUBUPAIOTL 3i CMIUCKY, LIO MICTUTb HACTYMHI
CNonyku:

- umMc-7-0Kco-6-okca-1-as3abiuynkno[3.2.1]JokTaH-4-
nponaHoBa KucnoTa,

- AUpEeHInMeTunoB1in edip TpaHc-7-0KCo-6-0Kca-
1-a3a6iunkno[3.2.1]okTaH-4-0UTOBOT KUCIIOTH,
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- AudbeHinveTunoBuii edip yuc-7-okco-6-okca-1-
a3abiuukno[3.2.1]okraH-4-0UuTOBOT KUCNOTH,
deninMeTunosuin  edip TpaHc-3-6eH30in-2-
okco-1,3-piasabiunknol[2.2.1]rentaH-6-kap6OHOBOT
KUCMOTH,
deHinmeTunosuin  edip  TpaHc-2-0KCo-3-
(cynedpoken)-1,3-giazabiyukno[2.2.1]rentaH-6-
KapOOoHOBOT KUCNOTH,
6-[[(4-MeTUndenin)cynesdoHinjokcun]-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H,
6-[(MeTuncynbdoHinm)okcu]-1,6-
Aia3abiunkno[3.2.1]oktaH-7-0H,
6-[[(4-HiTpOodeHinm)cynbgoHinjokcu]-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H,

- AudpeHinMeTunosuin edip TpaHc-7-0KCco-6-oKca-
1-a3abiuunkno[3.2.1]JokrtaH-2-kapBbOHOBOT KUCNOTH,
(4-HITpOEeHIMMETUN-TPaHC-7-0KCO-6-0Kca-1-
asabiuukno[3.2.1]okraH-2-kapbokcunar,

- TpaHc-7-0kco-6-okca-1-a3abiyukno[3.2.1]JokTaH-
2-kap6oHOBa KMCNOTA,
deHinMeTUn-TpaHc-7-0Kkco-6-(cynedokeu)-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
deHinMeTUn-TpaHc-7-0Kkco-6-(cynedokeu)-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
dPeHinMeTUn-TpaHc-7-0KkCco-6-
[(dhbenincynboHin)okeu]-1,6-aiasabiumkno[3.2.1]-
OKTaH-2-kapbokcunar,
hbeHiInMeTUn-TpaHc-7-okco-6-[(2-
TieHincynbgoHim)okecul-1,6-giasabiyukno[3.2.1]-
OKTaH-2-kapbokcunar,

TpaHc-6-6eH301n-7-0kco-1,6-
Aia3abiyunkno[3.2.1]okraH-2-kap6oHOBa KUCHOTA,
MeTUN-TpaHc-6-6eH30in-7-0kco-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcunar,
TpaHc-7-0Keco-6-(cynbdokeun)-1,6-
aiaszabiyunkno[3.2.1]okraH-2-kapGokcamia,
TpaHc-7-0kco-N-(peHinmeTnn)-6-(cynbdokcu)-
1,6-giazabiyukno[3.2.1 JokTaH-2-kapBokcamia,
TpaHc-7-0kco-N-(2-nipuanHinMeTn)-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,

TpaHc-7-0kco-N-[2-(3-nipuauHin)eTun]-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,

- TpaHc-7-0kco-N-[2-(4-nipuauHin)eTun]-6-
(cynedpokeun)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,

- TpaHc-7-0kco-N-[2-(2-nipuauHin)eTun]-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
TpaHc-N-[3-(amiHokap6oHin)deHin]-7-okco-6-
(cynedpoken)-1,6-giazabiyukno-[3.2.1]okraH-2-
kap6okcamia,
TpaHc-N-[4-(aumeTunamiHo)peHin]-7-okco-6-
(cynedpokeun)-1,6-giazabiyukno-[3.2.1]okTaH-2-
kap6okcamia,
TpaHc-N-[3-(aumeTunamiHo)eHin]-7-okco-6-
(cynedpokeun)-1,6-giazabiyukno-[3.2.1]okTaH-2-
kap6okcamia,

TpaHc-7-0kco-N-[(4-nipuanHin)meTun]-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
- TpaHc-7-0kco-N-(3-nipuanHinMeTun)-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
- TpaHc-N-(1-amiHo-1-0kco-3-heHin-2-nponin)-7-
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0KCO-6-(cynbcpoken)-1,6-aiasabiunkno[3.2.1]okraH-2-
kap6okcamia,

- TpaHc-N-(2-aMiHO-2-0KCOEeTUM)-7-0KCO-6-
(cynbdpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamia,
TpaHc-N-[3-[(amiHokapBoHin)amiHo]deHin]-7-
0KCO-6-(cynbcpoken)-1,6-aiasabiunkno[3.2.1]okTaH-2-
kap6okcamia,

- TpaHc-N-(2-amiHo-2-0Kco-1-peHineTun)-7-okco-
6-(cynboken)-1,6-giasabiunkno[3.2.1]oktaH-2-
kap6okcamia,

- 2-aMiHO-2-0KCOeTUNoBU edip TpaHC-7-0KCO-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
KapBOHOBOT KUCNOTH,

- 2-(4-nipnanHin)eTunosnMin edip TPaHC-7-0KCo-6-
(cynbdpoken)-1,6-agiaszabiuukno[3.2.1]JokTaH-2-
KapBOHOBOT KUCNOTH,

- 2-(2-nipnanHinm)eTunosnMin edip TpaHc-7-0KCo-6-
(cynbdpoken)-1,6-giazabiuukno[3.2,1]JokTaH-2-
KapBOHOBOT KUCNOTH,

- B6-(cynboken)-1,6-aiasabiumkno[3.2.1]okT-3-eH-
7-0H,

3-meTokeun-6-(cynbdokeun)-1,6-
Aia3abiumnkno[3.2.1]JokT-3-eH-7-0H, a Takox ix coni.

O6'eKTOM AaHOro BUHAX0AY € TaKOX BULLE3a3Ha-
YeHe 3acCTOCYyBaHHA, AKe BiAPISHAETbLCA TUM, WO B
cknagi nikapcobkoro 3aco6y cnonyky dopmynu () o6'-
€0HYI0Tb 3 aHTuGioTUKOM Tuny B-naktamidis, BuGpa-
HAM i3 rpynu, WO CKrnagae 3 neHamis, NeHemis, Kap-
6aneHemiB, uedemis, kapbauedemiB, okcauedemis,
uecpbamiyuHis i MoHoBakTaMiB.

Mig p-naktamiHaMW pO3yMitOTb, HANpUKMaa, neHi-
UUIiHKA, Taki 9K aMOKCULMAIH, amnilunid, asnouuniH,
ME3NOUWUNiH, ananuunid, retauyunid, 6Gakamniuunid,
kap6eHiuuniH, cynsBeHiuunii, TUkapuunid, ninepauu-
NiH, asnouuniH, MeuusniHam, niBMeluniHam, MeTULu-
NiH, uMKNauunid, Tanamniunnid, acnokCUUUniH, okca-
LUITiH. KIOKCaumMniH, AUKIOKCaUMAiH,
dntoknokcayunid, HaduuniH abo niBamniuMniH, ue-
hanocnopuHun, Taki Ak uedanoTuH, uedanopuauH,
uedpaknop, uedagpokcun, uedpamangon, uedasoniH,
uedanekcuH, uedpaguH, uedTU3OKCUM, UedOKCK-
TUH, uedauetpun, uedoTtiam, uedoTakcum, ued-
CynoauH, uedonepasoH, UedTU3OKCUM, LedMEHOK-
cum, uedmertason, uedpanorniyuH, uedoHicua,
uedogunsum, uednipom, uedrasuanm, uedTpUakcoH,
uecbnipamia, uedhbynepasoH, uedosonpaH, uedenim,
uedosenic, uednynperam, uedysoHam, uednimison,
uedbknignH, uedikcum, uedTMbyTeH, uedanHip, ue-
dnogokcuM akceTun, uednoaokCcuMm NPOKCEeTUn, ue-
tdhTepam niBokcun, uedetameT niBokcun, uedpkaneH
niBokcun ato uedauTopeH niBOKCUM. UedhypPOoKCUM,
uecbypokcum akceTtun, nopakapbauedy, natamokced,
kapbaneHemu, Taki Ak iMineHem, meponeHem, Giane-
HeM abo naHineHem i MoHoGakTamu, Taki Sk asTpeo-
HaMm i KapyMOHaM, a Takox iX coni.

Cnonyku cdopmyru (I) abo ix capmaueBTUYHO
MPUAHATHI coni MOXyTb OyTWM BBEAEHi 0QHOYACHO 3
NPUAHATTAM aHTUGIOTUKIB Tuny [B-nakramiHie, abo
OKpEMO, nepeBaxkHo nicna aHTuGioTukie. Lle moxkHa
30iACHATY ¥ BUMMAAI Cymili ABOX aKTUBHUX abo KOM-
MOHEHTIB y BUMAAI papmaueBTUYHOT KOMBiHALT ABOX
OKPEMUX AKTUBHUX KOMMOHEHTIB.

HosysaHHa cnonyk dopmynu () i X dpapmaues-
TUYHO NPUAHATHUX COSMIEN MOXKYTb BapiloBaTW B LUU-
POKUX MeKaX, i B KOXXHOMY OKPEMOMY BUMAAKy mMo-
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BUHHA GYTM NPUCTOCOBAHA A0 iHAUBIAYANbHUX YMOB i
[0 MaTOTEeHHOro areHTa, KM NPoayKye B-nakramasu.
Y saranbHOMY Bunagky npugaTHotwo € pobosa Ao3a,
wo cknagae Big 0,1 go npubnusHo 10r.

Kpim TOro, BigHoweHHs iHriGiTopy p-naktamasu
dopmynu () abo oro chapmaueBTUYHO MPUAHATHOT
coni Ao aHTuBioTUKa TUNy B-NakTamiHiB MOXE TaKoX
BapilOBaTU B LUMPOKUX MEXKAX, | B KOXXHOMY OKPEMOMY
BUNAAKY NOBMHHO 6yTWU MPUCTOCOBaHE A0 iHAUBIAya-
NbHUX YMOB. Y 3aranbHOMY BUNAAKy 3a3HadeHe Bia-
HOLLIEHHA NMOBMHHO cKknagaTu Big npubnusHo 1:20 po
npudnusHo 1:1.

Jikapcbki 3aco6u, WO BU3HAYEH] BULLE, 3ACTOCO-
BYIOTb Y BUMMAAI papmMaueBTUMHUX KOMMO3ULIA Y
CyMiLLi 3 iHEPTHUM hapMaUeBTUYHUM OpraHivyHUM abo
MiHEpanbHUM HaMOBHIOBAYEM, NPUAATHUM ANa Heo6-
XigHOro cnocofy BBeAEHHS, i Ui hapMaUeBTUUHI KOM-
no3uuii Takox € 06'eKTOM JAHOro BUHAXOAY.

3asHaueHi KoMno3uuil MOXyTb 6yTu TBEpAUMU
abo piakumu i matu Burnag dapmaueBTUUHUX POopMm,
BMKOPUCTOBYBAHUX Y AaHUA 4Yac B MeOULMHI, Takux
SK, Hanpuknag, 3su4vaiiHi abo gpaxkoBaHi TabneTtku,
KENaTUHOBI Kancynu, rpaHynu, Cynosutopii, iH'ekTo-
BaHi npenapatu, Masi, Kpemu, reni; X roTyloTb Biano-
BiAHO A0 3BUYANHUX METOoAiB. AKTUBHWU() KOMMO-
HeHT(1) mMoxe(yTb) OyTW 3MiWaHi 3 HanoBHIOBa4YaMu,
3BMYAHO 3acCTOCOBYBaHUMU Yy hapMaueBTUYHUX
KOMMO3UUisiX, TAKUMK SIK TanbK, rymiapa6bik, nakrosa,
Kpoxmanb, cTeapaT MarHito, Macrno kakao, sogHi a6o
HeBOAHI HOCIT, >xupu i macna TBapuHHi abo POCNUHHI
onit, napacdiHoBi NOXigHi, rnikoni, PisHi 3mo4yBaui,
aucnepratopu abo eMmynbratopu i KOHCEPBaHTH.

3asHauveHi KOMNo3unUil MOXYTb Takox matu ¢op-
My Jfiocpinisaty, NpPU3HaA4YEeHOro ANA PO3YMHEHHA Yy
BignoBigHOMY HoCIT 6e3nocepeaHbO Nepen BXKUBAH-
HAM, Hanmpuknag. TakoMy sk CTEpUIibHa aniporeHHa
BOAA.

Cnonykun copmynu (I) moxyTe 6yTu opepaHi
crnocoBom, Lo BKNIOYAE: a) CTaAito, B XoA4i AKOT areHT
KapOoHinyBaHHA BBOAATL Y peakuito, y BUMMNAAKy He-
06XigHOCTI, Yy NPUCYTHOCTI OCHOBU, 3i CNONYKO op-
mynu (I1):

ne:
R'y o3Hauae aTtom BoaHK aBo pagukan CN, 3a-
xueHy rpyny COOH, COOR', (CH2)neR's, CONRs, R7

N

c

a60 3axuLLeHy rpyny \"""r;

n', Rs i R7 MaloTb BU3HAYEHI BULLE 3HAYEHHS i

R'i R's MaloTb, BiANOBIAHO, 3a3HAYEH| BULLE 3HA-
YeHHA R i Rs, B SIKUX MOXIUBI peakuinHO3aaTHI OYHK-
LioHAanNbHI rpynu MOKyTb 6YTU 3aXULLEHI;

R'2 o3Hauae atom abo sogHo rpyny (CHz)miR's,
n'1 i R's MaloTb BU3HAYEHI BULLE 3HAYEHHS,

R3 Mae BU3Ha4YeHe BULLE 3HAYEHHS;

A' 03Ha4yae 3B'A30K MiX ABOMa atomamu Byrne-
U0, Wo HecyTb 3amicHukm R'y i R'2, a6o rpyny

o=
i| ae R's o3Havae atom abo BOAHIO rpyny
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(CH2)w1R's-, ae n'1 i R's maloTb BM3HA4YEHi BULLE 3HA-
YEHHS, NYHKTUP O3Ha4Yae MOXITMBUIA 3B'A30K 3 OQHUM
ab0 iHWMM aTOMaMu BYIIeUto, WO HECYTb 3aMiCHUKK
R'1 i R'2; N mae BU3Ha4YeHe BULLE 3HAYEHHS,

HZ o3nauae rpyny HO-(CHz2)a-, NHR's-(CH2)n-
a6o NHR's-O-, ge n" mae BU3HAYEHE BULLE 3HAYEHHS
i R's 03Hayae aToM BOAHIO, 3axuLleHuid pagukan OH,
pagukan R', OR', pagukan Y' a6o OY', npuduomy Y'
Bubupatte 3 rpyn COH, COR' COOR', CONHa,
CONHR', 3axuweHoi rpynu CONHOH, CONHSO:2R,
saxuweHol rpynu CH2COOH, CH2COOR', 3axuweHo’i
rpynu CH2CONHOH, CH2CONHCN, CHateTtpasony,
samiweHoro rpynot R', CH2SO2R', CH2PO(OR)2,
saxuweHoi rpynu  CH2S8O0s,  3axuweHoi  rpynu
CH2PO(OR')OH, saxuweHoi rpynu CH2PO(R')OH,
saxuweHol rpynu CH2PO(OH)2, pagukana Y'1 abo
OY', npuyomy Y' BubGupaiwote 3 rpyn SO2R/,
SO2NHCOH, SO2NHCOR), S0O2NHCOOR!,
SO2NHCONH2, SO2NHCONHR' i saxuweHoi rpynu
SOsH, pagukana Y'2 abo OY'2, ae Y'2 o3Hayae 3axu-
weHny rpyny PO(OH)2, saxuweHny rpyny PO(OH)(OR"),
3axuweHy rpyny PO(OH)R' a6o rpyny PO(OR)2, abo
pagukan Y's, npudomy Y's BUOGMPAIOTh i3 3aXULLEHOTO
TeTpasony, TeTpasony, 3amilleHoro pagukanom R,
NH- a6o NR'-zaxuwieHoro tetpasony, NH- a6o NR'-
TeTpasony, 3amiweHoro pagukanom R', NHSO2R' i
NR'SO2R', pe R' ma€ BU3Ha4YeHe BULLE 3HAYEHHS;

3 METOH 0AEePXKaHHA NPOMIKHOT CNONyKu popmy-
nn (l1):

ae:

R'y, R'2, R's, A' i n MalTb Ti K 3HAYEHHS, WO i
Bule i abo Xi € atoMOM BOAHIO i X2 aBnsie coboto
rpyny -Z-CO-Xs3, npu upomy Xs aBnse coboto sanu-
WOK areHTa kapOoHinysaHHA, abo X2 saBnsie coboto
rpyny -ZH i Xi asnae co6ot0 rpyny CO-Xs3, npy UboMy
X3 MA€ BU3HAYEHE BULLE 3HAYEHHS;

b) cTapito, y xofi aKoT y NPUCYTHOCTi OCHOBU LIUK-
Ni3yOTb 04emKaHy paHilue NPOMKHY CMOMyKY; i

C) Yy BUNaaKy HeobXxigHOCTI, cTaail a) nepeayoTb
i/abo 3a cTagieto b) iiayTb ogHa a6o Kinbka HACTYMHUX
peakuin, y BianoBiaHOMY NOPSAAKY:
3axXUCT peakuiiHo-3gaTHUX YHKUIOHANbHMX
YrpynoBaHsb,

- BUOANEHHA 3axXUCTy peakuiHO-34aTHUX (OYHK-
LioHanLHUX rpymn,

- eTepudpikadiq,

- OMUIEHHS,

- cynbaTyBaHHs,

- pochaTyBaHHS,

- amigyBaHH4,

- auUNIOBaHHS,

- CynboHinyBaHHs,

- ankinysaHHs,

- BBEA,EHHA NOABINHOIO 3B'A3KY,

- YTBOPEHHS rpynu CEYOBUHMU,

- BBEEHHS TETPA30nbLHOT rpynu,

- BiZHOBMNEHHA KapBOHOBOT KUCIOTH,
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- Aerigparauia amigy B HiTpun,

- YTBOPEHHA Coni,

- IOHHUIA 0OMIH,

- poswenneHHsa abo po3noain aiacrepeocizome-
pis;

- OKUCNIOBaHHA cynbdpiay B cynbdokeun i/abo
CYnb(OH.

Ak areHT kapOoHiNyBaHHS MO)KHA BUKOPUCTOBY-
BaTWU TakUi peareHT, aKk dpocreH, andocreH, Tpugoc-
reH, apunxnopdopmiaT, Takuin Sk peHinxnopdgopmiaT
abo n-HitpodeHinxnopdgopmiart, apankinxnopdopmi-
aT, Takuil Ak GeHaunxnopdpopmiaT, ankin abo anke-
Hinxnopdopmiart, Takuin axk metunxnopdopmiat abo
aninxnopdopmiaT, ankingukapboHar, Takuil aK TpeT-
6yTunagukap6oHar, giimigazon-kapGoHin i ix cymiLui.

[MepeBaxkHO peakuitd NPOBOAATE Y MPUCYTHOCTI
OCHOBM ab0 CyMilli OCHOB, LLIO HEATPaNI3yoTb KUCMO-
Ty, Aka yTBOPIOETLCA. OCHOBA MOXeE, 30KpeMa, ABns-
T cOBOI0 amiH, Takuii K TpUeTUnamiH, aiizonponine-
TUnNamid, NipuauH, guMeTunamiHonipuauH. MpoTte, SK
OCHOBY MOXHa BWUKOPUCTOBYBATWM BUXIZHWA NPOAYKT
dopmynu |l. WMoro GepyTb y HaanuLiKy. MosCHEHHS
HaBOAATLCA B €KCNEPUMEHTAarbHIN YacTuHi. Y Bunaa-
Ky HeobxigHoCTi npoaykT dopmynu || BUKOPUCTOBY-
I0Tb Y BUIMAAI KUCNOTHO-aAUTUBHOT CONi, Hanpuknag,
rigpoxnopuay aéo TpudpTopauerary.

£k OCHOBY Ha cTagii b) MO)XHa TaKoXX BUKOPUCTO-
ByBaTU amiHu abo riapuau, ankoronartu, amigu ato
kapBoHaTu NyXHux abo Ny>kHO3eMernbHUX MeTaniB.

AMiHM MOXXHa BUOpaTU, HANPUKNag, 3 HUXKYENo-
JaHOro Crucky.

AK rigpua MoXKHa TakoXX BUKOPUCTOBYBATU rigpua
HaTpito abo kanito.

AK ankoronAT NyXHOro Mertany, NepeBakHo, Bu-
KOPUCTOBYIOTbL TPET-GyTUNAT Kanito.

SAK amig ny>KHOro metany MOoXHa, 30KpemMa, BUKO-
puctoByBatu Gic(TpumeTuncunin)amia nitito.

Ak kapboHaT MOXKHA, 30KpeMa, BUKOPUCTOBYBATU
kap6oHat a6o GikapGoHat HaTpito abo Kkanito.

Y Bunagky Heob6xigHOCTI, npoMixkHa cnonyka co-
pmynu 1l moxxe ByTH ogepxkaHa y BUMMSAAI KUCNIOTHO-
aguTUBHOT coni, yTBOPeHOT B npoueci peakuil kap6o-
HinyBaHH4, i, 30kpeMa, rigpoxnopuay. Hani, y uin xe
hopMi T BAKOPUCTOBYIOTb Y peakuil Luknisauit.

Y Bunagky HeoOXigHOCTI, UMKRi3auil0 MOXHa
3aiincHUTM 6e3 BUAINEHHS NPOMIXHOT crnonyku ¢op-
mynu 111,

Peakuii, sragaHi Ha cTagii ¢), €, Ak npasuno, 3su-
yaiiHUMU peakuisMu, nobpe BigoMuMu haxisLo.

PeakuinHosgaTHUMU PYHKUiIOHANBHUMKW rpynamu,
WO y BUNAAKY HEOOXiAHOCTI 3axXualTb 3aXUCHUMU
rpynamu, € peakuinHo3gaTHi (pyHKUiOHanbHi rpynu
KapOOHOBMX KUCNOT, aMiHiB, amiais, rigpoKeu i riapok-
CUnaMiHiB.

3axucT KUCNOTHOT (PyHKUIOHANLHOT rpynu 3aiic-
HIOKOTb, 30KpeMa, Yy BUrNa4i cknagHux ankinosux edi-
piB, cknagHux aninosux eqipis, 6eH3uny, 6eHarigpu-
ny abo n-Hirpo6eH3uny.

BupaaneHHa 3axucty 34IiACHIOITb OMUIEHHAM,
KUCNOTHUM rigponizom, rigporeHonizom abo posien-
MEHHAM 3a [JOMOMOrOK  PO3YMHHUX  KOMMIEKCIB
Palladium O.

Mpuknagu 3asHayveHUX 3axuCHUX rpyn i BuAaa-
MNEHHA 3aXUCTy HaBEAEHI HUKYE B eKCnepumeHTans-
Hill YaCTuHi.

3axucTt amiHiB i amigis 34IMCHIOTbL, 30Kpema, y
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BUMMAAI OEeH3UNbLOBAHUX NOXIAHMX, Y BUMMAZI Kap-
6amarie, 30kpema, anin-, 6eH3un-, enin- abo Tpet-
S6yTunkap6amatis a6o y BUrNAAI CUMINbHUX NOXiAHMUX,
Takux §K noxiaHi Tpet-6yTunaumeTun-, TPUMETUN-,
TpudbeHin- a6o HaBiTb AudeHIn-TpeT-6yTuncuniny.

BupaaneHHa 3axucTy 34IMCHIOKTE B 3aNEXHOCTI
Bil TMNy 3axXMCHOT rpynu 3a AONOMOrol HaTtpito abo
nitito B piakoMy awmiaky, rigporeHonizom ato 3a go-
NOMOroK Po34uMHHUX Kommnnekcis Palladium O gaieto
kucnotu abo gieto hropuay TeTpabyTunamoHito.

Mpuknagu HaBedeHi HUXYE B eKCnepuMeHTanb-
HilA YacCTuHi.

3axucT rigpokcunamiHis 34iNCHIOKTbL, 30Kpema, y
BUrMAAi cknagHux 6eH3unosux aéo aninosux edipis.

PoswenneHHa cknagHux edipis 3giiCHIOOTL rig-
poreHonizom abo 3a 4ONOMOroH PO3YUHHUX KOMMMe-
kciB Palladium O.

[MOACHEHHS HaBeAeHi gani B ekcnepuMeHTanbHin
YaCTUHI.

3axuct cnupTiB 34IACHIOTE TpaguuinHum cno-
coboM y Burnagi npoctux edipis, cknagHux abo edi-
piB kap6oHaTie. MpocTi edipn MOXYTb BYTU NPOCTUMU
ankinosumu abo ankokciankinosumu edpipamu, nepe-
BAXKHO, MPOCTUMU METUNOBUMU abo METOKCIETOKCU-
METMNOBUMU edpipamMun, NPOCTUMU apunoBumu edi-
pamu abo, nepeBaxkHO, NPOCTUMU  APUNOBUMU
edipamu apankiny, Hanpuknag, 6eHsuny, abo cu-
NiNBHUMKU NPOCTUMK edpipamMun, Hanpuknag, Cuninb-
HAMKW NOXiAHUMU, HaBegeHuMU Buwe. CknagHi edipu
MOXYTb OyTU Oyab-IKUMU 30aTHUMKU PO3LLENSIoBa-
TUCb CKnagHuUMKU edpipamun, BigoMumMu paxisuto i, ne-
peBaxkHo, auetaTtoM, nponioHatoM ato 6eH3oaToMm
abo n-HiTpobeHsoaToMm. KapboHaTu MOXyTb, Hanpu-
knag, 6yt metun-, Tep-6ytun-, anin-, 6eH3un- aéo n-
HiTpo6eH3unkapboHaTamu.

BuganeHHs 3axucty 34iMCHIONTE cnocoBamu, Bi-
aoMumiu paxisuo, 3okpemMa, OMUNEHHAM, rigporeHo-
nNisoM,  PO3LUENMEHHAM  PO3YUHHUX  KOMMMEKCIB
Palladium O, rigponizom y kucnomy abo cepenoBuLuj
06pobkoto hTopuaom TeTpabyTUnamoHilo y Bunaaky
CUNINbHUX NOXiIAHUX.

Mpuknagn HaseaeHi B eKCnepumMeHTanbHin Jac-
TUHI.

Peakuito cynbaTyBaHHA 34iACHIOOTE Ji€l0 KOM-
nnekcis SOsz-amiHu, Takux Ak SOs-nipuauH abo SOs-
auMetundgopmamia, y nipuduHi, a ogepxaHy CcCinb,
Hanpuknag, cinb MipuauMHy, MOXHa MoTiM OBMIHATH,
Hanpuknaga, Ha cCinb iHWOro amiHy, 4YeTBEPTUHHOrO
aMoHito abo nyxHoro metany. MNpuknagu HaBedeHi B
eKcnepuMeHTarnbHIik YacTuHi.

Peakuito ¢pocpatyBaHHA  34IACHIOTL, Hanpu-
knag, aieto xnopdpocpaty, Takoro 9K AUMETUN-, Au-
6eH3un- abo audpeHinxnopdocdar.

Peakuito amigyBaHHa 38IACHIOOTE, cnodyatky 06-
pobnsoun KapBOHOBY KUCIIOTY aKTMBATOPOM, TaKUM
aK ankinxnopdopmiar aéo EDCI, a noTtim gitoTb rig-
POKCMAOM aMOHil0 aGo npuaatHum aMmiHoMm abo ioro
KACAIOTHO-aaAUTUBHOK cinmto. [puknagu HaBedeHi
Jani B ekcnepuMeHTanbHIn YacTuHi.

Peakuii auunioBaHHa i cynb@oHinyBaHHA NpoBo-
OATb Ha rigpokcucevoBrHax BignoBigHoO Aieto BiaANoOBI-
OHOro ranoreHaHrigpuay aéo adrigpuay kap6oHoBoT
Kucnotu abo BiANOBIAHOTO ranoreHaHrigpuay Cynb-
¢oHOBOT KMCNOTKW. MNpUKNagu HaBeaeHi aani B ekcne-
PUMEHTASbHIA YaCTUHi.

Peakuito ankinysaHHA 34iACHIOOTE Ai€0 Ha rigpo-
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KCUnbHi noxigHi ranoreHankiny abo ranoreHankiny,
3aMillleHoro, 30kpema, BinbHUM abo eTepudikoBaHUM
KapOoKCUNbHUM pagukanom. [lOSACHEHHS HaBepeHi
Jani B ekcnepuMeHTanbHii 4acTuHi.

Moxxnuse BBeAEHHA HaNPUKiHLi NOABIMHOIO 3B'A-
3Ky, L0 3HAXOAUTLCS, NEPEBAXKHO, MK aTOMaMu Byr-
neylo, WO HECyTb 3aMmiCHUKM Ra i Ri, 3QIHCHIOITL
Aiel0 ranoreHnoXigHOro ceneHy 3 HacTyMHUM OKUC-
NoBaHHAM BigoMumu haxisuo cnocobamu. Mpuknag
HaBedeHUiA gani B eKCnepuMeHTanbHii YacTuHI.

YTBOpEHHA kapBamigHOoT rpynu, Wo BigHOCUTLCA
00 3aMmiCHUKa Rg, 34iACHIOOTL, NEpPEBaXKHO, Ai€to Bia-
noBigHOro isouiaHaTy Ha BinbHy rpyny NH. Mpuknag
HaBedeHWiA gani B eKCnepuMeHTanbHiin YacTuHi.

YBeaeHHA TeTpasonbHOT rpynn 34iNCHIOTL gicto
rasioreHnoxigHoro, nepesaxkHo, TOpnoxigHoro 3a-
XulleHoro abo 3amiweHoro Tetpasony. BupganeHHs
3aXUCTY MOXKHA 34INCHUTK FgPOreHonNi3oM.

BiAHOBNEHHA KUCNOT Yy CIMPTU MOXHA 34INCHUTK
Jieto 6opaHy abo, yepes CTafilo YTBOPEHHS NPOMIX-
HOro 3MiLLAHOro aHriapuay, aicto Gopriapuay Ny><Horo
MeTany. 3millaHuin aHrigpua roTyioTs, Hanpuknaa, 3a
aonomorow ankinxnopdopmiaty. MOACHEHHA HaBe-
JeHi fani B ekcnepuMeHTansHiid 4acTuHi.

HerigpaTauia amigy B HIiTpun Moxe nNpoxoguTu B
yMOBaX peakuiii kapOoHinyBaHHs i Luknisawii.

OxkucnoBaHHa cynbpigis y cynbdokena i/abo
CynbOH MOXKHA 34INCHUTU AIE0 HAaAKUCIOTU, Takoi
K MeTa-xnopHagbeHs3oliHa abo HaadTanesa Kucno-
Ta, abo Gyab-sKOro iHWOro peareHTy, Biaomoro daxi-
BLIO.

Opep>kaHHa CONeRn KUCNOT y BUNaaKy HeobxiaHo-
CTi 34IACHIOITL 0AAaBAHHAM KUCMNOTU B PO3YMHHIN
dasi 4o cnonyku. YTBOPEHHA CONEel 3 OCHOBaMu MO-
e 6yTu 3ailicCHeHe ansa Cnonyk, WO MiCTATb KUCNOTHY
rpyny, 3okpemMa, kapbokcuneHy rpyny, abo gns cno-
nyK, Wo mictate cynbdokeurpyny abo noxigHe dhoc-
dopHOT kucnotu, abo aAna Cnonyk, WO MICTATb reTe-
POUUKI, AKUA BOMOAIE KACMOTHUMU BNACTUBOCTAMU.
Y nepwomMy BUNaaKy peakuilo 3OiCHIOTL AoaaBaH-
HAM BiANOBIAHOT OCHOBU, HaBedeHOT Buwe. B apyro-
MY BUNAAKy oAep)KytoTb 6e3nocepeaHbLo Cinb nipuau-
Hit0 nig vac aii komnnekcy SO3-NipuanH i OAEPXKYIOTh
iHWi coni i3 3a3Had4eHOT coni nipuauHito. B Tomy abo
iHLUOMY BMNAAKy MOKHA TaKOX 34INCHUTU IOHHMIA 06-
MiH Ha cmoni. Mpuknagu ogaep>aHHs Conei HaBedeHi
Jani B ekcnepuMeHTanbHii 4acTuHi.

[Moain eHaHTioMepIB i AiacTepeoisomepis MOXHa
3AINCHUTK BIANOBIAHO A0 MeToAiB, BiaoMux daxisuto,
30KpemMa, xpomartorpadieto.

Kpim cnoco6ie, onucaHux BuLle, CNonyku cop-
mynu () MoxXyTb ByTu oagepxkaHi cnocobamu, B SKUX
CrnovyaTKy BUKOPUCTOBYIKOTL cnonyky cdopmynu (I1), ae
R'1, A", R'2, R3i HZ maloTb Taki 3Ha4YeHH4, WO Npuso-
aate 6e3nocepeaHbo (6e3 TpaHcdopmauil) go 3Ha-
YeHb Yy CMonykax, ki Xo4yTb ogepxatu. Y Bunagky
HeOoOXiAHOCTI Ti 3 3a3HAYEHMX 3HAYEHb, WO MICTATb
peakuinHo3aaTHi (pyHKUiOHanbHI rpynu, 3ragaHi Bu-
e, 3axXuLLaloTb, NpU UbOMY BUAANEHHS 3aXUCTY Big-
6yBaeTbca nicna cragil uuknisaugii b a6o y 6yab-sakui
iHLWKWA NpuaaTHUA MOMEHT MpPU NPOBEAEHHI CUHTESY.
3axucT rpynu i BuganeHHa 3axucTy 34iACHIOTE SK
OMNUCaHO BULLE.

MopibHi cnocobu HaBedeHi gani B ekcnepumMeH-
TanbHiN YacTuHi.

Mpoayktu popmynu (Il) Bigomi abo ix ogepXxyoTh
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3rigHo 3i cnocoBamu, Bigomumn cpaxisuto. MocunaHHA
Ha miTepaTypy, a TakoX crnocobu oaepXaHHA Hase-
JeHi fani B ekcnepuMeHTansHiid 4acTuHi.

HacTynHi npuknagu noACHIOKTL BMHAXI4, ane He
0BMEXYIOTb HOTO.

Mpuknaau

Y 3asHaveHux npuknagax BUKOPUCTOBYHOTb Ha-
CTYMHi CKOPOYEHHS:

DEAD: pietunosuii ecip a3o-aukapboHOBOT Kuc-
notu

TEA: Tpuetunamix

DMAP: 4-gumeTunamiHonipuauH

EDCI: rigpoxnopua 1-(3-aumetrunamiHonponiny-
3-eTunkapbogiimiay

THF: TeTparigpodypaH (TFrd)

AIBN: 2,2'-a30-6ic-i306yTupoHiTpuUn

M: monapHa maca

MC: mac-cnekTpomeTpis

El: enekTpoHHUIA yaap

SIMS: mac-cnekTpoMeTpia Ha BTOPUHHMX iOHAX
(BIMC)

FAB: 6om6apayBaHHSA LUBUAKUMU aTOMaMU

Mpuknag 1

AudbeHinmeTunosuin edip UUC-7-0KCo-6-0kca-1-
asabiuukno[3.2.1]okTaH-4-nponaHoBOT KUCNOTU

3miwytots 3,16r (10,6mmone) rigpoxnopuay 3-
0KCO-1-(peHinmeTnn)-4-ninepuauHNpPonaHoBol  Kuc-
notun (M=297,7r) [HaBOAUTLCA B 3adABUi Ha NaTeHT
AnoHit J54098-772] i 100mn eTaHONY i OXONOAXKYIOTb
Ao Temnepatypu 10°C. ¥ notoui a3oTy AogatoTb nNpo-
Tarom 15x8. 1,84r NaBH4, npu usomy TeMmnepartypy
nigTPUMYKOTL B iHTepeani Big 8 Ao 13°C. HawTb Ha-
rPiTUCL A0 KiIMHATHOT TeMnepaTypu i 3anuLatoTb Ha 1
roauHy 30xs. JopawTtb we 380Mr NaBH4, i 3anuwa-
HOTb Ha HiY NpU KiMHaTHIK TeMmnepaTypi.

BunaptoloTb PO3UMHHUK MPU 3HUKEHOMY TUCKY,
3anULLIOK PO3UYMHAIOTE Y SOMI BOAM | 3HUXKYKOTL pH 3
10 40 2 3a AONOMOTOK KOHUEHTPOBAHOT COMAHOT KUC-
notu. 3HOBY BUMApPIOOTL MPK 3HUXKEHOMY TUCKY. TBe-
pauit 3anuwok (npubnusHo 10,8r) npoMuBaoTL ABa
pasu 100mn eTaHony, NOTIM PO3YUHHUK BUMAPIOOTL
MpU 3HUKEHOMY TUCKY.

Takum YnuHOM ogepxytoTb 3,10r rigpoxnopuay 3-
rigpokcu-1-(dpeHinmeTun)-4-ninepuanHnponaHoBot
kuenotun (M=299,7r), wo signosigae suxogy 97%.

Possogate 3,10r (10,3mMMonb) paHie ogepxa-
HOT cnonyku B 100mn eTaHony, noTiMm gogatote 900mr
nonepeaHso HacuyeHoro sogHem 10%-Horo Pd/C y
30mMn eTaHony.

3anuwaloTb Ha Hid B atMocpepi BOAHIO NP HO-
pMansHOMY TWUCKY, NOTIM BWUAANAKTL KaTanisaTop
(iNbTPYBaAHHAM, a €TaHoM BUNAapPHTL NPU 3HUXKE-
HOMY TUCKY.

Ogepxytotb  1,90r  rigpoxnopuay
rigpokcu-4-ninepuanHnponaHoBoir
(M=209,6r), Buxig 88%.

3miwytoTb 1,791 (8,54MMoOnNb) paHile oaepxxaHoT
cnonyku 3 20mn etadony i 20mn Boau.

MoTiM 40Jal0Tb KOHUEHTPOBAHUA PO3YUH TiaPOK-
cuay HaTpito AOTU, AOKK piBeHb pH He cknage npub-
nu3Ho 8,5.

MoTiM gopatoTb 1mn aninosoro edipy xnopmy-
PaWwnHOT KUCNOTU i KOHUEHTPOBAHUA PO3YUH TiapoK-
cuay Hatpito, Wwob 36epiratu pH B iHTepBani Big 8 #o
9.

TpaHc-3-
KUCnoTu

PeakuitHy cymill ekcTparylTb eTunaueTaTom,
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noTiM BOAHY dhasy NiakUcnaoTe A0 piBHA pH 2 goaa-
BAHHAM KOHLIEHTPOBAHOT CONAHOT KUCNOTKW | NOBTOPHO
eKcTparyloTb etunauetaTom. Micna CcywiHHA | Buna-
PIOBaAHHA PO3YUHHUKA NPU 3HWKEHOMY TUCKY oAep-
XKYOTb 1,691 CUPOro NPOAYKTY, WO 3HOBY BMILLYHOTL Y
CyMill AUXIOpMeTaHy i eTaHony, noTiM BiadinbTpo-
BYIOTb i BUMAPIOIOTL PO3YUHHUK MPU 3HUKEHOMY TUC-
KY.

Takum  4YuHOM  ofdepxylTb  1,40r
rigpokeu-1-[(2-nponeHinokcu)kapboHin]-4-
ninepuauMHnNponaHoBot kucnotun (M=257r) 3 BUxogaom
60%.

PosunHaoTb 3,24r (12,6MMONb) oaep»aHoi pa-
Hiwe rigpokcukucnotn i 6,4r rpudpenindocdivy B
60mn TFP npu Temnepatypi 0°C B aTMocepi asoTy.
MoTiMm aogawTe 2,5mn DEAD i uepes 15xB. peakuiitHy
CyMill BUNAPIOOTE NPU SHKEHOMY TUCKY | OAEPIKY-
Tb 12r cUPOro NPoaykry. O4uualTb XpomaTorpa-
hieto Ha cunikareni 3 enOBaHHAM CYMILLLLIO AUXMO-
pmeTaHy i eTunaueTarty B rpagienTi 9/1, 8/2, 7/3, wob
BiAOKPEMUTU UMC- | TPAHC-NAKTOHNU.

OfepxyoTb 2,72r UUC-NaKTOHY B CyMilli 3 HeBe-
NUKO KinbkicTio DEAD i okcuaom ¢pocpiny.

3asHauYeHUn NPOAYKT PO34nHAKTL ¥ 10Mn gume-
TOKCieTaHy i gogatotb 8mn posuudy 1H. NaOH. Micna
B3aeMoOAil NpoTArom 1roA., peakuinHy cymill ekcrpa-
ryloTb ABa pasu etunayetarom, noTiM NigKUCNATb
00 piBHA pH 2 2H. HCI i NOBTOPHO eKcTparyioTb eTu-
naugertatom. lMicna CyLwWwiHHA | BUNAPIOBAHHA PO34YUH-
HUKa NpPW SHWKEHOMY TUCKY ogepxkytoTe 1,071 rigpok-
CUKUCIIOTH.

1,0r CUMPOT riaAPOKCUKUCIIOTU POSYMHAKOTL Y CyMiLLi
5Mn guxnopmeTtaHny i 2Mn meTaHony, notim o6po6-
NATL HagNUWKOM AudpeHingiasomeTaHy B AUXIOP-
METaHi 40 3HWUKHEHHS BUXIQHOrO0 MPOAYKTY. PO34uH-
HUK BUMApPIOIOTb MPU 3HWKEHOMY TUCKY i NPOAYKT
ounwaloTe xXpomarorpadpieto, ogepxyoun 1,39r au-
PEeHINMeTUNOBOro edipy yuc-3-rigpokeu-1-(2-
nponeHinokcu)kapBoHin]-4-ninepuanMHNponaHoBoT
knucnotu (M=423r) i3 saransHUM BUX040M 26%.

HOani B armocdepi asoty posunHAwTs 1,21
(2,83MMOnNbL) OJEepPXKAHOro paHie NPoAyKTY B 23mn
aunxnopmetany. MoTim gogate 390MKN OUTOBOT KUC-
notu, 860mMkn BuzSnH i 70mr Pd(PPha)a.

PO34YUHHUK BMNApPIOOTE NPU SHUKEHOMY TUCKY i
oAepXKyloTh 3,82r CUpOro NPoAykTy, WO NPOMUBALOTL
neTponeinHum edpipom. Ogepxkytotb 1,271 NPOAYKTY,
wo PiNbTPYOTL Ha cunikareni 3 BUKOPUCTAHHAM AUX-
nopmeTaHy, noTiM i3 CYMILILI AUXNOPMETaHyY i Me-
Tadony 95/5, notim 90/10. TakuM YUHOM OOEPXKYIOTb
0,87r audpeHinmeTunosoro eqipy uUMC-3-riapokcu-4-
ninepuauHnponaHoBot kucnotun (M=339r) 3 BUX0a0M
77%.

PosuuHaoTe 400mr (1,00mmonk) padiwe oaep-
XKAHOT Ccnomnykn B 25Mn  guxnopmeTtaHy, Ao4alTb
80mKkn audpocreHy (ClsCOCOCI), 336mkn TEA, 144mr
DMAP.

3anuwarTb B3aeMOgiATU NpU KiMHaTHIA Temne-
patypi npotarom 5rog. 30xB., noTim po3BaBnalOTb
aunxnopmetaHom. [MpomusatwoTs 10%-HUM BOOHUM
PO3UYMHOM BUHHOT KUCNOTU, NOTIM chocchaTHUmM Byde-
PHUM PO34YMHOM HaTpito 3 pH 7, opraHiyHy chasy cy-
waTte Hag cynsgaToM HaTpilo, NOoTiM BUNAPIOTL
PO3UYUHHUWK NPU 3HUKEHOMY TUCKY. TakuM YMHOM ofe-
PXKYIOTE 380MI CUPOro NPOAYKTY.

Ounwatote xpomarorpadpieto Ha cunikareni 3

TpaHc-3-

80271

18

EMIOIBaHHAM CYMILLILLIO  AuXropMeTaH/eTunaugerar
95/5 3 pogasaHHam 0,1% Bogu.
OaepxyloTb 184mr

(M=365,43r), Buxig 50%.

Cnektp 'H-SIMP (CDCls, 300Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,60-1,88 (M): NCH2-CH2-CH; 2,48 (m): CH2-CHo-
CO; 2,78 (@) - 2,90 (v) - 3,33-3,47 (m): CH2-N-CHz;
4,50 (n): CHO-CH2; 6,89 (c): CO2CH(CsHs)2; 7,33
(m): (CeHs)e.

IY-cnektp (CHCI3): 1784, 1734, 1600, 1585, 1496
cm!

Mac-cnektp (EneKkTpo3nNUIEHHA 3 MO3UTUBHOK
ioHisaujieo) m/z: [M]*=365

Mpuknag 1 bis

Linc-7-okco-6-okca-1-a3abiuukno[3.2.1]JokraH-4-
nponaHoBa KucnoTa

PosunHatote 176mr (0,482MMONb) Oaep»KaHoro
paHiwe npoaykty B 10mn auetoHy. JopatTb 90mr
10%-Horo Pd/C.

3anuwaloTb B3aeMOAIATM B aTtmocdepi BOAHIO
npu HOpPMAansHOMY TUCKY npoTaroMm 3 rogud. Hani
40[aloTb We 25Mr KaTanisatopa i NPoOBOAATE peakuito
we npotarom 1rog. 15xs.

KaTtanizatop BiadinbTpoBYyOTL, MNOTIM BUMapHO-
I0Tb PO3YUHHUK MPU 3HUKEHOMY TUCKY | OAEPXKYHOTb
146Mr NPOAYKTY.

MoBTOpPIOIOTL peakuyito B 10mMn aueToHy 3 35mr
10%-Horo Pd/C B aTmocdhepi BOAHIO i NpoBOAATH
peakuito NpoTarom 1rod. 4o i 3aBepLUEHHS.

MoTiM kaTanisaTtop BiAOKPEMMNIOWTE (PiNbTPYBaH-
HAM | (pinbTpaT ynapiloTb NPU 3HUKEHOMY TUCKY.
OaepxyloTb 137Mr CMpOro NPoAykTy, Lo nepekpuc-
TanisoBYIOTb i3 CyMiwi eTunosoro edipy i netTponei-
HOro edpipy. TakuM YMHOM OAEPXKYIOTE 75MT LlifbOBO-
ro npoaykry (M=199r) 3 suxogom 78%.

Cnektp 'H-AMP (CDCls, 250Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,30-1,63 (m) i 1,88 (m); NCH2-CH2-CH; 2,25 (1):
CH2-CH2-CO; 3,06 (1) i 3,38 (m): CH2-N-CH2; 4,65
(n): C-CHO-CHz2; 12,08 (c): H pyxnusui.

IY-cnekTp (BazeniHoBe macno): 1785, 1717 cu™!

Mac-cnektp (FAB) m/z: [M+H]* = 200; 159

Mpuknag 2

AudbeHinMeTunosuin  edip TpaHc-7-0Kco-6-okca-
1-a3a6iuunkno[3.2.1]okTaH-4-oUTOBOT KUCIOTU

3MilWyOTb B iHEpTHIK  atmocdepi  94mr
(0,259vmonb)  rigpoxnopudy AUQEHINIMETUNOBOIO
edipy TpaHc-3-riapokcu-4-ninepuanHoUTOBOT KUCHO-
™ (M=361,87r) [onucaHo B Eur. J. Med. Chem -
Chim. Ther - 1982 - 17(6)531-5] i 7mMn guxnopmeTtaHy.

OxonomkytoTb Ha 6aHi 3 nboAOM | BHOCATb
19mKkn audpocreHy. MepemiwyoTb npoTarom 25xs.,
noTiM aogdatwTe 72mMkn TEA. MNMepemiwyloTe Npu Kim-
HaTHin TemnepaTypi npoTarom 30xB. | PO3YMHHUK BU-
NaptoThL MNPU 3HUXKEHOMY TUCKY. MOTiM AogatTe 7Mn
Tonyony. doaatotb 36mkn TEA, notim 31mr DMAP.

HarpisatoTe npotarom 15x8. 40 Temneparypu
100°C, noTiMm 3anuwatoTb NpU KiMHATHIA Temnepary-
pi. Qani npomuBatotb 2 pasu no 4mn 10%-Hum pos-
YUHOM BWUHHOT KUCAOTU Y BOAI, NOTIM 4MJT HACUYEHOTO
PO34YMHY XNOopuay HaTpito y BOai.

Cywartbe Hag cynedpatom marHito, pinbTpyoTh i
PO3YMHHUK BUNAPIOIOTL NPU 3HUKEHOMY TUCKY.

OaepxyoTb 78Mr onii, Wo xpomaTorpadytotb Ha
cunikareni, BUKOPUCTOBYIOUU SIK E€fOEHT cymiw 95/5

LinsoBoT Crnonyku
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AUXNOpMETaHy | eTunauerary.

Takum YUHOM OAEpPXKYIThL 35,7Mr LiNbOBOT Cno-
nyku (M=351,405r) y surnsai kpucranis 6inoro ko-
neopy (Buxig 39%).

Mpuknag 2 bis

TpaHc-7-0kco-6-okca-1-a3abiunkno[3.2.1]okraH-
4-ouToBa KKUCnoTa

3MiWyTe B iHepTHiIK  atmocdepi  38,7Mmr
(0,110MMOnb) NPOAYKTY, OAEPXKAHOIO B NpuKnaai 2, a
TakoxK 2mn aueTony i 38mr 10%-Horo Pd/C 4k kaTani-
3arop.

BMilwyloTe B atmocgepy BOAHIO NpuU HOpManb-
HOMY TUCKY.

3anuwaroTb B3aeMOiaTU NpPoTarom 45xs., NOTiM
BUAANAKTL Katanisatop (pinbTpyBaHHAM i PO3UYUHHUK
BMNAPIOKOTL NPU 3HUXKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTb 32,6Mr CUPOro NPOAYK-
Ty.

MNepekpucTanisoByloTs B eTunosomy edipi i ope-
PXKYIOTb 14,2Mr LiNbOBOT CMONYKW Y BUMMAAI KpUcTanis
6inoro konbopy (CsH1oNOs - M=185,181r) 3 BUX0A0OM
69%.

Mpuknag 3

OudpeninmeTunosmin edip uyuc-7-okco-6-okca-1-
a3abiuukno[3.2.1]okraH-4-0UTOBOT KUCMOTK

3miwytote  1,5r  (5,78mmonb)  TpaHc-1-[(1,1-
AuMeTUneTokcn)kapBoHin]-3-rigpokcu-4-
ninepuavHouTOoBOT KACAOTU [HaBoauTeCca B Eur. J.
Med. Chem - Chim. Ther - 1982 - 17(6)531-5], 7mn
aunxnopmetany, 3,03r TpudeHindgocdity i 22mn TeT-
parippodpypaHy.

HdopatwTtb posunH 0,91mn DEAD y 2,5mn TeTpari-
apodpypaHy. 3anuwarTb B3aEMOAIATM  NPOTAroM
3ron. 20xB., noTiM AogawTe 8,7mMn 1H. rigpokcuay
HaTpIlo | nepeMiyoTs NpoTarom 1roa. 15xs.

PeakuifHy cymiwl ekcTparyioTe 2 pasu eTunaue-
Tarom, noTiM AoBoAATL A0 pH 2 3a AOMNOMOroK 2H.
CONAHOT KUCNOTKH. MOTIM ekCTparytoTb Tpu pasu eTu-
naueTaTom.

OpraHivHi ¢asyu noegHyTE | NPOMUBALIOTL Y Ha-
CUYEHOMY PO3YMHI Xnopuay HaTpilo y BOAi, NOTIM Cy-
waTtb Hag cynsgaToM MarHito, PinbTpyoTh | PO3YUH-
HUK BUMAapPIOKTL MPU 3HUKEHOMY TUCKY.

TakuM YMHOM oaepXKytoTb 1,37r kpucTanie 6inoro
konbopy 1,1-aumetunetun-(3a.aneda.,7a.ansda.)-
rekcarigpo-2-okco-gpypo[2,3-clnipuanH-6(2H)-
kapBokcunaty (C12H2i1NOs - M=259, 304r) 3 Buxoaom
91%.

3MiWyTe B iHepTHIW  atmocdepi  1,37r
(5,28MmoOnb) paHilwe ogepxkaHoT CNonyku i 32Mn gux-
nopMeTaHy.

BBoaATL HaANUWOK po3uuHy AudpeHingiasome-
TaHy B OMXNOPMETaHi A0 3HUKHEHHA BUXIQHOrO nNpo-
AYKTY.

MoTiM BMNApPIOOTL PO3YMHHUK MPU 3HUXKEHOMY
TUCKY i, TAKUM YUHOM, OAEPXKYIOTL 2,81r CMPOro nNpo-
AYKTY, AKURA ounaoTb xpomarorpadieto Ha cunika-
reni, BUKOPUCTOBYIOUU SIK EMIOEHT AUXNOPMETaH, a
noTiM cymiw 95/5 guxnopmeTaH/eTunaueTar.

Ogepxylote 2,00r gudpeHinmetTunosoro edipy
uyuc-1-[(1,1-aumeTuneTtokcu)kapboHin]-3-rinpokcu-4-
ninepuavHOLUTOBOT KUCNOTKU Y BUrNAAi kpuctanis 6ino-
ro konbopy (M=425,528r) 3 sBuxoaom 89%.

Bmiwytots 0,6r (1,41MMONb) padiwe ogepxxaHot
cnonyku i 1,93mn 7,3M po3unHy Xnopuay BOAHKO B
MeTaHoni. MNepemiyoTb Npu KiMHATHIK Temneparypi
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i yepes 15xB. 404a0Tb 1M AUXNOPMETAHY.

LLle yepes 15xB. peakuiiiHy CyMmill ynaptowTe nNpu
3HUXKEHOMY TUCKY.

3HOBY A04aK0Tb AUXITOPMETaH, NoTiM 3HOBY yna-
proKOTh. Lito onepauio NOBTOPIOKOTL Kiflbka pasis.

MoTiM NPOAYKT NEPEKPUCTani3oByOTb 3 €TUNOBO-
ro eqipy.

Takum 4YuMHOM, odepxyloTb 0,44r rigpoxnopuay
AudeHinMeTunosoro edipy yuc-3-rigpokcu-4-
ninepuanMHOLTOBOT KUCNOTHU i3 3aransHo dopMynoo
C20H23NQs3, HCI (M=361,871r) 3 BUX0A0M 86%.

3asHayeHa peakuis nNpuBOAUTL TaKOoX A0 YTBO-
PEHHA PIi3HUX KINbKOCTEW nakToHYy rigpoxnopuay
(3a.anbdha.,7a.anbda.)-rekcarigpodypo|2,3-
clnipugunn-2(3H)-ony, (M=177,6r).

3MiWyoTb B iHepTHIK  atmocdpepi  0,28r
(0,77mmonb) paHiwe oaepxxaHoi cnonyku CooHasNOs,
HCI i 19mMn guxnopmeTaHy.

HoaatTtb npu Temnepatypi 0°C 60mkn audocre-
Hy i nepemiwyoTb. Yepes 25 xsunuH seoaaTs 0,32mn
TEA. MNotiMm goaatots 94mMr DMAP i BUTPUMYIOTL NpU
KiMHaTHIA TemnepaTypi.

MepemiwyoTb NpoTAaroMm 4rod. 15xs., NnoTiM noc-
nigosHo npomusatote 10%-HUM BOAHUM PO3YUHOM
BUHHOT KUCMNOTU | HACUYEHUM PO3YMHOM XNOpUay Ha-
Tpilo y BOAI.

MoTiM cywarte Hag cynbgartom marHio, gineT-
PYIOTE | PO3YUHHUK BUNAPIOIOTL MPU 3HUKEHOMY TUC-
KY.

Takum 4YuHoM odepxyoTb 0,265r UinbLoBoi cno-
nyku i3 3aranbHo  gopmynord  CaiH21NO4
(M=351,405r) 3 Buxogaom 98%.

Cnektp 'H-AMP (CDCls, 250Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,82 (M): NCH2-CHz; 2,30-2,70 (m): CO-CH2-CH;
2,93 (o) -2,99 (ar) i 3,45 (m): CH2-N-CH2; 4,60 (n):
CH-CHO-CHz; 6,87 (c): CO2CH(CsHs)2; 7,10-7,35 (m):
(CeHs)2.

I-cnektp (CHCI3): 1786, 1734; 1600, 1587, 1496
cm

Mac-cnektp (BIMC) m/z: [M+Na]*=374+.

Mpuknag 3 bis

Linc-7-okco-6-okca-1-a3abiuukno[3.2.1]JokraH-4-
ouTOBa KKCNOTa

3miwytoTb S5mr (0,156MMOnNb) NPOAYKTY, oaep-
XaHOro B npuknagi 3, 3mn etunauertary i 55mr karta-
nisatopa 10%-Horo Pd/C.

Bmiwytote B atmocdepy BOAHIO MPU HOpManb-
HOMY TUCKY.

3anuwatloTb B3aemogiatu npotarom 1rog. 30xs.,
noTiM Kartanisatop BiaginbLTPOBYIOTL | BUNAPIOOTL
PO3YMHHUK NPU 3HUKEHOMY TUCKY.

Takum YMHOM OAEPKYIOTE 38MI CMPOro NPOAYKTY,
WO MEePEeKPUCTani3OBYIOTb i3 CyMilli NEeHTaHY i eTUno-
BOro edipy.

Takum YMHOM OAEPXKYIOTE 16Mr LiNnbOBOT CMOMYKU
y Burnaai kpuctanis 6inoro konbopy (M=185,181r) 3
BUX0O0M 55%.

Cnektp 'H-AMP (CDCls, 250Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,63-1,86 (M) i 1,91 (m): NCH2-CHz; 2,27-2,49 (m)
i 2,54 (ap): CO-CH2-CH; 2,98 (a) i 3,54 (a): CH2-N-
CH2-CHz; 3,04 (aT) i 3,41 (aa): CH2-N-CH2-CH2; 4,71
(n): CH-CHO-CH-.

IY (BaseniHoBe Macno): 1784, 1734, 1686 cm™'.

Mac-cnektp (BIMC) m/z: [M+H]* = 186+, 167+.
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Mpuknag 3 ter

MeTunosuit edip yuc-7-okco-6-okca-1-
a3abiuukno[3.2.1]okraH-4-0UTOBOT KUCMOTK

PosunHaoTs 78mr (0,421MMONL) CNOMYKK, OAEpP-
XaHoT B npuknagai 3bis, y 1mn guxnopmeTaHy.

Kpannamu gogatoTb HagmnuLIOK Aia3oMeTaHy Ao-
TW, OOKU He 3'ABUTLCA O0BTe cpapOyBaHHA, MOTIM
PO3YUMHHUWK BUNAPIOKOTL MPU 3HUXKEHOMY TUCKY.

OaepxyloTb 80Mr CUPOro NPOAYKTY, SAKUA O4u-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM CyMILLILLIO AuxnopmeTaH/eTunauertar 95/5.

3as3HayYeHUM YUHOM OAEepPXKYITb 8,2Mr UiNbOBOT
cnonyku (M=199,208r) 3 suxoaom 10%.

Mpuknag 4

Linc-7-okco-6-okca-1-a3abiuukno[3.2.1]okraH-4-
aueToHITpun

PosuuHaote 67mr (0,38Mmonb) rigpoxnopuay
(3a.anbdha., 7a.anbpa.)-rekcarigpodypo[2,3-
clnipugunH-2(3H)-ony, (M=177,6r), oaep>xaHoro B npu-
knaai 3, y 1mn 4,17M po3unHy amiaky B METaHOTII.

MepemiyoTb NPOTAroM 5rod., pO34YUHHUK BUNa-
PIOIOTE MPU 3HUKEHOMY TUCKY, MOTIM 3HOBY A0AAK0Tb
1M PO34YMHY amiaky B METaHOMi i NPOAOBXKYIOTL pea-
Kuito npotarom 18rog.

PO34YUHHUK BMNApPIOOTE NPU SHUKEHOMY TUCKY i
OAEeMKYIOTb TakuM YUHOM 79Mr UMC-3-riapoKkcu-4-
ninepuguHaueTamigy i3 3aranoHo  OpMyno
C7H1402N2 (M=158r).

3MiWYIOTEL B iHEPTHIK aTMocdepi 75Mr oaepka-
HOT paHiwe Cnonykn B 9MN AUXNOPMETaHY.

OxonopkytoTb Ha 6aHi 3 nboaoMm i BBOAATH
30mMKn audpocreny.

Butpumytote npu Temnepartypi Big 0 oo 5°C npo-
Tarom 40xB., notim gogawTts 0,16mn TEA i vepes 5
XBUNUH 46mr DMAP.

MNepemilyoTb NPoTAroM 4rod. Npu KiMHaTHIA Te-
Mnepartypi.

MpomuBatoTe aBa pasn no 2mn 10%-HUM po34u-
HOM BWHHOT KMCROTK Yy BOAi, NOTIM 2 MST HACUYEHOrO
PO34YMHY XNOopuay HaTpito y Boai.

Cywatb Hag MgSOs, inbTpyOTb, PO3YUHHUK
BUMAPIOKTL MPU SHUKEHOMY TUCKY. OAepxKyoTb 35Mr
CUPOTro MPOAYKTY, WO PO34YUHAKTL Yy cymiwi 30/70
eTunauetaty i guxnopmetaHy. Ocag BigdinsTpoBy-
HOTb | QiNbTPaT yNapowTe NPU 3HAXKEHOMY TUCKY.

3a3Ha4YeHUM YUMHOM OAEPXKYIOTb 23MI UifbOBOT
crnonyku (M=166,18r) y Burnagi onii 3 suxogomM npub-
nnU3HO 26%.

IY (BaseniHoBe Macno): 2241, 1777 cm'.

Mac-cnektp (El) m/z: [M]* = 166, 137, 82, 55, 42.

Mpuknag 5
3-6eH30in-1,3-giazabiumkno[2.2.1]rentaH-2-0H
3MiWyTe B iHEpTHIW  atmocdepi  1,01r

(5,43mmonek) 1,1-pgumetunetTunosoro edipy 3-amiHo-
1-niponiguHkap6oHoBoi kucnotu (M=186,25r) [HaBo-
AUTbCA Y MDKHapoaHid 3asaBui Ha nateHt WO
9801426] i 10mMn gUXNOpMETaHy, PO34YUH OXOSOOXKY-
I0Tb 40 Temnepatypu 0°C, noTiM Kpannamu 4oAalTh
0,76mn TEA.

MepemiwyoTb NpoTaroMm 15x8., NiATPUMYIOYN Te-
mnepatypy 0°C, notim gopatotb 0,63Mn XIOpuCTOro
6eH3oiny.

BUTpumMyloTe NpW KiMHaTHIA Temneparypi, noTim
po36aBnAwTL AogaBaHHAM 10MN AMXITOPMETaHy.

Hani npomuBatote 10%-HUM BOAHUM PO3YUHOM
BUHHOT KUCNOTK, noTiM 10mMn Boan. CywaTb Haj cy-
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necatomM marHito, PINLTPYIOTL | BUAANAIOTL AUXITOP-
METaH BUNAPIOBAHHAM MPU 3HUKEHOMY TUCKY.

Ogaepxytotb 1,301 1,1-aUuMeTUNETUNOBOrO edipy
3-(6eHnsoinamio)-1-niponignH-kapboHOBOT  KMCMOTK
(M=292,36r) y Burnaai onii »>KoBTOro Konsopy. Buxig
82%.

3miwytotb 1,301 (4,46MMOnNb) 3a3HauYeHoT cnony-
Ku 3 10MN MEeTaHoONy.

PosunH oxonopxywTe 4o temnepatypu 0°C, no-
TiM NOCTYNOBO BBOAATL 6,12Mn 7,3M po34ynHy Xnopu-
CTOro BOOHIO B METAHOM.

[MOTIM PO3UYUHHUK BUNAPIOOTE MPU 3HUXKEHOMY
TUCKY.

Takum ynHoMm ogepxytoTe 1,011 rigpoxnopugy N-
(3-niponiguHim)6ensaminy (M=226,707r), wo mae
BUMMAL ONil KAWTAHOBOTO KOMbOPY 3 BUXOAOM, Gnu-
3bkuMm 0 100%.

3MiWylTb B iHEpTHIK  atmocdpepi  1,01r
(4,46MmoOnb) paHiwe ogepkaHoT CNOnyKd, a Takox
10Mn AuxXnNopmeTaHy.

OxonoxyoTe Ao temneparypu 0°C, notim Kpa-
nnaMu gogarots 1,36mn TEA.

MepemiwyoTb NpoTaroMm 15xB., NOTIM Kpannamu
aopatotb 1,44mn gudpocreny.

MigTpumytoTe TemnepaTypy 0°C npotarom 30xB.,
noTiM AalTb NIGHATUCE A0 KiIMHATHOT TeMnepaTypu.

Oani po36asBnaioTe AUXNOPMETAHOM, MPOMUBA-
10Tb 10%-HUM BOAHUM PO3YUMHOM BUHHOT KUCAOTH,
NoTiM BOAOIO.

Cywartbe Hag cynedpatom marHito, pinbTpyoTh i
KOHUEHTPYIOTb BUNAPIOBAHHAM PO3YMHHMAKA MPU 3HU-
KEHOMY TUCKY | oaepkytoTb 0,615r CUpPOro Npoaykry.

Ounwaots xpomarorpadpielo Ha cunikareni 3
enBaHHAM cymiwwo 90/10 auxnopmMmeTaH/aueToH.

3asHayeHUm 4vuHoM BuginawTts 0,320r xnopuay
3-(6eHnsoinamino)-1-niponiguHkapBboHOBOT  KMCMOTH,
WO NepekpucTanisoByoTs. Buxig 28%.

Hani po3unHATL B iHEPTHIK aTtmocdepi 0,585r
(2,31MmoOnb) 3a3Ha4YeHoT BULLE CNONyku B 18 Mn TeT-
parigpodypany.

Po34nH 0OXonomxywTb A0 Temnepatypu -78°C,
notiM AodawTs Kpannamu 2,55mMn 1M posvuHy
Gic(TpumeTuncunin)amMigy nitito B TeTparigpodypati.

OnepKyloTh PO34YMH XKOBTOTO KOMbLOPY, TeMnepa-
TYPY SKOro niaTPUMYKOTb Ha piBHi -78°C npoTarom
20xB., NOTIM NPOJOBXYKOTb NEpeMilyBaT NPOTArOM
1roAa., NiaBuLLYOYM Temnepartypy. JoaatoTts npu Tem-
neparypi 0°C 350MKn OUTOBOT KUCNOTWU, MOTIM 5Mn
10%-HUiA PO34YUH BUHHOT KUCFIOTU Y BOAI. PO3UUHAIOTE
B eTunauerari, notim npomusatoTe 10%-HUM pPO3UU-
HOM BUHHOT Kucnotu, pocchaTtHUm BychepHUm posuu-
HOM i3 pH=7, noTiM BOAOIO.

OpraHivny (pasy cywatb Hag cynbdarom MarHito,
DINLTPYIOTL | KOHUEHTPYIOTL BUMAPIOBAHHAM PO3YNH-
HUKa NPU 3HWKEHOMY TUCKY.

Ogepxytotb 0,315r cuporo nNpoaykry y BUrnAgi
TBEPOOT PEYOBUHU YKOBTOTO KOJBOPY.

3asHauYeHUin cUupuii NPOAYKT OYULLIAKTL XpoMaTo-
rpacdpieto Ha cunikareni 3 eniBaHHAM CYMILLILLIIO
90/10 guxnopmeTaHy i eTunauerary.

3asHayeHuM YnHOM opepxytoTh 0,140r UinbLoBoT
cnonykn Ci2H12N202 (M=216,24r) y Burnsai teepaoi
pPevoBUHM BINOro KONLOPY 3 BUXOAOM 28%.

M (CHCIs): 1801, 1775, 1675; 1620, 1603, 1582
cm

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
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ioHisaujieo) m/z: [M]* = 216, 105, 77.

Mpuknag 6

Kaniesa cinb TpaHc-6-[(deHinmeTokeu)kapboHin]-
2-okco-1,3-giasabiyukno[2.2.1]rentaH-3-oUTOBOT KUC-
notu

3miwytotb 1r (3,12mMmMonb - M= 186,25r) 1-(1,1-
AUMETUNETUN)OBOrO i 2-(PEeHINMETMN)oBOro edipy
TpaHc-4-amiHo-1,2-niponianHankapboHOBOT  KUCNOTU
[HaBoautbeca y J. Org. Chem. 1991, 56, 3009-3016],
10mn TeTparigpodypady, 560mkn anin6pomauerarty i
660mkn TEA.

MepemilyoTb Npy KiMHaTHIK TeMnepaTypi NpoTa-
rom 14rod. noTiM nNpoTaroMm 3rod. npu Temneparypi
50°C.

MOTiM PO3YUHAIOTL B eTunauyeTari i npoMusatoTb
10%-HUM BOZHUM PO3YUHOM BUHHOT KUCAOTU, MOTIM
HACUYEHUM PO3YUHOM XITOPUAY HaTPIlO y BOAI.

OpraHivHy pasy cywatb Hag cynbdarom MarHito,
iNbTPYOTL, NOTIM BUNAPIOKTL PO3YUHHUK NPU 3HU-
YKEHOMY TUCKY.

Takum YMHOM OJepPXYlOTb 1,211 CUPOro NPoayk-
TY, AKMA OYULLAIOTL Xpomartorpadieto Ha cunikareni 3
enBaHHAM cymiwwo 80/20 auxnopMmeTaHy i eTu-
nauerary.

TakuM  4yuHOM  ofdepxyoTb  0,99mr  1-(1,1-
AUMETUNETUN)OBOrO i 2-(PEeHINMETMN)oBOro edipy
TpaHc-4-[[[(2-nponeHinokcu)kapGoHin]meTun]amiHol-
1,2-niponianHankapboHOBOT KUCHOTU i3 3aranbHoOH
dopmynot Ci2H3oN206 (M=418r).

Ho 0,99r (2,36MMOnNb) paHiwe ogepxaHoT cnony-
kKu B atmocdpepi asoTy i npu Temnepatypi 0°C poaa-
H0Tb 6MN 4M PO34YMHY XNOPUCTOrO BOAHIO B eTMnaue-
Tari. MoTiM 3anuwaTs B3aEMOLIATU NPW KiMHATHIRA
Temneparypi npotarom 15xs.

PO3YMHHUK BUNApIOOTL MPU 3HUKEHOMY TUCKY.
OfepxXyloTb CUPUA NPOAYKT, WO NEepPeKkpucTanisoBy-
H0Tb 3 eTunosoro equipy i ogepxytote 0,95r auxnopri-
apaty  edinmeTunosoro  edpipy  TpaHc-4-[[[(2-
nponeHinokcu)kapGoHinimeTun]amiHo]-2-niponiaunH-
OUKapBOHOBOT KUCMOTU i3 3aranbHOK hopmMynoto
C17H23N204, 2HCI (M=394r).

0,51 3a3HaA4YEeHOro NPOAYKTY PO3YMHAITL ¥ 20Mn
auxnopmeTtaHy i gogatote 1,3Mn 2H. rigpokcuay Ha-
TPito i 3Mn BoAU. OeKaHTYIOTb, eKCTparyloTb QuUXnop-
METaHOM, cywaTb Hajg cynbgaToM MarHio, noTim
QINbTPYIOTL | BUNAPIOOTEL PO3YUHHUK MPU SHKEHOMY
TUCKY.

Takum YUHOM OAEPXKYIOTh 339Mr BifILHOrO Aiami-
Hy. Buxig cknagae 83%.

PosunHaots 100mr (0,314MMONb) paHiwe oaep-
XKAHOro giaMiHy B 5MN aueToHITpUny npu Temnepary-
pi 0°C i B aTMOCepi a3oTy.

HOopatwote 21Mkn gudpocreHy. [Micna Bsaemopii
nNPOTAroM 15xB. 40 3a3HAYEHOr0 PO3YMHY B aTMOC-
tepi asoTy i npotArom 4rog. AodalwTb Cymiwl, WO
mictute 38mr DMAP, 88mkn TEA y 10Mn aueToHiT-
puny, Harpity go temnepatypu 70°C.

Micna 3aBepLlUeHHS 404aBaHHA peakuiiHy Cymill
3HOBY HarpiBaltoTb MNPOTArOM rOAUHW, MNOTIM OXOMNO-
OKYIOTh, po36aBnsaTL eTunaueTaTtom i NpoMuBakoTb
nocniaosHo 10%-HUM BOAHUM PO3YUHOM BWUHHOT KUC-
noTu, NOTIM HACUYEHUM, PO3YMHOM XITOPUAY HATPIO Y
BOAi. Micna cywiHHa Hap cynebdaToM HaTpito, inbT-
PYBaHHS i BUNAPIOBAHHA PO3YUHHUKIB MPU 3HUKEHOMY
TUCKY OAEPXylTb 58Mr CMpPOro npoaykry. 3asHade-
HUIA NPOAYKT O4YWLLATL XpoMaTtorpadpieto Ha cunika-
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reni 3  EnOBaHHAM  CyMilUWLIKO  AUXIIOpPME-
Tav/etunadetratr 8/2 i opepxywtb  19mr  2-
NPOMEHINOBOro edipy TpaHc-6-

[(dheHinmeToKCU)KAPBOHIN]-2-0KCO-1,3-
Aiasabiyukno[2.2.1]renTaHy-3-aueTarty i3 3arancHor
chopmynoto Ci1sHoN20s (M=344,57r) 3 Buxoaom 17%.

MoTiM posunHAwTe 24mr (0,069MMoOnL) BuULLE-
BKasaHoT cnonyku B 250Mkn guxnopmeTady. JoaalTs
3mr Pd(PPhs)a B aTmocdepi asoTy, notiMm aojaiotb
150mkn 0,5M posuyuHy eTun-2-rekcaHoarty kanilo B
eTunauetaTi. Yepes Kinbka XBUSIMH YTBOPHETLCA
oca, AkuiA LeHTPUyryloTs | NpomMuBaloTL ABa pasu
500mMKn eTunaueTary.

OaepxyloTb 24mr LinboBoT Cronyku,
C15H15KN20s (M=342r), 3 KiNnbKiCHUM BUXOAO0M.

Cnektp 'H -AAMP (DMSO, 300Mru), xiMivHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,83 (aaa) i 2,56: N-CH2-CHN-CHz; 2,50 i 2,79
(a): N-CH2-CHN-CHz2; 3,23 (n) i 3,41 (n): =C-N-CH2-
C=0; 3,62 (aan). O=C-CHN-CH2; 4,13 (c): N-CHo-
CHN-CHz; 5,16 (c): =C-O-CH2-CeHs; 7,38 (m): CsHs-
CHa.

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
ioHizauielo) m/z: [2MK+H]*=723, [2MK+Nal*=707,
[MK+K]*=381, [MK+Na]+*=365; [MK+H]*=343.

Mpuknag 7

MeTunosuit  edip TpaHc-3-6eH30iN-2-0kco-1,3-
Aiasabiyunkno[2.2.1]rentaH-6-kap6oHOBOT KUCNOTH

3miwyloTb B aTMocpepi asoty  0,471r
(1,93Mmonb) 1-(1,1-aumMeTUneTUN)0BOro i 2-
METUMOBOro edipy TpaHc-4-amiHo-1,2-
niponianHaANKapBboHOBOT KUCMOTU [HaBOAUTbCA Y J.
Org. Chem. 1991, 56, 3009-3016] i 3,5mn cyxoro au-
XINOpMeTaHy Anst oro PO34YMHEHHS.

Po34nH oxonopxywTe 4o temnepatypu 0°C, no-
TiM 4odaThs kpannamu 269mkn TEA.

MepemiwyoTb NpoTaromMm 15xB., NATPUMYIOUN Te-
mnepaTtypy npu 0°C, noTtiMm [oparTb Kpannasamu
224MKnN Xnopuctoro 6eH3o ny.

MoTiM JatTb Temnepartypi nigHaTucs, go 20°C
NPOTATOM FrOAUHU.

Posbaensawote 30Mn AUXNopMeTaHy, notiMm npo-
MuBatoTb 10%-HUM BOAHUM PO3YUHOM BUHHOT KUCMO-
TW, NOTIM HACUYEHUM PO3UYUHOM GikapboHaTy HaTpito,
NoTiM BOAOIO.

Cywartbe Hag cynbgaTtom MarHito, QinbLTpyloTh,
KOHUEHTPYIOTb BUMAPIOBAHHAM JUXIIOPMETaHy npu
3HUXKEHOMY TUCKY.

Takum 4YuHOM ogepxkytoTb 0,6r onii »KOBTOro Ko-
nbopy, AKY ouunwaloTe Xpomarorpadieto Ha cunikare-
ni, BUKOPUCTOBYIOMN SAK EMIOEHT CyMill Auxnopme-
TaH/mMeTaHon 99/1.

Takum  uuHOM  BuginawTe  0,499r  1-(1,1-
AUMETUNETUM)OBOrO i 2-MeTUNoBoOro edipy TpaHc-4-
(6eH3oinamiHo)-1,2-niponiauHankapboHOBOT KUCNOTU
i3 3aranbHol0 chopmynoto CigHaaN20s (M=348r) 3
BUX0O0M 74%.

3miwyloTb B aTMocpepi asoty  0,400r
(1,15MMoOnb) paHiwe oaep»aHoi Cnonyku 3 3Mn eTu-
nauetary, Wo6 PO34YUHATU 3a3HAYEHY CNONYKY, NOTIM
PO34YMH OXONOAXKYIOTb A0 TemnepaTypu 0°C, gogawTs
2,89Mn 4M po3uuHY XNOPUCTOrO BOAHIO B eTunaue-
TaTi.

Yepes 15xB. NpodoOBXKYIOTH NepemillyBaTti npu
KiMHaTHIA Temnepatypi npotarom 1 roguHu. MoOTiM
PO3YMHHUK BUAANAIOTL BUMAPIOBAHHAM MPU 3HUXKE-
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HOMY TUCKY.

Takum 4uHOM ogepxytoTb 0,350r rigpoxnopuay
METUMOBOro edipy TpaHc-4-(6eH3o0TnamiHo)-2-
niponianHanKapboHOBOT KUCMOTK i3 3aranbHol Gop-
mynoto  CisHisN203, HCIl (M=284,744r) y Burnaai
TBEPAOT PEUOBMHU BEXEBOrO KOMLOPY.

3miwytote 0,327r (1,15MMOnNbL) paHile oaepka-
HOT Cronyku, BMilLEHOT B atMocdpepy asoTy, 3 4mn
AUXTOPMETaHY.

CycneHsito OXonoaxKyloTb 40 Temnepatypu 0°C,
notiM gogatotb 352mkn TEA. lMepemiwytoTb nNpoTs-
rom 15x8. npu Temnepatypi 0°C, noTiMm goparwTb
138mkn  gudpocreHy. MpoaoBxKylOTb NepemilyBaTu
npotarom 5xs. npu Temneparypi 0°C, noTtiMm peakuin-
Hil cymilli galTb HarpiTuCb A0 KiMHaTHOT Temnepa-
TYpK i 3anuwaloTsL Ha 30xB.

Oani po36aBnsawTy QUXIOPMETAHOM | NpomMuBa-
10Tb 10%-HUM BOAHUM PO3YUHOM BUHHOT KUCAOTH,
noTiM BOAOIO | cyllaTh Hag cynbdpaTtom MarHito.

QiNbTPYIOTL | BAUAANAIOTL PO3YUHHUK BUNAPHO-
BaHHAM MPU 3HWKEHOMY TUCKY. TakuM YMHOM oJep-
XyloTb 0,360r cuporo npoaykry, SAKUA OuULLaTb
Xpomatorpadpielo Ha cunikaresii 3 enlBaHHAM Cy-
MiLLLLIKO guxXnopmeTaH/aueToH 95/5.

3asHayeHUM 4YUHOM odepPXkylTe 93,7Mmr rigpo-
Xnopuay metunoBoro edipy TpaHc-4-(6eH3oinamiHo)-
1-(xnopkapboHin)-2-niponianHanKapGoHOBOT KUCNOTK
(C14H14N204, HCI (M=310,74r)) 3 BUxX0a0M 26%.

3miwytote 93,7vr (0,301MMoONL) paHiwe oaep-
XKaHOT cnonyku B atmocdpepi asoty 3 3mn TeTparia-
podhypaHy. SHWKYIOTb TemnepaTtypy pPO3vuHy [0 -
78°C, noTim Kpannsmu [oaarTb 332mKn
Gic(TpumeTuncunin)amigy nitito 8 1M posuuHi B TeT-
parigpodypaHi i Temnepatypy peakuiiHol cymiwi nia-
TPUMYIOTb Npu -78°C LWe NpoTaroM 5xs.

MepemiwyoTe npoTarom 30xB. Npu KiMHATHIA Te-
Mnepartypi.

[MOTIM PO3YMH OXOSMOAXKYHOTL A0 Temnepatypu
0°C i popatoTb 55MKkn ouToBOT KucnoTu. JoaatoTb
20Mn etunauetaty i 4mn docaTHoro BydepHoro
po34vnHy 3 pH=7,0. JekaHTylOTb, NPOMUBAIOTL BOAOIO,
cylwaTtb Hag cynbatom MarHito, insTPYTb, KOHUEe-
HTPYIOTb BUMAPIOBAHHAM. TaKUM YUHOM OJEPXKYIOTb
76Mr MiHKU, AKY oYMLWATE XpomaTorpadield Ha cuni-
Kareni 3  eniBaHHAM  CYMIlILLIO  AUXIOopMe-
TaH/aueToH 97/3.

Buainaiote 5Mr 4nMcTol UinboBoT Cnonykuy i3 3ara-
nbHO hopmynoto (CiaH14N204, HCI (M=274,279r)) 3
BUX0O0M 6%.

4 (CHCIs): 1805, 1779, 1743, 1669; 1603, 1589,
1486 cm!.

Mac-cnektp (El) m/z: [M]*
77.

Mpuknag 7 bis

deHinmeTunosuit edpip TpaHc-3-6eH30iN-2-0Kco-
1,3-piasabiunkno[2.2.1]rentaH-6-kap6OHOBOT KUCMOTH

[MOBTOPIOOTL YMOBU MPUKNAAY 7, B3ABLUU SK BU-
xipHe  0,92r  1-(1,1-gumeTtunetrumjosoro i  2-
METUMOBOro eipy TpaHc-4-amiHo-1,2-
niponianHANKapBboHOBOT KUCNOTU [HABOAUTBCA Y J.
Org. Chem. 1991, 56, 3009-3016], i opepxyloTh Lj-
NbOBY CMONYKY i3 3aranbHUM BUXOAOM 5,4% y 4 cTa-
aii.

Mpuknag 8

deHinMeTMnoBui edip TpaHc-2-0Kco-3-
(cbeHincynedoHin)-1,3-aiasabiumkno[2.2.1]rentaH-6-

274, 215, 169, 105,

80271

26

KapBOHOBOT KUCIOTU

3miwyoTb B artmocdepi asotry 2,97r 1-(1,1-
AUMETUNETU)OBOrO i 2-MeTUNoOBUI edipy
(9,26MMONb) TpaHc-4-amiHo-1,2-
niponianHaANKapBboHOBOT KUCMOTU [HaBOAUTbCA Y J.
Org. Chem. 1991, 56, 3009-3016] i3 3aranbHOW0 po-
pmynoto C17H2aN204 (M=320,392r) i gogatote 25 mn
anxnopmeraHy. OXonooxkyloTe 40 Temnepatypu 5°C i
aopatotb 1,3mn TEA. MepemiwyoTs npotaroMm 10xs. i
noTim gogatoTb 1,63r 6eH3oncynbgoxnopuay.

MpoJoBXyOTb NepemiyBaTu npu Temnepatypi
5°C npotarom 15xB., NOTIM TeMnepaTtypy peakuitHoT
cymiwi nigHimatoTe 4o 20°C npotarom 45xs.

Po3baBnsAwTs, 3a AONOMOIOK  AWMXITOPMETaHY,
npomuBaloTe 10%-HUM BOOAHUM PO3YUHOM BUHHOT
Kucnotu, notim cpocatHum BydepHUM pO3YMHOM i3
pH=7,0, NOTiM HACUYEHUM PO3YMHOM XIIOPUZY HATPIlO
y BOdi. Cywartb Haa cynbdaToM MarHito i PO3YUHHUK
BMMAPIOKOTL NPU 3HUKEHOMY TUCKY.

Takum YUHOM OAepPXKYIOTh 4,5r CUPOro NPOAYKTY,
wo xpomMatorpadpytoTb Ha cunikareni 3 enioBaHHAM
cymiwwo 90/10 guxnopmMeTaHy i eTunauerary.

Takox BUAINAOTb 4,061 1-(1,1-
AUMETUNETUMOBOrO i 2-(peHinMeTnn)oBoro edipy
TpaHc-4-[(peHincynsgoHin)amiHo]-1,2-
niponianHaANKapBoHOBOT KMCNOTKM i3 3aranbHo Gop-
mMynot Ca3H2sN20sS (M=460,552r), wo Bsianosigae
Buxoay 95%.

3MiwytoTb 3,83r (8,31MMONbL) 0AEPXKAHOrO paHi-
we cynohoHamMigy 3 10Mn 6€3B0AHOTO METaHONy.

Po34nH oxonoaxyoTb Ao temnepatypu 0°C i po-
JaloTb Npu 3a3HadveHin Temnepatypi 8,2mn 10M pos-
YUHY CONAHOT KUCNOTKU B METAHONI.

3anuwatloTb nepemiwyeatin npu Temneparypi 0°C
npoTAroM 5xs., NOTIM Temnepartypy MigBULLYIOTL A0
KiMHaTHOT.

Yepes 30xB. BUNAPIOOTE METAHOS NPU 3HUXKEHO-
MY TUCKY, POSYUHALIOTL Kiflbka pasiB y MeTaHoni, NoTim
y AuxnopmeTaHi. MNoTiM nepekpucTanisoByoTh rigpo-
XI0puA 3 eTUNoBoro eqipy.

Takum YUHOM OAEPXKYIOTb 3,2r rigpoxnopuay
heHinMeTUnoBoro edipy TpaHc-4-
[(dbeHincynbdoHin)amiHo]-2-niponiauHankapboHoBOT
KMCNOTU i3 3aranbHoto ¢opmynoto CigH20N204S, HCI
(M=396,896r), wo sianosigae suxony 96%.

3MiWyoTb 2,781 (7TMMOfb) OAEPXKAHOMO padiwe
rigpoxnopuay B iHEPTHIN aTMocdepi 3 28Mn guxnop-
MeTaHy.

MoTiM OXOnoaxXyoTe A0 Temnepatypu Big 0 go
5°C, noTtim gopatotb 2,15mn TEA.

MpoJoBXylOTb NepemiyBaTn npoTsarom  15xs.
npu Temnepatypi B iHTepsani Big 0 go 5°C, notim
aopatotb 0,46mn gudpocreny.

3asHaueHy TemnepaTypy NigTPUMYIOTE NPOTArOM
4x8., noTiMm goaatote 10%-H1MIA BOOHUIA PO3YUH BUHHOT
KMCNOTH, po36aBnsAlTe AUXIOPMETAHOM, JEKaHTy-
I0Tb, MPOMUBAIOTE HACUYEHUM PO3YUHOM XIOPUAY
HaTpilo ¥ BOAI, cywaTtk Hag cynbdaTtomM MarHito i KOH-
LUEHTPYIOTE MPU 3HUKEHOMY TUCKY.

Takum YUHOM OJePXKYOTb 3,11 Onil XKOBTOro KO-
NbOpPY, WO OUYMLLAKTL XpomaTorpadieto Ha cunikareni
3 enBaHHAM CYMILLLLIK AuXnopmeTaH/eTunauerar
9/1.

Buaginawte 1,82r deHinMeTunosoro  edipy
TpaHc-1-(xnopkapboHin)-4-[(ceHincynedoHin)amiHol-
2-niponianHanKapBoHOBOT KMUCNOTK i3 3aranbHoto ¢o-
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pmynoto C1gH19CIN20sS (M=422,89r), wo signosigae
Buxoay 61%.

3MiwytoTe 1,811 (4,28MMONb) 0AEPXKAHOMO paHi-
we kapBSamoinxnopuay B iHEPTHIN atMmocdepi i 31mn
TeTparigpodpypaHy.

OaepxaHuid Po34MH OXOMNOAXKYIOTbL A0 Temnepa-
Typu -70°C, NOTiIM Npu 3a3Ha4eHin Temneparypi npo-
Tarom 10x8. poparwte 4, 7mn 1M posuuHy
Gic(TpumeTuncunin)amigy nitio B TeTparigpodypati.

MepemilyoTb NpoTAroM 45xB. Npu Temnepartypi -
70°C, noTim nigBuWYyOTL Temnepatypy Ao 0°C. Pea-
KUidHY CyMill BUTPUMYIOTL NPU 3a3Ha4YeHin Temnepa-
Typi npoTarom 2rog. 30xs.

MoTiM aoaatoTe 295MKN OLUTOBOT KUCIIOTH.

Po36aBnsi0Te AUXNOPMETAHOM, NOTIM NPOMUBA-
10Tb 10%-HUM BOAHUM PO3YUHOM BUHHOT KUCAOTH,
dochaTHUM ByhepHUM PO3UYMHOM i3 pH=7 i Hacu4e-
HUM PO3YUHOM XITOPUAY HATPIIO ¥ BOAI.

CywaTtb Hag cynbgaToM MarHito i ynaptowTb 40-
CyXa Npu 3HWKEHOMY TUCKY.

Cupuii NnpoaykT ounwaTe xXpomartorpadieto Ha
cunikaresni, BUKOPUCTOBYHOUMU SIK E€MIOEHT CyMill Aux-
nopmeTtaH/eTunauetart 95/5.

Takum YUHOM OJEPXKYIOTb 244Mr LiNbOBOT CNOMY-
KW i3 3aranbHol  opmynoo  CigH1sN205S
(M=386,429r), wo signosigae suxony 14%.

Cnektp 'H-AMP (CDCls, 400Mru), XimidHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

2,15 (m): O=C-CH-CH2; 2,85 i 3,08 (a): O=C-N-
CHz; 3,62 (m): O=C-CH-N-CH2; 4,94 (c): O2S-N-CH-
CHz; 5,16: CO2-CH2-CeHs; 7,34 (Mm): CeHs; 7,57 (M) -
7,68 (v) i 8,03 (M) SO2C6H:s.

IY (CHCIs): 1780, 1743; 1586, 1499 cm'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHizaUi€r0) m/z: [2M+Na]+*=795,
[M+Na+CH3CN]+*=450; [M+Na]+=409; [M+H]*=387.

Mpuknag 9

PeHinveTUunoBuN epip  TpaHc-3-6eHs3oin-4-
meTun-2-okco-1,3-giasabiyukno[2.2.1]-rentaH-6-
KapOOHOBOT KUCMOTK

3MiWyTE B iHEpTHIK  aTMocdepi  18,69r
(58,52mmonb)  1-(1, 1-aumetunetun)oBsoro i 2-
(theHinmeTuM)OBOIrO eipy 4-0Kkco-1,2-
niponignHankapboHoBOT KMCMOTU [HAaBOAUTLCA Y

Chem. Pharm. Bull. 43(8)1302-1306 (1995)] i3 3ara-
nbHo opmynoto C17H21NOs (M=319,361r) i 500mn
6e3B80aHOrO eTunoBoro edipy.

JoaalTb 40 0AePXKAHOMO PO3UUHY CycneHsito 10r
CeCl3 y 50mn 6e3BogHoro etunosoro edipy.

MepemilwyloTb cycneHsito npotarom 30xB. npu
Temnepartypi 20°C, noTiM OX0NoaXxyTe Ao -60°C.

Hani gopatote 20mn 3M posuuHy MeMgBr B eTu-
nosomy eqipi.

3anuwarTb B3aeMogiaTu npoTtaArom 1roa. npu
Temnepartypi -60°C, notim npotarom 30xB. NiaBULLY-
OTb Temnepatypy ao 0°C. Hentpanisytote 10%-Hum
BOAHUM po3yuHoM NH4Cl. EkcTparyioTb Auxnopme-
TaHoM, PiNbTPYIOTL, OpraHivHy dhasy npomuBaloTb
BOAOK, CywaTb Hag cynbgaToM MarHi i ynapowTb
J0CyXa Npu 3HUKEHOMY TUCKY.

Takum YUHOM opepxKyoTb 19,331 onil, AKy o4u-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM CYMILILLIIO AuxnopMeTaH/OyTunvmeTtunosuin edip
90/10.

Opepxytotb 7,211 1-(1,1-AUMEeTUNETUN)OBOTO | 2-
(pbeHinmeTumoBoro edipy uyuc-4-rigpokcu-4-meTun-
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1,2-niponianHankapboHOBOT KUCHOTU i3 3aranbHoOH
dopmynoo  CisHasNOs  (M=335,404r) 3 Buxoaom
36%, a Takox 2,5r eniMepHOro cnupTy.

3MiWylTb B iHEpTHIK  atmocdpepi  3,17T
(9,45MmoOnb) paHiwe ogepxxaHoT cnonyku i 70mMn gux-
nopmeTtaHy. OXOonoaxylTb A0 Temnepatypu 5°C i
Kpannamu gogawte 2,3mn TEA, notim 1,28mn me-
TaHcynbOHINXNnopuay.

MepemilyoTb NPoTArom 45xB. Npu Temneparypi
5°C.

MpomuatoTe 10%-HUM BOAHWUM PO3YUHOM BUH-
HOT kucnotu, noTim ocaTHUM BydepHUm po3uu-
HOM i3 pH 7, noTim BOAOI0.

OpraHiuny dpasy cywatb Hag cynbdaTtom MarHito
i yNapIoloTb OCYXa MpU 3HUKEHOMY TUCKY.

Takum YMHOM oaepPXkylThb 3,9r onii, aky ouunwa-
I0Tb XpomaTtorpadpietd Ha cunikareni 3 enlBaHHAM
cymiwwo auxnopmertar/eTunauertar 90/10.

Opepxylotb 2,751 1-(1,1-guMeTUNETUN)OBOTO | 2-
(¢beHinmeTUM)OBOIrO edipy unc-4-metun-4-
[(meTuncynedoHin)okcu]-1,2-niponiguHaukapboHoBoT
KUCNOTU i3 3aranbHo copmynoo  CiaH27NO7S
(M=413,494r), wo sianosigae suxony 70%.

OfepxyloTb po3yuH 3 2,54r (6,14Mmonb) oaep-
XKAHOTO paHiwe mesunaty B 40mn gumetundgopmami-
ay.

MoTtiMm npu Temnepatypi 20°C popatoTe 519mr
(7,98mmornb) NaNs, HarpiBatoTe go 50°C npoTarom
2roa. Micna oxonog)eHHs, sunusatoTe y 250mMn soau
i ekcTparytoTb 250mMn auxnopmeTany. OpraHivyny pa-
3y nNpomMuBalOTb BOAOK. CywaTtb Hag cynbdatom
MarHito i ynapiolTb A0CyXa Npu 3HUKEHOMY TUCKY.

OfepxyloTb 2,41 CUPOro NPOAYKTY, KM ouuwla-
I0Tb Xpomarorpadpieto Ha cunikareni, BUKOPUCTOBYHO-
4n AK enOEHT CyMill auxnopmMeTan/eTunauetar 95/5.

TakuM  4uMHOM  oaepxyloTe  1,66r  1-(1,1-
AUMETUNETUMOBOrO i 2-(peHinMeTnn)oBoro edipy
TpaHc-4-a3uao-4-metun-1,2-niponianHaukapboHoBoT
KUCNOTU i3 3aranbHolo  opmMyno  CigH24N4O4
(M=360,42r), (tutp npubnuzHo 30%s.ar.), Wwo Bigno-
Bigae Buxoay npubnusHo 25%.

PosunHatote 1,851 opepkaHoro padiwe asuay
(To6T0 NpUBNU3HO 1,7MMOnNb) y 18Mn Tonyony.

MoTtiMm gopatTb npu Temneparypi 20°C 1,38mn
BusSnH i 84mr AIBN.

TemnepaTypy A0BOAATL A0 75°C i NiaTpUMyLOTb
i npoTtarom 2roa.

BunaptooTe TONYON i NOBTOPHO PO3YUHAIOTL Y
eTunauetaTti. JodaloTb HacUYEHWA BOAHWUA PO3YUH
dhTopuay Kanio i nepemiwyoTe npotarom 30xe. npu
KiMHaTHIA TemnepaTypi.

DINbTPYIOTL Yepes Knapcenb, AEKaHTYTh | Cy-
WwaTh oOpraHivyHy ¢pasy Haa cynegaTomM marHito.

Micnsa BUNaploBaHHA PO3UYMHHUKA MPU 3HUXKEHOMY
TUCKY, 0O4ePXKYIOTb 3r onii, AKy Xpomartorpadyots Ha
cunikareni 3 eniiBaHHAM CyMILULWIO AWXopMme-
TaH/meTaHon 9/1.

Opepxylote 560Mr 1-(1,1-AUMETUNETU)OBOrO |
2-(peHinmeTuM)oBOro edpipy TpaHc-4-amiHo-4-MeTUnN-
1,2-niponianHankapboHOBOT KUCNOTU i3 3aranbHoOH
dopmynot CigHzsN204 (M=334,419r). Buxig kinbkic-
HUIA.

3MilWYOTb B iHEPTHIn  atmocdepi  578wmr
(1,72MMOnNb) OA4epKaHOro paHiwe amiHy B 30mn gux-
nopMeTaHy.

OxonoakyoTe Ao Temnepatypu 5°C i popatoTtb
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kpannamu 290mkn TEA, noTiM 240MKN XIOPUCTOro
6eH3oiny.

MpoJoBXYHOTb NEpPeMiLLyBaHHA NpyU Temneparypi
5°C npotdarom 30xB.

Po3baBnsAwTs,  AUXNIOPMETAHOM, MPOMUBAOTL
10%-HUM BOOHUM PO3YMHOM BUHHOT KUCROTU, HACU-
YEHUM BOAHUM PO34YMHOM KApOOHATY HATpilo, NOTIM
BOAOK, OpraHivyHy ¢pasy cywarb Hag cynbgaTtoMm ma-
THiO | PO3YMHHUK BUNAPIOKOTE NMPU 3HKEHOMY TUCKY.

Takum 4YMHOM OJePXKyTb 950Mr onii, AKy o4u-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM CyMmilLL0 auxnopmeTtaH/eTunauertat 90/10.

TakuM  4YuHOM  ogepxyloTb  732mr  1-(1,1-
AUMETUNETUN)OBOrO i 2-(PEeHINMEeTMN)oBOro edipy
TpaHc-4-(6eH3oinamiHo)-4-metun-1,2-
niponianHanKapboHOBOT KUCMOTK i3 3aranbHol Gop-
mynoto CasHzoN20s (M=438,528r), wo Bianosigae
Buxoay 97%.

PosunHaTe 636mr (1,45MmMonb) opepkaHoro
paHiwe amigy B 1,9Mn eTunaueraTty, OXONOmXylTb
no Temnepatypu Big 0 no 5°C Ha 6aHi 3 nbogom, no-
TiM gogatotb 3,2mn 4,6M po3UUHy XNOPUCTOrO0 BOAHIO
B eTunauerari.

MipBuwyOTbL TeMepaTypy Ao 20°C, noTim yepes
1 roguHy PpO3YUHHUK BUNAPIOOTL MPU 3HUKEHOMY
TUCKY.

MoTiM rigpoxnopua NepekpucTanisoByloTe 3 €TU-
nosoro eqipy.

Takum YUHOM OAepXKylTb 570Mr rigpoxnopuay
TpaHc-4-(6eH3unamiHo)-4-mMmeTun-2-
niponignHkapbokcunaty deHinveTuny i3 3aranbHoL
dopmynow CaoH22N203, HCI (M=374,87t) y BuUrnsAgi
nopoLky 6inoro konbopy. Buxig, Takum 4YuMHOM, € Ki-
NbKICHAM.

Po3unHAOTL B iHepTHIW aTtmocdpepi  100mr
(0,267MMONbL) OJEpPXKaHOro padiwe rigpoxnopuay B
1,5M1 AUXNOPMETaHY.

OxonopkyloTe Ao Temnepatypu Big 0 go 5°C,
notim gogatTb 90mkn TEA.

MepemiwyloTb npoTarom 15xB. npu Temneparypi
5°C, notiMm gogarTb 20MKN AU OCreHy.

MpoJoBXylOTb nepemiwysaTn npotsarom  30xB.
npu Temnepartypi 5°C.

MoTim 06pobnatoTb 10%-HUM BOAHUM PO3YMHOM
BUHHOT KUCNOTK, EKCTParyTb AUXNOPMETAHOM, Op-
raHiyHy pasy npomuBalOTb HaCUYEHUM PO3YMHOM
XIOPUAY HATPI y BOAI, CylaTb Haa cynbdartom mar-
HitO | PO3YMHHUK BUNAPIOKOTL NMPU 3HKEHOMY TUCKY.

Takum 4YMHOM oJepXylTb 130Mr onil, AKy o4u-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM CyMILLILLIO AuxnopmeTaH/eTunauerart 9/1.

Takum YUHOM OJEPXKYIOTb 72Mr (PEeHINMETUNoBO-
ro edipy TpaHc-4-(6eHsoinamiHo)-1-(xnopkapboHin)-
4-meTun-2-niponiauHkapOoHOBOT KUCNOTK i3 3aranb-
Hoo opmynoto Ca21H21N204Cl  (M=400,865r), wo
Bignosigae suxoay 67%.

PosuuHaote 373mMr (0,930mMmone) ogepxkaHoTt
paHiwe cnonyku B 9mMn TeTparigpodypany.

MOTIM PO34YMH OXONOMXKYKOTbL A0 TemnepaTtypu -
70°C i popatoTe npotarom 5xB. 1mn 1M poO3yuHy
Gic(TpumeTuncunin)amigy nitio B TeTparigpodypati.

PeakuiiHy cymill 3anuwialoTb HarpiBatucbk Ao
Temnepatypu 0°C npotarom 45xB., NOTIM A404alOTh
69MKN OUTOBOT KUCAOTH.

MoTim po36aBnsAlTb AUXNOPMETAHOM, NPOMUBA-
10Tb 10%-HUM BOAHUM PO3YUHOM BUHHOT KUCAOTH,

80271

30
notim pochatHum BydpepHUM po3unHom i3 pH=7,0 i
HaCUYEHUM PO3YUHOM XIIOPUAY HaTPIlO y BOAI.

OpraHivny (pasy cywatb Hag cynbdarom MarHito,
ynapiolTb 0CYXa NPU 3HWKEHOMY TUCKY, Wob6 oaep-
xatu 330Mr CUPOro NPOAYKTY, AKUA OYMLLAIOTL XPOo-
mMaTorpadieto Ha cunikareni 3 entoBaHHAM CYMILLILLIIO
auxnopmetaH/eTunaugetar 98/2, wo mictute 0,1% 06.
TEA.

Takum YMHOM OAEPXKYIOTb 123Mr LinboBOT cnony-
KW i3 saranbHow  dopmynow  CziHaoN2Os
(M=364,404r), wo sianosigae suxony 36%.

Cnektp 'H-AMP (CDCls, 300Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,76 (c): CHs; 2,11 (aa) i 2,73 (aan). N-CH-CHz;
2,93 (ar) i 3,00 (g): N-CHz; 3,96 (aoa): N-CH-CHz;
5,21: CO2CH2CeHs; 7,36 (M): CH2CsHs; 7,43 (1) i 7,57
(1m) i 7,72 (n). COCeHs.

IM (CHCIs): 1776, 1745, 1682; 1601, 1580, 1498
cml,

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK

ioHizauied) m/z:  [2M+Na]*=751; [2M+H]*=729;
[M+Na]*=387; [M+H]*=365.
Mpuknag 10

1-nponeHinTpudeHindgocdonieBa cins eHinme-
TUNoBoro ediipy TpaHc-2-okco-3-(cynbdokeu)-1,3-
Aiasabiyunkno[2.2.1]rentaH-6-kap6oHOBOT KUCNOTH

PosunHaloTe B iHepTHIK  atmocdpepi  15r
(46,71mmonb)  1-(1,1-aumetuneTunjosoro i  2-
(¢beHinmeTUM)OBOIrO edipy uunc-4-rigpokeu-1,2-
niponignHkap6oHoBOT KUCROTU (MPOMUCNOBUIA NpPO-
OykT) i3 3aranbHow  cpopmynow  Ci7H23NOs
(M=321,377r) y 255mn 6€3B04HOM0 AUXIOPMETAHY.

Ao posunHy gogawte 542mn  2,6-nyTUAUHY.
OxonogxyTs A0 Temnepatypu -70°C, noTiM npoTa-
rom 5xB. BBOAATL 8,25Mn aHrigpuay TpudTopmeTaH-

CyNbgOKUCNOTH.
MepemiwyoTb NpoTarom 10xB. Npu Temneparypi -
70°C, notim BBOAATL npu -70°C 443r O-

aninrigpokcunaminy.

MoTiM peakuiiHy Cymill 3anuLatoTb Npu KiMHaT-
Hil TemnepaTypi npoTarom 27ro4,.

Po36aBnsi0Te AUXNOPMETAHOM, NOTIM NPOMUBA-
10Tb 10%-HUM BOAHUM PO3YUMHOM BUHHOT KUCAOTH,
HacM4YeHUM BOAHUM po3vynHoM NaHCOs i Bogolo.

OpraHiuny dpasy cywaTtb Hag cynedaTtom HaTpito
i BUNAPIOOTb PO3YUHHUK MPU 3HUKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTb 23r cupoi onil, aky
ounLLaloTL XpomMmarorpadpieto Ha cunikareni, BUKOpuc-
TOBYIOUM AK EFII0EHT CyMill AuXnopMeTaH/eTunayerar
y rpagieHti 95/5,90/10, notim 80/20.

Opnepxylote 7,18r 1-(1,1-guMeTUNETUN)OBOTO i 2-
(¢beHinmeTUM)OBOIrO eipy TpaHc-4-[(2-
nponeHinokcu)amiHol-1,2-niponiguHkap6oHoOBOT  KUC-
notu i3 3aranbHol  copmyno  CaoH2sN20s
(M=376,456r), wo sianosigae suxony 40%.

3,25r (8,63mMMmonb) paHiwe ogepxxaHoi cnonyku
PO3YMHAKTL ¥ 3,5MN eTunaueTary.

OxonogxyTe A0 Temnepatypu Big 0 go 5°C,
noTiM gogatots 19mn 4,6M po3vnHy XNOpUCToro BoA-
HIO B eTunauerari.

3anuwaloTb  B3aeMogiATu, nepeMilyrovn npu
Temneparypi Big 0 4o 5°C npotarom 40xs.

PO3YMHHMK BUNAPIOIOTL MPU 3HUKEHOMY TUCKY,
NOTIM PO3YUHAIOTL KifbKa pasis y gieTunosomy edipi i
36upatoTb piguHy Hag ocagom.

Takum YMHOM OAEpPXKYHThb 2,54r rigpoxnopuay y
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BUrnagi ocagy 6inoro KONbopy, sIKUA PO3YUHAIOTL Y
55Mn auxnopmeTaHy npu nepemiwlyeaHHi. JoaawTs
7,3Mn 2H. rigpokcuay Hatpito. licna aekaHTyBaHHA
opraHiyHy hasy cywaTb Haa cynsgaToM HaTPIlO.

OuxnopMeTaH BUNAPIOIOTL MPU 3HKEHOMY TUC-
KY.

Takum YMHOM OAEPXKYIOTb 2,121 (peHINMeTUnoBo-
ro edipy TpaHc-4-[(2-nponeHinokcu)amiHo]-2-
niponianHKkapBboHOBOT KUCROTHK i3 3aranbHO hopMy-
noto Ci1sH20N203 (M=276,337r) y Burnagi onii 3 Buxo-

aom 89%.

Po3unHAOTL B iHepTHIW aTtmocdepi  4,14r
(15mMmonb) paHiwe oaepxaHoi cnonyku B 1,50 aue-
TOHITPUNY.

OxonogkyoTe 4o Temnepatypu Big 0 go 5°C i
aopatotb 1,14mn gudpocreHy. MepemiwyoTs NpoTa-
rom 15xB., NOTiM NocniaoBHO aoaatoTb 4,6mn TEA i
1,83r DMAP y 80mn aueToHIiTpuny.

TemMnepaTypy NigBULLYIOTE A0 KIMHATHOT i 3anu-
WaoThL B3aEMOAIATH npoTarom 26rod., noTiM NonoBu-
HY PO3YMHHUKA BUMAPIOKOTE MPU 3HUKEHOMY TUCKY.

Oani o6po6nsiote 10%-HUM PO3YUHOM BUHHOT
KMCROTK, NOTIM eKCTparyloTb guxnopmertaHom. Opra-
HiYHY a3y NPOMMBAKOTL HACUYEHUM PO3YUHOM XIO-
puay Hatpilo y BOAi, cywaTb Hag cynbdpaTtom MarHito i
PO3YUMHHUWK BUNAPIOKOTL MPU 3HUXKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTH 431 CUPOro MPOAYKTY,
AKMA ovuLLaloTL Xpomatorpadpield Ha cunikareni 3
EnoBaHHAM CYMILLLLIO  AuXnopmeTad/eTunauerar
90/10, 3 pogasaHHam 0,1% TEA.

Ogepxytotb  312Mr  eHinmeTunoBoro  edipy
TpaHc-2-0Kco-3-(2-nponeHinokeun)-1,3-
Aiazabiyunkno[2.2.1]renTaH-6-kapboHOBOT KUCNOTK i3
saransHot dopmynoto CieHisN204 (M=302,33r), wo
Bignosigae suxoay 7%.

Po3unHAOTL B iHEPTHIK atmocdepi  70,2mr
(0,232MmoOnb) paHiwe opepxaHoi cnosyku B 2,3Mn
anxnopmeTtaHy. MoTiM BBOAATE 26,5MKN OLUTOBOT KUC-
notu i 134mr Pd(P(Ph)s)a.

3anuwarTb B3aeMogiaTu npotsarom 40xs. npu
KIMHaTHI TemnepaTtypi, NOTiM 3HUXYIKOTL TeMneparty-
py 4o -20°C i gogatotb 2,96mMn 0,314M po34nUHY KOM-
nnekcy SOs-nipuanH. 3anuwarTb B3aemMoAisiTu npo-
TAromMm 2,5 roguHy, notiM JoJarTb AUXNOPMETaH i
peakuinHy CyMill BUNAPIOTL NPU 3HUXKEHOMY TUCKY.
MOTiM PO3UUHAITE Y 40MN AWMXNOPMETAHY i NPOMU-
BalOTL 5mn Boagu. BigokpemnioloTb opraHivyHy dasy i
cywartbe Hag cynbdpatom Hartpito, MOTIM PO3YUHHUK
BMNAPIOKOTL NPU 3HUXKEHOMY TUCKY.

Takum YUHOM OJepPXKyloTh 280Mr CUPOro NPoAYyK-
TY, AKMA OYULLAIOTL Xpomartorpadieto Ha cunikareni 3
€nioBaHHAM  MOCAIAOBHO  CYMILILWIK  AWUXNOopMme-
Tad/auetoH 80/20 3 pogaeaHHAM 0,1% TEA, noTim
CyMiLULLIKO auxnopMeTaH/aueToH 50/50 3 gogasaHHAM
0,1% TEA.

Oaepxyotb 34,0Mr LiNbOBOT CNONYKK i3 3aranb-
Hoo hopmynoto CszaHssN207SP (M=644,689r) y Bu-
rnagi oniv >KoBTOro KONLOpPy 3 BUX0A0M 23%.

Cnektp 'H-AMP (CDCls, 400Mru), XimidHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

2,00 (M) i 2,48 (m): CH2-CH-C=0; 2,72 (n) i 3,12
(c): CH-CH2-N; 3,75 (m): CH2-CH-C=02; 4,71 (¢): CH-
CH2-N; 5,18 [AB] CH2-CeHs; 3,75 (M): CH2-CeHs 12,29
(m): CH3-CH=CH; 6,62 i CH3-CH=CH; 7,21 CHs-
CH=CH; 7,60-7,85 P (CsHs)3.

Mac-cnekTp (enekTpopO3NUNEHHS 3 HEFaTUBHOL) |
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NO3UTUBHOIO iOHI3aLE) M/Z;

[Manion] =341

[Miarion]*=303

Mpuknag 11

1-nponeHinTpudeHindgocdoHieBa cinb MeTUno-
BOrO edipy TpaHc-2-0kco-3-(cynbdokeun)-1,3-
Aiasabiyunkno[2.2.1]rentaH-6-kap6oHOBOT KUCNOTH

MMoBTOpPIOIOTL YyMOBU npuknagy 10, B3gABWKM K
BuxigHe 207mr 1-(1,1-gumetunetumoBoro i 2-
METUMOBOro edipy uuc-4-rigpokcu-1,2-
niponiagnHkapGoHOBOT KUCMOTH.

Takum YUHOM OAEPXKYIOTb 12MI LiNbOBOro npo-
AykTy i3 3aransHoto  cdpopmynow  CzH1oN207S
(M=266,231r).

Mac-cnekTp (enekTpopo3nNUNEHHS 3 HETATUBHOL) |
NO3UTUBHOIO iOHI3aLE) M/Z;

[MaHiOH]-=265

[Miarion]*=303

Mpuknag 12a

AudbeHinMeTunosuin  edip TpaHc-7-0Kco-6-okca-
1-a3abiyukno[3.2.1]okTaH-3-kapboHOBOT KUCNIOTU

SMILLYIOTL B iHEPTHIN aTMocdepi 8mn guxnopme-
TaHy i 347mr (1MMOnb) rigpoxnopuay AudeHinveTtu-
nosoro edipy yuc-5-rigpokeu-3-
ninepuanHkapboHoBOT KMCNOTU [HaBoAUTbCA Yy Acta
Chem. Scand. Ser. B 35(4) 289-294].

OxonogxkyoTe Ao Temnepatypu 0°C, notim ao-
JatTb 346mkn TEA i 72mkn gudpocreny.

3anuwaloTb B3aeMogiaTu npoTarom 15xB., niart-
pumytoun Temnepatypy 0°C, noTiM BUNApPIOOTL PO3-
YUHHUK MPU 3HUXKEHOMY TUCKY. PO34nHATL ¥ 25Mn
cyxoro Tonyony. ®inbTpytoTh, WO6 BUAANUTK TigpoO-
xropug TEA.

Ho dinetpaty gopatote 553mkn TEA i Harpiea-
HOTb A0 KUMIHHA NPOTArOM 4rog,.

MoTim po3baBnAloTb eTunaueTaToMm i npomusa-
10Tb 10%-HUM BOAHUM PO3YUMHOM BUHHOT KUCAOTH,
NOTIM HACUYEHUM PO3YMHOM XNOPUAY HATPIO Yy BOAI i
cywaTb opraHivHy ¢pasy Haa cynedaTom marHito.

MoTiM ynaplolTb Npu 3HUXKEHOMY TUCKY | oaep-
XKYIOTb 339Mr CUPOro NPOAYKTY. AKUIA OYULLAKOTL XPO-
mMaTorpadieto Ha cunikareni 3 entoBaHHAM CYMILLILLIIO
Tonyon/etunauetar 70/30.

Takum YMHOM OAEPXKYIOTb 146Mr LiNbOBOT Cnony-
ku (M=337,378r), Wo Bignosigae suxoay 43%:

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

2,15 (paa) i 2,73 (a kB): N-CH2-CHO-CHg; 2,92
(1T): O2C-CH-; 3,00 (n) i 3,45 (a): N-CH2-CHO; 3,48
(am) i 4,07 (pa): N-CH2-CH-COz2; 4,79 (at): N-CH2-
CHO; 6,90 (c): CO2-CH-(CsHs)2; 7,33 (M): (CeHs)2.

Y (CHCI3): 1792, 1734; 1600, 1585, 1497 cm'.

Mac-cnektp (El) m/z: [M]* = 337, 292, 183, 167.

Mpuknag 12b

TpaHc-7-0Kkco-6-okca-1-a3abiumkno[3.2.1]okraH-
3-kap6oHoBa kucnota

3MiWyoTb 320Mr CNONYyKW, oAepXKaHoi B npuknagi
12a, 17vn aueTony i 70Mr 20%-Horo Pd/C ak katani-
3aropa.

MepemiwyoTe B aTMocdiepi BOAHIO NpU HOopMma-
NbHOMY TUCKY.

Yepes 2roa. 30xB. 3HOBY gogatoTb 70Mr karani-
3aTopa i 3anuwarTb B3aeMogiaTu npotarom 1rog.
30xB., NOTiM (PINLTPYIOTL PeakuinHy CymiLl.

PO34YUHHUK BUNAPIOOTE NPU SHUKEHOMY TUCKY i
TakMM YUHOM OAepPXKYIOTh 350Mr CUpPOro MpPOAYyKTY,
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LLIO MEPEKPUCTANI3OBYIOTb 3 MEHTAHY.

DINbTPYIOTL i, TAKUM YUHOM, OJEPXKYIOTb 158Mr
LiNbOBOro MPOAYKTY i3  3aranbHOW  popmynoto
C7HaNO4 (M=171,154r) y BUrnAai TBepaoi pevyoBuHU
ciporo konsopy. Buxig 89%.

Cnexktp 'H-AMP (OMCO, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

2,10 (nan) i 2,43 (am). N-CH>-CHO-CH2; 2,83
(1T): O2C-CH-; 3,13 (m) i 3,27 (am): N-CH2-CHO; 3,40
(ap) i 3,72 (g): N-CH2-CH-CO2H; 4,81 (m): N-CH2-
CHO; 12,54 (yw.c): CO2H.

IY (sazeniHoBe macno): 1782, 1692 cm-'.

Mac-cnektp (El) m/z: [M]* = 177, 155, 127, 82,
70.

Mpuknag 12c¢

(4-HiTpobeHimMeTUNoBUA edip TPaHC-7-0KCO-6-
okca-1-a3abiyukno[3.2.1]JokTaH-3-kapboHOBOT  KMCnO-
™

3MiWyYOTE B iHEepTHIK  atmocdpepi  30Mr
(0,175MmoOnb) KUCNOTU, oaepxaHoT B npuknaai 12b, i
0,5mMn guxnopmeTtaHy. [lloTiMm agogatoTb 26,8mr 4-
HiTpo6eH3unoBoro cnupty, 2,2mMr DMAP i 37mr EDCI.

3anuwarTb B3aeMOZiaTuU nNpPOTArom 2rod. npu
KiMHaTHI Temneparypi.

MoTim opraHiuHy hasy po3baBnsAlTb AUXIOpMe-
TaHoMm, npomuBaloTe 10%-HUM BOOHUM PO3YUHOM
BUHHOT kucnotu i pochatHum GyhepHuM PO3UUHOM
i3pH7.

Micna cywiHHA opraHivHoT dhasu Hag cynbdaTtom
HaTpilo | BUNAPOBAHHA PO3YUHHUKA NPU SHUKEHOMY
TUCKY OOEPXYKOTb 57Mr CUPOro NPOAYKTY, AKAWA O4K-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM CymilLLo Tonyon/eTunauetat 85/15.

MOTiM MPOAYKT MEPEeKpUCTani3oBylTh i3 CyMilli
€TUNoBOro eqipy i NEHTaHy i OAEPXKYIOTL 34MI KpUC-
Tanis 6inoro KOnNbopy LinboBoT Crnonyku
(M=306,277r). Buxig cknagae 63,5%.

Cnektp 'H-SIMP (CDCls, 300Mru), ximidHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

214 (pan) i 2,84 (am). N-CH2-CHO-CH2; 2,90
(tT): O2C-CH-; 3,10 i 3,49 (am): N-CH2-CHO; 3,43
(pp) i 4,14 (yw.n): N-CH2-CH-COz; 5,27 [AB]: COz-
CH2-CsHs; 5,56 i 8,24 [AA'BB']: CsHs-NO:o.

4 (CHCI3): 1799, 1789, 1741; 1609, 1526, 1495

cm .

Mac-cnektp (El) m/z: [M]* = 306, 170, 136, 126,
106, 82.

Mpuknag 13

6-(deninmeTun)-1,6-giazabiuukno[3.2.1]JokraH-7-
OH

Crapia A:

Ho posunHy 20,71r 3-amiHonipuguHy B 200Mn
Xropuay MeTWneHy AogalrTs npu Temneparypi Big 0
4o 5°C 30,7mn TEA. lMNoTiM Kpannamu goaaroTb npo-
Tarom 15xB. 25,5mMn xnopuctoro 6eH30ny i 3anuwa-
H0Tb NPU KiMHATHIA TemnepaTtypi. Yepes 1 rognHy npu
nepemilyBaHHi NpoMuBatoTe BOAOK, NOTIM Hacude-
HUM PO3UMHOM GikapBoHaTy HATpilo, MOTIM OopraHiuHy
hasy cywarb Hag cynbdpatom HaTpilo i BUNapTh
PO3YUHHUK NPU SHUKEHOMY TUCKY. OaepXkyloTh 42,291
LinboBOro npoaykty y BUrNAgi Kpuctanis
(M=198,226r).

Crapisa B:

[0 posunHy 10r npoaykTy, ogepxaHoro Ha cTaaii
A, y 200mn meTaHony aoaawTb 4,3MN KOHUEHTpoBA-
HOT CONAHOT KUCnoTKn i 500mr 5%-Horo popaito Ha ria-
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pokcuai anominito. FiapyloTe B atmMocdepy BOAHIO 3
Tuckom 60-1106ap npotarom 15roa.

PeakuinHy cymiw pinsTpylOTb, ONORICKYIOTE Me-
TaHONOM, NOTIM PINbTPAT KOHUEHTPYIOTbL NPU 3HUXKE-
HOMY TUCKY. [igpoxnopua HaBeAeHOro npoaykTy
O4epPXKyloTh Yy cymiwi 3 10%-HUM rigpoOXnopuaom Bu-
XiAHOrO NPOAYKTY.

Po34nHaoTL Npoaykt 250Mn xnopuay MeTuneHy
i popatoTe 1,1 eksiBaneHTa 1H. rigpokcugy Hatpito.
Micna nepemilwyBaHHA NpoTArom 15x8. xnopug Me-
TUNEHY AEKaHTYIOTb, OpraHidyHy pasy npomusaloTb
BOAOIO, CyllaThb i ynapiolTe NPU 3HUKEHOMY TUCKY.
3anuwok xpomarorpadyloTe Ha cunikareni 3 ento-
BaHHAM CYMILULLIIO  XMOpUA  METUIEHY-MeTaHor-
TpuetTunamid 92/8/3.

OfepxyloTb 7,41 LiNbOBOro NPOAYKTY Yy BUrNAZI
Kpuctanis 3 Buxoaom 72%.

Crapia C: N-(dbeHinmeTun)-3-ninepuguHamin

PosunHaoTe 20r NpoaykTy, OAEPXKAHOIO SK Onu-
caHo Ha craail B, y 600mn 1,2-aumeTokcieTany. Ho
po3unHy npotarom 30xB. goaatotb 14,86r antomoria-
puay niTivo. HarpisatoTb npy NepeMiwyBaHHi B iHEpPT-
HOMY rasi npu Temnepartypi 75-80°C npotarom 16
roguHy, NOTiM OXONOAXKYIOTE A0 Temnepatypu 0°C i
npoTaArom 45x8., cTexxayn 3a TuMm, Wo6 TemnepaTypa
He nepesuwysana 12°C, gogatotb 11mn Boau. lMe-
peMilwyoTe NpoTarom 10xB., (PiNbTPYOTL | 3anULIOK
NPOMMUBAKOTL XMOPUAOM METUNeHy. PinbTpaTr KOHUe-
HTPYIOTb NPU 3HUKEHOMY TUCKY. OpepxyoTs 17,8r
LiNb0BOro NPOAYKTY Y BUrNAAI ORil, WO NneperaHawTb
npu 3HUXKEHOMY TUCKY (TemnepaTtypa KWniHHA: 114-
121°C/0,8mb6ap). Opep:kyioTb 16 LiNbOBOrO NpPoayk-
Ty 3 BUX0o40M 86%.

Crapid D:
Aia3abiyunkno[3.2.1]okTaH-7-0H

PosunHalote 1,06r npoaykTy, OOepXKaHoro Ha
ctapii C, y 28cmM® Tonyony, noTiM OXONOAXYOTh A0
0°C i gogatoTe B iHepTHOMY rasi 337mkn gudpocreny.
MigBuWYyOTL TEMNEpaTypy i BUTPUMYHOTL 2rod. npu
Temnepatypi 20°C. KOHUEHTPYIOTb NPU 3HUXKEHOMY
TUCKY, MOTIM 3anuLIOK XpomarorpadyoTb Ha cusnika-
reni 3 eniBaHHAM MOCAIAOBHO CYMILLLIKO Xnopug
MeTuneH-aueToH 95/5, notim 80/20 i, HapewTi, cymi-
W xnopua  METUIEHY-MeTaHoN-TpueTunamii
92/8/3 i opepxyloTb 362Mr UiNbOBOrO MNPOAYKTY
C13H16N20 (M=216,85r) 3 Buxogom 30%.

CPV Mac-cnekrp (El) m/z: [M]* = 216, 125, 91.

I4 (CHCI3): 1718; 1498 cm.

Mpuknag 14

6-6eH30n-1,6-giazabiyukno[3.2.1JokTaH-7-0H

Cragia A: 3-(6eH3unamiHo)-1-
ninepuauHkapboHoBa KucnoTa

Po34nHA0TL 51 NpoaykTy, ogepxaHoro Ha cragil
B npuknagy 13, y 1,25n 6e3sogHoro tTonyony B at-
Mocdpepi asoTty, noTiM goaaroTts 3,4mn TEA i BBOAATL
npu TemnepaTtypi Big 0 4o 5°C npotdarom 3xB. 1,47mn
aundpocreHun. Yepes 20xs. npu Temnepartypi Big 0 o
5°C T nigeuwyoTe Ao 20°C, niaTpUMyOTL NpU nepe-
MilLlyBaHHI NPOTAromM 75xB., NOTIM PO3YUHHUK BUNa-
PIOIOTE NPU 3HUKEHOMY TUCKY. 3anuLLoK XpomaTtor-
padyloTb Ha cunikareni 3 enioBaHHAM CYMILULLIO
Xropua MeTuneH-aueToH 8/2. OpepxkyoTe 3,441 ui-
NbOBOro NPOAYKTY (BUXia 52,6%).

Crapid :
Aia3abiyunkno[3.2.1]JokTaH-7-0H

Beoaate B atmocdepi asoty 48wmr rigpuay Ha-

6-(cheninmeTun)-1,6-

6-6eH307n-1,6-
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Tpito y Burnagi 50%-Huin gucnepcii B onit i 20mn Trd.
OxonogkyloTe 4o Temnepatypu Big 0 go 5°C, notim
40opalTb B OAWH NpuiiomM 266Mr NpoaykTy, oaepka-
HOro Ha cTaaii A.

TemMnepaTypy NigBUWYIOTE A0 KiMHATHOT, NOTIM
aopatotb 60MKN ouToBOT KMCNOTK | 10MN dpocdraTHO-
ro 6ycpepHoro po3uunHy 3 pH 7.

Dani gogatotb HeGaraTo eTunaueTtaTy, noTim ae-
KaHTYIOTb | MOBTOPHO EKCTParyloTh eTunaueTarom.
OpraHivuHy pasy cywaTtb Hag cynbdartoMm MarHito,
NOTIM PO3YMHHUKW BUNAPIOIOTL NPU 3HUXKEHOMY TUCKY.

Cupuin npoaykt xpomarorpadyoTb Ha cunikareni
3 enioBaHHAM 3 AodaBaHHAM 2%-HOro aueToHY.

Takum YUHOM OAepPKyHOTb 143Mr LiNbOBOro Npo-
Aykty Ci3H12N202 (M: 228,25r). Buxia 62%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,20-2,15 (m) i 2,42 (m): NCH-CH2-CH2-; 2,80 (a)
- 2,93 (@); 3,11 (v); 3,28-3,58 (m): CH2-N; 4,54 (m):
CH-N; 7,43 (m); 7,55 (m); 7,69 (m): CsHs.

4 (CHCI3): 1758, 1672; 1605, 1586, 1492 cm™'.

Mac-cnektp (El) m/z; [M]* = 230, 125, 105, 77.

Mpuknag 15

7-Okco-1,6-gia3abiuukno[3.2.1]JokTaH-6-ouroBa
Kucnora

Crapia A: 5-[(1,1-aumeTuneTun)auMeTuncuninl-
1,6-piasabiunkno[3-2-1]okTaH-7-0H

Bmiwylote B atmocdepy asoTy 843mr niTito i
KOHOEHCYIOTb Npu Temnepatypi -70°C 320mn amiaky.
Hdopawte npu TemnepaTypi -70°C npotarom 10xB.
7,56r (34,8MMONb) NPOAYKTY, OAEPXKAHOIO B npuknagi
13, y 160mn TeTparigpodypaHy.

MepemiwyoTb NpoTarom 5xe., NOTIM amiak Biara-
HAOTE Y NOTOLUi a30Ty, NOBINbLHO NIABULLYOYN TEMME-
patypy Ao 20°C. B opepkaHy CYCMEH3il0 MOBINLHO
noaarTb npu 20°C 7,9r 1,1-
AuMeTUneTUn)aumeTuncuninxnopuay s 10cms Tetpa-
rippodypaHy, noTiM nepemiwyoTb npotsarom 10xs.
Dani popatots 160cm® etunauetary, notim 60cm®
10%-HOro BOAHOrO PO3YUHY BUHHOT KUCNOTU. [ekaH-
TYIOTb, MOBTOPHO €KCTparyloTe eTunaueraToM, opra-
HiYHY hasy nNpoMuBalOTb BOAOLD, CyllaTb Hag Cynb-
datoM HaATPiI0 |  PO3YUHHUK BUNAPKOOTE  MPU
3HUXKEHOMY TUCKY. OgepkaHy onito xpomarorpady-
I0Tb Ha cunikareni 3 enioloBaHHAM XNOpUAOM MEeTu-
neHy, wo Mictutb 10% BOAU, NOTIM CyMILULLIKO XNOpUa
MeTUNEeH-aueToH 8/2 i opepxytoTe 3,04r uinbosoro
npoaykry (suxig: 36,2%).

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHS B M.4. | MyNbTUNMNETHICTL MNiKiB:

0,21 (c) i 0,40 (c): SiCHs; 0,97 (¢): SitBu; 1,5-1,8
(M) i 2,07 (m): N-CH-CH2-CHz-; 2,85 (g) i 3,32 (m);
CH-CH2-N; 2,93 (at) i 3,32 (m): CH2-CH2-N; 3,65 (m):
CH-N.

4 (CHCI3): 1710; 842 cm.

Mac-cnektp (El) m/z: [M]* = 240, 225, 183, 100,
83, 57.

Cragia B: deHinmeTunosun edpip 7-okco-1,6-
Aiasabiuunkno[3.2.1]okraH-6-oUTOBOT KUCNOTK

PosunHaote B atmocdepi asoty  1,44r
(5,99MmMoOnbL) NPOAYKTY, oAepmKaHoro Ha cragil A, y
14, 4mn TeTparigpodypaHy, notiMm aodawots 941 mkn
deHinmeTunosoro edipy 6pomouToBoOi KUCnoTU i
noTiM Kpannamu 6mn 1M posunHy dpTopuay TeTpa-H-
6yTunamoHito B TeTparigpodypani. MNepemiwyoTb
10xB. npu Temnepatypi 20°C, notim po36aBnalOTb
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15mn eTunauetarty i goaatote 5mMn BogHoro ¢ocart-
Horo 6ydepHoro posuuHy 3 pH=7. [ekaHTyloTb, no-
BTOPHO EKCTparyloTb eTunaueTaTtom, opraHiuHy dpasy
nNpPOMUBaOTL BOAOID, CylaTb HaA cynbgaToM HaTpito
i PO3UYUHHUK BUNAPIOOTL MPU 3HUKEHOMY TUCKY. 3a-
NUWoK y Burnaai onit xpomatorpadpyoTb Ha cusika-
reni 3 enolBaHHAM CyYMIlIWIO Xnopua MeTUNeH-
aueToH 8/2 3 poaaBaHHAM 10% Bogu. OpepXylOTh
140wmr uinboBoro npoaykty. Buxia cknagae 9%.

Y (CHCI3): 1746; 1720 cm™.

Mac-cnektp (El) m/z: [M]* = 274, 183, 155, 139,
91, 83.

Crapia C: 7-okco-1,6-piasabiynkno[3.2.1]okraH-
6-oUTOBA KUCNOTA

PosunHaloTb 137Mr NpPOAYKTY, OJEPXaHoro Ha
cragit B, y 1,5Mn etunauetaty, NoTiM 40 PO3YUHY
aopatotb 14mr 10%-Horo Pd/C i BMiWyloTb B atMoC-
tepy BogHI. HYepes 15xB. 3HOBY aoaatTs 15mMr Pd/C
i nepemiwyloTs NpoTarom 15x8. Katanisatop Bigdin.-
TPOBYIOTL, OMOMICKYIOTbL €TUnaueTaTom, nNoTiM aueTo-
HOM i METAHOMNOM i PO3YMHHWUK BUNAPIOOTL NPU 3HU-
KEHOMY TUCKY. Oaep)ylTb CymapHO 68mr cuporo
NPOAYKTY, L0 NepekpucTanisoByoTe 3 edipy. Oaep-
XKYIOTb 58Mr LiNbOBOro NPOAYKTY i3 3aranbHo op-
mynoto CisHisN203 (M=274,321r). Buxig cknapgae
63%.

Cnektp 'H-AMP (CDCls, 400Mru), XimiuHi 3py-
LWEHHS B M.Y. | MYNbTUNAETHICTb MNiKiB:

1,48 (m), 1,63 (m), 1,73 (M) i 1,86 (M): N-CH-CH2-
CHg; 2,85-3,00 (m); 3,14 (am) i 3,64 (M): CH2-N-CH2 i
CH-N; 3,78 i 4,14 [AB]: CON-CH-CO.

Mac-cnektp (El) m/z: [M]* = 184, 139, 125, 111,
97, 83.

Mpuknag 16

7-0kco-N-cpeHin-1,6-aiasabiyukno[3.2.1]okTaH-6-
kap6okcamig

3MiLYIOTL B iHEPTHOMY rasi 1mn TeTparigpody-
paHy i 99mr (0,41MMONbL) CMOMYKWU, OAEPKAHOT Ha
cragil A npuknagy 15.

Hdogatte nocnigosHo 50Mkn  dpeHinisouiaHarty,
notim 450mMkn 1M posuuHy cTopuay TeTpabytuna-
MOHito B TI®.

3anuwatoTb B3aeMogiatu npotarom 10xB., NOTIiM
po36aBnAlTE eTunaueTaTomM, NpoOMUBAIOTE BOAOH.
JekaHTyloTb, opraHidyHy dpasy cywaTb Hapg cynba-
TOM MarHito. PO34YMHHUK BUNAPIOOTE MPU 3HUXKEHOMY
TUCKY. 3a3HaA4YEHUM YMHOM OAEPXKYIOTh 140Mr cuporo
NPOAYKTY, AKUIK OYULLAKOTL XpomaTorpadieto Ha cuni-
Kareni, B3ABWM $AK EMEHT CyMmilw  Auxriopme-
Tad/eTunauetar 90/10.

OaepxyoTb 21Mr LinbOBOT CNOSYKK i3 3aransHo
dopmynoto CizHisN3O (M=245,283r), wo Bianosigae
Buxoay 20%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,78 (m), 2,02 (m) i 2,17 (m): N-CH-CH2-CHz2; 2,88
(a), 3,13 (oT) i 3,42 (Mm): CH2-N-CH2; 4,49 (m): CH-N;
711 (1); 7,34 (1) i 7, 54 (n): CeHs; 10,05: NH.

4 (CHCI3): 3302, 3266; 1734; 1700; 1602, 1553,
1501 cm!.

Mac-cnektp (El) m/z: [M]* = 245, 153, 126, 119,
98, 92.

Mpuknag 17a

6-[1-(PeHinmeTun)-1H-reTpason-5-inl-1,6-
Aia3abiyunkno[3.2.1]JokTaH-7-0H

BMiwyoTb B iHepTHOMY rasi 480mr (2MMOnb)
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Crnonyku, ogep>kaHoi Ha ctagii A npuknagy 15.

MoTiM popalwTe posduH  712mr  S-¢ptopo-1-
(peHinmeTun)-1H-teTpasony B 1,5mMn TeTparigpody-
paHy, notiMm 2mn 1M po3unHy dTopuay TeTpabytu-
namoHito B TM®. 3anuwatwTe B3aeMOgiaT NPOTAroM
1xB.

MoTim po36aBnATL e€TUnaueTaTtom, nNpoMUBa-
I0Tb BOAOK, AEKAHTYHTb. OpraHivyHy pasy cywatb
Hag cynbgaToM MarHito i PO3UUMHHUK BUMAPKOOTL NpU
3HUKEHOMY TUCKY.

3as3HauYeHUM YMHOM odepXkytoTh 1,06r macnaHuc-
TOrO NPOAYKTY, AKUA ovULLAaOTL Xpomartorpadpieto Ha
cunikareni  cymiwwio  guxnopmeTtad/eTunauertar
90/10.

Takum YUHOM OAEPXKYIOTb 143Mr LiNbOBOT CNony-
Ku i3 3aranbHot0 popmynoto CiaH1sN.O (M=284,324r)
y Burnsagi amopdpHoro npoaykry 6inoro konbopy. Bu-
Xxig cknapae 25%.

Cnektp 'H-AMP (CDCls, 250Mru), XimidHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,80 (m), 2,04 (m) i 2,67 (m): N-CH-CH2-CHz2; 2,83
(n), 2,85 (am), 3,10 (ag) i 3,44 (aa): CH2-N-CH2; 3,99
(m): CH-N; 5,63 i 5,88 [AB]: CeHs-CH2; 7,18 (m) i 7,32
(m): CesHs.

Mpuknag 17b

6-(1H-TeTpason-5-in)-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H

3MiWwyoTe 120Mr NPOAYKTY, OAEPXKAHOMO B NPUK-
nagi 17a, i 2,4mn cymiwi metadon/etunauertar 90/10,
noTiM gogatotb 2,4Mn TId go ogepkaHHA Npo3oporo
PO34uHy.

Dani popatotb 24mr 10%-Horo Pd/C sak karanisa-
TOp i nepeMiwyoTs B aTMocdepi BogHIo. INicna 3rog,.
B3aeMoAil kaTtanisatop BigdiNbTPOBYIOTL, OMOSICKY-
HOTb CyMilILWK TeTparigpodypan/MeTaHon, noTim po-
3YMHHUK BUMAPIOOTL MPU SHIDKEHOMY TUCKY. Lani
NPOAYKT NEPEKPUCTaNI30BYIOTbL 3 ETUIOBOIO edipy.

Takum YMHOM OAEPXKYHOTL 72MT LifIbOBOT CNONYKA
i3 saranbHoto hopmyno C7H10NeO (M=194,198r) y
BUrNagi npoaykry 6inoro Konbopy y BUIMsAi KpucTa-
niB. Buxig cknapae 88%.

Cnektp 'H-AMP (OMCO, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,63 (m), 1,89 (vm) i 2,07 (m): N-CH-CH2-CHz;
3,14-3,20 (m) i 3,43 (m): CH2-N-CHz; 4,51 (m): CH-N.

IY (BaseniHoBe Macno): 1744; 1594 cm',

Mac-cnektp (El) m/z: [M]* = 194,165, 124, 111,
98, 83, 68, 56, 41.

Mpuknag 18

6-auetun-1,6-giazabiunkno[3.2.1]okraH-7-0H

PosunHaotb y 1,4mn TI® 140mr (0,582MmMoOnnb)
Crnonyku, ogep>kaHoi Ha ctagii A npuknagy 15.

[0 oaepaHoro posyuHy MOCnigoBHO A04al0Tb
55mKn ourtoBoro adrigpuay, notim 0,58mn 1M posuu-
Hy chTopuay TeTpabytunamoHiio B TI.

MoTim po36aBnATL e€TUnaueTaTtom, nNpoMUBa-
I0Tb BOAOK, AEKaHTYIOTb, OpraHivyHy cpasy cywatb
Hag cynbdaToM MarHito, NoTiM PO3YUMHHUK BUNApHo-
I0Tb NMPU 3HUKEHOMY TUCKY.

3asHayeHUM YUHOM OJepPXylTb 116Mr cupoi
onit, Aky XxpomaTorpadyoTb Ha cunikaresni 3 BUKOpUC-
TaHHAM CyMiLi guxnopmMeTaH/aueToH 80/20.

TaKkum YMHOM OAEPXKYHOTL 18Mr LiNbOBOT CNONYKU
i3 3aranbHoto copmynoto CsHi2N202 (M=168,196r),
wo signosigae suxony 18%.

Cnektp 'H -AMP (OMCO, 300Mru), xiMiuHi 3py-
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LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,65-2,20 (mM): N-CH-CH2-CHz; 2,54 (c): CH3CO-
N; 2,83 (n), 3,33 (am), 3,10 (m) i 3,45 (o) CH2-N-
CHa; 4,55 (m): O=C-N-CH.

I4 (CHCI3): 1758, 1696 cm.

Mac-cnektp (El) m/z: [M]* = 168, 140, 126, 98,
43.

Mpuknag 19a

B-(deHinmeToken)-1,6-giazabiyunkno[3.2.1]okraH-
7-0H

Posunnsatotb 44 02r (0,22mo01b) 1,1-
aumeTtunoBoro edipy 3-okco-1-ninepuanHkapboHoBOT
kucnotu (CioH17NOs, M=199,251r) [HaBoguTtbes y J.
Med. Chem. 1986, 29, 224-229] y 440mn eTaHony.

Motim agojatte 38,79r rigpoxnopugy O-
GeHsunrigpokcunaminy. fani kpannsamu oo cycneHsit
AopalnTb 54mn nipuanHy.

3anuwaloTb B3aeMogiATu, Nepemilyoun npoTa-
rom 4rog. npu Temnepartypi npubnuaHo 25°C, notim
PO3YMHHUK BUMAPIOIOTbL MPU 3HKEHOMY TUCKY. 3a-
NULIOK PO3YMHAKTL Y CyMilli AUXNOPMETaHy i eTuna-
ueTtaTy, NoTi\r PiNbTPYIOTL | CROMICKYIOTL INLTP Au-
XIOPMETaHOM, Aani CyMillW AuXnopMeTaHy i
eTunauetaTty. MoTim hinbTpaT ynapowTe 40cyxXa npu
3HUXKEHOMY TUCKY.

Takum 4UHOM oaepxytoTb 69,8r nposopoi onii
JKOBTOMO KONbOPY, WO O4uWarTb Xpomartorpadieto
Ha cunikareni. £k entoeHT BUKOPUCTOBYIOTH CYMiLU
uuknorekcaH/etunauertar 80/20.

Oaepxylotb 57,211 1,1-gumetunosoro eipy 3-
[(dbeHinmeTOKCH)iMiHO]-1-ninepuanHKapboHOBOT  KuC-
notu is  3aransHo  copmyno  Ci7H24N203
(M=304,39r) y Burnsagi onii 6nigo->XoBToro Konbopy.
Buxig cknapae 85%.

PosunHsatoty 24,82r (0,0815Mmonb) oaep»kaHoro
paHiwe okcumy B 163MN €TaHONy, 0XONOAXEHOro A0
Temnepatrypu -10°C nig asotom. [oTiM AoaalTb
25Mn komnnekcy GopaH-nipuauH, a gani Kpannsmu
npotarom 1 roguHy 15x8. gogatote 204mn 2H. cons-
HOT KMCMOTU. PO34YUH MepemillyoTb NpoTsarom 1rogd.
15x8. npu TemnepaTtypi -5°C, noTiMm nNpomuBalOTb
100Mn Hacu4YeHoro pos3unHy GikapBoHaTy HaTpito i
Jani ManeHsKUMKU nopuiamu aogatoTb 35r kapboHaty
HaTpito, 4oBoaa4un piBeHb pH ao 7-8.

PeakuiiHy cyMill ekCcTparyloTb eTunaueTaTom.

OpraHivHi a3 nOoeaHyKTh, CylwaTb Hajg Cylb-
daToM HATPIlO, PO3YUHHUK BUNAPIOOTL NMPU 3HUXKE-
HOMY TUCKY. Takum YMHOM ogepkytoTb 39,0r 6e3bap-
BHOT MacrsHUCTOT PignHKW, WO PO3UUHAKTL Y 400Mn
eTunauerary.

Po34nH npomusaloTe BOAHUM poO34uHOM 0,05H.
CONAHOT KUCNOTU, NOTIM OpraHivHi dpasu NOEHYIOTbL i
PO3YMHHUK BUNAPIOIOTL NPU 3HUKEHOMY TUCKY.

Opepxytotb 35,5r 6e3bapBHOT MacnsaHUCTOT pi-
AWHKU, WO ovuLLaoTL XpoMaTtorpadpieto Ha cunikareni
3 enOBaHHAM CYMILULLIKD AuMXnopMmeTaH/eTunauerar

95/5, noTim cymiwwo auxnopMeTtad/eTunauetar
80/20.

Takum YUHOM OLEPKYIOTb 17,89 11-
anmvetunosoro edpipy  3-[(peHinmeTokcH)amiHo]-1-

ninepuanHkapBboHOBOT KUCNOTHK i3 3aranbHO hopMy-
noto Ci7H26N203 (M=306,41r) y Burnaai 6esbapeHol
onii. Buxia cknagae 72%.

PosuuHatots 6,72r (21,9MMONb) OAepKaHoro pa-
Hile ninepuanHy B 22Mn eTunaueTaTty, OXonoaXeHo-
ro o -10°C. Mpotarom 30xB. Kpannsmu A0AAKOTb
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28mn 4,0M po3uuHy 6e3BOAHOT XIOPUCTOBOAHEBOT
KMCNOTK B eTUnaueTari.

Yepes 1 roguHy npu temnepatypi 0°C gopatotb
40mMn eTunoBoro eduipy, 3anuwioK Aurigpoxnopuay
BiA(PiNbTPOBYIOTL | NPOMUBAIOTE ETUNOBUM €DipOM.

Takum YMHOM OAepPXKYHOTh 3,871 TBEPAOT PEYOBU-
HU BinNoro KonLopy.

Kpucranisauieto (pinbTpaty ogepxkytots we 1,80r
LiNbOBOro NPOAYKTY.

OaepxaHuid NPOAYKT BMiWyoTb y 60mn 1H. ria-
pokcuay Hatpito i 120mn etunaueTtary. Nicna gekax-
TyBaHHA BOAHY (hasy HaACUYYKOTbE XMOPUAOM HATPIlO,
noTiM eKCTparyloTb ABa pasun etunaueratom. OpraHi-
YHi a3y NOeQHYOTh i cylwaTts Haa cynbgaTtom mar-
Hil0, NOTIM ynapoTh A0CYXa NPU 3HUWKEHOMY TUCKY.

3asHayeHUM UYUHOM  opepPXylTb 3,671  N-
(tbeHinmeToKCH)-3-Ninepuaiamidy i3 3aransHow ¢op-
mMynoto Ci2H1sN20 (M=206,29r), wo Bsignosigae Bu-
xoay 81%.

PosunHaoTe 518mr (2,5MmMone) oaepxaHoi pa-
Hiwe cnonyku B 5mn 6€3B0AHOrO AUXNOPMETAaHY,
notim gogattb 0,5mn TEA.

OpepxxkaHy 6inyBaTty CyCneHsito OXOnomxyoTe A0
-65°C, notim npotdarom 15xe. gogatwts 12,5mn 0,10M
PO34YMHY ANOCTEeHy B AUXITOPMETaHI.

Micna B3aemopii npotarom 45xs. Ge3bapBHUiA
PO3UUH po3baBnAlOTb 15Mn guxnopmeTtaHy i 06po6-
nawTL 15mMn BOAN.

CyMill AeKkaHTyTb, NOTiM BOAHY hasy ekcrpa-
ryloTb 20Mn AUXIOpMETaHy.

OG6'eaHaHi opraHiuHi ¢hasu cywatb Hag cynbda-
TOM MAarHito, NOTIM KOHUEHTPYIOTb AOCyXa NPU 3HUXKE-
HOMY TUCKY. Takum YMHOM OAepXKylOTb Onito Gnigo-
JKOBTOMO KOMbOPY, AKY OYULIAKOTL Xpomartorpadieto
Ha cunikaresni 3 enoBaHHAM CYMILLLLIO eTunaueTaTy
90/10, noTiM cCymiWwwWw JuxnopMeTraH/eTunauerar
80/20.

Takum YUHOM OAEPXKYIOTb 196Mr LinbOBOT Cnony-
Ku i3 3aranbHoto copmynoto C13H1sN202, (M=232,28r)
y Burnsagi 6e36apsHo’ onii. Buxig cknagae 34%.

Cnektp 'H -AMP (CDCls, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,59 (v) i 1,93-2,18 (m): N-CH-CH2-CHz; 2,73
(ar), 2,94 (a7), 3,17 (A7) i 3,40 (an): CH2-N-CHg; 3,29
(1): N-CH; 4,89 (a): N-O-CH2-(CsHs); 7,38: CsHs.

M (CHCI3): 1747; 1498 cm™'.

Mac-cnektp (El) m/z: [M]* =232, 91.

Mpuknag 19b

6-(AueTtunokcu)-1,6-giazabiumkno[3.2.1]okraH-7-
OH

PosunHaote 95mr (0,41mMMonb) crnonyku, oaep-
XaHoT B npuknagi 19a, y Smn meTadony, AoJalwTb
8mr 10%-Horo Pd/C, noTiM CycneHsilo BMiLLylOTb B
atMocdepy BOAHIO NPW HOPMANBHOMY TUCKY NpOTSA-
rom 1rog. npu Temnepatypi 25°C, gani katanisatop
BiA(piNbTPOBYHOTH.

Mlicnsa BUNaploBaHHA PO3YUMHHUKA NPU 3HUXKEHOMY
TUCKY OAePKYyOTb 70Mr KpucTanie 6inoro Konbopy.

Kpuctanu posuuHsaioTe y 2Mn 6€3BOAHOMO AUX-
nopmeTtaHy. Po3unH oxonoaxyoTte 4o -10°C nig aso-
Tom. Hani gogatots 70MKN nipuduHy, notiM 40mkn
OUTOBOrO aHrigpuay i nepemiwyoTe NpoTarom 20xs.
KOHUEHTPYIOTb MpPWU 3HUXKEHOMY TUCKY i OOEPXKYIOTh
75mr kpuctanis 6inoro KONMbLOpPYy, WO O4YULLAIOTL XPO-
mMaTorpadieto Ha cunikareni 3 entoBaHHAM CyMILLLLIIO
aunxnopmeTtan/eTunauertar 80/20.
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OaepxyloTb 49Mr yinsoBoi cnonyku (M=184,20r)
y BUrNSAAi TBepaoi pevoBuHu 6inoro konbopy. Buxia
cknapae 65%.

Cnektp 'H-AMP (CDCls, 300Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,60-2,2: N-CH-CH2-CHz; 2,24 (c): CH3; 2,95 (g) i
3,54 (am): N-CH2-CH; 3,07 (at) i 3,54 (yw.pn): N-
CH2-CHz; 3,94 (yw.T): O-C-N-CH-

Y (CHCI3): 1798; 1764 cv™.

Mac-cnektp (El) m/z: [M]* = 184,142, 125, 43.

Mpuknag 19¢

6-(BeHsoinokcu)-1,6-piasabiyukno[3.2.1]oktaH-7-
OH

[MOBTOPIOOTL YMOBKU npuknagy 19b, B3sBLWK SK
BuxigHe 205 mr cnonyku, ogaep>xaHoi y npuknaai 19a,
i 200Mr 6eH30HOTO aHriapuay.

Takum YMHOM OAEPXKYIOTE 64Mr LiNbOBOT CNONYKU
i3 3aranbHo propmynoto Ci3H1aN203 (M=246,27T) 3
Buxogom 30%.

Cnektp 'H -5IMP (CDCls, 250Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,64-1,95 (v) i 2,10-2,35 (m): CH-CH2-CHz2; 3,02
() i 3,65 (am): N-CH2-CH; 3,13 (a1) i 3,55 (yw.aa): N-
CH2-CH2; 4,09 (yw.T): O=C-N-CH; 7,49 (m): 7,65 (TT);
8,12 (m): CsHs.

Y (CHCI3): 1774, 1756; 1602, 1585, 1495 cm!.

Mac-cnektp (El) m/z: [M]* = 246, 105, 77.

Mpuknag 19d

6-(1-okconponokcu)-1,6-
Aia3abiyunkno[3.2.1]JokTaH-7-0H

[MOBTOPIOOTL YMOBKU npuknagy 19c¢, B3sBLIK K
BUXigHEe 163Mr cnonyku, ogepxkaHol B npuknagi 19a, i
70MKR Xnopuay nponioHiny.

Takum YMHOM OAEPXKYIOTE 17Mr LiNbOBOT CMOMYKU
i3 3aranbHoto opmynoto CoH1aN203 (M=198,23r) 3
BUxogoM 12%.

Cnektp 'H-AMP (CDCls, 300Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUMMETHICTb MiKiB:

1,25 (1): O=C-CH2-CHs; 1,65 (m), 1,78 (M) i 2,10
(M): N-CH-CH2-CH2; 2,52 (M) O=C-CH2-CHzs; 2,94 (d)
i 3,55 (yw.g): N-CH2-CH; 3,07 (aT) i 3,48 (an): N-CHo-
CHz; 3,93 (m): N-CH2-CH.

[Y(CHCI3): 1792; 1763 cm'.

Mac-cnektp (El) m/z: [M]*
97, 57.

Mpuknag 19e

6-[[(4-MeTUndeHin)cynesdoHinjokcun]-1,6-
Aia3abiyunkno[3.2.1]JokTaH-7-0H

[MoBTOpPIOOTL YyMOBKU npuknagy 19d, B3sBLK SK
BuUXigHe 139Mr cnonyku. ogepxaHol B npuknagi 19a, i
126Mr TO3UNXIOPUAY.

Takum YMHOM OAEPXKYIOTE 77Mr LiNnbOBOT CNONYKA
i3 3araneHot0 popmynoro CiaH1sN204S (M=296,35r) 3
BUX0O00M 44%.

Cnektp 'H -AAMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,55 i 2,99 (m): N-CH-CH2-CH2; 2,45 (c): CHs;
2,89 (n), 3,00 (a7), 3,29 (1) i 3,39 (8a): CH2-N-CHz;
4,04 (m): N-CH; 7,35 7,91 [AA'BB'] CH3-CsH4-SOo.

M (CHCIs): 1775; 1599, 1495, 1383; 1193, 1180
cml,

Mac-cnektp (El) m/z: [M]*
91.

Mpuknag 19f

6-[(MeTuncynsdoHin)okcul-1,6-
Aia3abiyunkno[3.2.1]JokTaH-7-0H

198, 170, 142, 125,

296, 155, 141, 125,
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[MOBTOPIOIOTL YMOBKU Mpuknagy 19e, B3ABLIM SAK
BUXigHe 211Mr CNonyku, ogep)aHoi Ha cTaaii 19a, i
80MKN Me3unxnopuay.

Takum YMHOM OAEPXKYHOTL 50Mr LiNnbOBOT CNONYKK
i3 3araneHot0 popmynoro Ci7H12N2048 (M=220,25r) 3
BUX0O00M 25%.

Cnektp 'H -AMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHS B M.4. | MyNbTUMMETHICTL MNiKiB:

1,56 i 2,38 (m): N-CH-CH2-CHz; 3,00 (g), 3,12
(aT) i 3,49 (M): N-(CHz)2; 3,26 (c): CHs; 4,12 (m): N-
CH.

IY (CHCI3): 1775; 1381, 1187 cm''.

Mac-cnektp (El) m/z: [M]* = 220, 141, 125, 97,
79.

Mpuknag 199

6-[[(4-HiTpodpenin)cynbdoHinjokcun]-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H

[MoBTOpPIOOTL YMOBU npuknagy 19f, B3ABWIK AK
BuUxigHe 270Mr cnonyku, ogemxkaHoi B npuknagi 19a, i
283Mr 4-HiTpo6eH30ncynbOHINXNopLUrY.

Takum YuHOM ogepxytoTe 205,5Mr LinboBOT cno-
nyku i3 3aranbHow  copmynoo  CiaHi3N30sS
(M=327,32r) 3 Buxoaom 54%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,64 (ar), 1,84 (m), 1,99 (m), 2,31 (am); NCH-
CH2-CHz; 2,94 (n), 3,30 (aT), 3,04 (aT), 3,40 (yw. an):
N(CHz2)2; 4,14: O=C-N-CH; 8,25 i 8,41 [AA'BB": NO2-
CsH4SO:o.

4 (CHCI3): 1776; 1610, 1590, 1538; 1393, 1191
cm

Mac-cnekrp (El) m/z; [M]* = 327, 186, 141, 125,
111.

Mpuknag 20

6-[[(4-meTUndeHin)cynsdoHinjamiHol-1,6-
Aia3abiynkno[3.2.1]okTaH-7-0H

Po3uunHsawTs 5r (25,1mMMoOnb) 11-
AUMETUNETUNOBOIO edipy 3-0Kkco-1-
ninepuaMHKapGoHOBOT KUCNOTKU [HABOAUTLCA Yy J.
Med. Chem. 1986, 29, 224-229] (CioH17NOs3,

M=199,251r) y 50mMn guxXnopmeTaHy.

MoTiM 4O PO3UUHY AoJaloTb 4,67 TosunrigpasuHy
i 3anuarTb B3aEMOAIATWM NPOTAroM 2rod. npu ne-
peMillyBaHHi, NOTIM PO3YUHHUK BUMAPKOKOTL NPU 3HU-
YKEHOMY TUCKY.

Takum YMHOM OAEPXKYHOTb 3 KifbKICHAM BUXOO0M
9,56r 1,1-AUMETUNETUIIOBOrO edipy 3-[2-[(4-
MeTungeHin)cynboHinjrigpasoHo]-1-
ninepuanHKapBGoHOBOT KUCNOTH i3 3aranbHO QopMy-
noto C17H25N304S (M=367,47T).

3MIilWYIOTL B iHEPTHOMY rasi 4,5r ogepxaHol pa-
Hiwe cnonyku (12,2mMmonb), 90Mn cymiwi meTta-
Hon/TeTparigpodpypan 50/50 i «kinbka KpucTanukis
B6POMKPE3ONOBOro 3€MeHoro.

Hani gogatotb 1,62r NaBHsCN, oxonogxyoTb 4o
Temnepartypu Big 0 go 5°C i BBOAATL, NATPUMYHOUM
piBeHb pH cepeposuwa B iHTepeani Big 3,8 Ao 54,
0,7 M po3unHy razonofibHOro xnopuay BOAHIO B Me-
TaHoni.

3anuwaroTb B3aeMOAIATU NpoTarom 2,5rog.

BunapioloTs Npu 3HMKEHOMY TUCKY 2/3 pPO3YUH-
HUKiB, NOTiM goaarTb 200Mn AUXNOPMETaHy i npo-
MUBAOTb HACUYEHUM BOAHUM PO3UMHOM BikapboHaTty
HaTpilo.

OpraHiuny dpasy cywatb Hag cynedatom HaTpito
i PO3YMHHUK BUMAPIOKOTL MPU 3HUKEHOMY TUCKY.
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Takum YUHOM 00epPXKYIOTh 4 48r 11-
AUMETUNOBOrO edipy 3-[2-[(4-

MeTungeHin)cynbgoHin]rigpasnHol]-1-
ninepuanHkapBboHOBOT KUCNOTHK i3 3aranbHO hopMy-
noto  Ci7H27N304S (M=369,486r). Buxig cknagae
99%.

3MILLYIOTbL B iHEPTHOMY rasi npu Temneparypi 0°C
4,481 opepxkaHoi paHie cnonyku i 9mn eTunauerary.

Dopatotb 30Mn 4M po3unHy rasonogiGHoro xno-
puay BOAHIO B eTunauyeTaTi. NepeMilyioTs NPpoTArom
15xB., NOTIM (PINLTPYIOTL | NPOMUBAIOTL FigpPOXNopua
eTunaueTaToM. CyLwats Npu 3HUKEHOMY TUCKY | oae-
PXKYIOTb 3,48r aurigpoxnopuay 2-(3-
ninepuguHun)rigpasnagy 4-MeTun-
6eH30MnCyNbLGOHOBOT KUCNOTU i3 3aranbHOO POopMy-
noto CizH1gN3Q2S, 2HCI (M=342,289r). Buxig siano-
Binae 84%.

MoTiM  po3UnHATE 3,48r padiwe ogepxxaHol
crnonyku i 5mMn geioHizosaHoT Bogu. MNpu iHTEHCUBHO-
MY nepemiwyBaHHi gogatots 10,2mMn BOAHOMO po34u-
HY 2H. rigpoKCUAy HaTpilo.

Micna 1-2xB. B3aeMogii yTBopleTsCa ocag. Hani
nepemiwyoTb npotarom 10xB., NOTiM ocag BiaginbT-
POBYIOTH | MPOMUBAIOTE BOAOD, NOTIM €TUNALETaTOM.

OpnepxkaHy TBEpAY PEYOBUHY CyLLATb NPU 3HUXKE-

HOMY TUCKY.
Takum YUHOM O[EPXKYIOTb 2,21t 2-(3-
ninepuguHun)rigpasnagy 4-MeTun-

6eH30MnCyNbLGOHOBOT KUCNOTU i3 3aranbHOO POopMy-
noto C12H1gN302S (M=269,328r). BianosigHuii Buxia
81%.

3MilWYOTL B iHEpTHOMY rasi 500mr (1,85MMOnb)
O4EpPKaHOro paHiwe amiHy i 20mn TeTparigpodypaHy.

Jo ogepxxaHoT cycneHsii goaatTe Nnpu Temnepa-
Typi B iHTepBani Bia 0 go 5°C 112mkn Audocreny,
notiMm 517mkn TEA i 23mr DMAP.

3anuwaloTb B3aeMOAIATA NPU NepeMillyBaHHi i
niaBMLLYIOTL TemMneparypy oo 20°C.

Hani po36asnsatoTe eTunayeTaTtom, noTiM NpoMu-
BatoTb 10%-HUM BOAHUM PO3YUHOM BWUHHOT KUCAOTH,
noTiM AeMiHepanizoBaHoO BOAOIO.

OpraHivny (pasy cywatb Hag cynbdarom MarHito,
MOTIM PO3YMHHUK BUNAPIOKOTL MPU 3HUKEHOMY TUCKY.

OaepxyoTb 769Mr CMPOro NPOAYKTY, WO po34u-
HAKOTE Y 7M1 guxnopmeTaHy i 517mkn TEA.

3anuwaloTb B3aEMOLIATU Ha HiY Npu nepemilly-
BaHHI.

Po36aBnsAwTs  QUXINOPMETAHOM, MPOMUBAIOTH
BOAOK, CywaTb Hag cynbdartom HaTPilo i PO3YUHHUK
BMMAPIOKOTL NPU 3HUKEHOMY TUCKY.

OgaepxaHy niHy (395mr) ovnwaoTe Xpomarorpa-
hieto Ha cunikareni 3 BUKOPUCTAHHAM Cymilli gUXno-
pmeTaH/eTunauetar 80/20.

OaepxyoTb 44Mr LiNnbOBOT CNOSYKK i3 3aransHO0
dopmynoto CisH17N3O2S (M=295,362r). Buxig signo-
Binae 8%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,55-1,80 (m) i 2,18 (m): N-CH-CH2-CHz; 2,42 (c):
CHs; 2,88 (g) i 2,93 (Mm); N-CH2-CH; 3,18-3,32 (m): N-
CH2-CHz; 4,08 (m): N-CH-CHz2; 6,98 (yw.c): NH.

4 (CHCI3): 3264, 1737, 1599, 1490 cm™'.

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
ioHisauieo) m/z: [M+Na]*=318, [M+H]*=296.

Mpuknag 21

6-[(4-meTundenin)cynsdoHinl-1,6-
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Aia3abiynkno[3.2.1]okTaH-7-0H

Po3unHaAlOTL Y 3mn 6€3B0QHOr0 AMXITOPMETaHy
305wmr (1,52mmonb) 1,1-gumetuneTunoBoro edipy 3-
aMiHo-1-ninepnanMHKapboOHOBOT KUCNOTU [HABOAUTLCA
y J. Med. Chem. 1992, 35, 4334-4343], i3 3arancHoto
dopmynot CioHz0N202 (M=200,282r).

Hani gopatote 212mkn TEA, NOTIM OXONOAXKYIOTb
40 5°C i popatotb 278mMr Tosunxnopuay. MNepemiwy-
H0Tb, NigBuULlyodM Temnepatypy ao 20°C i sanuwa-
HOTb B3aEMOZIATW NPOTArOM 2rog,.

Oani po36aBnsawTy QUXIOPMETAHOM | NpomMuBa-
OTb cnovatky 10%-HUM BOAHUM PO3YUHOM BUHHOT
KUCNOTK, a noTiM BydpepHUM po3vnHOM i3 pH=7.

PosginaoTs i cywatb opraHivHy ¢pasy Hag Ccynb-
¢daTtoM MarHito, nNOTiM BUNAPOOTL PO3YAUHHUK MPU
3HUXKEHOMY TUCKY. TaKUM YUHOM OJEPXKYIOTb Onis, WO
ounwalTe Xpomarorpadiieto Ha cunikareni 3 enwto-
BaHHAM CYMILULLKO guxnopmeTan/etunaugerart 9/1.

Oaepxytotb 440Mmr 1,1-gMMETUN €TUNOBOTO edi-
py 3-[[(4-meTundperin)cynbdoHinjamiHo-1-
ninepuaMHKapGoHOBOT KUCNOTWM [HABOAUTLCA Y J.
Med. Chem. 1992, 35, 4334-4343] i3 3aranbHoio ¢o-
pmynoto  Ci7H2sN204S, (M=354,472r). BignosiaHui
Buxig 82%.

CymMi 425Mr ogep>xaHoT paHiwe cnonyku i 2,1mn
cyMiwi TpudpTopoutosa kucnorta/guxnopmeraH 50/50
OXONOMAXYIOTb 40 Temnepatypu Big 0 4o 5°C.

BuUTpumyloTe, nepemiwyoun, npu Temneparypi
5°C npotdarom 30xB.

[MOTIM PO3YMHHUK BUNAPHOOTL MPU 3HUXKEHOMY
TUCKY | ogepxyoTb 403mr TpudpTopaueTarty 4-meTun-
N-(3-ninepuaunin)-6eHsoncynedoHamigy i3 3aranb-
Hoto cpopmynoto CiaH19F3N204S (M=368,377r).

CycneHayoTb 228Mr paHiwe oaep»aHoi Cnonyku
B 2 Mn MeTaHony. O6po6nsawTy HAaANUWKOM CMOMU
DOWEX 21K 20-50 Mesh, aktuBoBaHoi rigpokcuaom
HaTpilo.

DiNbTPYIOTL, ONOMNICKYOTL CMOSY B METaHOoMi, no-
TiM (pinbTpaT ynaproTb NPU 3HUKEHOMY TUCKY.

TakuMm 4nHOM oaepxyloTe 123mMr 4-metun-N-(3-
ninepuaunHiny-6eHsoncynboHamigy i3 3aranbHol
dopmyno Ci2H1sN2028 (M=254,353r).

Po34nHAOTL B iHepTHOMY rasi 118mr paHiwe
OAEpPKAHOro aMiHy B 1,2MN AUXNIOPMETaHY.

Dani nocnipoBHo BBOAATL 98mKkn TEA, noTim
28mkn gudpocreHy. 3anuwialoTb B3aeMogiaTu npu
nepemiwyBaHHi npotsarom 30x8. npu Temneparypi Big
0 po 5°C. P036aBnsatoTe AUXNOPMETAHOM, OpraHivyHy
¢asy npomusatoTb 10%-HUM PO3YUHOM BUHHOT KUC-
notu, NOTiM BOAO. NicnsA CywiHHA Hag cynbgaTom
HaTpilo, (pinbTpyBaHHA | BUNAPIOBAHHA PO3YUHHUKA
Npu 3HWKEHOMY TUCKY CUPWUA MPOAYKT OYMLLAKTL
XpomaTorpadpieto Ha cunikareni, B3ABLUM SK EFIOEHT
CyMilU guxnopmeTaHn/aueToH 95/5.

TakuM YMHOM oaepPxyloTb 112mr xnopuay 3-[[(4-
MeTundgeHin)cynbgoHinjamiHo]-1-
ninepuanHKkapBGoHOBOT KUCNOTH i3 3aranbHo0 opmy-
notw Ci3Hi17CIN203S (M=316,308r). Buxig cknagae
76%.

B iHepTHiW aTtmocdepi 3miwyloTe 10Mr rigpuay
HaTpilo (55-65%-Ha cycneHsia B onii) i 2mn 6e3BoaHO-
ro retTparigpodpypaHy.

MoTiM gogatoTb 71Mr paHille oaep»kaHoro npo-
AYKTY.

MepemilyoTb Npy KiMHaTHIK TeMnepaTypi npoTa-
rom 15x8., NOTiM AoAalTb 12MKA OUTOBOT KUCAOTH i
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2mn chochatHoro GycepHOro posunHy 3 pH=7.

MepemilyoTb We NpoTAroM 5xs., NOTIM A04A0Th
5Mn eTunaueTary, AeKaHTYTh, NOTIM MOBTOPHO eKC-
TparyTs eTunageratom. Po3aindatoTb i cywars opra-
HiuHy pasy Hag cynbdpatom MarHito, QinbLTpyoTh,
BMMNAPIOKOTL PO3UMHHUK NPU 3HUKEHOMY TUCKY.

3as3Ha4YeHUM YMHOM OEepPXyKTb B65Mr cuporo
NPOAYKTY, AKUIK OYULLAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
TaH/aueTtoH 95/5.

Takum YMHOM OAEPXKYIOTE 40Mr LiNbOBOT CMOMYKU
i3 saraneHo0 dropmynoro CisH1eN203S (M=280,348r).
Buxin cknapae 64%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHA B M.Y. | MYNbTUNAETHICTL NiKiB (ABa KoHoMe-
pu NpUCyTHI B nponopuii 90/10):

1,46 (m), 1,76 (v) i 2,08 (am); NCH-CH2-CHz;
2,44 (c)i245(c): CHs; 2,82 (0) i 2,98 (m) i 3,28-3,50
(M): -N-(CHz)2; 4,55 (m) i 4,65(m): CO-N-CH; 7,33 i
7,78,7,35i 8,02 [AABB" CH3-CeH4-SOo.

I4 (CHCls): 1758, 1598, 1995, 1367, 1169 cm™.

Mac-cnektp (El) m/z: [M]* = 280, 216, 155, 125,
97, 91.

Mpuknag 22

6-okca-1-a3abiyukno[3.2.1]okT-3-eH-7-0H

SMILLYIOTb B iHEPTHOMY rasi 5Mn guxXnopmMeTaHy i
68wmr rigpoxnopuay 1,2,3,6-teTparigpo-nipuanH-3-ony
(M=135,5r) [HaBoguTeCca Chem. Pharm. Bull. 30(10)
3617-3623 (1982)).

HdoaatTtb 33MKN gugpocreHy i nepemilyoTs Npo-
Tarom 5xB. npu Temnepatypi 0°C. ToTim AoaalTb
140mkn TEA i 61mr DMAP.

3anuwaloTb B3aeMogiATU Npu KiMHaTHIA Temne-
patypi npotarom 2 roauHy, aani po3taBnsawTb AUX-
nopmeTaHom i npoMuBatoTb 10%-HUM BOOHUM PO34U-
HOM BWUHHOT KUCMOTW, NOTIM BOAOK. [EKaHTYHOTb i
cywaTb opraHidyHy asy Hag cynbdatoMm Martito.
PO3UYMHHUK BUMAPIOKOTE NPU 3HMKEHOMY TUCKY. Takum
YUHOM OAEPXKYIOTH SMI CUPOro NPOAYKTY, AKUA O4u-
walwTbs Xpomarorpadieto Ha cunikareni 3 entoroBaH-
HAM CyMIiLLILLIIO AuxnopMeTad/eTunauetat 95/5.

3a3Ha4YeHUM YUHOM OAEPXKYIOTh 3MT LiNbOoBiI CNo-
nyku i3 3aranbHoto copmynot CsH7NO2 (M=125r).
Buxig cknapae 5%.

Mpuknag 23

deHinveTunosuii edip TpaHc-3-6eH301N-2-0KCOo-
4-okca-1,3-pia3abiyukno[3.2.1]-okTaH-7-kapboHoBoT
KMCnoTu

3MiLYIOTL B iHEPTHOMY rasi 5,50r (13,7mMmonb) 1-
(1,1-aumetuneTunjosoro i  2-(PeHinMeTUN)oBOro
edipy uuc-4-[(metuncynbdoHin)okcu]-1,2-
niponignHkap6oHoBOT KUCNOTU [HaBoaAUTbCA y J. Org.
Chem. 1991, 56, 3009-3016] i3 saranbHol hopmy-
noto CigH2sNO7S (M=399,466r) i 110mn gumeTtundo-
pmMamigy, notiMm gopatotb 2,58r N-rigpokcudpranimigy,
notim 1,52r GikapboHaty Kanito.

HarpisatoTb Npu nepeMillyBaHHi 40 Temneparypu
100°C i nigTpUMYIOTE peakuiiHy Cymill npu 3asHade-
Hill TemnepaTypi npoTarom 4roa,.

Oxonomxytote Ao 20°C, gogatoTb cymiw 220mn
BOAW i nbody, MNOTIM €eKCTparylTb i30nNponinoBum
edpipom.

Cywartbe Haa cynbatom marHi, noTiM ynapto-
I0Tb AOCYXA MPU 3HUKEHOMY TUCKY.

3anuwok xpomarorpadyoTb Ha cunikareni 3
EMIOIBaHHAM CYMILLILLIO  AuXnopMeTaH/eTunauerar
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90/10.

TakuM  4yuMHOM  opepxyloTe  3,06r  1-(1,1-
AUMETUNETUN)OBOrO i 2-(PEeHINMETMN)oBOro edipy
TpaHc-4-[(1.3-auriapo-1,3-giokco-2H-izoiHaon-2-
imokcu]-1,2-niponiauHkapBboHOBOT KMCNOTH i3 3aranb-
Hoo dopmynot CasHasN207 (M=466,494r). Buxig
Bignosipae 47%.

PosunHaoTe  3,24r (6,94mmonb)  dptanamiay,
OAEPKAHOro SAK 3a3Ha4YeHo padiwe, y 33mn guxnop-
MeTaHy.

HopatTtb 372MKnN rigpaTy rigpasuHy.

MepemiwyoTsb Wwe npotaroM 2roa,. 30xs. npu Te-
mnepaTtypi 20°C.

Ocag, Wo yTBOpPMBCA, BiaginbTpoOBYHOTL, ONOSIC-
KYIOTb AUXIIOPMETAHOM, NOTIM PO3YUHHUK BUNAPIOOTH
NP1 3HUKEHOMY TUCKY.

OaepxyloTb 2,911 CUPOro NPOAYKTY, AKUA O4u-
wawTs XpomaTtorpadieto Ha cunikareni 3 enooBaH-
HAM cymilwo guxnopmetaHd/etunaugetar 90/10, no-
Tim 80/20 i 50/50.

TakuM YMHOM OAep>KyIoTb cymapHo 942mr 1-(1,1-
AUMETUNETUN)OBOrO i 2-(PEeHINMETMN)oBOro edipy
TpaHc-4-(amiHookcK)-1,2-niponigMHKapBboHoBOT  KUC-
notu is  3aransHo  copmyno  Ci7H24N20s
(M=336,39r). Buxig signosigae 40%.

3MIilWYIOTL B iHEPTHOMY rasi 853mr paHiwe oaep-
WaHoi cnonyku (2,53mmons) i 8,5mMn 6e3BogHOro au-
XINOpMeTaHy.

OxonopkyloTe Ao Temnepatypu Big 0 go 5°C,
noTtim gopatotb 706mkn TEA i 588mkn 6eHsoinxno-
puay.

Mepemiwytotb npotarom 10xB. npu Temneparypi
Big 0 oo 5°C, noTim Temneparypy niaBULLYIOTL A0
20°C i sanuwatoTb B3aeMogiaTu we npotarom 30xs.

OpraHiuny chasy npomusatotb 10%-HuUM BOOHUM
PO3YUHOM BUHHOT KUCFIOTWU, MOTIM BOAOK. HeKkaHTy-
IOTb | cywaTb opraHidHy pasy Hag cynbdatom Ha-
TPil0, PO3YMHHUK BUNAPIOIOTL NPU 3HUXKEHOMY TUCKY.

Takum 4YMHOM opepxytoTe 1,38r npoaykTy, wWo
3MIiLLYIOTL 3 25MN guxnopmeTaHy. OXONoMAXyTb 40
Temnepartypu Big 10 ago 15°C i gogatotb 123mkn ria-
pasuHrigparTy.

3anuwarTb B3aeMOAIATU NpPU  NepemillyBaHHI
npu Temnepatypi 20°C npoTtarom 2,5ro4,.

PO34YMHHUK BUNAPIOKOTE MPU 3HUKEHOMY TUCKY.

3asHayeHUM 4YUHOM oaepxkylTe 1,13r cuporo
NPOAYKTY, AKUIK OYULLIAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  eniBaHHAM  CYMIlILLIO  AUXIOopMe-
Tad/eTunauetar 80/20.

Opnepxylote 948mr 1-(1,1-AMMETUNETUM)OBOTO i

2-(thbeHinMeTun)oBoro edipy TpaHc-4-
[(6eHnzoinamiHo)okcu]-1,2-niponiguHkapboHoBOT  KUC-
notu i3 3araneHo  copmyno  CasH2sN20g

(M=440,50r). 3aranbHuit Buxig 85%.

Po34nHAOTL Npu nepemiwyBaHHi 948mr paHiwe
O4Ep>KaHOT CNONYKKU B 2MN eTunauerary.

OxonopkyloTe Ao Temnepatypu Big 0 go 5°C,
noTiM goAatTe B OAUH npuiaom 4,7mn npubnusHo
4,6M po34nHy rasonogibHoro xnopuay BOAHIO B €TU-
nauerari.

Yepes 1 roguHy pO3YUHHUK BMNAPIOOTL NPU 3HU-
KEHOMY TUCKY | NPOAYKT NpoMUBAIOTL 3 pasu eTuno-
BUM ePipoM.

PO34nMHHUK BUMApPIOOTE MPU 3HUXKEHOMY TUCKY.
Takum YUHOM OJepPXylTb 842Mr (PEHINMETUNOBOTO
edipy TpaHc-4-[(6eH3oinamiHo)okeu]-1,2-
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niponignHKapGoHOBOT KUCNOTU Y BUIMASAAI MYXKOT MiHK
6inoro KONbOpY i3 3aranbHOo  opMynoto

CigH20N204, HCI (M=376,84r).

Buxig e kinbkicHuM.

PosunHatote 47mr (0,125mMmMonb)  opepkaHoro
paHiwe rigpoxnopuay B iHepTHOMY rasi B 0,5mn gux-
nopmetaHy. Jogatotb 25,2MKN NipuaunHy, NoTiM 0X0-
NnoaxXyTb A0 Temnepartypu Big 0 oo 5°C i gogatotb
9,5MKn gudpocreny.

MiaBuwytote Temnepatypy oo 20°C, posbasns-
HOTb AUXNOPMETAHOM, NOTIM peakuinHy Cymill npoMu-
BatoTe 10%-HUM BOOHUM PO3YUHOM BUHHOT KUCFIOTH i
NoTiM BOAOIO.

OpraHivyHy dpasy AeKkaHTyloTb i cywaTb Hajg cy-
neatom HaTpito. MOTIM PO3YUHHUK BMNAPIOKOTL Npu
3HUXKEHOMY TUCKY.

Takum YUHOM OAEPXKYHOTb 43,8Mr CUPOrO NPOAYK-
TY, AKMA ovnLLAKOTL Xpomartorpadieto Ha cunikareni 3
EMIOIBaHHAM CYMILLILLIO  AuXnopMeTaH/eTunauerar
90/10.

Oaepxylotb  34,9mr  heHinmeTunosoro  edipy
TpaHc-4-[(6eH3oinamiHo)okeu]-1-(xnopkapboHin)-2-
niponignHkapBoHOBOT KMUCNOTK i3 3aranbHo opmy-
noto CooH19CIN20s (M=402,83r). Buxig cknagae 69%.

Posuunatote 13mr (0,032mMmonb) padiwe opep-
XKAHOT CNONYKK B 4 MM TONYOny.

Dopatotb 9mkn TEA i 7,8mr DMAP.

3anuwaloTb Ha Hi4 NpuW HarpisaHHi 40 Temnepa-
Typu 100°C.

PO3YMHHMK BUNAPIOIOTL MPU 3HUKEHOMY TUCKY,
NoOTiM 3anuLOK oYuLLatoTb Xpomartorpadieto 3 entoto-
BaHHAM AUXMOPMETAHOM.

Takum YUHOM OJEepPXKyOTb 4,3Mr LUiNbOBI CMOMYKW
i3 3arancHoto dopmynoto CaoHi1sN20s (M=336,37r).
Buxin cknapae 40%.

Cnektp 'H-AMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,97 (panp) i 2,85 (apn): N-O-CH-CH»>-CH; 3,80
(om) i 4,14 (aa): N-O-CH-CH2-N; 4,75 (na): N-CH-
CHz; 4,93 (1): N-O-CH-CHg; 5,04 i 5,31 [AB]: O-CH2-
CsHs; 7,77:17,25-7,50 (M) CH2-CeHs | OC-CeHs.

Y (CHCI3): 1735; 1612, 1575, 1496 cm'!.

Mpuknag 24

3-6eH301n-1,3-giazabiunkno[2.2.2JokTaH-2-0H

B atmocdepi a30Ty po3vuHATh 2,41 (10MMOnb)
rigpoxnopuay N-4-(ninepuauHun)-6eH3amigy [HaBo-
anteea y J. Med. Chem. EN. 17(1974), 736-739], i3
3aransHo dopmyno Ci2HisN20 y 30Mn auxnop-
MeTaHy.

OxonomxkytoTe A0 Temnepatypu 0°C i npu nepe-
MilwyBaHHi gogatTts 2,8mMn TEA i 0,66mn audocreny.

Yepes Kinbka XBUMUH po36aBnsaioTb Auxnopme-
TaHoMm, noTiMm npomueatoTb 10%-HUM BOAHUM PO3UU-
HOM BUHHOT KUCNOTU i BOAOKW. OpraHivyHy ¢pasy geka-
HTYHOTb, CyWwaTb Hag cynbdpatom MarHit i pO34YUHHUK
BMMApPIOOTL MPU 3HMXKEHOMY TUCKY. O4unLaloTb Ha
cunikareni 3 eniiBaHHAM CyMILULWIO AWXopMme-
Tad/eTunauetar 90/10.

Opepxytote 1,62r xnopuay 4-(6eHsoinamiHo)-1-
ninepuanH-kapboHOBOT KUCNOTK i3 3aranbHo ¢op-
mynoto Ci3HisCIN2Os (M=266,5r). Buxig signosigae
61%.

B artmocdepi  asoTy  posdyuHaAlTs, 1,211
(48Mmonb) ogepxKaHOT paHiwe crnonyku B 37mn TeT-
parigpodypany.

Po34nH 0OXonomxywTb A0 Temnepatypu -78°C,
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noTiM AodawTb Kpannamu  5mn 1M posuuHy
Gic(TpumeTuncunin)amigy nitito B TeTparigpodypaHi.

MigTpuMyOTh NpuU TemnepaTypi -78°C npoTarom
15xB., NOTIM NiABULLYIOTbL TEMNEPATYPY A0 KiIMHATHOT i
3anuLIatoTb B3AEMOAIATHU LWe NpoTAarom 1roa,.

PosunH oxonoaxyTe 4o Temnepatypu 0°C, no-
TiM aoaatoTe 720MKN OUTOBOT KUCMAOTU, NPU LbOMY
yTBOPIOETbCA ocal. Po36aBnsaiTb eTunayeraTom,
npomuBalote 10%-HUM BOOAHUM PO3YUHOM BUHHOT
kucnotn i cocatHum  6ydpepHUM  PO3UUHOM i3
pH=7,0.

OpraHivyHy dpasy gekaHTyloTb | cywaTb Haj cy-
nbpaTtoM MarHito. OINLTPYHOTL | PO3UUHHUK BUMApPIO-
HOTb NMPU 3HWKEHOMY TUCKY. CUPUA NPOAYKT ouuwia-
I0Tb XpomaTtorpadieto Ha cunikaresni 3 enBaHHAM
cyMiwo auxnopmertan/eTunauertar 90/10.

3asHayeHUM 4YMHOM nicna nepekpucTanisauii 3
eTunoBoro eipy oaepxytots 0,214r UinboBOT cnony-
ku i3 3aranbHoto dopmynoio CigHi14N202 (M=230r).
Buxig cknapae 20%.

Cnextp 'H-AMP (OMCO, 250Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,71-2,02 (M): (CH2)2-CHN; 3,14 (1): N-(CH2)z;
4,84 (m): (CHz)2-CHN; 7,39-7,65 (m): CeHs.

I4 (CHCI3): 1735, 1682; 1618, 1602, 1582; 1488

cm .

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHizaUi€r0) m/z: [2M+Na]+=483;
[M+Na+CH3CN]*=294; [M+Na]*=253.

Mpuknag 25

OudperinmeTunosuin edip TpaHc-7-0KCO-6-0Kca-
1-a3abiuunkno[3.2.1]JokTaH-2-kapBbOHOBOT KUCMOTU

3MIWYIOTL B iHEPTHIR atmocdepi 15mn guxnop-
mMeTaHy i 197mr/(0,633mMMonNL) AUQEHINMETUNOBOro
edipy TpaHc-5-rigpokcun-2-ninepuanHkapboHOBOT Ku-
cnotu [HaBoautbea y Rec. Trav. Chim. (1959), 78,
648-658] i3 3aranbHo0 opmynoto CigH21NOs.

OxonogkyloTe 4o Temnepatypu 0°C, noTim noc-
nipoBHO godatoTb 42mkn audpocreHy, 177mkn TEA |
pani 77mr DMAP. 3anuwatwTb B3aemofiatu 4roa.
npu KiIMHaTHIK TeMmnepaTtypi.

Hani peakuiiiHy cymiw npoMuBawTe 10%-HuUM
BOAHUM PO3YUHOM BUHHOT KUCNIOTU, MOTIM HACUYEHUM
PO3YMHOM XNOpUAY HaTpIlo y BOAI.

OpraHivHi dpasu NOeaHYIOTL | CylaTb Hag Cynb-
daToM MarHito, PO3UUHHUK BUNAPKOKTL NPU 3HUXKE-
HOMY TUCKY i OdepKyloTb 195Mr cuUporo nNpPOAyKTYy,
AKMA ovuLLaloTL Xpomatorpadpield Ha cunikareni 3
enoBaHHAM AUXITOPMETaHOM 3 godasaHHam 0,1%
BOAM.

OfepxXyloTb Onil0, SKY NEpPeKpUCTanisoByloTb i3
CyMiLli neHTaH/eTunosuin egip.

3asHayYeHUM YUHOM oaepPXytoTe 108Mr UinNbLOBOT
CMONyKU y BUrNAAi kpuctanis 6inoro konbopy i3 3ara-
neHoto dopmynoto CaoH1gNOs (M=337,338r). Buxia
cknapae 51%.

Cnektp 'H-SIMP (CDCls, 400Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,86 (m) i 2,03 (M): N-CH-CH2-CH2-CO; 2,27 (m):
N-CH-CH2-CH2-CO; 3,07 (n) i 3,29 (M): N-CH2-CHO;
4,31 (aa): N-CH-CHz2; 4,73 (m): N-CH2-CHO; 6,93 (c):
CO2-CH-(CsHs)2; 7, 27-7, 41 (M): CH(CsHs)2.

IY (CHCIs): 1788, 1736; 1496 cm™.

Mac-cnektp (BIMC) m/z.
[M+li]*=344; [M]* = 337, 167.

Mpuknag 26a

[M+Na]+*=360;
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(4-HiTpODEeHIMMETUNOBUIA edip TpaHC-7-0KCO-6-
okca-1-a3abiunkno[3.2.1]oktaH-2-kapOoHOBOT KKCHO-
™

3MIiLYIOTL B iHEPTHI atmocdepi 66mn auxnop-
MeTaHy i 1r (3,56Mmonb) (4-HiTpodeHin)MeTUnoBoro
edipy TpaHCc-5-rigpokcun-2-ninepuanHkapBboHoBOT Ku-
cnotu i3 3aranbHolo  copmyno  CizHisN20s
(M=280,282r).

OxonogxyoTe Ao Temnepatypu 0°C, notim ago-
aattb 0,24mn gudpocreHy. 3anuwarTb B3aemMogiaTu
npu nepemiwysaHHi npotarom 10xs. npu Temneparypi
0°C. noTiM Temneparypy niaBuULLYIOTb A0 KiMHATHOT,
PO34YMHHUK BUNAPIOIOTL NPU 3HUKEHOMY TUCKY.

Ocap pos34yuHATL y 66MN TONyony i AoaarTb
0,99mn TEA.

Kon6y BMilytOTb HA MacnsaHy 6aHlo 3 Temnepa-
Typoo 110°C i BuTpumyoTe NpoTarom 15xe. MoTim
AaloTb CyMilli OCTYAUTUCH A0 KiIMHATHOT Temneparty-
pu.

MpomuatoTe 10%-HUM BOAHWUM PO3YUHOM BUH-
HOT KUCNOTU, NOTIM HACUYEHUM PO3UMHOM XMIOpuay
HaTpito y Bo4i.

OpraHivny pasy cywatb Hag cynbgarom MarHito,
MOTIM PO3YMHHUK BUNAPIOKOTL MPU 3HUKEHOMY TUCKY.

3asHayeHUmM 4YuMHOM ogepxytTe 0,885r cuporo
NPOAYKTY, AKUIK OYULLAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
Tad/eTunauerar 85/15.

Takum 4YuHoMm ogepxyoTb 0,184r UinbLoBOT cno-
nyku i3 3aransbHo  ¢opmyno  CrHisN20g
(M=306,276r) y BUrNAAI ONiT >)KOBTOr0 KOMbLOPY.

Buxig Bignosinae 17%.

Cnektp 'H-AMP (CDCls, 400Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,92 (m) i 2,07 (M): N-CH-CH2-CH2-CO; 2,22 () i
2,30 (m): N-CH-CH2-CH2-CO; 3,17 (a) i 3,35 (am): N-
CH2-CHO; 4,28 (np): N-CH-CH2; 4,79 (m): N-CHo-
CHO; 5,33 [AB]: CO2-CH2-CeHsNOz2; 7,56 i 8,25 [AA'-
BB': CH2-CeHa-NOs2.

I4 (CHCI3): 1791, 1745; 1609, 1526, 1495 cm.

Mac-cnektp (El) m/z: [M]* = 306, 262, 136, 126,
82, 55.

Mpuknag 26b

TpaHc-7-0Kkco-6-okca-1-a3abiumkno[3.2.1]okraH-
2-kapBoHOBa KucnoTa

3miwytote 140mr (0,457mMmonb) cknagHoro edi-
Py, 0O4epKaHoro B npuknagi 26a, 7mn auetoHy i 28mr
20%-Horo Pd/C ak kaTanisartop.

3anuwalTb B3aEMOAIATU NpPU  NepeMmillyBaHHiI
nNpoTAroMm 25x8. B aTMocdepi BOAHIO NpU HOpMarib-
HOMY TUCKY.

KaTanizatop BiadineTpoBYOTE i NOTIM PO3YUHHUK
BMMAPIOKOTL NPU 3HUKEHOMY TUCKY.

Takum YMHOM OAEPXKYIOTb 137Mr LinboBOT cnony-
KK i3 3arancHoto ropmynoto C7zHeNOs (M=171,152r) y
BUrNAAI Macna B cymilwi 3 1TMonb n-TonyiguHy. Buxig
cknapae 97%.

Cnektp 'H-AAMP (DMSO, 400Mru), xiMiuHi 3py-
LWEHHS B M.Y. | MYNbTUNAETHICTL MiKiB:

1,84 (m) i 1,95-2,05 (m): N-CH-CH2-CH2-CO; 3,13
(n) i 3,24 (ap): N-CH2-CHO; 4,02 (an): N-CH-CHz;
4,81 (am): N-CH2-CHO.

Mpuknag 26¢

MeTunosuit edip TpaHc-7-0Kco-6-okca-1-
a3abiuukno[3.2.1]okraH-2-kapbOHOBOT KUCMNOTK

PosuuHatote 17,25mr (0,1MMONb) KUCFOTKU, oae-
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pXaHoT B npuknagi 26b, y 3mn guxnopmMeTaHy.

OB6pobnaATb HAANULLKOM Aia30MeTaHy B PO3UUHI
AUXNOPMETaHy, MOTIM PO3YUHHWK BUMAPKOKOTE NpU
3HUKEHOMY TUCKY.

3asHayeHUM uYMHOM ofdepXylTb 30Mr cuporo
NPOAYKTY, AKUIK OYULLIAKOTL XpomaTorpadieto Ha cuni-
Kareni 3 entoBaHHAM CYMILILIKD Tonyon/eTunauerar
90/10.

OaepxyloTb 6,7Mr LinboBoT Cnonyku
(M=485,187r). Buxig cknagae 36%.

Mpuknag 27

(4-HiTpobeHiMMeTUNoBUA edip LUC-7-0KCO-6-
okca-1-a3abiunkno[3.2.1]okTaH-2-kapboHOBOT KUCMO-
™

B aTMocepi asoTy BBOAATb 0,802r
(2,034MmoOnb) TpupTopauetaTy (4-

HiTpodpeHimmeTunosoro  edipy  uuc-5-rigpokcun-2-
ninepuanMHkapGoHoBOT KMCNOTU [HaBoauTbecA y Rec.
Trav. Chim. (1959), 78, 648-658] i3 sarancHot dop-
mynoto CisH1sN20s, CF3CO2H (M=394,303r) y 40mn
AUXNOPMETaHY | OXONOAXKYOTb A0 TemnepaTypu 0°C.
HopatTtb 0,135mMn gudpocreny. MNepemiwyoTb NpoTa-
rom 15x8. npu Temneparypi 0°C, niaBuLLyIOTL TEMNE-
paTtypy A0 KiMHATHOT i NPOAOBXYHOTb NepeMillyBaHHSA
npoTAarom 35xs.

PO34YMHHUK BUNAPIOKOTE MPU 3HUKEHOMY TUCKY.

PO34nHAOTL 3a3HavYeHuid npoaykT y 40mn Tony-
ony i 1,1Mn TpueTunamiHy. PeakuiiHy cymill Harpi-
BalOTbL NpoTaArom 35xB. o Temneparypu 100°C, noTim
3anuLIaOTb OXONOAXKYBaTUCEL A0 KiIMHATHOT TeMmnepa-
Typu.

MpomMuBatoTL BOAoOto, nNoTim doccatHum Bydep-
HUM PO3YUHOM i3 pH=7.

OpraHiuny dpasy cywatb Hag cynedaTtom HaTpito
i PO3YMHHUK BUMAPIOKOTL MPU 3HUKEHOMY TUCKY.

3asHayeHUM 4YUHOM opepxkylTe 0,56r cuporo
NPOAYKTY, AKUIK OYULLIAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  eniBaHHAM  CYMIlILLIO  AUXIOopMe-
TaH/aueToH 95/5.

Takum YUHOM OAePXKyTb 110Mr LinbOBOT Cnony-
kKn i3 3aranbHoo  cdopmynow  CiaH14N20s,
(M=306,275r) y Burnaai onii. Buxig cknagae 17%.

Cnektp 'H-SIMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,80-1,94 i 2,10-2,45: N-CH-CH2-CH2-CO; 3,07
(n), 3,04 (am) i 3,86 (gn): CH-N-CHz; 4,80 (1): O=C-
O-CH; 5,28 i 5,43 [AB]: O=C-O-CH2-CeHs; 7,61 i 8,24
[AA'BB'] CeHaNO:o.

4 (CHCIs): 1801, 1794, 1745, 1704; 1609, 1525,
1498 cm'.

Mac-cnektp (El) m/z: [M]*
83, 55.

Mpuknag 28a

1-nponeHinTpudeHindgocgoHieBa cinb eHinme-
TUNoBOoro edipy TpPaHC-7-0KCo-6-(cynbdokcu)-1,6-
Aias3abiynkno[3.2.1]okraH-2-kapGoHOBOT KUCNOTK

Crapia A: ®eHinmeTunosuid edpip yuc-5-rigppokeu-
1-(TpuchTopoaueTun-2-ninepuanmHKapboHoBOT KUCNO-
™

Po3unHAOTL B iHepTHIW aTtmocdepi  6,19r
(22,77vmons) rigpoxnopuay geHinveTunosoro edi-
py 5-rigpokcu-2-ninepuanHkapboHoOBOT KUCNOTKU i3
saransHow opmynoto CisHisCINOs (M=271,746r)
[HaBoauTbeca y Rec. Trav. Chim. (1959), 78, 648-658]
y 80Mn 6€3BOAHOIO AUXNOPMETAHY.

OxonogkyloTe Ao Temnepatypu 5°C i gogawTts

306, 262, 136, 126,
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9,5mMn TEA, notim kpannamu 6,46mn TpudTopouTo-
BOrO aHriapuay.

3anuwalTb B3aEMOAIATU NpPU  NepeMmillyBaHHiI
npu Temnepatypi 5°C npotarom 1 roguHu, NOTiM PO3-
6aBnATL AUXIIOPMETAHOM, MPOMUBAIOTL MOCMIAOBHO
10%-HUM BOAHUM PO3YUHOM BUHHOT KUCNIOTU, BOAHUM
dochaTHUM ByhepHUM PO3UYUHOM i3 pH=7 i Hacuue-
HAM PO3YUHOM XITOPUAY HATPIIO Yy BOAI.

OpraHivyHy dpasy AeKkaHTyloTb i cywaTb Haj cy-
necaTtoM marHito. MoTiM PO3UYUHHUK BMNAPIOKOTEL Npu
3HUXKEHOMY TUCKY.

Takum YMHOM OZePXKYOTb 10r onii YepPBOHOIO KO-
Nbopy, WO POo34nHAKTL ¥ 100Mn meTaHony. Oxono-
DKYIOTb A0 TemnepaTtypu 10°C i noBinbHO AoAalTh
npu MakcumansHin Temnepatypi 20°C 6,8r (78MMOIb)
6ikapboHaTy HaTpito B po3vnHi B 100mn Boau.

3anuwalTb B3aEMOAIATU NpPU  NepeMmillyBaHHiI
npu Temnepatypi 20°C npotarom 30xB., eKCTparyoTh
AUXTOPMETAHOM.

OpraHiuny pasy AeKkaHTylTb, NPOMUBAIOTL Ha-
CUYEHUM PO3YUHOM XNOpUAY HATPIO Yy BOAI i cywaTts
Hag cynbgaToM MarHito.

PO34YUHHUK BUNAPIOOTE NPU SHUKEHOMY TUCKY i
TakMM YUHOM OAEPXKYHTb 7,6r onii KOBTOrapsa4oro
KONbOPY, AKY OYULLAIOTL XpomaTorpadieto Ha cunika-
reni 3  EnOBaHHAM  CyMilUWLIKO  AUXIIOpPME-
Tad/eTunauerar 95/5.

Takum YMHOM OAEPXKYIOTh 6r LiNboBOT CNONYKK i3
saransHow opmynoto CisHisFsNOs4 (M=331,294r).
Buxin cknapae 68%.

Crapia B: deninveTunoBuin edip TpaHc-5-[(2-
nponeHinokcu)aminol-1-(rpudpropaueTun)-2-
ninepuanHKapGoHOBOT KUCMOTU

Beoaats 1,74r (5,26MMONL) 0AEpXKAHOTO paHille
CNUPTY B 29MN aueToHiTpuny. OXOnoaXyloTb A0 Te-
mnepatypu -40°C i gopatoTb Npu 3asHadeHin Temne-
patypi 0,61mn 2,6-nytuanHy (CsHsN(CHas)2), notim
0,91Mn TpupTOPMETAHCYNLGOHOBOTO aHrigpuay.

3anuwalTb B3aEMOAIATU NpPU  NepeMmillyBaHHiI
npotarom 30x8. npu Temneparypi -40°C. MoTim ao-
JaloTb NpK TiK ke Temnepartypi npotarom 1xs. 0,7mn
(10,52Mmonb) 0-aninrigpokcunaminy.

TemnepaTypy niasuwyots ao 0°C, notim goaa-
Th we 0,61mMn 2,6-nyTuamnHy i 3anuwatoTb B3aemMo-
JiaTu Ha HiY (15roa.) npu Temnepatypi npUGNU3HO
5°C, noTiM LWe Ha 2rog. npu Temnepartypi 20°C.

Oani po36asBnaioTe AUXNOPMETAHOM, MPOMUBA-
I0Tb BOAHUM pO34YuMHOM GikapBoHaTy HaTpito, MoTiM
10%-HUM BOOAHWUM PO3YUHOM BUHHOT KUCNOTU i HACU-
YEHUM PO3YUHOM XITOPUAY HATPIIO ¥ BOAI.

OpraHiuHy (pasy AeKkaHTylTb, CyllaTb Hag Cynb-
¢daToOM MarHit0 i PO3YMHHUK BUNAPIOOTL MPU 3HUXKE-
HOMY TUCKY.

Takum YUHOM OJePXKYlOTb 2,11 Onil XKOBTOro KO-
NbOpPY, WO OUYMLLAKTL XpomaTorpadieto Ha cunikareni
3 enBaHHAM cymiwwio Tonyon/eTunauertar 90/10.

Oaepxylotb 1,23r UiNbOBOT CNONYKKA i3 3aranb-
Hot popmynoto CigH21FsN204 (M=386,374r). Buxig
cknagae 61%.

Crapia C: deHinmeTunosun edip TpaHc-5-[(2-
nponeHinokcu)amiHo]-2-ninepuanHkapboHOBOT KUCNO-
™

PosunHaloTe B iHepTHIW aTtmocdepi  1,41r
(3,65MmoOnb) ogepxKaHOT paHiwe crnonyku B 25mn
6€3B04HOTO METAHONY.

OxonogxyTe A0 Temnepatypu Big 0 go 5°C,
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notim pobnarte 3 pogasaHHa 145mr NaBHa4 3 iHTep-
Banamu B 45xs.

MoTiM peakuiiHy cymiw nigkucnawTe 4o pH=2
nonepeaHs0 OXoNoaXeHuMm Ao 5°C 1H. BOOHUM pPO3-
YUHOM COJIAHOT KUCIOTHU.

EkcTparylotb eTunaueTarom.

BoaHy a3y 0xXonomaxywTb Ao Temneparypu 5°C,
aoaatTtb 100mn eTunaugertaty i 06pobnsoTb Hacuye-
HUM PO3UMHOM KapboHaTy HaTpilo 4o oaepkaHHa pH
B iHTepBani Big 8,5 o 9.

MoTiM amiH ekcTparytoTb eTunagetatom. OpraHi-
YyHy hasy NPOMMBAOTE HACUYEHUM PO3YUHOM XIOPU-
Ay HaTpilo y BOAi, NOTiM cywaTb Hag cynbdpatom mar-
Hil0 | yNnaptowTbe PO3SYUHHUK NPU SHUXKEHOMY TUCKY.

Takum YuHOM ogepxytoTe 0,628r UiNbOBOro npo-
AykTy i3 3arancHoo  copmyno  CisH22N203
(M=290,364r).

Buxig cknapae 59%.

Cragia D: deHinmeTunosuin egip TpaHc-7-0Kco-
6-(2-nponeHinokcu)-1,6-aiasabiumkno[3.2.1]okcTaH-2-
KapOOHOBOT KUCMOTK

Po3unHAOTL B iHepTHIW aTtmocdpepi  103mr
(0,35MMmonnb) oaepkaHOro paHiwe aminy B 35mMn 6e3-
BOAHOTO AUXITOPMETaHY.

Po34nH oxonopxkytoTe 4o Temnepatypu Big 0 oo
5°C i podaloTe KpannaMmu npu 3asHadveHin Temnepa-
Typi 0,1Mn TEA, noTim 21Mkn gudpocreny.

3anuwarTb B3aeMOAIATU NpPU  NepemillyBaHHI
npotarom 15x8. npu Temnepartypi Big 0 oo 5°C, notim
Temnepartypy nigHimatote go 20°C i gogatwotb 42mr
DMAP. MpoJoBxyloTb nepemiwysaTti npu Temnepa-
Typi 20°C npoTtarom npubnuaHo 5roa.

Po3baBnsAwTs,  AUXNIOPMETAHOM, MPOMUBAOTL
10%-HUM BOZHUM PO3YUHOM BUHHOT KUCAOTU, MOTIM
BOAOIO.

OpraHiuny dpasy cywatb Hag cynbdaTtom MarHito
i yNapoloTb PO3UYUHHUK MPU 3HUKEHOMY TUCKY.

TaKkum YMHOM OAepPXKyOTh 70MI CUPOro NPOAYKTY,
AKMA ovuLLaloTL Xpomatorpadpield Ha cunikareni 3
EnoBaHHAM CYMILLLLIO  AuXnopmeTad/eTunauerar
98/2.

OaepxyoTb 48Mr LiNs0BOro NPOAYKTY i3 3aranb-
Hoo popmynoto  Ci7H20N204 (M=316,36r). Buxig
cknapae 43%.

IY (CHCI3): 1750; 1642; 1600, 1496 cm™'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHisauieto) m/z: [M+Na+CH3CN]*=380; [M+Na]*=339;
[M+H]*=317.

Cragia E: 1-nponeninTpudeHindocdoHiesa cinb
heHINMeTUnoBoro edipy TpaHC-7-0KCo-6-
(cynedhboken)-1,6-giazabiuukno[3.2.1]okraH-2-
KapOOHOBOT KUCMOTK

Po3unHAOTL B iHepTHIW aTtmocdpepi  202mr
(0,638mmonb) crnonyku, ogepxkaHoi Ha ctaaii D, y
5,5Mn 6€3B04HOMO AUXIOPMETaHY.

Jo oaepxkaHoro posyuHy npu temneparypi 20°C
aoparTb 73MKN OUTOBOT KUCRNOTWU, nOTIM 369mr
Pd(P(CsHs)3)a.

Micna nepemiwyBaHHA NPOTAroM 30xB. NpU Kim-
HaTHIn TemnepaTypi N-TigPOKCUCEYOBUHY, WO YTBO-
punack, 06pobnaoTb 5,5mMn nipuauHy i 358mr kom-
nnekcy SOs3-nMipuanH.

3anuwarTb B3aeMOAIATU NpPU  NepemillyBaHHI
npotarom 18roa. npu Temnepatypi 20°C, noTiM peak-
LiAHY CYMIll KOHUEHTPYIOTE BUNAptOBAHHAM PO3YUH-
HUKa NPU 3HUXKEHOMY TUCKY.
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PosunHaoTb 50Mn guxnopmeTaHny i npoMusatoTb
BoAoK. OpraHiyHy dhasy cywate Hag cynbdatom
MarHil0 i BUNapOTe AUXITIOPMETaH MPU 3HUXKEHOMY
TUCKY.

3asHayYeHUM YUHOM OJepPXylTb 650Mmr cuporo
NPOAYKTY, AKUIK OYULLAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
TaH/aueToH 60/40 3 nogasaHHaM 0,1% 06. TEA.

Takum 4YUHOM oaepxyloTb 280Mr HaBegeHoi B
Hasei coni d¢ocgoHilo i3 3arancHo  opMynoto
CssH3sN20O7PS (M=646,705r). Buxia cknapgae 68%.

Cnektp 'H-AMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

2,05 (v), 2,22 (gm) i 2,33 (m): N-CH-CH2-CHz;
2,95 (o) i 3,30 (ar), -O=C-N-CHz; 4,10 (m) i 4,32 (m):
O=C-N-CH i 0O=C-N-CH2-CH; 5,12 (c): COO-CH2-
CesHs; 7,36: CsHs i 2,30 (m): CH3-CH=CH; 6,65 i 7,20
CH3-CH-CH; 7,65-7,85 P(CsHs)s.

I4 (CHCI3): 1746; 1638, 1605, 1587, 1495 cm!.

Mac-cnekTp (enekTpopo3nNUNEHHS 3 HETATUBHOL) |
NO3UTUBHO ioHi3auieo) m/z: [Mauion] =355; [Miari-
on]*=303.

Mpuknag 28b

Hatpiesa cinb ¢peHinmeTunosoro edipy TpaHc-7-
0KCO-6-(cynbcpoken)-1,6-aiasabiunkno[3.2.1]okraH-2-
KapBOHOBOT KUCIOTU

PosunHatote 236mr (0,364mMmonb) ocdoHieBoT
coni, oaepxaHoi Ha cragii E npuknagy 28a, y 0,8mn
TeTparigpodpypany i gogatotb 4 kpanni Bogu.

OaepxaHuid po3vYMH MpONycKawTe 4Yepes CToBM-
yuk 3i cmornoro DOWEX 50WXS8 y ¢opmi Nat npu
ErBaHHI BOAOH.

Micna nioginisauiil ogepxkyloTe 127Mr LiNboBOT
HaTpieBoT coni i3 3arancHoto copmynoio
C14H15N20O7SNa (M=378,339r). Buxig cknagae 92%.

Cnektp 'H-AMP (OMCO, 300Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTL NiKiB:

1,65-2,02: N-CH-CH2-CHz; 2,91 (o) i 3,04 (a1):
O=C-N-CHz>; 4,00-4,05: O=C-N-CH i O=C-N-CH2-CH;
5,20 [AB]: COO-CH2-CsHs; 7,39 (m): CeHs.

IY (BaseniHoBe Macno): 1744; 1495 cm'!,

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisaujieo) m/z: [M]'=355.

Mpuknag 28c¢

deHinmeTUNoBUI edip TpaHc-7-0KCo-6-
[(dhbenincynbdpoHin)okeun]-1,6-giazabiumkno[3.2.1  Jok-
TaH-2-kapBGoHOBOT KUCMNOTK

PosunHatotsb 48mr (0,152MMOrNb) NOXIAHOTO, oae-
pxxaHoro Ha cragii D y npuknagi 28a, y 1,2mn guxno-
pMeTaHy.

Ao cymiwi popgatoTb npu Temneparypi 20°C
26mkn ouToBOT kucnotu, notim 88mr Pd(PPhs)s i 3a-
NUWAKTL B3aeMOZiATU NPU NepeMillyBaHHi NPOTAroM
2roa,. npu Temnepatypi 20°C.

Po36aBns0Tb TONYONOM i BUNAPIOTL PO3YUHHK-
KW MPU 3HUKEHOMY TUCKY.

[0 ogepxaHoro cuporo Nnpoaykry goaatots 1,5Mn
auxnopmetaHy, 25mkn nipuauHy i 24mkn 6eH3oncy-
nedoHiNxnopuay.

3anuwatoTb B3aemoaiatu npu temnepartypi 20°C
npu nepemiwysaHHi NpoTarom 1 roguHu, noTiM no-
BTOPHO AogatoTb 12,5mMkn nipuauny i 10mMkn 6eH3o-
ncynsdoHinxnopuay.

MepemiwyloTb NpoTArom 15xB. Npu Temneparypi
20°C i po36aBnAlTL AUXITOPMETAHOM.

MoTtiMm nocnigosHo npomuBatoTs 10%-HUM BOA-
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HUM PO34YMHOM BUHHOT kucnoTu, poccarHum Gycep-
HUM PO3YUHOM i3 PH=7 i HACUYEHUM PO3YUHOM XIO-
puay Hatpito y Bogi.

OpraHiuny dpasy cywatb Hag cynbdaTtom MarHito
i PO3YMHHUK BUNAPIOKOTL NPU 3HUKEHOMY TUCKY. Opae-
PXKYIOTE 180Mr ORNIT XKOBTOrO KOMbLOPY, LLO O4YULAITL
Xpomatorpadpielo Ha cunikaresni 3 enBaHHAM Cy-
MILLLLIKO AUXNOpMeTaH/MeTun-Tpet-6ytunosoro edipy
95/5.

TaKkum YMHOM OAEepPXKYHOTL 20Mr LiNbOBOT CMONYKU
i3 3araneHot0 hopmynoro CzoH20N206S (M=416,456r).
Buxig cknapae 31%.

Cnektp 'H-SIMP (CDCls, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,83 (v) i 2,00-2,25 (m): N-CH-CH2-CH2; 3,02 (1)
i 3,16 (am): O=C-N-CHz; 4,04 (vm) i 4,11 (an): O=C-N-
CH i O=C-N-CH2-CH; 5,21 (c): COO-CH2-CeHs; 7,34
(m): CeHs; 7,56 (m), 7,70 (m) i 8,03 (m): O2S-CeHs.

4 (CHCIs): 1780, 1738; 1600, 1585, 1498; 1386,
1193 cm'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK

ioHizaUi€r0) m/z: [2M+Na]*=855;
[M+Na+CH3CH]*=480; [M+Na]*=439; [MH]*=417.
Mpuknag 28d
deHinMeTMnoBui edpip  TpaHc-7-okco-6-(2-

TieHincynbdoHimokcul-1,6-aiasabiynkno[3.2.1]okraH-
2-kap6OHOBOT KUCIOTU

Baaswmn gk suxigHe 100mr (0,316MmoOnb) cnony-
K1, ogepxaHoi Ha cragii D y npuknagi 28a, noeTo-
PIOIOTE YMOBU NONEPEAHLOTO NPUKNAaAy, 38 BUHATKOM
TOro, WO 3aMicTe GeHsoncynbgoxnopuay BUKOPUC-
TOBYIOTb 2-TieHincynbgoHinxnopua.

Takum YMHOM OJEPXKYKOTb SMI LiNbOBOT CMOMYKU
i3 3aranbHo0 hopmMynoto C1sH18N206S2
(M=422,481r). Buxig cknagae 30%.

Cnektp 'H-SIMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,84 (m) i 2,10-2,25: N-CH-CH2-CHz; 3,02 (n) i
3,24 (ar). O=C-N-CHz; 4,06 (v): O=C-N-CH2-CH;
4,14 (pp). O=C-N-CH, 5,22 (c): COO-CH2-CeHs; 7,17
(an): SO3-C-S-CH=CH; 7,35 (yw.c): CsHs; 7,80 (na):
S03-C=CH; 7,87 (m): SO3-C-S-CH.

IY (CHCIs): 1780, 1739; 1600, 1503, 1495 cm'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHisauielo) m/z: [M+Na+CHsCN]*=867; [2M+Na]*
445; 339, 298, 91.

Mpuknag 28e

deHinmeTuNoBUN edip  TpaHCc-6-(2-rigpokci-2-
OKCOETOKCU)-7-0Kco-1,6-aiasabiyukno[3.2.1]JokTaH-2-
KapOOHOBOT KUCMOTK

Cragia A; deHinvetunosuii edip TpaHc-7-0KCo-
6-[2-0kCc0-2-(2-nponeHinokcu)etokcu]-1,6-
Aias3abiynkno[3.2.1]okraH-2-kapGoHOBOT KUCNOTK

Po34ynHAOTL B iHEpPTHIK aTMocdepi  48mr
(0,15mmonb) cnonyku, oaepxaHoi Ha ctaail D y npu-
knagi 28a, y 1,5mn 6€3804HOM0 AMXNOpMETaHy.

HopatoTe npu Temnepatypi 20°C 18mkn outoBoi
kucrnotu, notim 88mr Pd(P(CsHs)s)s | sanuualots B3a-
emMoaiartu npu temneparypi 20°C nepemilyodn npo-
Tarom 1roa.

DiNbTPYIOTL HA cunikareni 3 entoBaHHAM CyMi-
W0 guxnopMmeTaH/Tpet-6ytunmeTtunosoro  edipy
7/3.

PO34YUHHUK BMNApPIOOTE NPU SHUKEHOMY TUCKY i
ogepxyloTe 70Mr TigpOKCUCEUYOBUHM, WO po3basns-
H0Tb 2MI AMXNOPMETaHy, NoTiM goaatoTe 85mkn TEA i
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64mMkn 6pomaudeTary aniny.

MepemiwyloTb npu Temneparypi 20°C npoTarom
3,5roa.

MpomuBaoTe NOCNiZoBHO 10%-HUM BOAHUM pPO3-
YMHOM BUHHOT KUCNOTWU, BOAHMM OychepHUM po3uu-
HOM i3 pH=7 i BOAOIO.

OpraHivHy ¢pasy cywatb i BUNapTb PO3UYUHHUK
MpU 3HUKEHOMY TUCKY.

Takum YMHOM oA epPKYIOTb B0MI CUPOro NPOAYKTY,
AKMA OvULLAaOTL XpomMatorpadpieto Ha cunikareni 3
EMIOIBAHHAM CYMILLLLIK  AUXIIOPMETaH/METUN-TPET-
6yTunosoro edpipy 90/10 3 pogaBaHHam 0,1% TEA.

OaepxyoTb 22Mr LinbOBOT CNOSIYKK i3 3aransHo
copmynoto CigH2oN20s, (M=374,396r). Buxig ckna-
pae 39%.

Crapia B: deninveTunosuit edpip TpaHC-6-(2-
M4 POKCI-2-0KCOETOKCU)-7-0KCOo-1,6-
Aiaszabiyunkno[3.2.1]JokTaH-2-kapBOHOBOT KUCNOTK

Po3unHAlOTL B iHEPTHIK aTMocdepi  22mr
(0,0587Mmonb) ogepxaHoi paHiwe cnonyku B 1mn
6€3B0QHOI0 AUXIOPMETaHY.

HdoaawTtb npu Temnepatypi 20°C 10Mkn oyTOBOT
kucnotu i 34mr Pd(P(CsHs)s)4 i 3anuwiaote B3aeMo-
4iatn npu temnepatypi 20°C, nepemiwyrodn npoTa-
rom 30xs.

PeakuinHy cymill ynaprolTb i PO3UYUHAIOTL Y TO-
nyoni Ana sBuganeHHsa ouTOBOT KUCMOTH.

Takum YUHOM OAEPXKYIOTE 49MI CUPOro NPOAYKTY,
00 sKoro gopatotb 2mn goccpaTHoro 6ydepHoro po-
34nHY 3 pH 7, NOTiM NpomMuBaloTe 2 pasn nNo 1Mn au-
XINOpMETaHy.

BunaptooTs PO3UYUHHUK | OOEPXKYHOTb 46Mr CUPO-
ro NPOAYKTY, AKMA o4ynwaoTb Xpomarorpadietlo Ha
cunikareni 3 eniolBaHHAM CrMoYaTKy CyMilULWLIKO AuUX-
nopmMeTaH/Tpet-6ytunMeTtunosuin ecip 90/10, notim
cymilwo auxnopmertaH/etadon 60/40.

3a3Ha4YeHUM YUHOM OAEepPXKYITb 4,5Mr UinNbLOBOT
cnonyku i3 3aranbHoto dopmynot  CszH3z7N20sP
(M=636,691r). Buxig cknapgae 12%.

Mpuknag 29a

(4-HiTpOhEeHIN)MEeTUNOBMIA edip TpaHc-6-
6eH30in-7-okco-1,6-aiasabiunkno[3.2.1]okraH-2-
KapBOHOBOT KUCIOTU

Crapia A: 1-(1,1-aumeTunetunosuid edip) i 2-[(4-
HITPOdEHIM)METUNOBUIA ediplunc-5-
(meTuncynbgoHin)okcu-1,2-ninepuanHkapboHoBoT
KMCnoTu

Po34nHAOTL B iHEPTHIN aTMocdepi 112mn aux-
NnopmMeTaHy, 11,25r (29,5MmoOnb) 1-(1.1-
AUMETUNETUNOBOIO edipy) i 2-[(4-
HiTpodpeHimmeTunosoro edipy] uuc-5-rigpokecu-1,2-
ninepuanMHkapGoHoBOT KMCNOTU [HaBoaUTbCA y Rec.
Trav. Chim. (1959), 78, 648-658] i3 sarancHoto dop-
mynoto CigH24N207 (M=380,398r).

OxonogxyTe A0 Temnepatypu Big 0 go 5°C,
noTiM BBOAATb NOcniaoBHO 5mn TEA, pani 2,44mn
MeTaHcynbgoxnopuay.

TemnepaTypy npuv nepemilyBaHHi MigBULLYIOTH
4o 20°C i sanuwatloTb B3aEMOAIATM npoTarom 1rod.
MoTiM po36aBnATL AUXITOPMETAHOM, NPOMUBAIOTL 2
pasu BOAOI, cywaTb Hag cynsdpatom HaTpito i Buna-
PIOIOTE PO3YUHHUK NMPU 3HUKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTb 16r cupoi onil, aky
ounLaloTe xXpomarorpadicto Ha cunikareni 3 enwto-
BaHHAM OWXMNOPMETAHOM, WO MiCTUTL 2% eTunaue-
Tarty.
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OaepxyoTb 9,141 LiNbLOBOrO NPOAYKTY i3 3aranb-
Hoto chopmynoto CigH2sN20eS (M=458,491r). Buxig
cknapae 67%.

Crapia B: 1-(1,1-aumetun etunosuin edip) i 2-
[(4-HiTpOodbeHimmeTunosuin  ediplrpaHc-5-asupo-1,2-
ninepuanHKapGoHOBOT KUCMOTK

Po3unHAOTL B iHepTHIW aTtmocdepi  11,1r
(24,2mMMOnNb) ofepXKaHoro padiwe mesunaty B 111mn
anMetundgopmamiay.

MoTiMm aopatoTe 1,73r asuay HaTpito NaNs.

HarpisatoTb Np1 nepeMillyBaHHi 40 TemnepaTypu
80°C | BUTPUMYIKOTb NpPU 3asHa4YeHin Temnepartypi
npotarom 18roa. Temnepatypy Aosogatb Ao 20°C,
noTiM AMMeTUNgopMamia BUNAPKOKTL MPU 3HUKEHO-
My TUCKY OO OAEMKaHHA Hesenukoro obcary, agani
po36aBnATL eTUNaueTaToM i NPOMUBAIOTL 2H. PO3-
YMHOM TigpPOKCUAY HaTpio i Boaot. Cywars Hag cy-
nbaToM MarHito, NOTiM BUNAPIOOTL PO3YUHHUKK NPU
3HUKEHOMY TUCKY.

OaepxaHuid CUPUA NPOAYKT Y BUMMAAI ONil o4u-
wawTs Xpomatorpadield Ha cunikareni 3 enoBaH-
HAM OUXNOPMETAHOM, WO MICTUTL 2% eTunauyerary.

Takum YMHOM OAEPXKYIOTb 7,345 UinsoBOT Cnony-
K i3 3aranbHo0  copmynoo  O1gH23Ns0s
(M=405,413r) y Burnsagi onii »KoBTOro KOMbLOpy, O
KpUcTanisyeTtbeca.

Buxig cknapae 75%.

Crapia C: 1-(1,1-aumeTtuneTunosuin edip) i 2-[(4-
HITPOpeHiM)MeTUnoBuin ediplrpaHc-5-amiHo-1,2-
ninepuanHKapGoHOBOT KUCMOTK

Beoaats 7,34r (18,1MMONL) OAEPXKAHOTO paHile
asuay B 150mn TeTparigpodypany i 30mn sogu.

Hdopawte 7,2r TpudpeHingocdidy, notim 3anu-
WalTb Ha Hiv Npu nepemilyBaHHi Npu Temneparypi
20°C.

[MOTIM PO3YMHHUK BUNAPHOOTL MPU 3HUXKEHOMY
TUCKY | NPOBOAATL ABi BIArOHKW €TUNaueTaTom.

TakuM YMHOM OJepKYIOTb BGE3BOAHUIA EKCTPaKT,
WO ouynwaTe XpomaTorpadpietd Ha cunikareni 3
€noBaHHAM AUXNOPMETAHOM, WO MICTUTL 5% me-
TaHony.

OaepxyloTb 5,62r UinbOBOT CNONYKW i3 3aranb-
Hoto dhopmynoto CigHasN3Os (M=379,416r). Buxig
cknapae 82%.

Crapia D: 1-(1,1-gumetun etunosuid edip) i 2-
[(4-HiTpOdbEeHimMeTUNoBUIA ediplrpaHc-5-
(6eH3oinamiHo)-1,2-ninepuanHkapboHOBOT KUCITOTU

PosuuHaote 700mr (1,84MMOnNb) ogep»KaHoro
paHiwe amiHy B S8MN AUXNOPMETaHy.

OxonogkyoTe 4o Temnepatypu 0°C, noTim BBO-
aatb 257mvkn TEA i 214mkn 6eH3onxnopuay.

TemnepaTypy niasuwyote o 20°C.

Micna 40xs. B3aemogail po3baBnalTb AUXIOpMeE-
TaHOM, NMPOMUBAIOTL HACUYEHUM PO34UMHOM Bikapbo-
HaTy HaTpilo, NOTiM BOAOIO.

CywaTtb Hag cynbaTtoMm HaTpilo, PO3YNHHUK BU-
NapiolTb MPU 3HUKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTb 867Mr LiNbOBOT CNOMy-

Kiu i3 saranbHolo  chopmynow  CasHagNzO7
(M=483,525r). Buxig cknagae 97%.

Crapid E: rigpoxnopua 4-
HITPOdPEHIN)METUNOBOIO edipy TpaHc-5-

(6eH3oinamiHo)-2-ninepuanHKapBoHOBOT KUCMNOTK

3MiWyoTe 861Mr (8MMOSIb) OAEPXKAHOTO paHiwe
amigy, 9mn metadony i 2,3mn 8M po3uynHy rasonogi-
GHOro xnopuay BOAHIO B METAHONI.
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TemnepaTypy niasuwyoTb 0 20°C i sanuwanTs
B3aemMogiaTu npotarom 3rod. MoTim gogatotb 1,15mn
PO34YMHY XMopuay BOAHIO B METAHOMi.

MepemiwytoTb npotarom 20x8. npu Temneparypi
20°C, noTiM BMNApIOOTL PO3YUHHUK MPU 3HUXKEHOMY
TUCKY.

MoTiM 34INCHIOTL ABi BIArOHKA AUXITOPMETAHOM,
noTiM ABi BIATOHKW eTUnosuM edipom.

MpOAyKT KPUCTanNIi3yloTb B €TUNOBOMY eqipi.

Takum YMHOM OAEPXKYIOTb 715Mr LinbOBOT Cnony-
KW i3 3aranbHol  copmynoo  CaooH22CIN3Os
(M=419,967r). Buxig cknapae 96%.

Cragia F: (4-HiTpoheHinmMeTunosuin edpip TpaHe-
5-(6eHsoinamino)-1-(xnopkap6oHin)-2-
ninepuanHKapGoHOBOT KUCMOTU

3miwytotb 1,081 (2,58MMONL) 0AEPXKAHOrO paHi-
we rigpoxnopuay i 11Mn guxnopmeTaHy.

OaepaHy CYCNeHsil0 OXONMOoAKyKTh A0 Temne-
patypu Big 0 go 5°C i gogatote 791mkn TEA, noTim
00 oaepXaHoro posdnHy gopatotb 161mkn gudpocre-
Hy.

MepemiwyloTb NpoTAroM 5xB. nNpu Temnepatypi
Big 0 oo 5°C, noTiM nigBuWylOTE TemnepaTtypy 4o
20°C i sanuwalTb Npu NepemillyBaHHi NpoTArom we
30xB.

Oani po36asBnaioTe AUXNOPMETAHOM, MPOMUBA-
10Tb 10%-HUM BOAHUM PO3YUMHOM BUHHOT KUCAOTH,
NoTiM BOAOIO.

Cywarte Hag cynbdpatom HaTpilo | BUNApOTh
PO3YMHHUK NPU 3HUKEHOMY TUCKY.

Cupuin NpoaykT ounwaTb Xpomartorpadieto Ha
cunikaresni 3 efilolBaHHAM CyMILULLIO AUXITOPMETaHy,
WO MIiCTUTE 5% aueToHy.

OaepxyloTb 969Mr LiNbLOBOT CMONYKK i3 3aranb-
Hoto cpopmynoto C21H20CIN3Os (M=445,862r).

Buxig Bignosinae 84%.

Cragia G: (4-HiTpodheHIN)MeTUNnoBuin
TpaHc-6-6eH301N-7-0kco-1,6-
Aiaszabiyunkno[3.2.1]okraH-2-kap6oHOBOT KUCNOTK "

SMIilWYOTb B iHEPTHOMY rasi 928mr (2,08MMOnb)
paHilwe ogemxkaHoT cnonyku i 27mn TeTparigpodypa-
Hy.

edip

OaepxaHuid PO3YMH OXONOAXKYIOTL A0 -78°C npu
nepemiwyBaHHi, gani BeogAte 2,1mn 1M posvuHy
Gic(TpumeTuncunin)amMigy nitito B TeTparigpodypati.

3anuwatoTb Npu nepeMiwlysaHHi npoTaroMm 10xs.
npu Temnepartypi -78°C, notim gogatots 130mMkn ou-
TOBOT KUCNOTU | NEPEeMilLyOTb, NiABULLYIOMM Temne-
patypy Ao 15°C.

Po3baBnAwTb eTunayetTaTom, noTiM NocrnigoBHO
npomuBaloTse 10%-HAM BOOAHUM PO3YMHOM BUHHOT
kucnotu, docdatHum BypepHUM po3UUHOM i3 pH=7 i
BOAOIO.

Cywarte Hag cynbdpatom MarHito i BUNapoTh
PO3YMHHUK NPU 3HUKEHOMY TUCKY.

Takum YMHOM OAEPXKYIOTE 1,61 CyXOro eKCTpakTy,
Wo ouynwaTe xpomatorpadpietd Ha cunikareni 3
€MOIBaHHAM CYMILLILLIID AMXNopMmeTaH/aueToH 98/2.

MOTiM NPOAYKT KPUCTanisyloTb B €TUNOBOMY edi-
pi i oaepxyoTb 204Mr UiNbOBOT CNOMYKK i3 3aransHoO0
dopmynot C21H1sN3Os (M=409,441r).

Buxip Bignosinae 24%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,98 (m), 2,22 (m) i 2,40 (m): N-CH-CH2-CHz2; 3,08
(n) i 3,42 (a1). O=C-N-CHz; 4,23 (gn): O=C-N-CH;
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4,53 (mM): O=C-N-CH2-CH; 5,34 [AB]: COO-CH2-CsHs,
769 (m): 825 (vm): 7,44 (m) i 7,56 (m): CeHs i
CsHaNO2.

4 (CHCIs): 1763, 1744, 1676; 1609, 1603, 1583,
1526, 1492 cm.

Mac-cnektp (El) m/z: [M]*
105, 77.

Mpuknag 29b

TpaHc-6-6eH30in-7-0kco-1,6-
Aia3abiyunkno[3.2.1]okraH-2-kap6oHOBa KUCNOTA

3MiWyoTL 89Mr CkNagHoro equipy, o4epxaHoro B
npuknagi 29a, 4mn auetoHy i 6mr 10%-Horo Pd/C sk
Karanisatop.

3anuwarTb B3aemMoaiatu npu temnepatypi 20°C
npu nepemiwyBaHHi B atMocdrepi BOAHKO MPOTArom
2roa. 45xB., noTiM Katanisatop BiaginbTPOBYOTL i
inbTpaT ynaproTb NPU 3HUKEHOMY TUCKY.

3a3Ha4YeHUM YMHOM OAEPXKYHOTb 88Mr CMONU, Lo
KpuctanisytoTtb y 0,5Mn eTunosoro egipy.

Takum YMHOM OAEPXKYHOTb 54Mr LiNbOBOT CNONYKA
i3 3aranbHoto opmynoto Ci4H14N204 (M=274,278r).
Buxig cknapae 91%.

Cnektp 'H-SIMP (CDCls, 250Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,96 (m), 2,10 (M) i 2,37 (M): N-CH-CH2-CHz2; 3,13
(a) i 3,41 (am): O=C-N-CHz; 4,10 (yw.n): O=C-N-CH,;
4,52 (m): O=C-N-CH2-CH; 7,44 (m): 7,56 (1T) i 7,69
(an) CeHs.

Mac-cnektp (El) m/z: [M]* = 274, 229, 169, 105,

409, 304, 273, 201,

77.

Mpuknag 29¢

Metunosuit edip TpaHc-6-6eH30IN-7-0Kkco-1,6-
Aias3abiynkno[3.2.1]okraH-2-kapGoHOBOT KUCNOTK

Ho 28mr (0,102MMOMNb) KWUCAOTW, odepKaHoi B
npuknagi 29b, gogatoTb npu nepemiwyBaHHi 2Mn
AiasoMeTaHy B AUXNOPMETaHi 3  KOHUeHTpauieto
12,7r/n.

PO34YMHHUK BUMAPKOKOTL NPU 3HUXKEHOMY TUCKY, i
3anuULLIOK OYULLALOTL XpoMaTtorpaduieto Ha cunikareni 3
EnoBaHHAM CYMILLLLIO  AuXnopmeTad/eTunauerar
98/2.

OaepxyloTb 18,4Mr UiNbOBI CNOMYKW i3 3aranb-
Hoto dopmynoto CisHisN20s (M=288,305r). Buxig
cknapae 63%.

Cnektp 'H-SIMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,90-2,42: N-CH-CH2-CH2; 3,12 (g) i 3,44 (ar):
O=C-N-CH2; 3,83 (c): CH3; 4,17 (yw.n): O=C-N-CH;
4,54 (m): O=C-N-CH2-CH; 7,44 (1), 7,56 (1) i 7,69 (n):
CeHs.

Mac-cnektp (El) m/z: [M]*
105, 77.

Mpuknag 29d

TpaHc-6-6eH301n-7-0kco-N-(deHinmeTun)-1,6-
Aia3abiyunkno[3.2.1]okTaH-2-kapbokcamin

3miwytotb 30mr (0,109MmMonb) TpaHc-6-6eH3oin-
7-okco-1,6-giasabiunkno[3.2.1]okraH-2-kapboHoBOT
KUCNOTK, oaepxKaHoi B npuknagi 29b, 0,5Mn auxnop-
meTaHy, 23mr EDCI i 13mkn 6eH3unaminy.

3anuwaroTb B3aeMogiaTu npotarom 30xs. npu
nepeMiwyeaHHi. MoTim po3baBnsAlTL AUXNOpMeETa-
HOM, npomusaoTb 10%-HUM BOAHUM PO3YUHOM BUH-
HOT KMCMOTU, AEKaHTYIOTb i cylaTb opraHivyHy dpasy
Haj cynbgarom HaTpilo.

PO34YUHHUK BMNApPIOOTE NPU SHUKEHOMY TUCKY i
0OEPXKYHOTb CUPUIA NPOAYKT, IO OYULLAITE XpOMaTo-

288, 229, 183, 155,
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rpadpieto Ha cunikareni 3 enoBaHHAM CYMILLLLKO Au-
XropMeTaH/aueToH 98/2.

Takum YUHOM odepkyloTh 19,5Mr UinboBOT Cno-
nyku i3 3aranbHoto  gropmynoo  CaiH21N3O3
(M=363,419r). Buxig cknapae 49%.

Cnektp 'H-SIMP (CDCls, 300Mru), ximiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,97 (m), 2,34 (m) i 2,59 (m): N-CH-CH2-CHz2, 2,90
(), 3,33 (m), 3,99 (yw.p) i 4,50 (m): OON-CH, O=C-
N-CHz2-CH, O=C-N-CHz, CO-NH-CH2-CsHs; 6,94
(yw.T): NH; 7,24-7,58 (M) i 7,68 (M): CeHs-CO i CeHs-
CHa.

4 (CHCI3): 3411, 1763, 1680; 1603, 1583, 1519,
1498 cm'.

Mpuknag 29e

6-beH30in-N-[meTun(peHinmeTun)]-7-okco-1,6-
Aia3abiyunkno[3.2.1]JokTaH-2-kapbokcamin

[MoBTOPIOIOTL YMOBKM Npuknagy 29d, sasaswin 50mr
(0,182MMOnnb) KUCAOTU, oaepxKaHoi B npuknagi 29b, i
45mkn N-mMeTun6eH3nnaminy.

OaepxyoTh 12Mr LinboOBOT CNOSYKK i3 3aransHo
chopmynot CaoHosN3Os (M=377,45r). Buxig cknapae
17%.

Mac-cnektp (El) m/z: [M]* = 377, 272, 105.

Mpuknag 29f

6-6eH3on-2-(rigpokcumeTun)-1,6-
Aia3abiyunkno[3.2.1]JokTaH-7-0H

Po34nHAOTL B iHEPTHIM atmocdepi B 3mn TeTpa-
rigpocypany 100mr (364mmonb) TpaHc-6-6eH301n-7-
okco-1,6-aiasabiunkno[3.2.1]okraH-2-kap6OHOBOT
KUCIOTK, ogepKaHoT B npuknaai 29b.

OxonoakyoTe 4o Temnepatypu -10°C i gogawTts
40mkn MeTunmopdoniny, noTtim 38MKN eTunxnopdo-
pmiaty.

3anuwatoTb B3aeMogiaTu npoTarom 15x8. npu
Temnepartypi -10°C, noTiM NigBULLYIOTE TEMNEpATypy
4o 0°C i pogatote 27mr NaBH4, noTim goaatotb kpan-
namu 1,5Mn MeTaHony.

MepemiwyoTb npu Temnepatypi 0°C npoTarom
2roA,. NOTiM TeMnepaTypy NigBULLYIOTE A0 KiMHATHOT.

fdogawTe 3Mn BOAKU, MNEPEMIWYIOTE MPOTArOM
15xB., NOTIM J0AAalTb AeKinbKka Kpanenb Xnopuay
aMOHil0. EkcTparyloTb eTtunayetrarom, cywaTb Hajg
cynbgartom MarHito, ginbTPyTL | BUNApOKrarpo-
3YMHHUK NPU 3HUXKEHOMY TUCKY.

3asHa4YeHUM YMHOM OJEepPXylTb 85Mr cuporo
NPOAYKTY, AKUIK OYULLAKTL XpomaTorpadieto Ha cuni-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
TaH/MeTaHon 98/2.

Takum YMHOM OAEPXKYIOTE 25Mr LiNbOBOT CMOMYKU
i3 3aranbHoto dopmynoio CiaHisN20s (M=260,3r).
Buxin cknapae 26%.

Cnektp 'H-AMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,61 (m, 1H), 2,00 (m, 2H) 2,30 (m, 1H): CH-CH2-
CH2-CH; 2,19:3,23 (n) i 3,26 (a1): N-CH2; 3,60 (m): N-
CH-CH2-OH; 3,70 (m) i 3,77 (np): CH-CH2-O; 4,56
(m): N-CH-CH2-N.

Mac-cnektp (BIMC) m/z: [M+Na]*=283,
[M+H]=261, [M]* = 260, 229, 105.
Mpuknag 30

(4-HiTpOodbeHimmMeTuNoBUn edhip TpaHc-6-aueTun-
7-0kco-1,6-aiasabiunkno[3.2.1]oktaH-2-kap6oHOBOT
KMCnoTu

PosuuHatote 1r (2,63MMONb) NPOAYKTY, oaepxka-
HOro Ha cragii C B npuknagi 29, y 12mn guxnopme-
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TaHy. Jogatotb 250MKN OUTOBOro aHrigpuay, 3anu-
WaTbe B3aeMogiatn npotarom 10x8. npu nepemiwly-
BaHHi, NOTiIM po36aBnalOTL AUXITOPMETAHOM | NPOMU-
BAlOTb HACMYEHUM PO3YMHOM GikapBoHaTy HaTpito.

OpraHivny pasy cywaTtb Hag cynsdatom HaTpilo,
ynapioloTb 4OCyxa NPU 3HUXKEHOMY TUCKY i OAEpXKy-
totb  1,2r  1-(1,1-agumetunetunjosoro i  2-[(4-
HITpOdPeHiN)MeTMN]oBOro edipy TpaHc-5-
(aueTunamino)-1,2-ninepuanHKapBoHOBOT KMCMOTK i3
saransHot dopmynow CaoHz7N3O7 (M=421,453r).

3asHauyeHuid NPoaYKT BUKOPUCTOBYIOTb 6e3 ouu-
LWEHHs Ha cTagiax, aHanoriyHux cragiam 3 E no G
npuknagy 29, i B Takuili cnocité oaepxkylotb 14Mmr ui-
NbOBOT CNOMNYKK i3 3aranbHoto opmynoto CisH17N3Os
(M=347,330r). Buxig cknagae 17%.

Cnektp 'H-SIMP (CDCls, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,87 (m), 2,00-2,30 (m): N-CH-CH2-CHz2; 2,54 (c):
N-CO-CHz; 295 (n) i 3,21 (m); O-C-N-CHz; 4,26
(yw.m): O=C-N-CH; 4,55 (m): O=C-N-CH2-CH; 5,34
[AB]: CO2-CH2-CsHa; 7,57 i 8,25 [AA'BB': CeH4-NO2.

Mac-cnektp (El) m/z: [M]* = 347, 304, 211, 169,
125, 43.

Mpuknag 31

(4-HITPOOEHIMMETUNOBUA | 2-MPONEHINOBUIA
edip TpaHc-7-okco-1,6-piasabiumkno[3.2.1]oktaH-2,6-
AUKapBOHOBOT KNCMOTK

Po34nHA0TL ¥ 8MN guxnopmeTtaHy B atmocdepi
as3oTy 1,24r (3,278MMONb) NPOAYKTY, O4EPXKaHOro Ha
cragit C npuknagy 29a.

PosunH oxonopxywte Ao 0°C, noTim goparwTb
kpannamu 0,45mn TEA, 0,35Mn aninxnopdopmiaTy.

MigTpumytoTe npu TemnepaTypi 0°C npoTarom
15xB., NOTIM 3anuuWaloTb B3AEMOAIATU NpU nepemi-
LyBaHHI NpOTAroM 1ro4. Npu KiMHaTHIA Temneparypi.

MoTim posBasnaTy 20Mn AUMXIOPMETaHy, npo-
MUBAOTbL BOAHMM pPO34MHOM OBikapBoHaTy HaTpito i
ZBa pasu BOAOH0.

CywaTtb Hag cynbdpatom MarHito i BUNapoTh
PO3YUHHUK NPU 3HUXKEHOMY TUCKY.

3asHayeHUM uYUHOM ogepxyoTe 1,51 1-(1,1-
AumeTuneTun)oBoro i 2-[(4-HiTpodpeHin)meTunjosoro
eipy  TpaHc-5-[[(2-nponeHinokcu)kapBoHinjamiHol-
1,2-ninepuanHankapboHoBOT KUCIOTU i3 3aranbHoH
chopmynoto CaoH2sNsOs (M=462,486r). Buxig cknapae
99%.

3a3HayYeHuit NPoaYKT BUKOPUCTOBYIOTL Ha cTagi-
AX, aHanoriyHux cragiam 3 E no G npuknagy 29a, i
opepxytoTs 30,6Mr LiNbOBOT CNOMYKW i3 3aranbHO
dopmynoto  CigHi19N3O7, (M=389,368r) y Burnsai
TBEpAoi pevyoBuHU Ginoro konbopy. Buxia cknapae
40%.

Cnektp 'H-SIMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,91 (v), 2,00-2,29 (m): N-CH-CH2-CHz; 2,98 (n) i
3,25 (yw.p): O=C-N-CHz; 4,27 (1) O=C-N-CH; 4,37
(yw.c): O=C-N-CH2-CH; 4,77 (yw.n): COO-CH2-CH=;
5,33 (c): COO-CH2-CeH4; 5,29-5,46: CH2=CH; 5,98
(m): CH2=CH; 7,96 i 8,29 [AA'BB": CsH4-NO2.

4 (CHCIs): 1801, 1775, 1738, 1724; 1649; 1608,
1595, 1526 cm'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHizauieto) m/z: [2M+Na]*=801,
[M+Na+CH3CN]*=453, [M+Na]*=412.

Mpuknag 31 bis

deHinmeTunosuii edpip TpaHc-6-6eH30IN-7-0KCO-
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1,6-piasabiunkno[3.2.1]okraH-2-kap6OHOBOT KUCMOTH
3MIiLWYIOTL B iHEPTHIN aTtmocdepi 200mr deHin-
METUIMOBOro edipy TpaHc-5-(6eHsoinamiHo)-1-
(xnopkap6boHin)-2-ninepuanHKapBboHoOBOT KUCROTK i3
saransHow dopmynoo Cz21H21CIN204 (M=400,87r),
ogepxaHol cnocoBom, aHanoriyHuM crnocoby Ha cTa-
nisax 3 A no F y npuknagi 29a, y 6mn 6e3B0aHOro Tet-
parigpodypaHy i 0XonoaxyrTb 4o -78°C.

Hogawote kpannamu  0,55mn 1M posuuHy
Gic(TpumeTuncunin)amigy nitio B TeTparigpodypati.

3anuwaloTb B3aEMOAIATU Npu TemnepaTtypi -78°C
npu nepemiwyBaHHi npotarom 10xB., NOTiIM A0AAOTh
25MKn OUTOBOT KUCAOTH.

TemnepaTypy NigBULLYIOTE A0 KiMHATHOT, MOTIM
aopatote 10mMn 10%-HOr0 BOAHOMO PO3YUHY BUHHOT
KucnoTu. EkcTparylotb etunauetatoM, npomMuBaloTb
BoAHUM hocaTHUM BydhepHUM poO3UMHOM i3 pH=7,
noTiM BOAOIO | cyLllaTh Hag cynbdaTtom MarHito.

PO3UMHHUK ynaploloTb A0CYXa MPU 3HUKEHOMY
TUCKY.

OaepxyloTb 158Mr cUporo npPoaykTy, SAKUN O4u-
walwTbs Xpomarorpadieto Ha cunikareni 3 entoroBaH-
HAM CYMILLILLIO AuXnopMeTaH/aueToH 98/2.

3as3Ha4YeHUM YMHOM oAepPXyloTb 70Mr UinboBOT
cnonykn i3 3aranbHol  ¢opmyno  CziH2oN2O4
(M=364,40r). Buxig cknapae 39%.

Cnektp 'H-AMP (CDCls, 400Mru), XimiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

2,15 (m) i 2,25 (M): NCH-CH2-CH2-CH-COz2; 1,94
(M) 12,36 (M); NCH-CH2-CH2-CH-COz2; 4,20 (a) N-CH-
COz2; 4,50 (kB): NCH-CH2-CH2-CH-CO2; 3,08 (a) i
3,40 (aT): N-CH2; 5,25 [AB]: CO2-CH2-CeHs; 7,38
(yw.c): CH2-CeHs; 7,43 (yw.T) i 7,55 (yw.1) i 7,69
(yw.T) CsHs-CO.

M (CHCIs): 1764, 1744, 1675; 1602, 1584, 1498
cml,

Mac-cnektp (BIMC) m/z: [M+Na]*=387, [M+H]*
365, 259, 257, 229, 105, 91.

Mpuknag 31 ter

deninveTunosuit  edip  6-6eH30in-7-okco-1,6-
nia3abiyunkno[3.2.1]JokTaH-2-eH-2-kapOOHOBOT KUCNOTH

3MiLLYIOTb B aTMocepi asoTy 46mMr
(0,126MmoOnb) NPOAYKTY, oAepxaHoro B npuknagi 31
bis, i 0,5mn 6e3BogHoro TeTparigpodypaHy.

OxonoxkyoTe 4o Temnepatypu -70°C i gogawTts
0,31mn 1M po3uuHy Bic(TpumeTuncunin)amiay nitioo B
TeTparigpodypaHi.

3anuwatoTb B3aeMOAIATU Npu Temnepatypi -70°C
npu NepemilyBaHHi NpoTAroM 2 roguH, noTiM niasu-
LWYTb TemnepaTypy Ao -15°C i gogatoTb Npu 3asHa-
yeHin Temnepatypi 0,41mn 0,7M poauuHy CeHs-SeCl
y TeTparigpodypaHi.

MepemiwyloTb Npu Temnepatypi -15°C npoTtarom
15xB., NOTIM TemnepaTypy NiABULLYIOTE A0 KiMHATHOT
npoTarom 15xe. i BURNMBAKOTE Y CyMill BOAU i Nboay,
WO MICTUTb AeKinbKka Kpanenb HaCU4YeHOro BOAHOro
po3unHy GikapBoHaTy HaTpito.

EkcTparyioTb eTunaueraTtom, nNpoMUBaKTb BO-
JOI0, CyWaTh | BUNAPIOIOTb PO3YUHHUK MPU 3HUXKEHO-
MY TUCKY.

3anuwok ounLwarTs XpomaTorpadieto Ha cunika-
reni 3 enioBaHHAM CyMILULLIKO AUXIopMeTaH/aueToH
98/2 i opepxytoTb 15Mr peHinmeTunosoro edipy 6-
6eH301n-7-0kco-2-(heHincenenin)-1,6-
Aiazabiyunkno[3.2.1]JoktaH-2-kapBoHOBOT KUCHOTU i3
saransHow dopmynoto CzrH24N204Se (M=519,46r).
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Buxig cknapae 23%.

3miwytote 15mr (0,029MMonkL) paHiwe oaep»ka-
HOT cnonyku i 0,3mMn guxXnopmeTaHy.

OxonogkyoTe Ao Temnepatypu 0°C i gogawTts
15Mr M-xXnopHaa6eH30AHOT KUCNOTU B po3unHi 0,15mn
AUXTOPMETaHY.

3anuwarTb B3aeMOAIATU NpPU  NepemillyBaHHI
npu temnepatypi 0°C npotarom 15xB., NoTiM niasu-
LYOTb TEMNEPATYPY A0 KIMHATHOT.

Dopatotb npubnusHo 20Mn BOAKU, EKCTparyiTb
AUXNOPMETAHOM i opraHivHy a3y npoMuBaloTb BOA-
HUM pochaTHUM BydpepHum po3vnHom i3 pH=7. Cy-
waTte Hag cynbdpatom MmarHito, inbTpyTL | BUNAa-
PIOIOTE PO3YMHHUK MPU SHUKEHOMY TUCKY.

3asHayYeHUM YMHOM OJEPXKYIOTb 15Mr cuporo
NPOAYKTY, AKUA OYULLAOTL XpomaTorpadieto Ha cuni-
Kareni 3  eniBaHHAM  CYMIlILLIO  AUXIOopMe-
TaH/aueToH 98/2.

Takum YMHOM OJEPXKYKOTb 5MI LiNbOBOT CNOMYKU
i3 3arancHoto chopmynoto Co21HisN20s (M=362,39r).
Buxig cknapae 48%.

Cnexktp H-AMP (CDCls, 300Mru), XiMidHi 3py-
LWEHHS B M.4. | MYNbTUMMETHICTL MNiKiB:

2,66 (tpn) i 2,99 (tan): N-CH-CHz; 3,03 (o) i 3,77
(ann): N-CHz, 4,76 (11): N-CH; 5,23 [AB]: CO2-CHo-
CsHs; 7,02 (at): N-C=CH; 7,30-7,38 (v): CH2-CeHs;
7,42 (T™m), 7,54 (TMm) 1 7,62 (am); CeHs-CO.

Mpuknag 31 quater

6-6eH301n-7-0kco-1,6-aiasabiumkno[3.2.1]okT-2-
eH-2-kap6oHoBa kucnoTa

3miwytoTe 20mr (0,055mmMone) NpoaykTy, oaep-
XaHoro B npuknagi 31 ter, aogawote 0,4MnN aueToHy |
4mr 10%-Horo Pd/C ak kaTanisatop.

BMmilwylotTb B aTMocdiepy BOAHIO | 3anuuaroTb
B3aeMOAIATU NPOTAroM 3roA,. npu iHTEHCUBHOMY ne-
peMillyBaHHi.

diNbTPYOTL | NPOMUBAKOTL KaTanisatop aueTto-
HOM, MOTIM MeTaHonom. PinbTpaT BMNAPKOOTL MpPU
3HUKEHOMY TUCKY.

TaKkum YMHOM OAEPXKYHOTL 14Mr LiNbOBOT CMONYKU
i3 3aranbHoto opmynoto CiaHi2N2Os (M=272,4r).
Buxig cknapae 93%.

Mac-cnekrtp (El) m/z: [M]*

Mpuknag 32a

2-MponeHinosuii edip TpaHc-7-0Kco-6-(2-
deninmeTokecu)-1,6-aiasabiumkno-[3.2.1]Jokran-2-
KapOOHOBOT KUCMOTK

Crapia A: 2-nponeHinosuin edip uuc-5-rippokcu-
1-(TpuchTopaueTun)-2-ninepuanHkapboHOBOT KUCITOTU

PosunHaote y  17mn etunauetatry  17r
(0,059monb)  1-(1,1-gumetuneTtun)osoro i  2-(2-
NPONEeHin)oBoro edipy yuc-5-rippoken-1,2-
ninepuanMHkapGoHoBOT KMCNOTU [HaBoauTbecA y Rec.
Trav. Chim. (1959), 78, 648-658], i3 3aranbHot0 dop-
mMynoto Ci14H2aNOs (M=285,3431r).

Hdopawte npu Ttemnepartypi 0°C posuuH 51mn
XIOPUCTOr0 BOAHIO B eTMnaueTaTi 3 KOHUeHTpauieto
150r/n.

TemMnepaTypy NigBULLYIOTE A0 KIMHATHOT i 3anu-
WalTb B3AEMOZIATM NpU NepemillyBaHHi NpoTArom
1roa. 30xs.

ETvnauerar BANapioloTe Npu 3HUKEHOMY TUCKY,
NOTiM PO3YUHAIOTL B €TUNOBOMY edipi, SKWA, Y CBOIO
yepry, BUaansioTh npu 3HUXKEHOMY TUCKY.

Takum YMHOM OAEPXKYIOTb 12r TBEPAOT pevOBUHU
6nigo->KOBTOro0 KONMbOpPY, AKY 3MiWwyloTe 3 200Mn TeT-

272, 105.

80271

62
parigpodypaHy.

OxonogxkyoTe Ao Temnepatypu 0°C, notim ao-
pawTb 37,6mn TEA.

MigTpumMyoTe Npu Temnepatypi 0°C, noTim nosi-
NbHO goaatTe 16,8Mn TPUPTOPOUTOBOrO aHrigpuay.

MigeuwytoTb Temnepatypy 4o 20°C i sanuwatoTb
B3aeMOAIATH e npoTarom 20XB. Npy nepeMillyBaHHi.

MoTtim gopatots 20Mn BOAN.

OfepxaHuidi  PO3YMH  NEPEMILLYIOTbL  MPOTAroM
1roa. nNpu KiMHaATHIA TemnepaTtypi i BUNUBAKOTL Y
300mn Boau. EKcTparyoTe eTunayetratom, npoMuBa-
I0Tb BOAOIO, cywaTb Hag cynesdaToM HaTpilo i Buna-
PIOIOTE PO3YUHHUK NMPU 3HUKEHOMY TUCKY.

Oaepxylotb 15,71 cUpOro nNpoaykry, AKUA o4vu-
walwTbs Xpomarorpadieto Ha cunikareni 3 entoroBaH-
HAM CyMilWILL0 guxnopMeTtad/eTunauetat 90/10.

3asHa4YeHUM YUHOM OAEepPXKYHTb 12,3r UiNbOBI
cnonyku i3 3aranbHoo copmynoto  CiiH14F3NQO4
(M=281,23r) y Burnaai onii »KoBToro Konsopy. Buxig
cknapae 73%.

Crapia B: 2-nponeHinosuid edip TpaHc-5-
[(dbeHninmeTOKCU)aMIHO]-1-(TPUdpTOPaLETUN)-2-
ninepuanHKapGoHOBOT KUCMOTU

3miwytotb 10,91 (38,7MMONL) CNonyku, oaep»ka-
HOT Ha cTagii A, i 150mn aueToHITpuny.

OpepxxaHuidt  po3unH  BGNigo-KOBTOrO  KONbOPY
OXONOMAXYIOTL A0 Temnepatypu -30°C, noTim gopa-
Tb 4,94Mn 2,6-nyTuanHy i 6,7MN aHrigpuay Tpu-
hTopMeTaHCYNbQOKUCAOTK. MepemillyoTb NPOoTArom
15xB., NOTIM TakoxX npu Temneparypi -30°C gopatoTtb
9,571 O-6eH3unrigpokcunamidy.

[0 3akiHYeHHi AoJdaBaHHA TemnepaTypy niasu-
wyoTb A0 0°C i sanuwaloTb B3aeMOZiaTu NpoTArom
1roa. npu 3asHadveHin TemnepaTypi. MNoOTiM NOBTOPHO
aopatotb 4,9Mn 2,6-NnyTUAUHY | 3anuLWLIAOTL B3aeMO-
AiaTn npotarom 3 gHis npu Temnepartypi 0°C.

MoTiM peakuiiHy cymiw BrveatoTeb Y 500mn Bogu
i ekcTparyloTe eTunaugertatom. MNocnigoBHo npoMmusa-
I0Tb BOAOW, BOAHUM chochaTHUM BydepHUM po3uu-
HOM i3 pH=7,0, HacU4YeHUM PO3YMHOM XFIOPUAY Ha-
TPit0 Y BOAI, NOTIM 3HOBY BOAOIO.

Cywartb Hag cynbgaToM HATPIlO | PO3YUHHUK BU-
NapioTL NMPU 3HUKEHOMY TUCKY.

Takum YUHOM OAEPXKYIOTH 231 CUPOro MPOAYKTY,
WO PO3YUHAITL Y 150Mn guxnopmeTtaHy. Mpomusa-
10Tb 10%-HUM BOAHUM PO3YUMHOM BUHHOT KUCAOTH,
noTiM cywaTb Hag cynbgartom HaTpilo, PO3YUHHUK
BMMAPIOKOTL NPU 3HUKEHOMY TUCKY.

Takum YUHOM OZepPXKYoTb 16,11 Onil XKOBTOro KO-
Nbopy, WO o4YMLWAaKTL XpomaTorpadieto Ha cusikare-
ni.

Oaepxylotb 12,11 UiNbLOBOT CNONYKKA i3 3aranb-
Hot hopmynoto CisHz1FsN204 (M=386,371) y Burnagi
Kpuctanis. Buxig cknagae 72%.

Crapia C: 2-MponeHinosuidt edip TpaHc-5-
[(dbeHinmeTOKCH)aMiHO]-2-ninepuanHKapOOHOBOT KUC-
notu 80MN METaAHOMNY OXONOAXKYHOTL A0 TeMnepaTypu
-10°C, notim gopatotb 4,15r (37,8mMmonb) NaBHa.

Jo uiel cymilwi npu nepemiwyBaHHi NOBINIbHO A40-
JatTb npotarom 30xB., NiATPUMYHOUU TemnepaTtypy
npu -10°C, posuuH 10,6r (27,4MMONb) paHie oaep-
XaHoT cnonyku B 80Mn MeTaHony.

MoTiM TemnepaTtypy niaBuwyoTb Ao 0°C, noTim
3a3Ha4YeHy TemnepaTtypy niaTpUMyloTb  MNPOTArom
3rog.

PeakuiiHy cymiw BunuBaloTb y cymiw 450mn
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neoay i soau i 150Mn eTunauetaty. OeKaHTyHOTb,
npPOMKBalOTL BOAOLD, MOTIM opraHiyHy dpasy cywatb
Hag cynbgaToM HaTPIlO | BUNAPIOKTE PO3YUHHUK NMPU
3HUKEHOMY TUCKY.

Takum YUHOM OJEepPXKYOTb 8,2r onil XKOBTOr0 KO-
nbopy, AKY PO34MHAKTL y 80Mn TeTparigpodypany,
40JalTb Po3vnH 2,43r wasnesoi KMcnotu B 25mn
Trd. Okcanat. aKuid BUKpuCTanisyeascs, BiaginbT-
POBYIOTL | MPOMUBAKOTL HEBEMUKOID KiNbKIiCTIO TIr®,
NOTIM CyLLAaTb NPU 3HMKEHOMY TUCKY | POSUYUHAIOTL Y
Hacu4yeHoMy po3uunHi BikapboHaTy HaTpito. EkcTpary-
I0Tb €eTunaueTaToM, opraHidyHy dasy npoMuBaloTb
BOAOIO | PO3YUHHUK BUMAPIOKOTL NPU 3HUKEHOMY TUC-
KY.

Takum YMHOM OAepXyoTb 4,39r UinsoBOT Cnony-
ku i3 3aranbHoto popmynoto CieHz2N203 (M=290,36r)
y BUMMAAai onil, Wo KpuctanisyeTbca npu TemnepaTypi
Hxde 20°C. Buxig cknapae 55%.

Crapia D: 2-nponeHinosuit edip TpaHc-7-0KCo-6-
(2-beHinmeToKCK)-1,6-piasabiumkno[3.2.1]-okTaH-2-
KapOOHOBOT KUCMOTK

PosunHaoTL B atmocdepi asoty 3,2r (11MmMonb)
oAepxkaHoi paHiwe onii 8 500Mn aueToHITpuny.

OaepxaHuid po3UnH OXONOMAXKYIOTb NPU TeMnepa-
Typi 0°C Ha 6aHi 3 nbogom i gopgatote 3,37mn TEA,
notim 0,796mn audpocreHu i 1,48r DMAP.

TemMnepaTypy niasuyoTb Ao 20°C i sanuwatoTb
B3aeMOAIATU NPU NepeMillyBaHHi NPOTAromM 2rog,.

MoTiM peakuiiiHy cymiw snusatoTb y 200mMn BoA-
HOrO po3vuHy 0,1H. COMAHOT KWUCNOTU, A0JaAKTh
400mn BOAM, eKCTparylTb AUXAOPMETAHOM, NPOMU-
BalOTbL BOAOH i CcylwlaTh Hag Ccynbgartom HaTpilo.

MoTiM BMNApPIOOTL PO3YMHHUK MPU 3HUXKEHOMY
TUCKY | oaepXkyloTe 3,1T LinboBOT CNONYyKX i3 3aranb-
Hoto hopmynoto Ci7H20N204 (M=316,36r) y Burnsgi
Kpuctanis. Buxig cknagae 89%.

Cnektp 'H-AMP

1,66 (v) i 2,00-2,16 (m) O=C-CH-CH2-CHz; 2,94
(n) i 3,07 (at) N-CH2, 3,31 (m) N-CH2-CH; 4,14 (an)
O=C-CH, 4,68 (ar) CH2-CH=CH2; 4,90 i 5,06 [AB]
CH2-CsHs; 5,26 (g kB) i 5,34 (g kB) CH2-CH=CH>; 5,92
(M) CH2-CH=CHpy; 7,37-7,42 (M) CeHs.

IY (CHCI3): 1748, 1646; 1496 cm'.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHizaUi€r0) m/z: [2M+Na]+=655,
[M+Na+CH3CN]*=380, [M+Na]*=339, [M+H]* = 317,
289, 91.

Mpuknag 32b

TpaHc-7-0Kkco-6-(dheHinmeToken)-1,6-
Aiazabiyukno[3.2.1]-okTaH-2-kapboHoBa kucnota i i
Cifnb 3 UUKNOrekcunamiHom

PosunHaote B atmocdepi asoty  2,21r
(6,98MmMOnbL) CNOMYKW, odep)kaHoi B npuknagi 32a, y
44Mn QUXNOPMETaHYy.

HopaatTtb 0,5M posuunH eTUnrekcaHoaTty HaTpilo B
eTunaueTarti.

Hani pogaloTs B 0AUH NPUAOM 242MI TETPAKUCT-
pudpeHindgocdiy nanagio, NnoTiM NepemilyoTe Npo-
Tarom 1roa. PosBasnawTb 22Mn eTunauetaTy i go-
JaTb 75Mn HacudeHoro po3unHy NasPQOa.

MoTiM eKkcTparyloTb eTunaueTaTtoMm i opraHiyHy
¢hasy cywaTtb Hag cynbgartom Hartpilo. PO3YUHHUK
BUMAPIOOTL NPU 3HUXKEHOMY TUCKY | o4epxyoTb 3,51
3anuULLIKK XKOBTOTO KOMBLOPY, WO PO3YUHAIOTL Y CyMiLli
11mn eTunadetaTty i 0,8MN UMKNOrekcunaminy.

KpuctaniyHy cinb UMKROrekcunaminy BigoKpeM-
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nowTL  PINLTPYBAHHAM | MPOMUBAIOTL  ETUNIOBUM
eipoMm, NOTIM PO3YUHHWK BUNAPIOOTL NPU 3HUXKEHO-
MY TUCKY. 3a3Ha4YeHUM YUHOM OAEPXKYIOTL Y CYMi
2,511 KpucTanivyHol coni, AKy PO3YUHATbL Yy 25Mn
HacuuyeHoro sogHoro posunHy NaoPQOs4. EkcTparyiotb
eTunaueTaToM, NOEQHYIOTbL OpraHidHi ¢pasu i cywarts
Hag cynbdaTom HaTpilo, NOTIM PO3YUHHUK BUNapHo-
I0Tb NPU 3HUKEHOMY TUCKY.

3as3Ha4YeHUM YUHOM oaepPXkytThk 1,82r UinbLoBoT
cnonykn i3 3aranbHol  ¢opmyno  CiaH1sN204
(M=276,29r). Buxig cknapae 94%.

Cnektp 'H-AMP (CDCls, 300Mru), XiMiuHi 3py-
LWEHHSA B M.Y. | MyNbTUNAETHICTb NiKiB:

1,68 (v) i 2,20-2,22 (m): CH-CH2-CH2-CH; 2,89
(o) i 3,11 (app): N-CHz; 3,34 (na) N-CH2-CH, 4,13
(yw.n): N-CH-CO; 4,90 i 5,05 [AB]: CH2-O; 7,32-7.,43:
CeHs.

Mac-cnektp (BIMC) m/z: [M+Na]*=299, [M+H]*
277, 91.

Mpuknag 33a

MipuanHieBa Cinb TpaHC-7-0KCO-6-(Cynbgoken)-
1,6-pia3abiunkno[3.2.1 J-okTaH-2-kapboHOBOT KUCNOTU

Crapia A: TpaHc-7-okco-6-(deHinmeTokcu)-1,6-
Aiaszabiyunkno[3.2.1]-okTaH-2-kapbokcamia

PosunHaote  y  30mMn guxnopmeTaHy
(4Mmonb) CNOnNyKkK, ogepxaHoi B npuknaai 32b.

[0 3a3Ha4YeHoro posyuunHy gogatwts 0,67mn TEA.

PosunH oxonogxyoTe Ao 5°C i 4oCUTbL WBWAKO
aogatoTb 0,57mn isoByTunxnopdopmiary.

MepemiwytoTb npotarom 20x8. npu Temneparypi
5°C, NoTiM NOBINILHO NPU EHEPrikHOMY NepemilLyBaH-
Hi 4oaalTb 3MN KOHLUEHTPOBAHOIO amiaky.

MepemillyBaHHA NPOAOBXYIOTbL MpOTAromM 1rog.
npu KiMHaTHIA TemneparTypi, peakuiiitHy cymiw posba-
BNATE 30MN BOAU, eKCTparyloTb AUXNOPMETaHOM,
nNpPOMUBaOTL BOAOID, CylaTb HaA cynbgaToM HaTpito
i YyNapIoloTb NPU 3HUKEHOMY TUCKY.

Oaepxylotb 1,11 UiNbOBOT CMONYKX i3 3arancHo
dopmynoto Ci4H17N3O3 (M=275,31r). Buxig kinbkic-
HUIA.

Crapid B: TpaHc-6-riapokci-7-okco-1,6-
Aiaszabiyunkno[3.2.1]-okTaH-2-kapbokcamia

3MiwyoTb 1,11 CNONYKK, oaepKaHoT Ha cTagil A,
30mn meTtaHony i 300mr 10%-Horo Pd/C.

BMiwyote B atmocdepy BOAHKD, NOTIM CyMmiLl
€HEPrinHO NepemilLyOTb NPOTArom 45xs.

MoTiM KaTanisatop BiAgINLTPOBYIOTL, NPOMUBA-
OTb  METaHOMOM, NOTIM  CyMilIWIKO  AUXropMe-
TaH/mMeTaHon.

dinbTpaT YyNnapowTb NP 3HUXKEHOMY TUCKY.

Takum YuHOM oaepxyoTb 800Mr LiNboBOT cnony-
ku i3 3aranbHoto cpopmynoto C7H11N3Os (M=185,18r)
y Burnsagi 6e36apBHOT niHK.

Cragia C: Cinb nipuauHil0 TpaHC-7-0KCOo-6-
(cynbdpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kap6okcamigy

3miwytoTb B atmocdepi asoty 800mr ogepxkaHoT
paHiwe cnonyku i 20mn 6e3804HOMO NipUAUHY.

MoTim aoaatoTe 1,911 komnnekcy SOs-nipuanH.

CymMil nepemiwyoTs NpoTarom 20x8. NpU KiMHa-
THI Temneparypi.

MoTiM peakuiinHy cymiw BigdiNsTPOBYHOTL | PO3-
YAHHWUK BUMAPIOKOTL MPU 3HUKEHOMY TUCKY.

3a3HauYeHUM YMHOM OAEPXKYIOTH LiNbOoBa Ccnonyka
i3 3aranbHoto cpopmynow  Ci2H1sNsQsS, CsHsN
(M=344,35r) y BUrNA4i pe4OBUHM XKOBTOTO KOMNLOPY.
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Mpuknag 33b

Cinb TeTpabyTUNamoHito TpaHc-7-0KCo-6-
(cynedpoken)-1,6-giazabiyukno[3.2.1]-oktaH-2-
kapbokcamigy

OaepxaHuid paHiwe npoaykT BBOAATbL Yy 40mn
KOHLEHTPOBaHOro BoAHOro posunHy NaH2POs, wob
ofepKatu 3HauYeHHs pH 4.

EkcTparylotb eTtunaueratom, noTiM A0 BOJHOT
dasu gopatote 1,01r Gicynbarty TeTpabyTuunamoHito.

MepemiwyoTb npoTarom 10XB. Npu KiMHATHIA Te-
MnepaTypi, ekcTparyots 4 pasu no 300mn eTunaue-
TartoMm, cywartb opraHiyHy dhasy Hag cynbdpatom Ha-
TPItO | yNaptowTb NPU 3HUKEHOMY TUCKY.

3a3HavyeHUM YMHOM ogepXytoTh 1,530r 6e3baps-
HOT NiHK, WO OYULLAOTL XpoMaTtorpadpieto Ha cunika-
reni 3 €nNIOBaHHAM PO3YUHHUKOM aue-
TOH/auxnopmeTtaH/TEA 50/48/2.

Takum 4YuHOM opepxkytoTe 1,02r uinboBOro npo-
AykTy i3 3aranbHoo  copmynol  CasHasN4QOsS
(M=506,71r) y Burnsagi 6e36apBHoi niHu. 3aranbHui
Buxia 50%.

Mpuknag 33c¢

HaTpieBa cinb TpaHCc-7-0KCo-6-(cynbdokcu)-1,6-
Aia3abiyukno[3.2.1]-okTaH-2-kapbokcamiay

MpoaykT, oaepxaHuid y npuknagi 33b, posvnHa-
HOTb ¥ 7MN cymilwi aueToH/soga 1/1, NOTIM BMILLYIOTb
y KOMOHKY 3 180r cmonu DOWEX 50WX8 y dhopwmi
Nat i enooloTe BoAoK. [licna BunaproBaHHA BOAU
NPW 3HUKEHOMY TUCKY MPOAYKT KPUCTANI3yioTb.

Takum YUHOM OAEPXKYIOTb 542Mr LiNbOBOT CNoOny-
kKn i3 3aranbHow  cpopmynow  C7H1oN3NaQOeS
(M=287,23r). Buxia 94%.

Cnektp 'H-AMP (OMCO, 300Mru), ximiuHi 3py-
LWEHHS B M.Y. | MyNbTUMMETHICTb MiKiB:

1,55-2,10 (3H): CH-CH2-CH2>-CH; 2,91 (n) i 3,02
(yw.g): N-CHo; 3,38 (yw.c): N-CH2-CH; 3,68 (n): N-
CH-C=0; 7,23 i 7,44: NH2.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisaujieto) m/z: [M]'=264.

Mpuknaau 3 34 no 47

HactynHi kapBokcamign oaepxyloTb crnocobom,
aHanoriyHum cnocoby, Wo HaBeaeHuid y npuknaai 33,
B3ABWK AK BuxigHe 110Mr KUCNOTW, oaepKaHoi B
npuknagi 32b.

€auHa pisHAUA nondrae B TOMY, LLO Ha cTaaii 1
BUKOPUCTOBYBAHMIA peareHT, TOBTO pPO3YMH amiaky,
3aMiHAI0TL BiANOBIAHUM PO3YUHOM aMiHy.

Takum YUHOM, 3MIHIOETLCA TiNbKK rpyna Ri, wo
BU3Ha4eHa ana dopmynu |.

Mpuknag 34

3 49MKkn GeH3unamiHy oaepkytloTb B4Mr HaTpie-
BOT coni TpaHc-7-0kco-N-(peHinMeTunn)-6-
(cynedhboken)-1,6-giazabiuukno[3.2.1]okraH-2-
kap6okcamigy i3 3aransHum suxogom 38%.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHisauieo) m/z: [M+Na]+*=400, [M+H]*=378.

Mpuknag 35

3 43MKn 2-nipuanMHMeTaHamiHy ogepKyoTs 37Mr
HaTpieBol coni TpaHc-7-0kco-N-(2-nipuanHinMeTun)-6-
(cynedhboken)-1,6-giazabiuukno[3.2.1]okraH-2-
kap6okcamigy i3 3aransHum suxogom 14%.

Mac-cnektp (ENeKkTpopoO3nNUMEHHA 3 MO3UTUBHOK
ioHisaujieo) m/z: [M+H]*=379.

Mpuknag 36

3 51,3Mr 3-nipuauHeTaHaMiHY OAEPXYHOTb 42Mr
HaTpieBol coni TpaHc-7-0kco-N-[2-(3-nipuguHin)eTtun)-
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6-(cynbdhoken)-1,6-giasabiunkno[3.2.1]okraH-2-
kap6okcamigy i3 3aranbHuUm Buxoaom 20%.

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
ioHisaujieo) m/z: [M+H]*=393.

Mpuknag 37

3 51,3Mr 4-nipuanHeTaHaMiHy opepxyoTb 40mr
HaTpieBol coni TpaHc-7-0kco-N-[2-(4-nipuguHin)eTun)-
6-(cynbdhoken)-1,6-giasabiunkno[3.2.1]okraH-2-
kap6okcamigy 3 Buxonom 20%.

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
ioHisauieo) m/z: [M+Na]*=415, [M+H]*=393.

Mpuknag 38

3 50,2Mr 2-nipuauHeTaHaMiHy OAEpPXKYHOTb 45Mmr
HaTpieBoT coni TpaHc-7-0kco-N-[2-(2-nipuauHin)eTun)-
6-(cynbdhoken)-1,6-giasabiunkno[3.2.1]okraH-2-
kap6okcamigy 3 BuUxonom 23%.

Mac-cnektp (EneKkTpopo3NUNEHHS 3 MO3UTUBHOK
ioHisaujieo) m/z: [M+H]*=393.

Mpuknag 39

3 58,3Mr 3-amiHoBeH3amigy oaepxkytoTb 43Mr Ha-
Tpiesoi coni TpaHc-N-[3-(amiHokap6oHin)deHin]-7-
0KCO-6-(cynbcpoken)-1,6-giasabiyukno [3.2.1] okTaH-
2-kapbokcamigy 3 Buxogom 22%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisaujieo) m/z: [M]'=383.

Mpuknag 40
3 58,3mr 4-gumeTunamiHoGeH3aMiHy O0JepKyoTb
65,3mr HaTpieBoT coni TpaHc-N-[4-

(ammeTunamiHo)dpeHin]-7-okco-6-(cynbgokeu)-1.6-
niaszabiyunkno[3.2.1]JokTaH-2-kapBokcamigy 3 BUXOAOM
40%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHi3aujie0) m/z: [M]'=383.

Mpuknag 41
3 58,3mr 3-aumeTunamiHoGeH3aMiHY 0JepIKyOTb
91mr HaTpieBoi coni TpaHc-N-[3-

(ammeTunamiHo)dpeHin]-7-okco-6-(cynbgokeu)-1.6-
aiaszabiyukno [3.2.1]okTaH-2-kapBGokcamigy 3 BUXOAOM
54%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHi3aujie0) m/z: [M]'=383.

Mpuknag 42
3 43mkn  4-nipuauHMETaHaMiHy  0OepPXKyIOTh
24 .6Mr HaTpieBoT coni TpaHc-7-0kco-N-[4-

(nipuaunHinmymetun]-6-(cynbdgoken)-1,6-
niaszabiyunkno[3.2.1]JokTaH-2-kapBokcamigy 3 BUXOAOM
15%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisaujieo) m/z: [M]'=355.

Mpuknag 43
3 44mkn  3-nipuauMHMETaHaMiHy  OOepPXKYIOTh
44, 7vr HaTpieBoT coni TpaHc-7-0kco-N-(3-

nipuauHinmeTun)-6-(cynbdokcu)-1,6-
niaszabiyunkno[3.2.1]JokTaH-2-kapBokcamigy 3 BUXOAOM
26%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisaujieo) m/z: [M]'=355.

Mpuknag 44

3 84wmr (.+-.)-.anbcpa.-amiHoGeHsonnponaHamiay
0AemKyIOTb 53Mr HaTpieBoi coni TpaHc-N-(1-amiHo-1-
0Kco-3-peHin-2-nponin)-7-okco-6-(cynbdokcu)-1,6-
niaszabiyunkno[3.2.1]JokTaH-2-kapBokcamigy 3 BUXOAOM
27%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisauieo) m/z: [M] = 411, 321.

Mpuknag 45
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3 46mr rigpoxnopuay 2-amiHoaueTtamigy i 61mMkn
TEA oaepxkyoTb 23Mr HaTpieBoi coni TpaHc-N-(2-
aMiHO-2-0KCOeTUn)-7-0Kco-6-(cynbdokeun)-1,6-
Aia3abiyunkno[3.2.1]okraH-2-kapGokcamigy 3 BUXOAOM
13%.

Mac-cnekTp (enekTpoposnUAEHHA 3 HEratTUuBHOKO
ioHisaujieo) m/z: [M]" = 321, 249.

Mpuknag 46

3 64mMr (3-amiHOeHIN)CeYOoBUHU OOEPXKYIOTH
43mr HaTpiesoTl coni TpaHc-N-[3-
[(amiHokap6oHin)amiHo]deHin]-7-okco-6-(Cynbdokeu)-
1,6-piasabiunkno[3.2.1]oktaH-2-kapbokcamigy 3 Bu-
Xoao0m 24%.

Mac-cnekTp (enekTpopo3nNUAEHHA 3 HEraTUuBHOK
ioHisaujieo) m/z: [M]" = 398, 153, 111.

Mpuknag 47

3 63wmr (.+-.)-.anbcha.-amiHoGeH3onaueTamiay
0AeMKyI0Tb 64Mr HaTpieBoi coni TpaHc-N-(2-amiHo-2-
oKco-1-peHineTun)-7-okco-6-(cynbdokecu)-1,6-
Aia3abiyunkno[3.2.1]okraH-2-kapGokcamigy 3 BUXOAOM
38%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisaujieto) m/z: [M]'=397.

Mpuknaau 3 48 no 51

HacTynHi cnonykn oaepxytoTb 3 110Mr CNOMyKHM,
opepxaHoi Ha cragii E B npuknagi 32, aky wwopasy
eTepudikyloTe NpUAaTHUM CNUPTOM, WOG ogepaTu
KiHLEBUIA NPOAYKT.

[MoTiM MOBTOPIOOTE YyMOBKU cTaain 3 B no E B
npuknagi 33.

Mpuknag 48

3 31,5Mr 2-rigpokciauetamigy oaepxyoTs 54mr

HaTpieBOT coMi  2-amiHO-2-0KCOETUNOBOro  edipy
TpaHc-7-0Kco-6-(cynbdoken)-1,6-
nia3abiyukno[3.2.1]okraH-2-kapGoHOBOT  KMCNOTM 3

BUxoaomM 32%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisauieto) m/z: [M]'=322.

Mpuknag 49

3 51,7Mr 4-nipugnMHeTaHonNy OAepXKyloTh 20Mr

HaTpieBol coni 2-(4-nipuauHin)eTunosoro edipy
TpaHc-7-0Kco-6-(cynbdoken)-1,6-
nia3abiyukno[3.2.1]okraH-2-kapGoHOBOT  KMCNOTM 3

Buxogom 8,5%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisauieto) m/z: [M]*=370.

Mpuknag 50

3 47,3Mr 2-nipuauMHETaHONy OAEPXKYITh 47Mr

HaTpieBol coni 2-(2-nipuauHin)eTunosoro edipy
TpaHc-7-0Kco-6-(cynbdoken)-1,6-
nia3abiyukno[3.2.1]okraH-2-kapGoHOBOT  KMCNOTM 3

BUX0a0M 23,4%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisaujieto) m/z: [M]'=370.

Mpuknag 51

3 57,7Mr 3-nipuauMHeTaHony OAepXKyloTh 50Mr

HaTpieBol coni 2-(3-nipuauHin)eTunosoro edipy
TpaHc-7-0Kco-6-(cynbdoken)-1,6-
nia3abiyukno[3.2.1]okraH-2-kapGoHOBOT  KMCNOTM 3

BUXOAOM 26%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisaujieto) m/z: [M]'=370.

Mpuknag 52

HaTpieBa cinb 3-MeTOKCU-6-(Cynbdokcu)-1,6-
Aiasabiyunkno[3.2.1]okT-3-eH-7-0H

Crapia A
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Po34nHa0TL 10r (50MMoOnb) 1,1-
OUMETUNETUNOBOrO edipy 3,5-piokco-1-
ninepuanHkapGoHoBoi kucnotu B 10Mn meTaHony,
notiMm pgopatoTb 6r (54mmonb) rigpoxnopugy O-
aninrigpokcunaminy.

3anuwalTb npu nepemilwysaHHi npotarom 3
rog., NOTIM BUMNAPIOIOTb PO3YMHHUK MPU 3HUXKEHOMY
TUCKY.

Ocaj po3ynHAITL Y BOAI, EKCTparyTe QUXnop-
METaHOM, NPOMUBAIOTbL OpraHivHy (pasy Bo4o0, NOTIM
cywaTb Hag cynbgaToM HaTpilo.

Micna dinbTpauii i BMnaptoBaHHA pPO3YUHHMKA
npu 3HUXKEHOMY TUCKY ogepxytots 10,6r 1,1-
AUMETUNETUNOBOIO edipy 5-meTtokeu-3-[(2-

NponeHinokcn)imino]-3,6-gurigpo-1(2H)-
nipuanHKap6oHOBOT KUCNOTU i3 3aranbHol dopmy-
noto C14H22N204 (M=282,342r). Buxia cknagae 75%.

Crapia B

B kon6y BmiwyoTtb 10,6r (37,6MMONb) NPOAYKTY,
O4epxKaHoro Ha ctaaii A, i 212mn meTaHony.

PO34nH OXOnomKylOTb A0 Temneparypu
gojatwoTte 37,8r uiaHoGopriapuay Hatpito,
58,2mn ecpipaTy dTopuay 6opy.

MoTim po36aBnAlTL AUXIOPMETAHOM, BUNUBA-
HOTb Y CYMill BOAM i 2H. rigpOKCUAy HaTpIlo, ekcTpary-
H0Tb OMXNOPMETAHOM, OpraHidyHy dhasy npomMuBaroTb
BOAOM, cyllaThk Haa cynbdpatom HaTpito, pinbTpyloTh
i BUNAPIOOTb PO3YUHHUK MPU 3HUXKEHOMY TUCKY.

OaepxaHuid NPOAYKT OuYULAKTE Xpomarorpa-
ieto Ha cunikareni 3 enBaHHAM CyMILULLIO €Tun
auetat/guxnopmeTtaH 10/90.

Takum YUHOM OLEPKYIOTh 5,5r 11-
AUMETUNETUNOBUIA edip 5-meToken-3-[(2-
nponeHinokcu)amidol-3,6-aurigpo-1(2H)-
nipuanHKap6oHOBOT KUCNOTU i3 3aranbHol dopmy-
not0 C14H24N202 (M=284,36r).

Buxig cknagae 51%.

Crapia C

Y konby BMiWyOTb 5,5r (19,3MMONb) NpoOAyKTH,
ogepkaHoro Ha cragil B, 27,5Mn guUXnopmeTaHy i
4.,2Mn aHisony.

MoTiMm gopatoTb 27,5Mn TpUPTOPOLUTOBOT KUCIO-
™.

BuaganawTb TFA | AUXNOPMETaH MPU 3HKEHOMY
TUCKY.

3anuwoK posUUHAKTE Y BOAI | eKCTparyoTb 3 pa-
31 eTunauetatom. BogHy dpasy nianyroeyloTb goga-
BaHHAM amiaky, NOTiM eKCTparyloTb eTunaleTaTom.

OpraHivHi ¢pasn npomMuBalOTb BOAOK, CyLlaTb
Hag cynebdaTom HaTtpilo. PiNbLTPYKOTL, NOTIM BUNa-
PIOIOTE PO3YUHHUK NMPU 3HUKEHOMY TUCKY.

3a3Ha4YeHUM YUHOM OO EPXKYIOTE 2,451 5-MmeToKCH-
N-(2-nponeHinokecu)-1,2,3,6-TeTpariapo-3-
nipuauHamMidy i3 3aranobHoio dopmyno CgoHisN202

-5°C,
noTim

(M=184,24r).
Buxin cknapae 69%.
Crapia D
PosunHaloTe B iHepTHIW aTtmocdepi  2,45r

(0,0133Mmonb) NPoAayKTy, ogaep>aHoro Ha ctaaii C, y
826Mn aueTOHITPUNY i PO3YKH OXONOAXYHOTL A0 0°C.

Hoaattb 0,778mMn anudpocreHy.

TemnepaTypy NigBULLYIOTE A0 KiMHATHOT, MOTIM
popatTb 5,56mn TEA.

3anuwatoTb NepemillyBaTucCb Ha Hid Npu KiMHaT-
Hil Temneparypi, NOTIM PO3YUMHHUK BUMAPKOOTL NpU
3HUXKEHOMY TUCKY.
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3anuoK PO34YUHATL Y BOAI, eKCTparyloTb eTu-
nauyetarom, opraHiyHy pasy npomusBalroTe BOAOIO,
cywartb Hag cynbdatom Hatpito, pinbTpyoTh, NOTIM
PO3YUMHHUWK BUNAPIOKOTL MPU 3HUXKEHOMY TUCKY.

Ocag ounwytoTb xpomaTtorpadpieto Ha cunikareni
3 enIoBaHHAM CYMILULLIK eTunaueTaTt/guxnopmeTaH
1/9.

3asHauYeHUM YUHOM OaepPXKYOTE 1,131 3-MeToKCK-
6-(2-nponeHinokcu)-1,6-aiasabiumkno[3.2.1]okT-3-eH-
7-0Hy i3 3aranbHoo  cbopmyno  CioH14N203
(M=210,23r).

Buxig cknapae 40,3%.

Crapia E

Konby npoayBatoTb iHEPTHUM Ta3oM i PO3UUHS-
T 105mr (0,5MMoONb) NPOAYKTY, OOEPXaHOro Ha
cragaii D, y 1,1Mn guxnopmeTtaHy, AoaatwTb S7MKN
ouToBoT kucnotu, notim 317 mr Pd[P(CsHs)3]a.

Micna Bsaemopil npotarom 1 roauHW A04aK0Th
1,AMn  nipuanHy, notim 238Mr komnnekcy SOs-
NipUAUH.

3anuwarTb nepemMiwysaTUChL Ha Hid, NOTIM PO3-
YUHHUK BUMAPIOKOTL NPU 3HUKEHOMY TUCKY.

3anuwoK BMILLYKOTb Y BOAY, EKCTparyTs gUXno-
pPMETaHOM, NPOMUBAIOTL BOAOK, OpraHidHy dasy
cywartb Hag cynbgartom HaTtpilo, insTPyTL | pos-
YUHHUK BUMAPIOKOTL NPU 3HUKEHOMY TUCKY.

Ocap ounwaloTe Xpomarorpadieto Ha cunikareni

3 EnOI0BaHHAM CyMiLLILLIO Tpuxnopme-
TaH/aueTtoHiTpun 50/50.

3asHayeHUM YUHOM  oJepPxylTb 148mr  1-
nponeHinTpudeHindocgoHieBoT coni  3-MeToKCU-6-

(cynbdpoken)-1,6-giazabiuukno[3.2.1]okr-3-eH-7-0Hy i3
3aransHoto opmyno CagHzaN206RS.

Buxig cknapae 53%.

Crapia F

Po3unHAlOTL 148Mr NPOAYKTY, OAEPXKaHOro Ha
cragil E, y sBoai, wo mictute 10% Tro,

OaepxaHuin po3vynH NPONYCKalThk YePE3 KONMOHKY
3i cmonoto DOWEX 50WX8 y ¢dopmi Nat npu entoto-
BaHHi BOAOIO, WO MiCTUTE 10% TI®.

MpoayKkT Niogini3yoTe | 04ePXKYOTE S1Mr Linsbo-
BOT HaTpieBOT coni i3 3arancHoK  popMynoto
C7HgN20sSNa (M=272,211). Buxig cknagae 70%.

Cnektp 'H -SIMP

3,04 (n) i 3,25 (nn): C=CH-CH-CH2-N; 3,41 (n) i
3,71 (an): N-CH2-C=CH; 3,47 (c): CH3-O; 4,20 (na):
C=CH-CH-CH2-N; 5,19 (yw.n): C=CH-CH-CH>-N.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHizauieo) m/z: [M]'=249, [M-CH3] =235.

Mpuknag 53

HarpieBa cinb 6-(cynbdpoken)-1.6-
Aiaszabiunkno[3.2.1]okT-3-eH-7-0Hy

Crapia A

Po3uunHsawTs 1,03r (5,2MmOnb) 11-

aumetunetunosoro edipy 3,6-aurinpo-3-okco-1(2H)-
nipuanHKap6oHOBOT KUCMNOTK i3 3aranbHo opMy-
noto CioH1sNO3z y 15mn etaHony. HOopaiwoTtb 572wr
(5,2mmonk) O-aninrigpokcunaminy, notim 1,3mn ni-
pUanHY.

3anuwarTb nepemiwyBaTucb nNpoTArom 15xs.,
noTiM AogawTe 100Mn guMxnopmeTaHy, npoMuBalOTh
10%-HUM BOAHUM PO3YMHOM BUHHOT KUCMOTU i opra-
HiYHY hasy cywatb Hag cynegaToM MarHito.

DINbTPYIOTL | PO3YUHHUK BUNAPHOKOTL NPU 3HUXKE-
HOMY TUCKY.

3a3HavyeHum 1,36r

YUHOM  OOEPXKYIOTh 11-
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OUMETUNETUNOBOrO edipy 3,6-aurigpo-3-(2-
nponeHinokcu)imino]-1(2H)-nipuanHkapboHoBoT  Kuc-
notu i3 3aranbHo  copmyno  CizH20N203
(M=252,32r).
BignosigHuii BUXia € KinbKiCHAUM.
Crapia B

[MoBTOPIOIOTL YMOBK cTadii A npuknagy 52, su-
xoaa4u 3 1,38r NpOAYKTY, O4epXKaHoro Ha cragii A,
15,11 uiaHoBopriapuay Hatpito i 8,3mn edhipaty Tpu-
¢ropuay Gopy.

3a3Ha4YeHUM YMHOM MICAA OUULLEHHS 0OEPXKYIOTh
0,99r cymiwi 2/3 1,1-gumeTunetTunosoro edipy 3-[(2-
nponeHinokcu)amiHo]-1-ninepuanHkapboHOBOT KUCNO-
™ i 1/3 1,1-aumeTuneTunosoro edipy 3,6-aurigpo-3-
[(2-nponeHinokcu)amiHo]-1(2H)-nipuaunHkapGoHoBoT
KUCNOTU i3 3aranbHol  ¢opmyno  CizH2oN203
(M=254,33r).

Buxin cknapae 71%.

Crapia C

PosuuHatotb 1,071 (4,26MMONb) CyMiLli, ogepxa-
HOT Ha cTaaii B, y 2Mn etunauetaty. OXONomxKyOTh
Ao Temnepatypu 0°C, noTtim gogatwTte 5,8mn 7,3M
PO3YMHY XMNOPUCTOrO BOAHKO B eTunaueTarti. 3anu-
WaTbe B3aeMogiatun npotarom 2roa. 30xs. npu TeM-
neparypi 0°C.

PO3YMHHMK BUNAPIOIOTL MPU 3HUKEHOMY TUCKY,
noTiM PO3YMHATE B edipi, BiadinbTPOBYOTE 3anu-
LIOK | MOTIM CyLUaTb MPU 3HUXKEHOMY TUCKY.

3as3HauYeHUM YMHOM OAepPXKyYTh S60Mr aurigpo-
xnopuay  N-(2-nponeHinokcun)-1,2,3.6-TeTparigpo-3-
nipuanMHaminy i3 3aranbHoto dopmynow CgHisCloN20
(M=227,14r).

Buxig cknagae 57%.

Crapia D

PosunHatote 560Mr (2,46MMONb) NPOAYKTY, oae-
pxaHoro Ha ctagii C, y 6mMn guxnopmeTaHy, noTim
404al0Tb 2,5MN 2H. rigpokcuay HaTpilo.

HekaHTyloTb | BogHY dpasy ekcTparyiTb eTtuna-
LEeTaToM.

MMoegHylOTL opraHivHi dhasu, cywats Hag Cynb-
cdatom MarHito, pinbTPyOTh, NOTIM PO3YUHHUK BUNa-
PIOIOTE MPU 3HUKEHOMY TUCKY.

3a3HaYeHUM YUHOM oaepXkylTb 278Mr N-(2-
nponeHmoKcn)-1,2,3,6-TeTpariapo-3-nipuanHaminy i3
3aransHo opmynoto CsHi1aN20 (N=154,21r).

Buxin cknapae 73%.

Crapia E

PosunHaote B aTMmocdepi  aproHy  270wmr
(1,75MMOnnbL) NPOAYKTY, odepxaHoro Ha ctagii D, y 45
aueToHiTpuny, aodatwts 760mkn TEA i 105mkn au-
cdocreny.

3anuwatoTb B3aeMogiaTu npoTarom 15x8. npu
Temneparypi 0°C, noTim TemnepaTypy nNiaBULLYIOTb
00 KIMHaTHOT | 3anuLLIatoTb B3aEMOAIATHU LLE NPOTArOM
2roa.

Motim popatoth 213mr DMAP i 3anuwatoTbh Ha
Hiu.

fdogalwTb eTunauetart, notiM npoMuBarTe 10%-
HAM BOOAHUM PO3YUHOM BUHHOT KUCNOTKU | BOAOIO.

OpraHivny (pasy cywatb Hag cynbdarom MarHito,
QINbTPYIOTL | PO3YUHHUK BUNAPIOOTE MPU SHUXKEHOMY
TUCKY.

OaepxaHuid CUPUIA NPOAYKT OUULAIOTL Ha CURi-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
Tad/aueTtoH 95/5, wo mictuts 0,1% TEA.

3a3HaYeHUM YUHOM OfepPXyloTb 36mr 6-(2-
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nponeHinokcu)-1,6-aiasabiunkno[3.2.1]0kT-3-eH-7-0H
i3 3aranbHot0 chopmynot CaH12N202 (M=180,21r).

Buxig cknapae 11%.

Crapia F

MosTOpIOOTL YMOBK cTagii E npuknagy 52, su-
xoaauu 3 51Mr (0,27MMONb) NPOAYKTY, OAEpPKaHOro
Ha cTaail E, 33mkn ourosoi KUCROTW, 165Mmr
Pd[P(CeHs)a]a i 132mr komnnekcy SOs-nipuanH.

3asHayeHUM YUHOM  oaepXkywTb 29.6mr 1-
nponeHinTpudeHindgocdoHieBoi coni 6-(cynbgokcu)-
1,6-pia3abiunkno[3.2.1]0KT-3-eH-7-0Hy.

3a3HauyeHy Cifnb NPONycKkalTb 4epe3 KOMOHKY 3i
cmonoto DOWEX 50WX8 y cdopmi Na* npu enoro-
BaHHi BOAOIO, WO MiCTUTE 10% TI®.

MpoaykT nioginisytoTe i oaePXKyTe 13Mr Linso-
BOT HaTpieBOT coni i3 3arancHoK  popMynoto
CsH7N20s5SNa (M=242,19r).

Buxig cknapae 20%.

Mac-cnekTp (enekTpopo3nUAEHHA 3 HEraTUuBHOK
ioHisaujieo) m/z: [M]'=219.

Mpuknag 54

HarpieBa Cinb
Aia3abiynkno[3.2.1]okTaH-7-0Hy

[MoBTOpPIOIOTL YMOBK cTagii A npuknagy 53, Bu-
xoaauu 3 12r (0,061monk) 1,1-aUMETUNOBOrO edipy
3,6-aurigpo-3-okco-1(2H)-nipuauHkap6oHoBOT Kucno-
T i3 3aransHoto copmynol CioHisNOs, 9,71 xnopri-
apary O-6eHsunrigpokcunaminy i 15mn nipuguHy.

3asHayeHUM YUHOM odepxyoTb 194r 1,1-
OUMETUNETUIIOBOrO edipy 3,6-aurigpo-3-
[(cbeninmeToOKCH)iIMiIHO]-1(2H)-nipnanHkap6oHoBoT
KACMOTU i3 3arambHo  opmyno  Ci7H2oN203
(M=302,38r). BianosigHuit BUXig, € KiNbKICHUM.

Crapia B

MosTOpIOIOTL YMOBK cTagii B npuknagy 53, su-
xoaauu 3 14,9r (0,0496Monb) NPOAYKTY, OAEPKAHOIO
Ha cTaaii A, 12r uiaHo6oprigpuay Hatpito i 30mn edi-
paty TpudchTopuay 6opy.

3a3HauYeHUM YUHOM MICAA OYULEHHS OAEPXKYIOTh
8,2r cymiwi 2/3 1,1-gumetTuneTunosoro edipy 3, 6-
aurigpo-3-[(dpeninmeTtokcu)amino]-1(2H)-
nipuauHkap6oHoBoT kucnotn i 1/3 1,1-gumeTun etu-
nosoro eipy 3-[(dbeHinmeTOKCU)aMIHO]-1-
nipuanHauKap6oHOBOT KUCMNOTK i3 3aranbHo hopMy-
1ot C17H2aN203 (M=304,39r).

Buxig cknapae 55%.

Crapia C

MosTOplOlOTL YMOBK cTadil C npuknagy 53, su-
xoaauu 3 9,3r (0,0306mMonb) cymilli, oaep)kaHoi Ha
cragaii B, i 106mn 7M po34ynHy XNOPUCTOrO BOAHIO B
eTunaueTarti.

3asHauYeHUM YUHOM OJepxyoTb 8,39r cymiwi 2/3
aurigpoxnopuay N-(dpeHinmeTtokecn)-1,2,3,6-
TeTparigpo-3-nipuanHaminy i 1/3 aurigpoxnopuay N-
(theHinmeToKkCH)-3-NipuanHaMiHY i3 3aranbHoO dop-
mynot Ci2H1gCl2N20 (M=277,20r).

Buxig cknapae 98%.

Crapia D

MosTOpIOIOTL YMOBK cTadil D npuknagy 53, su-
xoaauu 3 8,30r (0,0299monb) cymili, ogep»aHoi Ha
cragii C, i 30mn 2H. rigpokcuay HaTpito.

3asHauYeHUM YUHOM OJEepPXYIOTb 5,951 cymiwi 2/3
N-(dpeHinmeTokcn)-1,2,3,6-TeTparigpo-3-
nipuauHamiHy i 1/3 N-(dpeHinmeTokcu)-3-
nipuauHamMidy i3 saranoHoio dopmyno Ci2HieN20
(M=204,27r).

6-(cynbdpoken)-1.6-
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Buxin cknapae 98%.

Crapia E

MoBTOpIOIOTL YMOBKW cTadii E npuknagy 53, su-
xoaa4u 3 5,02r (0,0246monb) cymilli, ogepxaHoi Ha
cragii D, 2,43mn gudpocreny, 7,4mn TEA i 3r DMAP.

Y kon6y, OCHaLWlEeHYy MAarHiTHOK MilLAnKolo, npu
Temnepartypi 0°C i nig aproHoMm BMmiwyTs 5,020r
(0,0246monb) npoaykTy, ogepxkaHoro Ha cragii D, i
1,2mM11 1,2-guXnopeTany.

MoTim aoaatTe 2,43r andpocreHy.

3a3Ha4YeHUM YMHOM MICAA OUULLEHHS 0OEPXKYIOTh
2,4r 6-(cpeHinmeTokcm)-1,6-aiasabiunkno[3.2.1]okr-3-
€H-7-OHy i3 3aranbHo ¢opmyno CizH14N202
(M=230,27r).

Buxin cknapae 42%.

Takox oaemKyloTb 512Mr 6-(dpeHinmeTokcu)-1,6-
niaszabiyunkno[3.2.1]JoktaH-7-0Hy i3 3aranbHol op-
mynoto CisHisN202 (M=232,27r).

Buxign cknapae 9%.

Crapia F

Posunnsatotb 0,128r (0,551Mmonb) 6-
(dhbeninmeTokcu)-1,6-aiasabiumkno[3.2.1]okTaH-7-0Hy,
O4ep>KaHoro Ha cTaail E, y 1Mn meTaHony.

HoaatTtb 0,035r Pd/C ak kaTanisaTop i BMiLyOTb
B atMocdepy BOAHIO NPU HOPMANBHOMY TUCKY.

HanpukiHui peakuii peakuiinHy cymiw BiaginbTpo-
BYIOTb, OMNOJIICKYIOTb METAHOMOM i BUMAPKOTL PO3-
YAHHUK MPU 3HUKEHOMY TUCKY.

3a3Ha4YeHUM YMHOM OJEPXKYIOTb 76Mr 6-rigpoKkcu-
1,6-pia3abiunkno[3.2.1]okTaH-7-0Hy i3 3arancHo
dopmyno CeH1oN202 (M=142,16r).

BignosigHuii BUXia € KinbKiCHAM.

Crapia G

Y konby B iHepTHIN aTmocdepi BMiWyOTL 75Mr
(0,528mmonb) NpoaykTy, oaepxkaHoro Ha cragii F, y
2M1 NipUaKHY.

HdoaatwTtb 235mr komnnekcy 303-nipuauH i 3anu-
LWaoTb B3aeMOAIATH NPOTArom 2rog,.

MoTiM AodalTh Aekinbka Kpanenb BoAu i pos-
YAHHWUK BUMAPIOKOTL MPU 3HUKEHOMY TUCKY.

3asHa4YeHUM YUHOM OJEePXYKTb 361Mr cuporo
NPOAYKTY, AKUIK OYULLAKOTL XpomaTorpadieto Ha cuni-
Kareni 3  enolBaHHAM  CYMILLILLIKO  AUXIIOpPME-
Tad/etaHon 6/4, wo Mictutb 0,1% TEA.

3a3Ha4YeHUM YUHOM OJEPXKYIOTb 32MI OYULLEHOT
coni TPUETUNAMOHIO 6-(cynbdokcu)-1,6-
niaszabiyunkno[3.2.1]JoktaH-7-0H i3 3aranbHol dopmy-
noto C11H1sN30sS (M=301,32r).

Buxin cknapae 17%.

Crapia H

PosunHaloTL 31Mr NPOAYKTY, OAEPXKAHOrO Ha
cragaii G, y 0,5mn Boau, wo mictutb 10%TIo,

OaepxaHuid PO34YUH NPONYCKaOThL YEPES KOSTIOHKY
3i cmonoto DOWEX 50WX8 y dropmi Na* npu enoro-
BaHHi BOAOIO, WO MICTUTb 10% TIro.

MpoaykT nioginisytoTe i ogepKkyoTe 20Mr LinsLo-
BOT HaTpieBOT coni i3 3aranbHOKW  popmMynoto
CoHgN20sSNa (M=221r).

Buxin cknapae 77%.

Mac-cnekTp (enekTpopo3nUIIEHHA 3 HEraTUBHOK
ioHisaujieo) m/z: [M-H]'=221.

dapmakonoriyHe AOCRIAXKEeHHS NPOAYKTIB 3a BU-
Haxoaom

I/ Cnonyku cpopmynu (1) i X cpapmaueBTUUHO
MPUAHATHI COMNi BONOAIOTb iHMGITOPHOO AKTUBHICTIO
no BiAHOLIEHHIO A0 B-nakrtamas pisHux wramis Gak-
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Tepil, i Ui TX TepaneBTUYHI BNACTUBOCTI MOXYTb GYyTK
BU3Ha4eHi in vitro Ha i3onboBaHUX B-nNakTamasax:

A. OpepxkaHHA B-naktamas Tem-1 i P99

B-nakTamasu BMAINATL 3i WraMis GakTepii, wo
Pe3nUCTeHTHI A0 neHiuuniHiB abo uedanocnopuHis
(Teml i P99 npoaykyTbeca, BignosigHo, E.coli
250HT21 i E.Cloacae 293HT6).

Bakrepii KynbTUBYIOTb Y XXUBWUILHOMY Cepeao-
BULLi cepue-MO30K 3 KOoHueHTpauieto 37r/n (DIFCO)
npu Temnepatypi 37°C. Mo 3aKiHYEHHI €KCMOHEHTHOT
dhasu ix 36upatoTb, OXONOMKYIOTh | LEHTPUYIYIOTh.
Ocaagn 6Gaktepiit posuuHsloTb y 50MM docdartHo-
HaTpieBoMy GydepHomy po3uuHi npu pH 7,0 i 3HOBY
ueHTpudyrytoTb. Baktepii po3vnHsATbL Yy ABOX 06ca-
rax 3asHadeHoro OydbepHOro posuuMHy i nigaarTb
nisncy 3a gonomorok French-Press npu Temneparypi
4°C. MMicna yeHTpudpyryBaHHa npoTtarom 1rog. 3 npu-
ckopeHHam 100000g, npu Temnepatypi 4°C, cynep-
HaTaHTU, WO MICTATbL PO3YUHHY (PpakuUito eKCTpakTis
GakTepiil, BiJOKPEMMIOOTL | 3aMOPOXYIOTb MPU TEM-
neparypi -80°C.

B. BUszHaueHHs1 aKTUBHOCTI B-nakTaMas

Ak cybcTpaT  BUKOPUCTOBYIOTH  HiTpouediH
(OXOID), aykCOXpOMHUIA UedanocnopuH, npoaykT
rigponisy -nakramasamu iKOro Mae YepBOHUI KONIp i
NOrnUHAaE NPU SOBXUHI XBURi 485HM.

KiHeTUKy akTUBHOCTI J-nakTama3s BM3HA4awTb Mo
3MiHi NOrAMHaHHA npu 485HM Ha nnacTuHax 3a A4ono-
Moroto cnektpodpotomeTpa (Spectra Max Plus de
Molecular Devices) sk pesynbTar rigponisy cybcrpa-
Ty. EKCnepumMeHTn NpoBoAATE Npu Temnepatypi 37°C.
KinbkicTe hepMeHTY HOpManisylTb i NPOBOAATL BU-
MiptOBaHHA NOYaATKOBOT LLUBUAKOCTI.

C. DBusHayeHHA  aKTUBHOCTI
nakramas

Ona gocniaxxeHHa HeoBOPOTHOCTI peakuil npoBo-
OATb ABa BuMipn - 6e3 nonepeaHbol iHKybauil i 3 iH-
kybaujeto 3 dpepmeHToM i iHribitopom (5HM). Mposo-
aaTb ABi cepil gocnigxeHb npoayktie 3 6 abo 8
KOHUeHTpauiamun. PeakuiitHa cymiwl MicTuTb 100MKM
HiTpouediny i 50mMm dhoccaTHo-HaTpieBoro 6ydepHo-
ro pos3ynny 3 pH 7,0.

D. PospaxyHku ICsp

LBuakocTi rigponisy BU3HAYaOTL 3 iHMGITOPOM i
6e3 iHribiTopy. BUMipioloTb KOHUEHTpauilo iHribitopy,
wo Ha 50% npuaywye peakuito rigponisy Hitpouedi-
Hy cdepmeHToM (CI50). OBpobKy AaHUX 3QINCHIOOTL
3a ponomorotd nporpamu  GraFit  (Erathycus
Software).

iHriGiTopis

B_
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[l/ AKTUBHICTb iHriGiTOpIB B-naktamas, HaBeaeHa
BULUE, MNIACUIIOE aKTUBHICTL aHTubioTukie Tuny p-
nakTamiHiB, sika Bege A0 CUHeEpPriYyHoro edpekty, wo
TakoX MoKasaHo HaBeAeHUMU Jani pesynsraTamu;
BOHU MOKA3ylOTb MiHIManbHY iHriGytouy KOHUEHTpauio
in vitro (CMI y MKr/mIT), CTOCOBHO BU3HA4E€HOro Yucna
naToreHHMX MikpoopraHiamis, komGiHauill uedoTak-
cumy i ninepauuniny 3i cnonykamu dopmynu (1) 3
KOHUeHTpauielo 5Mr/n. BUKOPUCTOBYHOTL METOA, Ha-
3BaHUI MIKPOPO3BEAEHHS PiOKUM CEepeaoBULLEM.

OnepxyloTb paAd KOHUEHTpauid [(-nakraminy y
NPUCYTHOCTI MOCTINHOT KOHUeHTpauil (5mr/n) pocni-
J)KYyBAHOIO NPOAYKTY, NOTIM KOXHUIA BUCIBAIOTL 3 pPis-
HUMU WITamami GakTepiit.

Micna iHkyBauii npotsarom 24rod. B CYLUMIIbHIA
kamepi npu Temneparypi 37°C, iHriByBaHHa pocCTy
OLIHIOIOTb 34 BIACYTHICTIO IKOTO-HEOYAb PO3MHOMKEH-
Ha OakTepiil, WO [03BONSAE BU3HAYUTU MiHIMANbHI
iHriGytoui kKoHUeHTpauil (CMI) ana Ko)KHOro wramy,
BUPAXKEHI B MT/11.

OfepxXyloTb HACTYMNHI pesynbTaTu:
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Mpuknag papmauesTUYHOT KOMIO3ULIT:
1. OpepxyoTh (hapMaueBTUUHY KOMMIO3ULi0 (Mi-
odbinisaTi) ANa iH'ekUT, WO MICTUTb:
- 3 oaHoro GOKy: crnonmyky 3a npuknagom 35-
500mr
- 3 iHWworo 60ky: uedorakcum - 1r
CTepunbHUA BOOHUIA pPO3PigXKyBa4y Yy JOCTaTHIN
KinbKoCTi fo 06'eMy 5¢cm3.
v . . : ObuaBa aKTUBHUX KOMMOHEHTU 3a HeoOXiaHOCTI
0 N R 3 ; MOXYTb BYTW BMiLLEHI OKpemo B ABI pisHi abo amnynu
2 : d : ABa nakoHu.
2. OpepxyoTh hapmaueBTUUHY KOMMIO3MUiO (Ni-
odbinisaTi) ANa iH'ekUT, WO MICTUTb:
- 3 oaHoro GOKy: cromnyka 3a npuknagom 33-
: 250mMr
i - 3 iHWoro 60ky: uednipoH - 1r
CTepunbHUA BOOHUIA pPO3PigXKyBa4y Yy JOCTaTHIN
KinbkocTi o 06'emy 5¢cm3. O6GuaBa akTUBHUX KOMMO-
HEHTU 3a HeoBXiAHOCTI MOXYTb BYTU BMiLLEHI OKpeMo
B ABi pi3Hi a6o amnynu asa nakoHu.

v
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